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EAIO45
RS - MB3394
EEtnE : >98%,BR
LS : 10MG;50MG
ezl - powder
X ER
oFR C19H14FN303S
STFE 383.40 5/}
CAS No. 1942114-09-1 0 a NH’N
[ 20°C, BRI R @d”
- DMSO : 76 mg/mL (198.22 mM)
R Water : Insoluble HO F
(25°C)
Ethanol : Insoluble
TESI | ARMEEEETUERN  MREEIE , cTsesFmELART,
HftiiBg | ATENREEER | BFELRRHE R EFERE.

f&i7Y : EAIO45 25835/Kk EGFR ZSHgHP4IR) , 4 10 uM ATP B34 EGFR , EGFRL858R , EGFRT790M
EGFRL858R/T790M RYIC50 {545l 1.9, 0.019, 0.19 1 0.002 pM,

A& : 2H-Isoindole-2-acetamide, a-(5-fluoro-2-hydroxyphenyl)-1,3-dihydro-1-oxo-N-2-thiazolyl

YIBTEIARIEHR :

AN 2 e HEeERESHR

AN DMSO : 76 mg/mL (198.22 mM);Water : Insoluble;Ethanol : Insoluble

BE e >98%

fEFSRM - -20°C , BEEHE=ATIE

EYiEE

FemfEiR  |EAIO45 2L EmiZatEAY EGFR SR RAYAIIFIF, JIEFAEBISHATIER.

BB EGFR mutants
EAIO45 B%4HPHI H1975 4BiE+ EGFR(Y1173)A9B4E{L (EC50=2 nM ), {B7EEBEFE EGFREY
HaCaT 40l ( FIRZARAERER ) PRIR. RE EAI045 XF EGFR BIRZAEINHIER | BT
H1975 #1 H3255 A , RENREDAZT 10 uM , EAI i EHIEIEIER. EAIOAS BEO5HDE

(&M [EGFR ( L858R #1 T790M ) 283%{A , IC50 73 3 nM, %A , EABEBTEEIEES EGFR
( L858R/T790M ) z=x{AH H1975 4+ EGFR FIE SRk, —RIEFABERFRAY/MIZAIZEEY
AT EAIO45 S8Rk, [ EGFR RUBEERNE R ZAZA 54K , EAIO45 AJREXT EGFR RERANIE
—MNIEEEHIEME.
/N A TRVZSREN D F5RERAA EAI045 RIS AMMIKIREYS 0.57 uM B0 2.15 /)i,
LRSS 20 mg/kg HIIBERT , EEYMFIRZERN 26%. 2 EAI045 55 —pH1E EGFR 5

BAREATR  [(LEY) cetuximab Z55EFRT , 7EEH EGFR( L858R/T790M ) SeZ{A IR A T AR/ AR |
EAIO45 RERZERIRDIREEELR ., BIh EAIOAS 452580/ NER IR BB R, EAIO45 5 cetuximab
R HEAEREERR L858R/T790M/C797S SRETHY/ING 5 SAEEIATRSE/)\, 1<BH EAIO45 F(l
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cetuximab EEHEIER.
XX mF (ESEXE NS ENHEZR)
MB7343 Foretinib (GSK1363089)
MB3943 Golvatinib (E7050)
MB3945 Ki8751

ABigkitid - AR, ERRTOFENS  GEFERHASE , FFERTAK, EAI045 E—HMEEENS
TEMIZIMERY EGFR SRER(ARIZAIANEIF., AI{E 9B UEAIRIFAR].

figiREcE
ﬁ: 7 g
_— Fool 1mg 5mg 10 mg
1 mM 2.6082 mL 13.0412 mL 26.0824 mL
5mM 0.5216 mL 2.6082 mL 5.2165 mL
10 mM 0.2608 mL 1.3041 mL 2.6082 mL
50 mM 0.0522 mL 0.2608 mL 0.5216 mL

SESCIOIRME ((UHSF)

Cell lines: H1975, H3255 1 HaCaT 4aj

Concentrations: 0-100 uM

[ncubation Time: 3 X

Method: $ H1975, H3255 1 HaCaT fRigLAE = 500 MAIIZEHT 384 7L JIAE 10% FBS
B9 RPMI ( EEBHE/MER ) 15758, 1§ 50 nl EEHBENUCSIINARIGEREFRES 3 XE , I
EEAMIES.

Animal Models: #7% EGFR(TL) (L858R/T790M ra2835)F1 EGFR(TD) (exon19del/T790M gazs
) RO/

ENHSEEE : [Formulation: 10% NMP (10% 1-methyl-2-pyrrolidinone:90% PEG-300)

Dosages: 60 mg/kg

Administration: CfR

(HHRESCIS

CE=]
oA RAIFEERL  ERTHIRES  BRAMIUME , RERARAE , SNSSEEE.
oHBD T MIEEHNEIRMEDER | HEAMREFTREREMURNE | USRS ETRARZ A,
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B EMIREERER

1 Fmp%E  BKEIYERFFAEECHITOE  RADERE. 8FMHERRTESE S B8EHm3E
R AEEHREEER , ITEITMIMRSHNZROETER | SAMESMEZRE. MTHSERE KX
(e, TS LEHTHYF , i Parafilm HOMR , FARBENMEEREER. REENEEK , Bdm
B, EWIEEHBE , LIRFImLiaRE.

2 SRS | ABDRAER ARELRE | BUTRANARENSR. NEHSHETR  BERE
&R HIIEFRESIEE DMSO |, B RHIETAEITTE T 80 BREKEMT , —RIULISERE 3-6 NA
AL, TEEFRT , BXIESREITHRE. BRfEERRE xR,

3 MRIEFIEREIE | BIRENAFEERUERE  BRESRNEERAHAREETFR. BTARNS
WEMEIBMRY , FILAMERZKIMESR (40 PBS ) iR , AIgEStTHIE , @ TEAEERENAR &
SXILRFAERE. WA DMSO 1E/9ia7 | 58tk DMSO REERIRE <0.3% LUB M St.

KREHT  FABEGET 0.22UM RERTIEASIURE  B2XRARSI  SIESESEXRE L  GUSFBL
aiEtt | EERIAHEESEHRLE.

4 (FRIEINA - BTRSUSYIRIEAEN WL TIFRECHIRE | TR FTEMA—LZ5 AR
fEZBDAES , WNIEE , CMC-NA |, Hili% | BRFEZFERBXNEVRE. WfER DMSO , 5t DMSO
HILERE <5% LABRSMHER, SHFIERITENE , TLISE TR

EWARRERRS B AR

byt (KE(KG)  (ARERM2)  |Km &2
s 12 0.6 20

P 10 0.5 20

iz 3 0.24 12

) 1.8 0.15 12

liZss 0.4 0.05 8

KER 0.15 0.025 6

&= 0.08 0.02 5

INER 0.02 0.007 3

= A(mg/kg) =a1# B(mg/kg) X a4 B B9 Km EEY/ZMD A B9 Km &

5 XFFmElRERIEIT

TR mE | EREERRIERTEN  FNEERTA. YTREMEN ™R  HERT 500MG
8, Bl R E2RIEERSELEN. BT -nEETEEndETEE  NSE - RRETEER
EET L, XINRBEAESITHSET  SEUNERRRT  Er-RinEAER. XNTRE=mE , FTLAE 200
REAHFBELD  BEIERE , NTTBRRK.

FRirSinEESE—EN JIRE | £ NI CERYETRIEESTEE  EEMN

(A= k== piencs =26
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

M ALEEFREFRETH , WREWIN~ROEFE/) , BRNEERAEATHISETHREEEE L
FEBI—R , TREMERETRIEFE. BILUINEEER (SREBEFM ) FRiEEFR%EZTE
B,

T ERRECHRRIRY - RREEHTRE B IRRE | BN NERSEIEHER ARz EeY | W TEER
EMRNEY  EEETSSPRREUKS  ETRER | XM aREREETERPRE.
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