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TAE226 ; NVP-TAE226
RIS 1 MB3965
REMVE : >98% , FAK 3571
EEEHE : SMG;10MG;50MG

R : solid

HAER
ST C23H25CIN603 [
DTE 468.94 HNJD
H
CAS No. 76{437 28 9\ & [:]f\l HI
ez -20°C , BRI TR LN el
- DMSO : 94 mg/mL (200.45 mM) = i |
'ﬁﬁ%& Water Insoluble H M
(25°C) )]
Ethanol Insoluble -

RSO | ARMEREAEE TUER  MREEIR , ATt mEARE.

HftbinB | ATENRSIRE  BFELRRA-—XMEFERE.

fEt : NVP-TAE 226 2—FNERRRUERAESIHIF , fERT FAK I IGF-IR,

7% : TAE226 ; Benzamide, 2-[[5-chloro-2-[[2-methoxy-4-(4-morpholinyl)phenyllamino]-4-
pyrimidinyllJamino]-Nmethyl

PIEREAR BB

AN ¢ e BEeZErHGEK

BN DMSO : 94 mg/mL (200.45 mM) ; Water Insoluble ; Ethanol Insoluble
BE >98%

FEESRMF - -20°C | BEERTEAEATIE

EiEtE
FrE A TAE226 (NVP-TAE226)2— G2 FAK D% , IC50 9 5.5 nM , BRESUERT Pyk2 , 3
"HEIE T InsR, 1GF-1R, ALK 0 c-Met {EFBERHCELSE 10 5 100 (A,
PYK2 FAK Insulin Receptor | IGF-1R c-Met
o (cell-free assay) | (cell-free assay) | (cell-free assay) | (cell-free assay) | (cell-free assay)
3.5nM 5.5 nM 43,5 nM 140 nM 160 nM
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MBI UST 4B , NVP-TAE226(< 1 uMiIHIRIRIMNERRIFESAT FAK(Tyr397) BS 5
Egfk, U871 U251 44 , NVP-TAE226 (< 1 pM)tB&34) IGF-I-ESHY IGF-1R BsEa (kAN
TsBAmERE |, Ebil MAPK #0 Akt B9iEME. US7 #1 U251 4ARE , NVP-TAE226 (<10 uM)FE
IShEMIRA | FHRES G(2)-M MiEERAHE , HSYBMEERIER B1 FIRERIL cdc2 (Tyrl5)&
BERIANRBDER, ERIMRIERRMARR A TEREERLINT , SXIEREELL , NVP-
TAE226 (1 pM)HPHIZE 50%RIREMREEZE. 1RIE caspase-3/7 i&{LH poly(ADP-ribose)5
BEERMRLRIEREL V AT , NVP-TAE226 (1 pM)arr S RERREMIEER , SIiEErn
p53 . {RIH G(2)-M HBFEH , MRfEseaEk ps3 MRFBARSKEMEAET. EARES
YRREEELMBEE SK-N-AS &, NVP-TAE226 (5 pM)H& FAK BsEgX. NVP-TAE226 (<10 pM)Sd
AR IR R SK-N-AS BUiaT SEUIEMRHE | MBIEEHARR | LURAATIE

A0, NVP-TAE226 (0.1 yM-10 uM)DH HMECL 4BREAYIETZAL.

SRR

NVP-TAE226(75 mg/kg) BEIEINGAEAMARRESMBEEYRN/ NENEEE., EALHE
SCID /Ng#&E , NVP-TAE226 (100 mg/kg , ORR) BEFRFHEAMERE. EARERS
NVP-TAE226 (100 mg/kg , CIAR)EXNE MIA PaCa-2 ABERRAMEELIK , T3 [RBIAEIR
K. TEARPIREELHR , NVP-TAE226 FIEKEMENDS) 4T1 INEFLEREEERFITEER , 5Y397 £
FAK BOBE SBERLFNZZEES 473 b Akt BSER(LAGIDEIESE,

XeRXrmitE ESAXESIEREHIEMNER)

MB3966 PF-00562271
MB2682 PF-562271
MB3968 PF-573228

MiERdEiR | AR TENAToFEYS | BEFERASE  FERTAMR. NVP-TAE 226 2
— PN ERR S ERESHIHIR | /FFT FAK #0 IGF-IR, ARaJ BT ERGUHAIRHASELR.

fitiRECE
FLT =
(N & E |1mg 5 mg 10 mg
0
e 2 X

1mM 2.1325 mL 10.6623 mL 21.3247 mL
5mM 0.4265 mL 2.1325 mL 4.2649 mL
10 mM 0.2132 mL 1.0662 mL 2.1325 mL
50 mM 0.0426 mL 0.2132 mL 0.4265 mL

SHINRE (HS%F)

#HRESCES

Incubation Time: 5 X

Cell lines: U87 1 U251 {AiEZR
Concentrations: 10 uM
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Method: {HiEEF=YIA 0.05%REAERE , HES=HLL 2 x 104 1HM7E 24 LSRR , 24
NS FRZSHIANE, IEAEERATENNNE, NBE , e REME | SR Vi-4ie
RS

Animal Models: TafEARA iR [ERyE A BRI AR R
#ipscie | Formulation: 0.5% FELHR

Dosages: 75 mg/kg

Administration: B3 ORA

CEE]
o KA mAILERE , ERTHRES  BRAMINE  RERRAEE , SNSSEEE.

oSO T MEENEERMEDER | HAMREAMREEREEN | LA EEIRNHSERAR A,

A YIREEESR

1 FRP%  BUEIEMERIFAEECHITOE  BADEME. BEMHEFRRTESED B
MR ; EREHREEER , BEITMIHRSHRNZRCKEE , SANEMELERE. MTHESE |
KEARGERN |, BEUERELT , &I Parafilm HOME , FHZIRBEMEFRHER. RMERET
K, BT mERE  @EEHRBT , LIRsnsEaRE.,

2 (EERHIE | ABOHFRBRTIVRERRE | BISCRANANERNSH. NEHSEEER 18
EAGIERT  HIBEFRSIE DMSO , BERHETHREBTE T 80 BEREMT , —RIULISER
£ 3-6 MRLAL. TEEART , BXEERETHRE. BREERRERR.

3 HRIEARTERHIE | BIRENAFTELHITERE  RRESRSEEEFHAREETER. BTX
BOUEYIEISBMRY , FRLAERZKIEST] (40 PBS ) FATRRT , AIRERITHIE | PIBd A RS
BE  ARXITWFAERE. WA DMSO {E/9iER |, iSHatR DMSO REEERIRE <0.3%, LIE R MmiEs

.

KRES , FATENET 0.22UM RIS | BZRBRS , PEARESEXESR , Bl
L EWiEY | EERIAEERSEHIRELE.

4 FANMSEIRMA - RTREUSMERALEN , TR TIEREHLE | TREFEMA LA
HWRWEENER , WNIEE , CMC-NA |, HilE | BRFEESFERBXEVAE. WEER DMSO | i
& DMSO RIEIRE < 5% LABRBIEER. LHFIERITINE , JUSE TR
SHWMRRERRSRGERER

by AEKG) (ARERAM2) |Km R
ik 12 0.6 20
3] 10 0.5 20
iz 3 0.24 12
1) 1.8 0.15 12
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liZXEs 0.4 0.05 8
KER 0.15 0.025 6
(455 0.08 0.02 5
/NER, 0.02 0.007 3

51 A(mg/kg) =140 B(mg/kg) X 04 B B9 Km ZE/504 A B9 Km 2R
5 XF = REIE B RIS

BWEIFRE | ERERmAVERTEN | FRER TN, NTRSMEN M, HERT
500MG Y, FfIH) BI#BRMRILIERAERRN. BT~ RERUEERIETRE  NmSE~5R
MEEEERES L  XIHMREAESITHSET  FEAUMERRERIT | ErRinfEER. YR
PR, ATLAE 200 #EARFERELD , EREERIK , NTBRIRK,

FrRirEEESE—EIRE £ NI EERNETREIESTEE  EAM

e 2T =2 B
1-20MG 0.1IMG
50-500MG 1MG
>1G 3-5MG

AT ALERFOERETH  MREWLAmAVEIFE /) | BRAL R TAIE B e
tEREEN—E , JEMEATRINEE. EULIINEEER ( SRIBMFFM ) FHRIEERES
ez eeing.

T EERECERIN R RENEMRECNRE | RIENECRSEEHERERZEY TR
BGEMRNEY  ZEESSPIRBUKS |, EIREHR | XM REEREE RSP RE.
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