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ZE-RKE ; Saracatinib ; AZD0530

FERgRS : MB1214
[REHRAE : 298.50% ; Src I
BENIE . 10MG;50MG
Rl BEmER
BFER
DFR C27H32CIN505
nFE 542.03 (\ng N\
CAS No. 379231-04-6 ,-rN\) ;\[L
fEFEMN -20°C , EEEREEIE TR = O HM Oﬂo
. DMSO : 35 mg/mL warmed (64.57 mM) CO/ :©/
R Ethanol : 31 mg/mL (57.19 mM) Cl
(25°C)
Water Insoluble
IEEW | ARMEREEEE NUEN  MREEIR , Tt mEAmEE.
HBRER | ATENZEMER | BFELRRHE REFERE.
PIRHEIR BB -
AN 2 e BHEemER
FERRME e /AT DMSO (35 mg/ml fii#%). ZE&(~ 31mg/ml) ; JLFARAETFX
EYiENE
D [dracatinib (AZD0530)2—# 5T Src I  FTAAZIIE+ IC50 /9 2.7 nM 39 c-Yes , Fyn |
RS |y, Blk, Forfl Lk tyEAERE ; (EXY Abl f0 EGFR (L8S8R 71 LB6LQIEMEE,
i Saracatinib 2% —MERT ARIELRLR Src @ESAIHIHIF,
c-Src LCK c-YES EGFR (L861Q) Lyn
[l (Cell-free assay) [(Cell-free assay) | (Cell-free assay) | (Cell-free assay) | (Cell-free assay)
2.7 nM <4 nM 4 nM 4 nM 5 nM
Saracatinib tBEXIPEIE M Src BREESHEER IR R 84E c-Yes, Fyn, Lyn, Blk, Fgr, 1 Lck ,IC50
79 4 F] 10 nM, Saracatinib B%UH SrcY530F 38359 NIH 3T3 4@ , IC50 9 80 nM, 7£ NBT-II
ERtEEAmAER | Saracatinib BZEFAKT HT1080 @I I ABSRIFERMINE . Bx£i0H EGF
ESHMIESEL. Saracatinib YEFTF DU145 #0 PC3 48 , 1BidHHI Y419 BRI RUNH Src
(FIMATE  [25FE, Saracatinib &IRI7IIRESLE PC3, DU145, CWR22Rv1 #1 LNCaP B944< , i Saracatinib)
YEFAF LAPC-4, PZ-HPV7 1 RWPE-1 4fERtAD E7~KiEME. Saracatinib E4BEEHAELEAE G1/S
HR , {(BRAMEE caspase 3 WiZ, Saracatinib tBBBEINH Boyden /=AY DU145 #1 PC3 #8351,
Saracatinib BXERFAIME Akt , B8 A549 # Calu-6 BAEITHETRMIEAIBURNE, Saracatinib
TEEME BRI, RAR EHDHIREYEiE. Saracatinib ta] RN S4RIERI{RATEEN
Saracatinib {EFBT- Src3T3 B iEY E~HIBaIpEA 4= , B Saracatinib 1&g Calu-6,
SRS  [MDA-MB-231, AsPc-1 #] BT474C BB IEZIEIR, Saracatinib SbEER7 DU14S &, 1268
(RE |, TS RKOMRALIE 25mg Saracatinib , Z5REBRHIBAIEENE

MigRdid - RAR  ZNATOFEYS  SEFERASE  FERTAK .
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figiREcE
f 7 g
i # 1mg 5mg 10 mg

1mM 1.8449 mL 9.2246 mL 18.4492 mL

5mM 0.3690 mL 1.8449 mL 3.6898 mL

10 mM 0.1845 mL 0.9225 mL 1.8449 mL

50 mM 0.0369 mL 0.1845 mL 0.3690 mL

SHSEISIR(E ((UESFE)
AABESELS:
(EFRSZ PR R AEBRIE BECX 1B B R IR =N e B AEeEER) IC50 (&,
DIBY Saracatinib FIZM 0.001 £ 10 mM A&, St 4R/ R B SE AV ESCIRE 32P 1Y

EEESEY - [BIEIEEI. A0 10 ul 20mM Mg.ATP FriaR iRl , 8& 0.5 uL Saracatinib B DMSO( 1
XJ88) 3% pH 3.0 buffer( {EXIER )Y 3ZHE 384 FUARANA 15 pl BEFIAK/RBERINES 5 Dff. A
BERELREEREICKERES (Km), SERAEEIRT#HT 30 o8, A/ 5 ul IERERERIE
SN, BEfRE  FLRRRSYIINE P81 BXEHR L , (EFIEBERIFMERE R , AAFITE IC50 (&,
Cell lines: PC3, DU145, CWR22Rv1, LNCaP, LAPC-4, PZ-HPV7 , #1 RWPE-1 Hi&
Concentrations: 62.5 nM-16 mM
[ncubation Time: 1,3, 15X

YMAEsCY © [Method: PC3, DU145, CWR22Rv1, LNCaP, LAPC-4, PZ-HPV7 K RWPE-1 Hi8#% 2x103 ZE|
FEAPE 96 FUIR E | IBBER. MAREARFE (62.5nM-16 mM ) Y Saracatinib, 1,3,5 XfF5
iR E BFLI0A 0.2 mL DMSO &85 200 #4825 96 FLIR 15 9%, MTT sEa&i IC50
(=8
Animal Models: ##& DU145 48R CB17 &

i Formulation: J&F 0.5% RFRREREAHZEF] 0.1% Tween-80 #

ENHISENG -
Dosages: 25 mg/kg
Administration: &XOARLMER

(E=]

KA MNIFEEELR , ERTHRES  FRAMIMNE , RERNRAR  SUSSERE.
oHBD T MIEEHNEERAEDER | HEAMREFREREMURN | U EEBRESETRAR A,
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A S MIREEREIR

1 FRA%  BUEIRYERFAEECHITOE  BADERE. BRMHSRRTRESH S BRI RE
B aEEAREEER | BEITMIMERSENZROCEES | SANMBMEIRE. WTHER | KK
(£ BB LEHTEE @i Parafilm HOER , FARRENEERAER. MREENETK , 87
B, ENIEERBE , LIRfmtiaRE.

2 (EEREHIE | A EFIRERI Ve ERE | BILSCRARANENSH. WFEHEHEER  BEAE
&EBR ISR SIEE DMSO |, (B RHIETAEIETET 80 REEMT , —RIULIRERE 3-6 MA
AL, TEERRT , BXIESRHEITHE. BRfEEnRS kR,

3 BIEFIERGIE | BIRIENAFELHHERE  BRESRNEERAHAREKETFR. BTAHY
WEMRISAMRY , FILAERZKIESR (40 PBS ) #fRd , AIgEiTHiE , BT EAEEAENE® &
SXISLRFAEFE. WA DMSO 1E/9iExR | B8R DMSO REEHERIRE <0.3% LIE Mg sit.

KREHT  FBENET 0.22UM FERTIRASIURE  IB2XRARI  SIESESERES , SUSIEN
aiEtt | EERIAEEESEHIRELE.

4 FREYEENA - BTREUCSWEREMNN | SR TIFREHIKE | TReaFTEMAN LR
fEJENAR , WNMLE , CMC-NA |, HifiE , ERFESFERBXEIRE. WEER DMSO | SR DMSO
AULERE < 5% LABRSIEHER. LATERIHHE , AIUSE TR

SAREIRRS G B ER

Wy (KE(KG)  [AEERAM2) |Km &2
DFEE 12 0.6 20
) 10 0.5 20
iz 3 0.24 12
2 1.8 0.15 12
lizss 0.4 0.05 8
KR 0.15 0.025 6
SR 0.08 0.02 5
NER, 0.02 0.007 3
Z) A(mg/kg)=E11 B(ma/kg) X 0 B BI Km ZRE/ZH A B9 Km ¥
5 £FFERIEMERIS

TR mE | ERNERFRIERTEN | FIIHERTA. YTREMEN MR  HERT 500MG
B9, F(IH AR ERRESRN. BT RERUREERTETRE  NMSE-nitEEEEN
BFETL  XIMREAESIHET  FEUMERRHBT , Fr-minfF2EK. TR , LI 200
HEGHEEL  ERKERIK , NTmEsiRk.

FRirSrREESE BN JIRE | £ NECERNETREESEE , 2EMN

(A k=it iR B
1-20MG 0.1IMG
50-500MG 1MG
>1G 3-5MG

M ASEEREFRESH , IREWIHN~ROEIFE/) , ANEERERTHISIEPHMEEEE L
FEBN—R , TREMERETRIEFE. BILUINEEER (SRBEFN ) FRitsERR%EZ e
B,

XTFERIREGHRRIR - RREEHTRE B IRRE | BIENERSE S ER A% EY | ITEER
RIS EEEESPRREUKS  2WRER | XM nSERE T TR RE.
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