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BMS-605541 is a selective and orally active inhibitor of VEGFR-2 kinase with an IC50 value of 23 nM

and Ki value of 49 nM. BMS-605541 inhibits the activity
Description
of Flk-1, VEGFR-1 and PDGFR-B with IC50 values of 40 nM, 400 nM and 200 nM, respectively.
BMS-605541 can be used for cancer research[1].
VEGFR-2 VEGFR-2 Flk-1 VEGFR-1 PDGFR-B
IC50 & Target
230M (ICs0) 49 nM (Ki) 40nM (ICs)) 400 nM (ICs)) 200 nM (ICs0)
In Vitro BMS-605541 (Compound 14) #id VEGF #ifil HUVECs (44, 1C50 {5 25 nM[1].
BMS-605541 (12.5-180 mg/kg; —K 1 REE—K 2 W, gk 14 K) W FH L2987 fl HCT-116
SRR A TC G S BB AR T 1]
BMS-605541 12545 1% (PK) Z#([1]
Admini Cl
stration Dose Cuax AUC MRT (mL/mi Vss
Species manner (mg/kg) (uM) Tomax (h) (uM+h) Tz (h) (h) nekg) (L/kg) Fpo (%)
Oral 649
Mouse gavage 90 148 0.5 (0-24 h) 1.7 34 100
Intraven
ous
In Vivo Mouse injection 10 1.8 17 100
Oral
Rat gavage 50 44 2 202 22 35 100
Intraven
Rat injection 10 13.6 1.1 100
Oral
Cyno gavage 5 8 0.75 28.5 7.1 7.9 52
Intraven
Cyno injection 1 3.9 1.6 52
ARy
Solvent&Solubility DMSO VAR - 33.33 mg/mL (83.03 mM; A BIVA (<60°C); WRIEHJ DMSO /™ fh B iR LAY

SRR, 6T B DMSO)

Solvent Mass
1 mg 5 mg 10 mg
Concentration

Preparing 1 mM 2.4911 mL 12.4555 mL 24.9109 mL
Stock Solutions 5mM 0.4982 mL 2.4911 mL 4.9822 mL
10 mM 0.2491 mL 1.2455 mL 2.4911 mL

VAR 7 AR AN R R P B VA R LR 45 08 VA R RE A i 208 — BLRCISOATR, W R ORAT, R
S VR R R i R

%R ARAE T AR . -80°C, 6 months; -20°C, 1 month. -80°C f&fEI}, 54 6 N F WA, -20°C
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fibfEit, AE 1 ASH PAEA .

YL

TR IR Y SEaR A4S 2575 2 I 2 VA R T %

VLNV 7 S48 5% 8 In Vitro 77 UECHIWE S A 40900, B ARSI WA 71

—— NP SEG A RN, B IORE AT ARIE A 0, 3& S OR A PRI SEER I LR, &
WESLHIES, 2R,

[ S R T AN (P S = RE Y i VN T 2 78T G R VAN A O EC G DU s el s B/ TR/ i
G, AT LOE AR/ B8 7 1 7 BN

E S

K FA AT 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: >2.08 mg/mL (5.18 mM); ¥ iR

BT RT3 > 2.08 mg/mL CHRIERAD IR HIER

U1 mL TAE9%), B 100 pL 20.8 mg/mL FI¥% % DMSO & WINE] 400 uL PEG300 ', &
151, Hi B A RF I 50 uL Tween-80, JRA YIS RIGHALEIIAN 450 uL AFHAK EHE 1
mL.

AEFRER KT 0.9 g FALEN, BT ddH.0 HEAE 100 mL, AT LIS EIVEHE I IR FEER K
a3

L -

EIRF AR 10% DMSO  —  90% Corn Oil

Solubility: >2.08 mg/mL (5.18 mM); ¥ i

SET7 %A 3RS > 2.08 mg/mL CHLRIEERAD MRE WL BET7 22 S8 FWIAE AN 1 BB 3h W seie iy
TEREA .

PLImL TAEW A, HL 100 uL 20.8 mg/mL [ DMSO fif & INEl 900 uL F oK+, 1REH
5.

[1]. Borzilleri RM, et al. Discovery and evaluation of N-cyclopropyl-

Bk 2,4-difluoro-5-((2-(pyridin-2-ylamino)thiazol-5- ylmethyl)amino)benzamide (BMS-605541), a selective and
orally efficacious inhibitor of vascular endothelial growth factor receptor-2. J Med Chem. 2006 Jun
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* AR = AR [F AR P I AR B R B A & VA RS 8 s — ELRCRIA T, 18 - SR, B S S VR RIS BT
K. AERWIRAE T AR . -80°C, 6 months; -20°C, 1 month. -80°C f#fEN}, 575 6 A WA, -20°C 1Ry, H7E 1

AN P
ALIEVEF J5ig= 1mg 5mg 10 mg 25 mg
BRI

wE
1 mM 2.4911 mL 12.4555 mL 24,9109 mL 62.2774 mL
5 mM 0.4982 mL 2.4911 mL 49822 mL 12.4555 mL
DMSO 10 mM 0.2491 mL 1.2455 mL 2.4911 mL 6.2277 mL
15 mM 0.1661 mL 0.8304 mL 1.6607 mL 4.1518 mL
20 mM 0.1246 mL 0.6228 mL 1.2455 mL 3.1139 mL
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25 mM 0.0996 mL 0.4982 mL 0.9964 mL 24911 mL
30 mM 0.0830 mL 0.4152 mL 0.8304 mL 2.0759 mL
40 mM 0.0623 mL 0.3114 mL 0.6228 mL 1.5569 mL
50 mM 0.0498 mL 0.2491 mL 0.4982 mL 1.2455 mL
60 mM 0.0415 mL 0.2076 mL 0.4152 mL 1.0380 mL
80 mM 0.0311 mL 0.1557 mL 0.3114 mL 0.7785 mL
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