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Icotinib ; IRFEESfRERELEL

RS : MB4293

M 1 >98% , 5RM EGFR 3HIF

BEHIE : SMG;10MG;50MG

R : solid

HAXEE
PFR C22H21N304.HCl
DFE 427.89 /@\
CAS No. 1204313-51-8 g q G MH
ie=Sts -20°C , BEERRAEEA TS i ( m
-
N = Df@ M
R 10 mM in DMSO
(25°C) HC
TEER | ARMEEEEETUEN  MERENTE  THSHEARIL.
EfER | ATENRRNIRE | SRR R EME,

@7t : Icotinib Hydrochloride (BPI-2009)285%K , &R MHERY EGFR HDHIF,

3 : HEIRTEE ; BPI-2009H ; [1,4,7,10]Tetraoxacyclododecino[2,3-g]quinazolin-4-amine, N-
(3-ethynylphenyl)-7,8,10,11,13,14- hexahydro-, hydrochloride (1:1)

YIB MR EAEHR
G 2 e BHeEXABER
SARRME 10 mM in DMSO
BE >98%
fEESEE - -20°C | BB TIE
SEYIEYE
FagA [[cotinib Hydrochloride (BPI-2009)28% , #2419 EGFR HIHIF) , ICso {879 5 nM ; B0
sl ZeasA EGFRLSSSR | EGFRL8SSR/T790M  EGFRT790M F[] EGFRLE6IQ,
£ 1c50: 5 1M (EGFR)
£ 0.5um RETS lconitib HENS , BESEMEIIHEIZRS BN 91%. 99%. 96%. 61%F]
61%, 1C50s %9 1. 4.06. 12.16. 16.08. 40.71uym B, IConib M4l a431 F1 bgc-823
{FHMAT

A549. h460 F kb HHREHRAYIEIE , =5 IC50s /9 1. 4.06, 12.16. 16.08, 40.71pym AT,
[Cotinib {34 egfr RERBHRETERXAIMEIEMSE. EARKEE A431 AR+, B

FJPEHT EGFR N"SAVEIMERRERBHER(L (1C50=45nM ) , FHIDHIPEZEIEIEIE.
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TEEH S M A LIESLRSMBEYREREST | Icotinib RIHBAIFIEKEBMETITEENE
. TENES , ZAYNTTZRIESIA 120 mg/kg/X , EATHIEIRER TR EEZAIR
SRERTT ERR. £ A431 SIRRAT , LA 25.2%, 45.6%H 51.5%AGRSRIMEIIMELER ; £ A549
HIRRAF , LA 34%. 25.9%F0 31.0%ANESIMHIEER ; £ H460 HMIERATF , LA
49.4%. 52.6%F0 67.4%H9IRZFINH MPEELELR ; /£ 30, 60 F1 120 mg/kg/FIET |, LA
30.3%. 36.4%F 46.5%HEEHHIINELR,

E X RIEF(ESEXE NS EMNXER)

MB3986 Tyrphostin 9
MB5251 WZ4002
MB3997 ZM306416

RiERR - RFAR  HZNRATOFEYS  BDEFERSE  FERTAR. Icotinib
Hydrochloride (BPI-2009)28%% , 1###MAY EGFR MIHIF]. Ame] AT XA,

fEREcE
13 B g | mg 5mg 10 mg
(u]
RE = g
1mM 23371 mL 11.6855 mL 23.3710 mL
5mM 0.4674 mL 23371 mL 4.6742 mL
10 mM 0.2337 mL 1.1686 mL 23371 mL

SHTINRE (UHSF)

ERSNSEBNES | ¥ 2.4 ng /ULEGFR BB5 32 ng /ulCrk £8% 1uM & ATP 71 1p

Ci32P-y-ATP ) 25uL MESRIEHRFRES. HBAYS lcotinib 7 00525125 5

BBER 62 50M TEK LIRS 10 9%, WS 30°CEB 20 590, 7 SDS HEEHREET 100°C

WK 4 $4E , BT 10%SDS-PAGE SRS BELREAY. AERETHRIOE

RRLAG ARG, BT R TR,

Iconitib 7£ DMSO i,

F4EE (1000 /4L ) BEMEISE 10%FBS B9 RPMI-1640 ZFREAHH 96 FUIRH , FHE

IS |37:C g 5%CO 2 fsRAERLER, 24 NBS , I Icotinib 7 0,0.78,1.56,3.125,6.25,12.5

B 25uM LIRARRE 96 /BT,  BITMEE 4 REVYRSCEERZES 0 RESERCEER

IR,

XIFEH 0.5%CMC Na RIZKMERAFRIENFIESR | Icotinib LIFTERESF

IR -

BRI by A431 , AS49 , HA60 71 HCTS BB BV NEAIE=H) Icotinib ( 30,60 7

120mg / kg /#I& p.o.qd ) MFUMEEMFEERIFE. EXLLIPHEREIZE (30mg
kg /B , SA—R) fEIARIARA.

CEE]
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oK AT mAIELERE , ERTMRES  BRAMIE  RERRAEE , SNSSEEE.

o BN T MEENEERMEDER | WAMREAREEREEN | LA EEIRNHSETRAR A,

A SR EEEER

1 FRA%  BURIEMERIFAEECHITOE | BADEME. BEMHEFRRTESED BE
MR ; EREHREEER , BEITMIHRSHRNZRCKEE , SANMEMELER. MTHESE |
KEAKREERN , BV EREILT , 8 Parafilm HOMK , FHREEREFRMAEER. NRKER AR
K, BT mEE  @EEHRBT , LIRnsEiaRE.,

2 (EERHIE | ABOHFERIVRERRE | BISCRANANENSN. NEHSEEER 1B
EAGIEST  HIBEFESIE DMSO , ERHETHREBTE T 80 BEREMT , —RIULISER
f£3-6 MRLAE. EERRT  BXMERHTHRRE. BREERREFR.

3 HRIEARTERHE | BIRENAFTELHITERE  wEESRSEERAHAREETHER. BTX
BOUEYEISBMRY , FRLAERZKIEST (40 PBS ) FATRRT , AIRERITHINIE | vIBd A RIS
AR ARXISTHRFAERE. WA DMSO {E79iER |, iSHatR DMSO REEERIRE <0.3%, LIB R MmiEs

.

KREFS , FATEMET 0.22UM RERTIESURE | BZRBRS , FEARESEXESN , Bl
T EWEYE | EERIAEEESEHIRELE.

4 BANMSEIRMA - ATREWSMREAEN , TR TIEREHNE | TREFEMA LA
HWRWEENER , WIEE , CMC-NA |, HilE | BRFEESFERBXEVRE. WEER DMSO | i5H
& DMSO RIEIRE < 5% LABRBIEER. LHFIERITINE , JUSE TR

SR RERSRGHERER

b (KE(KG)  ARERAM2)  |[Km R
eis 12 0.6 20

3] 10 0.5 20

¢S 3 0.24 12

2 1.8 0.15 12

B5CER, 0.4 0.05 8

KRB, 0.15 0.025 6

15 0.08 0.02 5

/NES, 0.02 0.007 3

1 A(mg/kg) =514 B(mg/kg) X s5# B B9 Km RE/z04 A B9 Km FRE
5 XFFmEI s IR 38U
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TWEIFmE | BRERmAVERETEN  FAEER TN MTREMEN M , HERT
500MG R, FfiIH RIFBRRIEIERAERRN. BT -mEXAtmshgiETEE  NmSE~ R
METEESESTL  XIMREAESTITHEF , FIEUNERRHT , £ miFEIER. TRk
o, FJLAME 200 #AGRIERL , ERKERIK , NTERIRK.

RS EESE—EIRE £ NI EEREBETREESTE  EAM

(vANE=k- bl R B
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

AT ALBRFEFRETH  MREWLRmATEIFRE /) | BREE - REFT AR EEE
LHREEN—E | TTREMEARFmAFE. ETLUIINEEAER ( SRIBEFMN ) FHRIEESES
ez eeing.

X TFEEREGRRRIRI MR HRE ERE | (IR ERSENENERARzIUEY TR
BGEMRNEY  FEESSPIRBUKS |, EUREHR , S REEREETERPRE.
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