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Semaxanib(SU-5416)
FE g MB3934
R E: >98%,BR
AL : 10mg/200mg

FEIER: solid
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Fs i C15H14N20
T 238.28
CAS No. 194413-58-6 )
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1 4
H20 : Insoluble % o
(25°C) DMSO: 22 mg/mL (92.33 mM) N
Ethanol: 2 mg/mL (8.39 mM)
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féiifr: Semaxanib (SU5416)2 —FH 201, &R VEGFR(FIk-1/KDR)#IHIF], 1C50 v 1.23 uM, 1E
Fi+ VEGFR [L{EHF PDGFRBi%E#E M &= 20 fi5, %t EGFR, InsR fl FGFR ¥ EHitE. Phase 3.
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WM H20 : Insoluble; Ethanol: 2 mg/mL (8.39 mM); DMSO: 22 mg/mL (92.33
mM)

FR >98%

MEFREE: -20°C, JBE [ ) T 45

Semaxanib (SU5416)& —F 43 3¢, %M1 VEGFR(FIK-1/KDR)#IHI5, 1C50 4 1.23
iR uM, YEFTF VEGFR WW/EH T PDGFRB%&#E M = 20 £%, %t EGFR, InsR fl FGFR #H 1F
iEtE. Phase 3.

VEGFR2/FIk1 (Cell-free assay)

IC50 & Target
1.23 uyM

7F Flk-1 33235 (%) NIH 3T3 4024, Semaxanib #i#] Flk-1 52 44 1] VEGF- 1% i 14 % iR 1L,

HAh IC50 7y 1.04 uM. 7 NIH 3T3 41"}, Semaxanib §ifi] PDGF it (1 & B2 1k, 1C50
20.3 UM, Semaxanib 71 &4 i P 4] VEGF A1 FGF i & 1045 224534, 1C50 43 7]y 0.04 1
50 uM. Semaxanib {7577 % C6 JIiRJF%E, Calu 6 filifiE, A375 HEKm, A431 BRIk,
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Semaxanib 7| & MR A375 IR NI K . Semaxanib & R IEEIFE A2, fes
HH1>85% 1) [ T AR 2R, I HBA TR )3 E . Semaxanib BAT T 1% (BT R IS 1
TR 10 BRI &, Semaxanib & #H 8 fl(A431, Calu-6, C6, LNCAP,
EPH4-VEGF, 3T3HER2, 488G2M2 L\ SF763T 4z FAK, ~FHIFET- RN 2.5%.
Semaxanib (25 =5/ 50/ K ) ion H SR B M A g 1, S EUMB UL RS0 S ThRg M
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HKE 3T3 Flk-1 AR NN BEZK 206 ELISA PR, ~PHR A REfE 1R Flk-1 () B g b
PATRE. £4°CF, ZEWEFER, KESHBER SUS416 i B G e A 152 7R
SR SRR, AR RIKE R ATP IS & &S00 1) SU5416 £ ELISA 1L
Mo H BRI TE IR T T 60 708l SRS EDTA f1k. BANFLFTE Flk-1 5244k 16k
R IR IR, B E e A 2 1k 5 B U R R R 1 AR P 2 A 0 B S BT I 2
B R R L RIPUBIRES ZIRPUE, BIAERE ALY HIR pero-idase H INAZ|fLH . Fa5E
T 3,3 9,5,5 9-PU I R R FR 2 A0 H202 InAFLH, %l 2 g s Uk & 30 434t
J&, FI H2S04 51k i .

Cell lines: HUVECs
Concentrations: ~100 yM

Incubation Time: 2 &

Method: HUVECs # 75 96 FLFJE~FH (1x104 ZHf/100 T H4L)E& 0.5%H K FBS 1)
F-12K s, H7E 37 'C T EE3% 24 /NEHEANM - . ESEMB L EMTE S A 1% DMSO
M FRIE %, SRIEIW/NE, BB TR TR AL P I AR £ 24K 1) 5 AT /=2 TH5K 20 44
TL/Z T VEGF 80 0.25-5 4450/ FH R I s AT 4E4i i 26 K [ . 52 o DMSO (&K
790.25%. 24 /NG, N[3H] JE (1 pCi/well)5E BrdUrd, 224G 24 /M. 4if
TRA[3H] (1 pCilwell)sk BrdUrd & 3 7l 8k i A AR T4 28 85 BrdUrd ELISA llE .
(Only for Reference)

Animal Models: \JS R FER 7R A375
Formulation: DMSO
Dosages: 25 Z 75/ T 5%

Administration: 4 K & fr i 5t
(Only for Reference)

SRS W HERE (2 AR SKHE R 7 B B IR)

MB1050 o Je1i;AZD2171
MB1226 Sorafenib tosylate
MB1230 Sunitinib Malate

BB R MEF: R PIERIERCE, WA, nDUE s PRaE e, B A SR AN (FE 45-60°C
TAKHD o BARRGEERIE R, R BCECEL, dEeEfE, @i -20°C1-3 ;5 -80°C 3-6 H .
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1TmM 4.1967 mL 20.9837 mL 41.9674 mL
5 mM 0.8393 mL 4.1967 mL 8.3935 mL
10 mM 0.4197 mL 2.0984 mL 4.1967 mL
50 mM 0.0839 mL 0.4197 mL 0.8393 mL
(GEH=Y |

ok FE] i oNAR RS, AT AT IR, TR ATIOUAC R, BREAJRAE, SIS SR .
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1M g BIREIRE RIFAE A QT 8, BOV GRS, BEM BRI R AR BB E
mh AR NSRRI EOR, IR % 5 JA T IRACKRE Y, AR S HoE R XTIt RS,
KHIRMEI, 155 BB B 0F, 2 Parafilm 35 1, I3 ARG AR 25T inSOBCE R R
HEIL P A RO, IR, DU s

2 fEEWIH A I BRI oY A e e 2, IR R BRI 7 e i & A, 151k
GV, AR IR L Lk DMSO, &l & e a1 T % T 80 IR, — Ml IREAF#E
3-6 MAVAE. EAMEAIAT, P A ATRRRE . B Gl SRS R R

3 AR TR AR D AT Z I T IR L, MRt sl B A R E TR, TR
WA EPIRIRIEVER, FTUMEF KR Cn PBS) FBERS, WIRES TG, il e 75 e i 4 o

W, AN I AR . A ] DMSO 1ERTE 7, 11 ff DMSO fix &4# 1K 2 <0.3%, L1 S 4l 2
.

K7, BATEBGET 0.22UM fBEL g ARG, 2RSS0, ST ERsiE mii K i, Bl&
ML EYEYE, EAEBIR L S BRI -

4 RREHISERRIIR . 1T RS AR, B9 IR KT, A& T A — L2
SRV, WILE, CMC-NA, H%, A %% P &RHY CRtsE. Wi DMSO, i
% DMSO IIZ R <5%, LB L F . 2GR BT 5, ITUAZ% R

S TR RO B

kUG AEKG)  |REmRM2)  [Km R
A 12 0.6 20

i 10 0.5 20

1 3 0.24 12

% 1.8 0.15 12

lizg: 0.4 0.05 B

KR 0.15 0.025 6

o 0.08 0.02 5

N 0.02 0.007 3
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) A(mg/kg)=34 B(mglkg) X 314 B 1) Km RE/301 A [ Km 523
5 ST 7 i B 5 b 20 e Bl

R, T RN B A R S R, IR BT R . X TR B R, SRR T
500MG 7, FATH AR R IEECRE B . b s BT R s i R B B, AT S 0™
MEEE R o T b, XIS AZ AT f 7, & IEACERRNIT, - RITES R o Tk
Pt ATELPE 200 B2 e AR A, R ISCER B, AT JBE G K

PR RN E RS SRR, fE NI E A SR TRE LR, B

b7~ 28 i iR 22 10
1-20MG 0.1MG
50-500MG MG
>1G 3-5MG

N A FEROITHR A, ARG S b KR AR /N, (RIS AT L7 AR T (K RE Ok B 76 B
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2 SE AR

Xt R AR B 7 SRR PR E SRR, BATEMER G ENE N ERE Rz e TR
AARTERI AN, BERAET P 2WIOKSY, BIRRR, I i 75 Z0CE A TR h IR A
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