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Description

G-749 J&— Rl 247 20101 FLT3 #0550,
P ANM, 0 3 e s G R A1

% FLT3(WT),FLT3(D835Y), il Mer (11 1C50 43 0.4 nM,0.6nM

IC50 & Target

VEGFR1/FLT
FLT3 FLT3 (D835Y) Mer Aurora B RET
1
0.4 nM 0.6 nM 1nM 6 nM 9nM 18 nM
Fms Axl Aurora C FGFR1 FGFR3 VEGFR2/KDR
19 nM 20 nM 24 nM 25 nM 30 nM 39 nM
c-Kit IGF-1R PDGFRa PDGFRB
142 nM >300 nM >300 nM >300 nM

TE 7 fif RS4-11 4] FLT3-WT F154 MV4-11 F1 Molm-14 4iifif¥) FLT3-ITD 1, G-749 £ &l FLT3
M H AL, 1C50<8 nM. 7E [ MBANAEH, G-749 JBIL 1% S41M A - o i i iG M. Ef e Rk

In Vitro FLT3-ITD/N676D, FLT3-ITD/F691L, FLT3-D835Y, =k FLT3-D835Y/N676D i) BaF3 ML+, G-749 %
L SR E, 1C50 <10 nM, AT e RIS TE . 76 AML S R AGA0 b, G-749 BRI A BUH A
s fER . 1]

In Vivo 15 MV4-11 SRR /N AR Y, G-749 (30 mglkg p.o. ) i FLT3 ik, IS4 ogi A K. 7E48

Molm-14 41 1-E SR LR IE SRR, G-749 (20 mg/kg p.o ) BL R 21, IR EEmE. [1)

Solvent&Solubility

In Vitro:
DMSO (warmed with 50°C water bath): 24 mg/mL (46.03 mM)
Water: Insoluble

Ethanol: Insoluble

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1mM 1.9179 mL 9.5894 mL 19.1788 mL
Stock Solutions 5mM 0.3836 mL 1.9179 mL 3.8358 mL
10 mM 0.1918 mL 0.9589 mL 1.9179 mL
50 mM = T -

AR TR AN [ R VA A B S T OIS B R e — ELIC RO, WX, BERR
SRS B R

il I £RAT 7 AT AR -80°C, 6 months; -20°C, 1 month. -80°C fi {7, it 6 A H WAL, -20°C
TEAEIY, W 1 AN H AR .

References 1] Lee HK, et al. Blood. 2014, 123(14), 2209-2219.
KRS E:
HSER: (1]
Cell lines: MV4-11, RS4-11, K562, HEL, 1 Molm-14 4iffi
Concentrations: ~1 yM
Cell Assay Incubation Time: 72 /i

Method: 4L 2x10% 415 ALK 25 BE Bl FA R 9K BE (R FIZE 37°C FALEE 72 /o 254
I (CM)ZE 5 U R I 41 T3l 3L HS-5 i IR 381 % 5 K, B0, I L RI#H . CM LA 35%
TR BE IMON 58 A B 37 0  AE S R Sz, 5x 104 AML RN IR IE AL 5 1x10% HS-5 B4y T2 11 24




FUBRL, E5R5E T4 AT 2= 01537 48 /NS . AHFRE L@ ATPLite Il 5E 720 5€ .

Animal Administration

LR (1

Animal Models: MV4-11 S:FE2 /N AR Molm-14 TEZZ /N RS
Formulation: 20% ¥24%: -B-##Ik5 (HPBCD)

Dosages: ~30 mg/kg

Administration: p.o.

Kinase Assay

WEEEENRE: (1]
TP E f# F K H Perkin-Elmer 1) Lance Ultra B[] 40 #5%¢ fa fig sm R R (TR-FRET) B R 3T . 16
ME2, 10 ng/mL FLT3 i, — R 5IFiFEH G-749, 80 nM ULight-poly-GT % JikJ&4 A1 ] A5 &) ATP
(8.5 UM T 1088 UM)if & 6 A5 (50 mM HEPES pH 7.5, 10 mM MgCl,, 1 mM EGTA, 2
mM DTT #1 0.01% Tween-20)1, JIIAFARA 10 uL (1) 384 L OptiPlate-384 . i .1 % il
NHEAT 1 /N, SA @A 5 pL 10 mM EDTA 5 1E i 5 uL AABUKHE & Eu-FRic TR RR kT
IRAPE LANCE A Z2 il h AR, SRR IMANZGREE Y 2 nM 6. 597 30 208l a, MERRAE 23°C F
K575, LANCE {5 515 EnVision £ bl isa% Il . BoRpE K 1e A 320 nm, 4K 615 nm (f
&) F1 665 nm (3Z14). 1C50 1¢f GradPad Prism 5 i i =2k 14 [E - 40 it B
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