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fEfr ShERIEMIARE Pazopanib Hydrochloridel GW-786034 ghEaEh 2 #EAEIF 33 VEGFR1 VEGFR2 ,
VEGFR3 , PDGFR , FGFR, c-Kit #1 c-Fms 9 1C50 5505 10 nM , 30 nM , 47 nM, 84 nM , 74 nM , 140
nM %0 146 nM,

B8 : TELIAIARE ; DAILDIAEERERES ; Votrient; Armala; GW 786034; GW-786034;Pazopanib
hydrochloride ; Pazopanib HCI
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BN DMSO : 17 mg/mL (35.86 mM) ; Water : Insoluble ; Ethanol : Insoluble
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Pazopanib HCI (GW786034 HCI)@—Fh#rEiZ 88 HiHFI , {EFBF VEGFRL , VEGFR2 ,
FEmbEiR VEGFR3 , PDGFR, FGFR , c-Kit #1 c-fms , 7Ec4REi38~+ IC50 5502 10 nM , 30 nM
47 nM, 84 nM, 74 nM , 140 nM #J 146 nM,

151 Pazopanib 2—NZEESHIDHIF.
VEGFR1 VEGFR2 VEGFR3 FGFR PDGFR
(Cell-free (Cell-free (Cell-free (Cell-free (Cell-free
£
assay) assay) assay) assay) assay)
10 nM 30 nM 47 nM 74 nM 84 nM

#£ HUVEC 4l , Pazopanib B&#4] VEGF 5549 VEGFR-2 fUBE(L, , IC50 79 8nM,
EIMRT B IBIEREMIE R+ Pazopanib #BZFRIE 7AEKIDEIER , 83 SYO-1 1 HS-SY-IL 44
e, XFMDEI EEFIERERE, 1ug/mL Pazopanib FEEJLAIE] SYO-1 #1 HS-SY-11 4R




FE1E5E | 0 Spg/mL Pazopanib afLIEEIRISEMEKSZE. Pazopanib £1ESiBIERRE
RIEEHEEETE G1 HIMTIHITER. SITRRAVMAEELL , &3 Pazopanib 4N EEISHY
SYO-1 BRI AKTs, GSK-3B, JNKs, p70 S6 EEgLAKR mTOR HIBERLERSZ R TSI, 7£
20 mg/mL Z 22.5 mg/mL BGKREZIE , Pazopanib {# RPE fAREHIATFAEIZAT NE.

5i%B41d Pazopanib 8#&{X A 10 mg/kg A Pazopanib ;&7 BI/NEAELL ££1d 30 mg/kg
R & 100 mg/kg Pazopanib ;a7 AR ELMEREIRBA R R . Pazopanib i&fF IS ERYF |,
BHNEZBREREREBRER .
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MB1299 THIEIERE

BgRER  RER  TZRETOTEYNSE  PEFERMAE  PERTAK. EREBE—F VEGFR
MBS SRS EEHEIR |, IR MEDE] VEGFR-1 , VEGFR-2 , VEGFR-3 , 5 ATP =& SINIBAES
s, PR FRERSERAOE SBER(L | 0% VEGFR BiE , NTILEMAT |, MEIMEER , IPFEIESR
ERIRER, TEAIMNTIRT , tHIREREE OIS/ BRI M E N REKEFESH VEGFR BERLLIR ME
Ak, TR RS R ER T MAVRATAEEKE 724K ( PDGFR) -of] PDGFR -B , BRAHEMIBAERKEF
SUR(FG-FR) -1#0-3 FHBRAFZA(Kit) ZES T AEHES(Itk ) SARSRMROEIBERHES(Lck) ,
IR BRI R AR EE( c-Fm s),

gkt E
1 " &

- P 1mg 5mg 10 mg
1mM 2.1098 mL 10.5490 mL 21.0979 mL
5mM 0.4220 mL 2.1098 mL 4.2196 mL
10 mM 0.2110 mL 1.0549 mL 2.1098 mL
50 mM - - -
LHTINRE (URSF)

EEEMENE:

BIPARSRIARFLLWAIRN VEGFR SZNHES 1, 2 71 3 B9 CinfbiEMEXIHAY GST e E
B, BiXLEAE 384 FLHMEHEiR R IR B S #EF AR (HTRF)SY VEGRFL,2 #1 3 #9ES
TEMEHITONT. B5TE 10 ul 7EEAY VEGFR2 BEEARLKRER 1nM B8ATF 0.1 M HEPES , pH
7.58% 0.1 mg/mLBSA , 300 uM DTTIOA 10uL ER¥IAER[LZIRES 360 nM 2K ( £HRB
BXAY aminohexyl-EEEEYFELVAKKKK-NH2 ) , 75 uM ATP, 10 uM MgCI2] , FRFHOAN 1 uL 38
f#fE DMSO (i Pazopanib, EEREEBSM FFS 1/\d SAFIIA 20 uL 100 mM FJEDTA
&IFRR, £IEZfS , 1IN 20uL HTRF 35 ( £iRED 15 nM  SEFIR@BEAEEERR , A 0.1
mg/mL BSA, 0.1 M HEPES, pH 7.5 1 1 nM $EircHIBS BB (LUK ) S8 lA L.
{#F8 Wallac Victor BIRTEIDEERISGUTE 665 nM QhA9SRHE |, BEIIEFEA 50 ps.
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Cell lines: HUVEC #Hfg@

Concentrations: 0 uM -10 uM

#BASEIE | Incubation Time: 1 /)i

Method:

M VEGF 4b853 R HUVEC 4RRg VEGFR2 AYBSER(LKE, digiREtR 100 HF 150 54



http://www.selleck.cn/products/Pazopanib-Hydrochloride.html%23s_ref
http://www.meilune.com/goods.php?id=797

M EEFEHES | ERREAN 10 cm FARE |, £255E5%R Clonetics EGM-MV, 1555 24 /)
AR, BRFENEFRERESE 0.1% BSA #1 500 pg/mL hydrocortisone 9 Clonetics EBM 1
FE | WEEHTERNMBEINHLE, AERAERER Pazopanib 4M2R4HE 1 /06, FE/ER
10 ng/mL A9 VEGF (ZEXIERYICIRARAE 10 o8, SARARAERBRP. A flk-1 895y
VEGFR2 HHTRESTUERRL , MEfEi#H1T SDS-ERRIGRISEREEK , ARG flk-1 5&
antiphosphotyrosine (anti-P-tyr-biotin) St TE A REENTAYEN, BINZELNERE
VEGFR2 RIBSER K 2T VEGFR2 KGR,

Animal Models: ## SYO-1 AiBRIRISTRIE/NR
Formulation: --

Dosages: 0 mg/kg, 10 mg/kg, 30 mg/kg & 100 mg/kg
Administration: D&
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1 FRP%E  BRRIEMERFFAEBCHITOE  RADERE. SFEMNSERTESHS B8R mE
B AEEEAREEER | BEITMIMERSERNZROETEE | SRNMBSMESIRE. MTHERE KK
(£ BB LEHEHE , i Parafilm HOMR , AARBEANIEFRAER. NREENELK , B~
B, EIEERBE , IRt RE.

2 (EERHIE | A EFIRERI VS ERE | BILSCRARANENSH. NFEHEHEER  BHEAE
EAN , HIEEFRREER DMSO |, EREIETMEETE T 80 REEMT , —RAILISERE 3-6 1B
DAL, EfERRD , BREEREITHR. BREERRE R,

3 MRIEAFTERNE  BREMNATELHHERE  FRESRSEEZRAHREETFR. BT
WEYRIEAMRY , FTLAERZKIESR (40 PBS ) HREAT , AJRESITHINNE  ETEAERINENAR , &
SXISLRFAEFE. WA DMSO 1E/9iEs | 15HaR DMSO REERIRE <0.3% LIs M S,

KREHT B BEGET 0.22UM HERTIESIURE  BZXRARI  HEEESEREL  SUSFBL
aiEtt | BEERIAEEESEHIRKLE.

4 (FREMISEIENA - BTREWCSYRIEAN , IWISTRTFRECHIRE | FTReaFTEMA LA
fERBDER , WNIHE , CMC-NA |, Hil% | BRFEZFEREXNEVRE. WEER DMSO , 5tk DMSO
ROLIRE < 5% LABREMIFR. LARIEIRITENE , ILSE TR

SDARREREAFIBIRER

byt (KE(KG)  [ARERM2) |Km &2
Gk 12 0.6 20

P 10 0.5 20

iz 3 0.24 12

1) 1.8 0.15 12

K R 0.4 0.05 8

KER 0.15 0.025 6

== 0.08 0.02 5

INER 0.02 0.007 3

a4 A(mg/kg)=a14¥) B(mg/kg) X w1 B B9 Km REY/&04 A B9 Km FREL

5 XF PRI IR I

BREFRE | ERANERRNEETEN | FNHEHR TR, W TFRESHMEN™R  HEET 500MG
B, BA1H B RRIEERHECRN. HTF-neXntzidRhEE NS mMEEEEEs
EETL  XMBRERERITHST  BEMMERRER]  F-RinEERK. XTF&RIA~R  BJLIFE 200
BEAHERED , BERBEERIR , NTmgniRe.

FEinSvNEERE TN TIRE | & NI CERYETRIERECE | BEA

(A= k== piencs =26
1-20MG 0.1IMG
50-500MG 1MG
>1G 3-5MG

M ALBREFEFBETH  WREMINRNOEIFSE/)  ARNEEREA TR ETHMEEEE L
BB —E | AIRERAR R, SILNIANEESR (SRBEF ) FiRlesiERREsE T
B,

XTFEERECHRRIR - RREEHTRE B IRRE | BN NERSEIEHER ARz e | W TEER
MRS EEREESPRREUKS  2WRER | XM nEERET TR RE.



