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@ EBRDRERE:  Avitinib maleate B—FHE TS HIBIEIARNERIRR KA FZK (EGFR) 1
#F , IC50 {849 7.68 nM,

A& : 2-Propenamide, N-[3-[[2-[[3-fluoro-4-(4-methyl-1-piperazinyl)phenyl]lamino]-7H-pyrrolo[2,3-

d]pyrimidin-4-ylloxylphenyl]-, (2Z)-2-butenedioate (1:1)
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SHBRDREEEL Avitinib maleate 2—FEF IS H BRI AR AFHRREERKEFZA (EGFR)
iz , 1IC50 {84 7.68 nM,
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7.68 nM (ICsp)
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Avitinib TE4518 AR FLARHRERE T HEIERA RN EGFR HHIF , 2NEEFEKSE ( osimertinib )
FIEEER (rociletinib ) . Avitinib & iRiTFFHIHI EGFR i&E45EE , T790M 3R1SMIZ5%E
B TSAEFER EGFR, S%F4R! EGFR #8EL , Avitinib SEiR 4% EGFR ;EMEFN T790M 2835,
BUNIEINEIL 298 {5, Avitinib FRIVHIBILAGHIHEEME XJ EGFR L858R / T790M WEZEZHY IC50
B9 0.18 nM , LEEFAERY EGFR RIS 43 £& (1C50 = 7.68 nM ), Avitinib EZ4HDEIZEEE
BY EGFR #5814 , NCI-H1975 1 NIH / 3T3_TC32T8 #HiEaY IC50 &5 84 7.3 nM 1 2.8 nM ,
Eb A431 FRimEIEFAERY EGFR IRBUES 115 70 298 13,
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50 500 E2/AFRIEOMRMALE B {E EGFR 5EMEF T790M SZniphyEs= 254 143 KLU L ,
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BRFERE. W7 avitinib W=FEEREM) , FEREREFAEE! EGFR fDHIFIREERA |
gninel IGF-1R, - Avitinib fE3R/NAEAERHAEE ( NSCLC ) BE & , FIESBEN 50 mg Z 550 mg ,
BR—IX , MENZSMEENEMFEARR , 20 3 % QT [EHFEK,

ECHXTRiEE
MB4654 CO-1686
MB3981 AEE788 (NVP-AEE788)
MB3979 AG-1478 (Tyrphostin AG-1478)
MB3990 AG-18
MB5631 AV-951
MB3952 AZD8931 (Sapitinib)
MB4527 BFH772
CL-11216 BIBX 1382
MB3946 BMS-794833
MB2026 BMS582664
CL-10162 Brivanib (BMS-540215)
MB3989 CNX-2006
MB5710 cuDC101
MB4530 ENMD-2076
CL-10168 ENMD-2076 L-(+)-Tartaric acid
MB7343 Foretinib (GSK1363089)
MB3943 Golvatinib (E7050)
MB6166 PF299804 ( EGFR ##51 )
CL-10148 RAF265 (CHIR-265)
CL-10173 Raf265 derivative
MB3996 SAR131675
MB3944 Semaxanib (SU5416)

MBigRdid AHAR SOZNBATOFEYS BEFERASE FERTAR, EERDRERR Avitinib
maleate 2—METHISFHIEIEAIARAIERIRREREFZR (EGFR) MHIFI , BTME. FEESHEXEHASM

iR E
f "ow
n 1mg 5mg 10 mg
E ~
1 mM | 1.6567 mL 8.2836 mL 16.5673 mL
5mM|[0.3313 mL 1.6567 mL 3.3135mL
10 mM [ 0.1657 mL 0.8284 mL 1.6567 mL

SHTINRE (UHSF)

RESElE | EIEREEDER WST-1 WEMMEIEiE. BAELAREREEME 96 FUR EFIES 24 /T,
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SRS avitinib 468 72 /N\ET, SAEEIT A WST-1 KIS 2-3 /i EEMmiEEH

Avitinib 7E 0.5%MC i,

KRB AT TR CEENRRSYE fERAABRRE, KESXIRA 300 mg/ kg A avitinib
48 , XBRLEARA 50 mg / kg AUHAFEEEEMAXIER (0.5%MC) .

N - HIRFZRIRTERLERY TV (EIAFIZ9 2000mm 3 B, FAEAXIER (0.5%MC) , 12.5mg / kg

ek 1 50mg / kg RIEXKENMTAERBOR NCI-H1975 /N 17 K, 74875 17 Kig , bFEE
ARISRREFHIEIY |, T7E avitinib APHIFIHIARTERLL 500mg / kg BIFIEIENAZ , EER
WNBAREMZar. SANEEMAEIBIRAR. AEE TV BTitEEDH=mER
=
[EE]

oA RAIFEERL  ERTHRES  BRAMIUNE , REARAE  SNSSEEE.
oEBD T MIEEHNEEIRAE D ER | HEAMREFTRAEREMUIE | USRS EZRARZ .
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1 FRp%E  BMRIEYERFFAEECHITOE A SRR, 8FEMHERRTESE S BRI mE
R AEERHRERER  BETWRHRSHRNEZRAKEE , SANMEMELER. MTHER <K
(EFERY | BB EMEIIT , &Y Parafilm HOMR |, FHEFREMETROER. WRKENEEK , B m
B EWEEHBE , IR RE.

2 (EERHIE | ABPOIFIRTERIEVEEERE | BISCRANANERNSI. NFHEETR  BEAE
BRI HIRIEFRESIEE DMSO |, ERHIEThAEIETE T 80 BXEMT , —RIULIRERE 3-6 MA
DAL, fEfERRT , B IEERHI TR, BREERRERE.

3 HRIEAFTERNE  BREMAFTELHHERE  HRESRIEEZBHREETFR. BT
WEMEIAMRY , FILABERIZKIESR (40 PBS ) #RERT , AIRESTHIUE | BT EAEERENE® &
SXIERFAERE. WA DMSO 1E79iaR | iS58tk DMSO RE&ERIRE <0.3% LIE MRS,

KRETIT , F BB 0.22UM SRS IURE | IB2RAEN  FEHESEXESN SNSRI
anEl | EERIAEESNSERRKE.

4 (FREISEENA - BTREWCSYIRIEAMEN , IWSTR TFRECHIKE | FTRERFTEMA LA
fEZBDER , WNILE , CMC-NA |, HiliE | BERFEESFEREXEVRE. WEER DMSO , iR DMSO
AOLEIRE < 5% LABERSBIEER. LARFIERHHR , AISE TR

AR ERFAFIRIRER

Wy (KE(KG)  AEERAM2) |Km R
LS 12 0.6 20

) 10 0.5 20

iz 3 0.24 12

) 1.8 0.15 12

liz5s 0.4 0.05 8

K 0.15 0.025 6

=)= 0.08 0.02 5

/NER, 0.02 0.007 3

#) A(mg/kg) =21 B(ma/kg) X 0 B B3 Km ZRE/ZHD A B9 Km ¥
5 XF R ERI

BRI RE  BRENERFRIEETEN  FINSEHITEIA. MTREMEN™ M  HERT 500MG
A9, FANL ARRIEERSERRN. BT REETEsRIETRE , NMSE- miiEEEEEs
EETL  XIMREAEGITHEF  FEUMERREHT , - minlEEEk. WTRAEm , LT 200
HREAHFBELD  BRIEERE , NTTBRRK,

rRirErrEESE—EMN TIRE A TECENYETRIEIESTE , 2EM

o~ e B B iR B E
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

M ALBEREFBESTH  WREMIN~RNEIFRE/) , ARNEE R TR PSR L
FEBN—R , TREMERZTRIEFE. BILUINEEER (SRBEFN ) FRitsErRR%Ez T
B,

XTFERIREGHRRIR - RREEHTRE B IRRE | BIENERSE S ER A% EY | ITEER
RIS EEEESPRREUKS  2WRER | XM nSEREETERTRE.
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