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Vatalanib (PTK787 ) 2HCI ; Rifththife(PTK787 ) 2HCI

FFRmS - MB3992
REIRAE : >98%,VEGFR2/KDR #1451
BEHE 1 10MG;50MG;100MG
e : solid
HEFER
oF C20H15CIN4.2HCI o
STE 419.73 /©/
CAS No. 212141-51-0 . i) o
fErE s -20°C , BKEEEATIE m ~ "
DMSO : 85 mg/mL (202.51 mM) =
TAREIH25°C) Water : 10 mg/mL (23.82 mM) :: IN
Ethanol : 6 mg/mL (14.29 mM)
FEER | ARUEEEEETUEYN  REETR  AsEamEARIE.
HfthinB | ATIENLLTRE | BFLRRAR T ERE.

A7 : Bftthi@—EhERLs Vatalanib ( PTK787; ZK-222584; CGP-79787 ) & VEGFR2/KDR A&,
7% : PTK787 dihydrochloride; CGP-797870 dihydrochloride; ZK-222584 dihydrochloride ; Euft#iz
B EhEsEL ; Vatalanib ( PTK787; ZK-222584; CGP-79787 )

PIIREAR ISR :
AN 2 e EOABEMBER
BN DMSO : 85 mg/mL (202.51 mM) ; Water : 10 mg/mL (23.82 mM) ; Ethanol : 6

mg/mL (14.29 mM)

BE >98%
RESRM : -20°C , EEXPEEATIR
EYiEE
S Vatalanib (PTK787) 2HCI 2—#t VEGFR2/KDR ##I5 , FZ4mfEidiE IC50 837 nM , X3
PERRIEIE |\ e GFRY/Fit-1 fERBRASS , 2 VEGFRS/FIt-4 HDHIMERIES 18 15,
VEGFR1/FLT1 | VEGFR2/FIk1 | PDGFRP
)= VEGFR2/KDR (Cell-free (Cell-free (Cell-free VEGFR3/FLT4
(Cell-free assay) (Cell-free assay)
assay) assay) assay)
IC50 37 nM 77 nM 270 nM 580 nM 660 nM
Vatalanib B%0%] VEGFR EEE B EE , {EFBT VEGF ={K/KDR VEGF S{#&/Flt-1, VEGF ={K
/Flk, c-Kit 1 PDGFR- B, IC50 43504 0.037 uM, 0.077 uM, 0.27 uM, 0.73 uM #1 0.58 uM,
Vatalanib 0% VEGF iESAIBERY /ERT HUVECsF CHO 4RRERY, ICS0 3808 17 nM #0134
{9MA5E | nM, ME, Vatalanib {fEFF HUVECs , EEEITIDH VEGF ESHIERATMIISIER | 1C50
73 7.1 nM, BEERIEEERIF VEGF ESHNNRARFEEIITR |, XM ERFER SR |
BigEEY  EFRATARIX VEGF ZARIMIEIRBTIEEMR, SfMARESR Vatalanib 85
SHIFIFHEERER Bl Bax EHKFAIMFE Bcl-xL 1 Bcl-2 ERKYMigsE IFN/5-FU
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Dalian Meilun Biotechnology Co., Ltd.
BRI,

KA, Vatalanib % 25-100 mg/kg I8 ORGSR E F R EREFIPEAIRIK A M &4 A

AR | B, §X—X, {0HIXS VEGF #1 PDGF ME4RKRAL, Vatalanib #iEREIFIEERERE , tH0HI
—LASSREMBERINRA , BEXERMARAESHEEARISE MmN,
WIE | Vatalanib S VEGFR BT MESHIN & LRSI,
= CHEXF miEF (B SHEXE RSO E NN ER)
MB4527 BFH772
MB3946 BMS-794833
MB3995 Telatinib

BiERk R - BAR  TZNAToFENS  BEFENMASE  FEAT AR, Vatalanib

(PTK787) 2HCI @—FH VEGFR2/KDR i1 , A& e BT AR UAIRIASER.

fiREeE
1 7 og
= i 1mg 5mg 10 mg
1 mM 2.3825 mL 11.9124 mL 23.8248 mL
5mM 0.4765 mL 2.3825 mL 4.7650 mL
10 mM 0.2382 mL 1.1912 mL 2.3825 mL
50 mM 0.0476 mL 0.2382 mL 0.4765 mL
ZBSCISIRME ((UHtsE)
VEGF Z{EEREL B BFCIE:
£ 96 TR B TR INEESSEIE | EREAPINESARRRIANES GST MISHEES | BT SBERK-
IRSVERREREE(L. (5EFE v-[33PIATP {ERSEREIKR , BR(Glu:Tyr 4 1)BRERAE AR, &4 GST RiGE
H7ES 1-3 mM MnCly, 3-10 mM MgCl,, 0.25 mg/mL B2 _F& 20000, 1 1 mM DTTHJ 20
mM Tris-HCl(pH 7.5) ®#R., B4 GST S BEER[20 mM Tris-HCl buffer (pH 7.5), 1-3
BEESCIE | MM MnCly, 3-10 mM MgCl,, 3-8 pg/mL B&(Glu:Tyr 4:1), 0.25 mg/mL B Z —#& 20000, 8
UM ATP, 10 uM $1ESH, 1 mM DTT, #1 0.2 pCi[y -33P]JATP B9ttt buffer th ,QRFRA 30 L,
HEE L LREYERERN  A=ENES 10 2%, JAA 10 pL 250 mM EDTA &1ExE, FH
96 FLITER S, BB —EARR (20 pl) El Immobilon-BR__EIEEL. 7 0.5% H3PO,hk
HUE b | SASEERIEEED, WTE, IO Microscint “SSEEFE" WF |, FERARRTEE:E
. BB DI IERT ST | E PTK787/ZK 222584 &% SU5416 {EFRY IC50 {&.
Cell lines: HUVECs
Concentrations: 0 Z| 10 uM
Incubation Time: 48 /Mgt
RRsS Method: {lIzg PTK787/ZK 222584 #p%l VEGF B9THEEIE R M ARIE BrdUrd BAIBR |, i
o THRZRIEIEIESLIS. DICAEFAY HUVECs MR 1.5%E#AY7 96 ik £ , 2AF7 37°C T4
KIEFEFIES. 24 /WG, BE 1.5% FCS FIfERERE VEGF(50 ng/mL), bFGF(0.5 ng/mL),&k
FCS(5%)RUERIEF:E | TEBETC PTK787/ZK 222584 127EAt i KiZ=E, {EN3IEE, B
HERILERRET. 88 24 /G, 10 BrdUrd $r855%K , MMEERES 24 /\iT , EE4ME | fE
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WTEhE |, ATEIINS SACAIBEBIRICHY anti-BrdUrd #if. A 3,3'5,5 - WA EBRARREINES S
BIFUAR | B D YEREIHE 450 nm LUEEGEAIRIF=4,

Animal Models: 7 T4 A431 L2, Ls174T 450758, HT-29 47, PC-3 BiFIIR
2, DU145 Ri5URRE 1 CWR-22 RiFIRREEAEIEATERE
ShinsEss Formulation: Vatalanib i3F& 5% DMSO #1 1% Tween-80 HUZKIBEK
Dosages: 25 mg/kg ZJ 100 mg/kg
Administration: OfR4ME

CExE]
KA mNIFEREEL , ERTARES  FRAMIWNE , RENVRAER  SUSSERE.
oEBD T I ENNEERMERDER | A MREFRAERAMURNE | U EBIRUESEZRARTZ A,

A SR EEEER

1 Fma%  BHEIRYMEREFAEECHTHE BADERR. 8FMHSRRTESH D B8R~

R MNEERAREEER , FETBEIHRSHRIZRKERE , SAMESMEZLEE., WTHERE .

KEBRGERN | IBS L EMEIF I Parafilm O , FHERREREFSRAGER, NRKENETK

BYFRERH  BVEERWE , LIRFIHsKIeRE.

2 (EERHIE | AHoERIIERISESRE | BISCRANARENSR. NRHSEHEER Bt
BIEEN MIREFRREIER DMSO MERFIETMEETET 80 BEREMHT —RAILUSERE 3-6

PBLAE. EfERRT, BXEERETHRE. BREERRERH.

3 RIS TERNE | BRIBCAFELHIERE  RREESRSEEEANREET/FR. BTX

BOUEYIASEMRY , FTLAERKMESF] (40 PBS ) #RERT , CIRESATHITUE , AEd BAEERER

AR ASIILIRTERIN. WA DMSO {E/iER| 18R DMSO REZERIRE <0.3%, LB RMImEE,

KREFS , Ff BT 0.22UM RERTIESZURE | IB2RALS  SIEEESERELL  AUEF

I EnEE | EERAEERSERRLE.

4 FAYSEIENA - BT RSUEMREEMN TR TFREHIKE  TRSFEMA LA

HRMERBDAR  AER , CMC-NA |, HilB%E | ERFEZFEEXEORE. W6ER DMSO |, 5

{R DMSO BILIRE < 5% LIBRBIEER. LATIERITR  AISETE

AR ERSFIBIRER

bt (KE(KG)  [AEERM2) |Km &
ik 12 0.6 20

by 10 0.5 20

lﬁﬁé 3 0.24 12

i) 1.8 0.15 12

iz 0.4 0.05 8

KR 0.15 0.025 6

G 0.08 0.02 5

NG 0.02 0.007 3

Z) A(mg/kg)=E B(ma/kg) X F B 3 Km REUZ A B9 Km RE
5 £F ARSI ERIS

e RE ERNERFRIERTENE FANHERTIA. W TREMEN R HERT 500MG
89, I s RAIEERRESRN. BT nERUREEnIETRE NS~ RMEEE
ByEsT L XRBEFAESIHSET  FEMNERRRT , £ RinFEER. YTRiE~mE, 9
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LATE 200 ®HEGRERLD |, ERWEERIR , NTERIRE.
TS EESE —EixE £ NI EEMYETREIESTE  EFAM

(apapE Zh=Rfel= IRESOE
1-20MG 0.1IMG
50-500MG 1IMG
>1G 3-5MG

MHASEEREEMRETH , WREMIHFREIFE/) , BiEE AR TSR EEEE
LHREEN—E | FTRENRAR T RIEE. BULIINSEEN (SRIEFFN ) FRiEER=%
ez eeing.

T EEREGHPRRIR T RREERHTRECIRER | BIBVNERSENSHERARMZEY TR
BRLEMHHEY  EEESSHRRMUKS |, EWEHER | XM-nEEmEETESRHRE.
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