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SFRERIH ; Sunitinib base

RS - MB1229
RENE : >98.5%

B : 20

0MG;1G;5G

PR BREEEHR

BEFXER
oFR C22H27FN402
oTE 398.47
CAS No. 557795-19-4
SR wiE , BRI TE LAY
DMSO 25 mg/mL warmed (62.73 mM)
BRI
25°0) Water Insoluble
Ethanol Insoluble
TEEN | ARURAEEE NUER  MREESE  TRESRIEIARL.
HfttiBl | ATENREHRER | SFLRRAE—RIEFERF.
PR MEARBAEHT
GL BeEEEH=R
FBIRME e, AlAF DMSO25 mg/mL ; RiaFK., 2B
FIEEKE . 21.0%
BE s >98.5%
EYENE
srmpna Sunitinib 2—#hEH8 RTK #0057 , LA VEGFR2(FIk-1)F1 PDGFRP J98Ex , IC50 g 80
nM 1 2 nM , X3 c-Kit BEHIHIER.
FLT3 c-Kit PDGFRpB VEGFR2
o (Cell-free assay) (Cell-free assay) (Cell-free assay) (Cell-free assay)
2nM 80 nM
Sunitinib BEREEXEMHE] Kit #0 FLT-3, Sunitinib & VEGFR2 (FIk1) 1 PDGFRP B%%HY ATP
FHRMHDER , KBk 9 nM 718 nM |, {ERF VEGFR2 #1 PDGFR LUAERF FGFR-1,
EGFR ,Cdk2 ,Met ,IGFR-1 ,Abl , f1 src &M 10 (&%, EIMEYHAIZRIA VEGFR2 5
PDGFRP A9 NIH-3T3 4Hpa= , Sunitinib #0%l VEGF {&#itt VEGFR2 BER{VFD PDGF k¥4
EIMRT PDGFRpB B8R, 1C5053518 10 nM#110 nM, X+F135&i% PDGFRB 5 PDGFRa A NIH-3T3
48R , Sunitinib 3% VEGF YSYEIESAVIETE , IC50 43809 39 nM 169 nM, Sunitinib )
HISFAERY FLT3 , FLT3-ITD , #0 FLT3-Asp835 &gk, , 1C50 458U 250 nM , 50 nM ,
30 nM, Sunitinib #P{ MV4;11 1 OC1-AMLS ZHREAYIESE ,IC50 55819 8 nM 114 nM
FLSI SRS NE SRR,
S3CiRME | SRS VEGFR2 5 PDGFR FEARBRRIL SIESES—5L , Sunitinib (20-80
BRFT | mg/kg/day) RISHEMESFSIEEE , (F HT-29, A431, Colo205 , H-460 , SF763T
C6 , A375 , B, MDA-MB-435 FIH/ T BETHIERIMIETIMEEN. Sunitinib LA 80
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mg/kg/day RIFIELAES 21 K, S50 8 RUNEH 6 RcefIEHER , AFETaTrERGE |
110 REMEREAARMEARASELE. S5 Sunitinib JATFIKSARSIEESINE |, (BEREE
RSB —RIBTRIER. Sunitinib i5r SEEME MVD EE T , £ SF763T #42R
BERiRi ~40%, SU11248 iayT SEERIASICRESR PC-3M SRS EMIERSMIRMEER
Weeid , REMEANEERL,. 7E FLT3-ITD SEEEEEEN |, Sunitinib ;877 (20
mg/kg/day) BEIPHIE T MV4;11 (FLT3-ITD)SHMBSEMRIER , FREKER.

Mgk - MR, OERRTOFENS  BEFERASE  FERTAR., FEBER—KETE
MRS MR AR RERAESIT R PIIE— 1Y) | ISR R BB oA N T E RRTIERE KSR
R MARATEF RS TIRSUIPEH BRI RICMEMAIEM | RSB RES TR ILRIEMAIR AN MiRAT
UM ERZ AN B R B R4 R PR E AL

RS
fi T om
K # 1 mg 5mg 10 mg
1 mM 2.5096 mL 12,5480 mL 25.0960 mL
5 mM 0.5019 mL 2.5096 mL 5.0192 mL
10 mM 0.2510 mL 1.2548 mL 2.5096 mL
50 mM 0.0502 mL 0.2510 mL 0.5019 mL
SHTIRE (UHSF)
EER R AEI I

EEBsCIS -

Sunitinib {EFBF VEGFR2 (Flk-1)#0 PDGFRP f9 IC50 {EfF 8 & PKT =R XIS E
BR-S-HREERMAERNE. EMHUFINRIERAEERNK , FARNE VEGFR2 (FIk-1)F0
PDGFRPB RRIVBEERMIEME EZBKEEY poly-Glu, Tyr (4 1)FTREFE PBS #1 20 pg/well A4 °C
TEFIR)M 96 HFUMRF#HT. FEERESRIBIMA 1-5% (w/v) BSA B9 PBS &K
PEBT. ZB{CRY GST RSERARRTINESNERMEF 4. & GST-VEGFR2
GST-PDGFRB INARIFLIRAY 2 &R E RS /&R (1 100 mM HEPES , 50 mM NaCl ,
40 uM NaVO4 , 1 0.02% (w/v) BSA 4Apk). X+ GST-VEGFR2 5 GST-PDGFRP FYGRZLHEE
MRE/ 50 ng/mL, BEEIE 25uL FEEAY Sunitinib IIABMNREALFUTE—RIERTE
MNESRUHDEFIRE. BEEREOBINIAARRIRER ATP MnCI2 87K | 5 ATP iREREH
B89 Km & , £8 MnCI2 3REAN 10 mM, iREZIRTESR 5-15 580, BN EDTA E1E
RRL, R TBST %%k 3 R, 7 TBST(B& 0.5% (w/v) BSA , 0.025% (w/V)BAg95#s , #1
100 uM NaVO4)HLd 1:10,000 #REMNRFZ FelE BB RERTUILIBINANFLF  FHE 37°C
TiEFE 1/t AASEHRA TBST %% 3 R , BEENALUFRGNMEESHNERS SN
Bg(7£ TBST #rLA 1:10,000 #%F), #RTE 37°CTEF 1/\ad, #A/5H TBST i&ik 30k, AN
2,2'-azino-di-[3-ethylbenzthiazoline sulfonatelfEAEYE , MIEEFL PHIEER SRS

HRESELS

Cell lines: RS4;11 , MV4;11 , #1 OC1-AML5
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Concentrations: J&f2F DMSO , £KREH~10 pM

Incubation Time: 24 F1 48 /gt

Method: AL Sunitinib & FL (50 ng/mL ; {X FLT3-WT 4§82 81 , MHI7EES 0.1% FBS
RItEFEEDYEIS R, 1555 48 \BTE |, #F8 Alamar Blue ;&8 SR IEAAME B £ NEIETE.
IO Sunitinib 24 /\a3f5 | BISEERRENEENZ 5 (ADP-1Z4E) R & &8 (PARP) IR,
caspase-3 7K , LANEMIEAET.

Animal Models: FF RN HT-29 , A431, Colo205 , H-460 , SF763T, C6, A375, ¢
MDA-MB-435 BIlE nu/nu /NG, FNEFRIASCERERR PC-3M BiERYEEME nu/nu /NG,

ENYDsCIs Formulation: LR REALRSFRIGTIEREZ AR (PH 3.5
Dosages: ~80 mg/kg
Administration: O , K—R
GE3=9
oHKAIFBNIELEESE  ERTHRES  FIRAIMILE , BRENRAER  SUSSEERE.

oIRDTMIEHNEERMEDER | HEAMREFTRAEREMEM | A LIRS ETRAR A,
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B EMIREERER

1 Fmp%E  BRIYERFAEECHITOE  RADERE. 8FMHERRTESE S B8EHm3E
R AEEAHREEER  ITEITMIMRSHRNZROETER | SAMESMEZRE. MTHERE KPR
(e, TS LEHTHYF , i Parafilm HOMR , FARBANMEEREER. REENEEK , B~ m
B, EWEEHBE , LIRFmLiRRE.

2 SRS | ABDRAERARELERE | BUSRANARENSR. NEHSHETR  BERE
&R HIIEFRESIEE DMSO |, B RHIETAEIFTE T 80 BXEMT , —RIULISERE 3-6 NA
AL, TEEFRT , BXIESREITHE. BRfEERR SRR,

3 MREFIEREIE | BIRENAFEERUERE  BRESRNEERAHAREETFR. BTARNS
WEMERBMRY , FILAMERZKIESR (40 PBS ) #RERT , AIgEStTHIE | @I EAEERENAR® &
SXILRFAERE. WA DMSO 1E/9ia7 |, 58tk DMSO REERIRE <0.3% LUB M St.

KREHT  FABRWGET 0.22UM RERTIRSIURE  BOXRARI:  SIESESEXRE S  USIBL
aiEtt | EERIAHEESEHRLE.

4 (FREIENA - BTRSUCSYIRIEAEN , WL TIFRECHIRE | TR FTEMA—LZ5 AR
fEZBDES , ANIEE , CMC-NA |, Hili% | BRFEZFPERBXNEVRE. WfER DMSO , i5tfifr DMSO
HILEIRE <5% LUBRSMHER. SHFIERITENE , TLISE TR

EWRRERRS B ER

byt (KE(KG)  (ARERM2)  |Km &2
s 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

K5 0.15 0.025 6

&= 0.08 0.02 5

NER 0.02 0.007 3

= A(mg/kg) =a1# B(mg/kg) X a4 B B9 Km EEY/ZM A B9 Km FE

5 XFFmElRERIIT

TR mE | EREERFRIERTEN  FANEERTA. YTREMEN ™R , HERT 500MG
8, I R E2RIEIERSELEN. BT -nBEEEndETEE  NSE - mRETEEy
EET L, XIHRBEAESITHSET  SEUNERRRIT  Er-RinEAER. XNTRE=mE , FTLAE 200
REAHFBELD  BEIERE , NTTBERRK.

FRirSiEESE—EN TIRE | £ NI CERYETRIEESEE  EEMN

(e k=it =2 B
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

M ALEEFREERETH , WREMIN~REEE/) , BREY - RAATHISEPRMMEEEE
PEEN—E | FIRENRAZ R, BALUINEEER (SRIBMEFM ) FRiesEFRESEZTE
B,

T EEREGHARIAY R RERHAREENNRE | IR ERSENBHER Sz EY) | ITEAR
IEMRLEY)  ZERETSSHRREUKS  2EIRER | XM nEERETETERPRE.
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