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KG5 f&—Fh B DRIGEMEXE PDGFR B Al B-Raf ZZH4M#I7. KG5 &40 Flt3, KIT A1

Description C-Raf, FFEAIUE, SUILEE R
B-Raf PDGFRp FLT3 KIT PDGFRa C-Raf
IC50 & Target|[1]
520nM (Kd) | 52 nM (Kd) 170 nM (Kd) | 300 nM (Kd)
KG5 ((b&Y 6) MM -FE A (VSMC) AN A0S 71, EC50 {2358 0.59 uM
1054 nwM[1].
) Compound 6 EFFPEHMFANT S338 WEER{L, (HANEZM S259[1].
n Vitro KG5 (tb &4 6) {30l PDGFRa F1 B, Kd A4F%I4 300 Al 520 nM, Flt3 Al KIT 43500
52 Al 170 nM[1].
KG5 (fb&4 65 5 uM) $HIp 40 d MEK 1 ERK HIRERRILIT] bFGF 88 VEGF[1] #ill#.
KG5 ((L&1 6; 100 mg/kgs HMRZR2; fER; #5488 26 K) KCEEAT Lk SR AL B 20 e A5 2 v )
Jigg AR 1]
KG5 (k&%) 6: 50 mg/kg: JEIEVESS: RERWIR) AbFR ¢4 BT /N A AR X 8 o ) i 262
M (ST bFGF 1) Matrigel)o JTH KGS &AM 24030 715 0 1R B Cmax 4 3.6 u
g/mL, T1/2 3 11.5h, WERE#HZL A (AUCO-12h) ¥ 14.7 wgh/mL[1],
In Vivo KGS (A1 6: 1 M) VR IR A s A5 o £ 02 B i A 2 1]
Animal Model: Male Nu/Nu mice injected with SN12C-RFP cells[1]
Dosage: 100 mg/kg
Administration: Oral administration; daily; for 26 days
Result: Prevented tumor growth in an orthotopic renal cell carcinoma
model.
1 H S
Solvent&Solubility DMSO H [ f#E - 100 mg/mL (217.65 mM; 75 Bhia; PRIEH) DMSO Xf 7= &b I & R G 53 5

R, S AR ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.1765 mL 10.8826 mL 21.7652 mL
Stock Solutions 5 mM 0.4353 mL 2.1765 mL 4.3530 mL
10 mM 0.2177 mL 1.0883 mL 2.1765 mL
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Solubility: > 2.5 mg/mL (5.44 mM); ¥ &K
SET7 AR > 2.5 mg/mL CHLRIBERSED BRI IhJ7 R 9 FMIE LA A UL s Y se s mg

PG, AT DA I AR/ Bk 7 A 75 B i

10% DMSO — 90% Corn Oil

PL I mL TAEBCAE], HC 100 uL 25.0 mg/mL [{7H DMSO fig & inE] 900 uL Tk, JBEH

ZHE

[1]. Eric A Murphy, et al. Disruption of angiogenesis and tumor growth with an orally active drug that

stabilizes the inactive state of PDGFRbeta/B-RAF. Proc Natl Acad Sci U S A. 2010 Mar 2;107(9):4299-304.
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A A7 7 AR : -80° C, 6 months; -20° C, 1 month (protect from light). -80° C f#fEH, W§4E 6 N H A, -20°
C A7, EE 1 AMHA WM.

ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI

wE
1 mM 2.1765 mL 10.8826 mL 21.7652 mL 54.4129 mL
5 mM 0.4353 mL 2.1765 mL 4.3530 mL 10.8826 mL
10 mM 0.2177 mL 1.0883 mL 2.1765 mL 5.4413 mL
15 mM 0.1451 mL 0.7255 mL 1.4510 mL 3.6275 mL
20 mM 0.1088 mL 0.5441 mL 1.0883 mL 2.7206 mL
25 mM 0.0871 mL 0.4353 mL 0.8706 mL 2.1765 mL

DMSO

30 mM 0.0726 mL 0.3628 mL 0.7255 mL 1.8138 mL
40 mM 0.0544 mL 0.2721 mL 0.5441 mL 1.3603 mL
50 mM 0.0435 mL 0.2177 mL 0.4353 mL 1.0883 mL
60 mM 0.0363 mL 0.1814 mL 0.3628 mL 0.9069 mL
80 mM 0.0272 mL 0.1360 mL 0.2721 mL 0.6802 mL
100 mM 0.0218 mL 0.1088 mL 0.2177 mL 0.5441 mL
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