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Bioactive Compound Library
2645 compounds

Kinase Inhibitor Library
429 inhibitors

Inhibitors

Selleck Chemicals supplies over 3,000
inhibitors used in the study of cell

signaling pathways.

Product Citations

Selleck products have been cited in more than 27000 studies
from various SClI journals. (Cell, Nature, Science: 77 studies)

FDA-approved Drug Library
1430 compounds

Inhibitor Library
1685 inhibitors

Epigenetics Compound Library

181 small molecule modulators

Target Selective Inhibitor Library

Bioactive compounds covering over 601 targets

Natural Product Library

173 natural products

GPCR Compound Library

482 GPCR small molecule compounds

Anti-cancer Compound Library
922 anti-cancer compounds

Tyrosine Kinase Inhibitor Library
171 tyrosine kinase inhibitors

Stem Cell Signaling Compound Library

88 small molecule inhibitors

Autophagy Compound Library
154 autophagy signaling pathway ihibitors

lon Channel Ligand Library

63 ion channel ligands

Customize your library by selecting compounds of interest.
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Selleck is a Licensed Supplier of Pfizer Compounds
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In 2013, Selleck became a licensed supplier of Pfizer pharmaceuticals. This has granted our
customers access to Pfizer's exclusive and high quality compounds. Purchased individually or
as a library, these compounds have a wide range of applications in preclinical research of
human diseases.

+ All bioactive compounds are licensed by Pfizer and have been marketed and/or have been clinically
demonstrated to be safe and efficacious in humans.

+ Compounds span a range of potential uses: from anti-cancer compounds (e.g. Bosutinib) to a glycylcycline
antiobiotic (e.g. Tigecycline) to combat the growing prevalence of antibiotic resistance.

+ Reliability Guarantee: all Pfizer licensed compounds are developed and validated by Pfizer - some of
which are manufactured by Pfizer Quality Assurance: all compounds are validated using NMR and HPLC.

+ Detailed preclinical research data and safety information available.
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Bioactive Compound Library cat.No. L1700

* A unique collection of 2645 bioactive chemical compounds for high throughput screening (HTS)
and high content screening (HCS)

* Bioactivity and safety confirmed by preclinical research and clinical trials

* Some compounds have been approved by the FDA

¢ Includes most Selleck inhibitors, APIs, natural products, and chemotherapeutic agents

« Structurally diverse, medicinally active, and cell permeable

¢ Rich documentation with structure, IC50, and customer reviews

* NMR and HPLC validated to ensure high purity
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Journals Citing of this Library

Nat Med, 2014, 20(8):954-60
Oncotarget, 2014, 5(15):6512-25
Oncotarget, 2015, 6(3):1531-43

J Biomol Screen, 2015, 20(9):1171-7

Excellent Validation, Technical Support and Prompt Delivery

FDA-approved Drug Library cat.No. L1300

* A unique collection of 1430 FDA approved drugs for high throughput screening (HTS) and high
content screening (HCS)

 Locate new targets for old drugs

« Bioactivity and safety confirmed by clinical trials

* All compounds have been approved by FDA

* Related to oncology, cardiology, anti-inflammatory, immunology, neuropsychiatry, analgesia etc

« Structurally diverse, medicinally active, and cell permeable

* Rich documentation with structure, IC50, and customer reviews

* NMR and HPLC validated to ensure high purity
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Journals Citing of this Library

Cancer Res, 2014, 7 4:1702

Nat Prod Rep, 2014, 31(6):718-29
PLoS One, 2015, 10(6):¢0129234

PLoS One, 2015, 10(11):e0143033

www.selleckchem.com




Other Compound Libraries

Kinase Inhibitor Library cat.No. L1200

A unique collection of 429 kinase inhibitors for high throughput screening (HTS) and high content
screening (HCS).

Natural Product Library cat.No. L1400

A unique collection of 173 natural products for high throughput screening (HTS) and high content
screening (HCS).

Express-Pick Library cat.No. L3600

A unique collection of 4208 chemical compounds featured different parent nuclei and structural
diversities respectively for high throughput screening (HTS) and high content screening (HCS).

Inhibitor Library cat.No. L1100

A unique collection of 1685 inhibitors for high throughput screening (HTS) and high content screening
(HCS).

Epigenetics Compound Library cat.No. L1900
A unique collection of 181 small molecule modulators with biological activity used for epigenitc research.

Target Selective Inhibitor Library cat.No. L3500
A unique collection of validated bioactive compounds covering over 601 targets.

GPCR Compound Library cat.No. L2200

A unique collection of 482 GPCR small molecule compound library for GPCR screening.

Anti-cancer Compound Library cat.No. L3000
A unique collection of 922 anti-cancer compounds under clinical trials.

Tyrosine Kinase Inhibitor Library cat.No. L1800

A unique collection of 171 tyrosine kinase inhibitors for high throughput screening (HTS) and high
content screening (HCS).

Stem Cell Signaling Compound Library cat.No. L2100

A unique collection of 88 small molecule inhibitors used for stem cell regulatory and signaling pathway
research.

Cambridge Cancer Compound Library cat.No. L2300

A unique collection of 267 anti-cancer compounds.

Pfizer Licensed Compound Library cat.No. L2400
94 bioactive compounds are licensed by Pfizer and have been marketed or clinically proven.

Autophagy Compound Library cat.No. L2600

A unique collection of 154 autophagy signaling pathway ihibitors.

lon Channel Ligand Library cat.No. L2700
A unique collection of 63 ion channel ligands.

PI3K/Akt Inhibitor Library cat.No. L2800

A unique collection of 118 PI3K signaling pathway inhibitors.

Apoptosis Compound Library cat.No. L3300

A unique collection of 101 small molecules used for apoptosis research targeting Bcl-2, Caspase, p53,
TNF-alpha, Mdm2, survivin, etc.

MAPK Inhibitor Library cat.No. L3400

A unique collection of 61 small molecule inhibitors used for MAPK signaling research.

Protease Inhibitor Library cat.No. L2500

A unique collection of 53 small molecule inhibitors used for chemical genomics, high-throughput
screening (HTS), and high content screening (HCS).

Anti-infection Compound Library cat.No. L3100

A unique collection of 142 anti-infective small molecules with biological activity of antibiotics, antifungal
drugs, anti-HIV, etc.

Anti-diabetic Compound Library cat.No. L2900

A unique collection of 33 small molecules affecting the development of diabetes.

Express-Pick Library (Premium Version) cat.No. L5000
A unique collection of 111430 innovative compounds features numerous structurally diverse

compounds and several alternate compositions.

Metabolism Compound Library cat.No. L3700
A unique collection of 403 small molecule compounds used for metabolic research.

Excellent Validation, Technical Support and Prompt Delivery

www.selleckchem.com
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PIBK/Akt/mTOR Pathway

“mTORC2

Pan-mTOR Inhibitors
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KU-0063794
PP242
Selective mTOR Inhibitors
Rapamycin (mTORC1)
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PDK-1 Inhibitors
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Protein Synthesis Cardiovascular Homeostasis @
PI3K Inhibitors
Inhibitory Selectivity
Inhibitor Name PI3K p110a p1108 p1105 p110y C2a c2p Vps34 Other
Dactolisib ++++1Cs0: 4 NM | ++  |Cs0: 75nM | +++ ICs0: 7 nM | ++++ICs0: 5 nM mTOR (p70S6K),ATR
Pictilisib ++++1Cs0: 3NM | +++ [Cs0: 33 nM | ++++1Cs0: 3nM | ++ [Csa: 75 nM + 1Cs0: 0.67 uM mTOR,DNA-PK
LY294002 +  1Cs: 0.5uM |+ ICs: 0.97 uM |+ ICs0: 0.57 pM
Idelalisib +  1Cso: 820 nM| + ICs0: 565 nM | ++++1Cs0: 2.5nM | ++  Cs0: 89 nM + 1Cs: 978 nM | DNA-PK
Buparlisib ++  1Cs0:52nM |++  ICso: 166 NM |++ ICso: 116 nM | ++  ICs0: 262 nM + ICs0:2.4uM | mTOR
PI-103 ++++|Cs0: 2nM | ++++ ICs0: 3 M ++++]Cs0: 3nM | +++ ICs0: 15 nM DNA-PK,mTOR
NU7441 + ICs0: 5 pM DNA-PK,mTOR
TGX-221 4+ ICs:5uM | ++++ ICs:5nM | ++  ICs0: 0.1 M
1C-87114 + ICs0: 75 uM | ++  ICs0: 0.5 uM |+ ICs0: 29 pM
Wortmannin ++++1Cs0: 3 nM DNA-PK,ATM,MLCK
XL147 analogue +++ 1Cs0: 39 NM | ++  ICso: 383 nM |+++ ICs0: 36 nM | +++ ICs0: 23 nM + 1Cs0: 6.975uM| DNA-PK
ZSTKA4T4 +++ 1Cs0: 37 NM|+++ ICs0: 16 nM | +++ Cs0: 44 nM | ++++ICs0: 4.6 nM | ++  ICs0: 49 nM
Alpelisib ++++|Cs0: 5 M
AS-605240 ++ 1Cs0: 60 NM | ++  ICso: 270 nM |++  ICs0: 300 nM | +++ [Cso: 8 nM
PIK-75 +++ 1Cs0: 5.8 M | + ICs: 1.3 UM |+ ICs0: 0.51 pM ++  ICs0: 76 nM DNA-PK
3-Methyladenine| +  ICs0: 60 pM + |Cso: 25 UM
A66 +++ 1Cso: 32 nM +  ICs0: 3.48 uM ++1Cso: 462 M Pl4KB
Voxtalisib Analogue, +++ 1Cs0: 39 nM | ++  ICs0: 113 nM | +++ 1Cs0: 43 nM | +++ [Cs0: 9 nM DNA-PK,mTOR
PIK-93 +++ 1Cs0: 39 NM | + ICs0: 590 nM | ++  ICso: 120 nM | +++ ICs0: 16 nM | +1Cso: 16 uM |++1Cs0: 140 nM | ++1Cs0: 320 nM | PI4KIIIB,DNA-PK,ATM

Excellent Validation, Technical Support and Prompt Delivery

PI3K

Inhibitory Selectivity

Inhibitor Name PI3K p110a p1108 p1105 p110y C2a Cc28 Vps34 Other
Omipalisib ++++ K1 0.019 nM | ++++Ki: 0.13nM | ++++Ki: 0.024 nM | ++++Ki: 0.06 nM mTORC1,mTORC2
PIK-90 +++ |Cso: 11 nM ++ ICso: 350 M | ++  ICso: 58 nM | +++ [Cso: 18 nM

PF-04691502 ++++Ki: 1.8 nM ++++Ki: 2.1 nM ++++Ki: 1.6 "M ++++Ki: 1.9 nM P-Akt,P-Akt, mTOR
AZD6482 + ICs0: 870 nM | +++ ICs0: 10nM | ++ ICs0:80nM |+ ICso: 1090 nM DNA-PK
Apitolisib ++++Cs0: 5 nM +++ ICs0: 27 NM | +++ ICs0:7nM | +++ [Cso: 14 nM mTOR
GSK1059615 ++++[Cs0: 0.4 nM | ++++ICs0: 0.6 NM | ++++ICs0: 2 M ++++|Cs0: 5 nM mTOR
Duvelisib 44+ K: 25900 pM | ++++K: 1564 pM | ++++K: 23 pM | ++++Ki: 243 pM

Gedatolisib ++++|Cso: 0.4 nM ++++|Cso: 5.4 nM mTOR
TG100-115 + ICs: 1.3 UM |+ ICs0: 1.2 uM | ++ ICs0: 235 nM |++  ICso: 83 nM

AS-252424 + ICs0: 935 nM +++ 1Cs0: 33 nM Casein Kinase 2
BGT226 ++++1Cs0: 4 "M ++  ICs0: 63 "M +++ 1Cs0: 38 nM

CUDC-907 +++ [Cs0: 19nM | ++  ICs0: 54 nM | +++ [Cs0: 39 nM | ++ ICs0: 311 nM HDAC1,HDAC3,HDAC10
PIK-294 ++ ICs0: 490 NM | +++ ICs0: 10nM | ++ ICso: 160 nM

AS-604850 4+ ICs:4.5uM ++  1Cs0: 0.25 pM

Copanlisib ++++|Cs0: 0.469 NM ++++ICs0: 3.72 nM

'YM201636 + ICs0: 3.3 UM PIKfyve
CH5132799 +++ [Cs0o: 14nM | ++ ICs0: 0.12 uM| ++  ICs0: 0.50 M |+++ ICso: 36 nM + ICs0: 5.3 UM mTOR

PIK-293 + ICs0: 100 UM |+ ICs0: 25 yM | ++  ICs0: 0.24 uM |+ 1Cs0: 10 uM

PKI-402 ++++|Cso: 2 nM +++ ICs0: 7 nM +++ ICs0: 14 nM | +++ |Cso: 16 nM mTOR
TG100713 ++  ICso: 165nM | ++ ICs0: 215 nM | +++ [Cso: 24 nM | ++  |Cso: 50 nM

V8-5584 ++++[Cs0: 26 NM | +++ [Cs0: 21 nNM | ++++ICs0: 2.7 nM | ++++ICs0: 3.0 nM mTOR
GDC-0032 ++++Ki:0.29nM | +++ Ki: 9.1 nM ++++Ki: 0.12nM | ++++Ki: 0.97 nM ++1Cs0: 292 nM ++ |Cs0: 374 nM | mTOR
CZC24832 4+ ICso:1.1uM | + ICs0: 8.2 uM | +++ ICs0: 27 M

IPI-549 +++ 1Cs0: 16 nM

VPS34 inhibitor 1 +++ICso: 15 nM

GDC-0084 ++++Ki: 2nM ++ K46 nM ++++Ki: 3nM +++ Ki: 10 nM mTOR
AZD8835 +++ [Cs0:6.2nM | ++ ICs0: 431 nM | ++++ICs0: 5.7 nM | ++  ICs0: 90 nM

GSK2269557 ++++pKi: 9.9

PIK-1Il + ICs0: 3.96uM + ICs0: 1.2uM |+ ICs0: 3.04pM +++|Cs0: 0.018uM | PI4KB
VPS34-IN1 +++Cs0: 25 nM

Voxtalisib ++ ICs50:39nM | ++ ICso: 113nM | ++ ICs0:43nM |+++ ICs0: 9 nM DNA-PK,mTOR
AMG319 + ICs50: 33 M |+ ICs0: 27uM | +++ ICs0: 18 nM |+ ICs0: 850 nM

AZD8186 +++ [Cs0: 35nM | ++++ICs0: 3 M +++ 1Cs0: 17nM |+ ICs0: 675 nM

PF-4989216 ++++1Cs0: 2 NM ++ ICso: 142 nM | ++++ICs0: 1nM | ++ ICs0: 65 nM ++ ICso: 110 nM

Pilaralisib +++ ICs0:39NM | +++ ICs0: 36 NM | +++ ICs0: 36 M | +++ ICs0: 23 nM

PI-3065 + ICs0: 2299 nM |+ ICs0: 1078 nM +++ ICs0: 15nM |+ ICs0: 27542 nM mTOR

HS-173 ++++|Cs0: 0.8 nM

Quercetin +  ICs0:5.4 M | + ICs0: 3.0 uM |+ ICs0: 2.4 pM PKC,Src,Sirtuin
GSK2636771 v

CAY10505 N

GSK2292767 v

GNE-317 v

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICses) and working concentrations of each inhibitor, please visit the website of www.selleckchem.com.
2."+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.
3. Red "V" refers to compounds which do inhibitory effects on the related isoform, but without specific value.

www.selleckchem.com
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S$1009 BEZ235 (NvP-BEZ235, Dactolisib)

§7356 HS-173

BEZ235 (NVP-BEZ235, Dactolisib) is a dual ATP-competitive PI3K and
mTOR inhibitor for p110a/y/5/8 and mTOR(p70S6K) with ICso of 4 nM /5
nM /7 nM /75 nM /6 nM in cell-free assays, respectively. BEZ235 inhibits
ATR with ICso of 21 nM in 3T3 TopBP1-ER cell.

Size 50mg 100 mg

Product Citations (80):
Nature, 2012, 487(7408): 505-9
Nat Med, 2015, 10.1038/nm.3855

el At
al
EmErs=e vt Data from [ Cancer Cell, 2012, 21(2):

[ ——" ) 155-67]
F——=- = c=rali | BEZ235 purchased from Selleck

S$1065 Pictilisib (epc-0941)

Pictilisib (GDC-0941) is a potent inhibitor of PI3Ka/d with ICso of 3 nM in
cell-free assays, with modest selectivity against p110p (11-fold) and
p110y (25-fold). Phase 2.

Size 5mg 50mg 200 mg 10 mM/1 mL

Product Citations (56):
Nature, 2014, 508(7494): 118-22
Cell Stem Cell, 2012, 10(2): 210-7

[ —— ]

i Data from [ Cancer Discov, 2011,
il 1(7): 608-25
GDC-0941 purchased from Selleck

$1105 LY294002

LY294002 is the first synthetic molecule known to inhibit PI3Ka/d/B with
ICs0 of 0.5 uM/0.57 pM/0.97 uM in cell-free assays, respectively; more
stable in solution than Wortmannin, and also blocks autophagosome
formation.

Size 10mg 25mg 200mg 10 mM/1 mL X

Ji

1
)

&

DGTIH LYI34811 Regarrycin Product Citations (66):
o 576 30 T 30 95 3 mel Nature, 2015, 10.1038/nature 14412

st ) [ — Hepatology, 2014, 59(4): 1262-72
-
e |
———————

Data from [ Clin Cancer Res, 2011,
17(22): 7116-26 ]
LY294002 purchased from Selleck

S$2226 Idelalisib (cAL-101, Gs-1101) p1108 selective
Idelalisib (CAL-101, GS-1101) is a selective p110d inhibitor with ICso of
2.5 nM in cell-free assays, and has been shown to have 40- to 300-fold
greater selectivity for p1105 than for p110a/B/y, and 400- to 4000-fold
more selectivity for p1108 than for C2f, hVPS34, DNA-PK and mTOR.
Size 10 mg 50 mg 10 mM/1 mL

Product Citations (25):
Nature, 2015, 517(7535): 460-5
Nature, 2013, 496(7446): 523-7

iy . —

Data from [ Clin Cancer Res, 2014,
20(6): 1576-89 |
CAL-101 purchased from Selleck

§2247 Buparlisib (BkM120, NvP-BKM120)

Buparlisib (BKM120, NVP-BKM120) is a selective PI3K inhibitor of p110
a/B/Sly with ICso of 52 nM/166 nM/116 nM/262 nM in cell-free assays,
respectively. BKM120 has reduced potency against VPS34, mTOR,
DNAPK, with little activity towards PI4KB. Phase 2.
Size 5mg 10mg  50mg 10 mW/1mL

- B Product Citations (34):
it & 84 1§ R
sl Nat Med, 2015, 10.1038/nm.3855

— | Cancer Cell, 2012, 21(2): 155-67
o1 =
--
- E
Data from [ Cancer Discov, 2014, 4(2):
— g 186-99 |

BKM120 purchased from Selleck

HS-173 is a potent PI3Ka inhibitor with I1Cso of 0.8 nM.

QS,L:H
Size  5mg _ 25mg (; Y
S§7018 CZC24832 pt10y selective

CZC24832 is the first selective PI3Ky inhibitor with ICso of 27 nM, with
10-fold selectivity over PI3KB and >100-fold selectivity over PI3Ka and
PI3KS.

Size 10 mg 50 mg

S7016 VS-5584 (sB2343)

VS-5584 (SB2343) is a potent and selective dual PI3K/mTOR inhibitor
for mTOR, PI3Ka/B/5/y with ICso of 3.4 nM and 2.6-21 nM, respectively.
Phase 1.

Lu
Lo
S

k!

Size 10 mg 50 mg

-
& s

S$2638 NU7441 (Ku-57788)

NU7441 (KU-57788) is a highly potent and selective DNA-PK inhibitor
with ICso of 14 nM and also inhibits PI3K with ICso of 5 uM in cell-free
assays.

§1038 PI-103

PI-103 is a multi-targeted PI3K inhibitor for p110a/B/5/y with ICso of 2
nM/3 nM/3 nM/15 nM in cell-free assays, less potent to mMTOR/DNA-PK
with 1Cso of 30 nM/23 nM.

Size 5mg 10 mg 25 mg 10 mM/1 mL

Product Citations (21):
Cell, 2013, 153(4): 840-54
Leukemia, 2013, 27(3): 650-60

Data from [ Leukemia, 2012,
26(5): 927-33 ]
P1-103 purchased from Selleck

S$1169 TGX-221 p110B selective

TGX-221 is a p110B-specific inhibitor with ICso of 5 nM in a cell-free
assay, 1000-fold more selective for p110B than p110a.
Size 5mg _ 25mg _100mg _ 10 mM/1mL

Product Citations (24):
Cancer Cell, 2015, 27(1): 97-108
Blood, 2014, 123(2): 239-49

Data from [ Mol Med, 2012, 18: 336-45]
TGX-221 purchased from Selleck

S$1268 1C-87114 p1105 selective

1C-87114 is a selective PI3K3 inhibitor with ICs0 of 0.5 uM in a cell-free
assay, 58-fold more selective for PI3Kd than PI3Ky, and over 100-fold
more selective than PI3Ka/B.

Size 5mg 10 mg 50 mg

£
[{\ﬂxmL )

Product Citations (17):
Cancer Cell, 2015, 27(1): 97-108
Cancer Discov, 2012, 2(5): 425-33

Data from [ Mol Cell Biol, 2012, 32(12):
2268-78]
1C-87114 purchased from Selleck

Excellent Validation, Technical Support and Prompt Delivery

PI3K

§2758 Wortmannin

S$2767 3-Methyladenine (3-mA)

Wortmannin is the first described PI3K inhibitor with ICso of 3 nM in a
cell-free assay, with little selectivity within the PI3K family. It also blocks
autophagosome formation and potently inhibits DNA-PK/ATM with ICso
of 16 nM and 150 nM in cell-free assays. o
Size 5 mg 10 mg 20 mg 10 mM/1 mL : Kfﬂ"q

BM3-TTTEOT  Product Citations (15):

Nature, 2015, 10.1038/nature14412
Pigment Cell Melanoma Res, 2014,
10.1111/pcmr.12268

Data from [ Mol Cancer Ther, 2013,
13(1): 37-48]
Wortmannin purchased from Selleck

1001 BrEzT3 6471

$1072 ZSTK474
ZSTK474 inhibits class | PI3K isoforms with ICso of 37 nM in a cell-free
assay, mostly PI3K3. Phase1/2. A

Size 10mg  50mg 10 mM/1mL e

(

ek

Product Citations (9):
J Cell Sci, 2014, 127(Pt 4): 788-800
Biochem J, 2014, 459(3): 513-24

Data from [ PLoS One, 2013, 8(6):
66306 ]
ZSTKA474 purchased from Selleck

S2814  Alpelisib (ByL719) p110a selective

Alpelisib (BYL719) is a potent and selective PI3Ka inhibitor with ICso of
5 nM in a cell-free assay, and minimal effect on PI3KB/y/d. Phase 2.

Size 5 mg 10 mg 20 mg 10 mM/1 mL . b
% T
Oy s
Ok e
e Ll
purswedis e8| a4 4 s s | ProductCitations (4):
ot — = = sas . Blood, 2015, 10.1182/blood-2014
- e — | e -11-610329
Br J Haematol, 2014, 165(1): 89-101
i M
e —
Data from [ Br J Haematol, 2014,

T — | S—— 165(1): 89-101 ]
BYL719 purchased from Selleck

$1410 AS-605240
AS-605240 selectively inhibits PI3Ky with ICso of 8 nM, over 30-fold and
7.5-fold more selective for PI3Ky than PI3K&/ and PI3Ka in cell-free
assays, respectively. )

Size 5mg  10mg  50mg 100 mg s

H:I:i

-5 g

E E =2 Product Citations (6):

oo Blood, 2015, 10.1182/blood-2014

b -11-610329

; g 1 J Pharmacol Exp Ther, 2013, 347(3)

ve ks I

£E

(il g aali .. . . Data from [ J Pharmacol Exp Ther,

3 W1 WG WX 2013, 347(3): 669-80 ]
e ] AS-605240 purchased from Selleck

$1205 PIK-75 p110a selective

PIK-75 is a p110a inhibitor with 1Cso of 5.8 nM (200-fold more potently
than p110B), isoform-specific mutants at Ser773, and also potently
inhibits DNA-PK with ICso of 2 nM in cell-free assays.

Size 10 mg 25mg 100 mg

WA g q W oo
Product Citations (10):
[T Cell Death Differ, 2013, 21(3): 491-502
Stem Cells, 2015, 10.1002/stem.1986

i Data from [ Cell Death Differ, 2014,
21(3): 491502 ]
PIK-75 purchased from Selleck

3-Methyladenine (3-MA) is a selective PI3K inhibitor for Vps34 and
PI3Ky with ICso of 25 pM and 60 pM in HeLa cells; blocks class | PI3K
consistently, whereas suppression of class Il PI3K is transient, and also
blocks autophagosome formation.
Size  50mg  500mg 10 mM/1 mL ’ﬁ)\fNy

N

Product Citations (2):
ik W 48k Am J Cancer Res, 2015, 5(1): 125-139

LR PLoS One, 2014, 9(12): e114000
LA

Data independently produced by
Matgorzata Durbas from Jagiellonian
University Poland

" 3-MA purchased from Selleck

S$1523 Voxtalisib (sar245409, xL765) Analogue

Voxtalisib (SAR245409, XL765) Analogue is a dual inhibitor of
mTOR/PI3K, mostly for p110y with ICso of 9 nM; also inhibits DNA-PK
and mTOR. Phase 1/2.

Size 5mg 10 mg 50 mg 10 mM/1 mL

DAY Fleorsocin- 12408

Product Citations (5):
Cell Rep, 2015, 11(3): 446-59
Endocrinology, 2013, 154(3): 1247-59

Data from [ Endocrinology, 2013,
154(3): 1247-59 |
XL765 purchased from Selleck

S2636 A66 p110a selective

AB6 is a potent and specific p110a inhibitor with ICs0 of 32 nM in a
cell-free assay; >100 fold selectivity for p110a over other class-I PI3K
isoforms.

Size 5mg  10mg 50mg 10 mM/1 mL w S
ne (Nj
}s o fe
?
FoDoaM) A TON-IZ1 on
L | }
v

Product Citations (9):
Nature, 2015, 517(7535): 460-5
Genes Dev, 2012, 26(14): 1573-86

BTN R

Data from [ Genes Dev, 2012, 26(14):
1573-86 ]
A66 purchased from Selleck

e B i B L
[

S$2658 Omipalisib (Gsk2126458, Gsk4s8)
Omipalisib (GSK2126458, GSK458) is a highly selective and potent
inhibitor of p110a/B/d/y, mMTORC1/2 with Ki of 0.019 nM/0.13 nM/0.024
nM/0.06 nM and 0.18 nM/0.3 nM in cell-free assays, respectively.
Phase 1.

Size 2mg 5 mg 10 mg 10 mM/1 mL

. = Product Citations (5):
Proc Natl Acad Sci USA, 2013, 110(10):
M B T | 4015 20
e e s
J Pharmacol Exp Ther, 2013, 347(3)
O - -

Data from [ Proc Natl Acad Sci USA,
2013, 110(10): 4015-20 |
GSK2126458 purchased from Selleck

www.selleckchem.com
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S$1462 AZD6482

S$2628 Gedatolisib (PF-05212384, PKI-587) p110a selective

AZD6482 is a PI3KB inhibitor with ICso of 10 nM; 8-, 87- and 109-fold
more selective for PI3KB than for PI3K5, PI3Ka and PI3KYy in cell-free
assays. Phase 1. .

Size 5mg 10 mg 50 mg . ft’f\

o

(\*‘(‘ on

EGF B Product Citations (3):
AZDG4B2(M): 0 0 0001 001 01 1 10 Blood, 2014, 125(5): 881-8

Diabetologia, 2013, 56(6): 1339-49
Data independently produced by Dr.

Zhang of Tianjin Medical University
'AZD6482 purchased from Selleck

S2743  PF-04691502 <DL

PF-04691502 is an ATP-competitive PI3K(a/B/d/y)/mTOR dual inhibitor
with Ki of 1.8 nM/2.1 nM/1.6 nM/1.9 nM and 16 nM in cell-free assays,
little activity against either Vps34, AKT, PDK1, p70S6K, MEK, ERK,

p38, or JNK. Phase 2. o
Size 5mg 10mg  50mg 10 mM/1 mL jéfﬁ)\ :
e oo
5

- Product Citations (13):
L TR "] LI ERER] Blood, 2015,

- [ _ 10.1182/blood-2014-11-610329
o

|
“ ™ _ Cell Rep, 2015, 11(3): 446-59
el -
_ [ _"!- Data from [ Toxicol Lett, 2013, 220(2):
150-6 ]
PF-04691502 purchased from Selleck

S$2696 Apitolisib (GDc-0980, RG7422)

Apitolisib (GDC-0980, RG7422) is a potent, class | PI3K inhibitor for
PI3Ka/B/dly with ICso of 5 nM/27 nM/7 nM/14 nM in cell-free assays,
respectively. Also a mTOR inhibitor with Ki of 17 nM in a cell-free assay,
and highly selective versus other PIKK family kinases. Phase 2.

Size 5mg 10 mg 50 mg 10 mM/1 mL Ho_© o,
—ome O
(.
WT vaRs SN
S Raa=W

" = | Product Citations (5):
Cancer Discov, 2014, 4(5): 554-63
Breast Cancer Res, 2014, 16(4): 406

Data from [ Cancer Discov, 2014, 4(5):

 GDC-0980 purchased from Selleck

S7028 Duvelisib (pi-145, INK1197)

Duvelisib (IPI-145, INK1197) is a novel and selective PI3K &/y inhibitor
with Ki and ICso of 23 pM/243 pM and 1 nM/50 nM in cell-free assays,

and is highly selective for PI3K 8/y over other protein kinases. Phase 3.

Size 5mg  50mg 10 mM/1mL

PO W

FAA
ds

b e

Product Citation (1):

ﬁ Int J Cancer, 2015, 10.1002/ijc.29579

Data independently produced by Dr.
Antonino Maria Sparta from University of
4 a1 0 Bologna
LogE] bl IPI-145 purchased from Selleck

prreee—— 1

EE

$1352 TG100-115

TG100-115 is a PI3Ky/3 inhibitor with 1Cso of 83 nM/235 nM, with little
effect on PI3Ka/B. Phase 1/2.

o
Size  5mg _ 10mg _ 50mg 10 mMA mL D
o)
R L

Exp Mol Med, 2015, 47: e143

1 ‘|—+.. i e e Product Citations (2):
S g u Y g it
! Shock, 2013, 39(1): 83-8

I
= ] Data from [ Shock, 2013, 39(1): 83-8 ]
T ——  TG100-115 purchased from Selleck

Gedatolisib (PF-05212384, PKI-587) is a highly potent dual inhibitor of
PI3Ka, PI3Ky and mTOR with ICso of 0.4 nM, 5.4 nM and 1.6 nM in
cell-free assays, respectively. Phase 2.

>

Size 5mg 10 mg 50 mg

SN e
.

- [

s -

CL8LTL

)

~w
&1

W

Product Citations (3):

Cell Rep, 2015, 11(3): 446-59
Pigment Cell Melanoma Res, 2014,
10.1111/pcmr. 12268

e 5ot
it L L L T

Data from [ Pigment Cell Melanoma
Res, 2014, 10.1111/pcmr.12268 |
PF-05212384 purchased from Selleck

$2671 AS-252424 p110y selective

AS-252424 is a novel, potent PI3Ky inhibitor with ICso of 30 nM in a
cell-free assay; with 30-fold selectivity for PI3Ky than PI3Ka, and low
inhibitory activity towards PI3K5/B.

Size 5mg 25mg 100 mg 10 mM/1 mL ;ﬁ\( S
— O

Product Citations (7):
Blood, 2014, 123(2): 239-51
Cell Death Differ, 2014, 21(3): 491-502

e Data from [ J Pharmacol Exp Ther,
i b 80 1HE 2013, 347(3): 669-80]
iy " AS-252424 purchased from Selleck

S8002 GSK2636771 p1108 selective

GSK2636771 is a potent, orally bioavailable and selective inhibitor of
PI3KB with >900-fold selectivity over PI3Ka/PI3Ky and >10-fold over
PI3K3. Sensitive to PTEN null cell lines.

o on

Size 5mg  10mg 10 mM/ mL jé 3
o
-
SR e
" EE T ’
- [Ess 5=t Product Citation (1):
[ - Blood, 2015, 10.1182/blood-2014-11-6
"
.
™ Data independently produced by Dr.
* . Antonino Maria Sparta from University of
1] 1] Bologn
L] o GSK2636771 purchased from Selleck

$2802 Copanlisib (BAY 80-6946)

Copanlisib (BAY 80-6946) is a potent pan-class | PI3K with ICso of 0.5,
3.7, 6.4, and 0.7 nM in cell-free assays for PI3Ka/B/y/5 , respectively.
Phase 3.

Size 5mg 10 mg
BT R
[
H O TrEm
i Jici =
1 Data independently produced by Dr.
F Antonino Maria Sparta from University of
41 ar 41 4 e 1  Bologn
] " BAY 80-6946 purchased from Selleck

§7103 GDC-0032

GDC-0032 is a potent, next-generation B isoform-sparing PI3K inhibitor
targeting PI3Ka/d/y with Ki of 0.29 nM/0.12 nM/0.97nM, >10 fold
selective over PI3Kp.

size 5mg  25mg 100 mg - ;‘v‘x3
e
ey

§7623 PI-3065
PI-3065 is a selective p110d inhibitor with 1Cs of 15 nM, >70-fold
selectivity over other PI3K family members.

Size 5mg 25mg 100 mg Nj

"

o

t

Excellent Validation, Technical Support and Prompt Delivery

PI3BK/ mTOR

S$8456 VPS34 inhibitor 1 (Compound 19, PIK-1il analogue) [ new ] S8330

IPI-549

Lnew ]

VPS34 inhibitor 1 (Compound 19, PIK-IIl analogue) is a potent and  IPI-549 is a potent inhibitor of PI3K-y with >100-fold selectivity over
other lipid and protein kinases. The biochemical ICso for PI3K-y is 16 nM.

selective inhibitor of VPS34 with an ICso of 15 nM.

size 2mg  5mg _ 25mg Size 5mg _ 25mg 100 mg
OR Inhibito

Inhibitory Selectivity
Inhibitor Name mTOR mTORC1 mTORC2 Other
Dactolisib +++ |Cso: 6 NM p110a,p110y,p1105
Rapamycin ++++ 1Cs0: ~0.1 nM
Everolimus +++ |Cso: 1.6 NM-2.4 nM
AZD8055 ++++ |Cs0: 0.8~0.13 nM DNA-PK,PI3K3,PI3Ka
Temsirolimus + ICso: 1.76 pM
PI-103 +  ICso: 30 M p110a,p1105,p1108
KU-0063794 ++  |Cs0: ~10 nM ++  |Cs0: ~10 nM
Torkinib ++  1Cs0: 8nM p1108,PDGFR,DNA-PK
Ridaforolimus ++++ |Cso: 0.2 NM
INK 128 ++++ Kii 1.4 nM PI3Ka,PI3Ky,PI3K5
Voxtalisib Analogue + ICs0: 157 nM PI3Ky,PI3Ka,PI3Kd
Torin 1 +++ |Cso0: 4.32 nM +++ 1Cs0: 2 nM ++ ICs0: 10 nM DNA-PK,p110y,C2a
Omipalisib ++++ Ki: 0.18 nM ++++ Ki: 0.3 nM p110a,p1105,p110y
0sl1-027 +++ |Cs0: 4 nM + ICs0: 22 nM + ICs0: 65 M PI3Ky,DNA-PK,PI3Ka
PF-04691502 ++  Ki16 nM PI3KJ,PI3Ka,PI3Ky
Apitolisib + Kiapp: 17 nM p110a,p1105,p110y
GSK1059615 ++  1Cs0: 12 nM PI3Ka,PI3KB,PI3KS
Gedatolisib ++++ |Cso: 1.6 NM PI3Ka,PI3Ky
WYE-354 +++ |Cso: 5 nM PI3Ka,PI3Ky
Vistusertib +++ 1Cs0: 2.8 M P-Akt (S473),pS6 (S235/236)
Torin 2 ++++ |Cso: 0.25 nM ATM,ATR,DNA-PK
WYE-125132 ++++ |Cso: 0.19 nM
PP121 ++  1Cs0: 13 nM PDGFR,Hck,VEGFR
WYE-687 +++ |Cs0: 7 nM PI3Ka,PI3Ky,p38a
CH5132799 + ICs0: 1.6 uM PI3Ka,PI3Ky,PI3KB
WAY-600 ++  1Cs0: 9 nM PI3Ka,PI3Ky
ETP-46464 ++++ |Cso: 0.6 NM ATR,DNA-PK,PI3Ka
GDC-0349 +++ K 3.8nM PI3Ka
XL388 ++  ICs0: 9.9 nM ++  ICs0: 8 NM + ICs0: 166 nM CYP2C9,CYP3A4
CC-223 ++  ICs: 16 nM cFMS,FLT4,DNA-PK
Voxtalisib + ICs0: 157 nM PI3Ky,PI3Ka,PI3K5
Zotarolimus +++  |Cso: 2.8 "M
Tacrolimus v
BGT226 v PI3Ka,PI3Ky,PI3KB
Palomid 529 v
Chrysophanic Acid N EGFR

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsos) and working concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.
3. Red "V" refers to compounds which do inhibitory effects on the related isoform, but without specific value.

www.selleckchem.com
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mTORCT selective

$1039 Rapamycin (sirolimus) <D

§1226 KU-0063794

Rapamycin (Sirolimus) is a specific mTOR inhibitor with ICso of ~0.1 nM

HEK293 cells. m
vl

Size 5mg 25mg 100mg 10 mM/A mL

Product Citations (54):
Nat Genet, 2014, 46(4): 364-70
Cancer Cell, 2011, 19(6): 792-804

Data from [ Cancer Cell, 2011, 19(6):
. 792-804]

from Selleck

S$1120 Everolimus (RAD001) mTORCT selective

Everolimus (RAD0O01) is an inhibitor of FKBP12 with ICso of 1.6-2.4 nM
in a cell-free assay.

I
Size 10 mg 25mg 100 mg 10 mM/1 mL O_‘}
<
[V 5
oot g
Do o P

Product Citations (46):
Cell, 2012, 149(3): 656-70
Nat Med, 2015, 10.1038/nm.3855

L ]

Data from [ Blood, 2014, 123(26):

SR e 4120-31]

Everolimus purchased from Selleck

$1555 AZD8055

AZDB8055 is a novel ATP-competitive mTOR inhibitor with ICso of 0.8 nM
in MDA-MB-468 cells with excellent selectivity (~1,000-fold) against
PI3K isoforms and ATM/DNA-PK. Phase 1.
Size 10 mg 50 mg 10 mM/1 mL.

3
by
=1
i L= = Product Citations (35):
- o 1 Nat Med, 2015, 10.1038/nm.3855
E — S Cancer Cell, 2015, 27(1): 97-108
"
e =
T ie Data from [ Cancer Res, 2014, 74(10):
s m 4= om om 2846-56 ]
" [ AZD8055 purchased from Selleck

S1044 Temsirolimus (CcCl-779, NSC 683864)
Licensed by Pfizer

Temsirolimus (CCI-779, NSC 683864) is a specific mTOR inhibitor with
ICs0 of 1.76 pM in a cell-free assay.

mTORCT selective

Size 10 mg 50mg 200mg 10 mM/1 mL ,”f‘,’
U
-
A PO 6 S )
AP

Product Citations (17):
Autophagy, 2011, 7(2): 176-87
Cancer Res, 2014, 74(14): 3947-58

Data from [ PLoS One, 2013, 8(5):
€62104 ]
| Temsirolimus purchased from Selleck

e
ey
RS

$1022 Ridaforolimus (peforolimus, MK-8669) mTORCH selective

Ridaforolimus (Deforolimus, MK-8669) is a selective mTOR inhibitor
with 1Cso of 0.2 nM in HT-1080 cell line; while not classified as a prodrug.
Its effects towards mTOR inhibition and FKBP12 binding is similar to
rapamycin. Phase 3. |
Size 5mg _ 10mg _ 50mg _ 10 mM/1 mL on

KU-0063794 is a potent and highly specific dual-mTOR inhibitor of
mTORC1 and mTORC2 with ICso of ~10 nM in cell-free assays; no
effect on PI3Ks.

Size 5mg 50mg 100 mg 10 mM/1 mL

e
B os i mr vam

- e
Product Citations (15):

Cell Stem Cell, 2012, 10(2): 210-7
Circ Res, 2010, 107(10): 1265-74

e Data from [ Oncogene, 2013,
10.1038/0nc.2013.509 ]
KU-0063794 purchased from Selleck

S$2218 Torkinib (pp242)

Torkinib (PP242) is a selective mTOR inhibitor with ICso of 8 nM in
cell-free assays; targets both mTOR complexes with >10- and 100-fold

selectivity for mTOR than PI3K5 or PI3Ka/Bly, respectively. 9
Size 5mg 10 mg 50 mg 10 mM/1 mL W/\
T
).

Product Citations (13):
— p-#KT (2473} J Clin Invest, 2015, 10.1172/JCI78018
Nat Chem Biol, 2013, 9(11): 708-14
AKT (pan)

GAPDH Data from [ Cancer Res, 2013, 73(11):
3402-11]
[~ PP242 purchased from Selleck

S§7811 MHY1485

MHY 1485 is a potent, and cell-permeable mTOR activator, and also
potently inhibits autophagy.

Size 10 mg 50mg 200 mg

S2811 INK 128 (MLN0128)

INK 128 (MLN0128) is a potent and selective mTOR inhibitor with ICso
of 1 nM in cell-free assays; >200-fold less potent to class | PI3K
isoforms, superior in blocking mTORC1/2 and sensitive to pro-invasion
genes (vs Rapamycin). Phase 1.

e

al
Size 5mg 10 mg 50mg 10 mM/1 mL \7:&"*
e
- - X
i é ] i é L Product Citations (4):
c H © 1 Cancer Discov, 2014, 4(5): 554-63
armrm meaeiiTE Cell Rep, 2015, 11(3): 446-59
F
e

Data from [ Biochem Biophys Res
Commun, 2013, 440(4): 701-6 ]
INK 128 purchased from Selleck

$2827 Torin1

Torin 1 is a potent inhibitor of mMTORC1/2 with ICso of 2 nM/10 nM in
cell-free assays; exhibits 1000-fold selectivity for mTOR than PI3K.

Size 10 mg 25 mg 50 mg 1 ¢
| UiJ)‘
w U
ek Se!
& o
u
& &I
N} - Product Citations (8):
A iy = Elife,2015,4
b Mol Cell Biol, 2014, 34(24): 4474-84
Bl = - = -

Eom—— o ——
AR Te EcEissscases = 6 Data from [ PLoS One, 2013, 8(11):
ApEY e — - €80070 ]
sl —=mmmmm=====—"""_ Torin 1 purchased from Selleck

Excellent Validation, Technical Support and Prompt Delivery

mTOR / Akt

§2624 0sSI-027

§2817 Torin 2

0SI1-027 is a selective and potent dual inhibitor of mTORC1 and
mTORC2 with ICso of 22 nM and 65 nM in cell-free assays, and more
than 100-fold selectivity is observed for mTOR than for PI3Ka, PI3KB,
PI3Ky or DNA-PK. Phase 1.

Size 5 mg 10 mg 50 mg 10 mM/1 mL

S2783 Vistusertib (azp2014)
AZD2014 is a novel mTOR inhibitor with ICso of 2.8 nM in a cell-free
assay; highly selective against multiple PI3K isoforms (a/B/y/d).
AZD2014 showed no or weak binding to the majority of kinases when
tested at 1 pM.

Size 5mg 10 mg

Akt Inhibitors

Inhibitory Selectivity

Torin 2 is a potent and selective mTOR inhibitor with ICso of 0.25 nM in
p53-/- MEFs cell line; 800-fold greater selectivity for mTOR than PI3K
and  improved pharmacokinetic ~ properties; inhibition  of
ATM/ATR/DNA-PK with ECso of 28 nM/35 nM/118 nM, in PC3 cell lines
respectively.

.
Size 5mg 10 mg 50 mg 10 mM/1 mL 5

T

Inhibitor Name Akt Akt1 Akt2 Akt3 Other
MK-2206 2HCI +++  ICs0: 8 "M +++  1Ce0: 12 1M ++  |Cs0: 65 nM
Perifosine + ICs0: 4.7 uM
GSK690693 ++++ |Cs0: 2 NM +++ |Cso: 13 nM +++ 1Cs0: 9 nM PKCB8,PKCn,PrkX
Ipatasertib ++++ |Cso: 5 M ++  |Csa: 18 NM +++ 1Cs0: 8 NM
AZD5363 ++++ |Cs0: 3 nM +++  ICs0: 8 NM +++ 1Cs0: 8 M ROCK2
PF-04691502 ++++ |Cso: 3.8~7.5 nM PI3K3,PI3Ka,PI3Ky
AT7867 ++  ICs0: 32 NM +++ |Cso: 17 NM ++  ICs0: 47 nM PKA,p70 S6K
Triciribine + 1Cs0: 130 M HIV-1
CCT128930 ++++ |Cs0: 6 NM p70 S6K,PKA
A-674563 +++ Kii 11 nM PKA,CDK2,GSK-3p
PHT-427 + Ki: 2.7 uM PDK-1
Akti-1/2 ++  ICs0: 58 NnM + ICs: 210 nM + ICs: 2119 nM
Uprosertib + ICs0: 180 nM + ICso: 328 nM ++  ICs0: 38 nM
Afuresertib ++++ Ki: 0.08 nM ++++ Kii 2nM ++++ Ki: 2.6 nM
AT13148 ++  ICs0: 38 NnM + ICso: 402 nM ++  ICso: 50 nM PKA,ROCK2,ROCK1
Miltefosine v PI3K,PKC
Honokiol v MEK
TIC10 Analogue N ERK
Deguelin v PI3K
TIC10 v ERK

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsos) and working concentrations of each inhibitor, please visit the website of www.selleckchem.com

2. "+"indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "" refers to compounds which do inhibitory effects on the related isoform, but without specific value

$1078 MK-2206 2HCI

S$1037 Perifosine (kRrx-0401)

MK-2206 2HCI is a highly selective inhibitor of Akt1/2/3 with ICso of 8
nM/12 nM/65 nM in cell-free assays, respectively; no inhibitory activities
against 250 other protein kinases observed. Phase 2.

Size 5mg 25mg  50mg 10 mM/1 mL @ ,W%G

)

418w ®1 5 m #0524+ m ProductCitations (166):
::: S mee cell, 2015, 160(1-2): 161-76
o _-h' = . Nat Genet, 2014, 46(4): 364-70

R e e —

reit e o ———

IO, = R

S ——— & | i :

. S EEEE Data from [ Leukemia, 2012, 26(11):

2336-42]
© MK-2206 2HCI purchased from Selleck

Perifosine (KRX-0401) is a novel Akt inhibitor with ICs0 of 4.7 pM in
MM.18 cells, targeting pleckstrin homology domain of Akt. Phase 3.

Size 5mg 10 mg 50 mg 5

%o

o

5

pdaT

i N Product Citations (47):
Cell, 2012, 149(3): 656-70

Cancer Cell, 2013, 23(6): 839-52

Data from [ Cancer Cell, 2013, 23(6):
839-52]
| Perifosine purchased from Selleck
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www.selleckchem.com

dOLW/MBVMEId




o
(@)
—

=
E
2
)
o

Akt

S$1113 GSK690693

S$2670 A-674563 Akt selective

GSK690693 is a pan-Akt inhibitor targeting Akt1/2/3 with |Cso of 2 nM/13
nM/9 nM in cell-free assays, and is also sensitive to the AGC kinase
family: PKA, PrkX and PKC isozymes. Phase 1.

Size 10 mg 50 mg 10 mM/1 mL

Product Citations (16):
Cancer Discov, 2014, 4(2): 186-99
Elife, 2014, 10.7554/eLife.03751

Data from [ Mol Cancer Ther, 2012,
11(7): 1510-7 ]
‘GSK690693 purchased from Selleck

S$2808 Ipatasertib (GDc-0068)

Ipatasertib (GDC-0068) is a highly selective pan-Akt inhibitor targeting
Akt1/2/3 with 1Cs0 of 5 nM/18 nM/8 nM in cell-free assays, 620-fold

selectivity over PKA. Phase 2. o2
Size 5mg 10mg 10 mM/1 mL ! Wo
T

e

]

S8019 AZD5363

AZD5363 potently inhibits all isoforms of Akt(Akt1/Akt2/Akt3) with ICso
of 3 nM/8 nM/8 nM in cell-free assays, and has similar effect on
P70S6K/PKA, but lower activity towards ROCK1/2. Phase 2.
Size 5mg 25mg 10 mM/1 mL

$1117  Triciribine
Triciribine is a DNA synthesis inhibitor, and also inhibits Akt in PC3 cell
line and HIV-1 in CEM-SS, H9, HIIIIB, U1 cells with ICsoof 130 nM and
20 nM, respectively. Triciribine does not inhibit PISK/PDK1 and has
5000-fold less activity in cells lacking adenosine kinase. Phase 1/2.

Size 5mg 10 mg 50 mg 10 mM/1 mL

§2635 CCT128930 Akt1 selective

CCT128930 is a potent, ATP-competitive and selective inhibitor of Akt2
with ICso of 6 nM, 28-fold greater selectivity for Akt2 than for the closely
related PKA kinase.

Size 5mg 10 mg 50 mg 10 mM/1 mL

$2310 Honokiol

Honokiol is the active principle of magnolia extract that inhibits
Akt-phosphorylation and promotes ERK1/2 phosphorylation. Phase 3.

Size 10 mg 25 mg 50 mg 10 mM/1 mL

Product Citation (1):
Sensors and Actuators B, 2013, 189:
11-20

Data from [ Sensors and Actuators B,
2013, 189: 11-20]
Honokiol purchased from Selleck

A-674563 is an Akt1 inhibitor with Ki of 11 nM in cell-free assays,
modest potent to PKA and >30-fold selective for Akt1 over PKC.

Size 2mg 5mg 10 mg 10 mM/1 mL

TLET indsced cell proliferation is

b on Product Citations (3):
= . Eur J Pharmacol, 2015, 764: 208-214
I ": . Microvasc Res, 2015, 101: 72-81

Data independently produced by Lee lay
___hoon from National University of
re——— Singapore

MW A-674563 purchased from Selleck

§7863 SC79

SC79 is a brain-penetrable Akt phosphorylation activator and an
inhibitor towards Akt-PH domain translocation.

Size 10 mg 50mg 200 mg

87521 Afuresertib (Gsk2110183)

Afuresertib (GSK2110183) is a potent, orally bioavailable Akt inhibitor
with Ki of 0.08 nM, 2 nM, and 2.6 nM for Akt1, Akt2, and Akt3,
respectively. Phase 2.

Size 5mg 25mg 100 mg

o

S§7563 AT13148

AT13148 is an oral, ATP-competitive and multi-AGC kinase inhibitor
with 1Cso of 38 nM/402 nM/50 nM, 8 nM, 3 nM, and 6 nM/4 nM for
Akt1/2/3, p70S6K, PKA, and ROCKI/II, respectively. Phase 1.

Size 5 mg 25mg 100 mg

S7492 Uprosertib (Gsk2141795) @

Uprosertib (GSK2141795) is a selective, ATP-competitive, and orally
bioavailable Akt inhibitor with ICso of 180 nM, 328 nM, and 38 nM for Akt
1, 2 and 3, respectively. Phase 2.

Size 5mg 25mg 100 mg

Excellent Validation, Technical Support and Prompt Delivery

GSK-3

Inhibitory Selectivity

Inhibitor Name GSK-3 GSK-3a GSK-3B Other

v
CHIR-99021 HCI +++ |Cso: 10 nM ++++ |Cs0: 6.7 NM Cdc2 a
SB216763 ++  1Cso: 34.3 nM ++  |Cso: ~34.3 nM Z
CHIR-98014 ++++ |Cso: 0.65 nM ++++ |Cs0: 0.58 nM Cdc2 ;
TWS119 ++  1Cs0: 30 NnM %
Tideglusib +  ICs: 60 nM —
SB415286 + ICs0: 78 NM + ICs0: ~78 nM %
BIO ++++|Cs0: 5 nM TYK2,CDK5/p35,CDK2/CyclinA
CHIR-99021 +++ |Cs: 10 nM ++++ |Cs0: 6.7 NM
AZD2858 it ICs0: 68 NM
AZD1080 +++ |Cso: 6.9 "M ++  1Ce0: 31 NM
AR-A014418 ++  Ki:38nM
TDZD-8 + ICs0: 2 pM
LY2090314 ++++ [Cso: 1.5 M ++++ 1Cs0: 0.9 NM
BlO-acetoxime +++ 1Cs0: 10 nM +++ ICs0: 10 NnM
IM-12 ++ IC,:53nM
Indirubin + ICs0: 0.6 M CDK2/CyclinA,CDK5/p35,CDK1/CyclinB
Bikinin v
1-Azakenpaullone v

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICses) and working concentrations of each inhibitor, please visit the website of www.selleckchem.com.
2, "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "V" refers to compounds which do inhibitory effects on the related isoform, but without specific value.

$2924 CHIR-99021 (cteg021) HCI $1590 TWS119 GSK-38 selective

CHIR-99021 HCI (CT99021) is hydrochloride of CHIR-99021, which is  TWS119 is a GSK-38 inhibitor with ICso of 30 nM in a cell-free assay;
a GSK-3a/B inhibitor with ICs of 10 nM/6.7 nM; CHIR-99021 shows  capable of inducing neuronal differentiation and maybe useful to stem
greater than 500-fold selectivity for GSK-3 versus its closest homologs  cell biology.

Cdc2 and ERK2. Size  10mg  25mg _ 50mg 10 mM/1mL
Size 2mg 5mg _ 25mg 10 mM/1mL oo

— el Product Citations (5):
EAmEEE e Mol Neurobiol. 2016, 53(10): 7028-7036.
Cancer Immunol Res. 2014, 2(9): 839-45
Product Citations (66):
Nature, 2015, 10.1038/nature 14413

Data from [ Int J Biochem Cell Biol,
Cells were cultured with Nature, 2013, 500(7461): 222-6

2013, 45(9): 2066-75 |

medium containing 12 uM
CHIR99021 for 4 d.  TWS119 purchased from Selleck

Data from [ Proc Natl Acad Sci USA,

2012, 109(27): E1848-57 | S2745 CHIR-98014
99021 HCt purchased from CHIR-98014 is a potent GSK-3a/@ inhibitor with ICso of 0.65 nM/0.58 nM

in cell-free assays, with the ability to distinguish GSK-3 from its closest
homologs Cdc2 and ERK2.

Size 5mg 25mg 100 mg

§1075 SB216763

SB216763 is a potent and selective GSK-3 inhibitor with 1Cso of 34.3 nM
for GSK-3a and equally effective on inhibiting human GSK-3p.

Size 5mg 10 mg 50mg 10 mM/1 mL

Product Citation (1):

EVEY 8 h restresaiy Stem Cells Dev, 2013, 22(13): 1893-906

Product Citations (7):

J Biol Chem, 2016, 291(28): 14761-72
II II I] Ilﬂ" Breast Cancer Res, 2014, 16(4): 408
KIIW;W’M".“ Data from [ Mol Cancer Ther, 2014, S7063 LY2090314
£ o _{f,d:/ 13(2): 454-67 ] LY2090314 is a potent GSK-3 inhibitor for GSK-3a/g with ICso of
SB216763 purchased from Selleck 1.5 nM/0.9 nM; may improve the efficacy of platinum-based

chemotherapy regimens. LY2090314 is highly selective towards GSK3
S7435 AR-A014418 (GSK-3g Inhibitor ViIl) cskapselective @s demonstrated by its fold selectivity relative to a large panel of

AR-A014418 is an ATP-competitive, and selective GSK3p inhibitor with ~ Kinases.

ICs0 and Ki of 104 nM and 38 nM in cell-free assays, without significant  Size Smg _ 25mg _100mg
inhibition for 26 other kinases tested.

Data from [ Stem Cells Dev, 2013,
22(13): 1893-906 ]
CHIR-98014 purchased from Selleck

Fmimtrm camiory
EEE

]
Size 10 mg 50 mg oML A

www.selleckchem.com
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GSK-3/ATM/ATR

S$2823 Tideglusib (NP031112, NP-12) GSK-3B selective

Tideglusib is an irreversible, non ATP-competitive GSK-3 inhibitor with
ICs0 of 60 nM in a cell-free assay; fails to inhibit kinases with a Cys
homologous to Cys-199 located in the active site. Phase 2.

Size 50mg 200 mg 19 )

-

}ﬂ ﬂjﬁ%%ﬂ 1D:((2a)7r:;n4 _[sl:tl)l Cancer Ther, 2014,

| Tideglusib purchased from Selleck

Product Citations (2):
PLoS One, 2015, 9(7): e100947
Mol Cancer Ther, 2014, 13(2): 454-67

|
i
H

[
'
B
-
-
e
-+
e
-
-~y

S§7198 BIO (GSK-3 Inhibitor IX, 6-bromoindirubin-3-oxime)

BIO is a specific inhibitor of GSK-3 with ICso of 5 nM for GSK-3a/B in a
cell-free assay, showing >16-fold selectivity over CDKS5; also a pan-JAK
inhibitor.

Size 10 mg 50 mg

S§2729 SB415286
SB415286 is a potent GSK3a inhibitor with ICso/Ki of 78 nM/31 nM with
equally effective inhibition for GSK-3p.

Size 10mg _ 50mg _ 10 mM/1 mL W"\if’°

S$1263 CHIR-99021 (cT99021)

CHIR-99021 (CT99021) is a GSK-3a and GSK-3p inhibitor with ICso of
10 nM and 6.7 nM, respectively. CHIR99201 does not exhibit
cross-reactivity against cyclin-dependent kinases (CDKs) and shows a
350-fold selectivity toward GSK-33 compared to CDKs. \
Ll

i 2 5 25 100 i, 5
Size mg mg mg mg ~ n@r e

W
S§7566 IM-12

IM-12 is a selective GSK-3B inhibitor with ICs, of 53 nM, and also
enhances canonical Wnt signalling.

Size 10mg  50mg 200 mg o~
a0

ATM/ATR Inhibitors | Activato

Inhibitory Selectivity

Inhibitor Name ATM ATR Other
Dactolisib +++ ICs0:21nM | p110a,p110y,mTOR (p70S6K)
KU-55933 ++++ 1Cs0: 12.9 nM DNA-PK,mTOR,PI3K
KU-60019 ++++ |Cs0: 6.3 "M

VE-821 +++ K 13 nM

Wortmannin ++  ICs0: 150 nM | + ICs0: 1.8 uM | PI3K,DNA-PK,MLCK

Torin 2 +++ ECs0:28nM | ++  ECso: 35nM 'mTOR,DNA-PK
CP-466722 ++  ICs0: 410 nM

VE-822 + ICs0: 34 uM +++  |Cso: 19 nM

ETP-46464 + ICs0: 545nM | +++ ICso: 14 nM | mTOR,DNA-PK,PI3Ka
CGK 733 ++  1Cs0:200nM | ++  ICso: 200 nM

AZ20 ++++ ICs0: 5 1M mTOR

AZD6738 ++++ |Cs0: 1 nM

Schisandrin B + I1Cs0: 7.25 pM

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsos) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.
2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

ATM/ATR Inhibitors

S$1092 KU-55933 (ATM Kinase Inhibitor)

KU-55933 (ATM Kinase Inhibitor) is a potent and specific ATM inhibitor
with ICso/Ki of 12.9 nM/2.2 nM in cell-free assays, and is highly selective
for ATM as compared to DNA-PK, PI3K/PI4K, ATR and mTOR.

Size 5mg 10 mg 50 mg 10 mM/1 mL o™
—>=m (PN
‘(TT
£125-538F1 ey

Product Citations (31):
Nature, 2015, 10.1038/nature 14328
Cancer Discov, 2012, 2(11): 1048-63

Data from [ Nucleic Acids Res, 2013,
41(22): 10157-69 ]
KU-55933 purchased from Selleck

'.

$1570 KU-60019

KU-60019 is an improved analogue of KU-55933, with ICso of 6.3 nM for
ATM in cell-free assays; 270- and 1600-fold more selective for ATM
than for DNA-PK and ATR. It is a highly effective radiosensitizer.

Size 10 mg 10 mM/1 mL ~
FeXPurl’

Product Citations (8):
Int J Cancer, 2015, 136(6): 1445-57
Int J Cancer, 2013, 135(2): 479-91

Data from [ Int J Cancer, 2014, 135(2):
479-91]
KU-60019 purchased from Selleck

$8007 VE-821

VE-821 is a potent and selective ATP competitive inhibitor of ATR with
Ki/ICso of 13 nM/26 nM in cell-free assays, shows inhibition of H2AX
phosphorylation, minimal activity against PIKKs ATM, DNA-PK, mTOR
and PI3KYy.

Size 10 mg 50 mg )Jw

i
i
El
#

Product Citations (12):
Nature, 2015, 518(7538): 254-7
J Exp Med, 2013, 210(12): 2675-92

IEAmr!
— A gkl
ﬂ e Data from [ J Exp Med, 2013, 210(12):

UL
AL N b | . 2675-92]

HEGET-F VE-821 purchased from Selleck

m

§7102 VE-822

VE-822 is an ATR inhibitor with ICso of 19 nM in HT29 cells.
Size 10 mg 50 mg

L0
|

§7050 AZ20

AZ20 is a novel potent and selective inhibitor of ATR kinase with ICso of

5 nM in a cell-free assay; 8-fold selectivity over mTOR.

Size 5mg 25mg

S§7693 AZD6738

AZD6738 is an orally active, and selective ATR kinase inhibitor with ICso
of 1 nM. Phase 1/2.

Size 5mg 25 mg

Q.
L
mi,s,g . )\CIW

Excellent Validation, Technical Support and Prompt Delivery

ATM/ATR / PDK-1/ S6 Kinase

ATM/ATR Activator

S4157 Chloroquine Phosphate

Chloroquine Phosphate is a 4-aminoquinoline anti-malarial and
anti-rheumatoid agent, also acting as an ATM activator.
Size  50mg

PDK-1 Inhib

Inhibitory Selectivity

Inhibitor Name PDK-1 Other
0SU-03012 ++  ICs:5pM
BX-795 ++++ |Cs0: 6 1M TBK1/IKKe,c-Kit, CDK2/CyclinE
BX-912 +++  |Cs0: 12 nM PKA KDR,CDK2/CyclinE
PHT-427 +  Ki52pM Akt
GSK2334470 +++  [Cs0: 10 nM

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICss) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.
2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

§1106 OSU-03012 (ar-12)

0OSU-03012 (AR-12) is a potent inhibitor of recombinant PDK-1 with |Cso
of 5 uM in a cell-free assay and 2-fold increasing in potency over
OSU-02067.

Size 5mg 25mg 100 mg 10 mM/1 mL

S$1274 BX-795

BX-795 is a potent and specific PDK1 inhibitor with ICso of 6 nM, 140-
and 1600-fold more selective for PDK1 than PKA and PKC in cell-free
assays, respectively. Meanwhile, in comparison to GSK33 more than
100-fold selectivity observed for PDK1.

Size 10 mg 50mg 100 mg 10 mM/1 mL. M Hon, M, RIS

Agh R AT
=

Product Citations (4):
Proc Natl Acad Sci USA, 2014, 111(49):

17438-43

FEBS J, 2014, 281(17): 3816-27

Data from [ Virology, 2014, 450-451:
— i 182:95]

-_— [ BX-795 purchased from Selleck

S§7087 GSK2334470

GSK2334470 is a novel PDK1 inhibitor with ICso of ~10 nM in a cell-free
assay, with no activity for other close related AGC-kinases.

CHl

Size 10 mg 50 mg

S§7517 AZD7545

AZD7545 is a potent PDHK inhibitor with ICso of 36.8 nM and 6.4 nM for
PDHK1 and PDHK2, respectively. It failed to inhibit PDHK4 at higher

. L] concentrations(>10 nM), AZD7545 stimulates PDHK4 activity.
oPHCE —¢ < @wc#l Product Citations (12): . o
Ty . wzya Mol Cancer Ther, 2014, 13(10): 2384-98 ~ 5126 5mg _ 10 mg OO
RN E J Biol Chem, 2014, jbc.M114.595728 T rEesT
jfzileee
L § Data from [ PLoS One, 2013, 8(9):
g [. €75100 ]
0SU-03012 purchased from Selleck
S6 Kinase Inh
Inhibitory Selectivity
Inhibitor Name p70 S6K p70 S6K1 RSK1 RSK2 RSK3 RSK4 Other
BI-D1870 ++  1Cs0:31nM | ++ ICs:24nM | ++ ICs: 18 nM | +++ [Cso: 15nM
AT7867 + ICs0: 85 nM Akt2,PKA,Akt1
PF-4708671 +  ICso: 160 NM
LJI308 +++ |Cso: 6 NM ++++ |Cs0: 4 nM +++ ICs0: 13 nM

LY2584702 Tosylate | ++++ Cso: 4 NM

LY2584702 ++++ Cs0: 4 NnM
AT13148 +++ |Cs0: 8 nM i ICs0: 85 nM PKA,ROCK2,ROCK1
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsos) and working concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

www.selleckchem.com
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S6 Kinase / AMPK

S2163 PF-4708671 Licensed and Manufactured by Pfizer P70 S6KT selective

§7317 WZ4003

PF-4708671 is a cell-permeable inhibitor of p70 ribosomal S6 kinase
(S6K1 isoform) with Ki/ICso of 20 nM/160 nM in cell-free assays;
400-fold greater selectivity for S6K1 than S6K2, and 4- and >20-fold
selectivity for S6K1 than MSK1 and RSK1/2, respectively. First
S6K1-specific inhibitor to be reported. R
Size  10mg  25mg 10 mMA mL (&{H

@
W

S - .

ey —— PR —— T | Product Citations (5):
'’ mm o g g Oncotarget, 2014, 5(10): 3145-58
R . —_—— ﬂ - ! !.! Mol Cancer Ther, 2015, 14(3): 799-809
iri—— ———

e M e

Data from [ PLoS One, 2014, 9(2):
€90388 ]
~ PF-4708671 purchased from Selleck

S$2843 BI-D1870

BI-D1870 is an ATP-competitive inhibitor of S6 ribosome for RSK1/2/3/4
with ICso of 31 nM/24 nM/18 nM/15 nM in cell-free assays, respectively;
10- to 100-fold selectivity for RSK than MST2, GSK-3B, MARK3, CK1
and Aurora B.

Size 5mg 10 mg 50 mg 10 mM/1 mL

peteny
BY

S7704 LY2584702 Tosylate

LY2584702 Tosylate is a selective and ATP-competitive p70S6K
inhibitor with ICso of 4 nM. Phase 1.
Size 10 mg 50 mg

i §

N,

A

AL
b

S7698 LY2584702

LY2584702 is a selective and ATP-competitive p70S6K inhibitor with
ICs0 of 4 nM. Phase 1. .
Size  5mg  25mg  100mg \6 N

AN

AMPK Inhibitors | Activators

Inhibitory Selectivity
Inhibitor Name AMPK
Dorsomorphin 2HCI ++  Ki 109 nM
WZ4003 ++++ 1Cs0: 20 NM
Dorsomorphin ++  Ki 109 nM
HTH-01-015 +++  |Cso: 100 nM
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICses) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.
2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

AMPK Inhibitors

§7306 Dorsomorphin 2HCI

Dorsomorphin 2HCl is a potent, reversible and selective AMPK inhibitor
with Ki of 109 nM in cell-free assays, exhibiting no significant inhibition
for several structurally related kinases including ZAPK, SYK, PKC6,
PKA, and JAK3. Dorsomorphin 2HCI also inhibits type | BMP receptor
activity.

Size 10 mg 50 mg

20

WZ4003 is a highly specific NUAK kinase inhibitor with 1Cso of 20 nM
and 100 nM for NUAK1 and NUAK?2 in cell-base assays, respectively,
without significant inhibition on 139 other kinases. e
Size 5 mg 50 mg NN*NIGJV‘LQ A

@]

_o.

§7840 Dorsomorphin

Dorsomorphin is a potent, reversible and selective AMPK inhibitor with
Ki of 109 nM in cell-free assays, exhibiting no significant inhibition for
several structurally related kinases including ZAPK, SYK, PKCB, PKA,
and JAK3. Dorsomorphin also inhibits type | BMP receptor activity.

Size 5mg 25mg 100 mg

&
angmp

AMPK Activators

$2697 A-769662
A-769662 is a potent, reversible AMPK activator with ECso of 0.8 uM,
little effect on GPPase/FBPase activity.

Size 5mg  10mg _ 50mg 10 mM/1 mL :‘

o
o
oo

Product Citations (4):

GIEN . L e s e s Cancer Res, 2013, 74(1): 298-308
ATbEEl - - - - - -+ + J Lipid Res, 2014, 55(7): 1254-66

Data from [ J Lipid Res, 2014, 55(7):
1254-66 |
" A-769662 purchased from Selleck

$1802 AICAR (Acadesine)

AICAR (Acadesine), an AMPK activator, results in accumulation of ZMP,
which mimics the stimulating effect of AMP on AMPK and AMPK kinase.
Phase 3.

o
Size  50mg 200 mg Pwﬁr%
[l

§2542 Phenformin HCI

Phenformin HCI is a hydrochloride salt of phenformin that is an
anti-diabetic drug from the biguanide class. It activates AMPK,
increasing activity and phosphorylation.

Size 50mg 10 mM/1 mL O\ y ﬁ;{m« o
S7898 GSK621 [ new }
GSK621 is a specific and potent AMPK activator.
Size  5mg _ 25mg o
g I

Excellent Validation, Technical Support and Prompt Delivery

DNA-PK / MELK

DNA-PK Inhibitor:

Inhibitory Selectivity

Inhibitor Name DNA-PK Other

PI-103 ++  ICs0: 23nM p110a,p1105,p1108

NU7441 +++  ICs0 14 M mTOR PI3K

PIK-75 ++++ |Cso: 2 nM p110a,p110y,p1105

NU7026 +  ICs0:0.23 uM PI3K

PP121 ++  ICs0: 60 NM PDGFR,Hck,VEGFR

KU-0060648 +++  ICs0: 8.6 nM PI3K3,PI3KB,PI3Ka
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICss) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.
2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

S$2638 NU7441 (ku-57788)
NU7441 (KU-57788) is a highly potent and selective DNA-PK inhibitor
with ICso of 14 nM and also inhibits PI3K with ICso of 5 pM in cell-free
assays. a

Size 5mg 10mg 50mg 200 mg Q;JE

f‘q“

Product Citations (14):
Genes Dev, 2014, 28(8): 875-87
Nucleic Acids Res, 2014, 42(12): 7776

Data from [ Nucleic Acids Res, 2013,
41(22): 10157-69 ]
NU7441 purchased from Selleck

S2893 NU7026 (Lv293646)

NU7026 is a potent DNA-PK inhibitor with ICso of 0.23 uM in cell-free
assays; 60-fold selective for DNA-PK than PI3K and inactive against
both ATM and ATR.

Size 10 mg 50 mg

@)
HETIN ‘r),l

shiure
- ———
N R

= s a4 & W Product Citations (5):
—— —— Nucleic Acids Res, 2013, 41(15);
W w PR 737686
Clin Cancer Res, 2014, 20(13):
— e
M 3496-508

=
o aa PR

L= F =1 = Nl
1 a1 aa PEOBT
! Data from [ Molecular Cancer, 2014, 13:

———— — o T 1071

NU7026 purchased from Selleck

$1038 PI-103

PI-103 is a multi-targeted PI3K inhibitor for p110a//5/y with ICso of 2
nM/3 nM/3 nM/15 nM in cell-free assays, less potent to mMTOR/DNA-PK
with 1Cso of 30 nM/23 nM.

$1205 PIK-75

PIK-75 is a p110a inhibitor with ICs0 of 5.8 nM (200-fold more potently
than p110B), isoform-specific mutants at Ser773, and also potently
inhibits DNA-PK with ICso of 2 nM in cell-free assays.

58045 KU-0060648
KU-0060648 is a dual inhibitor of DNA-PK and PI3Ka, PI3KB, PI3KS
with ICso of 8.6 nM and 4 nM, 0.5 nM, 0.1 nM respectively; less inhibition
on PI3Ky with ICso of 0.59 pM. -
Size 2mg  25mg L:J

u\"

MELK Inh r

S§7159 OTSSP167

OTSSP167 is a highly potent MELK (maternal embryonic leucine zipper
kinase) inhibitor with ICso of 0.41 nM.

Size  5mg g

www.selleckchem.com
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Inhibitory Selectivity
Inhibitor | YDAC ~HDAC1 HDAC2 HDAC3 HDAC4 HDAC5 HDAC6 HDAC? HDAC8 HDACO HDAC10 HDAC11 HD1  HD2
Pan Inhibitors
1-BET151 + + rarr +
1-BET-762 e 1Cs: 4 pM (Con: 2.9 uM |Css: 10 M 1C: 13 yM
Selective‘lnhibilors Droxinostat + + +
PFI-1 (BRD4) . .
e o 1Cs: 16.9 uM 1Cee: 2.47 uM G 1.46 M
UNC1215 (L3MBTL3) - e e o e - e
Epigenetic “Writer” i ic “Reader” Epigenetic “Eraser’ bexinestaL K:7nM | K:19nM | K:82nM K: 17 nM 1Cx: 280 nM ICse: 24 nM
g g
" . Alteration of -+
DNA Methyltransferase Addmon_of C'hemu;al DNA-templated Process Rem_oval_of RGFP966 1Cso: 80 nM
Inhibitors Modification ) Modification
Recruitment ™ & ilile
q * AR-42 C:: 30 nM
8 L] [\\ ] L] L] . -+ ot . + + o + -+
Zebularine ] Ricolinostat ICse: 58 M | ICs:48nM | ICs:51nM | ICso: 7pM | ICso:5uM | ICs0:4.7nM | ICso: 1.4 uM | ICso: 100 nM
» . + +
eI 1C: 0.9 pM | ICs0: 0.9 uM | 1Cs0: 1.2 M
CUBC.90T e et b - + e - " - et et
DNA Methylation m MeCP2 Not clear - only putative targets so far: 8 ICs:1.7nM | ICs:5.0 M | ICo0: 1.81nM | ICx0: 409 1M | IC0: 674 M | ICo0: 27 nM | ICs0: 426 1M ICs0: 191 nM | ICs0: 554 M| 1Cs0: 2.8 1M ICs0: 5.4 1M
MBD1-4 - MBD2 -+
m - TET enzymes leading to iterative M344 1Cso: 100 M
oxydation resulting in eventual removal s
m of methyl-cytosine Tubacin (Co 4 M
Histone Acetylation Histone A (HATs) in Proteins RG2833 4t o
GCNS/PCAF eg. K:32nM K5 M
GNAT Related (e.g., HAT1, TFIIIC) most HATs . . . -+
Histone Acetyltransferase) Myst Family (e.g., TIP60, HBO1) BET Family (Brd2, Brd, Bdf1) Resminostat P — |G 50.1 nM (ot 718 0M
Inhibitors CBP/p300 Family Brg-1
TAF250 Family Tubastatin A T
MG149 g ICs: 15 1M
(E)Family (e.g., SRCT, TIF2)
Garnostat et e e bt -
itarinostat
Histone Methylation Lysine methyltransferases (KMTs) Royal Family Lysine Demethylases (KDMs) 1Csa:35nM | ICs0:45nM | ICauz 46 nM |Caaz 2.6 1M 1Cs: 137 nM
KMT1A - KMT1F (e.g., G9a, GLP) - Chromo-domain Proteins, LSD1/ KDM1 + Ry 4
MLL Family (e.g., NSD1) e.g., HP-1 like, polycomb like, JHDM/Jumoniji (e.g., JHDM1A/B, BRDZS3SS 1Coot 9 pM 1Ce: 36 1M 1Cs: 120 M
e o ElaE%A KMT3C (e.g., NSD1) C? [31 "ki in Protei jﬂg,“{‘jﬁ’% JJ'%“;'“'D' i N -
Inhibitors - eg., - Tudor-domain Proteins, -D, BG45 . .
Epzsere Dori g, SMN ICso:2uM | ICx: 2.2 jM | ICst: 289 M
ERrrr KMT5A, KMT5B (e.g., SUV420H1) - PHD Proteins, . * + +
MM-102 KMT6/ EZH2 e.g., CBD, ING2, DNMT3L, PHF6 ICs0: 1.20 yM  ICs0: 1.12 pM | ICs0: 0.57 pM
3-deazaneplanocin A KMT7/ SET7&9 . st
KMT8/ RIZ1 CAY10603 1Cso: 271 nM 1Cso: 2 pM
e e
Histone Phosphorylation Serine/Threonine Kinases 14-3-3 Proteins Protein Phosphatases LMK-235 \Can: 11.90M | ICar: 4.2 nM
eg., Seven Isoforms: theta, gamma, zeta, eta, eg.,
MST,m epsilon, beta, mu Serine/Threonine Protein Phosphatases Nexturastat A Aaad
Haspin, VRK, (TIEIELE) (PPP2CA, PPP2CB, PPP1CC), 102:5
ﬁ, 8 MSK1/2m Protein Phosphatase 1D, s s oo oo
Eye-absent Homologues (EYA1-3) TMP269 ICst: 157 M| ICs0: 97 nM 1Ca0: 43 nM 1C: 23 nM
HPOB N N N + + +
1Cse: 2.9 UM | IC: 4.4 M | [Co: 1.7 pM ICs: 56 nM 1Ce: 2.8 M Csc: 3.0 uM
Valproic acid J
sodium salt
Scriptaid N
Sodium J
—_ - Phenylbutyrate
Inhibitory Selectivity Vo
- Tasquinimod v
I'a‘:rl'?e“or HDAC HDAC1 HDAC2 HDAC3 HDAC4 HDAC5 HDAC6 HDAC7 HDAC8 HDAC9 HDAC10 HDAC11 HD1 HD2
Notes:
Ve o0 1. For more details, such as half maximal inhibitory concentrations (ICses) and working concentrations of each inhibitor, please visit the website of www.selleckchem.com
(3 =0u) 2."+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.
Entinostat ++ + 3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without specific value.
g ICs2: 0.51 uM ICs0: 1.7 pM
v
Panobinostat |, "o
Trichostatin A e
tichostatin ) . L ) ) R ]
1C0: ~1.8 1M Panobinostat (LBH589) is a novel broad-spectrum HDAC inhibitor with  Entinostat (MS-275) strongly inhibits HDAC1 and HDAC3 with I1Cso of
Voosti ++ ++ + + ICs0 of 5 nM in a cell-free assay. Phase 3. 0.51 pM and 1.7 pM in cell-free assays, compared with HDACs 4, 6, 8,
locetinostat ) ) . .
1Co0: 0.15 M | ICsc: 0.29 uM | ICs0: 1.6 uM 1Ce: 0.59 uM ¥ ey and 10. Phase 3
Size 10 mg 50mg 200 mg Sy \“/;l N . -
. . Ao M, "
Belinostat o 70 s Size  10mg  50mg 200mg 10 mM/A mL
) - e [
Romidepsin IC: 36 nM | ICsu: 47 M ~
MC1568 b -3
ICo: 100 nM~3.4 M Product Citations (44): :
+ . & Nat Biotechnol, 2011, 29(3): 255-65
Tubastatin A HCI B By A0 (e Cell, 2014, 159(5): 1110-25 Product Citations (57):
) . . X l Nat Biotechnol, 2015, 10.1038/nbt.3130
Givinostat |Co: 7.5~16 M| ICos: 10 nM ! - o Nat Biotechnol, 2011, 29(3): 255-65
) P i e
Dacinostat | o "o 3 Fua
Data from [ Nat Commun, 2013, 4:
o . e . ar ar A " - " et 2735] I
CUBC-10T | 10 44 nM | ICw: 4.5 M I 12.6nM | 1Cs: 9.1 1M | ICs: 132 M | 1Cso: 1.4 nM | 1Cs0: 5.1 nM | (s 373 nM | 1Css: 79.8 nM | ICs: 67.2 nM ICss: 26.1 nM LBHS89 purchased from Selleck
v art v et v ++ - e 4t rrt art . )
CILLTE 1Co: 0.1 M | IC: 0.33 nM | IC: 4.86 nM | 1C: 0.64 nM | ICs1: 3,69 nM | ICso: 76.8 M | ICss: 119 nM | ICes: 4.26 M | ICso: 32.1 nM 1Cso: 0.46 nM | 1C: 0.37 nM L 2::)::;5%08 Biol, 2014, 12(1):
Pracinosat o " o P P N - . ++ e . D MS-275 purchased from Selleck
ICs0:49nM | ICs0: 96 nM | ICs0: 43nM | ICso: 56 nM ICs0: 47 nM  [Cs0: 1.008 uM  ICs0: 137 nM | ICs0: 140 nM | ICs0: 70 nM | ICs0: 40 nM | ICso: 93 nM
: . . : www.selleckchem.com
Excellent Validation, Technical Support and Prompt Delivery




Vorinostat (suberoylanilide hydroxamic acid, SAHA) is an HDAC
inhibitor with ICso of ~10 nM in a cell-free assay.

Size 200mg 500 mg 10 mM/1 mL - EW o

Product Citations (97):
Nat Biotechnol, 2015, 10.1038/nbt.3130
Nat Biotechnol, 2011, 29(3): 255-65

Data from [ Nat Biotechnol, 2011, 29(3):
255-65 ]
SAHA purchased from Selleck

Trichostatin A (TSA) is an HDAC inhibitor with ICso of ~1.8 nM in
cell-free assays.

Size 2mg 5mg  10mg 10 mM/1 mL : jf\m" \,ﬁum
i
= | W
I gafomn
=
is,
!E Product Citations (10):
E Nat Biotechnol, 2015, 10.1038/nbt.3130
[

Cancer Cell, 2014, 26(4): 534-48

2014, 111(3): E364-73]
TSA purchased from Selleck

Data from [ Proc Natl Acad Sci USA,

Belinostat (PXD101) is a novel HDAC inhibitor with ICs0 of 27 nM in a
cell-free assay, with activity demonstrated in cisplatin-resistant tumors.
Size 10mg 100mg 200 mg 10 mM/1 mL

EIAT irtacsion, i 1)

Product Citations (15):
Nat Biotechnol, 2011, 29(3): 255-65
Clin Cancer Res, 2014, 10.1158/1078

[ —

ral g f Data from [ Cell Rep, 2013, 5(6):
{;"R} "‘#; 1679-89 ]
.

PXD101 purchased from Selleck

Mocetinostat (MGCDO0103) is a potent HDAC inhibitor with most
potency for HDAC1 with I1Cso of 0.15 uM in a cell-free assay, 2- to 10-
fold selectivity against HDAC2, 3, and 11, and no activity to HDAC4, 5,
6, 7, and 8. Phase 2.

Size 5mg 25mg 50 mg 10 mM/1 mL NSy NS
~>mg 1OmWImL VYT
TEA
g - 21w
=
B = | =]

o[ ; . \ Product Citations (28):

Bl g . Nat Biotechnol, 2015, 10.1038/nbt.3130
L « « « « @ NatStruct Mol Biol, 2013, 20(3): 317-25
Mocatnostat

al
- o
Hps =
E’ = 3| | Data from [ Blood, 2014, 123(10):
i ] 1535-43]
o wowl oW W M EE

Mocetinostat purchased from Selleck

TMP269 is a potent, selective class Ila HDAC inhibitor with 1Cso of 157
nM, 97 nM, 43 nM and 23 nM for HDAC4, HDACS5, HDAC7 and HDAC9,
respectively.

Size 10 mg 50 mg

RG2833 (RGFP109) is a brain-penetrant HDAC inhibitor with 1Cso of 60
nM and 50 nM for HDAC1 and HDACS3 in cell-free assays, respectively.
Size  10mg 50 mg . o

- Ut S

3

RGFP966 is an HDACS3 inhibitor with ICso of 0.08 uM in cell-free assay,
exhibiting > 200-fold selectivity over other HDAC.

Size  10mg _ 50mg

Romidepsin (FK228, depsipeptide) is a potent HDAC1 and HDAC2
inhibitor with ICso of 36 nM and 47 nM in cell-free assays, respectively.

Size 1mg 5mg 10 mg

s e WL .

i':- “m

! : Rw Product Citations (12):

|- 5 = Clin Cancer Res, 2014,

! J— I 10.1158/1078-0432.CCR-14-0384

B e Diabetes, 2014, 63(9): 2924-34

mama - g+
i . (i . i :
=) = Data from [ Diabetes, 2014, 63(9):
A — . 2024-34]
el =]

FK228 purchased from Selleck

MC1568 is a selective HDAC inhibitor for maize HD1-A with ICso of 100
nM in a cell-free assay. It is 34-fold more selective for HD1-A than for
HD1-B. .

Size 10mg  25mg 10 mM/A mL [T‘JK/ 8

T LIS

Product Citations (17):

Nat Commun, 2013, 4: 2735

Proc Natl Acad Sci USA, 2012, 109(34):
E2284-93

Data from [ Oncogene, 2014, 33(5):
— ey 653-64]
£ C MC1568 purchased from Selleck

Tubastatin A HCl is a potent and selective HDACG inhibitor with ICso of
15 nM in a cell-free assay. It is selective (1000-fold more) against all
other isozymes except HDAC8 (57-fold more).
Size  10mg 100mg 200mg 10 mM/1 mL

TR
] b,
; 8 i
|
Product Citations (5):
ST —| J Med Chem, 2015, 58(2): 785-800
Int J Cancer, 2013, 134(11): 2560-71
g " ;
| | Data from [ Int J Cancer, 2014, 134(11):
L~ | 2560-71]
ok & L | Tubastatin A HCI purchased from
o vk Selleck

CUDC-101 is a potent multi-target inhibitor against HDAC, EGFR and
HER2 with ICso of 4.4 nM, 2.4 nM, and 15.7 nM, and inhibits class I/l
HDACS, but not class ll, Sir-type HDACs. Phase 1.

Size  10mg  50mg 10 mM/1 mL M

Product Citations (4):

gy, Y Chom Inf Model, 2014, 54(3): 881-93
iy

ACS Med Chem Lett, 2013, 4(9): 858-62

Data independently produced by Dr.
IR 5 oE ) Le (8 Zhang of Tianjin Medical University
CUDC-101 purchased from Selleck

Excellent Validation, Technical Support and Prompt Delivery

Givinostat (ITF2357) is a potent HDAC inhibitor for maize HD2, HD1B
and HD1A with ICs0 of 10 nM, 7.5 nM and 16 nM in cell-free assays.
Phase 2.

Size 5 mg 10 mg 50 mg 10 mM/1 mL

RES -

Product Citations (9):
PLoS Pathog, 2014, 10(4): e1004071
J Neurosci, 2013, 33(17): 7535-47

Data from [ J Interferon Cytokine Res,
2014, 10.1089/jir.2014.0022 ]
ivil from Selleck

Quisinostat (JNJ-26481585) 2HCI is a novel second-generation HDAC
inhibitor with highest potency for HDAC1 with ICso of 0.11 nM in a
cell-free assay, modest potent to HDACs 2, 4, 10, and 11; greater than
30-fold selectivity against HDACs 3, 5, 8, and 9 and lowest potency to
HDACs 6 and 7. Phase 2.

Size 5mg 10 mg 50 mg 10 mM/1 mL

| 0 e it

[ RUECET]
| TR Product Citations (4):
) i i -n:-l EARE Nat Commun, 2013, 4: 2735
l ] - 4 J Biol Chem, 2014, 289(28): 19519-30
] 5t " :
i ! Data from [ J Biol Chem, 2014, 289(28):
- s 19519-30]

JNJ-26481585 purchased from Selleck

Pracinostat (SB939) is a potent pan-HDAC inhibitor with ICso of 40-140
nM with exception for HDACSG. It has no activity against the class Il
isoenzyme SIRT |. Phase 2.

Size 5mg _ 10mg _ 50mg 10 mM/1mL

josol

o
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Product Citations (4):
PLoS Pathog, 2014, 10(4): €1004071
Agents C| 2012,

56(7): 3849-56

Data from [ J Thromb Thrombolysis,
2013, 35(2): 185-92]
o ke SB939 purchased from Selleck

@
LT T Y | ®

PCI-34051 is a potent and specific HDACS inhibitor with ICso of 10 nM
in a cell-free assay. It has greater than 200-fold selectivity over HDAC1
and 6, more than 1000-fold selectivity over HDAC2, 3, and 10.

Size 10mg 10 mM/1 mL -

9saPw

o _ Product Citations (3):

- e fs==  Nat Biotechnol, 2015, 10.1038/nbt.3130

e R ?" —‘.‘.'; = R J°  BMCBiol, 2014,
T 13‘( =ry | 10.1186/512915-014-0095-2
= Ll = |

o g 1
- ;\.}_ ﬁ.l _"-_ c-: Data from [ J Mol Biol, 2014, pii:

S0022-2836(14)00131-4 ]
PCI-34051 purchased from Selleck

Rocilinostat (ACY-1215) is a selective HDACS inhibitor with ICso of 5 nM
in a cell-free assay. It is >10-fold more selective for HDAC6 than
HDAC1/2/3 (class | HDACs) with slight activity against HDAC8, minimal
activity against HDAC4/5/7/9/11, Sirtuin1, and Sirtuin2. Phase 2.

Size 5mg _ 10mg _ 50mg _ 10 mM/1mL 0

-
n

AR-42 is an HDAC inhibitor with ICso of 30 nM. Phase 1.
Size 2mg 10 mg 50 mg 10 mM/1 mL (9§ 1:‘“’ Ll

Abexinostat (PCI-24781) is a novel pan-HDAC inhibitor mostly targeting
HDAC1 with Ki of 7 nM, modest potent to HDACs 2, 3, 6, and 10 and
greater than 40-fold selectivity against HDAC8. Phase 1/2.

Size 5mg 10mg  50mg 10 mM/1 mL S

drerpmeri e Y ey i [

Product Citations (8):
Nat Biotechnol, 2015, 10.1038/nbt.3130
Nat Biotechnol, 2011, 29(3): 255-65

Data from [ Nat Biotechnol, 2011, 29(3):
255-65]
PCI-24781 purchased from Selleck

Valproic acid sodium salt (Sodium valproate) is a HDAC inhibitor by
selectively inducing proteasomal degradation of HDAC2, used in the
treatment of epilepsy, bipolar disorder and prevention of migraine
headaches. °

Size  200mg 10 mM/1 mL -~ \H ona
|

Product Citations (4):

Sodium valproate Nat Biotechnol, 2015, 10.1038/nbt.3130

0 000100101 1 10
(M) J Neurosci, 2013, 33(17): 7535-47

Acetylated Histone & & s - ——

Data independently produced by Dr.

HiSIONe s s s s s e | 2NN Of Tinjin Medlical University
Sodium valproate purchased from
" Selleck

Tacedinaline (C1994) is an anti-cancer drug which inhibits HDAC1 with
ICso of 0.57 uM in a cell-free assay and causes G1 cell cycle arrest.
Phase 3.

Size 10 mg 50 mg 10 mM/1 mL

CUDC-907 is a dual PI3K and HDAC inhibitor for PI3Ka and
HDAC1/2/3/10 with 1Cs0 of 19 nM and 1.7 nM/5 nM/1.8 nM/2.8 nM,
respectively. Phase 1.

Size 5mg 10 mg 10 mM/1 mL

Tubacin is a highly potent and selective, reversible and cell-permeable
HDACS inhibitor with an ICso of 4 nM, approximately 350-fold selectivity
over HDACH1.

Size 5mg _ 10mg

Tubastatin A is a potent and selective HDAC6 inhibitor with ICso of 15
nM. It is selective against all the other isozymes (1000-fold) except
HDACS (57-fold).

Size 50 mg

Product Citations (6):
Nat Commun, 2014, 5: 3479
Cell Rep, 2013, 5(6): 1679-89

Data from [ Nat Commun, 2014, 5:
3479

Tubastatin A (TBSA) purchased from
Selleck

www.selleckchem.com




Tasquinimod is an orally active antiangiogenic agent by allosterically
inhibiting HDAC4 signalling. Phase 3.

Size 5mg  25mg

LMK-235 is a selective inhibitor of HDAC4 and HDACS5 with ICso of 11.9
nM and 4.2 nM, respectively.
Size 10mg  50mg 200 mg Rt e

Sodium butyrate, sodium salt of butyric acid, is a histone deacetylase
inhibitor and competitively binds to the zinc sites of class | and Il histone
deacetylases (HDACs).
Size 1g

o
o

Lnow ]

Citarinostat (ACY-241) is an orally available selective HDAC6 inhibitor
with ICso of 2.6 nM and 46 nM for HDAC6 and HDACS3, respectively. It
has 13 to 18-fold selectivity towards HDAC6 in comparison to
HDAC1-3.

size 5mg _ 25mg >
CAY10603 is a potent and selective HDACG inhibitor with 1Cso of 2 pM,
>200-fold selectivity over other HDACs. .
Size 5mg _ 25mg _100mg 5 ?:4’)—/? “N’D s
Inhibitory Selectivity
Inhibitor Name PARP PARP1 PARP2 PARP3
Olaparib +++ |Cso: 5 nM ++++ |Cs0: 1 NM
Veliparib ++  Ki:5.2nM +++ Ki2.9nM
Rucaparib ++++ Ki: 1.4 nM
Talazoparib ++++ |Cso: 0.58 nM
AG-14361 +++ Ki<5nM
INO-1001 ++  1Cs0: <50 nM
A-966492 ++++ Kii 1 nM ++++ Ki 1.5 nM
PJ34 +++ ECso: 20 nM
PJ34 HCI +++ ECso: 20 nM
Niraparib +++ |Cso: 3.8 nM ++++ |Cs0: 2.1 NM + ICs0: 1.3 UM
UPF 1069 + ICs0: 8.0 uM ++  1Cs0: 0.3 pM
ME0328 + ICs0: 6.3 M + ICs0: 0.89 uM
NMS-P118 ++  Ka: 0.009 uM
Picolinamide + 1Cs0: 95 pM
Benzamide + ICs0: 3.3 uM
Niraparib tosylate +++ |Cso: 3.8 nM +++ |Cs0: 2.1 nM
NU1025 a 1Cs0: 400 nM
Iniparib v
AZD2461 v
BGP-15 v
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICses) and working concentrations of each inhibitor, please visit the website of www.selleckchem.com

2."+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without specific value.

Veliparib (ABT-888) is a potent inhibitor of PARP1 and PARP2 with Ki of
5.2 nM and 2.9 nM in cell-free assays, respectively. It is inactive to
SIRT2. Phase 3. )

.
Size 10 mg 50 mg 10 mM/1 mL ”5 :AN J

Product Citations (37):
Cell Metab, 2014, 19(6): 1034-41
a1 ARLE  J Cell Biol, 2014, 206(4): 493-507
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" - 4+ + B

* aFr
Data from [ Nucleic Acids Res, 2013,
41(7): 4080-92]

" ABT-888 purchased from Selleck

ubniin

Iniparib (BSI-201) is a PARP1 inhibitor with demonstrated effectiveness
in triple-negative breast cancer (TNBC). Phase 3.
Size 10 mg 50mg 200 mg 10 mM/1 mL

w0

TE& TEA Product Citations (7):
2o+ 7 03— Nat Methods, 2013, 10(10): 981-4
i I _*‘l; Cell Metab, 2014, 19(6): 1034-41
i 50 } 50 .
P L O . .o e Datafrom [ Cancer Sci, 2014, 105(2):
iy [y g () 202-10]

“ Iniparib purchased from Selleck

Excellent Validation, Technical Support and Prompt Delivery

Olaparib (AZD2281, KU0059436) is a selective inhibitor of PARP1/2
with ICso of 5 nM/1 nM in cell-free assays, 300-times less effective
against tankyrase-1.

Size 10 mg 25mg 100 mg 10 mM/1 mL

b P
[T NG T By
M 2 A - - - -
e (B A~ = 4 = =
1 gl = s Product Citations (72):
Science, 2013, 339(6120): 700-4
Pt s Cell, 2011, 145(4): 529-42
)
T 11
M-
- Data from [ Nat Methods , 2013, 10(10):
“reelll 981-4]
. . a0

Olaparib purchased from Selleck

Rucaparib (AG-014699, PF-01367338) is an inhibitor of PARP with Ki of
1.4 nM for PARP1 in a cell-free assay, and also shows binding affinity to
eight other PARP domains. Phase 3.

Size 5mg  10mg _ 50mg 10 mM/1 mL

B ol

Product Citations (14):
Nature, 2015, 518(7538): 254-7
Nat Commun, 2014, 5: 3361

Data from [ Clin Cancer Res, 2013,
B PO PO P A T 19(18): 5003-15 ]
i it i Rucaparib purchased from Selleck

Talazoparib (BMN 673) is a novel PARP inhibitor with ICso0 of 0.58 nM in
a cell-free assay. It is also a potent inhibitor of PARP-2, but does not
inhibit PARG and is highly sensitive to PTEN mutation. Phase 3.

Size 10 mg 50 mg O N

Inhibitory Selectivity

Inhibitor Name JAK1 JAK2
Ruxolitinib +++ |Cs0: 3.3 1M ++++|Cso: 2.8 "M
Tofacitinib Citrate 4+ ICs0: 112 M ++  ICs0: 20 NM
AZD1480 ++++ |Cso: 0.26 nM
Fedratinib ++++ |Cs0: 3 nM
AT9283 ++++ [Cso: 1.2 "M
AG-490 + ICs0: ~10 pM
Momelotinib +++ |Cs0: 11 nM +++ |Cso: 18 nM
Tofacitinib 4+ ICs0: 112 M ++  ICs0: 20 NM
WP1066 + ICs0: 2.3 uM
TG101209 +++ |Cs0: 6 NM
Gandotinib ++  ICs0: 19.8 nM ++++ |Cso: 2.52 "M
NVP-BSK805 2HCI ++  1Cs0: 31.63 nM ++++ |Cso: ~0.5 nM
Baricitinib +++ |Cs0: 5.9 nM +++ |Cs0: 5.7 "M
AZ 960 ++++ |Cs0: <3 nM
CEP-33779 ++++ |Cso: 1.8 "M
Pacritinib + ICs0: 1.28 pM ++  ICso: 19~23 nM
WHI-P154

PJ34 HCl is the hydrochloride salt of PJ34, which is a PARP inhibitor
with ECso of 20 nM and is equally potent to PARP1/2.

Size 25mg 100 mg

AG-14361 is a potent inhibitor of PARP1 with Ki of <5 nM in a cell-free
assay. It is at least 1000-fold more potent than the benzamides.
Size 5mg  10mg  50mg 10 mM/1mL

8
wa .
"l .'_ﬂ_.-t- - ..;I.
™ '/- Product Citations (5):
Nature, 2015, 519(7543): 370-3
Nat Methods, 2013, 10(10): 981-4

I J S S
S
r—— Data from [ J Biol Chem, 2013, 288(29):
o (R e 21376-88]
L] L] EL] EL ] AG-14361 (PARP1/2 inhibitor) purchased
S i [ from Selleck

Lnew ]

Niraparib (MK-4827) tosylate is a selective inhibitor of PARP1/PARP2
with I1Cso of 3.8 nM/2.1 nM.

Size 5mg 25mg 100 mg LY

Jous

Lnew ]

NMS-P118 is a potent, orally available, and highly selective PARP-1
inhibitor endowed with excellent ADME and pharmacokinetic profiles,
showing 150-fold selectivity for PARP-1 over PARP-2 (K4 0.009 pM vs
1.39 pM, respectively).

Size 5mg  25mg oo
JAK3 Tyk2 Other
++++ Cs0: 1 nM ROCK2,LCK
FLT3,RET
++++ |Cs0: 1.1 nM +++ |Cso: 1 NM-10 nM  Aurora B,Aurora A,Abl1
EGFR,ErbB2
+  ICs0: 155 nM
++++ Cs0: 1 nM ROCK2,LCK
STAT3
+ ICs0: 169 M RET,FLT3
++  ICso: 48.0 nM ++  1Cso: 44 nM FLT3,FLT4,FGFR2
+++ |Cso: 18.68 nM +++ |Cso: 10.76 nM
++  1Ce: 53 M
+ 1Cs0: 520 nM ++  1Cs0: 50 nM FLT3 (D835Y),FLT3

+ ICs0: 1.8 pM EGFR,Src,VEGFR

www.selleckchem.com




Inhibitory Selectivity

Inhibitor Name JAK1 JAK2
XLO19 +  ICso: 134.3nM ++++ |Cso: 2.2 nM
S-Ruxolitinib +++ |Cs0: 3.3 nM ++++ ICs0: 2.8 "M
ZM 39923 HCI + plCso: 4.4

Decernotinib +++ |Cso: 11 nM +++ Kii 13 nM
Cerdulatinib +++ 1Cs0: 12 nM +++ 1Cs0: 6 NM
Filgotinib +++ |Cso: 10 M ++  |Cs0: 28 NnM
FLLL32 = ICso: <5 M
BMS-911543 + ICs0: 360 M ++++ |Cs0: 1.1 nM
Peficitinib v

GLPG0634 analogue v

Go6976 )

Curcumol v

Notes:

JAK3 Tyk2 Other
= ICs0: 214.2 nM +  ICso: 348.3nM PDGFRB,FLT3,c-Kit
+ ICs0: 428 nM ++  1Cs0: 19 nM
++  plCso: 7.1 TGM2,EGFR
++++ K 2.5 nM +++ K13 nM

+++  |Cs0: 8 "M ++++1Cso: 0.5 nM ARK5,MST1,Fms

+ ICs0: 810 nM + ICs0: 116 nM

++  ICs0: 75 nM ++  ICs0: 66 NM

FLT3,PKCa,PKCB1

1. For more details, such as half maximal inhibitory concentrations (ICscs) and working concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+"indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "V" refers to compounds which do inhibitory effects on the related isoform, but without specific value.

Ruxolitinib (INCB018424) is the first potent, selective JAK1/2 inhibitor to
enter the clinic with 1Cso of 3.3 nM/2.8 nM in cell-free assays, >130-fold
selectivity for JAK1/2 versus JAK3. o

Size 5mg 25mg 100mg 10 mM/A mL ,,}f"

Product Citations (34):
Nat Med, 2015, 10.1038/nm.4013
Cancer Cell, 2015, 28(1): 29-41

Data from [ Blood, 2014, 123(24):
3832-42]
Ruxolitinib purchased from Selleck

Tofacitinib (CP-690550) Citrate is a novel inhibitor of JAK3 with ICso of 1
nM in cell-free assays, 20- to 100-fold less potent against JAK2 and
JAK1.

o
Size 10 mg 50 mg 10 mM/1 mL oy \'"‘fw 0 «'%C
Ty e e
1
=]
I Totaciink e
Product Citations (34):
g Nat Cell Biol, 2015, 17(1): 57-67
Cancer Discov, 2012, 2(7): 591-7
-]
o
Data from [ Blood, 2014, 124(5):
761-70]
Malge.  Benign % MBI Tofacitinib Citrate purchased from
B Selleck

Fedratinib (SAR302503, TG101348) is a selective inhibitor of JAK2 with
ICs of 3 nM in cell-free assays, 35- and 334-fold more selective for
JAK2 versus JAK1 and JAK3. Phase 2.

Oy

Size 5mg 25 mg 50 mg 10 mM/1 mL o

Tt

Product Citations (10):
Cell, 2015, 162(2): 441-51

1
i’ - i - I Blood, 2014, 123(20): 3175-84
3_ .
k Data from [ Cancer Gene Ther, 2013,
v - nmll 20(10): 582-9]
ra— v

" TG101348 purchased from Selleck

AZD1480 is a novel ATP-competitive JAK2 inhibitor with |Cso of 0.26 nM
in a cell-free assay, selectivity against JAK3 and Tyk2, and to a smaller
extent against JAK1. Phase 1.

Size 5mg  10mg _ 50mg 10 mM/1 mL

|
o [Emsmam|
T

(2] -
Data from [ Endocrinology, 2013,

e [ o o o ]
e
154(9): 3219-27]

AGHTE
AITH 'AZD1480 purchased from Selleck

Product Citations (13):
Nat Cell Biol, 2015, 17(1): 57-67
Blood, 2014, 123(10): 1516-24

AT9283 is a potent JAK2/3 inhibitor with ICso of 1.2 nM/1.1 nM in
cell-free assays; also potent to Aurora A/B, Abl(T315l). Phase 2.

Size 2mg  10mg _ 50mg 10 mM/1mL

Product Citations (8):
PLoS One, 2014, 9(7): 102741
Cancer Res, 2013, 73(20): 6310-22

M CIPW TEHAEE 5 TR VTR

Data from [ J Cell Mol Med, 2013, 17(2):
265-76 |
AT9283 purchased from Selleck

Go6976 is a potent PKC inhibitor with I1Cso of 7.9 nM, 2.3 nM, and 6.2
nM for PKC (Rat brain), PKCa, and PKCB1, respectively. Also a potent

inhibitor of JAK2 and FIt3.
—————————————————————————————————————————————————————————— Page 70

Pacritinib (SB1518) is a potent and selective inhibitor of Janus Kinase 2
(JAK2) and Fms-Like Tyrosine Kinase-3 (FLT3) with ICso of 23 and 22
nM in cell-free assays, respectively. Phase 3.
Size 5 mg

AG-490 (Tyrphostin B42) is an inhibitor of EGFR with ICso of 0.1 uM in
cell-free assays, 135-fold more selective for EGFR versus ErbB2, also
inhibits JAK2 with no activity to Lck, Lyn, Btk, Syk and Src.

—————————————————————————————————————————————————————————— Page 38

Excellent Validation, Technical Support and Prompt Delivery

Momelotinib (CYT387) is an ATP-competitive inhibitor of JAK1/JAK2
with ICso of 11 nM/18 nM, ~10-fold selectivity versus JAK3. Phase 3.

Size  10mg  50mg 10 mM/1mL

oY

B e A e *4 Product Citations (6):

i l Nat Cell Biol, 2015, 17(1): 57-67

| ' i ’ L , ‘ J Clin Invest, 2014, 124(12): 5263-74

| |

s u1om N A M3 Data from [ Blood, 2012, 120(19):
Cod 4093-103 ]

CYT387 purchased from Selleck

Tofacitinib (CP-690550, Tasocitinib) is a novel inhibitor of JAK3 with ICso
of 1 nM in cell-free assays, 20- to 100-fold less potent against JAK2 and
JAK1.

Size 5mg 50mg 100 mg 10 mM/1 mL
Product Citations (34):
i B " i
L - - STk Biochemistry, 2016, 10.1172/JC181468

Mol Syst Biol, 2015, 11(3): 797

. _ _ Data from [ Cancer Discov, 2012, 2(7):

591-7]
CP-690550 purchased from Selleck

WP1066 is a novel inhibitor of JAK2 and STAT3 with 1Cso of 2.30 uM and
2.43 uM in HEL cells; shows activity to JAK2, STAT3, STAT5, and
ERK1/2 not JAK1 and JAK3. Phase 1.

Size 10 mg 25mg 10 mM/1 mL

- p
f (
“NTNZL

Product Citations (6):
Exp Neurol, 2015, 271: 445-56
Int J Cancer, 2014, 135(2): 282-94

Data from [ J Biol Chem, 2013, 288(36):
26167-76]
WP1066 purchased from Selleck

CEP-33779 is a selective JAK2 inhibitor with ICso of 1.8 nM, >40- and
>800-fold versus JAK1 and TYK2.

Size 5mg 10 mg 10 mM/1 mL

TG101209 is a selective JAK2 inhibitor with ICso of 6 nM, less potent to
FIt3 and RET with ICso of 25 nM and 17 nM in cell-free assays, ~30-fold
selective for JAK2 than JAKS3, sensitive to JAK2V617F and
MPLW515L/K mutations.

Size 5 mg 10 mg 50 mg 10 mM/1 mL
Bar?
G Product Citations (3):
™ o Leukemia, 2014, 28(7): 1519-28
— Cancer Lett, 2013, 341(2): 224-30
T T
o 3 T3
T mctaon Data from [ ACS Chem Biol, 2014, 9(5):
- 1160-71]
Loy

TG101209 purchased from Selleck

Baricitinib (LY3009104, INCB028050) is a selective JAK1 and JAK2
inhibitor with I1Cso of 5.9 nM and 5.7 nM in cell-free assays, ~70 and
~10-fold selective versus JAK3 and Tyk2, no inhibition to c-Met and
Chk2. Phase 3.

Size 5 mg 10 mg

Filgotinib (GLPG0634) is a selective JAK1 inhibitor with ICso of 10 nM,
28 nM, 810 nM, and 116 nM for JAK1, JAK2, JAK3, and TYK2,
respectively. Phase 2.

Size 5mg 25mg 100 mg

Cerdulatinib (PRT-062070) is an oral active, multi-targeted tyrosine
kinase inhibitor with ICso of 12 nM/6 nM/8 nM/0.5 nM and 32 nM for
JAK1/JAK2/JAK3/TYK2 and Syk, respectively. Also inhibits 19 other
tested kinases with ICso less than 200 nM.

Size 10 mg 50mg 200 mg

Inhibitory Selectivity
Inhibitor Name Pim1 Pim2 Pim3 Other

SGI-1776 free base +++ ICs50:7nM  + ICs0: 363 M + ICs0: 69 nM | FLT3

SMl-4a ++  ICs0: 17 M

CX-6258 HCI +++ IC50:5nM  ++  IC50:25nM  ++  ICs0: 16 nM
AZD1208 444+ C60: 0.4 M +++ 1C50:5nM  ++++ ICs0: 1.9 nM
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICscs) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.
2."+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

SGI-1776 free base is a novel ATP competitive inhibitor of Pim1 with
ICs0 of 7 nM in a cell-free assay, 50- and 10-fold selective versus Pim2
and Pim3, also potent to FIt3 and haspin. Phase 1.

Size 5mg  10mg  50mg 10 mM/1mL SR

Product Citations (8):

Oncogene, 2013, 32(34): 3992-4000
Diabetologia, 2015,
10.1007/s00125-015-3670-0

- Data from [ Oncogene, 2012, 32(34):
Lol LD LI 3992-4000]
SGI-1776 free base purchased from
I Selleck

SMI-4a is a potent inhibitor of Pim1 with ICso of 17 nM, modestly potent
to Pim-2, and does not significantly inhibit any other serine/threonine- or
tyrosine-kinases.

Size 10 mg 50 mg 10 mM/1 mL

O

AZD1208 is a potent, and orally available Pim kinase inhibitor with I1Cso
of 0.4 nM, 5 nM, and 1.9 nM for Pim1, Pim2, and Pim3 in cell-free
assays, respectively. Phase 1.
Size 10 mg 50mg 200 mg

www.selleckchem.com




Inhibitory Selectivity

Inhibitor Name HIF HIF1 Other
KC7F2 +  ICs0:20pM |+  ICso: 20 uM
Roxadustat v

2-Methoxyestradiol Microtubule Associated

PX-478 2HCI v
BAY 87-2243 y
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsos) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "V" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

Roxadustat (FG-4592) is an HIF-a prolyl hydroxylase inhibitor in a
cell-free assay, stabilizes HIF-2 and induces EPO production. Phase 3.

10X2 is a potent inhibitor of HIF-1a prolyl hydroxylase-2 (PHD2) with
ICs0 of 21 nM in a cell-free assay, >100-fold selectivity over JMJD2A,
JMJD2C, JMJD2E, JMJD3, or the 20G oxygenase FIH.

Size 10 mg 50 mg 10 mM/1 mL

BAY 87-2243 is a potent and selective hypoxia-inducible factor-1
(HIF-1) inhibitor. Phase 1.

Size 10 mg 50 mg

PX-478 2HCI is an orally active, and selective hypoxia-inducible
factor-1a (HIF-1a) inhibitor. Phase 1.

Size 5 mg 25 mg 100 mg

MK-8617 is an orally active pan-inhibitor of Hypoxia-inducible factor

Size 10 mg

10 mM/1 mL

Size

2-Methoxyestradiol (2-MeOE2) depolymerizes microtubules and blocks
HIF-1a nuclear accumulation and HIF-transcriptional activity. Phase 2.

Size 10 mg 50mg 100 mg

Inhibitory Selectivity

Inhibitor Name

10 mM/1 mL

Aurora A

<
'o]‘:‘,;i‘i; /

L

Aurora B

5 mg 25 mg

Aurora C

prolyl hydroxylase 1-3 (HIF PHD1-3), inhibiting PHD1, 2, 3 with ICsos
of 1.0, 1.0 and 14 nM, respectively.

Other

Alisertib ++++Cs0: 1.2 "M i ICs0: 396.5 nM
Tozasertib ++++Ki app: 0.6 nM ++ Kiapp: 18 nM +++ Kiapp: 4.6 nM Bcer-Abl,FLT3
Barasertib i ICs0: 1368 M ++++ |Cso: 0.37 nM
ZM 447439 ++  ICs: 110 nM + ICso: 130 nM LCK,Src,MEK1
MLN8054 ++++|Cs0: 4 NM + ICs0: 172 1M LCK,PKA,CK2
Danusertib +++ |Cs0: 13 M ++  |Cso: 79 nM ++  ICso: 61 nM Abl, TrkA,RET
AT9283 ++++Cs0: ~3.0 nM ++++ |Cso: ~3.0 nM JAK3,JAK2,Abl1 (T315l)
JNJ-7706621 +++ |Cso: 11 M +++ |Cso: 15 nM CDK2/CyclinE,CDK2/CyclinA,CDK1/CyclinB
Hesperadin + 1Cs0: 250 M TbAUK1
Aurora A Inhibitor | ++++|Cs0: 3.4 nM + ICs0: 3.4 M + ICs0: 432 nM
KW-2449 ++  ICs0: 48 nM FLT3 (D835Y),Abl (T315I),FLT3
SNS-314 Mesylate +++ |Cs0: 9 nM ++  |Cso: 31 nM ++++ [Cs0: 3 NM
ENMD-2076 +++ ICs: 14 nM i I1Cs0: 350 nM FLT3,RET,VEGFR3/FLT4
PHA-680632 ++  ICs0: 27 nM + ICs0: 135 M + ICs0: 120 nM FGFR1,PLK1,FLT3
MK-5108 ++++|Cso: 0.064 nM
CYCc116 +++ Ki 8 nM +++ Ki9nM VEGFR2,FLT3,CDK2/CyclinE
AMG-900 +++ |Cs0: 5 nM ++++ |Cso: 4 NM ++++ [Cs0: 1 NM p38a, TYK2,JNK2
PF-03814735 ++++|Cso: 0.8 NM +++ |Cs0: 5nM FLT1,FAK, TrkA
CCT129202 ++  ICs: 42 nM i ICs0: 198 nM + ICso: 227 nM
GSK1070916 + ICs0: 1.1 uM ++++ |Cso: 3.5 nM +++ I1Cs0: 6.5 1M FLT1,Tie-2,SIK
TAK-901 ++  1Cs0: 21 1M +++ |Cso: 15 nM JAK3,c-Src,YES1
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsss) and working concentrations of each inhibitor, please visit the website of www.selleckchem.com.
2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

Excellent Validation, Technical Support and Prompt Delivery

Alisertib (MLN8237) is a selective Aurora A inhibitor with 1Cso of 1.2 nM
in a cell-free assay. It has >200-fold higher selectivity for Aurora A than
Aurora B. Phase 3.

Size 5mg  10mg  50mg 10 mM/1mL

LT oo

f Data from [ Nat Commun, 2013, 4:

[T
e ;E““‘* 2656
o MLN8237 purchased from Selleck

Product Citations (45):
Cell Stem Cell, 2012, 11(2): 179-94
Nat Cell Biol, 2015, 17(2): 113-22

Tozasertib (VX-680, MK-0457) is a pan-Aurora inhibitor, mostly against
Aurora A with Kia, of 0.6 nM in a cell-free assay, less potent towards
Aurora B/Aurora C and 100-fold more selective for Aurora A than 55
other kinases. Phase 2.

Size  25mg 100mg 250mg 10 mM/1 mL

WA + LT sl
|
.

] ..

Product Citations (31):
Cell, 2010, 142(3): 444-55

Cell Stem Cell, 2012, 11(2): 179-94

P
.

-. Data from [ Curr Biol, 2011, 21(16):
1356-65]
orr Aldd P mesn NP

'VX-680 purchased from Selleck
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Barasertib (AZD1152-HQPA) is a highly selective Aurora B inhibitor with
ICs0 of 0.37 nM in a cell-free assay, ~3700 fold more selective for Aurora
B over Aurora A. Phase 1.

Size 5 mg 10 mg 50 mg 10 mM/1 mL !

Bememout o & 50
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e ——— | A
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Data from [ Oncogene, 2014, 33(27):

#cin 3550-60 ]
123 4n Barasertib purchased from Selleck

Product Citations (23):
Nat Cell Biol, 2014, 16(6): 550-60
J Exp Med, 2014, 211(12): 2439-54

ZM 447439 is a selective and ATP-competitive inhibitor for Aurora A and
Aurora B with ICs0 of 110 nM and 130 nM, respectively. It is more than
8-fold selective for Aurora A/B than MEK1, Src, Lck and has little effect
against CDK1/2/4, Plk1, Chk1, etc.

size 5mg 25mg _ 50mg 10 mM/1 mL o

HCT116

Product Citations (11):
Cancer Res, 2013, 73(22): 6722-33
Oncogene, 2014, 33(27): 3550-60

Data from [ Mol Cancer Ther, 2014,
13(5): 1298-308 |
ZM 447439 purchased from Selleck

AT9283 is a potent JAK2/3 inhibitor with ICso of 1.2 nM/1.1 nM in
cell-free assays; also potent to Aurora A/B, Abl(T315l). Phase 2.
ffffffffffffffffffffffffffffffffffffffffffffffffffffffffff Page 24

MLN8054 is a potent and selective inhibitor of Aurora A with ICso of 4 nM
in Sf9 insect cell. It is more than 40-fold selective for Aurora A than
Aurora B. Phase 1.

Size 5mg 10 mg 50 mg 10 mM/1 mL

s M ELHA0GS

c@"‘ﬁﬁ-"e_u R o
-

Y N

AR LAl EBEL Product Citations (10):

P.Bgr#amans Cancer Discov, 2014, 4(11): 1281-9
-
— s

J Cell Biol, 2012, 198(4): 591-605
| L] L= Coke?
| | Jpbe | | 8
o e . s - A Data from [ Cell Death Differ, 2013,
20(10): 1393-403 ]

TEa4sEroea MLN8054 purchased from Selleck

Danusertib (PHA-739358) is an Aurora kinase inhibitor for Aurora A/B/C
with 1Cso of 13 nM/79 nM/61 nM in cell-free assays, modestly potent to
Abl, TrkA, c-RET and FGFR1, and less potent to Lck, VEGFR2/3, c-Kit,

CDK2 etc. Phase 2.

Size 5mg 10 mg 50mg 10 mM/1 mL N
- — — i
; s
DS 2
£
B s Product Citations (11):

é Cancer Res, 2014, 74(20): 5878-90
W |

Cancer Res, 2013, 73(20): 6310-22
|

B o) =
F 3 sk . . Data from [ Cancer Res, 2013, 73(20):

[P T ————— 1 7|
THES | PHA-739358 purchased from Selleck

JNJ-7706621 is pan-CDK inhibitor with the highest potency on CDK1/2
with ICs0 of 9 nM/4 nM, showing >6-fold selectivity for CDK1/2 than
CDK?3/4/6 in cell-free assays. It also potently inhibits Aurora A/B and

has no activity on Plk1 and Wee1.
—————————————————————————————————————————————————————————— Page 77

Hesperadin potently inhibits Aurora B with ICso of 250 nM in a cell-free
assay. It markedly reduces the activity of AMPK, Lck, MKK1,
MAPKAP-K1, CHK1 and PHK while it does not inhibit MKK1 activity in
vivo.

Size 5mg 10 mg 50 mg 10 mM/1 mL

-~

1% o

Product Citations (11):
Nature, 2015, 522(7557): 492-6
Nat Cell Biol, 2014, 16(12): 1257-64

Data from [ Cancer Res, 2014, 74(10):
2825-34]
Hesperadin purchased from Selleck

Aurora A Inhibitor | is a novel, potent and selective inhibitor of Aurora A
with ICso of 3.4 nM in a cell-free assay. It is 1000-fold more selective for
Aurora A than Aurora B.

Size 5mg 10mg 50mg 10 mM/1 mL ey

G MerwuAehbbe | VS

Product Citations (7):
J Neurosci, 2012, 32(32): 11050-66
Carcinogenesis, 2012, 33(2): 285-93

Data from [ J Neurosci, 2012, 32(32):
11050-66 ]

Aurora A Inhibitor | purchased from
Selleck

www.selleckchem.com




MK-5108 (VX-689) is a highly selective Aurora A inhibitor with 1Cso of
0.064 nM in a cell-free assay and is 220- and 190-fold more selective for
Aurora A than Aurora B/C, while it inhibits TrkA with less than 100-fold
selectivity. Phase 1.

Size 5mg 10 mg 10 mM/1 mL

Basasartib MK-5108
el

pei E_ -
Actin - Data from [ Oncogene, 2014, 33(27):

3550-60 ]
MK-5108 purchased from Selleck

Product Citations (4):

Cancer Discov, 2013,
10.1158/2159-8290.CD-12-0426
Oncogene, 2014, 33(27): 3550-60

1 2 3 a4 &

Inhibitory Selectivity

KW-2449 is a multiple-target inhibitor, mostly for FIt3 with ICso of 6.6 nM,
modestly potent to FGFR1, Ber-Abl and Aurora A, little effect on PDGFR
B, IGF-1R, EGFR. Phase 1.

777777777777777777777777777777777777777777777777777777777 Page 43

AMG-900 is a potent and highly selective pan-Aurora kinases inhibitor
for Aurora A/B/C with ICso of 5 nM/4 nM /1 nM. It is >10-fold selective for
Aurora kinases than p38a, Tyk2, JNK2, Met and Tie2. Phase 1.

Size 5mg 10 mg 50 mg 10 mM/1 mL

PF-03814735 is a novel, potent and reversible inhibitor of Aurora A/B
with ICsoof 0.8 nM/5 nM, is less potent to FIt3, FAK, TrkA, and minimally
active to Met and FGFR1. Phase 1.

size 5mg 10mg  50mg 3

Inhibitor Name SIRT1 SIRT2 SIRT3 Sirtuin Other

Selisistat (EX 527) ++++ |Cso0: 38 NM

Sirtinol + ICs0: 131 uM ++  ICs0: 38 UM

SirReal2 ++++ |Cso: 140 nM
Splitomicin

AGK2 +++ ICs0: 3.5 UM

Tenovin-6 +++  1Cs0: 21 M +

Nicotinamide

Notes:

++ ICs0: 60 uM

ICs0: 67 uM p53

1. For more details, such as half maximal inhibitory concentrations (ICsis) and working concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation

3. Red "V" refers to compounds which do inhibitory effects on the related isoform, but without specific value.

Selisistat (EX 527) is a potent and selective SIRT1 inhibitor with 1Cso of
38 nM in a cell-free assay, exhibiting >200-fold selectivity against SIRT2
and SIRT3.

Size 5mg  10mg  25mg 10 mM/1mL

Product Citations (8):
Blood, 2014, 124(1): 121-33
J Pineal Res, 2014, 57(2): 228-38

Data from [ Cancer Res, 2014, 74(1):
298-308]
EX 527 purchased from Selleck

Sirtinol is a specific SIRT1 and SIRT2 inhibitor with ICso of 131 pM and
38 UM in cell-free assays, respectively. )
size 5mg  25mg 10 mM/1mL Ty

AGK2 is a potent, and selective SIRT2 inhibitor with ICs of 3.5 uM that
minimally affects either SIRT1 or SIRT3 at 10-fold higher levels.
Size 5mg 25mg 100 mg

Resveratrol has a wide spectrum of targets including cyclooxygenases
(i.e. COX, ICs<1 uM), lipooxygenases (LOX, IC5=2.7 uyM) , kinases,
sirtuins and other proteins. It has anti-cancer, anti-inflammatory,
blood-sugar-lowering and other beneficial cardiovascular effects.

Size 100mg 200mg 500mg 10 mM/1 mL

Product Citations (3):

Cell Physiol Biochem, 2015, 35(6):
2255-2271

Molecules, 2014, 19(12): 20570-9

Data independently produced by Dr.

Johanna Weiss of University Hospital
 Heidelberg

Resveratrol purchased from Selleck

Excellent Validation, Technical Support and Prompt Delivery

SRT1720 is a selective SIRT1 activator with ECs0 of 0.16 uyM in a
cell-free assay, but is >230-fold less potent for SIRT2 and SIRT3.

Size 5 mg 10 mg 50 mg 10 mM/1 mL

Product Citations (15):
Nat Med, 2015, 10.1038/nm.3821
EMBO J, 2013, 32(6): 791-804

Data from [ EMBO J, 2013, 32(6):
791-804 |
SRT1720 purchased from Selleck

Quercetin, a natural flavonoid present in vegetables, fruit and wine, is a
stimulator of recombinant SIRT1 and also a PI3Kinhibitor with ICso of
2.4-5.4 uM. Phase 4.

Size 100 mg

Quercetin
EGF + + + o+ + -

Quercetin(uM) 0 0.001 0.01 0.1 1 0

Data independently produced by Dr.
AKT _ Zhang of Tianjin Medical University
Quercetin purchased from Selleck

SRT2104 (GSK2245840) is a selective SIRT1 activator involved in the
regulation of energy homeostasis. Phase 2.
Size 5mg  25mg 100 mg

Inhibitory Selectivity

w:ri#eitor Epigenetic Reader Domain

(+)-Ja1 +++ BRD4(2),ICs0: 33 nM;BRD4(1),ICs0: 77 nM

I-BET151 + BRD3,ICs: 0.25 uM;BRD2,ICs0: 0.5 uM;BRD4,ICs0: 0.79 pM
PFI-1 ++ BRDA4,ICs0: 0.22 uyM

I-BET-762 +++ BET proteins,ICso: 35 "M

RVX-208 + BD2,ICs0: 0.51 uM

SGC-CBP30 ++++ CREBBP,ICs0: 21 nM;EP300,ICs0: 38 nM

Bromosporine = ++++ CECR2,ICs0: 17 nM;BRD2,ICs0: 0.41 uM;BRD9,ICs0: 0.122 pM;
BRD4,ICs: 0.29 uM

OTX015 ++++ BRDs,ECso: 10-19 nM

UNC1215 ++  L3MBTL3-D274A,ICso: 3.5 uM;L3MBTL3,ICs0: 40 nM;L3MBTL3,
Ka: 120 nM;L3MBTL3,ICs0: 40 nM;L3MBTL3,Ka: 120 nM

UNC669 + L3MBTLS3,ICso: 35 uM;L3MBTL4,ICs0: 69 uM;L3MBTL1,
1Cs0: 6 UM;L3MBTL3,ICs0: 35 uM

GSK1324726A +++ BRD4,ICs0: 22 nM;BRD3,ICs0: 31 nM;BRD2,ICs0: 41 nM

MS436 ++  BRD4(1),K: <0.085 iM;BRD4(2),K: 0.34 uM
CPI-203 +++ BRDA4,ICx: 37 nM

PFI-3 v
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsos) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

(+)-JQ1 is a BET bromodomain inhibitor, with 1Cso of 77 nM/33 nM for
BRD4(1/2) in cell-free assays, binding to all bromodomains of the BET
family, but not to bromodomains outside the BET family.
Size 10 mg 25mg

I-BET151 (GSK1210151A) is a novel selective BET inhibitor for BRD2,
BRD3 and BRD4 with ICso of 0.5 uM, 0.25 uM, and 0.79 uM in cell-free
assays, respectively.

Size 5mg 10 mg 50 mg

PFI-1 is a highly selective BET (bromodomain-containing protein)
inhibitor for BRD4 with ICso of 0.22 yM and for BRD2 with ICso of 98 nM
in a cell-free assay.

Size 5mg  50mg 10 mM/A mL %0 o

1 e

I-BET-762 is an inhibitor for BET proteins with ICso of ~35 nM in a
cell-free assay, suppresses the production of proinflammatory proteins
by macrophages and blocks acute inflammation, highly selective over
other bromodomain-containing proteins.
Size  10mg

RVX-208 is a potent BET bromodomain inhibitor with 1Cso of 0.510 M
for BD2 in a cell-free assay, about 170-fold selectivity over BD1. Phase
2.

Size 5mg 20 mg [ l -

CPI-203 is a potent BET bromodomain inhibitor with ICso of 37 nM for
BRD4.

Size 1mg 5 mg

OTX015 is a potent BET bromodomain inhibitor with ECso ranging from
10 to 19 nM for BRD2, BRD3, and BRD4 in cell-free assays. Phase 1.

Size 2mg 10 mg

SGC-CBP30 is a potent CREBBP/EP300 inhibitor with ICso of 21 nM
and 38 nM in cell-free assays, respectively. Exhibits 40-fold and
250-fold selectivity for CBP over the first BRD of BRD4 (BRD4(1)) and
BRD4(2) respectively.

Size 10 mg 50 mg

www.selleckchem.com
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Mivebresib(ABBV-075) is a novel BET family bromodomain inhibitor. It
binds bromodomains of BRD2/4/T with similar affinities (Ki of 1-2.2 nM)
and highly selective for 18 bromodomain proteins tested (Ks > 1 uM;
more than 600-fold selectivity vs. BRD4), but exhibits roughly 10-fold
weaker potency towards BRD3 (Ki of 12.2 nM) and has moderate
activity towards CREBBP (K« = 87 puM; 54-fold selectivity vs. BRD4).

Size 5mg 25 mg

CPI-0610 is a potent and selective benzoisoxazoloazepine BET
bromodomain inhibitor and currently undergoing human clinical trials for
hematological malignancies.

Size 5mg  25mg

EED226 is a potent, selective, and orally bioavailable a novel allosteric
Polycomb repressive complex 2 (PRC2) inhibitor with an ICso of 23.4 nM
when the H3K27me0 peptide was used as substrate and an I1Cso of
53.5 nM when the mononucleosome was used as the substrate. It
directly binds to the H3K27me3 binding pocket of EED.

Size 5mg 25 mg

UNC1215 is a potent and selective MBT (malignant brain tumor)
antagonist, which binds to L3MBTL3 with ICso of 40 nM and KD of 120
nM, 50-fold selective versus other members of the human MBT family.

Size 5mg 25 mg

Inhibitory Selectivity

Inhibitor Name Histone Acetyltransferase

C646 +++  Ki: 400 nM
MG149 ++  ICs0: 74 uM
Remodelin v
Anacardic Acid v

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICss) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation

3. Red "V" refers to compounds which do inhibitory effects on the related isoform, but without
specific value

C646 is an inhibitor for histone acetyltransferase, and inhibits p300 with
a Ki of 400 nM in a cell-free assay. Preferentially selective for p300
versus other acetyltransferases.

Size 10 mg 50 mg

MG149 is a potent histone acetyltransferase inhibitor with 1Cso of 74 yM
and 47 pM for Tip60 and MOF, respectively.

Size 5mg _ 25mg 100 mg

Anacardic Acid is a potent inhibitor of p300 and p300/CBP-associated
factor histone acetyltranferases, which also has antibacterial activity,
antimicrobial activity, prostaglandin synthase inhibition, and tyrosinase
and lipoxygenase inhibition.

Size 10 mg 50mg 200 mg

Curcumin is the principal curcuminoid of the popular Indian spice
turmeric, which is a member of the ginger family (Zingiberaceae). It is
an inhibitor of p300 histone acetylatransferase (ICs~25 uM) and
Histone deacetylase; activates Nrf2 pathway and supresses the
activation of transcription factor NF-«B.

Size 50 mg 10 mM/1 mL

Inhibitory Selectivity

Inhibitor Name DNA Methyltransferase Other

Decitabine ++++ |Cso: 100 ng/mL.

RG108 ++  ICso: 115nM

SGI-1027 + ICs0: 8 UM

Lomeguatrib +++ |Cso: 5 nM

Azacitidine v

Zebularine v Cytidine deaminase

Thioguanine v

Procainamide HCI v Sodium channel
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsis) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2."+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "V" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

Decitabine is a DNA methyltransferase inhibitor, incorporating into DNA
and resulting in hypomethylation of DNA and intra-S-phase arrest of
DNA replication. It is used to treat myelodysplastic syndrome (MDS).

Size  10mg  25mg 100mg 10 mM/1 mL

5 . s mampas © e - 4w
i3 =kl Y R
L [ L Product Citations (6):
o ——— J Immunol, 2015,
10.4049/ji 1403196
emtit e |rmTon
Mol Cell Biol, 2014, 34(22): 4143-64
e — Y i |
— e e — -
Data from [ PLoS One, 2014, 9(5):
—_—— L. e | s
—— €97719]
= o — Decitabine (DAC) purchased from
FT bk ] e Selleck

Excellent Validation, Technical Support and Prompt Delivery

Azacitidine is a nucleoside analogue of cytidine that specifically inhibits
DNA methylation by trapping DNA methyltransferases.
Size 50mg _ 5g _10mM/1mL

RG108 is an inhibitor of DNA methyltransferase with ICso of 115 nM in a
cell-free assay, but does not cause trapping of covalent enzymes.

Size 10 mg 50mg 200 mg 10 mM/1 mL

130
- . Product Citations (2):
L] Biosensors and Bioelectronics, 2014,
< e 66: 109-14
é o Lab Chip, 2014, 14(13): 2354-62
2
™ S Data from [ Lab Chip, 2014, 14(13):
a 3 1 o ] 3 2354-62]

g mOIH] a0 RG108 purchased from Selleck

Zebularine is a DNA methylation inhibitor that forms a covalent complex
with DNA methyltransferases, and also inhibits cytidinedeaminase with
Kiof 2 uM in a cell-free assay.

Size  10mg _ 50mg 10 mM/1mL o

Orom

SGI-1027 is a DNMT inhibitor with ICso of 6, 8, 7.5 pM for DNMT1,
DNMT3A, and DNMT3B in cell-free assays, respectively.

Size 10mg 100 mg

™ Neguns Copres L
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[ Product Citation (1):

Lab Chip, 2014, 14(13): 2354-62
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Data from [ Lab Chip, 2014,
14(13): 2354-62 ]

SGI-1027 purchased from Selleck

Inhibitory Selectivity

Inhibitor Name DNA Methyltransferase

Pinometostat ++++ Ki: 80 pM
EPZ005687 ++  Ki24nM
GSK343 +++  ICs0: 4-240 nM
BIX 01294 + ICs0: 2.7 uM
Tazemetostat +++  ICs0: 11 nM
3-deazaneplanocin A HCI ++++ Ki: 50 pM
UNC1999 +++  ICs0: 2-45 nM
MM-102 ++ ICs0: 0.4 uM

Inhibitory Selectivity

Inhibitor Name DNA Methyltransferase
SGC 0946 ++++ [Cs0: 0.3 nM
Entacapone ++ ICs0: 151 nM
EPZ015666 +++  Ki5nM
UNCO0379 + ICs0: 7.9 UM
El ++  ICso: 13-15nM
MI-2 + ICs0: 446 nM
MI-3 + ICs0: 648 nM
PFI-2 ++++ K 0.33 nM
GSK126 ++ ICs0: 9.9 nM
EPZ004777 +++  ICs0: 0.4 nM
BRD4770 B

UNC0631 v

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICscs) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

EPZ005687 is a potent and selective inhibitor of EZH2 with Ki of 24 nM
in a cell-free assay, 50-fold selectivity against EZH1 and 500-fold
selectivity against 15 other protein methyltransferases.
Size 5mg 25mg

[}

EPZ5676 is an S-adenosyl methionine (SAM) competitive inhibitor of
protein methyltransferase DOT1L with Ki of 80 pM in a cell-free assay,
demonstrating >37,000-fold selectivity against all other PMTs tested;
inhibits H3K79 methylation in tumor. Phase 1.
Size 10mg  50mg

GSK126 is a potent, highly selective EZH2 methyltransferase inhibitor
with 1Cso of 9.9 nM, >1000-fold selective for EZH2 over 20 other human
methyltransferases.

Size 5mg _ 25mg 100 mg

GSK343 is a potent and selective EZH2 inhibitor with ICso of 4 nM in a
cell-free assay, showing 60 fold selectivity against EZH1, and >1000-
fold selectivity against other histone methyltransferases.
Size 5 mg 25 mg

BIX 01294 is an inhibitor of G9a histone methyltransferase with ICso of
2.7 UM in a cell-free assay, reduces H3K9me2 of bulk histones, and
also weakly inhibits GLP (primarily H3K9me3); no significant activity
observed at other histone methyltransferases.
Size  10mg _ 25mg 10 mM/1 mL

www.selleckchem.com




EPZ-6438 is a potent, and selective EZH2 inhibitor with Ki and 1Cso of
2.5 nM and 11 nM in cell-free assays, exhibiting a 35-fold selectivity
versus EZH1 and >4, 500-fold selectivity relative to 14 other HMTs.

Size 10 mg 50 mg

MM-102 is a high-affinity peptidomimetic MLL1 inhibitor with ICso of 0.4
UM in a cell-free assay.

Size 2mg  20mg

UNC1999 is a potent, orally bioavailable and selective inhibitor of EZH2
and EZH1 with ICs of 2 nM and 45 nM in cell-free assays, respectively,
showing >1000-fold selectivity over a broad range of epigenetic and
non-epigenetic targets.
Size 5mg

EPZ004777 is a potent, selective DOT1L inhibitor with ICs, of 0.4 nM in
a cell-free assay and demonstrates >1,200-fold selectivity for DOT1L
over all other tested PMTs.

Size 5mg 50 mg

3-Deazaneplanocin A (DZNeP) HCI, an analog of adenosine, is a
competitive inhibitor of S-adenosylhomocysteine hydrolasewith Ki of 50
pM in a cell-free assay.
Size 1mg 5 mg

SGC 0946 is a highly potent and selective DOT1L methyltransferase
inhibitor with ICso0 of 0.3 nM in a cell-free assay, but it is inactive against
a panel of 12 PMTs and DNMT1.

Size 10 mg 50 mg

PFI-2 is a potent, selective, and cell-active lysine methyltransferase
SETD?7 inhibitor with Ki (app) and ICso of 0.33 nM and 2 nM, 1000-fold
selectivity over other methyltransferases and other non-epigenetic
targets. a8
Size 10mg  50mg 0

EPZ015666 is a potent, selective and orally bioavailable PRMT5
inhibitor with Ki of 5 nM, >20,000-fold selectivity over other PMTs.

Size 5mg 25 mg " 3
TR

<D

MI-463 is a potent inhibitor of Menin-MLL interaction with an ICso value
of 15.3 nM.

size 2mg  5mg _ 25mg

D

MI-503 is a potent and selective Menin-MLL inhibitor with ICso of

14.7 nM. It shows pronounced growth suppressive activity in a panel of
human MLL leukemia cell lines(Glso at 250 nM-570 nM range), but only
a minimal effect in human leukemia cell lines without MLL
translocations.

Size 2mg 5mg 25 mg

Chaetocin, a natural product from Chaetomium species, is a histone
methyltransferase inhibitor with 1Cso of 0.8 uyM, 2.5 uM and 3 pM for
dSU(VAR)3-9, mouse G9a and Neurospora crassa DIM5, respectively.

Size 1mg 5mg

Inhibitory Selectivity

Inhibitor
Name

Histone demethylase
GSKJ4HCI  ++ JMJD3,ICs0: 60 nM
0G-L002 +++ LSD1,ICs0: 20 nM

JIB-04 + JMJD2A,ICs0: 445 nM;JMJD2D,|Cs0: 290 nM;JMJD2E,ICs0: 340 nM;
JMJD3,|Cs0: 855 nM;JMJD2B,|Cs0: 435 nM;JARID1A,ICs0: 230 nM

CPI-455 HCI ++++1Cs0: 10 nM
ORY-1001 +++ LSD1/KDM1A,ICs0: 20 nM
GSK J1 +++  JMJD3(KDM6B),ICs0: 28 nM;UTX(KDMBA),ICs0: 53 nM

GSK-LSD1 2HCI ++++ LSD1,ICs0: 16 nM

SP2509 ++++ LSD1,ICs0: 13 nM
ML324 + JMJD2,|Cs0: 920 nM
10X1 ++  KDM2A,ICs0: 1.8 uM;KDM5C,ICs0: 19 pM;PHD2,ICs0: 33 pM;

KDMAE,ICso: 2.3 uM;KDM3A,ICs0: 0.1 uM;KDM8B,ICs0: 1.6 pM;
KDMA4C,ICs0: 0.6 uM

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsos) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+"indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

GSK J4 HCl is a cell permeable prodrug of GSK J1, which is the first
selective inhibitor of the H3K27 histone demethylase JMJD3 and UTX
with ICso of 60 nM in a cell-free assay and inactive against a panel of
demethylases of the JMJ family.

Size  10mg _ 50mg 10 mM/1mL

OG-L002 is a potent and specific LSD1 inhibitor with ICso of 20 nM in a

cell-free assay, exhibiting 36- and 69-fold selectivity over MAO-B and

MAO-A, respectively.

s o
ize 5mg 25mg o

¢

Excellent Validation, Technical Support and Prompt Delivery

10X1 is a potent and broad-spectrum inhibitor of 20G oxygenases,
including the JmjC demethylases.
Size 10 mg 50 mg

JIB-04 is a pan-selective Jumoniji histone demethylase inhibitor with
ICs0 of 230, 340, 855, 445, 435, 1100, and 290 nM for JARID1A,
JMJD2E, JMJD3, JMJD2A, JIMJD2B, JMJD2C, and JMJD2D in cell-free
assays, respectively.
Size 20mg  50mg I

GSK-LSD1 2HCI is an irreversible, and selective LSD1 inhibitor with
ICs0 of 16 nM, > 1000 fold selective over other closely related FAD
utilizing enzymes (i.e. LSD2, MAO-A, MAO-B).
Size 5 mg 25 mg 100 mg

SP2509 is a selective histone demethylase LSD1 inhibitor with ICso of
13 nM, showing no activity against MAO-A, MAO-B, lactate dehydro
-genase and glucose oxidase.

Size 5mg  25mg 100 mg L

aAhy

T

GSK2879552 2HCl is a potent, selective, orally bioavailable,

irreversible LSD1 inhibitor with K@ of 1.7 uM. Phase 1.
Size 5mg  25mg “ o
N

L now
CPI-455 is a specific KDM5 inhibitor, elevating global levels of H3K4
trimethylation (H3K4me3) and decreased the number of DTPs in
multiple cancer cell line models treated with standard chemotherapy or
targeted agents.
Size 5mg 25mg

www.selleckchem.com




VEGFR VEGFR
Protein Tyrosine Kinase Inhibitory Selectivity
Inhibitor Name VEGFR1 VEGFR2 VEGFR3 Other
«@ 7> Kinase A& EGF-Like ® IG-Like o o, . o, . e 2 Ki
® Fibronetin ® Acid Box V" Giycine Rich . Dovitinib ICs0: 10 nM ICso: 13 nM ICso: 8 M FLT3,c-Kit,FGFR1
E] Cysteine Rich <> Cadherin W Linifanib ++++1Cs0: 3 nM ++++ |Cso: 4 nM + 1Cs0: 190 M CSF-1R,FLT3,Kit
BL]  Leucine Rich
i m Vatalanib 2HCI +  ICs0: 77 nM ++  |Cso: 37-270 nM +  ICs: 660 nM PDGFRB,c-Kit,c-Fms
1 RAF265 ++  ECso: 30 nM B-Raf
: Tivozanib ++  ICs0: 30 nM +++  [Cso: 6.5 M ++  ICs: 15nM EphB2,PDGFRa,PDGFRB
e'e'e ." .".‘..'..".:-‘.-'..‘..‘..‘..‘..‘.. Ve e e e’ DO Motesanib Diphosphate ++++1Cs0: 2 NM ++++ |Cso: 3-6 NM +++ |Cs0: 6 NM Kit, RET,PDGFR
AN ‘\‘&\“‘“““‘\\‘\“R\‘ y ““‘“&\\ oTevey Lenvatinib ++  ICs:220M 4+ [Coo: 4.0 nM +++ ICx:5.2nM PDGFRG,FGFR1,PDGFRa
. DOSOADRY m&\\ OO Orantinib + o Ke24M PDGFRB,FGFR1
. 4 \ .‘W Brivanib A ICso: 380 nM ++  |Cso: 25 nM FGFR1
YOO MGCD-265 ++++Cs0: 3 nM ++++|C50: 3 nM ++++1Cs0: 4 M Met,RON, Tie-2
: AEE788 +  ICs0: 59 nM +  ICs0: 77 1M +  ICs:330nM EGFR,HER2/ErbB2,c-Abl
ENMD-2076 + ICs0: 58.2 nM ++  1Cs0: 15.9 nM FLT3,RET,Aurora A
0sS1-930 +++ 1Cs0: 8 M +++ |Cs0: 9 nM CSF-1R,LCK,C-Raf
CYC116 ++  Ki44nM Aurora A,Aurora B,FLT3
Pan-PDlg:l:?ir:?;\ihitors Pan-VEGFR |np, b Kig751 ++++ |Cso: 0.9 NM c-Kit,PDGFRa,FGFR2
> “ Inhibitors
Grenolanih Niwini Pan-Trg Reconior Telatinib +++ |Cso: 6 "M ++++ [Csa: 4 NM c-Kit, PDGFRa
Selegtive PDGER Inhibitors Selectiegoratenib 5837 bitors ) )
_Iyéllﬂt_ugéb(%l)sigg) 3;6\‘%3%.6,,;2,“0,5 se‘ecﬁves'r',z(sfz”’ Pazopanib +++ |Cs0: 10 nM ++  1Cs0: 30 "M +  ICs: 47 nM FGFR,PDGFR,c-Kit
st Cab, v/ 1) Inhin - Xecept
A atinib sAéﬁz’,‘i';';"((,‘{Egg;gf) ewaﬂ"y'?é‘?{,w . KRN 633 +  ICs: 170 nM + ICso: 160 M +  ICs:125nM PDGFRa,c-Kit BTK
hibitors. SAR131675 ++  ICs0: 23 nM
Pan e EW541 Dovitinib I annibitors
leb) Canertinib ggﬁﬁmzu ) Amuvatinib Foraninit 5 Dovitinib Dilactic Acid +++ 1Cs0: 10 nM +++ Cso: 13 1M +++ ICs0: 8 M FLT3,c-Kit, FGFR1
n Lapat Selactive IGF-1R Inhibitars ostoa0 PHA-66573, Tie2 kjaanibitors i i
o NVK(.;A?::;A(‘Z G(LG;) BMS-777607 ab, ;’xs:n'g',-"'-ﬁ""w Apatinib ++++ 1Cs0: 1 nM RET,c-Kit,c-Src
GF! - - Maog Linil
'x 0-265 BMS-794833 ++  ICs0: 15nM Met
g Cabozantinib malate +++ ICs0: 12 1M ++++ |Cso: 0.035 nM +++ |Cso: 6.0 NnM c-Met,Kit,Axl
g l T l Brivanib Alaninate +  ICso: 380 nM ++  ICx: 25 nM FGFR1
o inil ++ : -
= m m Ber-Abl - l Golvanmb. ICso: 16 1M =R
= / \‘ Semaxanib 4 ICso: 1.23 UM
[<5) m m @ @ ZM 323881 HCI ++++ Cso: <2 M
..6 ROCK
o { * * ZM 306416 + ICs0: 0.33 pM Src,Abl
m m @ G ENMD-2076 L-(+)-Tartaric acid +  ICx:582nM ++  ICs: 15.9 M FLT3,RET Aurora A
l \ @ BFH772 ++++1Cs0: 3 nM
MAPK JAK/STAT
::gstl;l‘x; Pl:ch-;gy Pathway — "Pathway SU5402 ++  ICs0: 20 NM FGFR1,PDGFRB
Sunitinib +  ICs: 80 nM c-Kit,FLT3 Kit
Dovitinib Lactate +++ 1Cs0: 10 nM +++ |Cs0: 13 nM +++ |Cs0: 8 NM FLT3,c-Kit,FGFR1
LY2874455 +++ |Cso: 7 nM FGFR2,FGFR1,FGFR4
SKLB1002 ++  ICs0: 32 nM
AZD2932 +++ |Cso: 8 nM PDGFRB,Fit3,c-Kit
Inhibitory Selectivity Notes:
1. For more details, such as half maximal inhibitory concentrations (ICses) and working concentrations of each inhibitor, please visit the website of www.selleckchem.com.
Inhibitor Name VEGFR1 VEGFR2 VEGFR3 Other 2."+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.
Sorafenib Tosylate ++  1Cs0: 90 nM Raf-1,B-Raf,B-Raf (V599E)
Sunitinib Malate + ICs: 80 nM Kit,FLT3,PDGFRB $1005  Axitinib (ac013736) $1010_ Nintedanib_(iaF 1120, intedanib)
Cabozantinib +++ 1Cs0: 12 nM ++++ |Cso: 0.035 nM +++ Cs0: 6.0 "M c-Met,Kit, Ax| Axitinib is a multi-target inhibitor of VEGFR1, VEGFR2, VEGFR3, Nintedanib (BIBF 1120) is a potent triple angiokinase inhibitor for
- PDGFRB and c-Kit with ICso of 0.1 nM, 0.2 nM, 0.1-0.3 nM, 1.6 nM and  VEGFR1/2/3, FGFR1/2/3 and PDGFRa/B with 1Cs0 of 34 nM/13 nM/13
Ponatinib ++++|Cso: 1.5 "M Abl,PDGFRa,FGFR1 A X " | - ’ 2 N
* ! <@ 1.7 nM in Porcine aorta endothelial cells, respectively. nM, 69 nM/37 nM/108 nM and 59 nM/65 nM in cell-free assays. Phase
Axitinib ++++Cs0: 0.1 "M ++++ [Cso: 0.18-0.2 nM ++++ |Cs0: 0.1-0.3 M PDGFRB,Kit,PDGFRa Size  50mg  100mg 10 mM/1 mL 3 2
Wl -
Foretinib +++ |Cso: 6.8 NM ++++ |Cso: 0.86 nM ++++ |Cso: 2.8 NM Met, Tie-2,RON Size 5mg 10 mg 50mg 10 mM/1 mL g O S
e e
Vandetanib ++  |Cs0: 40 nM +  ICs: 110 nM A Mat . . . o
i R - . X
Nintedanib ++  ICs: 340M +++ ICsi 13 1M +++ s 13 M LCK,FLT3,FGFR2 E_ o :;‘:‘i:‘:‘;::::"z’og‘z”z( 4y 34455 5- ~ _,_“\l
M y y A LCERE T N itatis H
Regorafenib +++ ICs0: 13 nM ++++ Cso1 4.2 1M +  ICsx:46nM RET,Raf-1 Kit 5 Development, 2013, 140020): 421425 § et '2%'1'?'3’7"&%2’9) 349-55
L2 ’ ! "~
Pazopanib HCI +++ [Cs0: 10 NM ++  ICso: 30 "M + ICw: 47 0M FGFR,PDGFR,c-Kit ,E i e Nat Neurosci, 2014, 17(1): 24-6
T
iranil . . . ; Data from [ Cancer Discov, 2012, 2(4): E i
Cediranib +++ 1Cso: 5 nM ++++ |Cso: 0.5 NnM ++++ |Cso: £3 NM c-Kit,PDGFRB,FGFR1 - - - 35:\55 ]m [ Cancer Discov, (4): : " L Data from [ Mol Cancer Ther, 2013,
PD173074 +  ICs: 100-200 "M FGFR1,c-Src Mg PR  Axitinib purchased from Selleck @ T n m Em e 12(9) 1749-62]
- I Nil i from Selleck

Excellent Validation, Technical Support and Prompt Delivery vww.selleckenem.com




Cabozantinib (XL184, BMS-907351) is a potent VEGFR2 inhibitor with
ICso of 0.035 nM and also inhibits c-Met, Ret, Kit, FIt-1/3/4, Tie2, and
AXL with ICso of 1.3 nM, 4 nM, 4.6 nM, 12 nM/11.3 nM/6 nM, 14.3 nM
and 7 nM in cell-free assays, respectively.

Size 5mg 50mg 200 mg 10 mM/1 mL

Product Citations (13):
Cancer Discov, 2014, 4(7): 816-27
Nat Commun, 2014, 5: 3116

Data from [ Nat Commun, 2014, 5:
3116]
Cabozantinib purchased from Selleck

Vandetanib (ZD6474) is a potent inhibitor of VEGFR2 with I1Cso of 40 nM
in a cell-free assay. It also inhibits VEGFR3 and EGFR with ICso of
110 nM and 500 nM, respectively. Not sensitive to PDGFR, Flt1, Tie-2
and FGFR1 with ICs of 1.1-3.6 pM. No activity against MEK, CDK2,
c-Kit, erbB2, FAK, PDK1, Akt and IGF-1R with ICso above 10 pM.

Size  25mg _100mg 500 mg

Product Citations (16):
Nature, 2015, 10.1038/nature 14329
Nat Commun, 2014, 5: 3116

Data from [ Nat Commun, 2014, 5:
3116]

from Selleck

Regorafenib (BAY 73-4506) is a multi-target inhibitor for VEGFR1,
VEGFR2, VEGFR3, PDGFRB, Kit, RET and Raf-1 with ICso of 13
nM/4.2 nM/46 nM, 22 nM, 7 nM, 1.5 nM and 2.5 nM in cell-free assays,
respectively.

A

Size 5mg 25mg 100 mg 10 mM/1 mL
—- Ve e
i ] "
m dagervien
| i //; Product Citations (10):
E . A Proc Natl Acad Sci USA, 2015, 112(6):
P 1839-44
A 55‘ e J Clin Endocrinol Metab, 2013, 98(6):
E 4 54,:5____4’ 2502-12
1 Efi".-. T
E ar s Data from [ Mol Pharmacol, 2013, 84(4):
W2 4 8 B WM 562-71]
Tirm igwyel nkne cmawdan of isssimasi Regorafenib purchased from Selleck

Pazopanib HCI (GW786034 HCI) is a novel multi-target inhibitor of
VEGFR1, VEGFR2, VEGFR3, PDGFR, FGFR, c-Kit and c-Fms with
ICs0 of 10 nM, 30 nM, 47 nM, 84 nM, 74 nM, 140 nM and 146 nM in
cell-free assays, respectively.

Size 10mg 25mg 100mg 10 mM/1 mL s

Volns Bt Fagh Ealod b

¥ : 4 Ty Product Citations (4):
Cancer Discov, 2013, 3(6): 636-47

A J Virol, 2011, 85(5): 2296-303
Pt el P Paigarsly b

e e

= 13' e S . Data from [ Expert Opin Pharmacother,
[ 2014, 15(11): 1489-99 ]

- Pazopanib HCI purchased from Selleck

Cediranib (AZD2171) is a highly potent VEGFR(KDR) inhibitor with ICso
of <1 nM, and also inhibits Flt1/4 with ICso of 5 nM/<3 nM, similar activity
against c-Kit and PDGFR, 36-, 110-fold and >1000-fold selective more
for VEGFR than for PDGFR-a, CSF-1R and Flt3 in HUVEC cells. Phase
3.

Size 5mg 25mg 50 mg 10 mM/1 mL

Sl — Ly e

HEP g I Product Citations (17):

quﬁmu Cancer Res, 2013, 73(16): 5195-205
Clin Cancer Res, 2014, 20(14): 3849-61

CIEI
E m Data from [ Mol Cancer Ther, 2013,
S = oy 38 12(12): 2909-16 ]
I -IE = - E Cediranib (VEGFRI) purchased from
. : Selleck

Linifanib (ABT-869) is a novel, potent ATP-competitive VEGFR/PDGFR
inhibitor for KDR, CSF-1R, Flit-1/3 and PDGFR with ICso of 4 nM, 3 nM,
3 nM/4 nM and 66 nM respectively, mostly effective in mutant
kinase-dependent cancer cells (i.e. FLT3). Phase 3.

size 5mg  10mg _ 50mg 10 mMA mL ey ey
™

E epm

i = L Product Citations (2):

i Mol Cell Proteomics, 2012, 11(6): M112

i ] Liver Int, 2011, 32(3): 400-9

Data from [ Liver Int, 2011, 32(3): 400-9 ]
Linifanib purchased from Selleck

Tivozanib (AV-951) is a potent and selective VEGFR inhibitor for
VEGFR1/2/3 with ICso of 30 nM/6.5 nM/15 nM, and also inhibits PDGFR
and c-Kit, low activity observed against FGFR-1, Fit3, c-Met, EGFR and
IGF-1R. Phase 3.

size 5mg _10mg _ 50mg 10 mM/A mL

Beartek]  FOEE

Product Citations (6):
J Chem Inf Model, 2014, 54(3): 881-93
Cytometry A, 2014, 85(6): 537-47

Data from [ Cytometry A, 2014, 85(6):
537-47]
Tivozanib purchased from Selleck

Lenvatinib  (E7080) is a multi-target inhibitor, mostly for
VEGFR2(KDR)/VEGFR3(FIt-4) with ICso of 4 nM/5.2 nM, less potent
against VEGFR1/FIt-1, ~10-fold more selective for VEGFR2/3 against
FGFR1, PDGFRa/B in cell-free assays. Phase 3.

Size 2mg  10mg _ 50mg 10 mM/1 mL L, ,

0 M

Product Citations (5):
Clin Cancer Res, 2015, 21(7): 1652-64
Neoplasia, 2014, 16(11): 972-81

Data from [ Asian Pac J Cancer Prev,
2014, 5(7): 3113-21]
E7080 purchased from Selleck

Apatinib is an orally bioavailable, selective VEGFR2 inhibitor with I1Cso of
1nM.

Size  10mg _ 50mg 10 mM/1 mL

Excellent Validation, Technical Support and Prompt Delivery

Brivanib is an ATP-competitive inhibitor against VEGFR2 with ICso of 25
nM, moderate potency against VEGFR-1 and FGFR-1, but >240-fold
against PDGFR-B. Phase 3.

size 5mg 10mg _ 50mg 10 mM/1 mL

Product Citations (2):
Genome Biol, 2014, 15(8): 428
Int J Oncol, 2013, 44(3): 959-69

Data independently produced by Dr.
‘Yong-Weon Yi from Georgetown
University Medical Center
Brivanib purchased from Selleck

L
-=HEERE

Pazopanib is a novel multi-target inhibitor of VEGFR1, VEGFR2,
VEGFR3, PDGFR, FGFR, c-Kit and c-Fms with ICso of 10 nM, 30 nM,
47 nM, 84 nM, 74 nM, 140 nM and 146 nM in cell-free assays,
respectively.

Size 25mg 100 mg \

-

5 A P
E Product Citations (6):
Cancer Discov, 2013, 3(6): 636-47
3 Clin Cancer Res, 2014, 19(9): 2368-80
j Data from [ J Virol, 2010, 85(5):
o 2296-303]
Caparmin sl Pazopanib purchased from Selleck
Inhibitory Selectivity
Inhibitor Name EGFR/ErbB1 HER2/ErbB2
Erlotinib HCI ++++1Cs0: 2 NM
Gefitinib ++  ICs0: 26-57 nM
Lapatinib Ditosylate | ++ ICso: 10.8 nM ++  1Cs0: 9.2 NM
Afatinib ++++|Cs0: 0.5-10 M ++  ICs0: 14 nM
Neratinib +  ICe: 92 M + ICs0: 59 nM
Canertinib ++++1Cs0: 1.5 nM +++ 1Cs0: 9.0 "M
Lapatinib ++  1Cso: 10.8 nM ++  ICs0: 9.2 "M
AG-490 + 1Cs0: 0.1 uM + ICs0: 13.5 UM
CP-724714 ++  ICs: 10 nM
Dacomitinib +++ 1Cs0: 6.0 M + ICs0: 45.7 nM
WZ4002 ++++ |Ceo: 2-8 NM
Sapitinib +++ 1Cs0: 4 nM +++ 1Cs0: 3 nNM
CuDC-101 +++ 1Cso: 2.4 M ++ ICso: 156.7 nM
AG-1478 +++ 1Cs0: 3 1M
PD153035 HCI ++++Ki: 5.2 pM
Pelitinib + ICs0: 38.5 nM + ICs0: 1.255 uM
AEE788 ++++ |Ceo: 2 NM +++ |Cs0: 6 NM
AC480 ++  1Cs0: 20 NM + ICs0: 30 nM
0SI1-420 ++++|Cs0: 2 NM
Wz3146 ++++Cs0: 2-5 nM
AST-1306 ++++1Cs0: 0.5-12 nM +++ |Cs: 3.0 NnM
Rociletinib ++  Ki21.5-303.3 nM
Varlitinib +++ |Cs0: 7 NM ++++ Cso: 2 NM
Icotinib +++ 1Cs0: 5 1M
TAK-285 ++  1Cs0: 23 nM ++ ICs: 17 nM

Semaxanib (SU5416) is a potent and selective VEGFR(FIk-1/KDR)
inhibitor with 1Cso of 1.23 pM, 20-fold more selective for VEGFR than
for PDGFRB, lack of activity against EGFR, InsR and FGFR. Phase 3.

Size 5mg 10 mg 50 mg 10 mM/1 mL

Cabozantinib malate (XL184) is the malate of Cabozantinib, a potent
VEGFR2 inhibitor with ICso of 0.035 nM and also inhibits c-Met, Ret, Kit,
FIt-1/3/4, Tie2, and AXL with ICso of 1.3 nM, 4 nM, 4.6 nM, 12 nM/11.3
nM/6 nM, 14.3 nM and 7 nM in cell-free assays, respectively.

Size 10 mg 50 mg 10 mM/1 mL o

on

LT

o

i A

o~
1

Product Citations (12):
Cancer Discov, 2014, 4(7): 816-27
Nat Commun, 2014, 5: 3116

Data from [ Cell Death Dis, 2013, 4.
e627 ]
XL184 purchased from Selleck

ErbB3 ErbB4 Other

5 ICs0: 367 nM
KDR,Src
+ ICs0: 367 nM
+ ICs0: 73.7 nM
+++ 1Cs0: 4 nM
HDAC,HDAC1,HDAC6

Src,MEK/ERK,Raf

+  ICs0: 160 nM c-Abl,FLT1,c-Fms

+ I1Cs0: 190 nM

++++ ICs0: 0.8 nM

+  ICso: 260 nM MEK?1,Aurora B,LCK

www.selleckchem.com
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EGFR

Inhibitory Selectivity
Inhibitor Name EGFR/ErbB1 HER2/ErbB2 ErbB3 ErbB4 Other
WHI-P154 +++ |Cs0: 4 M Src,VEGFR,JAK3
PD168393 ++++1Cs0: 0.70 nM
CNX-2006 ++  |Cso: <20 nM
Tyrphostin 9 + ICs0: 460 UM PDGFR
AG-18 +  ICso: 35 uM
AZD3759 ++++1Cs0: 0.3 M
Afatinib Dimaleate ++++|Cs0: 0.4-0.5 "M ++  ICs: 14 nM
Erlotinib ++++Ce0: 2 NM
CL-387785 ++++ [Cso: 370 pM
Osimertinib ++  ICs: 12.92 nM
Genistein N topo Il
Naquotinib v

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICses) and working concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2.

icates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "V" refers to compounds which do inhibitory effects on the related isoform, but without specific value.

S$1023 Erlotinib HCI (osi-744) EGFR/ErbB1 selective

S1011  Afatinib (B1IBW2992)

Erlotinib HCI (OSI-744) is an EGFR inhibitor with ICso of 2 nM in cell-free
assays; >1000-fold more sensitive for EGFR than for human c-Src or
v-Abl. N
Size 100mg 500 mg s ‘01\‘ A

_ = Hel ““\“j/\

Product Citations (71):
Cell, 2012, 151(5): 937-50
Nat Genet, 2012, 44(8): 852-60

Data from [ Cancer Discov, 2013, 3(12):
1404-15]
¢ Erlotinib purchased from Selleck

$1025 Gefitinib (zp1s3g)

EGFR/ErbB1 selective

Gefitinib (ZD1839) is an EGFR inhibitor for Tyr1173, Tyr992, Tyr1173
and Tyr992 in the NR6WtEGFR and NR6W cells with ICso of 37 nM,
37nM, 26 nM and 57 nM, respectively.
Size 100mg 250mg 10 mM/1 mL

bee)

g
P ot

o
L

Product Citations (8):
Nature, 2014, 508(7494): 118-22
Nature, 2012, 483(7387): 100-3

Data from [ Cancer Res, 2014, 74(1):
253-62]
Gefitinib purchased from Selleck

. . i b, AL

$1019 Canertinib (ci-1033, PD183805)
Canertinib (CI-1033) is a pan-ErbB inhibitor for EGFR and ErbB2 with

ICs0 of 1.5 nM and 9.0 nM; no activity to PDGFR, FGFR, InsR, PKC, or
CDK1/2/4. Phase 3.

o~
Size 10mg 25mg  50mg  200mg 0 wh Ao
PSS
ot
EGER-ARED
1GEM SHMG3)
Product Citations (7):
Cancer Discov, 2012, 2(5): 458-71
gaam  Hegm
PLoS One, 2015, 10(4): e0123623
_ gl ggfm
O o ;
Data from [ Cancer Discov, 2012, 2(5):
[ ) [ v o (v1Ty 458-71]
1 T [ CI-1033 from Selleck

Afatinib  (BIBW2992) irreversibly inhibits EGFR/HER2 including
EGFR(wt), EGFR(L858R), EGFR(L858R/T790M) and HER2 with ICso
of 0.5 nM, 0.4 nM, 10 nM and 14 nM in cell-free assays, respectively.

Size 5mg 10mg  50mg 10 mM/1mL .
ol
s
= S
f - Q3
i Product Citations (34):
! Cancer Discov, 2015, 5(7): 713-22

Cancer Discov, 2013, 3(2): 168-81

2 Data from [ Cancer Res, 2014, 74(1):
i i 341-52]
Afatinib purchased from Selleck

S2111 Lapatinib (Gw-572016)

Lapatinib, used in the form of Lapatinib Ditosylate, is a potent EGFR
and ErbB2 inhibitor with 1Cs0 of 10.8 and 9.2 nM in cell-free assays,
respectively.

: Ioe
Size 25mg 100 mg 10 mM/1 mL 0o T 2"
0. &I e
. Yy
1 Product Citations (35):
i m ] — T e | Cancer Cell, 2015, 27(3): 397-408
H Cancer Cell, 2012, 21(4): 488-503
EM I
-I.' "‘l ‘:l Data from [ Oncogene, 2014,
-alll.l' skt —m.s - 10.1038/0nc.2014.41 |
-_ ol Dol

Lapatinib purchased from Selleck

S$1143 AG-490 (Tyrphostin B42)

AG-490 (Tyrphostin B42) is an inhibitor of EGFR with ICso of 0.1 uM in
cell-free assays; 135-fold more selective for EGFR versus ErbB2; also
inhibits JAK2 with no activity to Lck, Lyn, Btk, Syk and Src.

Size 10 mg 25 mg 10 mM/1 mL

EGFR/ErbB1 selective

:D"TE (A®
e it 3

Fomn —— — 4 i -
Product Citations (12):
LL l-"l D 1 l LI} 1 1 Clin Cancer Res, 2013, 19(17):

IS e | 1607705

o e ) INRTE Cancer Lett, 2015, 359(2): 335-43
e - MTATE
e . BTAT

Data from [ Carcinogenesis, 2014,
35(4): 795-806 |

i3 348 4 T a /AG-490 purchased from Selleck

Excellent Validation, Technical Support and Prompt Delivery

EGFR

$2727 Dacomitinib (PF299804, PF299)

$2205 0SI-420

EGFR/ErbB1 selective

Dacomitinib (PF299804, PF299) is a potent, irreversible pan-ErbB
inhibitor, mostly to EGFR with ICso of 6 nM in a cell-free assay; effective
against NSCLCs with EGFR or ERBB2 mutations (resistant to gefitinib)
as well as those harboring the EGFR T790M mutation. Phase 2.

Size 5mg 10 mg 50 mg 10 mM/1 mL o
P ped
e SO0
P
e 11
3 — - -

Product Citations (5):
e N - [ ™" Gut, 2015, 10.1136/gutn-2014-309026

[ ——— J Immunol, 2013, 192(2): 722-31
P -

e ——

sy ————

Data from [ J Gastrointest Surg, 2013,
17(10): 1723-31]
PF299804 purchased from Selleck

$1173  WZ4002

WZ4002 is a novel, mutant-selective EGFR inhibitor for EGFR(L858R)
/(T790M) with ICso of 2 nM/8 nM in BaF3 cell line; does not inhibit
ERBB2 phosphorylation (T798l).

Size 10 mg 50mg 100 mg 10 mM/1 mL

EGFR/ErbB1 selective

Product Citations (13):

Nat Commun, 2015, 6: 6377

Proc Natl Acad Sci USA, 2013, 110(38):
E3595-604

Data from [ Proc Natl Acad Sci USA,
2013, 110(38): E3595-604 ]
WZ4002 purchased from Selleck

S2728 AG-1478 (Tyrphostin AG-1478, NSC 693255)

AG-1478 (Tyrphostin AG-1478) is a selective EGFR inhibitor with ICso of
3 nM in cell-free assays, almost no activity on HER2-Neu, PDGFR, Trk,
Bcer-Abl and InsR.

Size 5mg 25 mg 50 mg 10 mM/1 mL

EGFR/ErbB1 selective

Ll
D G PO A -
H b Product Citations (7):

Cell Rep, 2013, 4(4): 764-75
J Pharmacol Exp Ther, 2012, 341(2):
386-95

Data from [ Toxicol Lett, 2014, 226(1):
81-9]
AG-1478 purchased from Selleck

S1392 Pelitinib (EkB-569)

Pelitinib (EKB-569) is a potent irreversible EGFR inhibitor with ICso of
38.5 nM. Phase2.

size 5mg  25mg 10 mM/1mL gU\,l

i o Lrir

b Bmaps o
Product Citations (4):

J Immunol, 2012, 188(9): 4581-9
Infect Immun, 2014, 82(3): 1243-55

EGFR/ErbB1 selective

Data from [ J Immunol, 2012, 188(9):
4581-9]
EKB-569 purchased from Selleck

S7786 Erlotinib

Erlotinib is an EGFR inhibitor with I1Cs0 of 2 nM, >1000-fold more
sensitive for EGFR than for human c-Src or v-Abl.

Size  50mg 200 mg pose \Q

r’

0SI1-420 is the active metabolite of Erlotinib (EGFR inhibitor with ICso of

Size 5mg 10 mg 50 mg 10 mM/1 mL
a8y
ad "
28] - o Product Citations (2):
i - e Carcinogenesis, 2010, 31(11),
“'l % b 1948-1955
! L Sci Pharm, 2012, 80(3): 633-46
' e . . Data from [ Sci Pharm, 2012, 80(3):

633-46 ]
| 0SI-420 purchased from Selleck

87284 Rociletinib (co-1686, AvL-301)

Rociletinib (CO-1686, AVL-301) is an irreversible, mutant-selective
EGFR inhibitor with K; of 21.5 nM and 303.3 nM for EGFR!%~1750M gnd

EGFR/ErbB1 selective

EGFR"T" in cell-free assays, respectively. Phase 2. W
Size 10 mg 50 mg Jﬁﬂ I§
R eTond

S§7297 Osimertinib (azp9291) EGFRIErbB1 selective

Osimertinib(AZD9291) is an oral, irreversible, and mutant-selective
EGFR inhibitor with ICso of 12.92, 11.44 and 493.8 nM for Exon 19
deletion EGFR, L858R/T790M EGFR, and WT EGFR in LoVo cells,
respectively. Phase 3.
Size 5mg 10 mg

S1486 AEE788 (NvP-AEE788)

AEE788 (NVP-AEE788) is a potent inhibitor of EGFR and HER2/ErbB2
with ICs0 of 2 nM and 6 nM; less potent to VEGFR2/KDR, c-Abl, c-Src,
and Flt-1; does not inhibit Ins-R, IGF-1R, PKCa and CDK1. Phase 1/2.

Size 5mg 25 mg 50 mg 10 mM/1 mL. =

S$1342 Genistein

Genistein, a phytoestrogen found in soy products, is a highly specific
inhibitor of protein tyrosine kinase (PTK) which blocks the mitogenic
effect mediated by EGF on NIH-3T3 cells with ICso of 12 uM or by insulin
with 1Cso of 19 pM.

Size 25 mg 50mg 100 mg 10 mM/1 mL

S7810 Afatinib (BiBw2992) Dimaleate
Afatinib (BIBW2992) Dimaleate irreversibly inhibits EGFR/HER2
including EGFR(wt), EGFR(L858R), EGFR(L858R/T790M) and HER2
with 1Cso of 0.5 nM, 0.4 nM, 10 nM and 14 nM, respectively; 100-fold
more active against Gefitinib-resistant L858R-T790M EGFR mutant.
Size 10 mg 50mg 200 mg

S8412 Naquotinib (asps273) L new }

Naquotinib(ASP8273) is an orally available, irreversible, mutant-
selective, epidermal growth factor receptor (EGFR) inhibitor, with
potential antineoplastic activity.
Size 5mg 25mg

www.selleckchem.com
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Inhibitory Selectivity

Inhibitor Name PDGFR PDGFRa

Sorafenib Tosylate
Imatinib Mesylate ++  1Cs0: 100 M

Sunitinib Malate

Ponatinib ++++|Cs0: 1.1 1M
Axitinib +++ |Cs0: 5.0 "M
Imatinib ++  1Ce0: 100 M

Nintedanib ++  1Cs: 59 NM
Pazopanib HCI ++  1Cso: 84 nM

Dovitinib + ICs: 210 nM
Linifanib

Crenolanib ++++Kg: 2.1 nM
Masitinib + ICs0: 540 nM
Tivozanib +++  1Cs0: 40 NM
Amuvatinib +++ |Cs0: 40 NnM

Motesanib Diphosphate ++  ICso: 84 nM

PDGFRB Other

++  1Cs0: 57 nM Raf-1,VEGFR2/Flk1,B-Raf

c-Kit,v-Abl

FLT3,Kit, VEGFR2
Abl,VEGFR2,FGFR1
VEGFR1/FLT1,VEGFR2/FIk1,VEGFR3

c-Kit,v-Abl

++++ |Cs0: 2 NM
++++ 1Cs0: 1.6 NM
++  ICs0: 65 nM VEGFR3,VEGFR2,LCK
VEGFR1,VEGFR2 VEGFR3

FLT3,c-Kit,FGFR1
VEGFR1/FLT1,CSF-1R,FLT3

+++ 1Cs0: 27 nM
++  ICs0: 66 NM
++++ Kg: 3.2 nM

+ ICs0: 800 nM Kit,Lyn B,Abl1
++  1Cs0: 49 nM VEGFR2,VEGFR3,EphB2
c-Kit (D816H),FLT3 (D835Y)

VEGFR1,VEGFR2,VEGFR3

Orantinib ++ Ki8nM FGFR1,Flk1
CP-673451 +++ ICs: 10 M ++++ [Cso: 1 NM c-Kit VEGFR2,VEGFR1
Kig751 ++  ICs0: 67 M VEGFR2,c-Kit,FGFR2
Telatinib +++ |Cs0: 15nM c-Kit,VEGFR3,VEGFR2
PP121 ++++1Cs0: 2 NM Hck,VEGFR,mTOR
Pazopanib ++  ICso: 84 nM VEGFR1,VEGFR2,VEGFR3
KRN 633 +  ICso: 965 nM +  ICs0: 9850 nM VEGFR3,VEGFR2,VEGFR1
Douvitinib Dilactic Acid + ICs0: 210 nM +++ 1Cs0: 27 NM FLT3,c-Kit, VEGFR3/FLT4
MK-2461 +++ 1Cs0: 22 1M c-Met (M1250T),c-Met (Y1235D),c-Met (Y1230H)
Tyrphostin AG 1296 +  ICs0: 0.3-0.5 pM c-Kit (Swiss 3T3),FGFR (Swiss 3T3)
Sunitinib ++++ |Cs0: 2 1M FLT3 Kit ,c-Kit
Dovitinib Lactate +  ICs: 210 nM +++ 1Cs0: 27 NM FLT3,c-Kit, VEGFR3/FLT4
AZD2932 ++++1Cso 4 M FIt3,VEGFR-2,c-Kit
Sennoside B v
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsos) and working concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without specific value.

$1042  Sunitinib Malate PDGFR selective

S2475 Imatinib (sTis71)

Sunitinib Malate is a multi-target RTK inhibitor targeting VEGFR2
(FIk-1) and PDGFRB with ICs0 of 80 nM and 2 nM in cell-free assays,
and also inhibits c-Kit. .

Size 50mg 100mg 500mg 10 mM/1 mL }f N

o

Product Citations (41):
Zurdinh ¢+ Lminb =+ | Nature, 2011, 478(7369): 349-55
Sci Trans! Med, 2015, 7(284): 284ra57

Ara mm—— —
A Cinpasal S— ——— Data from [ Leukemia, 2014,
10.1038/leu.2014.123 ]
o Cmpase - == Sunitinib Malate purchased from Selleck
S$1536 CP-673451 PDGFRB selective

CP-673451 is a selective inhibitor of PDGFRa/B with ICso of 10 nM/1 nM
in cell-free assays, exhibiting >450-fold selectivity over other
angiogenic receptors, and has antiangiogenic and antitumor activity.

Size 5mg 10 mg 50mg 10 mM/1 mL I

solsey

1S

Imatinib (STI571) is a multi-target inhibitor of tyrosine kinase with
inhibition for v-Abl, c-Kit and PDGFR, ICso values are 0.6 pM, 0.1 yM
and 0.1 uM in cell-free or cell-based assays, respectively.
Size 250mg 500 mg 10 mM/1 mL
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Product Citations (33):
Cancer Cell, 2014, 26(6): 840-50
Cell Stem Cell, 2012, 10(2): 210-7

Data from [ Blood, 2014, 123(21):
3296-304 ]
Imatinib purchased from Selleck

Excellent Validation, Technical Support and Prompt Delivery

PDGFR / c-Met

82730 Crenolanib (cp-868596)

S$1068 Crizotinib (PF-02341066)

Crenolanib (CP-868596) is a potent and selective inhibitor of PDGFR
a/B with Ka of 2.1 nM/3.2 nM in CHO cells, and also potently inhibits
FLT3; sensitive to D842V mutation not V561D mutation; >100-fold more
selective for PDGFR than c-Kit, VEGFR-2, TIE-2, FGFR-2, EGFR,

erbB2, and Src.
Size 5mg 10mg  50mg 10 mM/A mL (GO WgTN
_somg 3 Dy

o

Product Citations (5):

Proc Natl Acad Sci USA, 2014,
10.1073/pnas. 1320661111

Clin Cancer Res, 2013, 19(24): 6935-42

Data from [ Proc Natl Acad Sci USA,
2014, 111(14): 5319-24 |
Crenolanib purchased from Selleck

S8024 Tyrphostin AG 1296 (A 1296)

Tyrphostin AG 1296 is an inhibitor of PDGFR with ICso of 0.3-0.5 uM, no
activity to EGFR.

Size 5 mg 25 mg 10 mM/1 mL

sy

S$7781  Sunitinib

Sunitinib is a multi-target RTK inhibitor targeting VEGFR2 (Flk-1) and
PDGFRB with ICso of 80 nM and 2 nM, and also inhibits c-Kit.

Size 50mg 200 mg

c-Met Inhibito

Inhibitory Selectivity

I’?ahri#eitor c-Met Other
Crizotinib + ICs0: 11 nM ALK

Cabozantinib | +++ ICso: 1.3 1M VEGFR2/KDR Kit, VEGFR3/FLT4
Foretinib ++++ 1Cs0: 0.4 M KDR,Tie-2,VEGFR3/FLT4
PHA-665752 | ++  ICs0: 9 nM RON,Flk1,c-Abl
SU11274 ++  ICs0: 0.01 uM Flk1,RON,FGFR1
SGX-523 +++ ICso: 4 nM
BMS-777607 | +++ ICso: 3.9 nM AxI,RON,Tyro3
Tivantinib + Ki: 0.355 uM
JNJ-38877605 +++ ICso: 4 nM
PF-04217903 | ++  ICso: 4.8 nM
MGCD-265 ++++ |Cs0: 1 NM RON,VEGFR2,VEGFR1
Capmatinib ++++ |Cs0: 0.13 nM
BMS-754807 | ++  ICso: 5.6 nM Insulin Receptor,IGF-1R,TrkB
BMS-794833 | +++ ICso: 1.7 1M VEGFR2

AMG-208 ++  ICs0: 9 NM
MK-2461 ++++ 1Cs0: 2.5~0.4 nM | c-Met (Y1235D),c-Met (Y1230C),c-Met (N1100)
Golvatinib + ICs0: 14 nM VEGFR2

AMG-458 ++++ Ki: 0.5~4.1nM | VEGFR2

Tepotinib +++ ICs0: 4 NnM IRAK4,TrkA, Axl
NVP-BVU972 | + ICs0: 14 NM
Merestinib +++ Ki2nM

AMG 337 ++++ |Cs0: 1~21.5 nM

NPS-1034 + ICs0: 48 nM Axl

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICscs) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2."+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

Crizotinib (PF-02341066) is a potent inhibitor of c-Met and ALK with ICso
of 11 nM and 24 nM in cell-based assays, respectively.
Size 5mg _ 10mg _ 50mg _ 10 mM/1mL <

AR o - <,
- .. “

Cari ool +-
'y o
F ’..;a‘ & ,.# F Product Citations (62):

Nature, 2012, 487(7408): 505-9

“-{ t ‘: .( c‘ Data from [ Cell, 2012, 151(5): 937-50 ]

[ Crizotinib purchased from Selleck

S$1111  Foretinib (Gsk1363089)

Foretinib (GSK1363089) is an ATP-competitive inhibitor of HGFR and
VEGFR, mostly for Met and KDR with ICs0 of 0.4 nM and 0.9 nM in
cell-free assays. Less potent against Ron, Fit-1/3/4, Kit, PDGFRa/B and
Tie-2, and little activity to FGFR1 and EGFR. Phase 2.
Size 5mg 50 mg 10 mM/1 mL

20 g s ~
S Li s e
L) Product Citations (6):

== i | NatGenet, 2012, 44(8): 852-60
i - .. Leukemia, 2013, 28(3): 629-41
- - Pkl

popsacy

Data from [ Cancer Lett, 2013, 340(1):
43-50]
| XL-880 purchased from Selleck

- I =R rammr
mME—— e

S$1070 PHA-665752

PHA-665752 is a potent, selective and ATP-competitive c-Met inhibitor
with ICso of 9 nM in cell-free assays, >50-fold selectivity for c-Met than
for RTKs or STKs.

Size 5mg 10 mg 50mg 200 mg

Product Citations (20):
Nat Genet, 2012, 44(8): 852-60
Cancer Discov, 2013, 3(12): 1404-15

=

~a B iAW

Data from [ Cancer Res, 2014, 74(1):
253-62]
| PHA-665752 purchased from Selleck

S$1080 SU11274

SU11274 is a selective Met inhibitor with 1Cs0 of 10 nM in cell-free
assays, no effects on PGDFRp, EGFR or Tie2.

.
.
si 2 5 25 10 mM/1 mL b JO0 1
ize mg mg mg mM/1 m C\I\ATﬁfl(»:‘/\(%
L L T Product Citations (17):
hi] ™ Nat Med, 2012, 18(7): 1118-22
e Clin Cancer Res, 2014, 20(22): 5796-807
-

Data from [ Oncogene, 2012, 31(25):
Y —— — — 3039-50]
" SU11274 purchased from Selleck

S$1094 PF-04217903

PF-04217903 is a selective ATP-competitive c-Met inhibitor with ICso of
4.8 nM in A549 cell line, susceptible to oncogenic mutations (no activity
to Y1230C mutant). Phase 1.

Size 5mg 50mg 100 mg 10 mM/1 mL wd

.-
Y
3

Product Citations (6):
Clin Cancer Res, 2014, 20(17): 4559-73
Clin Cancer Res, 2015, 21(1): 166-74

Colsain —
% ool
~HERRE

-t . : ot : Data from [ Eur J Cancer, 2011, 47(8):

Cadudmsh
- - 1231-43 ]
ks b " PF-04217903 purchased from Selleck

www.selleckchem.com
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c-Met / HER2

S7067 Tepotinib (EMD 1214063)

$2788 Capmatinib (NcB28060)

Tepotinib (EMD 1214063) is a potent and selective c-Met inhibitor with
ICso of 4 nM, >200-fold selective for c-Met than for IRAK4, TrkA, AxI,

IRAK1, and Mer. Phase 1. \Oﬁ:@\,
O

Size 5mg 25 mg

S$1561 BMS-777607

Capmatinib (INCB28060) is a novel, ATP-competitive inhibitor of c-MET
with ICso of 0.13 nM in a cell-free assay, inactive against RONB, as well
as EGFR and HER-3. Phase 1.

W o e

Size 10 mg 50 mg ok

$8167 AMG 337 Liew)

BMS-777607 is a Met-related inhibitor for c-Met, Axl, Ron and Tyro3
with 1Cs0 of 3.9 nM, 1.1 nM, 1.8 nM and 4.3 nM in cell-free assays,
40-fold more selective for Met-related targets versus Lck, VEGFR-2,
and TrkA/B, and more than 500-fold greater selectivity versus all other
receptor and non-receptor kinases. Phase 1/2.

N
Size 5mg _ 10mg _ 50mg 10 mM/1mL SN
e peaaaey

Bkl T E0T
Comral imﬂ' + :ﬂ.ﬁmﬂ Product Citations (8):
J Clin Invest, 2014, 124(11): 4737-52
Mol Cancer Ther, 2014, 13(1): 37-48

o0l 8292 "" 3’ 77-“ ’:'M' Data from [ Mol Cancer Ther, 2014,

13(1): 37-48]
BMS-777607 purchased from Selleck

S$1114  JNJ-38877605

JNJ-38877605 is an ATP-competitive inhibitor of c-Met with I1Cso of 4
nM, 600-fold selective for c-Met than for 200 other tyrosine and
serine-threonine kinases. Phase 1.

Size 2mg 10 mg 50mg 10 mM/1 mL l v “N

=& piye G inkiniar JAD- METTROR Nu

Product Citations (8):
Nature, 2015, 10.1038/nature 14407
Gut, 2014, 10.1136/gutjnl-2013-305257

Data from [ Gut, 2014,
10.1136/gutjnl-2013-305257 ]
| JNJ-38877605 purchased from Selleck

Tl1afnHRERAIRRMN
Tarw iy

S§2753 Tivantinib (ArRa197)

Tivantinib (ARQ 197) is the first non-ATP-competitive c-Met inhibitor
with Ki of 0.355 uM in a cell-free assay, little activity to Ron, and no
inhibition to EGFR, InsR, PDGFRa or FGFR1/4. Phase 3.

Size 10mg _ 50 mg oMo

Product Citations (2):
Cell Signal, 2013, 25(12): 2652-60
PLoS One, 2014, 9(9): 105919

e e oE o

Data from [ Cell Signal, 2013, 25(12):
2652-60 ]
ARQ 197 purchased from Selleck

wn v i
ey

S$1361 MGCD-265

MGCD-265 is a potent, multi-target and ATP-competitive inhibitor of
c-Met and VEGFR1/2/3 with ICso of 1 nM, 3 nM/3 nM/4 nM, respectively;
also inhibits Ron and Tie2. Phase 1/2.

Size 5mg 10 mg 50 mg 10 mM/1 mL HoH

F’o""&‘l!f & e

Product Citation (1):
Cancer Lett, 2013, 340(1): 43-50

Data from [ Cancer Lett, 2013, 340(1):

;ﬂ Y e e EAT 43501
— " MGCD-265 purchased from Selleck

AMG 337 is an oral, small molecule, ATP-competitive, highly selective
inhibitor of the MET receptor.

Size 5mg 25mg

S7014  Merestinib (Ly2801653) [ new }

LY2801653 is a type-Il ATP competitive, slow-off inhibitor of MET
tyrosine kinase with a dissociation constant (K) of 2 nM, a
pharmacodynamic residence time (Kor) of 0.00132 min(-1) and t1/2 of
525 min.

Size 5mg  25mg L

HER2 Inhibitor:

Inhibitory Selectivity

Inhibitor Name HER2 Other

Lapatinib Ditosylate | +++ 1Cso: 9.2 nM |EGFR,ErbB4,c-Src

Afatinib ++  ICso:14nM | EGFR (L858R),EGFR (wt),EGFR (L858R/T790M)
Neratinib + ICs0: 59 nM | EGFR,KDR,Src

Canertinib +++ 1Cs0: 9.0nM |EGFR

Lapatinib +++ |Cs0: 9.2nM EGFR,ErbB4,c-Src

CP-724714 +++ 1Cs0: 10 nM

Sapitinib ++++ |Cs0: 3 M EGFR,ErbB3

CuDC-101 ++  ICs0: 15.7 nM EGFR,HDAC,HDAC1

Mubritinib ++++ 1Cs0: 6.0 nM

AEE788 ++++ 1Cs0: 6 NM EGFR,c-Abl,FLT1

AC480 +  ICs0:30nM | HER1,HER4,MEK

TAK-285 ++  1Cs0: 17 nM | EGFR/HER1,HER4,MEK1

Tyrphostin AG 879 | + ICs0: 1.0 pM | Trk

Irbinitinib ++++ ICs0: 8 "M

Afatinib Dimaleate | ++  ICso: 14 nM | EGFR (L858R),EGFR (wt),EGFR (L858R/T790M)

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsos) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

$1028 Lapatinib (Gw-572016) Ditosylate

Lapatinib (GW-572016) Ditosylate is a potent EGFR and ErbB2 inhibitor
with ICso of 10.8 and 9.2 nM in cell-free assays, respectively.

Size 25mg 100 mg 10 mM/1 mL

J\A,

3 oS O S

wes TN

Product Citations (54):
_.‘..I Cancer Cell, 2012, 21(4): 488-503
. Sci Transl Med, 2015, 7(284): 284ra57
s ———
= -
-
-
= - Data from [ Oncogene, 2014,
- - 10.1038/0nc.2014.153 ]
o P

_ Lapatinib Ditosylate purchased from

———— e
” Selleck

Excellent Validation, Technical Support and Prompt Delivery

HER2 / IGF-1R

S$2150 Neratinib (Hki1-272)
Neratinib (HKI-272) is a highly selective HER2 and EGFR inhibitor with
ICs0 of 59 nM and 92 nM in cell-free assays; weakly inhibits KDR and
Src, no significant inhibition to Akt, CDK1/2/4, IKK-2, MK-2, PDK1,
c-Raf and c-Met. Phase 3.

Size 5 mg 25mg 100 mg

Product Citations (11):
Cancer Discov, 2013, 3(2): 168-81
Cancer Discov, 2013, 3(2): 224-37

Data from [ Cancer Discov, 2013, 3(2):
22437
Neratinib purchased from Selleck

S$1167 CP-724714

CP-724714 is a potent, selective inhibitor of HER2/ErbB2 with ICso of 10
nM, >640-fold selectivity against EGFR, InsR, IRG-1R, PDGFR,
VEGFR2, Abl, Src, c-Met etc in cell-free assays. Phase 2.

Size 5mg 25mg 50mg 10 mM/1 mL Qr"m\\;\

Product Citations (4):
Cancer Res, 2014, 74(1): 341-52
PLoS One, 2015, 10(4): €0123623

Data from [ Cancer Res, 2014, 74(1):
341-52]
CP-724714 purchased from Selleck

S$2192 Sapitinib (azpse31)

Sapitinib (AZD8931) is a reversible, ATP competitive inhibitor of EGFR,
ErbB2 and ErbB3 with ICs0 of 4 nM, 3 nM and 4 nM in cell-free assays,
more potent than Gefitinib or Lapatinib against NSCLC cell, 100-fold
more selective for the ErbB family than MNK1 and Flt. Phase 2.

Size 5mg 10 mg 50 mg 10 mM/1 mL

Product Citations (5):
Gut, 2015, 10.1136/gutjnl-2014-309026
Clin Cancer Res, 2015, 10.1158/1078

Data from [ J Immunol, 2014, 192(2):
722-31]
'AZD8931 purchased from Selleck

$2216 Mubritinib (TAk 165)

Mubritinib (TAK 165) is a potent inhibitor of HER2/ErbB2 with ICso of 6
nM in BT-474 cell; no activity to EGFR, FGFR, PDGFR, JAK1, Src and
Blk in BT-474 cell line. Phase 1.

Size  10mg _25mg 200mg _ 10 mM/1mL D
r
2
- = v P
o e
TR = ¥
- s Ao
s
o
Ew °
{ - Product Citations (4):
1 . Cell Death Dis, 2013, 4: €810
Br J Pharmacol, 2012, 166(3): 858-76
=
N Data from [ Cell Death Dis, 2013, 4:
1 ' 2 ] ] ' 4 e810]

TER el TAK 165 purchased from Selleck

IGF-1R Inhibito
Inhibitory Selectivity

Inhibitor Name IGF-1R Insulin Receptor Other
Linsitinib +++ ICs0:35nM | ++  IC:750M | IRR
NVP-AEW541 4+ 1Cs0:0.15uM | ++  ICs0:0.14 uM | FLT3,Tek,FLT1
GSK1904529A +++ ICs0:27nM | +++ ICs0:25nM | IKK3,VEGFR2,Syk
NVP-ADW742 + 1Cs0:0.17 M

BMS-536924 4+ ICs0:100nM | +++ ICs0:73nM | FAKMEK,LCK
AG-1024 + 1Cs0: 7 M +  ICs0: 57 uM

GSK1838705A +++ 1Cs0: 2nM ++++ ICs0: 1.6nM | ALK,RSK1,JNK3
BMS-754807 444+ 1Cs0: 1.80M | ++++ ICs0: 1.70M | TrkB,Met, TrkA
PQ 401 +  ICso: <1pM

Picropodophyllin ++++ 1Cs0: 1 nM

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsss) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

S$1091 Linsitinib (osi-906)

Linsitinib (OSI-906) is a selective inhibitor of IGF-1R with ICso of 35 nM
in cell-free assays; modestly potent to InsR with ICso of 75 nM, and no
activity towards Abl, ALK, BTK, EGFR, FGFR1/2, PKA etc. Phase 3.

Size 5mg 10 mg 50 mg 10 mM/1 mL

Product Citations (15):
Nat Struct Mol Biol, 2014, 21(6): 522-7

ET T T—— Blood, 2013, 122(9): 1621-33
PHEPH
[ —
PATEH [ —— Data from [ Nat Struct Mol Biol, 2014,
AT —— 21(6): 522-7]
i E— 051906 purchased from Selleck

S1034 NVP-AEW541 (AEws41)

NVP-AEW541 is a potent inhibitor of IGF-1R/InsR with ICso of 150
nM/140 nM in cell-free assays, greater potency and selectivity for
IGF-1R in a cell-based assay.

Size 2mg 5mg  10mg 10 mM/1 mL \)m g
o T
W
i {
.3t ok o
g Product Citations (20):
1 e - uct Citati :
o ———— Cancer Cell, 2015, 27(1): 97-108
Cancer Discov, 2012, 2(3): 227-35
] .
o EmE——
e - -
i e m————
——— ?::?Evzr?r? [J Clin Invest, 2011, 121(11):
- -

NVP-AEWS541 purchased from Selleck

§7668 Picropodophyllin (ppp)
Picropodophyllin (PPP) is a IGF-1R inhibitor with ICs of 1 nM. It
displays selectivity for IGF-1R and does not coinhibit tyrosine
phosphorylation the IR, or of a selected panel of receptors less related
to IGF-IR(FGF-R, PDGF-R, OR EGF-R).
Size 5mg 25mg 100 mg

www.selleckchem.com
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IGF-1R/FLT3

$1093 GSK1904529A

GSK1904529A is a selective inhibitor of IGF-1R and IR with ICso of 27
nM and 25 nM in cell-free assays, >100-fold more selective for
IGF-1R/InsR than Akt1/2, Aurora A/B, B-Raf, CDK2, EGFR etc.

Size 10 mg 50 mg 10 mM/1 mL

-:*'—ﬂ—n Product Citations (6):

=
- = —#——pg Clin Cancer Res, 2014, 20(17): 4559-73
*1a o= Mol Cell Proteomics, 2015,
= W s 10.1074/mcp.M114.045468
E om o1 om -
Data from [ Cell Death Dis, 2012, 3:
. e336]

\‘ GSK1904529A from Selleck

S$1088 NVP-ADW742 (GSK 552602A, ADW742)
NVP-ADW?742 is an IGF-1R inhibitor with ICso of 0.17 uM, >16-fold more

potent against IGF-1R than InsR; little activity to HER2, PDGFR,
VEGFR-2, Ber-Abl and c-Kit.

-
Size 5mg 10 mg 50 mg 10 mM/1 mL c\#
O om
1
Jog
1o S0 - T <
“o — -

el Product Citations (4):

L] @
Mol Endocrinol, 2015, 29(3): 373-83

-_-:u'_""‘_"'—-- J Cancer Res Clin Oncol, 2014,

+ 10.1007/s00432-014-1787-z

PR,
oM oE o mo@ ™ N om W

o rvier b remiead
AL W

IGF-IH pressin oprossion

Data from [ J Cancer Res Clin Oncol,
2014, 10.1007/s00432-014-1787-z ]
| ADW742 purchased from Selleck

S$1234 AG-1024 (Tyrphostin)

AG-1024 (Tyrphostin) inhibits IGF-1R autophosphorylation with ICso of
7 pM, is less potent to IR with I1Cso of 57 uM and specifically
distinguishes between InsR and IGF-1R (as compared to other
tyrphostins).

Size 5mg 10 mg 10 mM/1 mL /’f\/@@i

Product Citations (5):
Blood, 2013, 122(9): 1621-33
Sci Rep, 2015, 5: 11634

Data from [ Blood, 2013, 122(9):
. 1621-33]
| AG-1024 purchased from Selleck

S$1124 BMS-754807

BMS-754807 is a potent and reversible inhibitor of IGF-1R/InsR with
ICs0 of 1.8 nM/1.7 nM in cell-free assays, less potent to Met, Aurora A/B,
TrkA/B and Ron, and shows little activity to FIt3, Lck, MK2, PKA, PKC
etc. Phase 2.

Size 5mg 10 mg 50 mg w1
e
Ty L
e

33

it Product Citations (4):

* Cancer Res, 2014, 74(20): 5866-77

i ! Clin Cancer Res, 2013, 19(11): 2984-94
L 1]

Data from [ Clin Cancer Res, 2013,
. 19(11): 2984-94 ]
[ BMS-754807 purchased from Selleck

FLT3 Inhibito

Inhibitory Selectivity

Inhibitor Name Insulin Receptor Other

Quizartinib +++ |Cs0: 1.1-4.2 nM

Dovitinib ++++ |Cs0: 1 1M c-Kit, VEGFR3/FLT4,FGFR1
Amuvatinib +  ICs0:81nM c-Kit (D816H),PDGFRa (V561D)
KW-2449 ++++ ICs0: 1-6.6 nM | Abl (T3151),Abl,FGFR1

Dovitinib Dilactic Acid ++++ 1Cs0: 1 NM c-Kit,FGFR1,VEGFR3/FLT4

ENMD-2076 L-(+)-Tartaric acid ++  ICso: 1.86 nM RET Aurora A,VEGFR3/FLT4

UNC2025 ++++ |Cso: 0.8 1M Mer,Axl, Tyro3

G-749 Mer,Aurora B,RET
AZD2932 ++  1Cs0: 7 M PDGFRB,VEGFR-2,c-Kit
R406 v Syk

Go6976 J JAK2,PKCa,PKCB1
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsos) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

81526 Quizartinib (ac220)

Quizartinib  (AC220) is a second-generation FLT3 inhibitor for
FIt3(ITD/WT) with ICso of 1.1 nM/4.2 nM in MV4-11 and RS4; 11 cells,
respectively; 10-fold more selective for FIt3 than KIT, PDGFRa, PDGFR
B, RET, and CSF-1R. Phase 3.

o
Size 5mg 10 mg 50 mg 10 mM/1 mL Q IN'\
—= " i@
s
g o
l N E Product Citations (12):
! » - Nat Commun, 2014, 5: 3672
3 Blood, 2014, 123(18): 2826-37
'

f"ﬁ ;-f f” 'gﬁff Data from [ Blood, 2014, 123(18):
f F;P 2826-37 ]

'AC220 purchased from Selleck

S$1018 Dovitinib (TKi-258, CHIR-258)

Dovitinib (TKI258, CHIR258) is a multitargeted RTK inhibitor, mostly for
class Ill (FLT3/c-Kit) with 1Cs0 of 1 nM/2 nM, also potent to class IV
(FGFR1/3) and class V (VEGFR1-4) RTKs with ICso of 8-13 nM, less
potent to InsR, EGFR, c-Met, EphA2, Tie2, IGF-1R and HER2 in
cell-free assays. Phase 4.

Size 10 mg 25mg 50 mg 10 mM/1 mL :J\ i

wme - pa RN L eab il
Product Citations (7):

EEREEEE RERESES s Cancer Res, 2013, 73(16): 5195-205
o e e o e e e i Haemaatologica, 2011, 96(6): 922-6
- - - - Data from [ Neoplasia, 2013, 15(8) :

m—————— e ————— 8

Dovitinib purchased from Selleck

$2158 KW-2449

KW-2449 is a multiple-target inhibitor, mostly for FIt3 with ICso of 6.6 nM,
modestly potent to FGFR1, Ber-Abl and Aurora A; little effect on PDGFR
B, IGF-1R, EGFR. Phase 1.

Size  10mg _ 50mg _ 10 mM/1mL C’vr/'{}(o
( .

KW2449 (uM) 0 0001 001 01 1 10

p-Histone Data independently produced by

-3 B . Dr. Zhang of Tianjin Medical
- - KW-2449 purchased from Selleck

Excellent Validation, Technical Support and Prompt Delivery

FGFR

FR Inhib

Inhibitory Selectivity

Inhibitor Name FGFR FGFR1 FGFR2
Ponatinib ++++ 1Cs0: 2.2 NM

BGJ398 ++++ 1Cs0: 0.9 M ++++ 1Cs0: 1.4 nM
Nintedanib ++  1Cs: 69 nM ++  1Cs0: 37 nM
PD173074 ++  1Cs0: ~25 M

Dovitinib +++  ICs0: 8 "M

AZD4547 ++++ 1Cs0: 0.2 "M ++++ 1Cs0: 2.6 nM
Danusertib ++  ICs0: 47 nM

Orantinib + Ki: 1.2 pM

Brivanib o ICs0: 148 nM

Dovitinib Dilactic Acid +++ 1Cs0: 8 "M

MK-2461 ++  ICs0: 65 nM ++  ICs0: 39 nM
Brivanib Alaninate + ICso: 148 nM

Tyrphostin AG 1296 + ICs0: 12.3 uM

FGFR3 FGFR4 Other

Abl,PDGFRa,VEGFR2
++++ 1Cs0: 1.0 nM ++  1Cs0: 60 nM
++  ICs0: 108 nM + ICs0: 610 nM VEGFR3,VEGFR2,LCK

VEGFR2,c-Src

+++ |Cs0: 9 NM FLT3,c-Kit, VEGFR3/FLT4
++++ |Cs0: 1.8 nM + ICs0: 165 nM KDR
Aurora A Abl, TrkA
PDGFRB,Flk1
VEGFR2,Flk1,VEGFR1
+++  |Cs0: 9 M FLT3,c-Kit, VEGFR3/FLT4

c-Met (M1250T),c-Met (Y1235D),
c-Met (Y1230H)

VEGFR2,Flk1,VEGFR1

++  1Cs0: 50 nM

PDGFR,c-Kit (Swiss 3T3)

SSR128129E + ICs0: 1.9 UM

BLU-554 +++ 1Cs0: 5nM

SU5402 ++  ICs0: 30 nM VEGFR2,PDGFRB
BLU9931 * ICs0: 150 nM ++++ 1Cs0: 3 M

FIIN-2 ++++ 1Cs0: 3.09 nM +++  1Cs0: 4.3 nM ++  ICs0: 27 nM ++  ICs0: 45.3 nM

Dovitinib Lactate +++ 1Cs0: 8 "M +++ 1Cs0: 9 nM FLT3,c-Kit, VEGFR3/FLT4
CH5183284 +++ 1Cs0: 9.3 nM +++  1Cs0: 7.6 NM +++  1Cs0: 22 nM + ICs0: 290 nM

LY2874455 v ++++ 1Cs0: 2.8 "M ++++ |Cs0: 2.6 M +++  1Cs0: 6.4 M +++  1Cs0: 6 NM VEGFR2

Erdafitinib

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICscs) and working concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "V" refers to compounds which do inhibitory effects on the related isoform, but without specific value.

S$2183 BGJ398 (NvP-BGJ398)

FGFR1 selective

$1264 PD173074

BGJ398 (NVP-BGJ398) is a potent and selective FGFR inhibitor for
FGFR1/2/3 with ICso of 0.9 nM/1.4 nM/1 nM in cell-free assays, >40-fold
selective for FGFR versus FGFR4 and VEGFR2, and little activity to
Abl, Fyn, Kit, Lck, Lyn and Yes. Phase 2.

Size 5mg 25mg 100mg 200 mg

Product Citations (12):
Cancer Cell, 2015, 27(1): 97-108
2014, 59(4): 1427-34

Data from [ Hepatology, 2014, 59(4):
1427-34]
BGJ398 purchased from Selleck

S2801 AZDA4547

AZDA4547 is a novel selective FGFR inhibitor targeting FGFR1/2/3 with

1Cs0 of 0.2 nM/2.5 nM/1.8 nM in cell-free assays, weaker activity against

FGFR4, VEGFR2(KDR), and little activity observed against IGFR,

CDK2, and p38. Phase 2/3. N

Size  5mg _ 50mg 100mg _ 10 mM/ mL Sy Ao
To;f $H B,

Product Citations (8):

P — Nat Commun, 2015, 6: 7002
Mol Cell Biol, 2014, 34(18): 3535-45
[
- Data from [ Cell Physiol Biochem,
2014, 33(3): 633-45]
'AZD4547 purchased from Selleck

PD173074 is a potent FGFR1 inhibitor with ICs0 of ~25 nM and also
inhibits VEGFR2 with |Cso of 100-200 nM in cell-free assays, ~1000-fold
selective for FGFR1 than PDGFR and c-Src.

o
Size 5mg 10 mg 50 mg 10 mM/1 mL
" o
Ki Wwooox

1

’r"_'_,_..--"_‘—-—-_

Product Citations (17):
Science, 2011, 331(6019): 912-6
Cancer Discov, 2013, 3(6): 636-47

L

‘Visbilty, % of eriraaied

.f Data from [ Blood, 2014, 123(10):
£ 1516-24)
= PD173074 purchased from Selleck

M 1

S§7057 LY2874455

LY2874455 is a pan-FGFR inhibitor with ICso of 2.8 nM, 2.6 nM, 6.4 nM,
and 6 nM for FGFR1, FGFR2, FGFR3, and FGFR4, respectively, and
also inhibits VEGFR2 activity with ICso of 7 nM. Phase 1.

Size 5mg 25mg  100mg &
-

§7819 BLU9931

BLU9931 is a potent, selective, and irreversible FGFR4 inhibitor with
ICso of 3 nM, about 297-, 184-, and 50-fold selectivity over FGFR1/2/3,
respectively.

Size 5mg 25mg

www.selleckchem.com
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FGFR / c-Kit / ALK

S§7665 CH5183284 (Debio-1347)

$1064 Masitinib (aB1010)

CH5183284 is a selective and orally available FGFR inhibitor with ICso
of 9.3nM, 7.6 nM, 22 nM, and 290 nM for FGFR1, FGFR2, FGFR3, and
FGFR4, respectively. Phase 1.

Size 5mg  25mg 100 mg Q‘L&”Qﬁ\
[

S7667 SU5402

SU5402 is a potent multi-targeted receptor tyrosine kinase inhibitor with
ICs0 of 20 nM, 30 nM, and 510 nM for VEGFR2, FGFR1, and PDGF-R
B, respectively.

Size  10mg _ 50mg Hgg%

S8503 BLU-554 (BLUS54) @

BLU-554 is a potent, highly-selective, oral FGFR4 inhibitor with an ICso
value of 5 nM. The ICsos for FGFR1-3 is 624-2203 nM.

Size 2mg 5mg 25mg "

"

Inhibitory Selectivity

Inhibitor Name c-Kit Other

Dasatinib +++  1Cs0: 37-79 nM  Abl,Src

Imatinib Mesylate ++  1Cs0: 100 nM | PDGFR,v-Abl

Cabozantinib +++ 1Cs0:4.6nM | VEGFR2/KDR,c-Met,VEGFR3/FLT4
Axitinib ++++ 1Cs0: 1.7nM | VEGFR1/FLT1,VEGFR2/FIk1,VEGFR2/KDR
Pazopanib HCI + ICs0: 140 nM | VEGFR1,VEGFR2,VEGFR3

Dovitinib ++++ |Cs0: 2 NM FLT3,FGFR1,VEGFR3/FLT4

Vatalanib 2HCI + ICs0: 730 nM | VEGFR2/KDR,VEGFR1/FLT1,VEGFR2/Flk1
Masitinib + ICs0: 200 nM | Lyn B,PDGFRa,PDGFRB

Tivozanib ++  ICs0: 78 nM VEGFR2,VEGFR3,EphB2

Amuvatinib +++ 1Cs0: 10 nM PDGFRa (V561D),FLT3 (D835Y)

I

Motesanib Diphosphate +++ ICso: 8 "M VEGFR1,VEGFR2,VEGFR2/Flk1

0s1-930 ++  ICs0: 80 nM FLT1,KDR,CSF-1R

Kig751 ++ 1Cs:40nM | VEGFR2,PDGFRa,FGFR2
Telatinib ++++ 1Cs0: 1 nM VEGFR3,VEGFR2,PDGFRa
Pazopanib = ICs0: 140 nM | VEGFR1,VEGFR2,VEGFR3

Dovitinib Dilactic Acid | ++++ ICso: 2 nM FLT3,FGFR1,VEGFR3/FLT4
Tyrphostin AG 1296 + ICs0: 1.8 UM | PDGFR,FGFR (Swiss 3T3)

Dasatinib Monohydrate | +++ |Cso: 37-79 nM | Abl ,Src

Dovitinib Lactate ++++ 1Cs0: 2 nM FLT3,FGFR1,VEGFR3/FLT4
AZD2932 +++  1Cs0: 9 M PDGFRB,FIt3,VEGFR-2
Sunitinib Malate N FLT3,PDGFRB,VEGFR2
Sunitinib v FLT3 ,PDGFRB ,VEGFR2

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsos) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2."+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

Masitinib is a novel inhibitor for Kit and PDGFRa/g with ICso of 200 nM
and 540 nM/800 nM, weak inhibition to ABL and c-Fms. Phase 3.

Size 10 mg 25mg 200 mg 10 mM/1 mL

Masiinib-Loaded 'Sxpﬁi@\ o

Product Citations (4):
Mol Syst Biol, 2015, 11(1): 789
Biomaterials, 2013, 34(38): 9737-46

Data from [ Biomaterials, 2013, 34(38):
/ 9737-46]
Masitinib purchased from Selleck

§1220 0SI-930

0SI1-930 is a potent inhibitor of Kit, KDR and CSF-1R with ICso of 80 nM,
9 nM and 15 nM, respectively; also potent to Flt-1, c-Raf and Lck and
low activity against PDGFRa/, FIt-3 and Abl. Phase 1. . .

Size 5mg 25mg 50mg 10 mM/1 mL m’{\‘{/’% "

e
wsms  Product Citations (3):
Mol Syst Biol, 2015, 11(1): 789
Biochem Pharmacol, 2012, 84(6): 766-74

HCH|
.

Data from [ BMC Microbiol, 2013, 13(1):
249]
* 0S1-930 purchased from Selleck

S$1244 Amuvatinib (Mp-470, HPK 56)

Amuvatinib (MP-470) is a potent and multi-target inhibitor of c-Kit,
PDGFRa and FIt3 with ICso of 10 nM, 40 nM and 81 nM, respectively.
Phase 2.

Size 2mg 10 mg 50 mg 10 mM/1 mL (Qj\j"

[

e

Product Citations (4):

Nat Genet, 2012, 44(8): 852-60
Cancer Res, 2014, 74(20):
5878-901316-24

Data from [ Nat Genet, 2012, 44 (8):
852:60]
MP-470 purchased from Selleck

e ——

ALK Inhi rs
Inhibitory Selectivity

Inhibitor Name ALK Other

Crizotinib + 1Cs0: 24 nM c-Met

TAE684 ++  ICs0: 3nM

Alectinib ++  ICs0: 1-3.5nM INSR,KDR

Ceritinib ++++ |Cs0: 0.2 NM Insulin Receptor,IGF-1R,STK22D
AP26113 +++ 1Cs0: 0.62 nM FER,ROS/ROS1,FLT3
GSK1838705A +++ 1Cs0: 0.5 nM Insulin Receptor,|GF-1R,RSK1

Excellent Validation, Technical Support and Prompt Delivery

ALK/ Trk Receptor / Ephrin Receptor / CSF-1R

Inhibitory Selectivity

Inhibitor Name ALK Other
AZD3463 +++ K 0.75nM

ASP3026 +  1Cs0:3.5n0M

PF-06463922 ++++ K <0.07 nM LTK (TYK1),FER FES (FPS)
Entrectinib v TrkC,TrkB, TrkA
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsos) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "V" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

S$1108 TAEG684 (NvP-TAE684)

TAE684 (NVP-TAE684) is a potent and selective ALK inhibitor with 1Cso
of 3 nM in a cell-free assay, 100-fold more sensitive for ALK than InsR.

L,

size 5mg 10mg  50mg B

);F% do\
['ﬁj

Product Citations (16):
Nature, 2012, 487(7408): 505-9
Cell, 2012, 151(5): 937-50

Data from [ Cancer Res, 2011, 71(18):
596575
TAE684 purchased from Selleck

S§2762 Alectinib (cH5424802, AF-802, RG-7853)

Alectinib (CH5424802) is a potent ALK inhibitor with ICso of 1.9 nM in
cell-free assays, sensitive to L1196M mutation and higher selectivity for
ALK than for PF-02341066, NVP-TAE684 and PHA-E429.

Si 5 10 50 " i
ize mg mg mg \@q
o %O@
a4 Product Citations (5):
Clin Cancer Res, 2015,
10.1158/1078-0432.CCR-15-0016
Oncotarget, 2014, 5(13): 4920-8
[ wawT | minLtiem :
o8 oE 1 @ @1 om0 pewowog  Data independently produced by Prof.
IEI BLALK Gambacorti from Universita degli Studi di
MK MianoBicoccs

| CH5424802 purchased from Selleck

87083 Ceritinib (Lbk37s)
Ceritinib (LDK378) is a potent inhibitor against ALK with |Cso of 0.2 nM
in cell-free assays, showing 40- and 35-fold selectivity against IGF-1R

and InsR, respectively. Phase 3. -
size  5mg  50mg o, ﬁj/b
ey

§7000 AP26113

AP26113 is a potent ALK inhibitor with ICso of 0.62 nM in a cell-free
assay, demonstrated ability to overcome Crizotinib resistance mediated
by a L1196M mutation. Phase 2. LY
. I
ke

Size 5mg 10 mg 10 mM/1 mL

S7536 PF-06463922

PF-06463922 is a potent, dual ALK/ROS1 inhibitor with Ki of <0.02 nM,
<0.07 nM, and 0.7 nM for ROS1, ALK (WT), and ALK (L1196M),
respectively. Phase 1.
Size 5mg 25mg

Trk Receptor Inhibitors

87519 GNF-5837

GNF-5837 is a selective, and orally bioavailable pan-TRK inhibitor for
TrkA, and TrkB with ICso of 8 nM, and 12 nM, respectively.

Size 10mg  50mg 200 mg TEonn ok
“Torel,

§7998 Entrectinib (rxpx-101)

Entrectinib (RXDX-101) is an orally bioavailable pan-TrkA/B/C, ROS1
and ALK inhibitor with ICso ranging between 0.1 and 1.7 nM. Phase 2.
Size 5mg 25mg 100 mg

S7960 Larotrectinib (Loxo-101) sulfate @

Larotrectinib (LOXO-101) sulfate is an oral potent and selective
ATP-competitive inhibitor of tropomyosin receptor kinases (TRK).
Size 5mg 25mg 100 mg

/‘C:/r o
LR S

¥
b

Ephrin Receptor Inhibito

$2202 NVP-BHG712
NVP-BHG712 is a specific EphB4 inhibitor with EDso of 25 nM that
discriminates between VEGFR and EphB4 inhibition; also shows
activity against c-Raf, c-Src and c-Abl with ICso of 0.395 pM, 1.266 uM
and 1.667 pM, respectively.

Size 5mg 10 mg 50 mg 10 mM/1 mL
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Product Citation (1):
Anticancer Research, 2014, 34(6):
2913-8

Data independently produced by one
 customer
" NVP-BHG712 purchased from Selleck

CSF-1R Inhibito

Inhibitory Selectivity

Inhibitor Name CSF-1R Other
Linifanib +++  ICs0: 3 nM VEGFR1/FLT1,FLT3,VEGFR2/KDR
0sl1-930 ++  ICs0: 15 nM FLT1,KDR,LCK
GW2580 + ICs0: 30 M
CEP-32496 +++  Kg: 9nM c-Kit,RET,PDGFRB
Pexidartinib ++  ICs0: 20 M
BLZ945 ++++ 1Cs0: 1 NM
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICses) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.
2."+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

www.selleckchem.com




CSF-1R / TAM Receptor

S8042 GW2580 (sc-203877)

§7725 BLZ945

GW2580 is a selective CSF-1R inhibitor for c-FMS with ICso of 30 nM,
150- to 500-fold selective compared to b-Raf, CDK4, c-KIT, c-SRC,
EGFR, ERBB2/4, ERK2, FLT-3, GSK3, ITK, JAK2 etc.

Size  25mg 10 mM/1 mL " ik}\ﬁl:

\“(l,

$1003 Linifanib (ABT-869, AL39324, RG3635)

BLZ945 is an orally active, potent and selective CSF-1R inhibitor with
ICs0 of 1 nM, >1000-fold selective against its closest receptor tyrosine
kinase homologs.

Size 5mg 25mg 100 mg b

w5
pessy

S§7818 Pexidartinib (pLx3397)

Linifanib (ABT-869) is a novel, potent ATP-competitive VEGFR/PDGFR
inhibitor for KDR, CSF-1R, Flt-1/3 and PDGFR with ICso of 4 nM, 3 nM,
3 nM/4 nM and 66 nM respectively, mostly effective in mutant

Pexidartinib (PLX3397) is an oral, potent mutil-target receptor tyrosine
kinase inhibitor of CSF-1R, Kit, and FIt3 with ICso of 20 nM, 10 nM and
160 nM, respectively. Phase 3.

kinase-dependent cancer cells (i.e. FLT3). Phase 3. Size  10mg _ 50mg . (@}“»{}@:
7777777777777777777777777777777777777777777777777777777777 Page 35 T:iu
=
M Receptor Inhibitors
Inhibitory Selectivity
Inhibitor Name Ax| AxI Ax| Other
Cabozantinib +++ |Cs0: 7.0 nM VEGFR2/KDR,c-Met Kit
BMS-777607 ++  ICs0: 14 M ++++ |Cso1 1.1 1M ++++ 1Cs0: 4.3 "M RON,Met,FLT3
R428 ++  ICso 14 M
Cabozantinib malate +++ |Cs0: 7.0 nM VEGFR2/KDR,c-Met Kit
UNC2250 ++++ [Cso: 1.7 1M +  ICso: 100 nM
UNC2025 ++++ |Cs0: 0.74 NM ++  ICso 14 M ++  ICs0: 17 nM FLT3
TP-0903 ++  1Cs0: 27 nM
NPS-1034 +++  |Cso1 10.3nM Met
LDC1267 +++  |Cs0: <5 M +  ICs:29nM +++ ICs0:8nM
UNC2881 ++++ 1Cs0: 4.3 nM + 1Cs0: 360 nM + 1Cs0: 250 nM
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsos) and working concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2."+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

S2841 R428 (BGB329)

S1119 Cabozantinib (xL184, BMs-907351)

R428 (BGB324) is an inhibitor of Axl with 1Cs0 of 14 nM, >100-fold
selective for AxI versus Abl. Selectivity for Axl is also greater than Mer
and Tyro3 (50-to-100- fold more selective) and InsR, EGFR, HER2, and
PDGFRB (100- fold more selective).

Size 1mg 5mg

| i Product Citations (5):
L] 1 . Cancer Res, 2014, 74(18): 5152-64
L] 1 punnd Mol Cell Proteomics, 2014, 13(11):

o
[y s sk 2803-11
=
e .
Cr— [ Data from [ Mol Cell Proteomics, 2014,
frr =
C——" M114.038547 ]
== T R428 purchased from Selleck

Cabozantinib (XL184, BMS-907351) is a potent VEGFR2 inhibitor with
ICso of 0.035 nM and also inhibits c-Met, Ret, Kit, FIt-1/3/4, Tie2, and
AXL with ICso of 1.3 nM, 4 nM, 4.6 nM, 12 nM/11.3 nM/6 nM, 14.3 nM
and 7 nM in cell-free assays, respectively.

7777777777777777777777777777777777777777777777777777777777 Page 35

$1561 BMS-777607

BMS-777607 is a Met-related inhibitor for c-Met, Axl, Ron and Tyro3
with ICso of 3.9 nM, 1.1 nM, 1.8 nM and 4.3 nM in cell-free assays,
40-fold more selective for Met-related targets versus Lck, VEGFR-2,
and TrkA/B, and more than 500-fold greater selectivity versus all other
receptor and non-receptor kinases. Phase 1/2.

7777777777777777777777777777777777777777777777777777777777 Page 41

Excellent Validation, Technical Support and Prompt Delivery

VEGFR / JAK/EGFR/PDGFR/HER2/FLT3/FGFR/ALK/HIF

Angiogenesis

Pan-FGFR Inhibitors
BGJ398

AZDA4547
Pan-VEGFR Inhibitors Nintedanib
Selective FGFR Inhibitors|
Nintedanib PD173074 (FGFR1)
Regorafenib SSR128129E (FGFR1)
Selective VEGFR Inhibitors
ZM 306416 (VEGFR1)
Cabozantinib (VEGFR2)
SAR131675 (VEGFR3)

SRR \\vﬁ\\\\wlxlm\\m

Yo' OO
»

Pan-PI3K Inhibitors
BEZ235

ALK Inhibitors] GDC-0941
Alectinib LY294002
Ceritinib Selective PI3K Inhibitors|
AP26113 HS-173 (p1100)
Crizotinib TGX-221 (p110B) —
TAE684 €ZC24832 (p110y) Src Inhibitors

CAL-101 (p1105) Dasatinib
Saracatinib

Bosutinib

/ KX2-391
PI3K/Akt
Pathway

HIF Inhibitors

— FG-4592
Pan-Raf Inhibitors 2-Methoxyestradiol
Vemurafenib

l 10X2
Sorafenib BAY 87-2243
Dabrafenib
Selective Raf Inhibitors
GDC-0879 (B-Raf)
GW5074 (C-Raf)
. . —
\Anglogeness -« Pathway

TGF
Pathway

VEGFR Inhibitors

FLT3 Inhibitors

Detailed product information is on page 33-36 Detailed product information is on page 43

JAK Inhibitors FGFR Inhibitors

Detailed product information is on page 23-25 Detailed product information is on page 44-45

EGFR Inhibitors ALK Inhibitors

Detailed product information is on page 36-38 Detailed product information is on page 45-46

PDGFR Inhibitors [HIF Inhibitors 4

Detailed product information is on page 39-40 Detailed product information is on page 25-26

HER2 Inhibitors

Detailed product information is on page 41-42

www.selleckchem.com
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VDA / Ber-Abl

S$1537 DMXAA (vadimezan)

DMXAA (Vadimezan) is a vascular disrupting agents (VDA) and
competitive inhibitor of DT-diaphorase with Ki of 20 yM and ICso of 62.5
UM in cell-free assays, respectively. Phase 3.

Size 5mg 25mg 100mg 10 mM/1 mL f\fkj\'\\

Bcr-Abl Inhibito

Inhibitory Selectivity

ohibitor Ber-Abl Abl Other
Dasatinib ++++1Cs0: 0.6 NM  [++++ |Cs0: 0.6 nM Src,c-Kit (D816V),c-Kit (wt)
Imatinib Mesylate + ICs0: 600 nM c-Kit,PDGFR

Saracatinib ++ ICs0: 30 M ¢-Src,LCK,EGFR (L861Q)
Ponatinib ++++1Cs0: 0.37 nM | ++++ |Cs0: 0.37 nM PDGFRa,VEGFR2,FGFR1
Nilotinib ++  1Cs0: <30 nM

Danusertib ++  1Cs0: 25 nM ++  1Cs0: 25 nM Aurora A, TrkA,RET
AT9283 +++ 1Cs0: 4-30 nM JAK3,JAK2,Aurora B
Degrasyn + ICs0: 1.8 yM buB

Bafetinib +++ |Cs0: 5.8 NnM +++ |Cs0: 5.8 "M Lyn

KW-2449 ++  ICs0: 14 nM +++ ICs0: 4-14 nM FLT3 (D835Y),FLT3,FGFR1
NVP-BHG712 + ICs0: 1.667 pM | EphB4,C-Raf,c-Src
Rebastinib +++ 1Cs0: 0.75-5nM |FLT3,KDR,Tie-2

GZD824 ++++1Cs0: 0.34 nM | ++++ |Cs0: 0.75-5 nM

Dimesylate

GNF-2 + ICs0: 273 nM

GNF-7 +++ ICs0: 122nM |+ ICs0: 133 nM

Radotinib ++  1Cs0: 34 nM

Dasatinib ++++1Cs0: 0.6 NM | ++++ ICs0: 0.6 nM Src,c-Kit (D816V),c-Kit (wt)
Monohydrate

GNF-5 + ICs0: 220 nM

PD173955 +++ 1Cs0: 1-2 nM Src

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICscs) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.
2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+"

S1490 Ponatinib (ap24534)

Ponatinib (AP24534) is a novel, potent multi-target inhibitor of Abl,
PDGFRa, VEGFR2, FGFR1 and Src with ICso of 0.37 nM, 1.1 nM, 1.5
nM, 2.2 nM and 5.4 nM in cell-free assays, respectively.

Size 10 mg 50mg 200 mg 10 mM/1 mL

)
o B
anERf R
—-—— Wk
Ll YD,
i 1o Product Citations (23):

Nature, 2015, 10.1038/nature14329
— i Cancer Cell, 2012, 22(5): 656-67

| ==aa e
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Data from [ Proc Natl Acad Sci USA,
2014, 111(9): 3550-5 ]

Ponatinib purchased from Selleck
$1033  Nilotinib (AmN-107)

Nilotinib (AMN-107) is a selective Bcr-Abl inhibitor with I1Cso less than

30 nM in Murine myeloid progenitor cells.
Size 25mg 100mg 300 mg 10 mM/1 mL 1. i ;W
I Nea e

Product Citations (18):
Nat Commun, 2015, 6: 7002
Sci Rep, 2015, 5: 9775

Data from [ FASEB J, 2011, 25(10):
3661-73 ]
Nilotinib purchased from Selleck

$2243 Degrasyn (wp1130)
Degrasyn (WP1130) is a selective deubiquitinase(DUB: USPS5,
UCH-L1, USP9x, USP14, and UCH37) inhibitor and also suppresses
Bcr/Abl; also a JAK2 transducer (without affecting 20S proteasome)
and activator of transcription (STAT).

Size 5mg  10mg  50mg 10 mM/1mL

ey

: Product Citations (7):
Trends Pharmacol Sci, 2014, 35(4):
- - 187-207
- = Oncogene, 2014, 10.1038/onc.2014.351

U Data from [ Neoplasia, 2012, 14(10):
[ 893-904 ]
L WP1130 (USP9x(i)) purchased from
L - =
LLIL] Selleck

$1369 Bafetinib (INNO-406, NS-187)

$1026 Imatinib Mesylate (stis71)

Imatinib Mesylate (STI571) is an orally bioavailability mesylate salt of
Imatinib, which is a multi-target inhibitor of v-Abl, c-Kit and PDGFR with
ICso of 0.6 yM, 0.1 pM and 0.1 uM in cell-free or cell-based assays,
respectively.

Size  100mg 250mg 10 mM/1 mL Y

- g
FRRS N BN PP
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Product Citations (28):
Cancer Cell, 2014, 26(6): 840-50
Cell Stem Cell, 2012, 10(2): 210-7

Data from [ Oncogene, 2012, 33(2):
236-45 ]

Imatinib Mesylate purchased from
Selleck

Bafetinib (INNO-406) is a potent and selective dual Ber-Abl/Lyn inhibitor
with I1Cs0 of 5.8 nM/19 nM in cell-free assays, does not inhibit the
phosphorylation of the T315] mutant and is less potent to PDGFR and

c-Kit. Phase 2.
et P
b

Size 5 mg 25mg 100 mg
Product Citations (2):

J Med Chem, 2015,58(1): 466-79
Int Arch Allergy Immunol, 2012, 159(1):
15-22

Hiskarmins rebsas Fi)
hkoiboi

R

) R
o ‘y. '5? Data from [ Int Arch Allergy Immunol,
L b o | i 2012, 159(1): 15-22 ]
Aarkigh {1 g imi} INNO-406 purchased from Selleck

Excellent Validation, Technical Support and Prompt Delivery

Ber-Abl / Src

S$1107 Danusertib (PHA-739358)

S$1134 AT9283

Danusertib (PHA-739358) is an Aurora kinase inhibitor for Aurora A/B/C
with 1Cso of 13 nM/79 nM/61 nM in cell-free assays, modestly potent to
Abl, TrkA, c-RET and FGFR1, and less potent to Lck, VEGFR2/3, c-Kit,
CDK2 etc. Phase 2.

————————————————————————————————————————————————————————— Page 27

Inhibitory Selectivity

AT9283 is a potent JAK2/3 inhibitor with ICso of 1.2 nM/1.1 nM in
cell-free assays; also potent to Aurora A/B, Abl(T315l). Phase 2.
—————————————————————————————————————————————————————————— Page 24

§2158 KW-2449

KW-2449 is a multiple-target inhibitor, mostly for FIt3 with ICso of 6.6 nM,
modestly potent to FGFR1, Ber-Abl and Aurora A little effect on PDGFR
B, IGF-1R, EGFR. Phase 1.

7777777777777777777777777777777777777777777777777777777777 Page 43

Inhibitor Name Src Lck Fyn Lyn Yes Other
Dasatinib ++++ 1Cs0: 0.8 nM Abl,c-Kit (D816V),c-Kit (wt)
Saracatinib +++ 1Cs0: 5nM +++  ICs0: <4 nM ++  1Cs0: 10 nM +++ 1Cs0: 5 nM EGFR (L861Q),c-YES,EGFR (L858R)
Bosutinib ++++ ICs0: 1.2 nM Abl

KX2-391 ++  Glso: 9 nM

NVP-BHG712 + ICs0: 1.266 uM EphB4,C-Raf,c-Abl

PP2 +++ 1Cs0: 5 nM +++ |Cs0: 4 nM +++ 1Cs0: 5 nM EGFR

PP1 +++ ICs0: 6 "M +++ ICs0: 5nM ++  ICs0: 6 "M Kit, EGFR,Bcr-Abl

SU6656 + ICs0: 130 nM + ICs0: 170 nM + ICs0: 130 nM + ICs0: 20 nM

Dasatinib Monohydrate | ++++ |Cso: 0.8 nM Abl c-Kit (D816V),c-Kit (wt)
WH-4-023 ++++ 1Cs0: 6 "M ++++1Cs0: 2 nM

Quercetin N Sirtuin,PKC,PI3Ky
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsos) and working concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "V" refers to compounds which do inhibitory effects on the related isoform, but without specific value.

§1021 Dasatinib

$1014 Bosutinib (ski-606)

Dasatinib is a novel, potent and multi-target inhibitor that targets Abl,
Src and c-Kit, with ICso of <1 nM, 0.8 nM and 79 nM in cell-free assays,
respectively. o

Size  25mg 100mg 10 mM/1mL é;}N;{;

Product Citations (61):
Cell Stem Cell, 2012, 10(2): 210-7
Cancer Discov, 2011, 1(7): 608-25

Data from [ Cancer Discov, 2011, 1(7):
it e e e e mmm | 608-25 ]
Dasatinib purchased from Selleck

81006 Saracatinib (azpos3o)

Saracatinib (AZD0530) is a potent Src inhibitor with ICso of 2.7 nM in
cell-free assays, and potent to c-Yes, Fyn, Lyn, Blk, Fgr and Lck; less
active for Abl and EGFR (L858R and L861Q). Phase 2/3.

9
Size 10 mg 25mg 200 mg 10 mMm/1 mL o Ojj

Product Citations (33):
Nat Cell Biol, 2014, 16(5): 401-14
Nat Cell Biol, 2013, 15(4): 395-405

Data from [ Int Arch Allergy Immunol,
2012, 159(1): 15-22 ]
“ AZD0530 (Srci) purchased from Selleck

Bosutinib (SKI-606) is a novel, dual Src/Abl inhibitor with 1Cs of 1.2 nM
and 1 nM in cell-free assays, respectively.

Size  10mg  50mg  10mMA mL T

Product Citations (11):
Blood, 2011, 118(7): 1885-98
Cancer Res, 2010, 70(19): 7489-99

Data from [ Blood, 2011, 118(7):
1885-98 ]
Bosutinib purchased from Selleck

§2700 KX2-391

KX2-391, the first clinical Src inhibitor (peptidomimetic class) that
targets the peptide substrate site of Src, with Glso of 9-60 nM in cancer
cell lines. Phase 2.

Size 5mg 50mg 100mg 10 mM/1mL

Y

A
A
T D,CT

§7008 PP2

PP2, a Src family kinase inhibitor, potently inhibits Lck/Fyn with ICso of
4 nM/5 nM in cell-free assays, ~100-fold less potent to EGFR, inactive
for ZAP-70, JAK2 and PKA.

Size 1mg 5 mg 10 mM/1 mL
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Src / Syk

S7565 WH-4-023

$2194 R406

WH-4-023 is a potent and orally active Lck/Src inhibitor with ICsos of
2 nM and 6 nM in cell-free assays, respectively. Exhibits >300-fold
selectivity against p38a and KDR. Also potently inhibits SIK (ICso values
are 10, 22 and 60 nM for SIK 1, 2 and 3 respectively) and displays
selectivity over a range of closely related kinases.

Size 5mg 25mg 100 mg

S§7060 PP1

PP1 is a potent and selective Src inhibitor for Lck/Fyn with ICso of 5 nM/
6 nM.

Size  10mg _ 25mg

S$2391 Quercetin (sophoretin)

Quercetin, a natural flavonoid present in vegetables, fruit and wine, is a
stimulator of recombinant SIRT1 and also a PI3K inhibitor with ICso of
2.4-5.4 pM. Phase 4.

7777777777777777777777777777777777777777777777777777777777 Page 29

S7774 SU6656

SU6656 is a selective Src family kinase inhibitor with 1Cso of 280 nM, 20
nM, 130 nM, and 170 nM for Src, Yes, Lyn, and Fyn, respectively.
Size 5mg 25mg 100 mg

S§7782 Dasatinib Monohydrate
Dasatinib Monohydrate is a novel, potent and multi-target inhibitor that
targets Abl, Src and c-Kit, with ICs0 of <1 nM, 0.8 nM and 79 nM,
respectively. N

Size  50mg 200 mg e

& L

yk Inhibito

Inhibitory Selectivity

Inhibitor Name Syk Other
R406 ++ ICs0:41nM | Fit3

R788 Disodium ++  ICs0: 41 nM

R406 ++  ICs0: 41 nM

PRT062607 HCI ++++1Cs0: 1 n1M | FGR,MLK1,YES

Fostamatinib ++ ICso: 41 nM | Adenosine A3 receptor,Adenosine transporter,

Monoamine transporter

MNS + ICs0: 2.5 UM | p97,Src
PRT-060318 ++++ 1Cs0: 4nM

Entospletinib +++ |Cs0: 7.7 nM

R0O9021 +++ |Cs0: 5.6 "M

BAY-61-3606 +++ Ki: 7.5 nM

Piceatannol v Lyn,PKA,PKC
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICses) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+"indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

R406 is a potent Syk inhibitor with ICso of 41 nM in cell-free assays,
strongly inhibiting Syk but not Lyn, 5-fold less potent to FIt3. Phase 1.
Size 2mg _ 10mg _ 50mg _ 10 mM/1 mL -

i
E .
i i it Product Citations (15):
sreipu Immunity, 2014, 40(3): 389-99
=== i Nat Cell Biol, 2015, 17(1): 67-67
Hl

[

IE ' Datafrom [ Blood, 2013, 122(4): 5809 ]
= R406 purchased from Selleck

82206 R788 (Fostamatinib) Disodium

R788 (Fostamatinib) disodium, a prodrug of the active metabolite R406,
is a Syk inhibitor with 1Cs0 of 41 nM in cell-free assays, strongly inhibits
Syk but not Lyn, 5-fold less potent to FIt3. Phase 3.

e 0,90 e
Size  5mg _ 10mg _ 50 mg P
AT AT
3

S$1533 R406 (free base)

R406 (free base) is a potent Syk inhibitor with ICso of 41 nM in a cell-free
assay, strongly inhibits Syk but not Lyn, 5-fold less potent to FIt3. Phase
1.

Size  10mg _ 50 mg o & .oy
AlL) o A
\OLIEAENIENNRK
]
300 Product Citations (3):
Nat Immunol, 2013, 14(12): 1247-55

E Ha Clin Cancer Res, 2012, 19(3): 586-97

£

=

T

Data from [ Nat Immunol, 2013, 14(12):
1247-55]

o
13;#&# @f' & ‘?K‘s‘f@. & g0 R406 (free base) purchased from

Selleck

S8032 PRT062607 (ps505-15, BiiB057) HCI

PRT062607 (P505-15) HCl is a novel, highly selective Syk inhibitor with
ICs0 of 1 nM in cell-free assays, >80-fold selective for Syk than for Fgr,

Lyn, FAK, Pyk2 and Zap70. o
Size 5mg  25mg 10 mM/1 mL Hf\i:"‘
S Y
o

S§7523 Entospletinib (Gs-9973)

Entospletinib (GS-9973) is an orally bioavailable, selective Syk inhibitor
with ICso of 7.7 nM in a cell-free assay and showed 13- to >1000-fold
cellular selectivity for Syk over other kinases (including Jak2, ckit, FIt3,
Ret, KDR) as assessed by target protein phosphorylation or functional
response.

Size  10mg 50mg 200 mg S b VA .
T;iﬁI\N‘ACm

$§3026 Piceatannol

Piceatannol, a natural stilbene, is a selective Syk inhibitor and ~10-fold
selectivity versus Lyn.
Size 10 mg 25 mg 50 mg 10 mM/1 mL

$7286  R09021 Lnew

R0O9021 potently inhibits SYK kinase activity with an average ICso of
5.6 nM and suppresses B-cell receptor signaling.
Size 1mg 5mg 25 mg

Excellent Validation, Technical Support and Prompt Delivery

FAK/BTK

FAK Inhibito

Inhibitory Selectivity

Inhibitor Name FAK Other

PF-00562271 ++++ ICs0: 1.5 nM | CDK2/CyclinE,CDK3/CyclinE,CDK1/CyclinB
PF-562271 ++++ ICs0: 1.5nM | CDK2/CyclinE,CDK3/CyclinE,CDK1/CyclinB
PF-573228 + ICso: 4 nM

TAE226 ++  1Cs0:5.5nM | Insulin Receptor,IGF-1R,c-Met
PF-03814735 + ICs0: 22 nM | Aurora A,Aurora B,FLT1

PF-562271 HCI ++++ 1Cs0: 1.5 nM | CDK2/CyclinE,CDK3/CyclinE,CDK1/CyclinB
GSK2256098 ++++ Kii 0.4 nM

PF-431396 ++  1Cs0: 2 nM

PND-1186 ++++ 1Cs0: 0.5 nM

Defactinib v

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICss) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

$2672 PF-00562271
PF-00562271 is the benzenesulfonate salt of PF-562271, which is a
potent, ATP-competitive, reversible inhibitor of FAK with ICso of 1.5 nM,
~10-fold less potent for Pyk2 than for FAK and >100-fold selectivity
against other protein kinases, except for some CDKs. Phase 1.

Size 5mg 10 mg

Product Citation (1):
Mol Ther, 2012, 20(5): 972-83

e

Data from [ Mol Ther, 2012, 20(5):
972-83]

B PF-00562271 (FAK inhibitor) purchased
from Selleck

$2890 PF-562271

PF-562271 is a potent, ATP-competitive, reversible inhibitor of FAK with
ICs0 of 1.5 nM in cell-free assays, ~10-fold less potent for Pyk2 than for
FAK and >100-fold selectivity against other protein kinases, except for
some CDKs.

Size 5mg  50mg 100mg 10 mM/1 mL y ’YNI‘C\:&“
Prav Prim
t di-®dd-w Lo Product Citations (6):
ladd Oncogene, 2015, 10.1038/onc.2014.434

J Biol Chem, 2015, 290(14): 8677-92

Data from [ PLoS One, 2014, 9(2):
88587 |
PF-562271 purchased from Selleck

S$2013 PF-573228

PF-573228 is an ATP-competitive inhibitor of FAK with ICso of 4 nM in a
cell-free assay, ~50- to 250-fold selective for FAK than for Pyk2,
CDK1/7 and GSK-3B.

Size 10 mg 50 mg 10 mM/1 mL

T
DB om oD

LIS 3

= Product Citations (4):

J Cell Sci, 2014, 127(Pt 14): 3039-51
J Biol Chem, 2015,
10.1074/jbc.M114.624247

Data from [ PLoS One, 2014, 9(2):

S$2820 TAE226 (NvP-TAE226)

TAE226 (NVP-TAE226) is a potent FAK inhibitor with ICso of 5.5 nM and
modestly potent to Pyk2, ~10- to 100-fold less potent against InsR,
IGF-1R, ALK, and c-Met.

Size 5mg  10mg 10 mM/A mL Ta

Product Citations (2):
Cell Death Dis, 2014, 5: e1134
J Biol Chem, 2015, 290(14): 8677-92

Data from [ Cell Death Dis, 2014, 5:
e1134]
| TAE226 purchased from Selleck

87653 PND-1186 (vs-4718)

PND-1186 (VS-4718) is a reversible and selective FAK inhibitor with
ICs0 of 1.5 nM. Phase 1. ol

Size 5mg 25mg 100 mg cr

O

87654 Defactinib (vs-6063, PF-04554878)

Defactinib (VS-6063, PF-04554878) is a selective, and orally active
FAK inhibitor. Phase 2.

size 5mg 25mg 100mg

$§2725 PF-03814735 [ new ]

PF-03814735 is a novel, potent and reversible inhibitor of Aurora A/B
with ICso of 0.8 nM/5 nM, is less potent to FIt3, FAK, TrkA, and minimally
active to Met and FGFR1. Phase 1.

7777777777777777777777777777777777777777777777777777777777 Page 28

$8523  GSK2256098 Lrow

GSK2256098 is a potent, selective, reversible, and ATP competitive
FAK kinase inhibitor with apparent Ki of 0.4 nM.

Size 5mg 25mg

Inhibitory Selectivity

Inhibitor Name BTK Other
Ibrutinib ++++ 1Cs0: 0.5 nM BLK,Bmx,FGR
AVL-292 ++++ |Cs0: <0.5 nM YES,c-Src,BRK
CNX-774 +++  ICso <1 nM

Acalabrutinib ++  1Cs: 0.5nM

ONO-4059 analogue ++  ICs0: 23.9 nM

LFM-A13 +  ICs0:25uM

RN486 ++  ICso: 4 nM

CGI1746 +++ 1Cs0: 1.9 1M

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsss) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.
2. "+"indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.
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PF-573228 purchasd/rdresiedichem.com
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Angiogenesis

BTK

S$2680 Ibrutinib (pci-32765)

§7173 CC-292 (avL-292)

Ibrutinib (PCI-32765) is a potent and highly selective Brutons tyrosine
kinase (Btk) inhibitor with ICs0 of 0.5 nM in cell-free assays, modestly
potent to Bmx, CSK, FGR, BRK, HCK, less potent to EGFR, Yes,
ErbB2, JAK3 etc.

size 5mg  10mg  50mg 10 mM/mL ]

i e
Tl 0 P e

Product Citations (29):
Cancer Cell, 2012, 22(5): 656-67
J Natl Cancer Inst, 2014, 106(9)

Fatasi. bgm el (00

Data from [ Blood, 2014, 123(8):
1229-38 ]
" Ibrutinib purchased from Selleck

e

Size 5mg 25mg 100 mg

CC-292 (AVL-292) is a covalent, orally active, and highly selective BTK
inhibitor with 1Cs of <0.5 nM, displaying at least 1400-fold selectivity
over the other kinases assayed. Phase 1.
Size 10 mg 50 mg

S$8116  Acalabrutinib (Acp-196) [ new ]

Acalabrutinib(ACP-196) is a selective second-generation Bruton's
tyrosine kinase (BTK) inhibitor, which prevents the activation of the
B-cell antigen receptor (BCR) signaling pathway. ACP-196 has
improved target specificity over ibrutinib with 323-, 94-, 19- and 9-fold
selectivity over the other TEC kinase family members (ITK, TXK, BMX,
and TEC, respectively) and no activity against EGFR.

Excellent Validation, Technical Support and Prompt Delivery

c-RET / Bcl-2

Apoptosis
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c-RET Inhibitors
Detailed product information is on page 46
Bcl-2 Inhibitors | Activator
Inhibitory Selectivity
Inhibitor Name Bcl-2 Bcl-B Bel-w Bel-xL Mcl-1 A1 Bax Other
ABT-737 ++++ECs0: 30.3 nM|+ ECso: 1.82 uM |+++ ECso: 197.8 nM|+++ ECso: 78.7 nM
Navitoclax (ABT-263) | ++++Ki: <1 nM ++++ K 21 nM ++++Ki:<0.5nM  |++  Ki550nM |++ Ki:354nM
Obatoclax Mesylate|+++ Ki: 0.22 yM
TW-37 +++ Ki: 0.29 yM + K 1.11 pM  [+++ Ki 0.26 uM
Venetoclax ++++Ki: <0.01 nM +++ Ki: 245 nM ++++ Ki: 48 nM
AT101 ++ K 0.32 yM ++  K:048pM |+++ K:0.18 pM
HA14-1 + ICs0: 9 UM
Sabutoclax ++  ICso: 0.62 uM ++  ICso: 0.31 pM |+++ [Cs0: 0.20 pM ++ ICs0: 0.62 pM
A-1155463 ++++ Ki: <0.01 nM
A-1210477 ++++ |Cs0: 26.2 M
UMI-77 ++ K490 nM
Gambogic Acid + ICs0: 1.21 uM |+ ICs0: 0.66 pM | ++++ ICs0: 0.02 M | + ICs0: 1.47 UM |+ ICs: 0.79 uM + ICs0: 1.06 uM| Caspase
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsos) and working concentrations of each inhibitor, please visit the website of www.selleckchem.com.
2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

www.selleckchem.com

sisojdody




Apoptosis

Bcl-2 / Caspase

Bcl-2 Inhibitors

$1002 ABT-737

ABT-737 is a BH3 mimetic inhibitor of Bcl-xL, Bcl-2 and Bcl-w with ECso
of 78.7 nM, 30.3 nM and 197.8 nM in cell-free assays, respectively; no
inhibition observed against Mcl-1, Bcl-B or Bfl-1. Phase 2. Ry 0

Size 5mg 50mg 100 mg 10 mM/1 mL ,
Pl — — — =
= - ———
LEIE e — e —— Productcnanons (85):
— Nat 2011, 29(6): 542-6

Nat Med, 2013, 19(11): 1478-88

Gasrmar, - . - = = =
. - = & o+ o+ =
ARED - - =@ M e Data from [ Nat Med, 2013, 19(11):

1478-88]
ABT-737 purchased from Selleck

$1001 Navitoclax (aABT-263)

Navitoclax (ABT-263) is a potent inhibitor of Bcl-xL, Bcl-2 and Bcl-w with
Ki of £ 0.5 nM, <1 nM and <1 nM in cell-free assays, but binds more
weakly to Mcl-1 and A1. Phase 2.

Size 5mg 25mg 100 mg 10 mM/1 mL M

ok b
- — O
i - e 5 ] ¢
3 - — ] .
e r £, Product Citations (35):
] N —_— ; waf J Clin Invest, 2014, 124(1): 117-28

J Clin Invest, 2014, 124(11): 4737-52

Data from [ Cancer Res, 2012, 72 (12):
2949-56 ]
s —se T —F=—1  ABT-263 purchased from Selleck

S$1057 Obatoclax Mesylate (cx15-070) Bcl-2 selective
Obatoclax Mesylate (GX15-070) is an antagonist of Bcl-2 with Ki of 0.22
UM in a cell-free assay, can assist in overcoming MCL-1 mediated
resistance to apoptosis. Phase 3.

Size 5mg 10 mg 50mg 10 mM/1 mL cHson
T,

e

Product Citations (25):
Cancer Res, 2012, 72(12): 3069-79
Cancer Res, 2011, 71(13): 4494-505

Data from [ Cell Death Dis, 2012, 3:
e351]
" GX15-070 purchased from Selleck

$1121 TW-37
TW-37 is a novel non-peptide inhibitor to recombinant Bcl-2, Bel-xL and
Mcl-1 with Ki of 0.29 pM, 1.11 uM and 0.26 pM in cell-free assays,
respectively.

Size 10 mg 50 mg 10 mM/1 mL

Product Citations (12):

Nat Chem Biol, 2015,
10.1038/nchembio. 1797

Cell Death Differ, 2013, 20(11): 1475-84

Data from [ Cell Death Differ, 2013,
20(11): 1475-84 ]
TW-37 purchased from Selleck

S8061 Sabutoclax (si-97c1)

Sabutoclax (BI-97C1) is a pan-Bcl-2 inhibitor, including Bcl-xL, Bcl-2,
Mcl-1 and Bfl-1 with 1Cs0 of 0.31 uM, 0.32 pM, 0.20 pM and 0.62 uM,
respectively. o

L)

Size 5mg 50 mg u n

a

S8048 Venetoclax (ABT-199, GDC-0199) Bel-2 selective

Venetoclax (ABT-199, GDC-0199) is a Bcl-2-selective inhibitor with Ki of
<0.01 nM in cell-free assays, >4800-fold more selective versus Bcl-xL
and Bcl-w, and no activity to Mcl-1. Phase 3.
Size 5 mg 50 mg 10 mM/1 mL

ClLonly CLL onstroma o

Product Citations (11):
Leukemia, 2014, 28(8): 1657-65
Cell Death Differ, 2015,
10.1038/cdd.2015.73

Data from [ J Biol Chem, 2014, 289(23):

16190-9]

ABT-199 purchased from Selleck
§7531  UMI-77

UMI-77 is a selective Mcl-1 inhibitor with Ki of 490 nM, showmg
selectivity over other members of Bcl-2 family.
Size 5mg  25mg

S7790  A-1210477

A-1210477 is a potent and selective MCL-1 inhibitor with Ki and ICso of
0.454 nM and 26.2 nM, respectively, >100-fold selectivity over other
Bcl-2 family members.

Size 5mg 25mg

S§7800 A-1155463

A-1155463, a highly potent and selective BCL-XL inhibitor, shows
picomolar binding affinity to BCL-XL, and >1000-fold weaker binding to
BCL-2 and related proteins BCL-W(Ki=19 nM) and MCL-1(Ki>440 nM).

Size 5 mg 25mg or
BQu e
s s

Bcl-2 Activator

§7105 BAM7 Bax selective

BAM?7 is a direct and selective activator of pro-apoptotic Bax with ECso
of 3.3 uM.

Size 10 mg 50 mg

Caspase Inhibitors | Activator

Inhibitory Selectivity

Inhibitor Name | C. C 1/ C 3| C 4

Belnacasan ++ K:0.8nM +++ Ki: <0.6 nM
Emricasan v
Z-VAD-FMK v

Z-DEVD-FMK v

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsss) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2."+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "V" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

Excellent Validation, Technical Support and Prompt Delivery

Caspase / p53 / TNF-alpha

Caspase Inhibitors

§7023 Z-VAD-FMK

Z-VAD-FMK is a cell-permeable, irreversible pan-caspase inhibitor,
blocking all features of apoptosis in THP.1 and Jurkat T-cells.
Size 1mg 5mg

0
dewol KT Kk T o
o e%
Cawad o, o
=] oy Bt T
l""'-
Product Citations (6):
a Cancer Res, 2015,
- 10.1158/0008-5472.CAN-14-2199

PLoS One, 2015, 10(3): e0122083

Data from [ J Biol Chem, 2014, 289(23):
ao. 16190-9]
[ £f b ] ABT-199 purchased from Selleck

$2228 Belnacasan (vx-765) Caspase-1 selective

Belnacasan (VX-765) is a potent and selective inhibitor of caspase-1
with Ki of 0.8 nM in a cell-free assay. Phase 2.
Size  10mg _ 50mg S5 ooy

§7312 Z-DEVD-FMK

Z-DEVD-FMK is a specific, irreversible Caspase-3 inhibitor, and also
shows potent inhibition on caspase-6, caspase-7, caspase-8, and
caspase-10.
Size 1mg

S7775 Emricasan [ new ]
Emricasan is a potent irreversible pan-caspase inhibitor.

Size 5mg 25mg

Caspase Activator

§2738 PAC-1
PAC-1 is a potent procaspase-3 activator with ECso of 0.22 yM and the

Caspase-3 selective

first small molecule known to directly activate procaspase-3 to caspase-3.

Size 10 mg 50mg 250 mg 10 mM/1 mL ~,

p53 Inhibitors

$§2929  Pifithrin-a (PFTa)

Pifithrin-a is an inhibitor of p53, inhibiting p53-dependent transactivation
of p53-responsive genes.
Size 25 mg 50 mg 10 mM/1 mL

o
X

Crbi

§2930  Pifithrin-p

Pifithrin-p is a specific p53 inhibitor by reducing its affinity to Bcl-xL and
Bcl-2, and also inhibits HSP70 function and autophagy.

Size 10 mg 50 mg

S2781 RITA (Nsc 652287)

RITA (NSC 652287) induces both DNA-protein and DNA-DNA
cross-links with no detectable DNA single-strand breaks, and also
inhibits MDM2-p53 interaction by targeting p53.

Size 5mg _ 10mg 10 mM/1mL s

§2
.

J oM

p53 Activators

81172  JNJ-26854165 (serdemetan)
JNJ-26854165 (Serdemetan) acts as a HDM2 ubiquitin ligase
antagonist and also induces early apoptosis in p53 wild-type cells,
inhibits cellular proliferation followed by delayed apoptosis in the
absence of functional p53. Phase 1.

Size 5mg 25mg 100 mg 10 mM/1 mL

Ho raatment S S aran

Product Citations (2):
Sci Rep, 2014, 4: 4664
Head Neck, 2014, 10.1002/hed.23822

- - oata fom [ Sci Rep, 2014, 4: 4064
| Serdemetan purchased from Selleck

§7149 NSC 319726

NSC 319726 is a p53(R175) mutant reactivator, exhibiting growth
inhibition in cells expressing mutant p53, with ICso of 8 nM for
p53(R175) mutant, showing no inhibition for p53 wild-type cells.

Size 5mg 25mg

NF-alpha Inhibito
Inhibitory Selectivity

Inhibitor Name TNF-a Other
Pomalidomide +++ 1Cs0: 13 M
Necrostatin-1 + ECs0: 490 nM
QNZ ++++ 1Cs0: 7 nM NF-kB
Thalidomide N

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICscs) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

pd
$1567 Pomalidomide g
Pomalidomide inhibits LPS-induced TNF-a release with ICso of 13 nM in =4
PBMCs. 2
Size 5mg 10 mg 50 mg 10 mM/1 mL by Jx/ohxo a'

. st Product Citations (9):
. !w- ! Blood, 2011, 118(18): 4771-9
™R Br J Haematol, 2014, 166(4): 529-39

]
?fff@‘ff"p"‘ Data from [ Blood, 2011, 118(18): 4771-
9]
f

from Selleck

www.selleckchem.com




Apoptosis

TNF-alpha / Mdm2 / Survivin

$1193 Thalidomide

§7205 Idasanutlin (rRG-7388)

Thalidomide was introduced as a sedative drug, immunomodulatory
agent and also is investigated for treating symptoms of many cancers.
Thalidomide inhibits an E3 ubiquitin ligase, which is a
CRBN-DDB1-Cul4A complex.

5
Size  200mg aess
> ;J’

S8037 Necrostatin-1

Necrostatin-1 is a specific RIP1 inhibitor and inhibits TNF-a-induced
necroptosis with ECso of 490 nM in 293T cells. N

Size 10mg 100 mg 10 mM/1 mL

-

ool

L

S$1623 Acetylcysteine

Acetylcysteine(N-acetyl-I-cysteine) is a ROS(reactive oxygen species)
inhibitor that antagonizes the activity of proteasome inhibitors. It is also
a tumor necrosis factor production inhibitor, used mainly as a mucolytic,
protects against acetaminophen overdose-induced hepatotoxicity by
maintaining or restoring hepatic concentrations of glutathione.

Size  10mg  50mg 10 mM/1mL -

S4902 QNZ (Evr4593)

QNZ (EVP4593) shows potent inhibitory activity toward both NF-«B
activation and TNF-a production with ICs of 11 nM and 7 nM in Jurkat T
cells, respectively.

777777777777777777777777777777777777777777777777777777777 Page 100

Mdm2 Inhibitors | Activator |
Antagonists

Inhibitory Selectivity

Inhibitor Name Mdm2 Other
Nutlin-3 ++  ICs0: 180 nM

Nutlin-3a +++ 1Cs0: 90 nM

Nutlin-3b + ICs0: 13.6 UM

MX69 ++ Ko 2.34 uM

MI-773 (SAR405838) ++++ 1Cs0: 0.88 nM p53

Idasanutlin (RG-7388) ++++ 1Cs0: 6 "M

RG-7112 +++ Ka: 11nM
YH239-EE J
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICws) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2."+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "V" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

Mdm2 Inhibitors

S$8059 Nutlin-3a

Nutlin-3a, the active enantiomer of Nutlin-3, inhibits the p53/MDM2
interaction with ICso of 90 nM in a cell-free assay.

Size 5mg 25 mg

Idasanutlin (RG-7388) is a potent and selective p53-MDM2 inhibitor
with ICso of 6 nM showing improved in vitro binding as well as cellular
potency/selectivity.

Size 5 mg 25mg

Mdm2 Activator

$2678 NSC 207895

NSC 207895 suppresses MDMX with ICso of 2.5 pM, leading to
enhanced p53 stabilization/activation and DNA damage, and also
regulates MDM2, an ES3 ligase.
Size 5mg 10 mg 50 mg

s

ol S

Mdm2 Antagonists

§1061  Nutlin-3

Nutlin-3 is a potent and selective Mdm2 (RING finger-dependent
ubiquitin protein ligase for itself and p53) antagonist with ICs0 of 90 nM
in a cell-free assay; stabilizes p73 in p53-deficient cells.

Size 5 mg 25mg 100 mg 10 mM/1 mL
oy proreey
L o] HITLIR = RETA R

Product Citations (8):

W
N
W

Hepatology, 2015, 10.1002/hep.27992
- u u f_ Int J Cancer, 2014, 10.1002/jjc.29194
2 . - .
s4x mEEmmms SSSmeSs mmsmmm  Data from [ Cell Death Dis, 2012, 3:
P, T . e 294 )
LA - — S -——

Nutlin-3 purchased from Selleck

87649 MI-773 (sAR405838)

MI-773 (SAR405838) is an orally available MDM2 antagonist with Ki of
0.88 nM. Phase 1.

Size 5mg 25mg

O o

AT,
e

§7030 RG-7112

RG7112 (RO5045337) is an orally bioavailable and selective
p53-MDM2 inhibitor with HTRF ICso of 18 nM.

Size 5mg 25mg

Survivin Inhibitor

81130 YM155 (sepantronium Bromide)

YM155 (Sepantronium Bromide) is a potent survivin suppressant by
inhibiting  Survivin promoter activity with 1Cso of 0.54 nM in
HelLa-SURP-luc and CHO-SV40-luc cells; does not significantly inhibit
SV40 promoter activity, but is observed to slightly inhibit the interaction
of Survivin with XIAP. Phase 2.

Size 5mg 25mg 100 mg 10 mM/1 mL

Product Citations (39):
Nat Chem Biol, 2014, 10(9): 768-73
Leukemia, 2012, 26(4): 623-32

Data from [ Proc Natl Acad Sci USA,
2012, 109(2): 600-5]
'YM155 purchased from Selleck

Excellent Validation, Technical Support and Prompt Delivery

IAP / Serine/threonin Kinase / PERK

IAP Inhibitors | Antagonist

Inhibitory Selectivity

Inhibitor Name clAP XIAP Other
Birinapant ++++ Kg: <1 nM ++  Ka: 45 nM

GDC-0152 +++ K 14.5 pM +++ Ki 28 nM MLXBIR3SG
Embelin + ICs0: 4.1 uM 5-LO,mPGES-1
BV-6 v

LCL161 \

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsos) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "V" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

IAP Inhibitors

§7015 Birinapant CIAP selective

Birinapant is a SMAC mimetic antagonist, mostly to clAP1 with Ka of <1
nM in a cell-free assay, less potent to XIAP. Phase 2.

°

Size 5mg ppm

o ¥ J
e
ey
A0
o
weema  Product Citations (3):
Cell Death Dis, 2015,

il 10.1038/cddis.2015.130
e Cell Death Dis, 2013, 4: €951

Data from [ Cell Death Dis, 2013, 4:
€951]
Birinapant purchased from Selleck

§7009 LCL161

LCL-161, a small molecule second mitochondrial activator of caspase
(SMAC) mimetic, potently binds to and inhibits multiple IAPs (i.e. XIAP,
c-IAP). o

Size 5mg 25mg 100 mg s’ﬁ;r;

Serine/threonin Kinase
Inhibitor

$8366  CRT0066101 <@

CRT0066101 is a small molecule PKD family specific inhibitor which
specifically blocks PKD1/2 activity and does not suppress PKCa/
PKCB/PKCe activity in multiple. e

Size 5mg 25mg

PERK Inhibitors

Inhibitory Selectivity

Inhibitor Name PERK Other
GSK2606414 ++++ Cso: 0.4 nM EIF2AK1 (HRI),EIF2AK2 (PKR)
GSK2656157 +++ |Cs0: 0.9 nM
ISRIB (trans-isomer) ++  ICs0: 5nM

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICxs) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com
2."+"indicates inhibitory effect. Increased inhibition is marked by a higher "+ designation

S§7307 GSK2606414

GSK2606414 is an orally available, potent, and selective PERK
inhibitor with ICso of 0.4 nM, displaying at least 100-fold selectivity over
the other EIF2AKs assayed.

Size 5mg

e Ty

§7033 GSK2656157

GSK2656157 is an ATP-competitive and highly selective inhibitor of
PERK with ICso of 0.9 nM in a cell-free assay, 500-fold greater against a

panel of 300 kinases. o
§7597 BV-6 Size  50mg — B
BV-6 is a SMAC mimetic, dual clAP and XIAP inhibitor. By V%
Size 5mg _ 25mg 100 mg - S
: Lf,}h Yy S7400 ISRIB_(trans-isomer)
: N“”So . ISRIB (trans-isomer), the trans-isomer of ISRIB, is a potent and

IAP Antagonist

§7010 GDC-0152

GDC-0152 is a potent antagonist of XIAP-BIR3, ML-IAP-BIR3,
clAP1-BIR3 and clAP2-BIR3 with Ki of 28 nM, 14 nM, 17 nM and 43 nM
in cell-free assays, respectively; less affinity shown to clAP1-BIR2 and
clAP2-BIR2. Phase 1.

size 10mg S

ERSES]

o A

selective PERK inhibitor with ICso of 5 nM and does not have global
effects on translation, transcription, or mRNA stability in non-stressed
cells.

Size 10mg  25mg ~ ,m«J

$2923 Salubrinal

Salubrinal is a selective inhibitor of elF2a dephosphorylation and
inhibits ER stress-mediated apoptosis with ECso of ~15 uM in a cell-free
assay.

Size 5 mg 10 mM/1 mL

www.selleckchem.com

sisojdody



Autophagy

Autophagy

P53 Activators Stress

JNJ-26854165
NSC 319726

p53 Inhibitors

Depletion
of Amino Acids

Pan-mTOR Inhibitors
AZD:

KU-0063794
PP242
Selective mTOR Inhibitors
Rapamycin (mTORC1
Everolimus (mTORC1)

Paclltaxel

/ortmannin
Autophagy Activators
Temozolomide
Metformin

Trifluoperazine

Atg13 Atg1 Atg17 g
Active
3

Autophagosome

2 Isolation Membrane

Energy Depletion

Pifithrin-o ;
Pifithrin-p Hypoxia \ &\ \

Ammonia @
Au(ophagy |nm;«ors\\

Autophagy

1 Regulation of Induction

Glucagon

Limitation for Insulin,

yh Faftors, or Hormones
MDD @D
\/

Pan-PI3K Inhibitors
BEZ235

€zC24832 (p110y)
CAL-101 (p1105)

Pan-Akt Inhibitors
MK-2206
Perifosine
‘GSK690693
Selective Akt Inhibitors

(Akt1)
CCT128930 (Akt2)

6 Vesicle Breakdown
and Degradation

5 Docking and Fusion

Lysosor:rrlei/ Autolysosome

2 Vesicle Nucleation

PI3K Complex Ill

3 Vesicle Elongation

@@= @

Atg12
[tg12) Alg5
é;

Autophagy Inhibitors

$1105 LY294002

8§2775 Nocodazole

LY294002 is the first synthetic molecule known to inhibit PI3Ka/d/B with
ICso of 0.5 uM/0.57 pM/0.97 uM in cell-free assays, respectively; more
stable in solution than Wortmannin, and also blocks autophagosome
formation.

S$1150 Paclitaxel

Paclitaxel is a microtubule polymer stabilizer with ICso of 0.1 pM in
human endothelial cells.

—————————————————————————————————————————————————————————— Page 73

$2758 Wortmannin

Wortmannin is the first described PI3K inhibitor with ICso of 3 nM in a
cell-free assay, with little selectivity within the PI3K family. Also blocks
autophagosome formation and potently inhibits DNA-PK/ATM with |Cso
of 16 nM and 150 nM in cell-free assays.

S$2767 3-Methyladenine (3-ma)

3-Methyladenine (3-MA) is a selective PI3K inhibitor for Vps34 and
PI3Ky with ICso of 25 yM and 60 uM in HeLa cells; blocks class | PI3K
consistently, whereas suppression of class Ill PI3K is transient, and also
blocks autophagosome formation.

Nocodazole is a rapidly-reversible inhibitor of microtubule polymeriza
-tion, and also inhibits Abl, Abl(E255K) and Abl(T315I) with ICso of 0.21
MM, 0.53 uM and 0.64 pM in cell-free assays, respectively.

—————————————————————————————————————————————————————————— Page 73

84157 Chloroquine Phosphate

Chloroquine phosphate is a 4-aminoquinoline anti-malarial and
anti-rheumatoid agent, also acting as an ATM activator.

---Page 15

$4430 Hydroxychloroquine Sulfate

Hydroxychloroquine Sulfate is an antimalarial agent used for the
treatment of systemic lupus erythematosus, rheumatoid arthritis and
other autoimmune, inflammatory and dermatologic conditions. Also acts
as an inhibitor of autophagy and toll-like receptor (TLR) 7/9.

Size 10 mg 50mg 200 mg G\E,\Iﬁ '“'E'“"

e

§7885 SBI-0206965

SBI-0206965 is a highly selective autophagy kinase ULK1 inhibitor with
1Cs0 of 108 nM, about 7-fold selectivity over ULK2. “ry
o o N)‘ NH

Size 5mg 25mg )¢
A K X,

Excellent Validation, Technical Support and Prompt Delivery

Autophagy / LRRK2

§7888 Spautin-1

S$1208 Doxorubicin (Adriamycin)

Spautin-1 is a potent and specific autophagy inhibitor, and inhibits the
deubiquitinating activity of USP10 and USP13 with ICs; of ~0.6-0.7 pM

Size 10 mg _ 50mg

Autophagy Activators

§1237 Temozolomide

Temozolomide is a monofunctional SN-1 alkylating agent that can
modify nitrogen atoms in the DNA ring and the extracyclic oxygen
group, chemically converted to MTIC and degrades to methyldiazonium
cation, which transfers methyl groups to DNA at physiologic pH. A DNA
damage inducer in L-1210 and L-1210/BCNU cells.
Size  25mg _100mg 10 mM/1 mL

s marama o o s
e, e

s i,
Tholos P

Product Citations (4):
Nat Med, 2015, 10.1038/nm.3855
Clin Cancer Res, 2014, 20(6): 1555-65

Data from [ Clin Cancer Res, 2014,
20(6): 1555-65 ]

Temozolomide (TMZ) purchased from
Selleck

§1950 Metformin HCI

Metformin HCI decreases hyperglycemia in hepatocytes primarily by
suppressing glucose production by the liver (hepatic gluconeogenesis).

Size 50 mg 59 NH NH

Mt by et s e et s e Product Citations (4):
T e reyryey— —= Cancer Cell, 2014, 26(6): 840-50
o 2015, 6(2): 969-78

by - Data from [ Luminescence, 2014, 29(1):
et e 65-73]
Metformin HCI (MF) purchased from
Selleck

$1047 Vorinostat (SAHA, MK0683)

Vorinostat (suberoylanilide hydroxamic acid, SAHA) is an HDAC
inhibitor with ICso of ~10 nM in a cell-free assay.

Page 20

§1002 ABT-737

ABT-737 is a BH3 mimetic inhibitor of Bcl-xL, Bcl-2 and Bcl-w with ECso
of 78.7 nM, 30.3 nM and 197.8 nM in cell-free assays, respectively; no
inhibition observed against Mcl-1, Bcl-B or Bfl-1. Phase 2.

S$1049  Y-27632 2HCI

Y-27632 2HCI is a selective ROCK1 (p160ROCK) inhibitor with Ki of
140 nM in a cell-free assay, exhibiting >200-fold selectivity over other
kinases, including PKC, cAMP-dependent protein kinase, MLCK and
PAK.

Page 79

$1039  Rapamycin (sirolimus) <SS DIrCE>

Rapamycin (Sirolimus) is a specific mTOR inhibitor with ICso of ~0.1 nM
HEK293 cells.

—————————————————————————————————————————————————————————— Page 10

81023 Erlotinib HCI (osi-744)

Erlotinib HCI (OSI-744) is an EGFR inhibitor with ICso of 2 nM in cell-free
assays, >1000-fold more sensitive for EGFR than for human c-Src or
v-Abl.

—————————————————————————————————————————————————————————— Page 37

Doxorubicin (Adriamycin) is an antibiotic agent that inhibits DNA
topoisomerase Il and induces DNA damage and apoptosis in tumor
cells.

777777777777777777777777777777777777777777777777777777777 Page 87

S$1057 Obatoclax Mesylate (Gx15-070)

Obatoclax Mesylate (GX15-070) is an antagonist of Bcl-2 with Ki of 0.22
UM in a cell-free assay, can assist in overcoming MCL-1 mediated
resistance to apoptosis. Phase 3.

§1038 PI-103

PI-103 is a multi-targeted PI3K inhibitor for p110a//5/y with ICso of 2
nM/3 nM/3 nM/15 nM in cell-free assays, less potent to mMTOR/DNA-PK
with 1Cso of 30 nM/23 nM.

S$1149 Gemcitabine HCI

Gemcitabine HCl is a DNA synthesis inhibitor with ICso of 50 nM, 40 nM,
18 nM and 12 nM in PANC1, MIAPaCa2, BxPC3 and Capan2 cells,
respectively.
—————————————————————————————————————————————————————————— Page 84

$2218 Torkinib (pp242)

Torkinib (PP242) is a selective mTOR inhibitor with ICso of 8 nM in
cell-free assays; targets both mTOR complexes with >10- and 100-fold
selectivity for mTOR than PI3K3 or PI3Ka/Bly, respectively.

81573  Fasudil (HA-1077) HCI

Fasudil (HA-1077), a potent and selective inhibitor of Rho kinase,
displays less potent inhibiton over PKA, PKG, PKC and MLCK with K; of
1.6, 1.6, 3.3, and 36 uM in cell-free assays, respectively.

8§1972 Tamoxifen Citrate

Tamoxifen Citrate is an antagonist of the estrogen receptor by
competitive inhibition of estrogen binding.
777777777777777777777777777777777777777777777777777777777 Page 106

Autophagy Modulators

$1241 Vincristine sulfate

Vincristine sulfate is an inhibitor of polymerization of microtubules by
binding to tubulin with ICso of 32 pM in a cell-free assay.
—————————————————————————————————————————————————————————— Page 73

S$1168 Valproic acid sodium salt (sodium valproate)

Valproic acid sodium salt (Sodium valproate) is a HDAC inhibitor by
selectively inducing proteasomal degradation of HDAC2, used in the
treatment of epilepsy, bipolar disorder and prevention of migraine
headaches.

—————————————————————————————————————————————————————————— Page 21

LRRK2 Inhibitor

§7584 LRRK2-IN-1

LRRK2-IN-1 is a potent and selective LRRK2 inhibitor with ICso of 6 nM
and 13 nM for LRRK2 (G2019S) and LRRK2 (WT), respectively.

Size 10 mg 50mg 100 mg

www.selleckchem.com
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JAK/EGFR/Pim / STAT

JAK/STAT Pathway

Pan-Trk Receptor Inhibitors Pan-Trk Receptor Inhibitors
GNF-5837 GNF-5837

BMS-754807 BMS-754807 Momelotinib
Selective Trk Receptor Selective Trk Receptor AT9283
Inhibitor Selective JAK Inhibitors Inhibitor Cytokine Selective JAK Inhibitors
GW441756 (TrkA) AZD14 AK2) GW441756 (TrkA) AZD1480 (JAK2)
; RSSES Tofacitinib Citrate (JAK3) S - Tofacitinib Citrate (JAK3)
OO QR TTTTTT 2 Q0C DO
S SRR
Src Inhibitors S “ \‘\
Dasatinib _ |3 VOUU WOO00OO0OO0OBODRR “
Saracatinib wOC

Bosutinib
KX2-391

Pan-STAT Inhibitor
SH-4-

Selective STAT Inhibitors
Fludarabine (STAT1)
S31-201 (STAT3)
Cryptotanshinone (STAT3)

Ras \ Pan-Akt Inhibitors
MK-2206

Perifosine
R — GSK690693
ac Selective Akt Inhibitors
A-674563 (Akt1)
@ CCT128930 (Akt2)
|
|

m , Pan-mTOR Inhibitors / —
AN , Pim Inhibitors
~ s 7 | KU-0063794 SGI-1776
\/ \ ’ o PP242 / SMi-4a
ibi \ ive mTOR Inhibif AZD1208 z
NSbeoorzs P Rapamycin (mTORCT) » _oxs258 -
INK-IN-8 N \ P Everolimus (mTORC1)
e/
JNK Inhibitor IX e
-
-
Pan-STAT Inhibitor N Pan-Bcl-2
SH-4- Pan-CDK Inhibitors » Inhibitors
Selective STAT Inhibitors Palbociclib - ; ABT-737
Fludarabine (STAT1) Roscovitine /\ = = Cell Growth, Survival, X ABT-263
$31-201 (STAT3) Dinaciclib Differentiation and Oncogenesis TW-37
Cryptotanshinone (STAT3) Selective CDK Inhibitors Selective Bcl-2
XL413 (CDK7) Inhibitor
LDC000067 (CDK9) ABT-199 (Bcl-2)

JAK Inhibitors

Pim Inhibitors

Detailed product information is on page 23-25 Detailed product information is on page 25

EGFR Inhibitors

Detailed product information is on page 36-38

STAT Inhibitors

Inhibitory Selectivity

81155  S31-201 (Nsc 74859) STAT3 selective
Inhibitor Name | STAT1 STAT3 STATS Other S31-201 shgws potent inhibition of STAT3 DNAjblndlng activity with 1Cso
of 86 pM in cell-free assays, and low activity towards STAT1 and
$31-201 +  ICs0: 86 UM STATS.
. Size 5 mg 10 mg 50 mg 10 mM/1 mL .
Stattic ++  1Cs0: 5.1 yM 4(\:\7@—0/—10
g
Niclosamide +++ |Cs0: 0.7 uM Deaxsa
Casan
BP-1-102 +++  Kq: 504 nM Product Citations (21):
e Clin Cancer Res. 2015, 21(17): 4014-21
SH-4-54 ++++ Ka: 300 nM | ++++ Kq: 464 nM ! LT . & Cancer Discov, 2013, 3(2): 158-67
Cryptotanshinone ++  ICs0: 4.6 uM RS T
i t -2
(AL v Data from [ Cancer Discov, 2013, 3(2):
Nifuroxazide v e . 158-67]
i e e B $31-201 purchased from Selleck
APTSTAT3-9R )
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICses) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "V" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

Excellent Validation, Technical Support and Prompt Delivery

STAT

S$1491 Fludarabine (FaraA, Fludarabinum) STAT1 selective

S$2285 Cryptotanshinone STAT3 selective

Fludarabine is a STAT1 activation inhibitor which causes a specific
depletion of STAT1 protein (and mRNA) but not of other STATs. Also a
DNA synthesis inhibitor in vascular smooth muscle cells.
Size 10mg 100 mg 19 10 mM/1 mL.

b
! Product Citations (8):
EMBO Mol Med, 2015,
i 10.15252/emmm.201404580
E Mol Cancer Ther, 2014, 13(10): 2276-87

e *.}‘ Data from [ J Biol Chem, 2014, 289(14):
- ./ 9952-60]
Fludarabine purchased from Selleck

§7024 Stattic STAT3 selective

Stattic, the first nonpeptidic small molecule, potently inhibits STAT3
activation and nuclear translocation with ICso of 5.1 pM in cell-free
assays, highly selectivity over STAT1.
Size  25mg  50mg 10 mM/1 mL

Data from [ J Biol Chem, 2013, 288(8):
5553-61]
Stattic purchased from Selleck

b icin Stwic
W E Product Citations (8):
Antioxid Redox Signal, 2015, 24(2): 70
J Biol Chem, 2013, 288(8): 5553-61

$3030 Niclosamide STAT3 selective

Niclosamide can inhibit DNA replication and inhibit STAT3 with ICso of
0.7 M in a cell-free assay. Niclosamide selectively inhibited the
phosphorylation of STAT3 and had no obvious inhibition against the
activation of other homologues (e.g., STAT1 and STATS5).

Q =
Size  50mg 1g 59 WO,

Cryptotanshinone is a STAT3 inhibitor with ICso of 4.6 uM in a cell-free
assay, strongly inhibiting phosphorylation of STAT3 Tyr705, with a small
effect on STAT3 Ser727, but neither against STAT1 nor STAT5.

Size 10 mg 25 mg 50 mg 10 mM/1 mL

°

bo!

S§7337 SH-4-54

SH-4-54 is a potent STAT inhibitor with Ko of 300 nM and 464 nM for
STAT3 and STATS5, respectively.

size 5mg

§7501 HO-3867

HO-3867, an analog of curcumin, is a selective STAT3 inhibitor that
inhibits its phosphorylation, transcription, and DNA binding without
affecting the expression of other active STATs.

Size  5mg _ 25mg J o AT% RS\
\QK

S§7977 Napabucasin

Napabucasin is an orally available Stat3 and cancer cell stemness
inhibitor.
Size 5mg 25mg 100 mg |

o
A
T
o
g

¥ {

S7769  BP-1-102 Lnew

BP-1-102 is a potent, orally bioavailable and selective STAT3 inhibitor,
binds Stat3 with an affinity Ka of 504 nM and blocks Stat3-phospho-
tyrosine (pTyr) peptide interactions and Stat3 activation at 4-6.8 uM.

Size 5mg _ 25mg

www.selleckchem.com
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Pan-Raf Inhibitors

Selective Raf Inhibitors
GDC-0879 (B-Raf)

GW5074 (C-Raf)

<D
D

Sorafenib
Dabrafenib

Pan-MEK Inhibitors
Trametinib
U0126-I EtOH

Selumetinib (MEK1)
BIX 02189 (MEK5)

p53 Activators
JNJ-26854165
NSC 319726

P53 Inhibitors
Pifithrin-a
Pifithrin-p

Cytokines, UV,
Inflamglatory

Stress, LPS

‘CAMK Inhibitors|
NH125

KN-93
KN-62

Pan-p38 MAPK Inhibitors
SB203580
LY2228820

Losmapimod
Selective p38 MAPK Inhibitors
BIRB 796 (p38a)
Skepinone-L (p38a)

Inhibitory Selectivity

Inhibitor Name MEK MEK1 MEK1/2 MEK2 MEKS Other
Selumetinib +++ 1Cs0: 14 NM

PD0325901 ++++1Cs0: 0.33 nM

Trametinib ++++|Cs0: 0.92 nM ++++1Cs: 1.8 nM

U0126-EtOH + ICs0: 0.07 pM ++  |Cs0: 0.06 UM MKK6/p38 MAPK,MKK3/p38 MAPK
PD184352 ++  1Cs0: 17 nM ++  1Cs: 17 nM

PD98059 +  ICe0: 2 uM

BIX 02189 ++++1Cs: 1.5nM | ERK5, TGFBR1
Pimasertib + ICs0: 5 nM-2 pM

BIX 02188 +++ ICs:4.3nM | ERK5,TGFBR1
TAK-733 ++++1Ce0: 3.2 NM

AZD8330 +++ |Cso: 7 M ERK phosphorylation
Binimetinib +++ |Ce0: 12 nM

SL-327 + 1Cs0: 0.18 pM + ICs0: 0.22 pM AP-1,MKK3/p38 MAPK
Refametinib ++  1Cs0: 19 nM ++  ICso: 47 nM

GDC-0623 ++++ |Ceo: 0.13 nM

BI-847325 ++  ICso: 25 NM +++ [Cs0: 4 NnM Aurora B,Aurora C,Aurora A
Cobimetinib +++ 1Cs0: 4.2 M

PD318088 v

Honokiol v Akt-phosphorylation
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICses) and working concentrations of each inhibitor, please visit the website of www.selleckchem.com.
2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation
3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without specific value.

Excellent Validation, Technical Support and Prompt Delivery

MEK

S$1008 Selumetinib (Azpe244) MEK1 selective

$1177 PD98059 MEK1 selective

Selumetinib (AZD6244) is a potent, highly selective MEK1 inhibitor with
ICs0 of 14 nM in cell-free assays, also inhibiting ERK1/2 phosphorylation
with ICso of 10 nM, no inhibition to p38a, MKK6, EGFR, ErbB2, ERK2,
B-Raf etc. Phase 3.

Ho gl o

Size  50mg 200mg _500mg _ 10 mM/1mL ’ ,‘,\Lnlﬁ;
W e
Q
MEH1  REHI™ _ COT Product Citations (112):
pERAEE— - Nature, 2012, 487(7408): 505-9
ER, m— Nature, 2010, 468(7326): 968-72
VI —
FLsib o3 oFt+ -3 3% Datafrom [ Nature, 2010, 468(7326):
MDEMA ———+ — ==+ ———+  96872]
ANTS 'AZD6244 purchased from Selleck
$1036 PD0325901

PD0325901 is a selective and non ATP-competitive MEK inhibitor with
ICs0 of 0.33 nM in cell-free assays, roughly 500-fold more potent than
CI-1040 on phosphorylation of ERK1 and ERK2. Phase 2.

25mg  100mg 10 mM/1 mL N

Ho v ol
o

Size 5mg

Lo ¥

Product Citations (86):
Nature, 2015, 10.1038/nature14413
Nature, 2015, 517(7534): 391-5

Data from [ J Exp Med, 2014, 211(3):
395-404 ]
PD0325901 purchased from Selleck

$2673 Trametinib (Gsk1120212)

Trametinib (GSK1120212) is a highly specific and potent MEK1/2
inhibitor with I1Cso of 0.92 nM/1.8 nM in cell-free assays, no inhibition of
the kinase activities of c-Raf, B-Raf, ERK1/2.

10 mMA mL C

Size 5mg 10 mg 50 mg

Product Citations (45):
Nature, 2015, 517(7534): 391-5
Nature, 2014, 510(7504): 283-7

Data from [ Nature, 2014, 510 (7504):
283-7]
" Trametinib purchased from Selleck

$1102

U0126-EtOH is a highly selective inhibitor of MEK1/2 with ICso of 0.07

uM/0.06 pM in cell-free assays, 100-fold higher affinity for AN3-S218E

/S222D MEK than PD98059.
100 mg

U0126-EtOH

o e

Size 25 mg [ ,J;W IN IM

TR o 17 0 L1 o

a6 ¥ @A

Product Citations (56):
Cell, 2013, 153(4): 840-54
Nat Genet, 2011, 44(2): 133-9
Data from [ Proc Natl Acad Sci USA,
2014, 111(15): E1528-37 ]
U0126-EtOH purchased from Selleck

s

S$1020 PD184352 (ci-1040)

PD184352 (CI-1040) is an ATP non-competitive MEK1/2 inhibitor with
1Cs0 of 17 nM in cell-based assays, 100-fold more selective for MEK1/2
than for MEK5. Phase 2.

25 mg 200 mg

Size 5mg 10 mM/1 mL

Product Citations (41):
Science, 2011, 331(6019): 912-6
Nat Genet, 2011, 44(2): 133-9

Data from [ Science, 2011, 331 (6019):
912-6]
PD184352 purchased from Selleck

PD98059 is a non-ATP competitive MEK inhibitor with ICso of 2 uM in a
cell-free assay, specifically inhibiting MEK-1-mediated activation of
MAPK; does not directly inhibit ERK1 or ERK2.

Size 10 mg 50mg 200 mg 10 mM/1 mL

Product Citations (44):
J Natl Cancer Inst, 2012, 104(21):
1673-9

Hepatology, 2013, 59(4): 1262-72

QLJHIIHEH

- - |

-.-ll-l EEt 'dﬂ‘-l E]

| — .-.-—_1 s Data from [ J Natl Cancer Inst, 2012,
= i =y 104(21): 1673-9]

PD98059 purchased from Selleck

S1089 Refametinib (RDEA119, Bay 86-9766)

Refametinib (RDEA119, Bay 86-9766) is a potent, ATP non-competitive
and highly selective inhibitor of MEK1 and MEK2 with ICso of 19 nM and
47 nM, respectively.

Size 5mg

$1531 BIX 02189

BIX 02189 is a selective inhibitor of MEK5 with ICso of 1.5 nM, also
inhibits ERK5 catalytic activity with ICso of 59 nM in cell-free assays, and

MEKS selective

does not inhibit closely related kinases MEK1, MEK2, ERK2, and JNK2.

Size 5mg 10mg  50mg 10 mW/1mL
LAlow
16d-PG.; = + + G
BIXD2188 - - - + Product Citations (21):
Neurobiol Aging, 2014, 35(3): 669-79
phb3 Am J Pathol, 2013, 183(6): 1758-68
P ~ p
ERKE

Data from [ Anat Cell Biol, 2011, 44(4):
265-73 ]
BIX 02189 purchased from Selleck

Tubilin

$1475

Pimasertib (AS-703026) is a highly selective, potent, ATP non
-competitive allosteric inhibitor of MEK1/2 with I1Cso of 5 nM-2 uM in MM
cell lines. Phase 2.

Size 5mg

Pimasertib (As-703026) MEK1/2 selective

ﬁw “I}w

25 mg 50 mg 10 mM/1 mL

Product Citations (4):
FASEB J, 2014, 10.1096/f.13-247924
Br J Haematol, 2014, 10.1111/bjh.13200

Data from [ FASEB J, 2014,
10.1096/f].13-247924 ]
| AS-703026 purchased from Selleck

S7007 Binimetinib (MEK162, ARRY-162, ARRY-438162)

Binimetinib (MEK162, ARRY-162, ARRY-438162) is a potent inhibitor of
MEK1/2 with ICso of 12 nM in a cell-free assay. Phase 3. .

Size  10mg _ 50mg }
S8041 Cobimetinib (Gpc-0973, RG7420)

Cobimetinib (GDC-0973, RG7420) is a potent and highly selective
MEK?1 inhibitor with ICsy of 4.2 nM, showing more than 100-fold
selectively for MEK1 over MEK2 and showed no significant inhibition
when tested against a panel of more than 100 of serine-threonine and
tyrosine kinases. Phase 3.

100 mg

Size 5mg 25 mg

www.selleckchem.com

AdVIN




Raf

Raf Inhibitors | Chemical

Inhibitory Selectivity

Inhibitor Name Raf C-Raf/Raf-1 B-Raf A-raf Other
Vemurafenib & ICs0: 48 nM ++  ICs: 100 nM SRMS,ACK1,MAP4KS5 (KHS1)
Sorafenib Tosylate ++++Cso: 6 "M ++  |Cso: 22 nM VEGFR2/FIk1,mPDGFRB,PDGFRB
PLX-4720 +++ [Cso: 6.7 NM +++ |C50: 13 nM BRK,FRK,CSK

Dabrafenib ++++1Cs0: 5.0 "M ++++ |Cs0: 0.8 NnM

GDC-0879 ++++[Cso: 0.13 nM

RAF265 ++  |Cso: 3 nM-60 nM VEGFR2

AZ 628 ++  |Cs0: 29 nM ++  ICs0: 34 nM

NVP-BHG712 + ICs0: 0.395 uM EphB4,c-Src,c-Abl

SB590885 ++++Ki: 0.16 nM

ZM 336372 + ICs0: 70 nM

Sorafenib ++++|Cso0: 6 NM ++  ICs0: 38 nM mVEGFR2(Flk1),mVEGFR3,mPDGFRB
GW5074 +++ 1Cs0: 9 NM

TAK-632 ++++[Cso: 1.4 nM +++ |Cs0: 8.3 "M Aurora B,PDGFRB,FGFR3
CEP-32496 ++  Ka: 39nM +++ Ka: 14 nM RET,PDGFRB,LCK
Encorafenib ++++ ECs0: 4 nM

CCT196969 +++ |Cs0: 0.01 uM + I1Cs0: 0.1 uM V600E-BRAF

LY3009120 + ICs0: 42 nM ++  ICso: 31-47 nM + ICs0: 44 nM

RO5126766 + ICs0: 56 nM +++ |Cs0: 8.2 M MEK1

PLX7904 J

MLN2480 v

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICses) and working concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2."+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without specific value.

Raf Inhibitors

$1267 Vemurafenib (PLx4032, RG7204)

$1152  PLX-4720

Vemurafenib (PLX4032, RG7204) is a novel and potent inhibitor of
B-Raf"*%t with ICs of 31 nM in cell-free assay. 10-fold selective for
B-Raf'®%E over wild-type B-Raf in enzymatic assays and the cellular
selectivity can exceed 100-fold.

Size 10 mg 50mg 200 mg 10 mM/1 mL

‘Wermuraterib ik

Product Citations (62):
Nature, 2015, 10.1038/nature 14336
Nature, 2014, 508(7494): 118-22

Data from [ Nature, 2014, 508(7494):
118-22]
Vemurafenib purchased from Selleck

S$1040 Sorafenib Tosylate

Sorafenib Tosylate is a multi-kinase inhibitor of Raf-1, B-Raf and
VEGFR-2 with ICso of 6 nM, 22 nM and 90 nM in cell-free assays,
respectively. o o
a o A
size 5mg  50mg 100mg 10 mMA mL L2 T

Product Citations (38):
Hepatology, 2013, 59(4): 1435-47
Blood, 2013, 122(9): 1621-33

Data from [ Blood, 2012, 120(19):
4104-15]

Sorafenib Tosylate purchased from
Selleck

PLX-4720 is a potent and selective inhibitor of B-Raf'%®® with I1Cso of 13
nM in a cell-free assay, equally potent to c-Raf-1(Y340D and Y341D
mutations), 10-fold selectivity for B-Raf'é®°t than for wild-type B-Raf.

Size 10 mg 25 mg 100 mg 10 mM/1 mL

Product Citations (44):
Nat Biotechnol, 2013, 31(7): 630-7
Nature, 2015, 517(7536): 583-8

Data from [ Cancer Discov, 2013, 3(3):
350-62 ]
PLX-4720 purchased from Selleck

S$2807 Dabrafenib (Gsk2118436)

Dabrafenib (GSK2118436) is a mutant BRAFV¢% specific inhibitor with
ICs0 of 0.8 nM in cell-free assays, with 4- and 6-fold less potency against
B-Raf(wt) and c-Raf, respectively.

Size 5 mg 20 mg 100 mg 10 mM/1 mL

Product Citations (10):
J Clin Invest, 2014, 124(3): 1406-17
J Clin Invest, 2014, 124(11): 5074-84

Data from [ Cell Death Dis, 2014, 5:
e1278]
Dabrafenib purchased from Selleck

Excellent Validation, Technical Support and Prompt Delivery

Raf / p38 MAPK

$1104 GDC-0879 B-Raf selective

S§2872 GWS5074 C-Raf/Raf-1 selective

GDC-0879 is a novel, potent, and selective B-Raf inhibitor with ICso of
0.13 nM in A375 and Colo205 cells with activity against c-Raf as well;
no inhibition known to other protein kinases.

o
Size 2mg 10 mg 25mg 10 mM/1 mL g (e
&
st I el l § I Product Citations (13):
Fifs ifia ] Cancer Discov, 2013, 3(3): 350-62
——— ——— =~ e JNatl Cancer Inst, 2012, 104(21):
= & = ama 16739
ERSEE aneeE Ss==2E =
| ———— s Data from [ J Natl Cancer Inst, 2012,
[ — [ 104(21): 1673-9]
GDC-0879 purchased from Selleck
87108 Encorafenib (Lcxs1s) B-Raf selective

Encorafenib (LGX818) is a highly potent RAF inhibitor with selective
anti-proliferative  and apoptotic ~activity in cells expressing
B-RAF(VB00E) with ECso of 4 nM. Phase 3.

Size 1mg 5mg

S§7397 Sorafenib (BAY 43-9006)

Sorafenib is a multi-kinase inhibitor of Raf-1, B-Raf and VEGFR-2 with
ICs0 of 6 NM, 22 nM and 90 nM in cell-free assays, respectively.

Size  20m 50mg 200 m N
. . . ISHNGS
o
s
N
0l Pl = &

L] 500 L L B08 i e Product Citations (58):
Hepatology, 2013, 59(4): 1435-47
Blood, 2013, 122(9): 1621-33

uyals

Data from [ J Neurosci, 2013, 33(7):
3079-93 ]
Sorafenib purchased from Selleck

§7291  TAK-632

TAK-632 is a potent pan-Raf inhibitor with |Cso of 8.3 nM and 1.4 nM for
B-Raf(wt) and C-Raf in cell-free assays, respectively, showing less or
no inhibition against other tested kinases.

o
Size 5mg 20 mg Moo oo
el [T,AGJ\J“L Pe!

o

>
o

$2746 AZ 628

GW5074 is a potent and selective c-Raf inhibitor with I1Cso of 9 nM, but
no effect on the activities of JNK1/2/3, MEK1, MKK6/7, CDK1/2, c-Src,
p38 MAP, VEGFR2 or c-Fms is noted.

Size 5mg  25mg 10 mM/ mL ‘,JJ ° 4
o n O™

Raf Chemical

§7842 LY3009120

LY03009120 is a potent pan-Raf inhibitor with ICso of 44 nM, 31-47 nM,
and 42 nM for A-raf, B-Raf, and C-Raf in A375 cells, respectively. Phase
1.

Size 5mg _ 25mg 100 mg

p38 MAPK Inh
Inhibitory Selectivity

AZ 628 is a new pan-Raf inhibitor for BRAF, BRAF'6E, and c-Raf-1 with
ICs0 of 105 nM, 34 nM and 29 nM in cell-free assays, and also inhibits
VEGFR2, DDR2, Lyn, Fit1, FMS, etc.
Size 5mg  25mg 10 mM/1mL

wAF1HTI? Product Citations (5):
= LacT Cancer Discov, 2013, 3(3): 350-62
= BRASSIIY | gtom Cells, 2015, 10.1002/stem. 1990

Data from [ Cancer Discov, 2013, 3(3):
350-62]
AZ 628 purchased from Selleck

$2220 SB590885 B-Raf selective

SB590885 is a potent B-Raf inhibitor with Ki of 0.16 nM in a cell-free
assay, 11-fold greater selectivity for B-Raf over c-Raf, no inhibition to
other human kinases.

Size  10mg  50mg 10 mM/1 mL

=y \
[N

Ly Product Citations (3):
Cell Death Dis, 2014, 5: 1278

J Cell Mol Med, 2015, 10.1111/jcmm. 126

e

NN

o

- il
i

¥

Data from [ Invest New Drugs, 2014,
32(4): 626-35]
from Selleck

johibitor | b3 MAPK p3sa p38p Other
SB203580 |+ ICs0: 0.3-0.5 uM PKB
Doramapimod ++++Ka: 0.1 nM

$B202190 ++  1Cs0: 50 nM ++  1Cs0: 100 nM
LY2228820 ++++|Cs0: 7 nM

VX-702 +++ 1Cs0: 4-20 M

PH-797804 +++ |Cso: 26 nM + ICs0: 102 nM

VX-745 +++ 1Cs0: 10 nM + 1Cs0: 220 nM

TAK-715 ++++[Cs0: 7.1 0M | + ICs0: 0.20 uM
Pamapimod +++ 1Cs0: 0.014 pM| + ICs0: 0.48 uM
SB239063 ++  ICso: 44 nM ++  ICs0: 44 nM
Losmapimod +++ pKi: 8.1 +++ pKi: 7.6

Skepinone-L ++++|Cs0: 5 nM

F inil v Tie-2
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICses) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

S$1076 SB203580 (RwuJ 64809)

SB203580 is a p38 MAPK inhibitor with ICso of 0.3-0.5 uM in THP-1
cells, 10-fold less sensitive to SAPK3(106T) and SAPK4(106T) and
blocks PKB phosphorylation with ICso of 3-5 uM.
Size  25mg _ 50mg _100mg 200 mg

....... 5

Product Citations (45):
J Exp Med, 2015, 212(4): 525-38

— Hepatology, 2014, 59(4): 1262-72
=
Data from [ Oncotarget, 2014, 5(3):
— 693-703]
$B203580 purchased from Selleck
S§7215 Losmapimod GSK-AHAB)

Losmapimod (GW856553X) is a selective, potent, and orally active p38
MAPK inhibitor with pKi of 8.1 and 7.6 for p38a and p38, respectively.
Phase 3. S
Size 10mg 50 mg a e

L se

www.selleckchem.com




p38 MAPK / JNK

S$1574 Doramapimod (BIRB 796) p38a selective

$1077 SB202190 (FHPI)

Doramapimod (BIRB 796) is a pan-p38 MAPK inhibitor with 1Cs0 of
38 nM, 65 nM, 200 nM and 520 nM for p38a/B/y/5 in cell-free assays,
and binds p38a with Ks of 0.1 nM in THP-1 cells, 330-fold greater
selectivity versus JNK2, weak inhibition for c-RAF, Fyn and Lck,
insignificant inhibition of ERK-1, SYK, IKK2.

Size 5mg 10 mg 50 mg 10 mM/1 mL
L] BRETES [Brrr
. —
¥ L Product Citations (18):
3 1 Mol Syst Biol, 2015, 11(3): 797
- . [— J Exp Med, 2015, 212(4): 525-38
[
h Ll L] 1] Data from [ Blood, 2012, 119(26):
6255-8
[L=niben] BIRB 796 purchased from Selleck
$1494  LY2228820 p38a selective

LY2228820 is a novel and potent inhibitor of p38 MAPK with ICso of 7
nM, but does not alter p38 MAPK activation. Phase 1/2.

Size 5mg 10 mg 50 mg 10 mM/1 mL

Ly

Product Citations (9):
J Exp Med, 2015, 212(4): 525-38
Blood, 2012, 119(26): 6255-8

Data from [ Blood, 2012, 119(26):
6255-8
LY2228820 purchased from Selleck

SB202190 (FHPI) is a potent p38 MAPK inhibitor targeting p38a/p with
1Cso of 50 nM/100 nM in cell-free assays, sometimes used instead of SB
203580 to investigate potential roles for SAPK2a/p38 in vivo.

Size 25mg 100 mg 10 mM/1 mL

O TOT i A PR it o |
[ee——
Product Citations (12):
Mol Syst Biol, 2015, 11(3): 797
Nat Commun, 2014, 5: 3479

Lwvs Fin 12 3 4887 88
T b
M

]

® ] &
- EI EE I E Data from [ J Biol Chem, 2010, 285(43)
32824-33]
Vhers drulwaboit $B202190 purchased from Selleck
S6005 VX-702 p38a selective

VX-702 is a highly selective inhibitor of p38a MAPK, 14-fold higher
potency against the p38a versus p38p. Phase 2.

Size 10mg 100mg 200 mg 10 mM/1 mL 1\\171/ -
fus
FIE Influsnces THFa produstion
Product Citations (5):

e Stem Cell Reports, 2014, 3(1): 34-43
1208 - PLoS One, 2013, 8(8): 70732

1008

5': Data independently produced by Lee lay

hoon from National University of
Singapore
L LPR LPR VX-702 purchased from Selleck

eoas OWED + VIODE YKTOG MTLG
LPE

¢
g
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S8125 Pamapimod (R-1503, Ro4402257) [ new ]

Pamapimod (R-1503, Ro4402257) is a novel, selective inhibitor of p38
mitogen-activated protein kinase. It inhibits p38a and p38B enzymatic
activity with ICso values of 0.014 + 0.002 and 0.48 + 0.04 microM,
respectively with no activity against p38delta or p38gamma isoforms.

Size 1mg 5mg
Inhibitory Selectivity
'p?;‘r'.?e'mr JNK1 JNK2 JNK3 JNK Other
SP600125 +++ |Cs0: 40 nM +++ ICs0: 40 nM ++  ICs0: 90 nM + ICs0: 0.4 UM Aurora A, TrkA FLT3
JNK-IN-8 ++++Cs0: 4.7 nM +++ |Cs0: 18.7 nM ++++ 1Cs0: 1 NM Kit (V559D,T6701),Kit (V559D),RIOK2
JNK Inhibitor IX +  plCsx: 6.5 ++  plCso: 6.7
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsos) and working concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2."+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

S$1460 SP600125 (Nsc75890)

S$4901  JNK-IN-8

SP600125 is a broad-spectrum JNK inhibitor for JNK1, JNK2 and JNK3
with ICso of 40 nM, 40 nM and 90 nM in cell-free assays, respectively;
10-fold greater selectivity against MKK4; 25-fold greater selectivity
against MKK3, MKK®6, PKB, and PKCa, and 100-fold selectivity against
ERK2, p38, Chk1, EGFR etc.

Size  10mg _ 50mg 200mg 10 mM/A mL b

Product Citations (42):
Cell Stem Cell, 2013, 12(6): 774-86
Mol Syst Biol, 2015, 11(3): 797

Data from [ Cell Stem Cell, 2013, 12(6):
774-86 ]
SP600125 purchased from Selleck.

JNK-IN-8 is the first irreversible JNK inhibitor for JNK1, JNK2 and JNK4
with ICso of 4.7 nM, 18.7 nM and 1 nM, >10-fold selectivity against
MNK2, Fms and no inhibition to c-Kit, Met, PDGFRp in A375 cell line.

size 5mg

Product Citations (3):
J Exp Med, 2015, 10.1084/jem.20141957
J Clin Endocrinol Metab, 2015, 10.1

Data from [ Biochem Biophys Res
Commun, 2013, 440(4): 701-6 ]
JNK-IN-8 purchased from Selleck

CCHAA 0D s, S
' REEREEERE

Excellent Validation, Technical Support and Prompt Delivery

JNK/ERK/MNK

§7409 Anisomycin

Anisomycin is an antibiotic, which inhibits protein synthesis, and also
acts as a JNK activator.
Size 10 mg 50mg 200 mg

ERK Inhibito

Inhibitory Selectivity

Inhibitor Name ERK1 ERK2 ERKS5 ERK Other
SCH772984 +++  ICs0: 4 nM ++++ 1Cs0: 1 nM
VX-11e +++  Kii<2nM GSK3,AURA,CDK2
DEL-22379 + ICs0: 0.5 uM + ICs0: 0.5 UM
Ulixertinib ++++ 1Cs0: <0.3 nM
GDC-0994 +++ 1Cs0: 1.1 nM ++++ 1Cs0: 0.3 M
FR 180204 + Ki: 0.31 uM ++  Ki:0.14 uM
XMD8-92 ++  Kqg: 80 nM
ERK5-IN-1 ++  ICso: 162 nM
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsos) and working concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+"indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

S§7101 SCH772984

S7554 GDC-0994

SCH772984 is a novel, specific inhibitor of ERK1/2 with ICso values of 4
nM and 1 nM in cell-free assay, respectively, And show robust efficacy
in RAS- or BRAF-mutant cancer cells.

Size 5mg

Product Citations (7):
J Clin Invest, 2015, 125(6): 2484-96
Cell Res, 2015, 10.1038/cr.2015.30

Data from [ Leuk Lymphoma, 2014, 22:
1-8]
SCH772984 purchased from Selleck

§7525 XMD8-92 ERKS selective

XMD8-92 is a potent and selective BMK1/ERKS inhibitor with Ka of 80
nM.

Size  10mg _ 50mg

Product Citations (2):
Oncotarget, 2014, 5(10): 3145-58
J Cell Physiol, 2014, 229(7): 856-67

;‘-a‘i‘;’ ¥ ‘,t".&‘:‘n’ ¢ Data from [ J Cell Physiol, 2014, 229(7):
Yt S =

XMD8-92 purchased from Selleck
S§7524 FR 180204
FR 180204 is an ATP-competitive, selective ERK inhibitor with Ki of
0.31 yM and 0.14 pM for ERK1 And ERK2, respectively. It is 30-fold less
potent against the related kinase p38a and failed to inhibit any
kinases(MEK1, MKK4, IKKa, PKCa, Src, Syc, and PDGFa) at less than
30 uM.
Size 5mg 25mg

GDC-0994 is a potent, orally available and highly selective ERK1/2
inhibitor with ICso of 1.1 nM and 0.3 nM, respectively. Phase 1.
Size 5mg _ 25mg o

W

S7854  Ulixertinib (BvD-523, VRT752271)

Ulixertinib  (BVD-523, VRT752271) is a potent and reversible
ERK1/ERK2 inhibitor with ICso of <0.3 nM for ERK2. Phase 1.

Size 5mg 25mg 100 mg

S8275 eFT-508 (eFTs08) [ new ]

eFT-508 (eFT508) is a potent and selective MNK1/2 inhibitor with ICsos
of 2.4 nM and 1 nM, respectively. It potentially results in decreased
tumor cell proliferation and tumor growth.
Size 2mg 5mg  25mg

www.selleckchem.com

AdVIN




Akt / Ber-Abl / FAK / Wnt/beta-catenin

Cytoskeletal Signaling

Whnt/beta-catenin / PKC

$1180 XAV-939

§7086 IWR-1-endo

XAV-939 selectively inhibits Wnt/B-catenin-mediated transcription
through tankyrase1/2 inhibition with I1Cso of 11 nM/4 nM in cell-free
assays, regulates axin levels and does not affect CRE, NF-kB or TGF-.

IWR-1-endo is a Wnt pathway inhibitor with 1Cs0 of 180 nM in L-cells
expressing Wnt3A, induces Axin2 protein levels and promotes
B-catenin phosphorylation by stabilizing Axin-scaffolded destruction

Pan-PI3K Inhibitors Size 10mg  50mg  200mg 10 mM/1 mL complexes.
BEZ235 1 lin, G h F — "
GDC-0941 nsulin, Growth Factor

e v Size 10mg  25mg
1Y294002 @ . -
HS-173 (p110a) o oo o
S

[ Integrin

CZC24832 (p110y)

CAL-101 (p1105) Product Citations (21):

Nat Cell Biol, 2014, 16(2): 179-90 87037 Wnt-C59 (cs9)

Nat Gommun, 2014, 5: 5455 Wnt-C59 (C59) is a PORCN inhibitor for Wnt3A-mediated activation of
a multimerized TCF-binding site driving luciferase with ICso of 74 pM in

Data from [ J Mol Cell Cardiol, 2013, 62:  HEK293 cells.

Pan-Raf Inhibitors

"N -~
Vesmu:'enib 203-13] Size 5mg ,L\J\“/\l e J
. orafenib N 0
Integrin Dabrafenib XAV-939 purchased from Selleck - BE:

Selective Raf Inhibitors
GDC-0879 (B-Raf)
GW5074 (C-Raf)

Cytoskeletal Signal

Clustering
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Y421 Y456 Y482 $2662 1CG-001
ICG-001 antagonizes Wnt/B-catenin/TCF-mediated transcription and ~ S7085 IWP-2
specifically binds to CREB-binding protein (CBP) with ICso of 3 uM, but
is not the related transcriptional coactivator p300.

Size 5mg  25mg 10 mM/A mL L

IWP-2 is an inhibitor of Wnt processing and secretion with |Cso of 27 nM
o in a cell-free assay, selective blockage of Porcn-mediated Wnt
Nt palmitoylation, does not affect Wnt/B-catenin in general and displays no
effect against Wnt-stimulated cellular responses.

(B>
Adherens @

Junction

Y

X
19 Size 10 mg 50 mg
Selumetinib (MEK1) Product Citations (13):
BIX 02189 (MEKS) Proc Natl Acad Sci USA. 2013, 110(52):
E5039-48.

Genes Dev, 2014, 28(8): 858-74 S7096 KY02111

Data from [ Mol Cancer Ther, 2014, _KYQZ_’_H'I prom_otes_ differentiation of hPSCs to cardiomyocytes by
13(10): 2303-14 ] inhibiting Wnt signaling, may act downstream of APC and GSK3.
1CG-001 purchased from Selleck

Size  10mg _ 50mg —
T E
@ Nap125 @ S7143  LGK-974 )
- PIR121 . e R I
P Abi2 \\ LGK-974 is a potent and specific PORCN inhibitor, and inhibits Wnt
& J < ) signaling with ICso of 0.4 nM in TM3 cells. Phase 1. $8262 PRI-724  new ]
Actin Size 5mg  50mg PRI-724 is a potent, specific inhibitor of the canonical Wnt signaling
\‘ @ WAVE1 Rotymerization X pathway in cancer stem cells with potential antineoplastic activity.
Profilin / \ HSPCSOO i . PRI-724 specifically inhibits the recruiting of beta-catenin with its
Focal | X\ @ \ Protein -] coactivator CBP. q o
Adhesi \ Synthesis % -8 Product Citations (3): ) LA K
ety \ @/ - J Clin Endocrinol Metab, 2015, 1006~ S22 SMg _ 25mg _100mg s }[‘wfoT Ao
Actin Polymerization l v “1 o E836-44 0y
Stress Fiber Focal Co?lplex - Stalf)ixzaﬁon i; : Breast Cancer Res, 2014, 16(4): 408 ]
ssembly of Actin P
- ' |
Comtred £8E . - - 5
Hawdn™ - - -
Howin'r + - - - Data from [ Breast Cancer Res, 2014,
LEESTa{Ln = - . 16(4): 408 ]
SRTLEPEI Sl | - - +

LGK-974 purchased from Selleck

Akt Inhibito t/beta-catenin Inhibit

Inhibitory Selectivity

Detailed product information is on page 12-13
Inhibitor Name Whnt/beta-catenin Other
=
X o G M PKC Inhibitors
ibit
Bcr-Abl Inhibitors ic6-001 + Cmapm e o
— Inhibitory Selectivity
IWR-1-endo + 1Cs0: 180 nM
X X . Wit it 1Con: 74 DM Inhibitor Name | PKC PKCa PKCB PKCy PKC5 PKCe PKCZ PKCn PKCO PKCp Other
Detailed product information is on page 49-50 nt-C59 (Ceo: 74
IWP-2 ++  ICs0: 27 M Enzastauri ++ ek + +
nzastaurin ICs0: 39 nM ICs0:6nM | ICs0: 83 nM ICs0: 110 nM.
IWP-L6 ++++ ECs0: 0.5nM Sofrast e o it o et o
otrastaurin ) ) . . . .
FAK I h - b _t KYA1797K o ICo: 0.75 uM Ki: 0.95 nM Ki: 0.64 nM Ki: 2.1 nM Ki: 3.2 nM Ki: 1.8 nM Ki: 0.22 nM
n I I 0 I'S St . bt et it & & (s lc-Fgr.phosphorylase
PRI-724 ++ ICs0: 150 nM urosporine ICs0: 2 nM ICs0: 5 nM ICs0: 20 nM ICs0: 73 nM ICs0: 1086 nM ICs0: 4 nM kinase,S6 kinase
_ rer o o rer " -
. . - e v (88 DLt Go 6983 ICs0: 7 nM ICs0: 7 nM ICs0:6nM | ICs0: 10 nM ICso: 60 nM ICs0: 20 M
Detailed product information is on page 52 .
LGK-974 v - o ++ o ++
Elsindebipaieinicol 1C50:20nM | 1Cs0:17nM | 1Cs0: 20 M [
Kyo2111 \/ Ro 31-8220 M at Eaasd Eaad ++ ++
031+ esylate ) : .
FH535 N PPARy,PPARS ICs0: 5 nM ICs0: 24 nM I1Cs0: 27 nM ICs0: 24 nM
— . +
Notes: Dequalinium Chloride| |Cso: 7-18 uM
1. For more details, such as half maximal inhibitory concentrations (ICscs) and working Midostauri 4+ ++ ++ + + + + K KDR 0.5k
concentrations of each inhibitor, please visit the website of www.selleckchem.com. dostaurin ICs0:22nM | ICs0:30nM | ICs0:24nM | ICs0:330nM | ICso: 1.25 uM | ICs0: 465 uM | ICso: 160 M HDR.G-5y
2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+* designation. o o e
3. Red "V" refers to compounds which do inhibitory effects on the related isoform, but without Go6976 1C50:7.9nM | ICs0:23nM | ICs0: 6.2 nM FLT3,JAK2
specific value.

www.selleckchem.com

Excellent Validation, Technical Support and Prompt Delivery
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PKC

Inhibitory Selectivity

Inhibitor Name PKC PKCa PKCB PKCy PKC& PKCe PKCg PKCn PKCe@ PKCu Other
Quercetin N ISirtuin, Src, PI3Ky
Myricitrin v

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsis) and working concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2."+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without specific value.

$1055 Er in (LY317615)

S$2911 Go 6983 (GOE 6983)

Enzastaurin (LY317615) is a potent PKCB selective inhibitor with ICso of
6 nM in cell-free assays, 6- to 20-fold selectivity against PKCa, PKCy
and PKCe. Phase 3.

Size  10mg _ 50mg 200mg 10 mM/A mL

;
"y

!/j;*//‘.f
il

o N Data from [ Oncogene, 2013, 32 (34):
-
e L e
Enzastaurin purchased from Selleck

Product Citations (10):
Oncogene, 2013, 32(9): 1099-109
Oncogene, 2013, 32(34): 3944-53

S$2791 Sotrastaurin (AEBo71)

Sotrastaurin is a potent and selective pan-PKC inhibitor, mostly for PKC
6 with Ki of 0.22 nM in a cell-free assay; inactive to PKC{. Phase 2.

Size 5mg 25 mg 10 mM/1 mL oL
5 LI,
GFF; % inhibition A
D™
- [}
am
ma
28 Product Citations (4):
-4 H Proc Natl Acad Sci USA, 2014, 111(15):
x H=g E1528-37
u L] Cancer Cell, 2015, 27(3): 397-408
H ns
H 1
! ,',,' j’ Data from [ Proc Natl Acad Sci USA,
BT i 2014, 111(15): E1528-37 ]
N _L " 82§ 3 Sotrastaurin (So) purchased from
iy Selleck

S$1421 Staurosporine (CGp 41251)

Staurosporine is a potent PKC inhibitor for PKCa, PKCy and PKCn with
ICs0 of 2 nM, 5 nM and 4 nM, less potent to PKCS (20 nM), PKCe
(73 nM) and little active to PKCZ (1086 nM) in cell-free assays.
Staurosporine also shows inhibitory activities on other kinases, such as
PKA, PKG, S6K, CaMKIl etc. Phase 3. [

Size 2mg

oo
Product Citations (5): )
Cancer Res, 2014, 74(23): 7090-102

J Biomol Screen, 2013, 18(4): 388-99

Data from [ J Biomol Screen, 2013,
T1 | 18(4):388-99]
Staurosporine purchased from Selleck

Go 6983 is a pan-PKC inhibitor against for PKCa, PKCB, PKCy and
PKCd with ICso of 7 nM, 7 nM, 6 nM and 10 nM, respectively; less potent
to PKC( and inactive to PKCp.
Size 10mg 10 mM/1 mL

CTEDVSE  DAR

Product Citations (4):
Mol Biol Cell, 2014, 25(11): 1715-29
Cell Signal, 2014, 26(11): 2436-2445

Data from [ Cell Signal, 2014, 26 (11):
2436-45]
Go 6983 purchased from Selleck

-

§7208 Bisindolylmaleimide | (GF109203x)

GF109203X is a potent PKC inhibitor with ICso of 20 nM, 17 nM, 16 nM,
and 20 nM for PKCa, PKCBI, PKCBII, and PKCy, respectively, showing
more than 3000-fold selectivity for PKC as compared to EGFR, PDGFR
and insulin receptor. "

Size img  10mg

§7119  Go6976

Go06976 is a potent PKC inhibitor with ICso of 7.9 nM, 2.3 nM, and 6.2
nM for PKC (Rat brain), PKCa, and PKCPB1, respectively. Also a potent
inhibitor of JAK2 and FIt3.

Size 5 mg 25 mg

§7207 Ro 31-8220 Mesylate (Bisi imide IX Mesylate)
Ro 31-8220 Mesylate is a pan-PKC inhibitor with ICso of 5 nM, 24 nM,
14 nM, 27 nM, and 24 nM for PKC-a, PKC-BI, PKC-BII, PKC-y, and
PKC-¢, respectively, and also shows potent inhibition against
MAPKAP-K1b, MSK1, GSK3p and S6K1.
Size 10 mg 50 mg

S$2391 Quercetin (sophoretin)

Quercetin, a natural flavonoid present in vegetables, fruit and wine, is a
stimulator of recombinant SIRT1 and also a PI3K inhibitor with ICso of
2.4-5.4 uM. Phase 4.

7777777777777777777777777777777777777777777777777777777777 Page 29

Excellent Validation, Technical Support and Prompt Delivery

HSP (e.g. HSP90)

HSP (e.g. HSP90) Inhibitors | Modulator

Inhibitory Selectivity
johibitor HSP70 HSP90 HSP90a HSP90B HSP105 Other
Tanespimycin +++ 1Cs0: 5 M
Luminespib +++ |Cs0: 13 nM +++ ICso: 13 nM +++ |Cs0: 21 nM
Alvespimycin HCI + ICs0: 62 NM
Ganetespib +++ ICs0: 4 nM
BIIB021 ++++ ECs0: 38 M
Onalespib +++ 1Cso: 18 M
Geldanamycin + Ka: 1.2 uM p185
NVP-BEP800 + ICs0: 58 nM + ICs0: 58 nM
SNX-2112 ++  Ka:30nM ++  Ka: 30 nM ++  Ka:30nM
PF-04929113 ++ Ka:41nM HER2
Kw-2478 ++++ ICs0: 3.8 nM
XL888 ++  ICs0: 24 nM
Apoptozole +  ICs0: 0.14 pM
VER155008 +  1Cs0: 0.5 uM
VER-50589 +++ 1Cs0: 21 NM +++ |Cs0: 21 nM
CH5138303 ++++ Ko: 0.48 nM ++++ Ka: 0.48 nM
VER-49009 ++  ICs0: 47 nM ++  ICs0: 47 nM
NMS-E973 +++ DCso: <10 nM
PU-H71 + ICs0: 51 nM
HSP990 ++++ |Cs0: 0.8 "M ++++ |Cso: 0.6 nM ++++1C50: 0.8 nM
KNK437 v
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsos) and working concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+ indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation

3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without specific value.

HSP (e.g. HSP90) Inhibitors

S$1141  Tanespimycin (17-AAG)

$1069 Luminespib (auy-922, NvP-AUY922)

Tanespimycin (17-AAG) is a potent HSP90 inhibitor with ICso of 5 nM in
a cell-free assay, having a 100-fold higher binding affinity for HSP90
derived from tumor cells than for HSP90 from normal cells. Phase 2.

Size  25mg  100mg 10 mM/1 mL

H
Caan
r

— HigE snpdk
“Wﬂ 12AAE P ':MJ ””f )]
H 1! 1l? L,
SHIHIHHT .

Product Citations (17):
Mol Cell, 2013, 50(3): 368-78
J Exp Med, 2012, 209(2): 259-73

Data from [ Proc Natl Acad Sci USA,
2011, 108(18): 7535-40 ]
17-AAG purchased from Selleck

S1175 BIIB021 (cNF2024)

BIIB021 is an orally available, fully synthetic small-molecule inhibitor of
HSP90 with Ki and ECso of 1.7 nM and 38 nM, respectively. Phase 2.

Size 5mg 10mg 25mg _ 50mg

Product Citations (10):
PLoS Pathog, 2012, 8(11): 1003048

@ @ ‘ @ 9 PLoS Negl Trop Dis, 2015, 8(2): €2699
[ 1= H]

i W HaN a8 Hed
Data from [ PLoS Pathog, 2012, 8(11):
1003048 |
BIIB021 purchased from Selleck

Luminespib (AUY-922, NVP-AUY922) is a highly potent HSP90 inhibitor
for HSP90a/B with ICso of 13 nM /21 nM in cell-free assays, weaker
potency against the HSP90 family members GRP94 and TRAP-1,
exhibiting the tightest binding of any small-molecule HSP90 ligand.
Phase 2.

Size 5mg 10mg  25mg 10 mM/1mL
HECEIT
|
H
|
; Product Citations (22):
P Nat Med, 2015, 10.1038/nm.3855
H Nat Commun, 2014, 5: 3361
H

H H
Lag Hlpash, o8

-— “— | Data from [ Nat Commun, 2014, 5:
woon —pmmme =S8 S0 5341

— - - AUY-922 from Selleck

S$1159 Ganetespib (sTA-9090)

Ganetespib (STA-9090) is an HSP90 inhibitor with ICso of 4 nM in OSA
8 cells, inducing apoptosis of OSA cells while normal osteoblasts are
not affected; active metabolite of STA-1474. Phase 3.

Size 5mg 10 mg 10 mM/1 mL

www.selleckchem.com
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HSP (e.g. HSP90) / Kinesin

S§1142  Alvespimycin (17-omaG) HCI

Alvespimycin (17-DMAG) HCl is a potent HSP90 inhibitor with ICso of 62
nM in a cell-free assay. Phase 2.

Size  25mg 100mg 200mg 10 mM/ mL o
i B L =1
w L 1
H P
!' L i
) Product Citations (10):
! i l L Hepatology, 2013, 57(1): 70-80
Oncotarget, 2014, 5(13): 4920-8
| — e ————
™o — —
-
A . ) Data from [ Hepatology, 2013, 57 (1):
[ P 70-80]
—— el N S 17-DMAG HCI purchased from Selleck

S$1163 Onalespib (aT13387)

Onalespib (AT13387) is a selective potent Hsp90 inhibitor with 1Cso of
18 nM in A375 cells, displaying a long duration of anti-tumor activity.
Phase 2.

Size 5mg 10 mg 10 mM/1 mL

Product Citation (1):
PLoS One, 2013, 8(4): €59315

bt iy vy (]

Data from [ PLoS One, 2013, 8(4):
€59315]
fea 1M /AT13387 purchased from Selleck

S8039 PU-H71 (Nsc 750424)

PU-H71 is a potent and selective inhibitor of HSP90 with I1Cso of 51 nM.
Phase 1.

Size 10 mg 25 mg

S$2713 Geldanamycin

Geldanamycin is a natural existing HSP90 inhibitor with Ka of 1.2 pM,
specifically disrupting glucocorticoid receptor (GR)/HSP association.

Size 5mg _ 10mg _ 50mg 10 mM/A mL

§7751 VER155008

VER155008 is a potent Hsp70 family inhibitor with ICso of 0.5 uM, 2.6
pM, and 2.6 pM in cell-free assays for HSP70, HSC70, and GRP78,
respectively, >100-fold selectivity over HSP90.

Size 10 mg 50 mg

S7097 HSP990 (NvP-HSP990)

NVP-HSP990 (HSP990) is a novel, potent and selective HSP90
inhibitor for HSP90a/B with I1Cso of 0.6 NM/0.8 nM.

Size 5mg 25 mg 100 mg

HSP (e.g. HSP90) Modulator

$1052 Elesclomol (sTA-4783)

Elesclomol (STA-4783) is a novel potent oxidative stress inducer that
elicits pro-apoptosis events among tumor cells. Phase 3.
Size 5mg  10mg _ 50mg 10 mM/1 mL

W N °
e 1
[pe—————_—

Product Citation (1):

BMC Genomics, 2014, 15(1): 263

Data from [ BMC Genomics, 2014,
15(1): 263 ]
Elesclomol purchased from Selleck

Kinesin Inhib

Inhibitory Selectivity

Inhibitor Name Kinesin
Ispinesib +++ Kiapp: 1.7 nM
SB743921 ++++ |Cs0: 14.4 nM
AZ 3146 + ICs0: ~35 nM
GSK923295 ++  Ki3.2nM
MPI-0479605 +++ ICs0: 1.8 nM
ARQ 621 v

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICscs) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com

2. "+ indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without
specific value

S$1452 Ispinesib (sB-715992, CK0238273)

Ispinesib (SB-715992) is a potent, specific and reversible inhibitor of
kinesin spindle protein (KSP) with Ki app of 1.7 nM in a cell-free assay, no
inhibition to CENP-E, RabK6, MCAK, MKLP1, KHC or Kif1A. Phase 2.

Size  10mg _ 50mg 10 mM/1 mL

Product Citations (5):

Nat Methods, 2015,10.1038/nmeth.3363
Nat Commun, 2015,
10.1038/ncomms8668

Data from [ Mol Oncol, 2014, pii:
$1574-7891(14)00131-8 |
Ispinesib purchased from Selleck

$2731  AZ 3146

AZ 3146 is a selective Mps1 inhibitor with ICso of ~35 nM, contributing to
recruitment of CENP-E (kinesin-related motor protein), less potent to
FAK, JNK1, JNK2, and Kit.

Size 10 mg 50 mg 10 mM/1 mL -~ 'O‘['j
o MOFT
- == FATOH fLul
- < ZRTH Ly
- A WG Ba) "
£ - MDA (B Product Citations (2):
- L i MDACE (B J Biol Chem, 2013, 288(49): 35149-58
- UDALE s " )
E ] + BT3E |y Oncogenesis, 2014, 3: 100
- UDAZN (s
=
& Data from [ Oncogenesis, 2014, 3:
[T 1 w &100]
A 15 [ AZ 3146 purchased from Selleck

Excellent Validation, Technical Support and Prompt Delivery

Kinesin / Microtubule Associated

S7090 GSK923295

§1150 Paclitaxel

GSK923295 is a first-in-class, specific allosteric inhibitor of CENP-E
kinesin motor ATPase with Ki of 3.2 nM, and less potent to mutant 1182
and T183. Phase 1.

size 5mg _ 50mg

Microtubule Associated Inhibitors

Inhibitory Selectivity

Inhibitor Name Microtubule Associated Other
Paclitaxel ++++ 1C50: 0.1 pM

Vincristine sulfate + 1C50: 32 pM

Patupilone +++ EC0.01: 1.8 pM

Lexibulin (CYT997) ++++ 1C50: 10-100 nM

Epothilone A ++ EC0.01:2uM

Fosbretabulin Disodium ++ 1C50: 2.4 pM

Vinflunine Tartrate +++ 1C50: 1.2 pM

CW069 + IC50: 75 uM

Combretastatin A4 +++ Kd: 0.4 uM

CK-636 ++ 1C50: 4 pM

Docetaxel N

ABT-751 (E7010) v

Nocodazole v Abl,Abl (E255K),Abl (T3151)
Cabazitaxel N

Vinblastine v nAChR
Albendazole v

Docetaxel Trihydrate v

TAI-1 v

INH6 v

INH1 v

Vinorelbine Tartrate v

Triclabendazole v

Griseofulvin N

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICses) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+"indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

§1241  Vincristine sulfate

Vincristine sulfate is an inhibitor of polymerization of microtubules by
binding to tubulin with ICs0 of 32 pM in a cell-free assay.
Size 10 mg 50mg 200 mg 10 mM/1 mL

Product Citations (4):

Cancer Res, 2013, 73(20): 6310-22
J Pharmacol Exp Ther, 2014, 350(3):
646-56

i Data from [ Cancer Res, 2013, 73(20):
Ve | e e 6310-22]
AL Vincristine purchased from Selleck

Paclitaxel is a microtubule polymer stabilizer with I1Cso of 0.1 pM in
human endothelial cells.

Size 10 mg 50 mg 10 mM/1 mL

O
P =
e e s O Product Citations (14): 8
g — ACS Appl Mater Interfaces, 2015, =
i 10.1021/am5090226 D
Biomacromolecules, 2014, 15(11): 4187 a8
—
Qo

Data from [ Mol Pharmacol, 2014, 85(3):
i i d 1 408-19] 2}

- muws biains Paclitaxel (TAX) purchased from Selleck

S$1148 Docetaxel (RP56976, NSC 628503)

Q
>
(<)
S

@

Docetaxel, an analog of taxol, is an inhibitor of depolymerisation of
microtubules by binding to stabilized microtubules.
Size  10mg _ 50mg 10 mM/1mL

Product Citations (7):
vieel  [Mmimie Iioiol Int J Cancer, 2015, 136(9): 2065-77
—= — Biochem Pharmacol, 2015,
10.1016/j.bcp.2015.05.005

Data from [ J Transl Med, 2013, 11: 204 |
Docetaxel purchased from Selleck

S$1364 Patupilone (EP0906, Epothilone B)

Patupilone (EPO906, Epothilone B) is a paclitaxel-like microtubule-
stabilizing agent with ECo.o1 of 1.8 pM. Phase 2.

Size 2mg 10 mg 25mg 10 mM/1 mL
4:—!-_\_‘\_\_\-\-‘
H
-

2

H -

Data independently produced by Dr.
] - - Helen Sadik of Johns Hopkins University
pomm B - Epothilone B purchased from Selleck

8§4269 Vinorelbine Tartrate

Vinorelbine Tartrate is a semi-synthetic vinca alkaloid, and inhibits
mitosis through interaction with tubulin. .
Size 10 mg 25mg 50 mg

ey ol Vingeslhins on RSCLE cull Bnes.

Product Citations (2):
Mol Cancer Ther, 2016, 10.1158/1535-7163
PLoS One, 2015, 10(4): €0123901

Data independently produced by Mr.
Jonathan Cole from McGill University
Vinorelbine Tartrate purchased from
Selleck

82775 Nocodazole

Nocodazole is a rapidly-reversible inhibitor of microtubule polymeriza-
tion, and also inhibits Abl, Abl(E255K) and Abl(T315l) with ICso of 0.21
UM, 0.53 uM and 0.64 pM in cell-free assays, respectively.

Size 10mg 50 mg b

$4505  Vinblastine sulfate

Vinblastine sulfate inhibits microtubule formation and suppresses
nAChR activity with ICso of 8.9 pM in a cell-free assay, used to treat
certain kinds of cancer.

N

Size 5mg 25mg 100 mg

www.selleckchem.com
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Microtubule Associated / Integrin / PAK / Dynamin

S7204 Fosbretabulin (c. in A4 phate (CA4P)) Disodil

87094 PF-3758309 (PF-03758309)

Fosbretabulin (Combretastatin A4 Phosphate (CA4P)) Disodium is the
water-soluble prodrug of Combretastatin A4 (CA4), which is a
microtubule-targeting agent that binds B-tubulin with Ks of 0.4 uM in a
cell-free assay. Fosbretabulin Disodium inhibits the polymerization of

tubulin with ICso of 2.4 uM, and also disrupts tumor vasculature. Phase 3.

Size  10mg _ 25mg

S7930 Ixabepilone (Bms-247550) D

Ixabepilone is an orally bioavailable microtubule inhibitor. It binds to
tubulin and promotes tubulin polymerization and microtubule
stabilization, thereby arresting cells in the G2-M phase of the cell cycle
and inducing tumor cell apoptosis. o
Size 5mg =<1, ! f'\h
°i'>§'f\

&3

Size  10mg _ 50mg Wk

PF-03758309 is a potent, ATP-competitive, pyrrolopyrazole inhibitor of
PAK4 with ICso of 1.3 nM.

s

§7271 FRAX597

Size 5 mg 25 mg

FRAX597 is a potent, ATP-competitive inhibitor of group IPAKs with ICso
of 8 nM, 13 nM, and 19 nM for PAK1, PAK2, and PAK3, respectively.

Inhibitory Selectivity

Integrin Inhibitors | Antagonis Innibitor Name Dynamin

- T Dynasore ++  ICs0: ~15 pM
Integrln Inhlbltors Mdivi-1 +++ Cs0: 1-10 pM
S§7077 Cilengitide (EMD 121974, NSC 707544) Dyngo-4a ++++ 1Cs0: 0.38 uM
Cilengitide is a potent integrin inhibitor for avB3 receptor and avB5 Notes:

receptor with ICso of 4.1 nM and 79 nM, respectively; ~10-fold selectivity
against gplibllla. Phase 2.

Size 5mg 10 mM/1 mL
O
o gy
Ty o
- o ®
-1 e Product Citations (9):
I - L - Cancer Res, 2016, 76(12): 3484-95
i = h e Oncotarget, 2016, 7(4): 4680-94
L. -
H —
- - Data independently produced by Dr.
o Milica Pesic from Institute for Biological
Research

Cilengitide purchased from Selleck

S8008 RGD (arg-Gly-Asp) Peptides
RGD (Arg-Gly-Asp) Peptides is a cell adhesion motif which can mimic
cell adhesion proteins and bind to integrins.

Size 10 mg "
i [ xi

o

J.\
o
o

S8454  ATN-161 (Ac-PHSCN-NH2) [ new ]

ATN-161 (Ac-PHSCN-NH2) is a novel small peptide antagonist of
integrin a5B1. It binds to several integrins, including a581 and avB3,
that play a role in angiogenesis and tumor progression.

Size 5mg  25mg 100 mg

PAK Inhibito

§7093 IPA-3

IPA-3 is a selective non-ATP competitive Pak1 inhibitor with 1Cso of 2.5
UM, no inhibition to group Il PAKs (PAKs 4-6).

Size 5mg 50 mg

1. For more details, such as half maximal inhibitory concentrations (ICes) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.
2."+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

$8047 Dynasore

Size 10 mg 50 mg

Dynasore is a cell-permeable, reversible non-competitive dynamin
inhibitor of GTPase activity of dynamin 1/2, with 1Cs0 of 15 uM in a
cell-free assay, and also inhibits the mitochondrial dynamin Drp1, with
no effect against other small GTPase.

Product Citation (1):
PLOS One, 2014, 9(4): 694732

Data from [ PLoS One, 2014, 9(4):
€94732]
Dynasore purchased from Selleck

§7162  Mdivi-1

Mdivi-1 is a selective cell-permeable inhibitor of mitochondrial division
DRP1 (dynamin-related GTPase) and mitochondrial division Dynamin |
(Dnm1) with I1Cso of 1-10 pM.

Size  20mg _ 50mg

§7163 Dyngo-4a

Dyngo-4a is a potent dynamin inhibitor with 1Cso of 0.38 uM, 1.1uM, and
2.3 uM for Dynl (brain), Dynl (rec), and Dynll (rec), respectively.

Size 10 mg 50mg 200 mg j e T
T s

Excellent Validation, Technical Support and Prompt Delivery

Aurora Kinase / CDK

Cell Cycle

Growth Factor

Pan-CDK Inhibitors Pan-TGF-beta/Smad Inhibitors Receptor Activation — Dual ATM/ATR Inhibitors
leboclclub LDN-193189 Pan-Akt Inhibitors Wortmannin
oscovitin LDN-212854 MK-2206
Binaciclib. K02288 Selective ATM/ATR Inhibitors

Selective CDK Inhibitors| | Selective TGF-beta/Smad Inhibitors \’@ GSK690693 KU-55933 (ATM)
XL413 (CDK7) DMH1 (ALK2) e'e,f'é‘-’ﬁ, ?(ak:: ;:m.)wrs VE-821 (ATR)
SB431542 (ALKS) .
LDC000067 (CDK9) (ALKS) Jemries i),

Growth Factor
Withdrawal

Pan-Chk Inhibitor

AZD7762
Selective Chk Inhibitors
LY2603618 (Chk1)
Pan-HDAC Inhibitors MK-8776 (Chk1)
Vorinostat CHIR-124 (Chk1)
Entinostat
Panobinostat
Selective HDAC Inhibitors
RGFP966 (HDAC3)
Nexturastat A (HDAC6)

PCI-34051 (HDAC8) @ QL)
/ ¥ CDK?
ol
’\ E2F/DP Target Genes: ség ]
Cyclin E/A, E2F-1/2/3,
cdc2, c-Myc, p107,
ON RanGAP, TK, DHFR,

Cyclin-A,
PCNA, H2A, etc,

Pan- GSK 3 Inhlbllors
CHIR-99021

55216783
CHIR-98014
Selective GSK-3 Inhibitors
TWS119 (GSK-38)

Tideglusib (GSK-38)

Pan-Aurora Kinase Inhibitors
VX-680

Danusertib
P53 Activators
JINJ-26854165

ZM 447439
Selective Aurora Kinase Inhibitors| / \

Alisertib (Aurora A)

Barasertib (Aurora B) .

MK-5108 (Aurora A)

& GADD45
D %/@
NSC 319726

@‘\ )\ p53 Inhibitors
< @ P53 Wdm2 Pifithrin-a

Pifithrin-y
~—, Nuclear Export,

Mdm4 Ubiquitination
MdmZNAr}lag-;aonists
i
BRCAT) m Nutiin-3a

YH239-EE
@ Mdm? Activator
NSC 207895

Pan-PLK Inhibitor

BI 25
Selective PLK Inhibitors
Volasertib (PLK1)
Rigosertib (PLK1)
GSK461364 (PLK1)

Repair ¥>—

Ber-Abl Inhibitors

DNA-PK Inhibitors
Imatinib Critically Short NU7441

Ponatinib
Nictinib Telomeres Kﬁ'ﬂggozgu
Bafetinib PIK-75

Dasatinib

Aurora Kinase Inhibito

Detailed product information is on page 26-28

Inhibitory Selectivity

jhibitor | cpk1 | CDK2 | CDK3 | CDK4 | CDK5 | CDK6 & CDK7 | CDK9 | CLK | CDK | Cdc Other
. F+tt hand
Palbociclib HCI 1Cs0: 11 M 1C50: 15 M
+ I .
Roscovitine 1Cs0: 0.7 uM Cs0: 0.16 uM Cso: 0.65 it | ERKZ GST-ERKT,ERK1
- oo + + - rrar
ShelaZ Cs0: 480 nM | 1C50: 38 M 1Cs0: 925 1M | 1Cs0: 340 M 1Cs0:62nM | 1Cs0: 4 nM CTeEREeE
e oo e JEv
Dinaciclio ICs0: 3nM | ICs0: 1 1M ICs0: 1 M ICs0: 4 nM
» s o o e +
Flavopiridol | 15: 40 M | ICso: 40 nM 1Cs0: 40 M 1Cs0:40nM | ICs0: 300 M

www.selleckchem.com
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Inhibitory Selectivity
Inhibitor
Name CDK1 CDK2 CDK3 CDK4 CDK5 CDK6 CDK7 CDK9 CLK CDK Cdc Other
- - + -+ it + e
A ICs0: 210 nM | ICs0: 47 nM | ICs0: 360 M | ICs0: 100 nM | ICs0: 13nM | ICs0: 170 nM | ICs0: 2.4 uM | ICs0: <10 "M GSk-3p
ot it ot et +
Flavopiridol HCI | o5 40 nM | 1Cs0: 40 nM Cs0: 40 nM ICs0: 40 nM | ICso: 300 nM
e e -+ +
Aurora A Aurora B,
JINJ-7708621 | icqignM | ICss:4nM | ICs0:58nM | ICso: 253 nM ICs0: 175 nM VEGFR2
ot . it
AZD5438 ICs0: 16nM | ICs0: 6 nM ICs0: 20 nM
-
MK-8776 1Cs0: 0.16 M Chki,Chk2
-+ . -+ . . +
PHA-793887 | |Cqy:60nM | ICs0: 8 nM ICso:62nM | ICs0: 5 nM ICs0: 10 nM | ICso: 138 nM GSK-3p
o
BS-181 HCI 1Goo: 21 1M
Palbociclib e o
Isethionate 1Cs0: 9 nM 1Cs0: 15 nM
-
A-674563 . AKt1,PKA,GSK-38
) . .
abemaciclib 1Cs0: 2 M ICs0: 10 nM
e e -+
BMS-265246 | |cgy:6nM | ICs0: 9 nM ICs: 230 M
-+ + + it . .
PHAT67491 11055250 nM | ICs0: 240 nM ICs0: 460 nM ICs0: 34 nM 1Cs0: 10 nM | 1Cso: 10 it | GSK-3BMK2.PLK1
- + it -+ + -
gccy ICs0: 398 nM | [Cso: 363 nM ICs0: 160 nM | [Cso: 265 nM ICs0: 150 M wh
. . .
Ro47 K2 nM K 3nM K 1nM GSK-3p
+ +
NU6027 Ke25uM | K:13 M ATRDNA-PK
- + -+ + it
P276-00 1Cs0: 79nM | ICs0: 224 M ICs0: 63 nM ICs0: 396 NM | ICs0: 2.87 M | ICs0: 20 nM GSK-3p,PKCa,c-Src
+ + +
Kenpaullone | G0: 0.4uM | 1Cs0: 0.68uM ICs0: 0.85uM CSKORERIZTE
e
Ko3861 Ka: 15.4 nM
e
THz1 2HCl ICs0: 3.2 1M
- + + -+ i + .
AT7519HCl | Ce5: 210 nM | ICs0: 47 nM | ICs0: 360 M | ICs0: 100 nM | ICs0: 13nM | ICs0: 170 nM | ICs0: 2.4 uM | ICs0: <10 nM GSK-3p
it + pree
R ialanchl ICs0: 70 nM ICs0: 850 "M ICs0: 4 nM
ot
Ro-3306 K 20 nM PKCB,SGK ERK
s it -+
Sugs16 ICs0: 40nM | ICs0: 22 nM ICs0: 200 M BICER
e |
XL413 ICs0: 3.4 M | ICs0: 3.4 nt | PIm1.CK2
+ + + it
LDCO00067  |Cso: 5.513 uM| ICso: 2.441 uM ICs0: 9.242 uM ICso: 44 nM
-+
mL167 ICs0: 1522 nM
it
TG003 ICs0: 15 nM
Ribociclib v
Wogonin v
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICses) and working concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation

3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without specific value.

$1116  Palbociclib (pp-0332991) HCI

81153 Roscovitine (seliciclib, CYC202)

Palbociclib (PD-0332991) HCl is a highly selective inhibitor of CDK4/6
with 1Cso of 11 nM/16 nM in cell-free assays, respectively. It shows no
activity against CDK1/2/5, EGFR, FGFR, PDGFR, InsR, etc. Phase 3.

Size 5mg 10mg  50mg e,
L
b i MU ¢ e i
vel

Product Citations (13):
Proc Natl Acad Sci USA, 2011, 108(20):

LS B 8414-9
Clin Cancer Res, 2011, 17(13): 4513-22
Data from [ Pharmacogenomics J,

ratd .

o ’-- . - st o]

PD-0332991 purchased from Selleck

Roscovitine (Seliciclib, CYC202) is a potent and selective CDK inhibitor
for Cdc2, CDK2 and CDKS5 with ICso of 0.65 uM, 0.7 pM and 0.16 pM in
cell-free assays. It shows little effect on CDK4/6. Phase 2.

Size 10 mg 50mg 200 mg 10 mM/1 mL UY'J
o
+ 4+ OO ot
S B o LT
- -+ - = Pomcwim -~

Product Citations (8):
Circ Res, 2012, 111(2): 201-11
J Neurosci, 2012, 32(32): 11050-66

Data from [ Circ Res, 2012, 111(2):
P l::-: E 201-11]
Roscovitine purchased from Selleck

CDK

S1145 SNS-032 (BMs-387032)

$1524 AT7519

SNS-032 has firstly been described as a selective inhibitor of CDK2 with
ICs of 48 nM and is 10- and 20-fold selective over CDK1/CDK4. It is
also found to be sensitive to CDK7/9 with ICso of 62 nM/4 nM, with little
effect on CDK6. Phase 1.

Size 5mg 10 mg 50 mg 10 mM/1 mL

Excellent Validation, Technical Support and Prompt Delivery

oA
e Product Citations (8):

Proc Natl Acad Sci USA, 2013, 110(33):
13588-93

Leukemia, 2015, 10.1038/ leu.2015.99

Data from [ Cell Death Differ, 2014,
21(3): 491-502 ]
SNS-032 purchased from Selleck

82768 Dinaciclib (scH727965)

Dinaciclib (SCH727965) is a novel and potent CDK inhibitor for CDK2,
CDK5, CDK1 and CDK9 with ICs0 of 1 nM, 1 nM, 3 nM and 4 nM in
cell-free assays, respectively. It also blocks thymidine (dThd) DNA
incorporation. Phase 3.

Size 5 mg 25 mg 50 mg 10 mM/1 mL

MCFI0AHer? MCF10AMHer2

Product Citations (5):
J Clin Invest, 2014, 124(8): 3325-38
Leukemia, 2015, 10.1038/leu.2015.99

Data from [ Genes Cancer, 2014, 5(7-8):
261-72]
Dinaciclib purchased from Selleck

S$1230 Flavopiridol (Aivocidib)

Flavopiridol (Alvocidib) competes with ATP to inhibit CDKs including
CDK1, CDK2, CDK4 and CDK®6 with ICso of ~ 40 nM. It is 7.5-fold more
selective for CDK1, 2, 4, 6 versus CDK7. Flavopiridol is initially found to
inhibit EGFR and PKA. Phase 1/2.

Size 5 mg 25 mg 100 mg

i

2]

BEEEdT Product Citations (9):
Leukenmia, 2014, 28(3): 629-41
e | SR — Proc Natl Acad Sci USA, 2011, 108(20)
poEn [ b
Thrin | L
e e Data from [ Mol Cancer Ther, 2012,
m—— 11(1): 2321-30]
e

Flavopiridol purchased from Selleck

S7547 XL413 (BMs-863233)
XL413 (BMS-863233) is a potent and selective cell division cycle 7
homolog (CDC?7) kinase inhibitor with ICs0 of 3.4 nM, showing 63-, 12-
and 35-fold selectivity over CK2, Pim-1 and pMCM2, respectively.
Phase 1/2.

Size 5mg  25mg

87461 LDC000067 (Lbcos7) CDK9 selective

LDCO000067 is a highly selective CDK9 inhibitor with I1Cs0 of 44 nM,
55/125/210/ >227/ >227-fold selectivity over CDK2/1/4/6/7.

Size 10 mg 50 mg

S§7440 Ribociclib (Leeo11)

Ribociclib (LEE011) is an orally available, and highly specific CDK4/6
inhibitor. Phase 3.

Size 5 mg 10 mg n Hon o

AT7519 is a multi-CDK inhibitor for CDK1, 2, 4, 6 and 9 with ICso of
10-210 nM. It is less potent to CDK3 and little active to CDK7. Phase 2.

Size 5mg 10 mg 25mg 10 mM/1 mL

I~ ;= 1T Product Citations (7):
-l 1 | T Nat Biotechnol, 2014, 32(1): 92-6
E M, ocan u i ‘ Ty Cancer Lett, 2014, 342(1): 159-66
SR F e W
E L ; Ll
u.q,.....-.\:n.:::n u........l.-a..-.n .,Iu. Data from [ Nat Biotechnol, 2014, 32(1):
92:6]

AT7519 purchased from Selleck

82679 Flavopiridol (Avocidib, NsC 649890) HCI
Flavopiridol HCI competes with ATP to inhibit CDKs including CDK1,
CDK2, CDK4 and CDK6 with ICso of ~ 40 nM in cell-free assays. It is
7.5-fold more selective for CDK1/2/4/6 than for CDK7. Flavopiridol is
initially found to inhibit EGFR and PKA. Phase 1/2.
Size. 10mg 25mg  50mg 10 mM/1 mL

Proc Natl Acad Sci USA, 2011, 108(20):
8414-9
Leukemia, 2014, 28(3): 629-41

(@)
( D
0 o v =
- .
E " . Product Citations (9): %
)

Data from [ Mol Cancer Ther, 2012,
11(11): 2321-30]
Flavopiridol HCI purchased from Selleck

§7320 TGO003

TG003 is a potent and ATP-competitive Cdc2-like kinase (Clk) inhibitor
with 1Cso of 20 nM, 200 nM, and 15 nM for Clk1, Clk2, and Clk4,
respectively. No inhibitory effect on Clk3, SRPK1, SRPK2, or PKC.

Size 5mg 50 mg N
e

$1249 JNJ-7706621

JNJ-7706621 is pan-CDK inhibitor with the highest potency on CDK1/2
with 1Cso of 9 nM/4 nM and shows >6-fold selectivity for CDK1/2 than for
CDK3/4/6 in cell-free assays. It also potently inhibits Aurora A/B and
has no activity on Plk1 and Wee1.

o~y

Size  2mg _10mg _ 50mg _ 10 mM/AmL W e
ls e
W b

JMLITTORER [prmciiL]

Product Citations (7):
o] 2014, 10.1038/0nc.2014.351
Mol Cancer Ther, 2014, 13(3): 662-74

AZTE438 (kL
o b
O — % O— %
e ] 1
xep-1s [ | .. 1, Wl Gancor The, 2014,
ny [  13(3): 66274 ]
" INJ-7706621 purchased from Selleck

S$2621 AZD5438

AZD5438 is a potent inhibitor of CDK1/2/9 with ICso of 16 nM/6 nM/20
nM in cell-free assays. It is less potent to CDK5/6 and also inhibits
GSK3p. Phase 1.

Size 10 mg 50mg 10 mM/1 mL B Ly

A AN
QI
ST

&

ALITTORE [pracil
muw;_ll, ¥ ! Product Citations (5):
o Nat Commun, 2014, 5: 3561

Mol Cancer Ther, 2014, 13(3): 662-74

JE5

o o
R -
]
:EF‘-15_

_ Data from [ Mol Cancer Ther, 2014,
NE 13(3): 662-74 |

" AZD5438 purchased from Selleck

$2735 MK-8776 (scH 900776) Chk1 selective

MK-8776 (SCH 900776) is a selective Chk1 inhibitor with ICso of 3 nM in
a cell-free assay. It shows 500-fold selectivity against Chk2. Phase 2.
777777777777777777777777777777777777777777777777777777777 Page 79
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CDK/ Chk

$1487 PHA-793887

S2670 A-674563 CDK2 selective

PHA-793887 is a novel and potent inhibitor of CDK2, CDK5 and CDK7
with ICso of 8 nM, 5 nM and 10 nM. It is greater than 6-fold more
selective for CDK2, 5, and 7 than CDK1, 4, and 9. Phase 1.

Size 5mg 10 mg 50mg 10 mM/1 mL

PHA-7a857 (UmaliL)
Product Citations (3):
§ 002 01 1 5 wolCancer Ther, 2014, 13(3): 66274
g e | Anticancer Agents Med Chem, 2011,

g I

Data from [ Mol Cancer Ther, 2014,

" PHA-793887 purchased from Selleck

$1572  BS-181 HCI CDKT selective

BS-181 HCl is a highly selective CDK7 inhibitor with ICso of 21 nM. It is
more than 40-fold selective for CDK7 than for CDK1, 2, 4, 5, 6, or 9.
Size 10 mg 50 mg 10 mM/1 mL "f\

i 0

Product Citation (1):
Arthritis Rheumatol, 2014, 66(6):
1537-46

Data from [ Arthritis Rheumatol, 2014,
66(6): 1537-46 ]
BS-181 HCI purchased from Selleck

81579 Palbociclib (ppo332991) Isethionate
Licensed and Manufactured by Pfizer

Palbociclib (PD0332991) Isethionate is a highly selective inhibitor of
CDK4/6 with ICso of 11 nM/16 nM in cell-free assays. It shows no activity
against CDK1/2/5, EGFR, FGFR, PDGFR, InsR, etc. Phase 3.

Size 10 mg 25 mg 50 mg

Product Citations (10):

Proc Natl Acad Sci USA, 2013, 110(10):
4015-20

Nucleic Acids Res, 2013, 41(22):
10334-44

Data from [ Nucleic Acids Res, 2013,
41(22): 10334-44 ]
dawe (Gy) PD0332991 purchased from Selleck

S§7158 abemaciclib (Ly2835219)

LY2835219 is a potent and selective inhibitor of CDK4 and CDK6 with
ICs0 of 2 nM and 10 nM in cell-free assays, respectively. Phase 3.

Size 5mg

ATVLLL Y
WTHR ¥
© 541881 15 5F o
H

- = — — |p-ERKIT

Product Citation (1):
Biochem J, 2014, 459(3): 513-24

Data from [ Biochem J, 2014, 459(3):
513-24]

pr— LY2835219 (219) purchased from
| Selleck

S2742 PHA-767491 (cAv10572)
PHA-767491 is a potent ATP-competitive dual Cdc7/CDK9 inhibitor with
ICs0 of 10 nM and 34 nM in cell-free assays, respectively. It displays
~20-fold selectivity against CDK1/2 and GSK3-B, 50-fold selectivity
against MK2 and CDK5, 100-fold selectivity against PLK1 and CHK2.

Size 10 mg 50 mg 10 mM/1 mL 9

BRK1
- = Bx
- = - B

A-674563 is an Akt1 inhibitor with Ki of 11 nM in cell-free assays,
modest potent to PKA and >30-fold selective for Akt1 over PKC.
————————————————————————————————————————————————————————— Page 13

S§7747 Ro-3306
RO-3306 is an ATP-competitive, and selective CDK1 inhibitor with Kiof
20 nM, >15-fold selectivity against a diverse panel of human kinases.

Size  10mg _ 50mg _200mg ouy

'

%

S7549 THZ1 2HCI [ new }
THZ1 is a covalent CDK7 inhibitor which has the unprecedented ability
to target a remote cysteine residue located outside of the canonical
kinase domain, providing an unanticipated means of achieving
selectivity for CDK7.
Size 5 mg 25mg

k Inhibi

Inhibitory Selectivity

Inhibitor Name Chk1 Chk2 Other
AZD7762 +++ 1Cs0: 5nM

LY2603618 +++  |Cs0: 7 M

MK-8776 +++ 1Cs0: 3 nM + ICs0: 1.5 uM CDK2

CHIR-124 ++++ 1Cs0: 0.3 M | + ICs0: 697.4 nM | FLT3,PDGFR,GSK-3
PF-477736 ++++ Ki:0.49nM  [++  Ki 47 nM VEGFR2,Fms,YES
SAR-020106 ++  1Cs0: 13.3 1M

Prexasertib ++++ Ki: 0.9 nM ++  ICs0: 8 "M RSK

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICss) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.
2. "+"indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

$1532  AZD7762

AZD7762 is a potent and selective inhibitor of Chk1 with ICso of 5 nM in
a cell-free assay. It is equally potent against Chk2 and less potent
against CAM, Yes, Fyn, Lyn, Hck and Lck. Phase 1.

Size 2mg 25mg 100 mg 10 mM/1 mL e

e
s Yt
Y s o H

Product Citations (16):
Nat Biotechnol, 2011, 29(6): 542-6
Cancer Discov, 2012, 2(6): 524-39

Data from [ Cancer Discov, 2012, 2(6):
524-39 ]
17 NI A S A A RS A T AZD7762 purchased from Selleck

S§2735 MK-8776 (scH 900776) Chk1 selective

MK-8776 (SCH 900776) is a selective Chk1 inhibitor with ICso of 3 nM in
a cell-free assay. It shows 500-fold selectivity against Chk2. Phase 2.
Size 5 mg 10 mg 50 mg 10 mM/1 mL

Excellent Validation, Technical Support and Prompt Delivery

Chk / ROCK

$2626 LY2603618 (c-83) Chk1 selective

LY2603618 is a highly selective Chk1 inhibitor with potential anti-tumor
activity in a cell-free assay. ICs=7 nM, showing approximately 100-fold
more potent against Chk1 than against any of the other protein kinases
evaluated.

Size 5mg 10 mg 50mg 10 mM/1 mL o
%
S M Hon
wRI7 JOR RGN
# gt :
=
r_x *‘ﬁ"ﬁ"
e Product Citations (9):

e
Ll GE DM R1d

- A RO
180 035 O OH
e e £ HIAX
L RF 1 Y

= g S~ GO%!

J Pathol, 2015, 10.1002/path.4528
Cancer Lett, 2014, 356(2 Pt B): 656-68

Data from [ J Hematol Oncol, 2014,
—— ——s 7(1):53]
. LY2603618 purchased from Selleck

$2683 CHIR-124 Chki selective

CHIR-124 is a novel and potent Chk1 inhibitor with ICs0 of 0.3 nM in a
cell-free assay. It shows 2,000-fold selectivity against Chk2, 500- to
5,000-fold less activity against CDK2/4 and Cdc2. N

Size  2mg _ 25mg _100mg _ 10 mM/1mL @;”“%ﬁ%j“l”
[®

Product Citations (6):
Cancer Res, 2015, 10.1158/ 0008-5472
J Pathol, 2015, 10.1002/path.4528

B e B kb

= - Data from [ Oncotarget, 2014, 5(3):
GALh e 667.78]

CHIR-124 purchased from Selleck

S2904 PF-477736 (PF-736, PF-00477736) Chk1 selective

PF-477736 is a selective, potent and ATP-competitive Chk1 inhibitor
with Ki of 0.49 nM in a cell-free assay and also inhibits VEGFR2,
Aurora-A, FGFR3, FIt3, Fms (CSF1R), Ret and Yes. It shows ~100-fold
selectivity for Chk1 than Chk2. Phase 1.

Size 5 mg 10 mg 50 mg 10 mM/1 mL o HW\
~ L o
U L

[

Qrnars ff marems Eamess

wa
|

Product Citations (2):

1 f
. = ,ﬁ' i‘ BMC Cancer, 2015, 10.1186/s12885-

By (A BT

015-1231-z

an | BMC Cancer, 2014, 14(1): 570

E+ : ; -+ ; s i é g 2§ Data from [ BMC Cancer, 2014, 14(1):
=i ; i g ® s70)
} PF-477736 purchased from Selleck
S7178 Prexasertib (Lv2606368) @

Prexasertib (LY2606368) is an ATP-competitive CHK1 inhibitor with a Ki

value of 0.9 nmol/L. For CHK2 and RSK, its ICso values are 8 nM and

9 nM respectively in cell-free assay.
g

LR

Sl Sk

Size 2mg 5mg 25 mg

=0

ROCK Inhibito

Inhibitory Selectivity

Inhibitor
[hibi ROCK ROCK1 ROCK2 Other
Y-27632 2HCI +  Ki140nM |+ Ki300nM

Thiazovivin |+ ICs0: ~0.5 uM
Fasudil HCI + K330 nM |PKA,PKG,PKC

GSK429286A +++ |Cso: 14 nM  |++ ICso: 63 nM

Inhibitory Selectivity

Inhibitor
Name ROCK ROCK1 ROCK2 Other
RKI-1447 +++ ICs0: 14.5 nM|+++ ICs0: 6.2 "M

Y-39983 HCI |++++Ki: 2 nM

norepinephrine
transporter (NET)

++++ICs0: 1.6 NM | ++++ICs0: 4 M |MSK1,RSK1

Netarsudil 2HCI

GSK269962 HCI

Ripasudil ++ 1Cs0: 51 nM  |+++ ICso: 19 nM

hydrochloride

dihydrate

KD025 ++ ICs0: 60 NM

AT13148 +++ ICs0: 6 nM  |++++ICs0: 4 nM  |PKA,p70S6K Akt1
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICscs) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.
2. "+"indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

$1049 Y-27632 2HCI
Y-27632 2HCI is a selective ROCK1 (p160ROCK) inhibitor with Ki of
140 nM in a cell-free assay, exhibiting >200-fold selectivity over other
kinases, including PKC, cAMP-dependent protein kinase, MLCK and
PAK.

Size 2mg 10 mg 50 mg 10 mM/1 mL

wy o

2ol

NMY27652 (20 g oy}
“CsATOmg gty y02)

NIY-27632 (20 pg day ) CsA(10 mg kg "day” day06)
i ]

Product Citations (45):
Nature, 2016, 532(7597): 107-11
Cell Res, 2013, 23(10): 1187-200

Data from [ J Control Release, 2013,
. 172(3): 1011-9]
[ ¥-27632 2HCI purchased from Selleck

8§1459 Thiazovivin

Thiazovivin is a novel ROCK inhibitor with ICs0 of 0.5 pM in a cell-free
assay, promoting hESC survival after single-cell dissociation.

Size 5mg 10 mg 50 mg 10 mM/1 mL ey
o
L N
LT
"
B s g =
M &
" Product Citations (5):
Am J Cancer Res, 2014, 6(6): 724-735
FEwm = = - Cell Res, 2013, 23(10): 1187-200
o
; E = viabie (als
md O reuste s
:—""'—I—"""-‘I’—"""-;—"'"-; Data from [ Arch Toxicol, 2013, 87(12):
- i 2215-31]
b Ll | Thiazovivin purchased from Selleck
81573 Fasudil (HA-1077) HCI ROCK2 selective

Fasudil (HA-1077), a potent and selective inhibitor of Rho kinase,
displays less potent inhibiton over PKA, PKG, PKC and MLCK with K; of
1.6, 1.6, 3.3, and 36 uM in cell-free assays, respectively.

Size 200mg 500 mg 10 mM/1 mL ‘J\\
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i
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s am
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na s
Product Citations (7):
o Biosens Bioelectron, 2016, 86: 508-15
FI: Fasukl J Clin Invest, 2014, 124(4): 1646-59
Data from [ J Clin Invest, 2014, 124(4):

£ 1646-59 ]
Fasudil HCI purchased from Selleck
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E
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ROCK/PLK/APC

S$1474 GSK429286A (RHO-15)

$1109 Bl 2536

GSK429286A is a selective inhibitor of ROCK1 and ROCK2 with ICso of
14 nM and 63 nM, respectively. R
Size 2mg 50mg 10 mM/1 mL [fﬁ,‘ Eh:/j/"

Product Citations (4):

Proc Natl Acad Sci USA, 2014, 111(12):
E1140-8

Am J Respir Cell Mol Biol, 2014, 50(1):
170-9

Data from [ Proc Natl Acad Sci USA,
2014, 111(12): E1140-8 ]
GSK429286A purchased from Selleck

S7195 RKI-1447

RKI-1447 is a potent inhibitor of ROCK1 and ROCK2, with ICso of 14.5
nM and 6.2 nM, respectively, and has anti-invasive and antitumor
activities.

Size 10 mg 50 mg

. 9
S
Loy

Mo

&

S7687 GSK269962 HCI D

GSK269962 is a selective ROCK(Rho-associated protein kinase)
inhibitor with 1Cso values of 1.6 and 4 nM for ROCK1 and ROCK2,
respectively.

Size 5mg 25 mg r
- 3
Q
QT4
o 7
$8226  Netarsudil (ar-13324) 2HCI [ new }

Netarsudil (a.k.a. AR-13324) is ROCK inhibitor with Ki value of 0.2-10.3
nM. It is currently in clinical trials for the treatment of glaucoma and
ocular hypertension.

Size 2mg 5mg ﬁ,j SN i

PLK Inhibitors

Inhibitory Selectivity

Bl 2536 is a potent Plk1 inhibitor with 1Cs0 of 0.83 nM in a cell-free
assay. It shows 4- and 11-fold greater selectivity against PIk2 and PIk3.
Phase 2.

Size 5mg 50mg 100 mg 10 mM/1 mL

EER-PPIAS ailthA

Product Citations (49):
Cell, 2011, 4(10): 1087-96
Nat Cell Biol, 2015, 17(2): 113-22

Data from [ Nat Cell Biol, 2011, 13(10):
1265-71]
BI 2536 purchased from Selleck

S$2235 Volasertib (816727) PLK1 selective

Volasertib (Bl 6727) is a highly potent Plk1 inhibitor with ICso of 0.87 nM
in a cell-free assay. It shows 6- and 65-fold greater selectivity against
Plk2 and PIk3. Phase 3.

Size 5 mg 10 mM/1 mL

r g Yy
!."fe"—o;e' ride
- 4

—pam

Product Citations (7):
Cancer Res, 2013, 73(20): 6310-22
Cancer Res, 2015, 75(1): 98-110

gt
i Data from [ Oncogene, 2014,
- me 10.1038/0nc.2013.518 ]

BI 6727 purchased from Selleck

$1362 Rigosertib (on-01910) PLK1 selective

Rigosertib (ON-01910) is a non-ATP-competitive inhibitor of PLK1 with
ICs0 of 9 nM in a cell-free assay. It shows 30-fold greater selectivity
against PIk2 and no activity to PIk3. Phase 3.

Size 5mg 10 mg 50 mg 10 mM/1 mL
Product Citations (5):

| | I ‘ Cancer Res, 2013, 73(20): 6310-22

I J Control Release, 2015, 204: 20-29

e & & & 4 4 4 4 s u a Datafrom[Stem Cells, 2013, 31 (6):
Lo+ 4 105163
—== = =" ON-01910 purchased from Selleck

$2193 GSK461364 PLK1 selective

GSK461364 inhibits purified Plk1 with Ki of 2.2 nM in a cell-free assay.
It is more than 1000-fold selective against PIk2/3. Phase 1.

Size 10mg 10 mM/1 mL

Inhibitor
Name PLK1 PLK2 PLK3 Other
Bl 2536 ++++ [Cs0: 0.83 NM | ++ ICs0: 3.5nM | ++ICs0: 9.0 nM | PI3Ka,Met, Tie-2

Volasertib ++++ |Cso: 0.87 nM
Rigosertib ++  ICs0: 9 nM
GSK461364 |+++ Ki2.2nM
MLNO0905 +++ |Cs0: 2 nM
Ro3280 ++  1Cs0: 3nM
SBE 13 HCl | ++++ ICso: 200 pM + ICso: 875 nM

NMS-P937 +++ 1Cs0: 2 M

HMN-214 v

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICscs) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "V" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

GRES thEMA
s

Bera w

E = Product Citations (4):
. Cancer Res, 2013, 73(20): 6310-22
s Br J Pharmacol, 2012, 166(3): 858-76

Data from [ J Biol Chem, 2012, 287(21):
17088-99 |
GSK461364 purchased from Selleck

)
GERA1 184 ML =TT b

APC Inhibit

§2225 Tosyl-L-Arginine Methyl Ester (tamE)
Tosyl-L-Arginine Methyl Ester (TAME) is an APC inhibitor.
Size 5 mg 10 mg 50 mg 10 mM/1 mL

Excellent Validation, Technical Support and Prompt Delivery

Wee1 / Rho / c-Myc / PD-1/PD-L1

ee1 Inhi

$1525 MK-1775

MK-1775 is a potent and selective Wee1 inhibitor with ICso of 5.2 nM in
a cell-free assay; hinders G2 DNA damage checkpoint. Phase 2.

size 5mg 25mg _ 50mg 10 mM/1 mL

(o]

Product Citations (8):
Oncotarget, 2014, 5(21): 10546-57
Mol Cancer Ther, 2012, 11(1): 174-82

Data from [ Mol Cancer Ther, 2012,
11(1): 174-82]
MK-1775 purchased from Selleck

S8148  PD0166285 [ new ]
PD0166285 is a potent Wee1 and Chk1 inhibitor with activity at
nanomolar concentrations.PD0166285 is a novel G2 checkpoint
abrogator.

Size 5 mg 25mg

Rho Inhibito

Inhibitory Selectivity

Inhibitor Name Rho
EHT 1864 +++  Kq: 50 nM
Zoledronic Acid v

K-Ras(G12C) inhibitor 9 V

K-Ras(G12C) inhibitor 6 v

K-Ras(G12C) inhibitor 12 v

6HO5 v

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICss) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com

2."+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation

3. Red "V" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

$1314  Zoledronic Acid (zoledronate, CGP-4244)

Zoledronic acid (ZA), a potent osteoclast inhibitor, induces apoptosis in
osteoclasts by inhibiting enzymes of the mevalonate pathway and
preventing the isoprenylation of small GTP-binding proteins such as
Ras and Rho. M

€

Size  25mg _100mg o
PQH,

S8031 NSC 23766

NSC 23766 is an inhibitor of Rac GTPase targeting Rac activation by
guanine nucleotide exchange factors (GEFs) with ICso of ~50 uM in a
cell-free assay; does not inhibit the closely related targets, Cdc42 or
RhoA. N

Size  10mg _ 50mg 10 mM/1 mL Y ”L“F
beNess

S§7331 K-Ras(c12c) inhibitor 12
K-Ras(G12C) inhibitor 12 is an allosteric inhibitor of oncogenic
K-Ras(G12C).

o
Size 5mg 25 mg o \‘/\Iok "\j‘)‘\/
S Bt

8§7319  EHop-016

EHop-016 is a specific Rac GTPase inhibitor with 1Cs0 of 1.1 uM for
Rac1 in MDA-MB-435 and MDA-MB-231 cells, equally potent inhibition
for Rac3.

Size 10 mg 25mg

§7482 EHT 1864

EHT 1864 is a potent Rac family GTPase inhibitor with Ka of 40 nM, 50
nM, 60 nM and 250 nM for Rac1, Rac1b, Rac2 and Rac3, respectively.

Size 10 mg 50 mg

87686 ML141

ML141 (CID-2950007), is demonstrated to be a potent, selective and
reversible non-competitive inhibitor of Cdc42 GTPase suitable for in
vitro assays, with ICso of 200 nM and selectivity against other members
of the Rho family of GTPases (Rac1, Rab2, Rab7).

Size 5mg 25mg 100 mg

87719 CCG-1423

CCG-1423 is a specific RhoA pathway inhibitor, which inhibits SRF-
mediated transcription.
Size  10mg _ 50mg 200 mg

819A 180

Myc Inhibitor

S7153 10058-F4

10058-F4 is a c-Myc inhibitor that specificallly inhibits the c-Myc-Max
interaction and prevents transactivation of c-Myc target gene
expression.

Size  25mg rﬂj‘*%s

)

PD-1/PD-L1 Inh

S§7912 PD-1/PD-L1 inhibitor 2

PD-1/PD-L1 inhibitor 2 is a small-molecule PD-1/PD-L1 interaction
inhibitor with ICso of 18 nM. .

Size 5mg 25 mg R
_Smg _ 25mg A ST
Cn’j o

(o]

e IS

§7911  PD-1/PD-L1 inhibitor 1

PD-1/PD-L1 inhibitor 1 is a small-molecule inhibitor of PD-1/PD-L1
interaction with ICso of 6 nM.
Size 5mg 25 mg

$8158  PD-1/PD-L1 Inhibitor 3

PD-1/PD-L1 Inhibitor 3 (Programmed Death-1/Programmed Death
-Ligand 1 Inhibitor 3) is a Macrocyclic inhibitor of PD-1/PD-L1
interaction with ICso of 5.6 nM.
Size 1mg 5 mg

www.selleckchem.com




Ber-Abl / ROCK / PKC / TGF-beta/Smad

TGF-beta/Smad Pathway

Pan-TGF-beta/Smad Inhibitors
@ LDN-193189
LDN-212854
K02288
Selective TGF-beta/Smad Inhibitors

DMH1 (ALK2)
$B431542 (ALK5)

QLU0 |

Yate's'

8 §§§$\3~.‘$\.‘3\$\.\\.\%‘|&|&\\'§§§\

MO Rho Family Inhibitors
Zoledronic Acid
NSC 23766

Pan-MEK Inhibitors

Trametinib
(Smac] iy
/ PI3K/Akt Selective MEK Inhibitors
@ Pathway Selumetinib (MEK1)
@ AR, BIX 02189 (MEK5)

Pathway

Cell Adhesion
Actin Polymerization

Bafe
Dasatinib

Stress Fibers it Pan-TGF-beta/Smad Inhibitors
Transcription LDN-193189
LDN-212854
g K02288
Apoptosis Selective TGF-beta/Smad Inhibitors
. . DMH1 (ALK2)
Tumor o S owth Angiogenesis P300 Smad4 SB431542 (ALK5)
Suppression “e€ll Gro — —~7
CBP 'Smad2

Bcr-Abl Inhibitors PKC Inhibitors

Detailed product information is on page 49-50

ROCK Inhibitors

Detailed product information is on page 79

Detailed product information is on page 69-70

Inhibitory Selectivity

',"1:'1?30' ALKA1 ALK2 ALK3 ALK4 TGFBRIALK5 =~ ALK6 TGFBRIl  TGF-B/Smad3 Other
SB431542 ++  ICso: 94 nM

LDN-193189 ++++|Cs0: 5 nM +++ |Cso0: 30 nM

Galunisertib ++  ICs0: 56 M

LY2109761 +++ Ki: 38 nM + Ki: 300 nM

SB525334 +++ |Cso: 14.3 nM

SB505124 ++ ICs0: 129 nM | ++  ICs0: 47 nM

GW788388 +++ |Cso: 18 nM

LY364947 ++  1Cs0: 59 nM + ICso: 0.4 pM s‘f}gﬁ“m
RepSox ++++Cs0: 4 nM

LDN-193189 HCI ++++|Cs0: 5 nM +++ |Cso: 30 nM

K02288 ++++1Cs0: 1.8 nM | ++++ ICs0: 1.1 nM | +++ ICs0: 34.4nM|+  ICs0: 302 nM | + ICs0: 321 NM | ++++ ICso: 6.4 nM

LDN-214117 +++ |Cs0: 24 nM

SD-208 ++  ICso: 48 nM

EW-7197 +++ |Cs0: 13nM | ++++1Cs0: 11 nM

ML347 ++ ICs0:46 NM | +++ 1Cs0:32nM |+  ICs0: 10.8 uM + ICs0: 9.83 uM

LDN-212854 ++++|Cs0: 2.4 NM| ++++1Cs0: 1.3nM | ++  [Cs0: 85.8 nM|+  ICs0: 2133 nM | + ICs0: 9276 nM

DMH1 ++ ICso: 107.9 nM

Excellent Validation, Technical Support and Prompt Delivery

TGF-beta/Smad

Inhibitory Selectivity

'r;';'ri?eim' ALK1 ALK2 ALK3 ALK4 TGFBRIALK5 =~ ALK6 TGFBRIl  TGF-B/Smad3 Other
Pirfenidone v

SIS3 HCI N

Hesperetin v rei?e"’;'{ﬂai?e
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsos) and working concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without specific value.

S1067 SB431542 TGFBRUALKS selective

$2704 LY2109761

SB431542 is a potent and selective inhibitor of ALK5 with ICso of 94 nM
in a cell-free assay, 100-fold more selective for ALK5 than for p38
MAPK and other kinases.

Size 10 mg 50 mg 10 mM/1 mL

o{/%
o0

"

Product Citations (24):
nature, 2016, 10.1038/nature17408
J Clin Invest, 2015, 125(2): 796-808

b - R
Ta -
i § oo
W S8 s mR.EEH
i -
1 =#+ WOIHZ  Data from [ Genes Dev, 2014, 28(8):
D1 4 B B W g hMAD 85874]
Nl i [P SB431542 from Selleck

S$2618 LDN-193189 (Dm3189)
LDN-193189 is a selective BMP signaling inhibitor, inhibiting the
transcriptional activity of the BMP type | receptors ALK2 and ALK3 with
ICs0 of 5 nM and 30 nM in C2C12 cells, respectively, exhibiting 200-fold
selectivity for BMP versus TGF-B.

Size 2mg 5mg 25 mg '

B o el Product Citations (12):
o = (e et J Clin Invest, 2015, 125(2): 796-808

#Ph' Cancer Cell, 2014, 26(4): 521-33
LT TR
hulis

234-43]
' LDN-193189 purchased from Selleck

$2230 Galunisertib (Ly2157299) TGFBRI/ALKS selective

Galunisertib (LY2157299) is a potent TGFB receptor | (TBRI) inhibitor
with ICso of 56 nM in a cell-free assay. Phase 2/3.

Size 5mg 10mg 50mg 10 mM/1 mL i
WY s
O
HLE culls [S oy
e rvrons) CHSD 180 mrcil. 00 s,
G ——
PEMALD Me— - Product Citations (5):

SMADY —— Sci Rep, 2016, 6:23056
Cancer Res, 2014, 74(21): 5963-77
TERPRIT b HLF solle
(LGRS DMSD 108 reeafl $58 prll

L e T
ESMADY s eoomey 7
e Data from [ Cancer Res, 2014,

SMADS - —— 10.1158/0008-5472.CAN-14-0225 ]
e LY2157299 from Selleck

LY2109761 is a novel selective TGF-B receptor type I/Il (TBRI/II) dual
inhibitor with Ki of 38 nM and 300 nM in cell-free assay, respectively;
shown to negatively affect the phosphorylation of Smad2.
Size 5mg 10 mg 10 mM/1 mL

m F 0

= Product Citations (6):
E Connect Tissue Res. 2015, 56(4):
= 288-99
% Toxicology, 2014, 326C: 9-17
=
Data from [ Toxicology, 2014, 326C:
wlagin - - 4+ s
L] 9-17]
LTZIGTEl = & = & © LY2109761 purchased from Selleck
S1476 SB525334 TGFBRIALKS selective

SB525334 is a potent and selective inhibitor of TGFB receptor | (ALK5)
with ICso of 14.3 nM in a cell-free assay, is 4-fold less potent to ALK4
than ALK5 and inactive to ALK2, 3, and 6.
Size 5mg _ 50mg 100mg _ 10 mM/1 mL

—— e ————— s Product Citations (7):
IS e e Cancer Lett, 2014, 355(1): 130-40

e — Hypertension, 2013, 62(5): 951-6

Data from [ Hypertension, 2013, 62(5):
951-6]

§Heni L
i

from Selleck

§7146 DMH1 ALK2 selective

DMH1 is a selective BMP receptor inhibitor with ICs0 of 107.9 nM for
ALK2, exhibiting no inhibition on AMPK, ALK5, KDR (VEGFR-2) or
PDGFR.

Size 10 mg 25mg Tf\

o

§7507 LDN-193189 HCI

LDN193189 HCI is the hydrochloride salt of LDN193189, which is a
selective BMP signaling inhibitor, and inhibits the transcriptional activity
of the BMP type | receptors ALK2 and ALK3 with ICso of 5 nM and 30 nM
in C2C12 cell lines, respectively, 200-fold selectivity for BMP versus
TGF-B. B

|
Size 5mg 10mg 50 mg NTi)\f

S2186 SB505124

SB505124 is a selective inhibitor of TGFBR for ALK4, ALK5 with ICso of
129 nM and 47 nM in cell-free assays, respectively, also inhibits ALK7,
but does not inhibit ALK1, 2, 3, or 6. -
Size 10mg  50mg 10 mM/A mL he)

e v
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TGF-beta/Smad

S$2907 Pirfenidone (s-7701, AMR-69) TGF-B selective

S§7223 RepSox (E-616452, SIN 2511) TGFBRIALKS selective

Pirfenidone is an inhibitor for TGF-B production and TGF-B stimulated
collagen production, reduces production of TNF-a and IL-1B, and also
has anti-fibrotic and anti-inflammatory properties. Phase 3.

Size  10mg _ 50mg 10 mM/1 mL ’}C(

$2805 LY364947

RepSox is a potent and selective inhibitor of the TGFBR-1/ALK5 with
ICs0 of 23 nM and 4 nM for ATP binding to ALK5 and ALK5
autophosphorylation in cell-free assays, respectively.

Size 10 mg 25 mg

§7959 SIS3 HCI

LY364947 is a potent ATP-competitive inhibitor of TGFBR-I with ICso of
59 nM in a cell-free assay, showing 7-fold selectivity over TGFBR-II.

Size 10 mg 25 mg 50 mg

+ Ly3gssyy  Product Citation (1):

L
_ pEmaE Chem Biol Interact, 2014, 217: 1-8

[— 20 |GAPDM Data from [ Chem Biol Interact, 2014,

e —— 217:18]

' LY364947 purchased from Selleck

SIS3, a novel specific inhibitor of Smad3, inhibits TGF-B and activin
signaling by suppressing Smad3 phosphorylation without affecting the
MAPK/p38, ERK, or PI3-kinase signaling pathways.

Size 2mg 5mg 25 mg Q. CQJ
—=omg A

L
{

HDAC / ATM/ATR / PARP / Sirtuin / DNA-PK / DNA/RNA Synthesis

DNA Damage

P53 Activators Pan-Chk Inhibitor
JNJ-26854165
NSC 319726 Selective Chk Inhibitors
P53 Inhibitors LY2603618 (Chk1)
Pifithrin-a MK-8776 (Chk1)
Pifithrin-p CHIR-124 (Chk1)

Aurora
PARP Kinase

Pan-PARP Inhibitors

Dual ATM/ATR Inhibitors
annin

Selective ATM/ATR Inhibitors

Double-strand Breaks Alkylating Agents Repllcallon Stress KU-55933 (ATM)
VE-821 (ATR)
o mj‘ BRCAT
m DNA-PK Inhibitors
i
l KU-0060648 J Topoisomerase
PIK-75 l
Apoptosis +—— .
_.®_. Chromatin
/\ Remodeling
DNA Repair

&

Pan-Topoisomerase Inhibitor
Moxifloxacin

AG- 14361 PARP1
UPF 1069 (PARP2)
ME0328 (PARP3)

Excellent Validation, Technical Support and Prompt Delivery

Cell Cycle

Selective Topoisomerase Inhibitors
‘Camptothecin (Topo I)
Topotecan (Topo )
Doxorubicin (Topo Il)
Etoposide (Topo Il)

HDAC Inhibitors

Detailed product information is on page 18-22

ATM/ATR Inhibitors | Activator

Detailed product information is on page 14-15

PARP Inhibitors

Detailed product information is on page 22-23

Detailed product information is on page 28-29

DNA-PK Inhibitors

Detailed product information is on page 17

hesis Inhibitors | Antagonist | Chemical | Modulator
DNA/RNA Synthesis Inhibitors

S$1166 Cisplatin

$1149 Gemcitabine HCI

Cisplatin is an inorganic platinum complex, which is able to inhibit DNA
synthesis by conforming DNA adducts in tumor cells.
Size 50 mg l}ll—b
CI—Pt-NH
Cl
R
R

s
= Product Citations (21):
Cancer Res, 2014, 74(1): 298-308

Cancer Res, 2013, 73(20): 6310-22

ARF
. P
Data from [ Cancer Res, 2014, 74(1):
o

298-308 ]
| Cisplatin (CP) purchased from Selleck

Gemcitabine HCl is a DNA synthesis inhibitor with ICso of 50 nM, 40 nM,
18 nM and 12 nM in PANC1, MIAPaCa2, BxPC3 and Capan2 cells,
respectively.

Size 25mg 100 mg 10 mM/1 mL o Y,N\TNHI
O N
i oL
- i
; - ; j =h o Product Citations (14):
i Tué- o e Sci Trans| Med, 2015, 7(284): 284ra57
P e e s Nucleic Acids Res, 2014, 42(10):
[— ——— 6436-47

Data from [ Cancer Immunol

Immunother, 2013, 62(2): 383-91]
_~ Gemcitabine HCI (GEM) purchased
[ from Selleck

www.selleckchem.com 88
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Bleomycin Sulfate is a glycopeptide antibiotic and an anticancer agent
for squamous cell carcinomas (SCC) with ICso of 4 nM in UT-SCC-19A
cells.

Size 10 mg 50 mg 10 mM/1 mL

=

aE -
-1 o Product Citations (5):
i o - Nucleic Acids Res, 2015,

a4 10.1093/nar/gkv208
3 Plant J, 2014, 78(5): 822-33

a5 |l WTAT

& M AGOT
b Data from [ Mol Cell Biol, 2013, 33(8):
bom 4 8 m W 1g3244)
Bwaryycin (g} Bleomycin Sulfate purchased from

Selleck

Carboplatin is a DNA synthesis inhibitor by binding to DNA and
interfering with cell repair mechanism in A2780, SKOV-3, IGROV-1, and
HX62 cells.

Size  50mg 100mg 200 mg Ny
N O

</

Product Citations (6):

Cancer Cell, 2013, 24(5): 617-30

Proc Natl Acad Sci USA, 2015, 112(6):
1839-44

Data from [ Clin Cancer Res, 2014,
20(14): 3849-61 ]
Carboplatin purchased from Selleck

Oxaliplatin inhibits DNA synthesis by conforming DNA adducts in RT4,
TCCSUP, A2780, HT-29, U-373MG, U-87MG, SK-MEL-2, and HT-144
cells.

Size  50mg _100mg 200 mg ot

Product Citations (6):
ACS Chem Biol, 2013, 8(12): 2771-7
Int J Cancer, 2014, 136(4): E51-61

e =t

Data from [ Int J Cancer, 2014,
10.1002/ijc.29161 ]
Oxaliplatin purchased from Selleck

SEEENS )

Sofosbuvir (PSI-7977, GS-7977) is a HCV NS5B polymerase inhibitor
for the treatment of chronic hepatitis C virus (HCV) infection.

Size 5mg _ 25mg 100 mg R -~

Pemetrexed is a novel antifolate and antimetabolite for TS, DHFR and
GARFT with Ki of 1.3 nM, 7.2 nM and 65 nM, respectively.
777777777777777777777777777777777777777777777777777777777 Page 115

Fludarabine is a STAT1 activation inhibitor which causes a specific
depletion of STAT1 protein (and mRNA) but not of other STATs. Also a
DNA synthesis inhibitor in vascular smooth muscle cells.

7777777777777777777777777777777777777777777777777777777777 Page 61

Capecitabine is a tumor-selective fluoropyrimidine carbamate which
achieves higher intratumoral 5-FU level with lower toxicity than 5-FU.

Size 50mg 200 mg 19 10 mM/1 mL o
- o Wk
g o L

- 01\“'\}/)

CX-5461 is an inhibitor of rRNA synthesis, selectively inhibits Pol
|-driven transcription of rRNA with ICso of 142 nM in HCT-116, A375, and
MIA PaCa-2 cells, has no effect on Pol Il, and possesses 250- to
300-fold selectivity for inhibition of rRNA transcription versus DNA
replication and protein translation.

Size 5mg 10 mg 50 mg

Cotrn 8 e
- . Product Citations (3):
Oncogene, 2015, 10.1038/onc.2015.147
Genome Biol Evol, 2015,
10.1038/cr.2015.16

Data from [ PLoS One, 2014, 9(8):
©104364 |
CX-5461 purchased from Selleck

Fluorouracil (5-Fluoracil, 5-FU) is an DNA/RNA synthesis inhibitor,
which interrupts nucleotide synthetic by inhibiting thymidylate synthase
(TS) in tumor cells.

Size  100mg 200mg _ 10 mM/1 mL

Cytarabine (Cytosine arabinoside, AraC) is an antimetabolic agent and

DNA synthesis inhibitor with ICso of 16 nM in wild-type CCRF-CEM cells.

Size 50 mg 5g

Gemcitabine, a nucleic acid synthesis inhibitor, is a very potent and
specific deoxycytidine analogue, used as chemotherapy.

Size 50mg 10 mM/1 mL g
- B

Product Citations (13):
Sci Trans| Med, 2015, 7(284): 284ra57
Proc Natl Acad Sci USA, 2015, 112(6):
1839-44

Data from [ Nucleic Acids Res, 2014,
42(10): 6436-47 ]
Gemcitabine purchased from Selleck

Clofarabine inhibits the enzymatic activities of ribonucleotide reductase
(ICso = 65 nM) and DNA polymerase.

Size 10 mg 50 mg 10 mM/1 mL

Raltitrexed is a thymidylate synthase inhibitor with an ICso of 9 nM for
the inhibition of L1210 cell growth.

Size 10 mg 50mg 100 mg 10 mM/1 mL

Ifosfamide is a nitrogen mustard alkylating agent used in the treatment
of cancer.

)
Size 50mg _ 10 mM/1 mL Q% MLl
= == - olf

SCR7 is a specific DNA Ligase IV inhibitor, which blocks
nonhomologous end-joining (NHEJ). .
Size 5mg  25mg

Excellent Validation, Technical Support and Prompt Delivery

Dacarbazine is a triazene derivative with antineoplastic activity.
Dacarbazine alkylates and cross-links DNA during all phases of the cell
cycle, resulting in disruption of DNA function, cell cycle arrest, and
apoptosis; used in the treatment of various cancers.

Size 50 mg 10 mM/1 mL

Blasticidin S HCl is a nucleoside antibiotic isolated from Stretomyces
girseochromogenes, and acts as a DNA and protein synthesis inhibitor,
used to select transfected cells carrying bsr or BSD resistance genes.

Size 25mg 100 mg o0, .
IBOR G4

Ribavirin, a synthetic guanosine analogue, possesses a broad
spectrum of activity against DNA and RNA viruses.
Size 100mg 200mg 10 mM/1 mL ™

Mitomycin C is an antineoplastic antibiotic by inhibiting DNA synthesis,
used to treat different cancers.

Size  10mg  50mg 200 mg

Inhibitory Selectivity

Inhibitor Name Topoisomerase Topo |

Camptothecin ++  ICs0: 0.68 pM
Topotecan HCI ++++ |Cso: 13 nM
Idarubicin HCI

Daunorubicin HCI +++ Ki: 20 nM

Betulinic acid ++  ICso: 5 pM
Flumequine

Doxorubicin

Etoposide

Irinotecan V

Epirubicin HCI v

Mitoxantrone HCI

Moxifloxacin HCI

Irinotecan HCI Trihydrate v

SN-38 v

Amonafide

Teniposide

Gatifloxacin v

Genistein

Mitoxantrone

Levofloxacin

Pirarubicin

Ciprofloxacin

Notes:

Flupirtine maleate is the salt form of Flupirtine, which is a centrally

acting non-opioid analgesia, is a selective neuronal potassium channel

opener that also has NMDA receptor antagonist properties.

Size  10mg  25mg 100mg 10 mM/ mL oo
4

SR

Adenine sulfate is a sulfate salt form of adenine which is a purine
derivative and a nucleobase with a variety of roles in biochemistry.

Size  50mg 5g

Pyridostatin Trifluoroacetate Salt is a G-quadruplexestabilizer with Ka of
490 nM in a cell-free assay, which targets a series of proto-oncogenes
including c-kit, K-ras and Bcl-2.
Size 5mg 25mg 100 mg

Topo Il Topo IV Other

+++ 1Cs0: 3.3 ng/mL Multicellular spheroids

HIV-1,Aminopeptidase N
+ ICs0: 15 pM

N EGFR

1. For more details, such as half maximal inhibitory concentrations (ICses) and working concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2."+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without specific value.

www.selleckchem.com




Doxorubicin (Adriamycin) is an antibiotic agent that inhibits DNA
topoisomerase Il and induces DNA damage and apoptosis in tumor
cells.

Size 10 mg 25mg 100 mg 10 mM/1 mL

Zh h AN on

Product Citations (28):
Sci Trans| Med, 2015, 7(284): 284ra57
Nat Commun, 2014, 5: 3384

Data from [ Nat Commun, 2014, 5: 3384
1

/ Doxorubicin (Doxo) purchased from

" Selleck

Etoposide is a semisynthetic derivative of podophyllotoxin, which
inhibits DNA synthesis via topoisomerase Il inhibition activity.

by
IR

oo
(o\;ﬂ; i

Size 100 mg 5g 10g 10 mM/1 mL

Product Citations (8):
Leukemia, 2015, 10.1038/leu.2015.99
Cancer Res, 2011, 71(13): 4707-19

Data from [ Mol Cancer Ther, 2011,
10(10): 1846-56 ]
Etoposide purchased from Selleck

Camptothecin is a specific inhibitor of DNA topoisomerase | (Topo )
with ICso of 0.68 pM in a cell-free assay. Phase 2.
Size 100mg 250mg 500 mg

Product Citations (3):
Nature, 2015, 522(7557): 492-6

- EMBO Rep, 2010, 11(12): 962-8
E
Lo
’ - el Data from [ PLoS One, 2014, 9(7):
= 101844 ]
O D RS LA S Camptothecin (CPT) purchased from
Selleck

Topotecan HCl is a topoisomerase | inhibitor for MCF-7 Luc cells and
DU-145 Luc cells with ICs of 13 nM and 2 nM in cell-free assays,
respectively.

Size 50mg 100 mg 10 mM/1 mL

L]

Product Citations (6):
Nat Chem Biol, 2014, 10(9): 768-73
PLoS Genet, 2014, 10(1): 1004107

Data from [ PLoS Genet, 2014, 10(1):
1004107 ]
[ HCI from Selleck

Idarubicin HCI is a hydrochloride salt form of Idarubicin which is an
anthracycline antibiotic and a DNA topoisomerase |l (topo Il) inhibitor for
MCF-7 cells with ICso of 3.3 ng/mL in a cell-free assay.
Size 5mg 10 mg 10 mM/1 mL

o on ool
Cased

SN-38 is an active metabolite of CPT-11, inhibits DNA topoisomerase |,
DNA synthesis and causes frequent DNA single-strand breaks.
Size 10 mg 50 mg

e e e Product Cltations (20

J Pharmacol Exp Ther, 2014, 348(3):
- E———— me—— 5

(6L ] Lo ] J Am Soc Mass Spectrom, 2015, 26(4)
Do (M} 1 alRiGE ¥ 1 6dcanE
] ——— |

e e e 9000 [ PRTIcO! Exp Ther

2014, 348(3): 432-41]
i N 5N.38 purchased from Selleck

Mitoxantrone is a type Il topoisomerase inhibitor with ICso of 2.0 uM,
0.42 mM for HepG2 and MCF-7/wt cells, respectively. )

Size  Somg _100mg _300mg o g e

BIBR 1532 is a potent, selective, non-competitive telomerase inhibitor
with ICso of 100 nM in a cell-free assay. No inhibition of DNA and RNA
polymerases, including HIV reverse transcriptase were observed at
concentrations vastly exceeding the ICs for telomerase.

Size 10 mg 50 mg 10 mM/1 mL

ra
o e S
I yreye—p——
CTrT—Tr1r—1I—

Product Citation (1):
J Mol Neurosci, 2013, 51(1): 187-98

Data from [ J Mol Neurosci, 2013, 51(1):
187-98 ]
BIBR 1532 purchased from Selleck

Daunorubicin HCI inhibits both DNA and RNA synthesis and inhibits
DNA synthesis with Ki of 0.02 uM in a cell-free assay.

Size 10 mg 50mg 10 mM/1 mL Mol

(-)-Epigallocatechin Gallate(EGCG) is the main catechin extraction of
green tea that inhibits telomerase and DNA methyltransferase. EGCG
blocks the activation of EGF receptors and HER-2 receptors. ECGG
inhibits fatty acid synthase and glutamate dehydrogenase activity.

Size  50mg 100mg 10 mM/1mL .

S,

o

D

Melphalan is a phenylalanine derivative of nitrogen mustard with
antineoplastic activity.

Size 100mg 500 mg

o
f

a /'LT;J\ "o,

Excellent Validation, Technical Support and Prompt Delivery

GSK-3 / JAK/ STAT / TGF-beta/Smad / Wnt/beta-catenin / ROCK / Gamma-secretase

Stem Cells and Wnt Pathway

CHIR-98014

Pan-GSK-3 Inhibitors
CHIR-99021

Selective GSK-3 Inhibitors
TWS119 (GSK-3B)
Tideglusib (GSK-3B)

Wnt/beta-cateni
fesf 'xx"l";” DII1,3,4/Jagged1,2
— LY2940680 1CG-001 Pa"-TGFfsﬁff;g:anhlbltom
Hedgehog Inhibitor BMS-833923 LGK-974 S LDN-193189
Vismode: Smoothened Agonist IWP-2 555! n-21
i Wnt-C59 ““
J

Inhibitors

TGFRRI,
? L / o , TGF%RLI
GTP !
| ™ G e [s1ara .
cAMP) ) RO4630097 :®\\—1;
14 Y
I

\
\

oG A tat %
@ ¢ \vagacestat I @

Semagacestat
MK-0752

Pan-STAT Inhibitor
SH.

Wnt-C59

(GSK-3 Inhibitors Ml TGF-beta/Smad Inhibitors

Detailed product information is on page 13-14

Detailed product information is on page 82-83

JAK Inhibitors Whnt/beta-catenin Inhibitors

Detailed product information is on page 23-25

Detailed product information is on page 68-69

STAT Inhibitors ROCK Inhibitors

Detailed product information is on page 60-61

Gamma-secretase Inhibito

Inhibitory Selectivity

Detailed product information is on page 79

Inhibitor Name

DAPT (GSI-IX)
R0O4929097

Semagacestat

Avagacestat

Y secretase AB Notch Other
+ ICs0: 20 nM AB
+++ |Cso: 4 nNM +++  |Cs0: 5 nM AB40
++  1Cs: 10.9 nM ++ ICso: 14.1 nM
++++ |Cs0: 0.3 NM

www.selleckchem.com

JUM PUE S§||90 Wals




Stem Cells and Wnt

Gamma-secretase / Hedgehog/Smoothened

Inhibitory Selectivity

Inhibitor Name Y secretase AB Notch Other Targets
Dibenzazepine +++ |Cso: 2.6 NnM +++ |Cs0: 2.9 nM
LY411575 ++++ |Cs0: 0.082 NM ++++ |Cs0: 0.39 nM
L-685,458 i Ki: 17 nM
FLI-06 + ECso: 2.3 pM
LY3039478 ++++ |Cso: ~1 NM
PF-03084014 ++  ICs0: 6.2 nM
MK-0752 v AB
Notes:
1. For more details, such as half maximal inhibitory concentrations (ICsos) and working concentrations of each inhibitor, please visit the website of www.selleckchem.com.
2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.
3. Red "V" refers to compounds which do inhibitory effects on the related isoform, but without specific value.
$2215 DAPT (Gskix) ABselective S1262  Avagacestat (BMs-708163) AB selective

DAPT (GSI-IX) is a novel y-secretase inhibitor, which inhibits AB
production with ICso of 20 nM in HEK 293 cells.

Size 5mg 25 mg 50 mg 10 mM/1 mL

301-12]
[ DAPT purchased from Selleck

o
T
(AP (1 Dpall) "
)
Motch-1 w Product Citations (7):
T X | Nat Med, 2014, 20(4): 350-9
Oncogene, 2014, 10.1038/onc.2014.319

il T 1 L
we [ - W
Hesh o = - - Data from [ Stem Cells, 2014, 32(1):

$1575 R04929097

R0O4929097 is a y secretase inhibitor with ICso of 4 nM in a cell-free
assay, inhibiting cellular processing of AB40 and Notch with ECso of 14
nM and 5 nM, respectively. Phase 2.

Size 5mg _ 10mg _ 50mg _ 10 mM/ mL e (“m pd

Data from [ Dev Cell, 2014, 30(4):
410-22]
R0O4929097 (RO) purchased from
Selleck

Product Citations (12):
Hepatology, 2015, 10.1002/hep.28367
Dev Cell, 2014, 30(4): 410-22

$1594 Semagacestat (Lv450139)

Semagacestat (LY450139) is a y-secretase blocker for AB42, AB40 and
AB38 with I1Cso of 10.9 nM, 12.1 nM and 12.0 nM, also inhibits Notch
signaling with ICso of 14.1 nM in H4 human glioma cell. Phase 3.

Size 5mg 10 mg 50 mg 10 mM/1 mL

Product Citations (3):
J Biol Chem, 2014, 289(3): 1540-50
J Biol Chem, 2012, 287(15): 11810-9

Biragersl{IEN] . ko o b

Susewras sccumadsion - @ S Data from [ J Biol Chem, 2014, 289(3):
—— 1540-50 ]
M dalecion L L Semagacestat purchased from Selleck

S$2711 Dibenzazepine (vo0-01027)

Dibenzazepine (YO-01027) is a dipeptidic y-secretaseinhibitor with ICso
of 2.6 nM and 2.9 nM in cell-free assays for APPL and Notch cleavage,
respectively.

Wy
Size 2mg 5mg 25mg 10 mM/1 mL ° f

r\m )

Avagacestat (BMS-708163) is a potent, selective, orally bioavailable
y-secretase inhibitor of AB40 and AB42 with ICso of 0.3 nM and 0.27 nM,
demonstrating a 193-fold selectivity against Notch. Phase 2.

Size 5mg 10 mg 50 mg

[ DS TOA 182
m—tﬂ e Product Citations (5):
Sci Rep, 2015, 5: 8782

roco [ N scem cells, 2014, 32(1): 30112

e | [ —— ] .

o | —

H_ _ Data from [ Stem Cells, 2013, 32(1):
e me-—— e

BMS-708163 purchased from Selleck

$2714 LY411575

LY411575 is a potent y-secretase inhibitor with 1Cso of 0.078 nM/0.082
nM (membrane/cell-based), also inhibits Notch clevage with ICso of 0.39
nM in APP or NAE expressing HEK293 cells.

Size 5mg 10 mg 50 mg 10 mM/1 mL

S7169  LY3039478 [ new J

LY3039478 is an oral Notch inhibitor with an ICso of 0.41 nM.

Size 5mg  25mg o O

- 1 R
S

Name Hedgehog S| thened GLI
Vismodegib +++ ICs0: 3nM
Cyclopamine ++  |Cso: 46 M
Erismodegib ++++ 1Cs0: 1.3 "M
PF-5274857 +++ ICs0: 5.8 nM
GANT61 + ICs0: 5 uM
SANT-1 ++++ Ka: 1.2 1M
Glasdegib ++  ICs0: 5 nM
Taladegib N
BMS-833923 v
Jervine v

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICss) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "V" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

Excellent Validation, Technical Support and Prompt Delivery

Hedgehog/Smoothened / Casein Kinase / Hippo pathway

Hedgehog/Smoothened Inhibitors

$1082 Vismodegib (GDc-0449)

Hedgehog selective

Vismodegib (GDC-0449) is a potent, novel and specific hedgehog
inhibitor with ICso of 3 nM and also inhibits P-gp with ICso of 3.0 uM in a
cell-free assay. )

Size 5 mg 50mg 200 mg 10 mM/1 mL K(\/L /

> ¥

Product Citations (34):
Nature, 2016, 535(7613): 517-22
Nature, 2014, 511(7507): 90-3

Data from [ Nat Med, 2014, 20(9):
1035-42 ]
GDC-0449 purchased from Selleck

S8075 GANT61 (Nsc 136476) GLI selective

GANT®61 is an inhibitor for GLI1 as well as GLI2-induced transcription,
inhibits hedgehog with ICso of 5 uM in GLI1 expressing HEK293T cell,
displays selectivity over other pathways, such as TNF and
glucocorticoid receptor gene transactivation.

]

e

Size 10 mg 50 mg

6(

Hedgehog/Smoothened Agonists

$3042 Purmorphamine

Smoothened selective

Purmorphamine, which directly binds and activates Smoothened,
blocks BODIPY-cyclopamine binding to Smo with ICso of ~ 1.5 uM in
HEK293T cell and also is an inducer of osteoblast differentiation with
ECso of 1 uM.

T
Size 5mg  25mg he fj\m

w2

S§7779 Smoothened Agonist (sac) HCI

Smoothened Agonist (SAG) HCI is a cell-permeable Smoothened
(Smo) agonist with ECso of 3 nM in Shh-LIGHT2 cells.

Size 2mg 5mg 25mg

Hedgehog/Smoothened Antagonists

$1146 Cyclopamine

Smoothened selective

Cyclopamine is a specific Hedgehog (Hh) signaling pathway antagonist
of Smoothened (Smo) with ICso of 46 nM in TM3Hh12 cells. e

Size 5mg _10mg 25mg _ 50mg T
J

N .
g (T
i I i

H .

N ' v
: :
i .
'ﬂl LY .‘
TN W,

S2151 Erismodegib (NvP-LDE225)
Erismodegib (NVP-LDE225) is a Smoothened (Smo) antagonist,
inhibiting Hedgehog (Hh) signaling with ICso of 1.3 nM (mouse) and 2.5
nM (human) in cell-free assays, respectively. Phase 3.

Size 5mg 10 mg 50 mg 10 mM/1 mL o
A

Product Citations (15):
Nature, 2015, 10.1038/nature 14325
Cancer Res, 2012, 72(9): 2262-74

Data from [ Oncotarget, 2013, 4 (10):
1698-1711]
Cyclopamine purchased from Selleck

Smoothened selective

e

et

Product Citations (8):
Clin Cancer Res, 2015, 21(20): 4686-97
Nat Chem Biol, 2013, 9(4): 247-9

Data from [ Br J Cancer, 2014, 111(6):
1168-79 ]
NVP-LDE225 purchased from Selleck

Casein Kinase Inhibitors

Inhibitory Selectivity

Inhibitor Name CK1 CK2 Other Targets
Silmitasertib +++ 1Cs0: 1 NM

D 4476 ++  ICso: 300 nM ALK5
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICxs) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.
2."+"indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

$2248 Silmitasertib (cx-4945)

Silmitasertib (CX-4945) is a potent and selective inhibitor of CK2
(casein kinase 2) with ICso of 1 nM in a cell-free assay, less potent to
FIt3, Pim1 and CDK1 (inactive in cell-based assay). Phase 1/2.

Size 2mg 5mg 10 mM/A1 mL Wil

Product Citations (12):
Dis Model Mech, 2016, 9(8): 839-48
Nat C 2015, 6: 7227

Data from [ Nat Commun, 2014, 5:

- o AT 3393]
- - CX-4945 (Silmitasertib) purchased from
-
- Selleck

S7642 D 4476

D 4476 is a potent, selective, and cell-permeant CK1 (casein kinase 1)
inhibitor with 1Cso of 200 nM and 300 nM in a cell-free assay for CK1
from Schizosaccharomyces pombe and CK19, respectively. Also acts
as an ALKS inhibitor with I1Cso of 500 nM.

Size 10 mg 50mg 200 mg

0

&

Hippo Pathway Inhibit

$8334  XMU-MP-1 @D

XMU-MP-1 is an inhibitor of MST1/2 with ICso values of 71.1£12.9 nM
and 38.1+6.9 nM against MST1 and MST2, respectively.

VL
Size 2mg 5mg  25mg Nj‘l:[ E/s

$8164  YAP-TEAD Inhibitor 1 (peptide 17) D

Peptide 17 is a inhibitor of this YAP-TEAD protein-protein interaction
which has potential usage in treatment of YAP-involved cancers with
1Cs0 of 25nM.

Size 1 mg L

www.selleckchem.com
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Proteasome

Ubiquitin Pathway

E1 Activating Inhibitor|
PYR-41

ATP & @

AMP+PPi

@-E-S-ﬁ

DUB Inhibitors.

P5091
ML323
Degrasyn DU

Pan-Proteasome Inhibitor
Oprozomib

prozo
Selective Proteasome Inhibitors ATP
Bortezomib (20S proteasome)

Carfilzomib (20S prots ) ;
M 'l%'é z‘os ,,',’.;?,Z:i‘.’,.':f’ Cellular Pathways Associated with the Proteasome

ONX-0914 (LMP7)

Proteasome
)/,; - Cellular Stress Stress A

WAF1 CDC25C -

\ } Proteasome
CDC258, F:;}DK—cyclln B :j
M CDK-cyclin A

Mdm2 i
Nutlin-3

Nutlin-3a
CDK—cyclin A G2 M3 Aciivator
e @ NSC 207895
S G1
CDK-cyclin D <—
S
—cyclin @
\ ~ ™
CDC25A, CDC25C Ub
KIP1

Proteasome Inhibition

Apoptosis Proteasome Inhibition /

E2 Conjugating Inhibitors
NSC697923
BAY 11-7082
HECT-type () &
m
S
:

U1 UblUblUbIUBIUbESglUb) m
26S Proteasome

E3 Ligase Activators

RING-type ()-Parthenolide
NSC 207895

E3 Ligase Antagonists
JNJ-26854165
Thalidomide

Nutlin-3

DUB Inhibitors
PR-619
101
P5091
ML323
Degrasyn
&;0 NS )
Pan-IKB/IKK Inhibitors.
IKK-16
Bardoxolone Methyl
elective IKB/IKK Inhibitors
)

IMD 0354 (IKK-2)

@

NF-kB Inhibitors
Sodium 4-Aminosalicylate

SC75741

IxB Kinase

{ Apoptosis

Pro-survival
Pathway

J‘ @ Expression

Senescence F
P53 Activators
NSC 319726
P53 Inhibi

Proteasome Inhibition —= @@

Proteasome Inhibitor

Inhibitory Selectivity

$1013 Bortezomib (ps-341)

Bortezomib (PS-341) is a potent 20S proteasome inhibitor with Ki of 0.6
nM. It exhibits favorable selectivity towards tumor cells over normal
cells.

" Size 5mg 25mg 100 mg 10 mM/1 mL o
Inhibitor Name Proteasome 208 pr E— e Az
Bortezomib (PS-341) ++++ K 0.6 1M

Clapssd £ +HIAX DAM
MG-132 +  1Cs: 100 nM Product Citations (141):
Carfilzomib (PR-171) +++ ICs0: 51M Nat Med, 2014, 20(6): 599-606
Cell Stem Cell, 2012, 11(2): 242-52
MLN9708 +++ Ki0.93nM
Ixazomib (MLN2238) ++++ Ki: 0.93 nM
Data from [ Nat Med, 2014, 20(6):
ONX-0914 (PR-957) ++  ICs0: ~10 nM g 599-606 ]
Bortezomib (Btz) purchased from
Oprozomib (ONX 0912) ++  ICso: 36 NM Selleck
Delanzomib (CEP-18770) +++ ICs0: 3.8 M
Celastrol + ICs0: 2.5 uM $2619 MG-132
MG-132 is an inhibitor of proteasome with ICso of 100 nM in a cell-free
VR23 ++++ [Cso 1nM NN o
assay, and also inhibits calpain with ICso of 1.2 uM.
PI-1840 ++ 1Cs0: 27 1M Size 5mg  25mg 100mg 10 mM/1mL \T’ !
— L
Epoxomicin v 1o M L DIHT
+ - 4+ - + — DMsO °
Notes: -+ - 4 - 4 wm=:

1. For more details, such as half maximal inhibitory concentrations (ICss) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.
2."+"indicates inhibitory effect. Increased inhibition is marked by a higher "+ designation.

3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

== . s o RMNDSA | Product Citations (40):
Nat Cell Biol, 2015, 17(1): 95-103
o = e s Exporiin5 Cell Res, 2015, 10.1038/cr.2015.30

- ——— - AN
coneel  pumpes  minase
wRMA

Data from [ Nucleic Acids Res, 2014,
42(1): 458-74 ]
MG-132 purchased from Selleck

Excellent Validation, Technical Support and Prompt Delivery

Proteasome / DUB

$2853 Carfilzomib (Pr-171)

Carfilzomib (PR-171) is an irreversible proteasome inhibitor with 1Cso of
<5 nM in ANBL-6 cells, displayed preferential in vitro inhibitory potency
against the ChT-L activity in the B5 subunit, but little or no effect on the
PGPH and T-L activities.

size 5mg _50mg _100mg _ 10 mM/A mL e R
ISRSRR NGRS

P O

9] -

= Product Citations (14):
= . NatMed, 2015, 101038/ 3855
FRCEC ki T.5 SciTransl Med, 2014, 6(250): 250ra112
— i

i bl
A
eE m w = Data from [ Sci Trans| Med, 2014,

6(250): 250ra112 |
Carfilzomib purchased from Selleck

S$2181 MLN9708

MLN9708 immediately hydrolyzed to MLN2238, the biologically active
form, on exposure to aqueous solutions or plasma. MLN2238 inhibits
the chymotrypsin-like proteolytic (B5) site of the 20S proteasome with
ICso/Ki of 3.4 nM/0.93 nM in cell-free assays, less potent to 81 and little
activity to B2. Phase 3.

Size 5mg 10 mg 50 mg 10 mM/1 mL

Product Citation (1):
Mol Cell Proteomics, 2012, 11(12):
1898-912

Data from [ Mol Cell Proteomics, 2012,
11(12): 1898-912
MLN9708 purchased from Selleck

S2180 Ixazomib (mLN2238)

Ixazomib (MLN2238) inhibits the chymotrypsin-like proteolytic (B5) site
of the 20S proteasome with ICso and Ki of 3.4 nM and 0.93 nM in
cell-free assays, respectively, also inhibits the caspase-like (1) and
trypsin-like (B2) proteolytic sites, with ICso of 31 and 3500 nM. Phase 3.

Size 5mg 10 mg 10 mM/1 mL [ oH
\')\j]/\ﬂ/gN Begy
¢ :

MLN ;
M|
0 5 10100 0 (nM) Product Citations (5):
= % # #+ = HiCa Sci Trans| Med, 2014, 6(250): 250ra112

Cancer Lett, 2014, 343(2): 286-94

5‘“-— -— = . - nlbz

2 dewremepac
= p Data from [ J Cell Sci, 2012, 125(Pt 23):
5733-44]
1.2 3% 45 MLN2238 from Selleck

87172 ONX-0914 (Pr-957)

ONX-0914 (PR-957) is a potent and selective immunoproteasome
inhibitor with minimal cross-reactivity for the constitutive proteasome in
a cell-free assay.

Size 5mg 25mg

§7049 Oprozomib (ONx 0912)

Oprozomib (ONX 0912) is an orally bioavailable inhibitor for CT-L
activity of 20S proteasome B5/LMP7 with ICso of 36 nM/82 nM. Phase
1/2.

Size 5 mg 50 mg 10 mM/1 mL

83017  Aspirin

Aspirin is a salicylate, and irreversible COX1 and COX2 inhibitor, used

as an analgesic to relieve minor aches and pains, as an antipyretic to

reduce fever, and as an anti-inflammatory medication.

size  50mg 19 59 10 mMA mL oy
e oy

Ao

DUB Inhibitors

Inhibitory Selectivity

lohibitor | pug USP/UBP UCH Other
pos o JOSD2,
ARG ECso: 8.23 M ECso: 2.95 UM SEnpes
++
P5091 1Cs0: 4.3 uM !
it
TCID 1Cs0: 0.6 M
.
LDN-57444 Cs0: 0.8 M
s
U1 1Cs0: 4.7 M
+
P22077 ECsa: 8.6 M
o
VLXI570 | 00 10
it
ML323 ICso: 76 nM
it
b-AP15 1Cs0: 2.1 i
Degrasyn N Bor-Abl
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsss) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+"indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

§7130 PR-619

PR-619 is a non-selective, reversible inhibitor of the deubiquitinylating
enzymes (DUBs) with ECso of 1-20 pM in a cell-free assay.
NS son

Size 25 mg TX

S7132 P5091 (poos091)

P5091 (P005091) is a selective and potent inhibitor of ubiquitin-specific
protease 7 (USP7) with ECso of 4.2 uM and the closely related USP47.

Size  10mg 50 mg e

§7134 U1 USP/UBP selective

U1 is a cell-permeable, reversible and selective proteasome inhibitor of
human USP14 with ICso of 4.7 u M, 25-fold selective to IsoT.

Size  10mg _ 50mg po ]

§7529 ML323

ML323 displays reversible, nanomolar inhibitory activity and excellent
selectivity toward USP1/UAF1 with ICso of 76 nM.

Size 5mg 25 mg

$2243 Degrasyn (wp1130)

Degrasyn (WP1130) is a selective deubiquitinase (DUB: USP5,
UCH-L1, USP9x, USP14, and UCH37) inhibitor and also suppresses
Bcer/Abl, also a JAK2 transducer (without affecting 20S proteasome)
and activator of transcription (STAT).
7777777777777777777777777777777777777777777777777777777777 Page 49

$8288  VLX1570 [ new }

VLX1570 is a competitive inhibitor of proteasome DUB activity, with an
1Cs0 of ~10 pM in vitro.

Size 5mg

www.selleckchem.com




p97 / E2 Conjugating / E1 Activating / E3 Ligase

p97 Inhibitor

S§7285 NMS-873
NMS-873 is an allosteric and specific p97 inhibitor with I1Cso of 30 nM
that demonstrates potent selectivity for VCP/p97 compared to a panel
of other AAA ATPases, Hsp90, and 53 additional analyzed kinases
(ICs0s >10 uM).

Size 5mg 50 mg

E2 Conjugating Inhibitor

S$2913 BAY 11-7082

BAY 11-7082 is a NF-kB inhibitor, inhibits TNFa-induced IkBa
phosphorylation with ICso of 10 uM in tumor cells. Also inhibiting
components of the ubiquitin system.

E1 Activating Inhibitor

§7129 PYR-41

PYR-41 is the first cell-permeable inhibitor of ubiquitin-activating
enzyme E1, with no activity at E2.

Size 10 mg 25mg 100 mg

E3 Ligase Inhibitors |
Activator | Antagonists

E3 Ligase Inhibitors

§1193 Thalidomide

Thalidomide was introduced as a sedative drug, immunomodulatory
agent and also is investigated for treating symptoms of many cancers.
Thalidomide inhibits an E3 ubiquitin ligase, which is a
CRBN-DDB1-Cul4A complex.

—————————————————————————————————————————————————————————— Page 56

$2781 RITA (Nsc 652287)

RITA (NSC 652287) induces both DNA-protein and DNA-DNA
cross-links with no detectable DNA single-strand breaks, and also
inhibits MDM2-p53 interaction by targeting p53.
—————————————————————————————————————————————————————————— Page 55

S7892 Avadomide (cc-122) [ new ]

Avadomide(CC-122), a new chemical entity termed pleiotropic pathway
modifier, is a novel agent for Diffuse large B-cell lymphoma(DLBCL)
with antitumor and immunomodulatory activity. Its molecular target is
the protein cereblon (CRBN), a substrate receptor of the cullin ring E3
ubiquitin ligase complex CRL4CREN,

e
Size 2m 5m 25m [
SeeEn9 2mg _2m LY

o™y

E3 Ligase Activator

$2341 (-)-Parthenolide

(-)-Parthenolide, an inhibitor of the Nuclear Factor-kB Pathway,
specifically depletes HDAC1 protein without affecting other class /1l
HDACS; Also promotes the ubiquitination of MDM2 and activates p53
cellular functions.

Size 100mg _250mg e

o

E3 Ligase Antagonists

$1061  Nutlin-3

Nutlin-3 is a potent and selective Mdm2 (RING finger-dependent
ubiquitin protein ligase for itself and p53) antagonist with ICso of 90 nM
in a cell-free assay; stabilizes p73 in p53-deficient cells.
7777777777777777777777777777777777777777777777777777777777 Page 56

81172  JNJ-26854165 (serdemetan)
JNJ-26854165 (Serdemetan) acts as a HDM2 ubiquitin ligase
antagonist and also induces early apoptosis in p53 wild-type cells,
inhibits cellular proliferation followed by delayed apoptosis in the
absence of functional p53. Phase 1.
7777777777777777777777777777777777777777777777777777777777 Page 55

Excellent Validation, Technical Support and Prompt Delivery

Gamma-secretase / Beta Amyloid / 5-HT Receptor

Neuronal Signaling

Glutamute

Glutamate

S
Yo o v "
LSOOQRR

R

Yo

§

GIuR Agonists
LY404039
ADX-47273

‘Cannabinoid Receptor
Antagonists

Pathway Rimonabant

Otenabant

U 0364439
GluR Antagonists
CTEP
MPEP
Latrepirdine
Cannabinoid Receptor
Agonists
AM1241

BML-190
GW842166X

Pathway

[GABA Receptor Antagonists
(+)-Bicuculline
Ginkgolide A

AChR Antagonists
PNU-120596

Atropine
Aclidinium
AChR Agonists
Bethanechol
Arecoline
Decamethonium

Flumazenil
‘GABA Receptor Agonists
bapentin

(R)-baclofen
Etomidate

Gamma-secretase Inhibitors

Detailed product information is on page 88-89

Beta Amyloid Inhibitors

Inhibitory Selectivity

Inhibitor Name Beta Amyloid Other

DAPT (GSI-IX) ++  1Cs0: 20 nM

R0O4929097 +++ |1Cs0: 14 nM y secretase,y secretase(ICN)
MK-0752 +++  |Cs0: 5 nM

Avagacestat ++++ |Cs0: 0.3 NM

LY2811376 + ECso: ~300 nM BACE1

EUK 134 v
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsos) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "V" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

S$2215 DAPT (Gskx)

DAPT (GSI-IX) is a novel y-secretase inhibitor, which inhibits AR
production with ICso of 20 nM in HEK 293 cells.

$1575 R0O4929097

R0O4929097 is a y secretase inhibitor with ICso of 4 nM in a cell-free
assay, inhibiting cellular processing of AB40 and Notch with ECso of 14
nM and 5 nM, respectively. Phase 2.

$1262 Avagacestat (BMs-708163)

Avagacestat (BMS-708163) is a potent, selective, orally bioavailable
y-secretase inhibitor of AB40 and AB42 with ICso of 0.3 nM and 0.27 nM,
demonstrating a 193-fold selectivity against Notch. Phase 2.

7777777777777777777777777777777777777777777777777777777777 Page 89

$1528 LY2811376

LY2811376 is the first orally available non-peptidic B-secretase
(BACE1) inhibitor with ICso of 239 nM-249 nM, that act to decrease AB
secretion with ECso of 300 nM, demonstrated to have 10-fold selectivity
towards BACE1 over BACE2, and more than 50-fold inhibition over
other aspartic proteases including cathepsin D, pepsin, or renin. Phase 1.

5-HT Receptor Inhibitor | A

5-HT Receptor Inhibitor

$1333  Fluoxetine HCI

5-HT Receptor Antagonist

§2459 Clozapine 5-HTA selective

Fluoxetine HCl is a selective serotonin-reuptake inhibitor (SSRI) at the

neuronal membrane, used in the treatment of depression.

Size 25mg 100 mg [T

_— K ol
\le)v v

Clozapine is an atypical antipsychotic drug by acting as a 5-HT
antagonist, used in the treatment of schizophrenia. B

Size 50 mg 10 mM/1 mL
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5-HT Receptor / COX COX/ GluR / Adrenergic Receptor
. S1261 Celecoxib cox-2selective  S1638  Ibuprofen COX-1 selective
5-HT Receptor Agonist 5-HT Receptor Modulator
p g p Celecoxib is a selective COX-2 inhibitor with ICso of 40 nM in Sf9 cells.  Ibuprofen (Dolgesic) is an anti-inflammatory inhibitor targeting COX-1
S$1436 Tianeptine sodium S1283 A pine mal Size 100 mg 1g * and COX-2 with ICso of 13 uM and 370 pM, respectively.
Tianeptine sodium is a selective serotonin reuptake enhancer (SSRE),  Asenapine maleate is a high-affinity antagonist of serotonin, norepine- VNJJW Size  50mg 10 mM/tmL ,J\J;Alw
used for treating major depressive episodes. phrine, dopamine and histamine receptors, used for the treatment of 00 vehic [ Cosconit @ Mmssida j
Size 10mg  50mg  100mg 10 mMA mL schizophrenia and acute mania associated with bipolar disorder. . Aorin : .
_S0mg sz 25mg  100mg e, E_ Product Citations (6): $3043  Rofecoxib COX-2 selective
" o, & Blood, 2011, 118(22): 5891-900 Rofecoxib is a COX-2 inhibitor with ICso of 18 nM.
R Aok - Br J Pharmacol, 2014, 171(2): 498-508 )
] o oroE =P oo ; ™ Size  50mg 10 mM/1 mL
! md =" A Product Citation (1): - -
= ¥ Transl Psychiatry, 2014, 4: e411 i m Data from [ Br J Pharmacol, 2014,
l - # - M 171(2): 498-508 ]
x Wid EC-ANPY il
i ¥ Data from [ Trans! Psychiatry, 2014, 4: Loiad Celecoxib purchased from Selleck
] ed11]
Buma-il A0 W B A 7 4 S 4 Tianeptine sodium purchased from
/" selleck
GIuR Inhibitor | Agonist | Antagonist | Modulator
COX Inhib GluR Inhibitor GluR Antagonist
n o
$2251 (-)-Huperzine A (Hupa) S2876 (-)-MK 801 Maleat NMDA receptor selective
Inhlbltory SE|eCtIVIty (-)-Huperzine A is a potent, highly specific and reversible inhibitor of  (-)-MK 801 Maleate is a potent, selective and non-competitive NMDA
acetylcholinesterase (AChE) with Ki of 7 nM, exhibiting 200-fold more  receptor antagonist with Ka of 37.2 nM in rat brain membranes.
Inhibitor Name COX COX-1 COX-2 Other selectivity for G4 AChE over G1 AChE. Also acts as an NMDA receptor size 10mg  50mg 10 mMA mL " N
. antagonist. Phase 4. i @({9}\ Con
Celecoxib sl ont] Size  2mg _ 5mg _ 10mg \(J\k ™=
Ibuprofen +  ICs: 13 pM +  ICs0: 370 pM el
Indomethacin ++  1Cs0: 0.28 yM + ICs: 14 M G I u R MOd u |at0r
Rofecoxib ++++ |Cs0: 18 "M H =
o DI I X . G I u R Agon ISt $2690 ADX-47273 mGIuRS selective  [IKY°)
iclofenac Sodium +++ |Cso: 60 M +++ |Cso: 200 nM [
g Lumiracoxib b Ke32pM o K:60 nM $6001 LY404039 ADX-47273 is a potent and specific mGlu5 positive allosteric modulator 8
D . . LY404039 is a potent agonist of recombinant human mGlu2/mGlu3 (P/;:‘A) with ECso of 0.17 pM, showing no activity at other mGlu >
(7] Lomnoxicam ++++1Cs0r 5 1M 4+ 1Coot 8 M receptors with Ki of 149 nM/92 nM, shows >100-fold selectivity over ~ SUPLYPES. ~ R
= Naproxen Sodium + ICx: 8.7 M +  ICx:52 M ionotropic glutamate receptors, glutamate transporters, and other  Size Smg _ 10mg _ 10 mM/1 mL ;j{: (d))
Pt receptors. Phase 3. o } (o)
o Ketorolac ++  ICs0: 1.23 uM ++  ICso: 3.50 pM WO t Nor >
= Size  5mg _25mg _ 50mg Hooc,_1-5° ¥ o
=l vaigeoord 44+ Csot 5 M oo N
e . H
= Tolfenamic Acid +++ [Cso: 0.2 uM j 8
Amfenac Sodium Monohydrate ++ ICs0: 250 1M +++ [Cso: 150 M i Product Citations (3):
” Neuropharmacology, 2012, 62(7):
Nimesulide + ICso: 26 pM l; . 2184-91
F¥ g - PLoS One, 2011, 6(7): e22235
Meclofenamate Sodium ++++ [Cs0: 40 NnM +++ |Cso: 50 nM i - .
wil_l
Carprofen +++ 1Csa: 30 NM L - Data from [ PLoS One, 2011, 6(7):
| il e =
Nepafenac v oo —— €22235]
i . # LY404039 purchased from Selleck
Sulindac v
Meloxicam \“
Aspirin v
Suprofe { ihi H H
uprofen ! Adrenergic Receptor Inhibitor | Agonist | Antagonist
Piroxicam B
Ketoprofen \ H H H H
. Adrenergic Receptor Inhibitor  Adrenergic Receptor Agonist
Etodolac
. | §1324 Doxazosin Mesylate $§2566 Isoprenaline HCI
Ibuprofen Lysine v
o N Doxazosin Mesylate, a quinazoline-derivative, selectively antagonizes  Isoprenaline HCI is a non-selective beta-adrenergic receptor agonist,
IFEMEEIEIEN postsynaptic a1-adrenergic receptors, used in the treatment of high  used for the treatment of bradycardia and heart block.
Asaraldehyde v blood pressure and urinary retention associated with benign prostatic = size  s0mg 10 mM/1 mL uuv/\‘(‘i”ﬂ\(
hyperplasia. - o
Zaltoprofen \l . )
Size 50 mg 10 mM/1 mL d o):{
Acemetacin N H:{”HWJJ
HA v °
Bromfenac Sodium N o0
Nabumetone y Product Citations (2): Ad renerglc Receptor Antago n ISt
o J Clin Invest, 2013, 123(12): 5119-34
Niflumic acid v GABA receptor Antiviral Res, 2015, 120: 140-6 $2038 Phentolamine Mesylate
Phenacetin \“ . . . . R
Data from [J Clin Invest, 2013, 123(12) Phﬁr:g)lan}lr(;e1 M:/Isylate is a nonselective alpha-adrenergic antagonist
Notes: 511934 witl s0 of 0.1 pM.
1. For more details, such as half maximal inhibitory concentrations (ICsos) and working concentrations of each inhibitor, please visit the website of www.selleckchem.com. Doxazosin Mesylate (DOX) Size 50mg 100 mg 10 mM/1 mL [N/*w ,::,OH
2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation. from Selleck M‘EK\T’NT'/I °
3. Red "V" refers to compounds which do inhibitory effects on the related isoform, but without specific value. ~ T
. f f f www.selleckchem.com
Excellent Validation, Technical Support and Prompt Delivery
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AChR / Histamine Receptor / Dopamine Receptor

AChR Inhibitor | Agonist |
Antagonist | Modulator

AChR Inhibitor

S$2462 Donepezil HCI ACHE selective

Donepezil HCl is a specific and potent AChE inhibitor for bAChE and
hAChE with ICso of 8.12 nM and 11.6 nM, respectively.
Size 10 mg 50mg 200 mg

AChR Agonist

§2455 Bethanechol chloride

Bethanechol chloride is a selective muscarinic receptor agonist without
any effect on nicotinic receptors.

Size 50mg 10 mM/1 mL ? N
> v T/ HZNXOJ\/N\ o

Hol

ecdens

j

g

Product Citation (1):
J Am Heart Assoc, 2014, 3(3): e000804

Data from [ J Am Heart Assoc, 2014,
3(3): €000804 |
Donepezil HCI purchased from Selleck

mACHR selective

AChR Antagonist

S$3005 Paroxetine HCI

Paroxetine HCl is an antidepressant drug of the SSRI type.
Size 10 mg 50 mg 10 mM/1 mL

AChR Modulator

$2629 PNU-120596 (Nsc216666)

PNU-120596 is a positive allosteric modulator of a7 nAChR with ECso of
216 nM.
Size 10 mg 50mg 200 mg 10 mM/1 mL A(Tox

[
]

&xnxo

nACHR selective

PRI |1 g L]
Comeal 5 bours pod MCAD
Product Citation (1):

PLo0S One, 2013, 8(8): e73581

Data from [ PLoS One, 2013, 8(8):
e73581]
PNU-120596 purchased from Selleck

Histamine Receptor Inhibitor |
Agonist | Antagonist

Histamine Receptor Inhibitor

S$3208 Fexofenadine HCI (MpL 164554) H1 receptor selective

Fexofenadine HCl inhibits histamine H1 receptor with ICso of 246 nM.
Size  10mg  50mg 10 mM/1mL ?a
Tl q
R O
ST L,

Histamine Receptor Agonist

$1358 Loratadine

Loratadine is a histamine H1 receptor antagonist, used to treat
allergies. Also acts as a selective inhibitor of B(0)AT2 with ICso of 4 pM.
Size 10 mg 50mg 200 mg 10 mM/1 mL

or J:\@
0
oo

N

Histamine Receptor Antagonist

$1847 Clemastine Fumarate

Hi receptor selective

Clemastine Fumarate (Clemastine) is a selective histamine H1 receptor
antagonist with 1Cso of 3 nM. N
Size 50 mg 5g 10 mM/1 mL h

s
o o L
e

[

Dopamine Receptor Inhibitor |
Agonist | Antagonists

Dopamine Receptor Inhibitor

$3163 Benztropine mesylate DAT selective

Benztropine mesylate is a dopamine transporter (DAT) inhibitor with
1Cs0 of 118 nM.

Size 50 mg 10 mM/1 mL

Dopamine Receptor Agonist

82451 Amantadine HCI (1-adamantanamine HCI)

Amantadine HCl is used to treat or prevent infections of the respiratory
tract caused by a certain virus.

Size 25mg 100 mg 10 mM/1 mL @ Hel

Dopamine Receptor Antagonists

81763 Quetiapine Fumarate

Quetiapine Fumarate is an atypical antipsychotic used in the treatment
of schizophrenia, bipolar | mania, bipolar Il depression, bipolar |
depression and shows affinity for various neurotransmitter receptors
including serotonin, dopamine, histamine, and adrenergic receptors.

Size  25mg  50mg 100mg 10 mM/1 mL

$2456 Chlorpromazine HCI

Chlorpromazine HCI is a dopamine and potassium channel inhibitor
with ICso of 6.1 and 16 uM for inward-rectifying K* currents and
time-independent outward currents.
Size 50 mg 5g 10 mM/1 mL

Excellent Validation, Technical Support and Prompt Delivery

Opioid Receptor / GABA Receptor / P-gp

Opioid Receptor Agonist | Antagonist

Opioid Receptor Agonist

S$2480 Loperamide HCI

Opioid Receptor Antagonist

$3066 Naloxone HCI

Loperamide HCl is a selective p-opioid receptor agonist opioid with Ki of
3.3 nM, 15-fold and 350-fold selective over the d subtype and the p
versus the k subtype of the opioid receptor, used against diarrhea
resulting from gastroenteritis or inflammatory bowel disease.

Size 50 mg 10 mM/1 mL.

nﬁ:fg} o

a”

GABA Receptor Inhibitor | Ac
GABA Receptor Inhibitor

S$1168 Valproic acid sodium salt (sodium valproate)

vator | Agonist | Antagonist

Naloxone HCI is an opioid inverse agonist drug used to counter the
effects of opiate overdose.

N

GABA Receptor Agonist
S$2133 Gabapentin

Valproic acid sodium salt (Sodium valproate) is a HDAC inhibitor by
selectively inducing proteasomal degradation of HDAC2, used in the
treatment of epilepsy, bipolar disorder and prevention of migraine
headaches.

ffffffffffffffffffffffffffffffffffffffffffffffffffffffffff Page 21

GABA Receptor Activator

S$1969 Nefiracetam

Nefiracetam is a GABAergic, cholinergic, and monoaminergic neuronal
systems enhancer for Ro 5-4864-induced convulsions. Phase 2.
Size 50mg 250 mg 10 mM/1 mL

P-gp Inhibitors | Modulator

Inhibitory Selectivity

Inhibitor Name P-gp Other
Zosugquidar 3HCI ++  Ki: 60 nM

Tariquidar +++ Kg: 5.1 nM

Elacridar (GF120918) v BCRP
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICss) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.
" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

P-gp Inhibitors

$8028 Tariquidar

Tariquidar is a potent and selective noncompetitive inhibitor of
P-glycoprotein with Ka of 5.1 nM in CHrB30 cell line, reverses drug
resistance in MDR cell Lines. Phase 3.

Size 10 mg 50 mg 10 mM/1 mL

Gabapentin is a GABA analogue, used to treat seizures and
neuropathic pain.

Size 25mg 100 mg | \;J -

o W

GABA Receptor Antagonist

§7071  (+)-Bicuculline

(+)-Bicuculline is a competitive antagonist of GABAA receptors with |Cso
of 2 uM, also blocks Ca(2+)-activated potassium channels.

Size 50mg 250 mg 10 mM/1 mL

GABAx receptor selective

87772 Elacridar (GF120918)

Elacridar (GF120918) is a potent P-gp (MDR-1) and BCRP inhibitor.
Size  10mg _ 50mg _200mg

P-gp Modulator

S$1481 Zosuquidar (Ly3ssers) 3HCI

Zosuquidar (LY335979) 3HCI is a potent modulator of P-glycoprotein-
mediated multi-drug resistance with Ki of 60 nM in a cell-free assay.
Phase 3.

Size 5mg 10 mg 50 mg 10 mM/1 mL

Comieed

Product Citations (7):
J Lipid Res, 2014, 56(1): 60-9
Aquatic Toxicology, 2014, 156C: 135-47

Data from [ Aquatic Toxicology, 2014,
156C: 135-47 ]

Zosuquidar 3HCI (ZSQ) purchased from
| selleck

www.selleckchem.com
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P2 Receptor / OX Receptor / MT Receptor / BACE / CaMK

P2 Receptor Inhibitor |
Antagonist

P2 Receptor Inhibitor

S$1415 Clopidogrel
Clopidogrel is an oral, thienopyridine class antiplatelet agent.

Size 50mg 200 mg 0, oL

‘YI I

P2 Receptor Antagonist

$4079 Ticagrelor

Ticagrelor is the first reversibly binding oral P2Y12 receptor antagonist
with Ki of 2 nM.

P2Y receptor selective

Size  50mg 10 mM/1 mL :‘;;7‘“,,\“
N4 5
foin Y

OX Receptor Antagonist

S7279 Suvorexant (MK-4305)

Suvorexant (MK-4305) is a potent dual OX receptor antagonist with Ki
of 0.55 nM and 0.35 nM for OX1 receptor and OX2 receptor,
respectively. Phase 3.
Size 5mg 50 mg

LY

Fossgan

MT Receptor Agonist

$1259 R Iteon

BACE Inhibitor

§1528 LY2811376

LY2811376 is the first orally available non-peptidic B-secretase
(BACE1) inhibitor with ICso of 239 nM-249 nM, that act to decrease AB
secretion with ECso of 300 nM, demonstrated to have 10-fold selectivity
towards BACE1 over BACE2, and more than 50-fold inhibition over

other aspartic proteases including cathepsin D, pepsin, or renin. Phase 1.

Size 5mg  10mg _ 50mg 10 mM/1 mL

TRESTEP-inhibiier

,N\
L\)J:l o
T2 Mty-inhibior

Product Citations (4):

Neurobiol Aging, 2014, 35(7): 1570-81
J Biol Chem, 2014, 289(30): 20871-8

Data from [ J Biol Chem, 2014, 289(30):
1-8]

LY2811376 (B-inhibitor) purchased from
Selleck

S8173  Verubecestat (MK-8931) Trifluoroacetat (D

Verubecestat (MK-8931) is a potent and selective beta-secretase
inhibitor and BACE1 protein inhibitor or Beta-site APP-cleaving enzyme
1 inhibitor.

Size 5mg 25mg 100 mg

K“U\” to

o
o

CaMK Inhibitors

Inhibitory Selectivity

Inhibitor Name CaMKIl CaMKIll Other
NH125 ++++|Cso: 60 nM PKC,PKA
KN-62 ++ Ki0.9uM

KN-93 Phosphate +++ Ki: 0.37 uM

Notes:
1. For more details, such as half maximal inhibitory concentrations (ICss) and working

ions of each inhibitor, please visit the website of www.selleckchem.com.

Ramelteon is a novel melatonin receptor agonist for human MT1 and
MT2 receptors and chick forebrain melatonin receptors with Ki of 14 pM,
112 pM and 23.1 pM, respectively.

Size 2mg _ 10mg _ 50mg _ 10 mM/1 mL ijj
o

Tabla ¥
Targetad Bicmarsen dssary Basalbn: Appiicaion Ser
p——]

R Tpp—

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

S§7422 KN-62

KN-62 is a potent and specific inhibitor of Ca?*/calmodulin-dependent
protein kinase Il (CaMKIl) with Ki of 0.9 uM; also a non-competitive
antagonist of the purinergic receptor P2RX7 (ICso = 15 nM). It is
selective for CaMKII relative to PKA, PKC and MLCK, but inhibits
CaMKI and CaMKIV equally well, The K value of KN-62 for CaMK V is
0.8 uM.

Size 5mg 25mg
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Product Citation (1):
Birth Defects Res B Dev Reprod Toxicol, 2013, 98(4): 343-63

Data from [ Birth Defects Res B Dev Reprod Toxicol, 2013, 98(4): 343-63 ]
Ramelteon purchased from Selleck

§7423 KN-93 Phosphate

KN-93 Phosphate is a potent and specific inhibitor of Ca?*/calmodulin-
dependent protein kinase Il (CaMKIl) with Ki of 0.37 uM, no remarkable
inhibitory effects on APK, PKC, MLCK or Ca*-PDE activities.

Size 10 mg 50 mg o

$8366 CRT0066101 [ new ]

CRT0066101 is a small molecule PKD family specific inhibitor which
specifically blocks PKD1/2 activity and does not suppress PKCa/
PKCB/PKCe activity in multiple.
————————————————————————————————————————————————————————— Page 57

Excellent Validation, Technical Support and Prompt Delivery

HDAC / NF-kB

NF-kB Pathway

[ o

DOOOLVH S!aurosporine

Quercetin

Pan -HDAC Inhibitors
Vorinostat
Entinostat

Panobmostat

'\\'a&wmwmmwlﬂlfl'.' SOI B ml R
SRR

LT, CD40L,
BAFF/BLys

b38 MAPK

NF KBZ
P1°° RelB

ROFPo6s ( (HnAcs)
Nexturastat A (HDAC6)
PCI-34051 (HDACS)

Pan-IkB/IKK Inhibitors /
IKK-16
Bardoxolone Methyl m
Selective IkB/IKK Inhlbllors
TPCA-1 (IKK-2)
IMD 0354 (IKK-2)

Inflammation Immune Regulation Survival

NF-kB Inhibitors
QNZ
Sodium 4-Aminosalicylate| ‘
JSH-23

SC75741

Proliferation

Lymphogenesis B Cell Maturation

HDAC Inhibitors

Detailed product information is on page 18-22

NF-kB Inhibitors

Inhibitory Selectivity

§7351 JSH-23

JSH-23 is an inhibitor of NF-kB transcriptional activity with 1Cso of 7.1
UM in RAW 264.7 cell line.

Size 5 mg 25 mg

Inhibitor Name NF-kB Other
QNZ (EVP4593) ++++ |Cs0: 11 "M TNF-a
JSH-23 ++  ICs0: 7.1 uM

SC75741 +++ ECs0: 200 nM

Sodium 4-Aminosalicylate v

Caffeic Acid Phenethyl Ester v

Sodium salicylate N

Andrographolide v

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICes) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation

3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

S4902 QNZ (evp4s93)

QNZ (EVP4593) shows potent inhibitory activity toward both NF-«B
activation and TNF-a production with ICso of 11 nM and 7 nM in Jurkat T

cells, respectively. e
@n L

Size 5mg 25mg

A

S§7414 Caffeic Acid Phenethyl Ester

Caffeic acid phenethyl ester is a potent and specific inhibitor of NF-kB
activation, and also displays antioxidant, immunomodulatory and
antiinflammatory activities.

Size  50mg 200 mg S G ¥
Size  50mg _200mg J

S§7273 SC75741

SC75741 is a potent NF-kB inhibitor with ECso of 200 nM.
Size 10 mg 50 mg

oy fr 1
S3604 Triptolide (pcaso)

Triptolide is a diterpene triepoxide, immunosuppresive agent extracted
from the Chinese herb Tripterygium wilfordii.

Size 1mg 5 mg %5” 4:

www.selleckchem.com
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IkB/IKK / NOD1

IkB/IKK Inhibitors

Inhibitory Selectivity

Inhibitor Name kB IKK Other

BAY 11-7082 +  ICs0: 10 uM E2-conjugating enzymes
IKK-16 +++  |Cso: 40 nM

TPCA-1 ++++ |Cso: 17.9 nM

BMS-345541 ++  ICs0: 0.3 UM

SC-514 ++  |Cso: 3-12 pM | CDK2/CyclinA,AUR2,PRAK
Bay 11-7085 +  1Cs0: 10 M

PS-1145 +++ |Cso: 88 M

LY2409881 ++++ |Cso: 30 M

BX-795 v PDK-1,c-Kit,CDK2/CyclinE
IMD 0354 v

Bardoxolone Methyl v

Mesalamine v

AZD3264 y

Ws6 v EBP1

WSs3 v EBP1

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsss) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2, "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

S$2913 BAY 11-7082 IkB selective

BAY 11-7082 is a NF-kB inhibitor, inhibits TNFa-induced IkBa
phosphorylation with ICs0 of 10 pM in tumor cells. Also inhibiting
components of the ubiquitin system.

Size 10 mg 50 mg 10 mM/1 mL 034 —

[ L] piaftaa i

vl
Product Citations (3):
Int J Cancer, 2014, 135(2): 282-94
L J Biol Chem, 2014, 289(30): 21028-39
()
[ ]
Data from [ Int J Cancer, 2014, 135(2):
282-94]
. BAY 11-7082 (Bay) purchased from
Selleck
$2824 TPCA-1 IKK selective

TPCA-1 is an inhibitor of IKK-2 with ICs0 of 17.9 nM in a cell-free assay,
inhibits NF-kB pathway, exhibits 22-fold selectivity over IKK-1.

Size 10mg 10 mM/1 mL

-V i T IL- Nty mterwrd
1 15
1 1 Product Citations (3):
Mol Cancer, 2014, 13: 40
g*‘ 15 Exp Mol Med, 2015,
_ 10.1038/emm.2015.37

Fiis
TPEA
HEXDT1EE.
SRR I
TRGA-T
XD
BPar.

Data from [ Mol Cancer, 2014, 13: 40 ]
| TPCA-1 purchased from Selleck

$2882 IKK-16 (KK Inhibitor ViI) IKK selective

IKK-16 (IKK Inhibitor VII) is a selective IkB kinase (IKK) inhibitor for
IKK-2, IKK complex and IKK-1 with ICso of 40 nM, 70 nM and 200 nM,
respectively.

Size 10mg  50mg 10 mM/1 mL S, i,
[P0 TN
e
S$2864 IMD 0354 IKK selective
IMD 0354 is an IKKB inhibitor and blocks IkBa phosphorylation in NF-k
B pathway. .

Size 5mg  10mg _ 50mg 10 mM/1 mL oo

C ﬁu’Lilf‘

$8078 Bardoxolone Methyl IKK selective

Bardoxolone Methyl is an IKK inhibitor, showing potent proapoptotic
and anti-inflammatory activities; Also a potent Nrf2 activator and nuclear
factor-kB (NF-kB) inhibitor.

Size  25mg 200 mg 0 p

o)
PSID O
- Mesanglal colls \LAjJ

Product Citation (1):
Free Radic Biol Med, 2014, 73: 260-9

Data from [ Free Radic Biol Med, 2014,

iy

[}
e M : T - 73:260-9]
Era - - -+ = ¥ RTA 402 purchased from Selleck
§7352 Bay 11-7085 IkB selective

BAY 11-7085 is an irreversible inhibitor of TNFa-induced IkBa
phosphorylation with ICso of 10 uM.
Size  10mg _ 25mg

$8044 BMS-345541 IKK selective

BMS-345541 is a highly selective inhibitor of the catalytic subunits of
IKK-2 and IKK-1 with ICs0 of 0.3 uM and 4 uM in cell-free assays,
respectively.

Size 5mg  25mg Yy i

$1274 BX-795 IKK selective

BX-795 is a potent and specific PDK1 inhibitor with ICso of 6 nM, 140-
and 1600-fold more selective for PDK1 than PKA and PKC in cell-free
assays, respectively. Meanwhile, in comparison to GSK33 more than
100-fold selectivity observed for PDK1.

--Page 15

NOD1 Inhibitor

S$2863 ML130 (Nodinitib-1)

ML 130 (Nodinitib-1) is a potent and selective inhibitor of NOD1 with ICso
of 0.56 pM, inhibits NF-kB activation, exhibits 36-fold selectivity over
NOD2.

Size 5mg 25mg  50mg 10 mM/1 mL 2L

Excellent Validation, Technical Support and Prompt Delivery

5-HT Receptor / Adrenergic Receptor / Histamine Receptor / OX Receptor /
Dopamine Receptor / Opioid Receptor / Hedgehog/Smoothened / MT Receptor

GPCR and G Protein

‘Smoothened Antagonists

Endothelin Receptor)

Cyclopamine 5-HT Receptor Antagonists ‘Antagoniste
LDE225 Clozapine Zibotentan
LY2940680 Olanzapine Bosentan
BMS-833923 Ketanserin Macitentan
Smoothened Agonist 5-HT Receptor Agonists Sitaxentan
edgehog Purmorphamine Wxﬁgggg

Eletriptan

Transcription Factors

; Proliferation, Survival, Invasion,

Gene i Migration, Angiogenesis

5-HT Receptor Inhibitor | Agonist |
Antagonist | Modulator

Dopamine Receptor Inhibitor |
Agonist | Antagonists

Detailed product information is on page 94-95 Detailed product information is on page 97

Adrenergic Receptor Inhibitor |
Agonist | Antagonist

Opioid Receptor Agonist |
Antagonist

Detailed product information is on page 96 Detailed product information is on page 98

Hedgehog/Smoothened Inhibitors |
Agonists | Antagonists

Histamine Receptor Inhibitor |
Agonist | Antagonist

Detailed product information is on page 97

OX Receptor Antagonist MT Receptor Agonist

Detailed product information is on page 99

Detailed product information is on page 89-90

Detailed product information is on page 99

www.selleckchem.com
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Cannabinoid Receptor / Endothelin Receptor / S1P Receptor / SGLT / LPA Receptor

Cannabinoid Receptor
Agonist | Antagonist

Cannabinoid Receptor Agonist

$1544 AM1241 CB2 selective

AM1241 is a selective cannabinoid CB2 receptor agonist with Ki of 3.4
nM, exhibits 82-fold selectivity over CB1 receptor.
size 2mg 10mg  25mg _ 10mM/1mL ~>

[esy)
- - )
— =
-w. -.....,

Cannabinoid Receptor
Antagonist

§3021 Rimonabant CB1 selective

Product Citation (1):
Sci China Life Sci, 2014, 57(2): 201-8

Data from [ Sci China Life Sci, 2014,
57(2): 201-8
AM1241 (AM) purchased from Selleck

Rimonabant is a selective antagonist of CB1 with ICso of 13.6 nM and
ECso of 17.3 nM in hCB1 transfected HEK 293 membrane.

Size 10 mg 50mg 100 mg 10 mM/1 mL

Endothelin Receptor
Antagonist

S4220 Bosentan

Bosentan is an endothelin (ET) receptor antagonist for ET-A and ET-B
with Ki of 4.7 nM and 95 nM, respectively.

Size 50 mg

S1P Receptor Inhibitor |
Antagonist | Modulator

S1P Receptor Inhibitor

S§7177 PF-543

PF-543, a novel sphingosine-competitive inhibitor of SphK1, inhibits
SphK1 with ICso and Ki of 2.0 nM and 3.6 nM, exhibits >100-fold
selectivity over the SphK2 isoform.

) oo [
Size 10 mMA mL ‘js/}vlfm,:

S1P Receptor Antagonist

§5002 Fingolimod (Fry720) HCI

Fingolimod (FTY720) HCl is a S1P antagonist with ICso of 0.033 nM in
K562, and NK cells. -

Size 100mg _200mg _ 10 mM/1mL e sOUSY

Product Citations (23):
Blood, 2012, 119(9): 2176-7
Ann Neurol, 2014, 76(3): 325-37

Data from [ Ann Neurol, 2014, 76(3):
325-37 ]
~ Fi i HCI from Selleck

S1P Receptor Modulator

S7179 BAF312 (siponimod)
BAF312 (Siponimod) is a next-generation S1P receptor modulator,
selective for S1P1 and S1P5 receptors with ECso of 0.39 nM and 0.98
nM, exhibits >1000-fold selectivity over S1P2, S1P3 and S1P4
receptors. Phase 3.

Size 5mg 25mg 100 mg

SGLT Inhibitors

$1548  Dapagliflozin

Dapagliflozin is a potent and selective hSGLT2 inhibitor with ECso of 1.1
nM, exhibiting 1200-fold selectivity over hSGLT1. Phase 4.

Size 5 mg 10 mg 50 mg 10 mM/1 mL N 1

SGLT2 selective

$2760 Canagliflozin

Canagliflozin is a highly potent and selective SGLT2 inhibitor for
hSGLT2 with ICs0 of 2.2 nM in a cell-free assay, exhibits 413-fold
selectivity over hSGLT1.

Size 5mg 10 mg 10 mM/1 mL

SGLT2 selective

S$8022 Empagliflozin (Bi10773)

Empagliflozin (BI-10773) is a potent and selective SGLT-2 inhibitor with
ICso of 3.1 nM, exhibiting >300-fold selectivity over SGLT-1, 4, 5 and 6.

Phase 3.

L LY

Size 5mg 25 mg 10 mM/1 mL \,cjjx P
o' on

&

SGLT2 selective

LPA Receptor Antagonist

S$1315  Ki16425

Ki16425 is a competitive, potent and reversible antagonist to LPA1,
LPA2 and LPA3 with Ki of 0.34 uM, 6.5 pM and 0.93 uM, in RH7777 cell
lines, respectively, shows no activity at LPA4, LPA5, LPAG.

size 2mg  5mg _ 10mg

Product Citations (5):
J Neurochem, 2015, 10.1111/jnc.13112
J Cell Mol Med, 2014, 18(1): 156-69

Data from [ J Bone Miner Metab, 2014,
10.1007/500774-014-0607-5 ]
“ Ki16425 purchased from Selleck

Excellent Validation, Technical Support and Prompt Delivery

CGRP Receptor / PAFR / CaSR / Vasopressin Receptor / CXCR / cAMP / Adenosine Receptor

CGRP Receptor Antagonist

$1542  MK-3207 HCI

MK-3207 HCl is a potent CGRP receptor antagonist with ICso and Ki of
0.12 nM and 0.022 nM, highly selective versus human AM1, AM2, CTR,
and AMY3. Phase 2.

Size 5 mg 10 mg L

5

BN Ve

e

§

PAFR Antagonist

$1343  Ginkgolide B
Ginkgolide B is a PAFR antagonist with I1Cso of 3.6 pM.
Size 25 mg 50mg 500 mg " og{ro

CaSR Activator | Antagonist

CaSR Activator

§1260 Cinacalcet HCI

Cinacalcet HCI represents a new class of compounds for the treatment

of hyperparathyroidism.

Size 10mg 100mg 10 mM/1 mL [OERP§]
-/

o ol

CaSR Antagonist

$2633 NPS-2143
NPS-2143 is a novel potent and selective antagonist of Ca(2+) receptor
with ICso of 43 nM.

Size  10mg 50 mg b,
- T

Vasopressin Receptor Antagonist

$2593 Tolvaptan

Tolvaptan is an orally effective nonpeptide arginine vasopressin V2
receptor antagonist with ICso of 3 nM, used to treat hyponatremia.

Size 10 mg 50 mg 10 mM/1 mL

CXCR Antagonists

S8030 Plerixafor (amp31o00)

Plerixafor (AMD3100) is a chemokine receptor antagonist for CXCR4
and CXCL12-mediated chemotaxis with ICso of 44 nM and 5.7 nM in
cell-free assays, respectively. ~

Size 5mg 10mg  50mg o

§7651  $B225002

SB225002 is a potent, and selective CXCR2 antagonist with I1Cso of 22
nM for inhibiting interleukin IL-8 binding to CXCR2, > 150-fold selectivity
over the other 7-TMRs tested. oy

Size 10 mg 50mg 200 mg w:\ T N:Ta

83013  Plerixafor 8HCI (amD3100 8HCI)

Plerixafor 8HCI (AMD3100 8HCI) is the hydrochloride of Plerixafor, a
chemokine receptor antagonist for CXCR4 and CXCL12-mediated
chemotaxis with ICso of 44 nM and 5.7 nM in cell-free assays,
respectively.

Size 5mg 10 mg 50 mg

cAMP Inhibitor | Activator

cAMP Inhibitor

S$2454 Bupivacaine HCI

Bupivacaine HCI binds to the intracellular portion of voltage-gated
sodium channels and blocks sodium influx into nerve cells, used for
treating cardiac arrhythmias.
Size  50mg 10 mM/1 mL

cAMP Activator

$2449 Forskolin

Forskolin is a ubiquitous activator of eukaryotic adenylyl cyclase (AC) in
a wide variety of cell types, commonly used to raise levels of CAMP in
the study and research of cell physiology.

Size  10mg  50mg 100mg 10 mM/A mL ili%

Adenosine Receptor Agonist|
Antagonist

Adenosine Receptor Inhibitor

$8314  5-lodotubercidin [ new }

5-lodotubercidin is a potent adenosine kinase inhibitor with ICso of 26
nM. It inhibits nucleoside transporter, CK1, insulin receptor tyrosine
kinase, phosphorylase kinase, PKA, CK2 and PKC.

bt
Size 5mg 25 mg o
| o-

z):iA

-

2

B

Adenosine Receptor Agonist

$2153 CGS 21680 HCI

CGS 21680 HCl is an adenosine A2 receptor agonist with [Cso of 22 nM,
exhibits 140-fold over A1 receptor. e
Size 5mg 25 mg 50 mg 10 mM/1 mL e ?:I”ZIT"

Adenosine Receptor Antagonist

S$2790 Istradefylline

Istradefylline is a selective adenosine A2A receptor (A2AR) antagonist
with Ki of 2.2 nM. Phase 3.

Size 5mg 25mg 10 mM/1 mL

NN

il

—d

www.selleckchem.com
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Opioid Receptor / 5-alpha Reductase / Estrogen/progestogen Receptor

Endocrinology and Hormones

Pan-PI3K Inhibitors
BEZ235
GDC-0941

LY294002
Selective PI3K Inhibitors
HS-173 (p1

CAL-101 (p1108)

Pan-Akt Inhibitors
MK-2206
Perifosine
‘GSK690693
Selective Akt Inhibitors
A-674! (Akt1)
CCT128930 (Akt2)

Selective Raf Inhibitors
GDC-0879 (B-Raf)

5-alpha Reductase
Inhibitors

Dutasteride Androgen Receptor
Finasteride Antagonists

Growth Factors

GW5074 (C-Raf)

Enzalutamide

Receptor

Raloxifene

Tamoxifen
Estrogen Receptor Agonists

Erteberel
Estradiol Valerate

AZD3514
Androgen Receptor Agonist

SRC1, TIF2
P
AR
P6S —:

Opioid Receptor Agonist | Antagonist

Detailed product information is on page 98

5-alpha Reductase Inhibitor | Antagonist

5-alpha Reductase Inhibitor

$1197  Finasteride

5-alpha Reductase Antagonist

$§1972 Tamoxifen Citrate

Finasteride is a potent, reversible inhibitor of the rat type 1 5 alpha-
reductase with Ki of 10.2 nM, used in the treatment of benign prostatic
hyperplasia (BPH) and male pattern baldness (MPB).
Size 100mg 200 mg r \it

Estrogen/progestogen Receptor
Inhibitor

S4285 Ospemifene

Estrogen/progestogen Receptor Inhibitor | Agonists |
Antagonists | Chemical | Modulators

Tamoxifen Citrate is an antagonist of the estrogen receptor by
competitive inhibition of estrogen binding.
777777777777777777777777777777777777777777777777777777777 Page 106

Estrogen/progestogen Receptor
Agonists

82567 Medroxyprogesterone acetate

Ospemifene is a non-hormonal selective estrogen receptor modulator
(SERM), used for the treatment of dyspareunia.

Size 25mg 100 mg

Medroxyprogesterone acetate is a progestin, a synthetic variant of the
human hormone progesterone and a potent progesterone receptor
agonist. e

Size  50mg 10 mM/ mL ) LJL} o

Excellent Validation, Technical Support and Prompt Delivery

Estrogen/progestogen Receptor / Androgen Receptor

§2314 Kaempferol

81972 Tamoxifen Citrate

Kaempferol, a natural flavonol, functions as an ERRa and ERRy
inverse agonist. It inhibits topoisomerase | catalyzed DNA religation and
may also inhibit the activity of fatty acid synthase.
Size  50mg 200 mg

oy 9

>

Estrogen/progestogen Receptor
Antagonists

$1191  Fulvestrant

Fulvestrant is an estrogen receptor (ER) antagonist with ICso of 0.94 nM
in a cell-free assay. .
<

i
Size  25mg 100mg 10 mM/1 mL fTDN

NEF- Ji

fbic Tel I
FisL Tal

H "Eam

1.

Fubszsisant oond [rasiil)

Product Citations (6):
Oncotarget, 2015, 6(4): 2315-30
Mol Cancer Ther, 2014, 13(1): 230-8

Toery barwwsiion (% of soleeed Gondrel]

S BEESEEEEE

Data from [ Mol Cancer Ther, 2014,
13(1): 230-8]
Fulvestrant purchased from Selleck

S$2606 Mifepristone

Mifepristone is a remarkably active antagonist of progesterone receptor
and glucocorticoid receptor with ICso of 0.2 nM and 2.6 nM, respectively.

Size 50mg 200 mg 10 mM/1 mL

i Product Citations (2):
18 Hippocampus, 2014, 24(5): 528-40
PLoS One, 2014, 9(8): 105528

Data from [ Hippocampus, 2014, 24(5):
528-40]

Wefeoky  RiMES RU486 purchased from Selleck

Tamoxifen Citrate is an antagonist of the estrogen receptor by
competitive inhibition of estrogen binding.

Size  250mg 10 mM/1 mL

Estrogen/progestogen Receptor
Chemical

S$1251 Dienogest

Dienogest is an orally active synthetic progesterone, used for
contraception and the treatment of endometriosis.

Size  10mg 100 mg 1g 10 mMA mL Con

Estrogen/progestogen Receptor
Modulators

81776 Toremifene Citrate

Toremifene Citrate is an oral selective estrogen receptor modulator
(SERM), used in the treatment of advanced breast cancer.

Size 25mg 100mg 10 mM/1 mL

S§7827  4-Hydroxytamoxifen [ new }

4-Hydroxytamoxifen is the active metabolite of tamoxifen and a
selective estrogen receptor (ER) modulator that is widely used in the
therapeutic and chemopreventive treatment of breast cancer.
Size  10mg _ 50mg

O
1I L

[ahahe

Androgen Receptor Inhibitor | Agonist | Antagonists | Modulator

Androgen Receptor Inhibitor

$2840 ARN-509

Androgen Receptor Agonist

$2604 Dehydroepiandrosterone (pHEA)

ARN-509 is a selective and competitive androgen receptor inhibitor with
ICs0 of 16 nM in a cell-free assay, useful for prostate cancer treatment.
Phase 3.

Fo

Size 5mg 10mg 50mg 10 mM/1 mL iy 3 AP
- = AT
i
Fr o LJ
T ONCi-138
4 NOAMHDE
& ARRLEE "
® Bcsimmigs  Product Citation (1):

J Cancer, 2014, 5(2): 133-42

Data from [ J Cancer, 2014, 5(2):
R e B e 12342]
Conceairation, M ARN-509 from Selleck

ik sapreasion, %
gn 4 @ 3 & &

Dehydroepiandrosterone is an important endogenous steroid hormone,
which is an androgen receptor antagonist and an estrogen receptor
agonist.

Size  10mg

fou
Beot

Androgen Receptor Antagonists

$2803 Galeterone

Galeterone is a selective CYP17 inhibitor and androgen receptor (AR)
antagonist with ICso of 300 nM and 384 nM, respectively, and is a potent
inhibitor of human prostate tumor growth. Phase 2.

e

Size 5mg 25mg  50mg 10 mM/1mL e

J:b:

www.selleckchem.com




Androgen Receptor / RAAS

$1190 Bicalutamide

Bicalutamide is an androgen receptor (AR) antagonist with ICso of 0.16
HM.
Size 50mg 100 mg 200 mg 10 mM/1 mL

Androgen Receptor Modulator

$1174 MK-2866 (GTx-024)

MK-2866 (GTx-024) is a selective androgen receptor modulator
(SARM) with Ki of 3.8 nM, and is tissue-selective for anabolic organs.
Phase 3.

Size 5mg 10 mg 50 mg 10 mM/1 mL
Product Citations (4):
Oncogene, 2014, 10.1038/onc. 2014.302
Int J Cancer, 2012, 131(6): E872-83
' Data from [ Oncogene, 2014,
10.1038/0nc.2014.302 ]
Bicalutamide purchased from Selleck
S$1250 Enzalutamide (Mbv3100)
Enzalutamide (MDV3100) is an androgen-receptor (AR) antagonist with
ICs0 of 36 nM in LNCaP cells.
Size 5mg 10 mg 50 mg 10 mM/1 mL ;/fr
Fb "
parrin  scramsca :
Product Citations (17):
Nucleic Acids Res, 2015,
10.1093/nar/gkv262
Int J Cancer, 2012, 131(6): E872-83
Data from [ Mol Cell Endocrinol, 2013,
365(1): 95-107 ]
MDV3100 purchased from Selleck
Inhibitory Selectivity
Inhibitor Name AT1 receptor AT2 receptor ACE Renin RAAS

Aliskiren Hemifumarate
Candesartan ++++1Cs0: 0.26 NnM
Losartan Potassium + ICs0: 20 nM
Enalaprilat Dihydrate
Irbesartan +++ 1Cs0: 1.3 "M
PD123319 + ICs0: 34 nM
Perindopril Erbumine
Candesartan Cilexetil
Ramipril

Captopril

Azilsartan Medoxomil ++  1Cs0: 2.6 "M
Imidapril HCI

Eprosartan Mesylate ++++ Kg: 0.83 nM

Azilsartan ++  ICs0: 2.6 NM
Telmisartan R
Valsartan N

Benazepril HCI

Enalapril Maleate
Olmesartan Medoxomil \/
Cilazapril Monohydrate

Lisinopril

Moexipril HCI

+++ ICs0: 1.5 nM

+++ 1Cs0: 1.94 nM

+++ |Cso: 1.05 nM
++++ |Cs0: 0.26 nM
++  ICs0: 5nM
+ ICs0: 6 nM

++  1Cs0: 2.6 "M

Excellent Validation, Technical Support and Prompt Delivery

RAAS / Aromatase / GPR

Inhibitory Selectivity

Inhibitor Name AT1 receptor AT2 receptor

Temocapril
Temocapril HCI
Quinapril HCI
LCZ696

Fosinopril Sodium

ACE Renin RAAS

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsos) and working concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+"indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "V" refers to compounds which do inhibitory effects on the related isoform, but without specific value.

RAAS Inhibitor

§2199 Aliskiren Hemifumarate Renin selective

Aliskiren Hemifumarate is a direct renin inhibitor with ICso of 1.5 nM.

Size 20 mg 50 mg 10 mM/1 mL

RAAS Antagonists

$1359 Losartan P i (DuP 753)

Losartan Potassium is an angiotensin Il receptor antagonist, competes
with the binding of angiotensin Il to AT1 receptors with ICso of 20 nM.

Size 50 mg 10 mM/1 mL

AT receptor selective

S7678 LCZ696

LCZ696, consisting of valsartan and sacubitril in 1:1 molar ratio, is an
orally bioavailable, dual-acting angiotensin receptor-neprilysin inhibitor
(ARNi) for hypertension and heart failure. Phase 3.

Size 5mg _ 25mg _100mg

Aromatase Inhibitors

Inhibitory Selectivity

Inhibitor Name Aromatase

Letrozole ++++ 1Cs0: 0.07-20 nM

Anastrozole +++ 1Cs0: 15 nM

Exemestane +++ 1Cs0: 30 nM

Formestane ++  1Cs0: 80 nM

Aminoglutethimide + ICs0: 10 uM
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICses) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.
2."+"indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

$1188  Anastrozole

Anastrozole is a third-generation nonsteroidal selective aromatase
inhibitor. It may offer greater selectivity compared with other aromatase
inhibitors, being without any intrinsic endocrine effects and with no
apparent effect on the synthesis of adrenal steroids.
Size 10mg 100 mg 19 10 mM/1 mL

$1235 Letrozole

Letrozole is a third generation inhibitor of aromatase with ICso of 0.07
-20 nM in cell-free assays.It has no effect on the plasma levels of 17
a-OH progesterone, thyroid-stimulating hormone (TSH), luteinizing
hormone (LH), follicle-stimulating hormone (FSH), or androstenedione
and does not affect normal urine electrolyte excretion or thyroid function
in clinical studies.

Size 25mg 50mg 200 mg 10 mM/1 mL

CaT=0
N .| Product Citations (6):
Endocrinology, 2013, 154(7): 2296-307
Mol Cell Endocrinol, 2015,
10.1016/j.mce.2015.05.032

L
N Lot

Data from [ Endocrinology, 2013,
154(7): 2296-307 |
Letrozole purchased from Selleck

Licensed by Pfizer

Exemestane is an aromatase inhibitor, inhibiting human placental and
rat ovarian aromatase with 1Cso of 30 nM and 40 nM, respectively.
Size 10 mg 50mg 100 mg 10 mM/1 mL

S$1196 Exemestane

GPR Agonist | Antagonist

GPR Agonist

$2637 TAK-875

TAK-875 is a selective GPR40 agonist with ECso of 14 nM in human
GPR40 expressing CHO cell line, 400-fold more potent than oleic acid.

Size 5 mg 10 mg 50 mg 10 mM/1 mL
% ©
HADHMALD ° %
oskeo
; I WCHARD: Product Citations (3):
J Biol Chem, 2015,
FeLpd 10.1074/jbc.M115.644450
J Biol Chem, 2014, 289(19): 13575-88
=
| o | Data from [ J Biol Chem, 2014, 289(19):
Ll -] - 13575-88 ]
Fuirems Fairss TRE TR TAK-875 purchased from Selleck

GPR Antagonist

S7263 AZD1981

AZD1981 is a potent, selective CRTh2 (DP2) receptor antagonist with
ICs0 of 4 nM, showing >1000-fold selectivity over more than 340 other
enzymes and receptors, including DP1. Phase 2.

Size 5mg 25 mg

www.selleckchem.

com




GABA Receptor / P-gp / Calcium Channel

Transmembrane Transporters

Proton Pump Inhibitors
oprazole
Omeprazole
Esomeprazole Magnesium.
Zinc Pyrithione
PF-3716556

Ye's'.
SOOOO0OL

TS

R

Transcription
Factors

Aldosterone Transcription
Factors

MR/Classical MR/Classical
AR REMNA —— Translation

Sodium Channel Inhibitors
Carbamazepine
Phenytoin
A-803467
Procainamide
Digoxin

A o O

[Calcium Channel Inhibitors|
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Cilnidipine
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Calcium Channel Activator
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Detailed product information is on page 98

P-gp Inhibitors | Modulator

Detailed product information is on page 98

GABA Receptor Inhibitor | Activator | Agonist | Antagonist

Calcium Channel Inhibitor | Activator | Antagonist

Calcium Channel Inhibitor

$2403 Tetrandrine

Calcium Channel Antagonist

$2482 Manidipine 2HCI

Tetrandrine, a bis-benzylisoquinoline alkaloid derived from Stephania
tetrandra, is a calcium channel blocker.
Size 100 mg 10 mM/1 mL

Calcium Channel Activator

$2050 Strontium Ranelat

Strontium Ranelate is a strontium(ll) salt of ranelic acid for (-)-
desmethoxyverapamil binding to calcium channel with ICso of 0.5 mM.
Size 50mg 200 mg

. 0

N

e

WAL,
° o

Manidipine 2HCI is a HCI salt form of Manidipine, which is a calcium
channel blocker with ICso of 2.6 nM, used clinically as an
antihypertensive. Phase 4.

Size  25mg  50mg 200mg 10 mM/1 mL

]

Excellent Validation, Technical Support and Prompt Delivery

Sodium Channel / ATPase / Potassium Channel

Sodium Channel Inhibitor |
Antagonist

Inhibitory Selectivity

Inhibitor Name Sodium Channel Other
Oxcarbazepine +++  |Cso: 160 uM

Riluzole v NMDA receptor
Amiloride HCI v

Rufinamide v

Zonisamide v

Phenytoin Sodium v

Amiloride HCI dihydrate |

Dronedarone HCI v Calcium channel,Potassium channel
Phenytoin v

Lamotrigine ! EHT fat ot symapiosomes)
Primidone v

Procainamide HCI v DNA methyltransferase
Digoxin v

Mexiletine HCI v

Benzocaine v

Tolperisone HCI v

Levobupivacaine HCI V

Dibucaine HCI v

Ibutilide Fumarate v

Vinpocetine v

Propafenone HCI V

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICss) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+"indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

Sodium Channel Inhibitor

$4016  Ouabain

Quabain is a selective Na*/K*, -ATPase inhibitor, binds to a2 /a3 subunit
with Ki of 41 nM/15 nM.

Size 50 mg 10 mM/1 mL

Sodium Channel Antagonist

S$1828 Proparacaine HCI

Proparacaine HCl is a voltage-gated sodium channels antagonist with
EDso of 3.4 mM. R
Size  s0mg _tomMimL e

- o

ATPase Inhibitors | Activator

ATPase Inhibitors

§1478 Oligomycin A

Oligomycin A is an inhibitor of ATP synthase, inhibits oxidative
phosphorylation and all the ATP-dependent processes occurring on the
coupling membrane of mitochondria. )
Size 5mg  10mg  25mg 10 mM/A mL Lo

87046 Brefeldin A

Brefeldin A is a lactone antibiotic and ATPase inhibitor for protein
transport with ICso of 0.2 pyM in HCT 116 cells, induces cancer cell
differentiation and apoptosis.

Size 5mg 25mg 100mg 10 mM/1mL

u
o~
oot

© o

on

S7099  (-)-Blebbistatin
(-)-Blebbistatin is a cell-permeable inhibitor for non muscle myosin Il
ATPase with ICso of ~2 uM, does not inhibit myosin light chain kinase,
inhibits contraction of the cleavage furrow without disrupting mitosis or
contractile ring assembly.

Size  10mg  25mg 10 mM/1 mL

A

$8101 CB-5083

CB-5083 is a potent, selective, and orally bioavailable p97 AAA ATPase
inhibitor with ICso of 11 nM. Phase 1.

Size 5mg 25 mg

ATPase Activator

S$2623 Omecamtiv mecarbil (ck-1827452)

Omecamtiv mecarbil (CK-1827452) is a specific cardiac myosin
activator and a clinical drug for left ventricular systolic heart failure.
Phase 2.

Size 5mg 10 mg 50 mg
& E Product Citations (5):

o 1 " Circ Heart Fail, 2015, 8(4): 766-75

E E J Mol Cell Cardiol, 2015, 85: 262-272
=0 R

£ £

E [1] g0 Data from [ J Gen Physiol, 2014, 143(4):
B E 513-24]

# o o+ O wn e [o] iv mecarbil (OM)

from Selleck

Potassium Channel Inhibitor |
Activator | Antagonist

Potassium Channel Inhibitor

$2456 Chlorpromazine HCI

Chlorpromazine HCI is a dopamine and potassium channel inhibitor
with 1Cs of 6.1 and 16 pM for nward-rectifying K* currents and
time-independent outward currents.

—————————————————————————————————————————————————————————— Page 97

Potassium Channel Activator

$1971  Nicorandil

Nicorandil is a potassium channel activator, and stimulates guanylate
cyclase to increase formation of cyclic GMP (cGMP).
Size 50mg 10 mM/1 mL R oo

www.selleckchem.com
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Potassium Channel / Proton Pump / CFTR / CRM1 / TRPV

Potassium Channel Antagonist

83151 Gliquidone

CFTR Modulators

$1565 VX-809 (Lumacaftor)

Gliquidone is an ATP-sensitive K* channel antagonist with ICso of 27.2
nM.

Size 50 mg 10 mM/1 mL ‘mm

Proton Pump Inhibi

S$1413 Bafilomycin A1 (Baf-A1)
Bafilomycin A1 is a vacuolar H*-ATPase inhibitor with ICso of 0.44 nM.

Size 1mg

CFTR Inhibitors | Activator |
Modulators

CFTR Inhibitors

S6003 Ataluren (pTc124)
Ataluren (PTC124) selectively induces ribosomal read-through of
premature but not normal termination codons, with ECso of 0.1 pM, may
provide treatment for genetic disorders caused by nonsense mutations
(e.g. CF caused by CFTR nonsense mutation). Phase 3.
Size 10 mg 50 mg 100 mg 10 mM/1 mL

PP d g
P arvmaei FH el A
Q ;! -LEE ;1 b &
L} L] W *
Data from [ J Clin Invest, 2013, 124(1):
p 11-6]
- L ] -

Ataluren purchased from Selleck

Product Citations (12):
J Clin Invest, 2013, 124(1): 111-6
Hum Mol Genet, 2015, 24(4): 972-86

§7139  CFTRinh-172

VX-809 (Lumacaftor) acts to correct CFTR mutations common in cystic
fibrosis by increasing mutant CFTR (F508del-CFTR) maturation, ECso
of 0.1 pM in fisher rat thyroid cells. Phase 3.
Size 5mg  10mg _ 50mg 10 mM/1 mL

S7059 VX-661

VX-661 is a second F508del CFTR corrector and is believed to help
CFTR protein reach the cell surface. Phase 2.

Size 5 mg 50 mg 10 mM/1 mL

Product Citations (14):
Nat Med, 2013, 19(7): 939-45
Sci Trans! Med, 2014, 6(246): 246ra9%

Data from [ Nat Med, 2013, 19(7):
939-45 ]
VX-809 purchased from Selleck

CRM1 Inhibitors

87252 Selinexor (kpT-330)

Selinexor (KPT-330) is an orally bioavailable selective CRM1 inhibitor.
Phase 2.

Size 5mg 50 mg

§7125 KPT-185

KPT-185 is a selective CRM1 inhibitor that induces growth inhibition
and apoptosis in a panel of NHL cell lines with a median ICs ~25 nM.

Size 10 mg 50 mg

87551  Piperlongumine

Piperlongumine, a natural alkaloid from Piper longum L., increases the
level of reactive oxygen species (ROS) and selectively kills cancer cells.
It is a direct TrxR1 inhibitor with suppressive activity against gastric
cancer and a novel inhibitor of CRM1; also an inhibitor of
PI3K/Akt/mTOR in human breast cancer cells.

Size 10 mg 50mg 200 mg

CFTRinh-172 is a voltage-independent, selective CFTR inhibitor with Ki
of 300 nM, showing no effects on MDR1, ATP-sensitive K* channels, or
a series of other transporters.

Size 10 mg 50 mg

CFTR Activator

S1144 Ivacaftor (vx-770)

Ilvacaftor (VX-770) is a selective potentiator of CFTR targeting
G551D-CFTR and F508del-CFTR with ECso of 100 nM and 25 nM in
fisher rat thyroid cells, respectively.

size 5mg 10mg 50mg 10 mM/1mL

Product Citations (9):
Sci Trans! Med, 2014, 6(246): 246ra9%
CFT®  Nat Protoc, 2015, 10(3): 363-81

Aglin | Data from [ Sci Trans| Med, 2014,

o 6(246): 246ra% |
[T WR-ABRTT VX770 from Selleck

S8397 Eltanexor (kpT-8602) [ new }

Eltanexor(KPT-8602) is a second-generation, orally bioavailable XPO1
inhibitor with ICso values of 20-211 nM in 10 AML lines after 3 days
exposure.

o
e

Size 2mg 5mg 25 mg

RPV Antagonist

§7115 AMG-517

AMG-517 is a potent and selective TRPV1 antagonist, and antagonizes
capsaicin, proton, and heat activation of TRPV1 with ICso of 0.76 nM,
0.62 nM and 1.3 nM, respectively.
Size 5mg  25mg 10 mM/1mL

Excellent Validation, Technical Support and Prompt Delivery

HSP (e.g. HSP90) / PPAR

Metabolism
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Rosiglitazone
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HSP (e.g. HSP90) Inhibitors |

Activator

Detailed product information is on page 70-72

PPAR Inhibitor | Activator |

Agonists | Antagonist
PPAR Inhibitor

$2871 T0070907

T0070907 is a potent and selective PPARY inhibitor with ICso of 1 nM in
a cell-free assay, with a >800-fold selectivity over PPARa and PPARS.
Size 5 mg 25 mg 50 mg 10 mM/1 mL o %

ﬁ/
Yo
d

PPAR Activator

S8029 WY-14643 (Pirinixic Acid)

WY-14643 (Pirinixic Acid) is a potent peroxisome proliferator and
activator of PPARa with ECso of 1.5 pM.
Size 50mg 250 mg 10 mM/1 mL

@
,A

e

PPAR Agonists

S$2505 Rosiglitazone r

Rosiglitazone, a member of the thiazolidinedione class of
antihyperglycaemic agents, is a high-affinity selective agonist of the
peroxisome proliferator-activated receptor-y with ICso of 42 nM.

Size 25mg 200 mg 19 10 mM/1 mL " A\ﬁnﬂj‘r\,{ij“
i o

o o

Product Citations (4):
Toxicol Appl Pharmacol, 2015, 285(1)
Mol Metab, 2013, 2(3): 215-26

Data from [ Stroke, 2013, 44(12):
3498-508 |

Rosiglitazone maleate (RSG)

| purchased from Selleck

www.selleckchem.com
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Metabolism

PPAR / P450 (e.g. CYP17) / PDE

S$2556 Rosiglitazone

$2246 Abiraterone Acetate (cB7630) CYP17 selective

Rosiglitazone is a potent antihyperglycemic agent and a potent
thiazolidinedione insulin sensitizer with 1Cso of 12, 4 and 9 nM for rat,
3T3-L1 and human adipocytes, respectively. Rosiglitazone is a pure
ligand of PPAR-gamma, and has no PPAR-alpha-binding action.

Size 25 mg 50mg 200 mg 10 mM/1 mL

Lo

Ll
Product Citations (2):
J Leukoc Biol, 2014, 95(4): 587-98
Toxicol Appl Pharmacol, 2015, 285(1)

Data from [ J Leukoc Biol, 2014, 95(4):
587-98]
(RSG) from

Abiraterone Acetate is an acetate salt form of Abiraterone which is a
steroidal cytochrome CYP17 inhibitor with ICso of 72 nM in a cell-free
assay.

Size 5mg 25mg 100 mg fQ
el
ooy

EE] oNTE
g 2 ek AH| Product Citations (7):
g Wisk AR J Biol Chem, 290(6): 3248-68

14 . Endocrinology, 2014, 155(2): 358-69
&

ne Data from [ Endocrinology, 2014,

o 155(2): 358-69 ]
i Acetate (ABI)
" bl el from Selleck

$2187 Avasimibe (ci-1011)

Selleck

PPAR Antagonist

$2915 GW9662 (TimTEC-BB, 3)

GW9662 is a selective PPAR antagonist for PPARy with ICso of 3.3 nM,
with at least 100 to 1000-fold functional selectivity in cells with PPARy
versus PPARa and PPARS.

Size 10 mg 25 mg 50 mg 10 mM/1 mL " P

P450 (e.g. CYP17) Inhibitors

S$1123  Abiraterone (cB-7598) CYP17 selective

Abiraterone is a potent CYP17 inhibitor with ICso of 2 nM in a cell-free
assay. )
Size 5mg _ 25mg ) ;"

W:L%

PDE Inhibito

Inhibitory Selectivity

Avasimibe inhibits ACAT with ICso of 3.3 pM, also inhibits human P450
isoenzymes CYP2C9, CYP1A2 and CYP2C19 with ICso of 2.9 yM, 13.9
UM and 26.5 pM, respectively.

Size 10 mg 50mg 200 mg 10 mM/1 mL

$2262 Apigenin CYP2 selective

Apigenin is a potent P450 inhibitor for CYP2C9 with Ki of 2 uM.
Size 50mg 100 mg 200 mg 10 mM/1 mL

Ty

o d

$§2803 Galeterone CYP17 selective

Galeterone is a selective CYP17 inhibitor and androgen receptor (AR)
antagonist with ICso of 300 nM and 384 nM, respectively, and is a potent
inhibitor of human prostate tumor growth. Phase 2.

777777777777777777777777777777777777777777777777777777777 Page 106

$1712  Deferasirox

Deferasirox is an iron chelator, also a cytochrome P450 3A4 inducer,
Cytochrome P450 2C8 inhibitor, and Cytochrome P450 1A2 inhibitor.

Size 2mg 10 mg 25 mg 10 mM/1 mL

nhibitor PDE PDE1 PDE2 PDE3
Roflumilast
Sildenafil Citrate
Cilomilast
Tadalafil
Vardenafil HCI Eand

Trihydrate ICs0: 180 nM

++

Pimobendan ICs0: 0.32 uM

GSK256066
PF-2545920
Rolipram

) ++
Cilostazol ICs0: 0.2 uM
++ ++

LA ICs0: 5.2 M ICso: 2.1 uM

PDE4 PDES PDE6 PDE10A Other
bt
ICs0: 0.7 nM
et o+
1Cs0: 3.5 1M ICs0: 33 nM
o
ICs0: 100 nM
+t
ICs0: 1.8 nM
b
ICs0: 0.7 nM
ot
ICs0: 3.2 pM
s
ICs0: 0.37 nM
-+
ICs0: 2.0 UM
ATPase

Excellent Validation, Technical Support and Prompt Delivery

PDE / Hydroxylase / Factor Xa

Inhibitory Selectivity

Inhibitor PDE PDE1 PDE2 PDE3 PDE4 PDES PDE6 PDE10A Other
Avanafil IC;‘:“:“nM

S- (+)-Rolipram ICs0: 6;5 HM

Aminophylline \Ceo: 0T12 p— adenosine receptor
TAK-063 (G 0.3

Deltarasin K¢:+3+8+nM

Luteolin Ki 150 M Ki 64 M Ki 139 M K 114 WM K:95 M

Icariin ICs0: 0’:32 M

Anagrelide HCI N

— p mAChR,AChR
Doxofylline V

Dipyridamole .

Dyphylline v

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICscs) and working concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "V" refers to compounds which do inhibitory effects on the related isoform, but without specific value.

$1431  Sildenafil Citrate

Sildenafil Citrate, a selective inhibitor of cyclic guanosine
monophosphate (cGMP)-specific phosphodiesterase type 5 (PDE5), is
a well-tolerated and highly effective treatment for erectile dysfunction.

Size 25 mg 50mg 500 mg 10 mM/1 mL

Product Citations (5):
Mol Pharmacol, 2014, 85(3): 408-19
J Cell Physiol, 2015, 10.1002/jcp.24961

Data from [ Mol Pharmacol, 2014, 85(3):

i Hn 408-19]
Sildenafil Citrate (Sil) purchased from
Selleck
81512 Tadalafil (c3s1) PDES selective

Tadalafil is a PDE-5 inhibitor with ICso of 1.8 nM in a cell-free assay.
Tadalafil is at least 9000 times more selective for PDES than most of the
other families of PDEs, with the exception of PDE11. It can partial
inhibits PDE11.

o

S ONg

Size  50mg 100mg 500mg 10 mM/1mL ‘H)ﬂ?'
Q,

$1430 Rolipram PDE4 selective

The PDE4 selective inhibitor, rolipram, inhibited immunopurified PDE4B
and PDE4D activities similarly, with I1Cso values of approx. 130 nM and
240 nM respectively; an anti-inflammatory agent.

Size 10 mg 25mg 50mg 10 mM/1 mL ~ lall

$2320 Luteolin

Luteolin is a flavonoid found in Terminalia chebula, which is a
non-selective phisphodiesterase PDE inhibitor for PDE1-5 with Ki of
15.0 uM, 6.4 pM, 13.9 uM, 11.1 pM and 9.5 pM, respectively. Phase 2.

Size 10 mg 50mg 200 mg 10 mM/1 mL I
e P
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Hydroxylase Inhibitor |
Activator

Hydroxylase Inhibitor

S7483 DMOG (pimethyloxalylglycine)

DMOG is an antagonist of a-ketoglutarate cofactor and inhibitor for HIF
prolyl hydroxylase.
Size 10 mMA mL

o, 9
oo Ao
T

Hydroxylase Activator

81379 Isotretinoin (13-is retinoic acid)

Isotretinoin was developed to be used as a chemotherapy medication
for the treatment of brain cancer, pancreatic cancer and more.

Size  50mg 10 mM/1mL (X

4

Factor Xa Inhibito

Inhibitory Selectivity

Inhibitor Name Factor Xa Other
Rivaroxaban ++ ICs0: 0.7 nM Prothrombinase
Apixaban ++++Ki: 0.08 nM

Ozagrel + ICs0: 4 nM

Edoxaban +++ Kii0.561 nM Thrombin,FIXa

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsss) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

www.selleckchem.com
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Factor Xa / DHFR / Aminopeptidase / Dehydrogenase

S3002 Rivaroxaban (BAY 59-7939)

Rivaroxaban is a direct inhibitor of Factor Xa with Ki and ICs of 0.4 nM
and 0.7 nM in cell-free assays, respectively. It is selective for human
factor Xa, for which it has >10 000-fold greater selectivity than for other
biologically relevant serine proteases (ICso >20 uM).

size 5mg  10mg  50mg 10 mMA mL o ‘/\M;Q' :

N
OO
)

S$1593 Apixaban

Apixaban is a highly selective, reversible inhibitor of Factor Xa with Ki of
0.08 nM and 0.17 nM in human and rabbit, respectively.

Size 10 mg 50mg 10 mM/1 mL

DHFR Inhibitors

Inhibitory Selectivity

Inhibitor Name DHFR Other
Pemetrexed ++++Ki: 7.2 1M TS,GARFT
Pyrimethamine ++ |Cs0: 15.4 nM
Pemetrexed Disodium Hydrate ++++ Kt 7.2 nM TS,GARFT
Methotrexate v
Pralatrexate N
Sulfameter N
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsos) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

S$1135 Pemetrexed (Ly-231514)

Pemetrexed is a novel antifolate and antimetabolite for TS, DHFR and
GARFT with Ki of 1.3 nM, 7.2 nM and 65 nM, respectively.

Size 10 mg 50mg 200 mg e

= ke T

3 W17 10 ol

B BRI BTl | product Citations (4):
RTINSl | oo cer Res, 2014, 74(21): 5948-54
Mol Cancer Res, 2013, 12(12): 2675-84

Data from [ Mol Cancer Res, 2013,
12(12): 2675-84 ]
Pemetrexed purchased from Selleck

[ LS
[Pessotresd]. ol

§1210 Methotrexate

Methotrexate (MTX), analog of folic acid, is a nonspecific inhibitor of the
dihydrofolate reductase(DHFR) of bacteria and cancerous cells as well
as normal cells. It forms an inactive ternary complex with DHFR and
NADPH.

Size 100mg 500 mg 10g 10 mM/1 mL

KJJ\ W~y

minopeptidase Inhibit

§1591 Bestatin

Bestatin is a potent aminopeptidase-B and leukotriene (LT) A4
hydrolase inhibitor, used in the treatment of acute myelocytic leukemia.

Size 10 mg 25mg 50mg 100 mg

.
L w0

Dehydrogenase Inhibito

Inhibitory Selectivity

Inhibitor Name Dehydrogenase
Mycophenolate Mofetil +++ ICs0: 39 nM
AGI-5198 ++  1Cs0: 0.16 uM
MK-8245 ++++ |Cso: 1 nM
Enasidenib ++++ Cs0: 12 "M
NCT-501 ++  ICso: 40 nM
SW033291 ++++ Ki: 0.1 nM
Vidofludimus + ICs0: 134 nM
AGI-6780 +++  |Cso: 23 nM
CPI-613 y

Leflunomide v

Disulfiram v

Trilostane v

Teriflunomide B

PluriSIn #1 (NSC 14613) v

Ammonium Glycyrrhizinate y

Gimeracil v

Ivosidenib (AG-120) v

Isovaleramide v

Gossypol Acetate N

Enoxolone v

Emodin \

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICss) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2."+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "V" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

§2776  CPI-613

CPI-613, a lipoate analog, inhibits mitochondrial enzymes pyruvate
dehydrogenase (PDH) and o-ketoglutarate dehydrogenase in NCI-
H4860 cell line, disrupts tumor cell mitochondrial metabolism. Phase 2.

Size 5mg 50 mg 10 mM/1 mL

S§7185 AGI-5198 (DH-c35)

AGI-5198 is the first highly potent and selective inhibitor of IDH1
R132H/R132C mutants with ICso of 0.07 pM/0.16 uM.

Size 5mg 25mg

$2303 Gossypol Acetate

Gossypol Acetate is a polyphenolic aldehyde that permeates cells and
acts as an inhibitor for several dehydrogenase enzymes such as lactate
dehydrogenase, NAD-linked enzymes.

Size  100mg 250 mg o

NSO e

Ereea

~ o

S8206 Ivosidenib (ac-120) [ new ]

Ivosidenib (AG-120) is an orally available inhibitor of isocitrate
dehydrogenase type 1 (IDH1), with potential antineoplastic activity.

Size 5mg 25mg

Excellent Validation, Technical Support and Prompt Delivery

Dehydrogenase / Procollagen C Proteinase / Carbonic Anhydrase / MAO / Phospholipase (e.g. PLA) / FAAH

S$8205 Enasidenib (ac-221) [ new ]

Enasidenib (AG-221) is a first-in-class, oral, potent, reversible, selective
inhibitor of the IDH2 mutant enzyme with ICso of 12 nM.
Size 5mg 25mg 100 mg LE

Procollagen C Proteinase
Inhibitor

$2224 UK 383367 Licensed and Manufactured by Pfizer

UK 383367 is a procollagen C-proteinase inhibitor with I1Cso of 44 nM,
has excellent selectivity over MMPs.

size 10mg  25mg Wiﬂl Jﬁvw
Carbonic Anhydrase Inhibitors
Inhibitory Selectivity
Inhibitor Name Carbonic Carbonic Carbonic Carbonic Carbonic Carbonic Carbonic
Anhydrase Anhydrase | Anhydrase Il Anhydrase IV Anhydrase IX Anhydrase XII Anhydrase Xl
Dorzolamide HCI i Ki: 6000 nM | ++++ Ki: 1.9 nM +++ Ki31nM
U-104 + Ki: 5.08 pM | + Ki: 9.64 pM ++  Ki:45.1nM ++++ Ki: 4.5 nM
Tioxolone ++  K:91nM
Brinzolamide ++++ |Cs0: 3.19 nM
Methazolamide ++ K50 nM +++ Kii 14 nM +++ Ki: 36 nM
sodium channel,
Topiramate N AMPA/kainate receptor,
Calcium Channel
Dichlorphenamide \’
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICscs) and working concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "" refers to compounds which do inhibitory effects on the related isoform, but without specific value.

$1438 Topiramate

S$2866 U-104 (msT-104)

Carbonic Anhydrase Xl selective

Topiramate is a mutil-targeted inhibitor, including voltage-gated sodium
channel and calcium channel, AMPA/kainate receptor and carbonic
anhydrase, used to treat epilepsy.
Size 100 mg 10 mM/1 mL

MAO Inhibitor

Inhibitory Selectivity

Inhibitor Name MAO-A MAO-B MAO Other

Safinamide Mesylate [+  ICso: 580 pM |++++ICs0: 98 nM

Rasagiline Mesylate |+++ ICso: 412 nM |++++ICs0: 4.43 nM

Moclobemide +++ |Cs0: 6.1 UM

Sennoside A ++ |Cs0: 17 uM

Paeonol +  ICs0: 54.6 uM |[++  ICso: 42.5 uM

Tranylcypromine HCI v CYP2A6
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsis) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.
2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation

3. Red "V" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

S4246 Tranylcypromine (2-pcpA) HCI

Tranylcypromine (2-PCPA) HCl is a monoamine oxidase inhibitor, which
inhibits CYP2A6 with Ki of 0.08 pM and 0.2 pM in cDNA-expressing
microsomes and Human Liver Microsomes, respectively.

Size 50 mg o e
=== J

U-104 is a potent carbonic anhydrase (CA) inhibitor for CA IX and CA
Xl with Ki of 45.1 nM and 4.5 nM, respectively, very low inhibition for CA
land CAIlL

Size 5mg 25mg 50 mg 10 mM/1 mL

2
ehNeL

Phospholipase (e.g. PLA)
Inhibitor

§8011  U73122

U73122 is a potent phospholipase C (PLC) inhibitor, which reduces
agonist-induced Ca? increases in platelets and PMN.
Size 5mg 25mg 100 mg

=
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FAAH Inhibitor

$2631 URB597 (KDs-4103)

URBS597 is a potent, orally bioavailable FAAH inhibitor with ICso of 4.6
nM, with no activity on other cannabinoid-related targets. Phase 1.

Size 5mg 25mg 100 mg 10 mM/1 mL ™M
o

w0

www.selleckchem.com




IDO / Transferase / HMG-CoA Reductase

IDO Inhibitors

S$7111  NLG919

NLG919 is a potent IDO (indoleamine-(2,3)-dioxygenase) pathway
inhibitor with K/ECso of 7 nM/75 nM in cell-free assays. Phase 1.

Size 10 mg 50 mg

Product Citation (1):
J Biomol Screen, 2014, 19(9): 1266-74

Data from [ J Biomol Screen, 2014,
19(9): 1266-74 ]
NLG919 purchased from Selleck

i
u
*

E

§7587 INCB024360 analogue

INCB024360 analogue is a potent, competitive IDO1 (indoleamine-(2,3)
-dioxygenase) inhibitor with ICso of 67 nM. Phase 2.
Size 5mg 25mg 100 mg

S7756 Indoximod (NLG-8189)

Indoximod (NLG-8189), a methylated tryptophan, acts as an IDO
(indoleamine-(2,3)-dioxygenase) pathway inhibitor, and reverses
IDO-mediated immune suppression. Phase 2.
Size 50mg 200 mg

S§7910 Epacadostat (INCB024360)

Epacadostat (INCB024360) is a potent and selective indoleamine
2,3-dioxygenase (IDO1) inhibitor with ICs, of 10 nM and displays high
selectivity over other related enzymes such as IDO2 or tryptophan
2,3-dioxygenase (TDO).

Size 5mg 25 mg

Transferase Inhibitors

Inhibitory Selectivity

Inhibitor Name Transferase
Tipifarnib +++ ICs0: 0.6 NM
Lonafarnib +++ ICs0: 1.9 NM

Daporinad (FK866, APO866) ++++ 1Cs0: 0.09 "M

RG108 + ICs0: 115 nM

A922500 ++  ICs0: 7 nM

FTI 277 HCI ++++ |Cso: 500 pM

LB42708 +++ 1Cs0: 0.8 nM

PF-04620110 ++  ICso: 19 nM

Tolcapone + Ki: 30 nM
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICscs) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.
2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

S$2797 Lonafarnib (scHee336)

Lonafarnib is an orally bioavailable FPTase inhibitor for H-ras, K-ras-4B
and N-ras with ICso of 1.9 nM, 5.2 nM and 2.8 nM in cell-free assays,
respectively. Phase 3.

Size 5mg 10 mg 10 mM/1 mL

S$1453 Tipifarnib (R115777)
Tipifarnib (R115777) is a potent and specific farnesyltransferase
(FTase) inhibitor with ICso of 0.6 nM, its anti-proliferative effects are
most prominent in H-ras or N-ras mutant cells. Phase 3.
Size 10 mg 50 mg 10 mM/1 mL

=
i

HRAAG TR E
' Product Citations (12):
Clin Cancer Res, 2012, 18(13): 3524-31
I! J Clin Endocrinol Metab, 2013, 98(6):
2502-12

Data from [ J Clin Endocrinol Metab,
2013, 98(6): 2502-12 ]
Tipifarnib purchased from Selleck

+
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$2799 Daporinad (Fkses, APO866)

Daporinad  (FK866, APO866) effectively inhibits nicotinamide
phosphoribosyltransferase (NMPRTase) with ICso of 0.09 nM in a
cell-free assay. Phase 1/2.

Size 5mg 10mg 50 mg O

$2821 RG108

RG108 is an inhibitor of DNA methyltransferase with ICso of 115 nM,
does not cause trapping of covalent enzymes.
—————————————————————————————————————————————————————————— Page 30

HMG-CoA Reductase Inhibitors

Inhibitory Selectivity

Inhibitor Name HMG-CoA Reductase
Simvastatin ++++ Ki 0.1-0.2 nM
Rosuvastatin Calcium ++  ICs0: 11 nM
Lovastatin +++ ICs0: 3.4 nM
Fluvastatin Sodium +++ ICs0: 8 "M
Pravastatin sodium ++  |Cso: 5.6 pM
Clinofibrate + ICs0: 0.47 mM
Atorvastatin Calcium N
Mevastatin v

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICses) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

$2169 Rosuvastatin Calcium (zp4s22)

Rosuvastatin Calcium is a competitive inhibitor of HMG-CoA reductase
with ICso of 11 nM in a cell-free assay. oo o onon
PP P AN o
Size  50mg _100mg 1g 10 mMi1mL hdataatiansl
N -

$2061 Lovastatin (mk-803)
Lovastatin is an inhibitor of HMG-CoA reductase with I1Cso of 3.4 nM,
used for lowering cholesterol (hypolipidemic agent).
Size  50mg 200mg 10 mM/1 mL

$1909 Fluvastatin Sodium (xu-62-320)

Fluvastatin Sodium inhibits HMG-CoA reductase activity with ICso of 8
nM in a cell-free assay.

Size 50 mg 5g 10 mM/1 mL

~ ooy
o

Excellent Validation, Technical Support and Prompt Delivery

HMG-CoA Reductase / CETP / Ferroptosis / Vitamin / AhR / GLUT

S$2077 Atorvastatin Calcium

Atorvastatin Calcium is an inhibitor of HMG-CoA reductase used as a
cholesterol-lowering medication that blocks the production of
cholesterol.

Size 50mg 500 mg 10 mM/1 mL

Product Citation (1):
BMC Pharmacol Toxicol, 2013, 14: 15

Data from [ BMC Pharmacol Toxicol,
2013, 14:15]

Atorvastatin Calcium purchased from
Selleck

§1759 Pitavastatin Calcium

Pitavastatin calcium, a novel member of the medication class of statins,
is a calcium salt formulation of pitavastatin which is a highly effective
HMG-CoA reductase inhibitor.

Size 10 mg 50mg 200 mg

CETP Inhi
Inhibitory Selectivity

Inhibitor Name CETP

+++  |Cs0: 7.9-11.8 nM

Anacetrapib (MK-0859)

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICsos) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+"indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

$2748 Anacetrapib (uk-0859)

Anacetrapib (MK0859) is a potent, selective, reversible rhCETP and
mutant CETP(C13S) inhibitor with ICso of 7.9 nM and 11.8 nM,
increases HDL-C and decreases LDL-C, does not increase aldosterone
or blood pressure. Phase 3.

Size 5mg 10 mg 10 mM/1 mL

Ferroptosis Inhibitors |
Activators

Ferroptosis Inhibitors

87243 Ferrostatin-1 (Fer-1)

Ferrostatin-1 (Fer-1) is a potent and selective inhibitor of ferroptosis
with ECso of 60 nM.

Size 5 mg

S§7699 Liproxstatin-1

Liproxstatin-1 is a potent ferroptosis inhibitor with an 1Cso of 22 nM.
Size 5mg  25mg 100 mg A
R u,mwimw

Ferroptosis Activators

87242  Erastin

Erastin is a ferroptosis activator by acting on mitochondrial VDAC,
exhibiting selectivity for tumor cells bearing oncogenic RAS.
Size 5mg _ 50mg

$8155 RSL3

RSL3 is a ferroptosis activator in a VDAC-independent manner,
exhibiting selectivity for tumor cells bearing oncogenic RAS. RSL3
binds, inactivates GPX4 and thus mediates GPX4-regulated
ferroptosis.

Size 5mg 25mg

§1466 Calcitriol

Calcitriol is a nonselective vitamin D receptor activator/agonist(VDRA),
exhibiting a 10-fold higher vitamin D receptor (VDR) binding
affinity(ICs=0.4 nM) than the selective VDRA paricalcitol.

Size 2mg 5 mg 10 mM/1 mL

AhR Antagonists | Modulator

AhR Antagonists

$2858 StemRegenin 1 (sr1)

StemRegenin 1 is an aryl hydrocarbon receptor (AhR) inhibitor with ICso
of 127 nM in a cell-free assay.
Size 10mg 50mg 200mg 10 mM/1 mL

§7711  CH-223191 =
CH-223191 is a potent and specific aryl hydrocarbon receptor (AhR) ("_D_
antagonist with 1Cso of 30 nM. 8_
Size  10mg  50mg 200mg Qjcff@ o
' (72]

=

AhR Modulator

87510 UM729
UM729 is an enhancer of aryl hydrocarbon receptor (AhR) antagonists.

Size 5mg 25mg 100 mg

\‘A@j*"\)

GLUT Inhibitor

S7927  WZB117 [ new }

WZB117 is an inhibitor of Glucose Transporter 1 (GLUT1). It inhibited
cell proliferation in lung cancer A549 cells and breast cancer MCF7 cells
with an ICso of approximately 10 uM. .
1
Size  10mg  50mg 200 mg ‘lfg‘\@
]
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Proteasome / Caspase / Gamma-secretase / HCV Protease

Proteases

DUB Inhibitors.
-619
P5091
ML323
Degrasyn

Pan-Proteasome Inhibitor

Inhibitors
Bortezomib (208 proteasome)
Carfilzomib (20S proteasome)
MLN9708 (20S proteasome)
ONX-0914 (LMP7)

WAF1 CDC25C

CDCZSA CDC25C

Apoptosis

frrotsssom SRR Proteasomd

Proteasome

CDCZSB /."':;pDK-cycnn B </
CDK—cycIln A
CDK-cyclin A
CDK~—cyclin D <-—
Proteasome C

DK—cyclin E «—" Ub)

Proteasome Inhibition

Mdm2

ADP+Pi /)
ATP

Cellular Pathways Associated with the Proteasome

Cellular Stress

Nutlin-3
Nutlin-3a
YH239-EE
Mdmz2 Activator
NSC 207895

E3 Ligase Activators

RING-type (-)-Parthenolide

gl

7¢
E3 Ligase Antagonists
JNJ-26854165
Thalidomide
Nutlin-3

DUB Inhibitors
PR-619

Degrasyn

Pan-IkB/IKK Inhibitors
IKK-16

Bardoxolone Methyl
Selective IkB/IKK Inhibitors
TPCA-1 (IKK-2)

IMD 0354 (IKK-2)

NF-kB Inhibitors
Sodium 4-Aminosalicylate
JSH-23
SC75741

A
Stress ®
IKB NF-kB

Pro-survival
Pathway

+ Apoptosis

Senescence

p53 Activators
JINJ-26854165
NSC 319726

Proteasome Inhibition —= @@

roteaso

Inhibitory Selectivity

Inhib

S

Detailed product information is on page 91-92

Caspase Inhibitors | Activator

Detailed product information is on page 54-55

HCV Protease Inhibitor

Gamma-secretase Inhibito

Detailed product information is on page 88-89

S1482 Daclatasvir (Bms-790052, EBP883)

Inhibitor Name
Daclatasvir (BMS-790052)
Telaprevir (VX-950)

Lomibuvir (VX-222, VCH-222)

Proteases

Danoprevir (ITMN-191)

Ledipasvir (GS5885)

HCV Protease

++++ ECso: 9-50 pM

ICs0: 0.35 UM
ICs0: 0.94 uM

ICs0: 0.2-3.5 nM

Notes:

specific value.

1. For more details, such as half maximal inhibitory concentrations (ICses) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without

Daclatasvir (BMS-790052) is a highly selective inhibitor of HCV NS5A
with ECso of 9-50 pM, for a broad range of HCV replicon genotypes and
the JFH-1 genotype 2a infectious virus in cell culture. Phase 3.

Size 5mg 10 mg 50 mg

W
- lfmﬂ\ /’—Cfr/ y

Product Citations (14):

MSa nhibinor ireatmest  SNECy BOV L nargre, 2013, 501(7466): 237-41
Hepatology, 2014, 10.1002/hep.27197

SAEC, Dacistarvir  $5ECy OV 1= Data from [ Antimicrob Agents
PE— Balasasvir Chemother, 2014, 58(1): 386-96 ]
- | Daclatasvir purchased from Selleck

Excellent Validation, Technical Support and Prompt Delivery

DPP-4 / HIV Protease / MMP

DPP-4 Inhibito

Inhibitory Selectivity

Inhibitor Name DPP-4
Sitagliptin phosphate monohydrate ++  |Cs0: 19 nM
Linagliptin ++++ |Cso: 1 nM
Vildagliptin (LAF-237) +++  |Cso: 2.3 1M
Saxagliptin + ICs0: 26 nM
Alogliptin +++ ICs0: <10 nM
Trelagliptin N

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICses) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.
2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+"

S$1185 Ritonavir (ABT-538, A 84538)

Ritonavir is a Cytochrome P450 3A and Protease Inhibitor; Also inhibits
Cytochrome P450 2D6, P-Glycoprotein and induces Cytochrome P450
2C19, Cytochrome P450 1A2, Cytochrome P450 2C9, Cytochrome
P450 2B6 and UDP Glucuronosyltransferases.
Size 10 mg 50mg 100 mg 10 mM/1 mL

e ™
a ————————  Product Citations (4):
Blood, 2012, 119(20): 4686-97
J Immunol, 2014, 192(8): 3496-506
L -

Data from [ Blood, 2012, 119(20):
4686-97 ]
| Ritonavir purchased from Selleck

S$1380 Lopinavir (ABT-378)

3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

S4002 Sitagliptin phosphate monohydrate (vmk-0431)

Sitagliptin phosphate monohydrate is a potent inhibitor of DPP-IV with
ICso of 19 M in Caco-2 cell extracts.
Size 200 mg 10 mM/1 mL e

83031 Linagliptin (B1-1356)

Linagliptin is a highly potent, selective DPP-4 inhibitor with ICso of 1 nM
and exhibits a 10,000-fold higher selectivity for DPP-4 than for other
dipeptidyl peptidases such as DPP-2, DPP-8, and DPP-9.

Size 5mg  10mg 10 mM/1mL .
¢ Y A L HQ
o
S$3033 Vildagliptin (LAF-237)
Vildagliptin (LAF-237) inhibits DPP-4 with ICso of 2.3 nM.
Size 10 mg 25mg 10 mM/1 mL N o ™
a A

HIV Protease Inhibitor

Inhibitory Selectivity

Inhibitor Name HIV Protease Other
Lopinavir ++++ Kit 1.3 pM
Atazanavir Sulfate ++  Ki2.66 nM
Amprenavir + ICs0: 14.6 ng/mL
Nelfinavir Mesylate +++  Kii2nM
Ritonavir v CYP3A4
Darunavir Ethanolate v
Limonin v
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICses) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+"indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

Lopinavir is a potent HIV protease inhibitor with Ki of 1.3 pM in a
cell-free assay.

Size 10mg 100mg 200 mg 10 mM/1 mL )
eputsl
LSS NS

Product Citations (4):
Cell, 2012, 148(1-2): 201-12
J Immunol, 2014, 192(8): 3496-506

Data from [ Antimicrob Agents
 Chemother, 2014, 58(8): 4875-84 ]
LPV [uh | Lopinavir (LPV) purchased from Selleck

O BY a4 O 18 31 A0 WE M &

S$1457  Atazanavir Sulfate (Bms-232632)

Atazanavir Sulfate is a HIV protease inhibitor with Ki of 2.66 nM in a
cell-free assay.

Size 5mg  10mg _ 50mg 10 mM/ mL o

P
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MMP Inhibito

Inhibitory Selectivity

Inhibitor Name MMP
Batimastat (BB-94) +++ ICso: 3nM
llomastat (GM6001, Galardin) ++++ Ki: 3.6 nM
SB-3CT & Ki: 13.9 nM
Marimastat (BB-2516) +++ |Cso: 5nM
NSC 405020 \

Nobiletin v

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICes) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2."+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.
3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

S7155 Batimastat (88-94)
Batimastat (BB-94) is a potent, broad spectrum matrix metalloprotease
(MMP) inhibitor for MMP-1, MMP-2, MMP-9, MMP-7 and MMP-3 with
1Cs0 of 3 nM, 4 nM, 4 nM, 6 nM and 20 nM, respectively. Also inhibits the
activitity of other metalloproteases, such as ADAM17.
Size 1mg 10 mg

www.selleckchem.com
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Proteases

MMP / Cysteine Protease / Serine Protease

S7157 llomastat (GM6001, Galardin)

S§7380 Leupeptin Hemisulfate

llomastat (GM6001, Galardin) is a broad spectrum matrix
metalloprotease (MMP) inhibitor for MMP-1, MMP-2, MMP-3, MMP-7,
MMP-8, MMP-9, MMP-12, MMP-14, and MMP-26 with Ki of 0.4 nM, 0.5
nM, 27 nM, 3.7 nM, 0.1 nM, 0.2 nM, 3.6 nM, 13.4 nM, 0.36 nM,
respectively.

Size 5mg

S§7430 SB-3CT

SB-3CT is an effective and selective gelatinase inhibitor with Ki of 13.9
nM and 600 nM for MMP-2 and MMP-9, respectively.

Size 5mg 25mg 100 mg

S4163 Doxycycline Hyclate

Doxycycline is a member of the tetracycline antibiotics group, and is
commonly used to treat a variety of infections. It is also an inhibitor of
matrix metallo-proteinases (MMP).

Size  50mg

LRI
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ysteine Protease Inhibito

Inhibitory Selectivity

Leupeptin Hemisulfate is a reversible inhibitor of serine and cysteine
proteases. It inhibits cathepsin B (Ki = 6 nM), calpain (Ki = 10 nM),
trypsin (Ki = 35 nM), plasmin (Ki = 3.4 pM), and kallikrein (Ki = 19 pM),
and has no effect against chymotrypsin, elastase, renin, or pepsin.
Size 10 mg 50 mg °
v x
YR

S§7396 Calpeptin

Calpeptin is a potent, cell-permeable calpain inhibitor with IDso of 52 nM,
34 nM, 138 nM, and 40 nM for Calpain | (porcine erythrocytes), Calpain
Il (porcine kidney), Papainb, and Calpain | (human platelets),
respectively.

Size 10 mg 50mg 200 mg 3
_— orety

§7420 CA-074 methyl ester (cA-074 me) @

CA-074 Me is a membrane-permeable derivative of CA-074 and acts as
an irreversible cathepsin B inhibitor.

Size 5m 25 m <y A
g 9 LA 8 4

Serine Protease Inh

Inhibitory Selectivit
Inhibitor Name Cysteine Protease Other ry y
i Inhibitor Name Serine Protease Other
Odanacatib (MK-0822) ++++ |Cs0: 0.2 nM
E-64 +++  |Cso: 9 nM Gabexate Mesylate ++  ICs0:0.19 uM
PD 151746 i ICs0: 5.33 UM Aprotinin +++ K 9.5nM Thrombin, Trypsin, kallikrein
Calpeptin ++  |Dso: 52 nM Alvelestat (AZD9668) ++++ |Cso: 12 nM
Cathepsin Inhibitor 1 +++ plCso: 5.2 Nafamostat Mesylate v
PMSF N chymotrypsin PMSF v cysteine protease
Aloxistatin v Sivelestat (ONO-5046) v
Loxistatin Acid (E-64C) N Leupeptin Hemisulfate v Cysteine protease
Leupeptin Hemisulfate v serine protease AEBSF HCI v
Z-FA-FMK N Notes:
MG-101 (ALLN | 1. For more details, such as half maximal inhibitory concentrations (ICss) and working
- ( ) A ions of each inhibitor, please visit the website of www.selleckchem.com.
Notes: 2. "+"indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

1. For more details, such as half maximal inhibitory concentrations (ICsos) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "V" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

S7379 E-64

E-64 is an irreversible and selective cysteine protease inhibitor, and
also inhibits papain, calpain, and cathepsins B and H, but not serine
proteases or aspartic proteases. The ICso for papain is 9 nM.

Size 10 mg 25mg m"\_ g )\u

i

S7393 Aloxistatin (E-64d)

Aloxistatin is an irreversible and membrane-permeable cysteine
protease inhibitor with blood platelet aggregation inhibiting activity.

Size 2mg 5mg D‘(g n\f
IS PPN

W

S7386 MG-101 (ALLN)

MG-101 (ALLN) is a cell-permeable and potent inhibitor of cysteine
proteases including calpains and lysosomal cathepsins.

e
size 5mg  25mg 100 mg 2L 20
—=m .

3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

§7378 AEBSF HCI

AEBSF HCl is a broad spectrum, irreversible serine protease inhibitor.
Size 100mg 250mg 500 mg

S7218 Alvelestat (Azpgees)

Alvelestat (AZD9668) is an oral, highly selective inhibitor of neutrophil
elastase (NE) with ICso and Ki of 12 nM and 9.4 nM, at least 600-fold
more selective over other serine proteases. Phase 2.

Size 5mg 25 mg m@ o
ot
S8136 Sivelestat (oN0-5046) @

Sivelestat is a potent and selective inhibitor of neutrophil elastase with
1Cs0 of 44nM. It almost shows no activity at a range of other proteases.

Size 10 mg 50mg 200 mg

e

Excellent Validation, Technical Support and Prompt Delivery
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Detailed product information is on page 119 Detailed product information is on page 120
Raltegravir (MK-0518) is a potent integrase (IN) inhibitor for WT and
- .. $217Q PFV IN with ICs of 90 nM and 40 nM in cell-free assays,
|nh|blt0|'y Selectlwty respectively. It shows greater than 1000-fold selectivity for HIV-1 IN
over several related Mg?*-dependent enzyme such as HCV
Inhibitor Name Integrase polymerase, HIV reverse transcriptase, HIV RNaseH and human a-, -,

y-polymerases.

Raltegravir (MK-0518) + 1Cs0: 40-90 nM .

Elvitegravir (GS-9137, JTK-303) ++++ |Cs0: 0.7-2.8 "M

Dolutegravir (GSK1349572) +++  ICs0: 2.7 nM
BMS-707035 ++  ICs: 15n0M
MK-2048 +++ ICs: 1.5-2.6 "M
Dolutegravir Sodium +++  ICs0: 2.7 nM
Cabotegravir (GSK744, GSK1265744) v

Notes:

1. For more details, such as half maximal inhibitory concentrations (ICss) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "V" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

Size 5mg 10 mg 50 mg 10 mM/1 mL N \Nol o

:I =g o ]
} i oo Product Citations (9):
l 1 . imicrob Agents Cl 2015,
i~ - 5 59(6): 3140-8
3= H % - Sci Rep, 2013, 3 2103
o
- !

; - " i Data from [ Vet Microbiol, 2011,
&

] 4 W aw o 152(1-2): 165-8]
[ i from Selleck

www.selleckchem.com




Elvitegravir (GS-9137, JTK-303) is an HIV integrase inhibitor for HIV-1
111B, HIV-2 EHO and HIV-2 ROD with ICso of 0.7 nM, 2.8 nM and 1.4 nM,
respectively.

Size 10mg  50mg  10mM/1 mL

Product Citations (11):
Sci Trans| Med, 2014, 6(262): 262ra15
Cancer Res, 2012, 72(23): 6200-8

Data from [ Cancer Res, 2012, 72(23).
6200-8 ]

Elvitegravir (Elvit) purchased from
Selleck

Dolutegravir (GSK1349572) is a two-metal-binding HIV integrase
inhibitor with 1Cso of 2.7 nM, modest activity against raltegravir-resistant
signature mutants Y143R, Q148K, N155H, and G140S/Q148H.

Size 5mg _ 10mg _ 50mg 10 mMA mL
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J Biol Chem, 2014, 289(28): 19648-58
Retrovirology, 2015, 10.1186/s12977-
015-0139-7
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Data from [ J Biol Chem, 2014, 289(28):
19648-58 |

Dolutegravir (DTG) purchased from
Selleck

<D
Dolutegravir is a HIV integrase inhibitor with ICso of 2.7 nM.
Size 5mg _ 25mg

e 0
i

(OIS o
Iflvn‘g,km Lo !

Inhibitory Selectivity

Inhibitor Name Integrase Other

Didanosine ++  ICso: 490 nM

Dapivirine (TMC120) +++ 1Cs0: 24 NM

Tenofovir N

Tenofovir Disoproxil Fumarate

Emtricitabine v
Entecavir Hydrate N
Adefovir Dipivoxil v
Nevirapine v
Lamivudine N
Stavudine (d4T) v
Telbivudine v
Etravirine (TMC125) v

Inhibitory Selectivity

Inhibitor Name Integrase Other
Zidovudine N
Zalcitabine V
Abacavir sulfate v
Foscarnet Sodium N RNA polymerase,DNA polymerase
Rilpivirine v
Salicylanilide v integrase
Notes:

1. For more details, such as half maximal inhibitory concentrations (ICses) and working
concentrations of each inhibitor, please visit the website of www.selleckchem.com.

2. "+" indicates inhibitory effect. Increased inhibition is marked by a higher "+" designation.

3. Red "\" refers to compounds which do inhibitory effects on the related isoform, but without
specific value.

Tenofovir blocks reverse transcriptase and hepatitis B virus infections.
Size 5mg 20mg  50mg 10 mM/1mL
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Tenofovir Disoproxil Fumarate belongs to a class of antiretroviral drugs,
it inhibits the activity of HIV reverse transcriptase by competing with the
natural substrate deoxyadenosine 5'-triphosphate and, after
incorporation into DNA, by DNA chain termination.
Size 10 mg 50 mg 10 mM/1 mL

Emtricitabine (FTC) is a new nucleoside agent that has activity against
both human immunodeficiency virus (HIV) and hepatitis B virus. Itis a
reverse transcriptase inhibitor. Intracellular half-life is 39 h.

Size  10mg _ 50mg _200mg _ 10 mM/1 mL £.0
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Nevirapine is a non-nucleoside reverse transcriptase inhibitor (NNRTI)
used to treat HIV-1 infection and AIDS.

size 5mg  25mg 100mg 10 mM/1 mL

Lamivudine is a potent nucleoside analog reverse transcriptase
inhibitor, used for treatment of chronic HBV and HIV/AIDS. It works by
blocking the HIV reverse transcriptase and hepatitis B virus
polymerase.

Size 10mg 25mg  50mg 10 mM/A mL ?\foi, -
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Zidovudine is a nucleoside analogue reverse transcriptase inhibitor,
used to treat HIV.

Size  25mg 100 mg 1g T

Excellent Validation, Technical Support and Prompt Delivery

Maraviroc is a CCR5 antagonist for MIP-1a, MIP-18 and RANTES with
ICs0 of 3.3 nM, 7.2 nM and 5.2 nM in cell-free assays, respectively.

Size 5 mg 25 mg 100 mg 10 mM/1 mL

Product Citations (5):
Cancer Res, 2014, 74(23): 7103-14
J i 2014, 9(5):

629-41

Fards

Data from [ Cancer Res, 2012, 72(15):
3839-50]
Maraviroc purchased from Selleck

Natamycin, a natural and versatile anti-fungal agent during fermentation
by the bacterium Streptomyces natalensis, commonly found in soil; with
little to no flavour interference.

Size  50mg 100mg 200mg 10 mM/1 mL PUCIRN

Ganciclovir is an antiviral drug for feline herpesvirus type-1 with ICso of
5.2 uM in a cell-free assay.
Size  50mg 250mg 10 mM/1mL

Artesunate is a part of the artemisinin group of agents with an ICso of
< 5 pM for small cell lung carcinoma cell line H69. It is a potential
inhibitor of STAT-3 and exhibits selective cytotoxicity of cancer cells over
normal cells in vitro; A potent inhibitor of EXP1.
Size  10mg  50mg 200mg 10 mM/1 mL

Oseltamivir Phosphate is a potent and selective inhibitor of the
neuraminidase that is essential for replication of influenza A and B
viruses, used to prevent influenza.

Size 250 mg Y

Hygromycin B, a selective antibiotic that is effective on most bacteria,
fungi and higher eukaryotes, inhibits protein synthesis by interfering
with translocation and causing mistranslation at the 70S ribosome.

Size 250 mg
o
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Geneticin (G418 Sulfate), an aminoglycoside antibiotic, is an elongation
inhibitor of 80 S ribosomes that blocks polypeptide synthesis by
inhibiting the elongation step in both prokaryotic and eukaryotic cells.

Size 19

Caspofungin acetate is an lipopeptide antifungal g-1,3-glucan synthase
inhibitor.
Size 5mg _ 25mg 10 mM/1 mL

Tylosin tartrate is a macrolide antibiotic approved for the control of
mycoplasmosis in poultry.

Size 50 mg 10 mM/1 mL

Puromycin 2HCI is an aminonucleoside antibiotic, which acts as a
protein synthesis inhibitor.

Size 50 mg

www.selleckchem.com




Phosphorylase / IL Receptor / Thrombin / Liver X Receptor / PKA / Substance P

Phosphorylase Inhibitor

$2717  CP-91149 Licensed by Pfizer

Liver X Receptor Agonists

$2630 GW3965 HCI

CP-91149 is a selective glycogen phosphorylase (GP) inhibitor with ICso
of 0.13 uM in the presence of glucose, 5- to 10-fold less potent in the
absence of glucose. -

N
Size 5mg _ 10mg 100mg 10 mMA mL

Product Citation (1):
Mol Cancer Res, 2014, 12: 1547

Data from [ Mol Cancer Res, 2014, 12:
1547]
' CP-91149 (GPi) purchased from Selleck

IL Receptor Inhibitor | Modulator,

IL Receptor Inhibitor

S4028 Dexamethasone Sodium Phosphate

GW3965 HCl is a potent, selective LXR agonist for hLXRa and hLXRB
with ECso of 190 and 30 nM in cell-free assays, respectively.
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Size 5mg 10 mg 50 mg 10 mM/1 mL an(\/\N ‘o 3
“

§7076  T0901317

T0901317 is a potent and selective agonist for both LXR and FXR, with
ECso of ~50 nM and 5 pM, respectively.

Size 25mg  100mg W\r’w OV Lo

PKA Inhibitor | Activators

PKA Inhibitor

S$1582 H 89 2HCI

Dexamethasone Sodium Phosphate is a potent synthetic member of
the glucocorticoid class of steroid drugs, and an interleukin receptor
modulator that has anti-inflammatory and immunosuppressant effects.

Size 50 mg

IL Receptor Modulator

S$1322 Dexamethasone (DHAP)

H 89 2HCl is a potent PKA inhibitor with Ki of 48 nM in a cell-free assay,
10-fold selective for PKA than PKG, 500-fold greater selectivity than
PKC, MLCK, calmodulin kinase Il and casein kinase l/Il.

Size 10 mg 50mg 200 mg 10 mM/1 mL

PKA Activators

$7857  8-Bromo-cAMP

Dexamethasone (DHAP) is a potent synthetic member of the
glucocorticoid class of steroid drugs, and aninterleukin receptor
modulator that has anti-inflammatory and immunosuppressant effects.
Size 50 mg 10 mM/1 mL

Product Citation (1):
Oncogene, 2013, 32(10): 1316-1329

Data from [ Oncogene, 2013, 32(10):
1316-29]
_ Dexamethasone (Dex.) purchased from
! Selleck

Thrombin Inhibitor

S$2196 Dabigatran (BiBR 953)

Dabigatran (BIBR 953) is a potent nonpeptide thrombin inhibitor with an
ICs0 of 9.3 nM in a cell-free assay.

Size 5mg 10 mg 50 mg ol

8-bromo-cAMP is a cell permeable analog of cAMP that activates
cyclic-AMP-dependent protein kinase with a Ka value of 0.05 uM; and a
PKA activator.

Size  25mg 100 mg 4”ﬁ
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S§7858 Dibutyryl-cAMP (Bucladesine)

Dibutyryl-cAMP (Bucladesine) is a cell-permeable PKA activator by
mimicing the action of endogenous cAMP.

.
Size 100mg 500 mg . fj\/
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Substance P Antagonist

S$1189 Aprepitant (Mk-0869, L-754030)

Aprepitant is a potent and selective neurokinin-1 receptor antagonist
with ICso of 0.1 nM.

Size 2mg 10 mg 25 mg 10 mM/1 mL

Excellent Validation, Technical Support and Prompt Delivery

FXR / gp120/CD4 / phosphatase / NADPH oxidase / PTEN / Others

FXR Agonists

$2782 GW4064

GW4064 is an agonist of farnesoid X receptor (FXR) with ECso of 65 nM
in CV1 cell line and displays no activity at other nuclear receptors at

concentrations up to 1 pM.

Turofexorate Isopropyl (XL335) is a potent, selective FXR agonist with
ECs of 4 nM, highly selective versus other nuclear receptors, such as
LXR, PPAR, ER and etc. Phase 1.

.
size 5mg  10mg _ 50mg 10 mM/1mL Yj*(}

Size 5mg 25 mg 50 mg 10 mM/1 mL

$2694 Turofexorate Isopropyl (xL33s, Fxr 450)
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§7660 Obeticholic Acid

Obeticholic Acid is a potent and selective farnesoid X receptor (FXR)
agonist with ECso of 99 nM. Phase 3.

Size 5 mg 25mg 100 mg
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dgp120/CD4 Inhibitor

$2632 BMS-378806

BMS-378806 selectively inhibits the binding of HIV-1 gp120 to the CD4
receptor with ECso of 0.85-26.5 nM in virus.

Size 5mg 10 mg 50 mg 10 mM/1 mL
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phosphatase Inhibitors

$1949 Menadione

Menadione(Vitamin K3), a fat-soluble compound, is an inhibitor of
Cdc25 phosphatase and mitochondrial DNA polymerase y (pol y), used
as a nutritional supplement.

Size 50mg 10 mM/1 mL I ﬁ
_— ]

$8278  SHP099 dihydrochloride [ new ]

SHP099 is a highly potent, selective and orally bioavailable small-

molecule SHP2 inhibitor with an ICso value of 0.071 yM and shows no
activity against SHP1. N
Size 5mg  25mg 100 mg )

NADPH oxidase Inhibito

S$2425 Apocynin

Apocynin is a selective NADPH-oxidase inhibitor with |Cso of 10 pM.
Size 19

S§7171  GKT137831

GKT137831 is a potent, dual NADPH oxidase NOX1/NOX4 inhibitor
with Ki of 110 nM and 140 nM, respectivelyl; ~10-fold selectivity towards

NOX1, 4 and 5 over NOX2, does not inhibit XO or scavange ROS/RNS.

Size 5mg 25mg 100 mg

PTEN Inhibitor

S7310 SF1670
SF1670 is a highly potent and specific PTEN inhibitor with ICso of 2 uM.

Size 5mg 25mg 100 mg

85003 Tacrolimus (Fkso06)

Tacrolimus (FK506) is a 23-membered macrolide lactone, it reduces
peptidyl-prolyl isomerase activity in T cells by binding to the

immunophilin FKBP12 (FK506 binding protein) creating a new complex.

Size 50mg 100 mg 500 mg 10 mM/1 mL

S$1212 Bendamustine HCI

Bendamustine HCI is a DNA-damaging agent with I1Cso of 50 pM in
cell-free assay.

Size 25mg 100 mg 10 mM/1 mL.

$1290 Celastrol

Celastrol is a potent proteasome inhibitor for the chymotrypsin-like
activity of a purified 20S proteasome with 1Cso of 2.5 uM.

Size 10 mg 50mg 100 mg

$1373 Daptomycin

Daptomycin is a novel antibiotic with rapid in vitro bactericidal activity
against gram-positive organisms.
Size 20 mg 50mg 100 mg

$2485 Mitoxantrone HCI

Mitoxantrone is a type Il topoisomerase inhibitor with ICs of 2.0 uM,
0.42 mM for HepG2 and MCF-7/wt cells, respectively.
Size 50mg 100 mg 10 mM/1 mL

$1680 Disulfiram

Disulfiram is a specific inhibitor of aldehyde-dehydrogenase (ALDH1),
used for the treatment of chronic alcoholism by producing an acute
sensitivity to alcohol.

Size 50mg _ 10 mM/1 mL

$1692 Busulfan

Busulfan is a cell cycle non-specific alkylating antineoplastic agent.
Size  50mg 10 mM/1mL

www.selleckchem.com
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Others

$1709 Estradiol

§2057 Cyclophosphamide Monohydrate

Estradiol, or more precisely, 17B-estradiol, is a human sex hormone and
steroid, and the primary female sex hormone.
Size 50 mg 10 mM/1 mL

$1653 Tretinoin

Tretinoin, which is a ligand for both the retinoic acid receptor (RAR) and
the retinoid X receptor (RXR), can induce granulocytic differentiation
and apoptosis in acute promyelocytic leukemia (APL) cells.

Size 50 mg 10 mM/1 mL

S$1896 Hydroxyurea

Hydroxyurea is an antineoplastic agent that inhibits DNA synthesis
through the inhibition of ribonucleoside diphosphate reductase.
Size 10 mg 50mg 200 mg 10 mM/1 mL

$1950 Metformin HCI

Metformin HCI decreases hyperglycemia in hepatocytes primarily by
suppressing glucose production by the liver (hepatic gluconeogenesis).
Size 50 mg 5g 10 mM/1 mL

S$1899 Nicotinamide (vitamin B3)

Nicotinamide (Vitamin B3), a water-soluble vitamin, is an active
component of coenzymes NAD and NADP, and also act as an inhibitor
of sirtuins.

Size  50mg 10 mM/1 mL

$1792 Simvastatin

Simvastatin is a competitive inhibitor of HMG-CoA reductase with Ki of
0.1-0.2 nM in cell-free assays.
Size 25mg 100 mg

S$2286 Cyclosporin A

Cyclosporin A is an immunosuppressive agent, binds to the cyclophilin
and then inhibits calcineurin with ICso of 7 nM in a cell-free assay, widely
used in organ transplantation to prevent rejection.

Size 50 mg 5g 10 mM/1 mL

S$1786 Verteporfin

Verteporfin is a potent second-generation photosensitizing agent
derived from porphyrin in endothelial cel.
Size  10mg _ 50mg

S$2476 Itraconazole

Itraconazole is a relatively potent inhibitor of CYP3A4 with ICs of
6.1 nM, used as a triazole antifungal agent.
Size 100mg 200 mg

S$1696 Hydrocortisone

Hydrocortisone is a steroid hormone or glucocorticoid produced by the
adrenal gland.
Size 50 mg 10 mM/1 mL

S$2590 Pioglitazone

Pioglitazone is a selective peroxisome proliferator-activated
receptor-gamma (PPARy) agonist, used to treat diabetes; A weak
activator for full-length hPPARa, but not full-length hPPARS.

Size 10 mg 50mg 200 mg 10 mM/1 mL

Cyclophosphamide Monohydrate is a nitrogen mustard alkylating
agent, it attaches the alkyl group to the guanine base of DNA, shown to
crosslink DNA, causing strand breakage and inducing mutations.

Size 50 mg 5g

$2858 StemRegenin 1 (sr1)

StemRegenin 1 is an aryl hydrocarbon receptor (AhR) inhibitor with I1Cso
of 127 nM in a cell-free assay.

Size 10mg 100mg 200 mg 10 mM/1 mL

83022 Cabazitaxel

Cabazitaxel is a semi-synthetic derivative of a natural taxoid that kills
cancer cells by inhibiting cell division and growth. Cabazitaxel exerts its
effects by inhibiting microtubule growth and assembly, processes that
are essential for cells to divide.

Size 5mg 10 mg 10 mM/1 mL

$2877 L-NAME HCI

L-NAME HCI is a nonselective inhibitor of nitric oxide synthetases
(NOS) for nNOS (bovine), eNOS (human), and iNOS (murine), with Ki
of 15 nM, 39 nM and 4.4 pM, respectively.

Size 100 mg

83190 N6-methyladenosine (mea)

N6-methyladenosine (m6A) is a base modified analog of adenosine and
is found as a minor nucleoside in natural RNAs.

Size 50 mg

S4202 Verapamil HCI

Verapamil HCI is an L-type calcium channel blocker that is a class IV
anti-arrhythmia agent.
Size  50mg

$4227 Fidaxomicin

Fidaxomicin is a narrow spectrum macrocyclic antibiotic that inhibits
RNA polymerase sigma subunit.
Size 50 mg

S7272 4psC

4p8C is a potent and selective IRE1 Rnase inhibitor with ICso of 76 nM.
Size 10 mg 50 mg

§7534 BAPTA-AM

BAPTA-AM is a selective, membrane-permeable calcium chelator.

Size 10 mg 50 mg

S7381 Pepstatin A

Pepstatin A is a potent aspartic protease inhibitor, and also inhibits HIV
replication.

Size 10 mg 50mg 200 mg

S§7209 GSK650394

(GSK650394 is a serum- and glucocorticoid-regulated kinase-1 inhibitor
with ICso of 62 nM and 103 nM for SGK1 and SGK2, respectively.

Size 5mg 25mg 100 mg

Excellent Validation, Technical Support and Prompt Delivery

Others

§7537 LB-100

S7809 MCC950 (cp-456773)

LB-100 is a water soluble protein phosphatase 2A (PP2A) inhibitor with
ICsos of 0.85 uM and 3.87 pM in BxPc-3 and Panc-1 cells.

Size 5mg 25mg 100 mg

§7655 CB-839

CB-839 is a potent, selective, and orally bioavailable glutaminase
inhibitor with ICso of 24 nM for recombinant human GAC. Phase 1.

Size 5mg 25mg 100 mg

§7753 BPTES

BPTES is a potent and selective Glutaminase GLS1 (KGA) inhibitor
with 1Cso of 0.16 uM. It has no effect on glutamate dehydrogenase
activity and causes only a very slight inhibition of y-glutamyl
transpeptidase activity.

Size 10 mg

§7771  STF-083010

STF-083010 is a specific IRE1a endonuclease inhibitor without
affecting its kinase activity.

Size 10 mg 50mg 200 mg

MCC950 sodium salt is a potent, selective inhibitor of NLRP3 with 1Cso
of 75 nM in BMDMs; but not the AIM2, NLRC4 or NLRP1
inflammasomes.

Size 10 mg 50mg 200 mg

$7339 AZD3965 [ new ]

AZD3965 is a potent, selective and orally available monocarboxylate
transporter 1 (MCT1) inhibitor with a binding affinity of 1.6 nM, 6-fold
selective over MCT2. Phase 1.

Size 5 mg 25mg

S8368 LM10 [ new )

LM10 is a selective tryptophan 2,3-dioxygenase (TDO) inhibitor with
ICso values of 0.62 and 2 uM for human and mouse TDO, respectively.

Size 10 mg 50mg 200 mg

www.selleckchem.com
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