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AZD8931 ; Sapitinib
FeER4RS 1 MB3952
REHFRAE : >98% , EGFR, ErbB2 #0 ErbB3 15

BEHIE : SMG;10MG;50MG

R : solid
BEFER
HFR C23H25CIFN503
DFE 473.93
CAS No. 848942-61-0 o cV@LNH
et -20°C , ENEEEEIATIR # F N&/CEO ~NH
DMSO : 40 mg/mL (84.4 mM) = L OUVL\O
TEIRIE(25°
ﬁﬁgg( Water Insoluble |
Ethanol Insoluble
RS | SRMEEEETNUEN  MREEDR  JRSImEIARYT,
HfttinBl | AT7TENLSMER | BFLRRHEREFERE.

f&ifY : Sapitinib (AZD-8931)2N¥AY , ATP 5558 EGFR D7) , EFF EGFR , ErbB2 1 ErbB3,

7% : AZD-8931 ; 1-Piperidineacetamide jbE#E S 4-[[4-[(3-chloro-2-fluorophenyl)amino]-7-

methoxy-6-quinazolinylJoxy]-Nmethy!

PIEREARRRAEHT

AN 2 e SN S ST

BN DMSO : 40 mg/mL (84.4 mM) ; Water Insoluble ; Ethanol Insoluble
BE >98%

BESY - -20°C , BRI ATe
SV

Sapitinib (AZD8931)2—#aNi¥AY , ATP 5554 EGFR , ErbB2 #0 ErbB3 i1 , FZLHAEIIEH
@i |IC50 95184 nM, 3 nM#14 nM , ¥EFTF NSCLC 4RHLL, Gefitinib & Lapatinib &8%% , {EF
F ErbB XHREV/ERF MNK1 #0 Flt 2&82458 100 {5,

ErbB2 EGFR ErbB3
(Cell-free assay) | (Cell-free assay) | (Cell-free assay)
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3nM 4 nM 4 nM

{EIMERT

AZD8931 {EFFF NSCLC #1 SCCHN #HiaZRAIMEARE. AZD8931 mEEREM/ERT PC-9 4l
(EGFR BiEZREHY),GI50 5 0.1 nM , MHEREMEMERT NCI-1437 488 , GIS0 >10 uM, 5§
lapatinib 8% gefitinib 48kt , AZD8931 #EF3F PE/CA-PJ41, PE/CA-PJ49, DOK #1 FaDu £t ,
EEMWERT p-EGFR, p-erbB2 ] p-erbB3,

AR

AZD8931 {EFBTF BT474c, Calu-3, LoVo, FaDu %0 PC-9 #gitifE , EEiEESt. AZD8931l &
MLMR BT474c 7180 , BIPE(R p-AKT, Ki67 FiAF1 p-ERK, AZD8931 miES =4 M30 AT #x
i, MH, 5 gefitinib 1 lapatinib 18t , AZD8931 47T LoVo #iEkE , EEEAEMEVEAT
%o

E X RIEF (ESHEXEIEREFTEM=ER)

MB3934 Semaxanib(SU-5416)
MB3985 TAK-285
MB3995 Telatinib

&R IER : RishtR |, [ERATFOTEYS  HESSRIFSE , m2REF AR, Sapitinib
(AZD8931)E—HaNi¥ay , ATP =4 EGFR , ErbB2 1 ErbB3 &% , AR H FFHE&4Ts ARl AT

1,
R E
R % og |4 mg 5mg 10 mg

RE - |
1mM 2.1100 mL 10.5501 mL 21.1002 mL
5mM 0.4220 mL 2.1100 mL 4.2200 mL
10 mM 0.2110 mL 1.0550 mL 2.1100 mL
50 mM 0.0422 mL 0.2110 mL 0.4220 mL

SHTINRE (HS%F)

B HEEEE:

BB | ) s EGFR 70 erbB2 ARMEPIEESISEITIANGS/ST2] RAFREIERISEIA. (R ATP 7 Km JREE
(0.4 mM JU5E erbB2,2 mM JUsE EGFR) , {578 ELISA ;&UE AZD8931 f—FiiEteE,

mmscie | Cell lines: SLEspdEa4maZ (KYSE-30, OE21, PE/CA-PJ15, PE/CA-PJ34 (53k& C12),

PE/CA-PJA1 (52f& D2), PE/CA-PJ49, DOK, Detroit562, RPMI2650, SCC-4, SCC-9, SCC-25,
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CAL 27, SW579, FaDu, Hs 840.T, KB, KYSE-450, #1 HEp-2, HN5) #1 NSCLC 4B (PC-9,
Calu-3, NCI-H2073, NCI-H1623, NCI-H522,

Concentrations: 0.001-10 pM
Incubation Time: 96 /)\i
Method: 5 7E AZD8931 (h4MLERSILTEEY | £ AZD8931 4-3E—43 NSCLC 71

SCCHN 4HiEZR. #RpEA] AZD8931 (0.001-10 pM)IEE 96 /Nit. #BEEFN MTS EbESHTSEIaH
KRS 4 /N\ETUEREHEEE  AREESYOUEE 490 nm ENERSHE.

Animal Models: &5 BT474c¢, Calu-3, LoVo, FaDu 1 PC-9 F21afEHY Swiss #E 8 SCID
INGR

MHEE | Formulation: SiESFEEFKE 1% (v/v)Tween-80 ek

Dosages: 6.25-50 mg/kg

Administration: OREE

CxxE]
oK ETMmAILERE  ERTHEES  BRAMINNE , RERRAE , SNSSEEYE.

oERD T I EHNEEIREIDER | BB NMREFTRAEEAIMNENE | A EEIRNESEZTRARZA.

A SR EIEREIR

1 Fma%E  BUREIEYERIFAEECHTOE  BADERE. BERMHEFEFTESH D 81~
mER ; NEERIHREREK  BETWIRSHIIZRARER  SRNMESMEZFE., WTHERE
KEAKRERN , BEUERELT , B Parafilm HOME , FHZIRBEMEFRHER. RMERET
K, BE~mE8E  @NEERWE , DRnKRRE.,

2 (ESERHIE - ABOEHFIRERTIVRERRE | BT RBUANERNS. NEHSEEER 1B
EREESR  AIREFRESIEE DMSO |, ERHIETAEIBETE T 80 BRRERT , —RIULIRER
£ 3-6 MRLAL. TEERRT , BXEERETHRE. BREERRERR.

3 HRIEARTERHIE | BIRENAFTELHITERE  mEESRSEERFHAREETER. BTX
D UEYRASTEMERY |, ATLAERZKMEAHI (40 PBS ) #HREAT , AIRESATHINE , AlBIT B (FEIARERT
AR AEXISEIFAERE. WA DMSO {E/9iAR | 58tk DMSO REEHERIRE <0.3% LIB RS

.

KREFT , FATEET 0.22UM FERTIESTHRE | BZRBERS , PEARESEXESR , alS
TR EWEYE | EERAEERSEHIRKLE.

4 FANMEIEMA - BT REUSMEREEN , LR TEREHLE | TREFEMA LA
HWREENER , WNIHE , CMC-NA |, HilE , BRFESFERBXEVRE. WEER DMSO | i5H
R DMSO RILEIRE < 5% LABRBIEER. SHFIERITIHE , JUSE TR

AR EREAFIBIRER

HRR IRE(KG)  AREFRR(M2)  [Km RE
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(ke 12 0.6 20
¢fa] 10 0.5 20
iz 3 0.24 12
) 1.8 0.15 12
iz 0.4 0.05 8
KB 0.15 0.025 6
& 0.08 0.02 5
VNG, 0.02 0.007 3

1 A(mg/kg) =514 B(mg/kg) X sh# B B9 Km REU/z040 A B9 Km RE

5 XFFmEI L ERIE

BEIFmE | ERERmAVERTTEN | FRIER TN NTRSMEN M, HERT
500MG B9 , FfIH) R RRIEERSERRN. BT~ REXTRECIIETRE  NNSE~ M
MEEEERES L  XIHMREAESITHSET  FEAMERRERIT  ErRinfEER. XNTRK
o, FJLAME 200 #AGRIERL , ERKERIK , NERRK.

FRirS R ERS

{(aANE=K=DIENcs| R B
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

—EiRE A TECERSYETRALEREE , EFA

AT ALERFEFRETH  NREWSLRmATEIFRE /) | BREE - REFT AR EEE
LHREEN—E | FTREMEREARFmAFE. EILUINEEER ( SRIBFEFM ) FRIEES=S
ez eeing.
X TFEEREGRRRIR T miREHTRE N INRE | TRV ERSENENERARzUEY TR
BGEMRNEY  ZEETSSPIRBUKS |, EUREN | XM REEREE RSP RE.
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