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NVP-TAE684 ; TAE684

RS 1 MB2148

REWRAE : >98%, 1 MAT ALK HHIFI
B : 10MG;100MG

R  REeEEEHR

BEEER
ST C30H40CIN7035S
SR 614.20 O”
CAS No. 761439-42-3 g N U
L 20°C , BHIBEEITTIR i @\ T Q’
DMSO 3 mg/mL (4.88 mM) ® | o WM
BRI 0=5=0 -0
Water Insoluble
(25°C)
Ethanol Insoluble
FREN | ARUEEEETUEN  REEI  rTee e AR M.
HABIRE | ATENZEMEE | BEIRRHEBE R FERE.

f&@7T : NVP-TAE 684 2—FEsly , MR ALK M0HIF , BEIE ALCL £iT4ERY ALK AREHAEARREMRATEK |
ICso (B9 2-10 nM,

RIA :
NVP-TAE684;5-Chloro-N2-[2-methoxy-4-[4-(4-methyl-1-piperazinyl)-1-piperidinyl]phenyl]-N4-[2-[(1
-methylethyl)sulfonyl]phenyl]-2,4-pyrimidinediamine

YIRS

NI - e, REBEEEN

BE e, >98%

AR DMSO 3 mg/mL (4.88 mM) ; Water Insoluble ; Ethanol Insoluble

fEFRM - -20°C , BELREATIR

SniEtE

FEEA TAE684 (NVP-TAE684)2—FhEXAY , WM ALK INFEIFI , FEFRAEIHIE+ IC50 8 3 nM,

TS YRR ALK AT InsR BEREIERS 100 45,

151t NVP-TAE684 {EAETHEARFIS AR ALK [EMEHEREI—FRES | (B2 ZHTIRRSER.
ALK

o (Cell-free assay)
3nM

NVP-TAE684 IR RINH ALK BEE /FRTELMESNS BB KA, NVP-TAE684
B4l Ba/F3 NPM-ALK #REEHE5E , IC50 J9 3 nM, 1 uM NVP-TAE684 %3 Ba/F3 4HEEIES
BIMAR | IRBXER. NVP-TAE684 tHINHIFIA NPM-ALK A% ALCL ZRBBZRAVILIE | B4E Karpas-299
1 SU-DHL-1 , IC50 %3 2-5 nM, 9> FHEEIER 1258 TJges NVP-TAE684 I E Sl R
MIMEERZ—. F NVP-TAE684 4ME , HUEBIFAMEHNEH NPM-ALK FIBSER{CIER.
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NVP-TAE684 {EFAFRi% NPM-ALK (9 Ba/F3 #MiEF0 ALCL MR , ESMEET , B
(ALMPEEHA=7E G1 #A. NVP-TAE684 {EFBF H3122 CR 4HpE , BETeRAAET Crizotinib 19
B, SERAEEER EML4-ALK, R4 %] ALK BSERCIERFIASAET. 30
nM NVP-TAE684 a4 mALK R1279Q ZSErFRIAESHIMEASgLE,

3 #1010 mg/kg NVP-TAE684 4hiE 4 [EfE BB RRISHEREAEREET | {EFTF Karpas-299 B
EIEEGEEM. F§ NVP-TAE684 418 Karpas-299 Bt SRm=IE I & CD30 XA,
NVP-TAE684 {EFBTF H3122 CR BB <SR vE M. F NVP-TAE684 LMNEHIET
ALK S8Z5HOZRIMEY, LELE ALKR1275Q, AT Crizotinib J3RIMBELSES.

FHERT

BBk | RERRAR , SENATOFEYS BRSNS E |, 2AT AR, NVP-TAE 684 2—fh
ALK 351 , IC50=2-10nM, NVP-TAE 684 5] T4 IE , REMRERASZEIVE.
fEREE

|G
ZEN i
Im 5m 10 m
wE i 9 I J
1 mM 1.6281 mL 8.1407 mL 16.2813 mL
5mM - - -
10 mM - - -
50 mM - - -
LZHTISIRME ((WHSE)
{9 EFSLIE:
FRREREDHRIGENE NVP-TAE684 {EFITF InsRFIIGF1R B IC50 {E,ATP (10 mM)
020 mg/ml &2 PolyEY (Glu, Tyr 4:1) , 550 nL NVP-TAE684 JELEM#RER (10-500
IS nM) , 14 ng InsR & , FOEEE/ N buffer (B#E 20 mM TrisxHCI, pH 53 7.5 /10 mM
I Sk <

MgCl>/3 mM MnClz/1 mM DTT/10 mM NaV04/0.1 mg/ml of BSA)BS. E=E NEBD
1/hAd. AN 10 mL &Rz , &S 50 mM EDTA, 500 mM KF, 0.5 mg/ml of
BSA, 5 mg/ml Eu3* JURULEMIRCHIBERERRUERITUIA PT66-K. & 5 mg/ml HEE5FIR
-XLent, REGHITH/NT , 7E Analyst GT HEEBGEHES.

Cell lines: &XiX Luciferase 9 Karpas-299, SU-DHL-1,71Ba/F3 4B , RISRERIX Ba/F3
#2519 NPM-ALK, BCR-ABL 5 TEL SESRISHIRL.

Concentrations: 1 nM-10 uM

RS - Incubation Time: 2 E|3 X

Method: #BiIREF, 2.5x 104 MEFITE 384 FUIRE , F1 NVP-TAE684 (OIELHAREREL
DMSOEE 2 8 3 X, M Luciferase RIARFNEMIIEIEFFE , A/ Bright-Glo
Luciferase SCIGERFEANFE. R XLFit Z{FNE IC50 (&,

Animal Models: 4 Z 6 KV Karpas-299 #BiEEEAYIENME Fox Chase SCIDBeige
Formulation: BEi%1E 10% 1-BFE-2-MMIRE/90%ER 2 %2 —E2 300 B+
Dosages: 1, 3, #1 10 mg/kg

Administration: X OMREE |, 4L 3 &,

ENHISELS
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oA RAIFEERL  ERTHRES  BRAMIGME , RERAREE , SNSSEEE.
oHRD T RIEHNEERAEDER | A AMRIEFTRAERARN | U LSRR ESETRAR A,
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A SR EEE RN

1 FRA%  BUEIRYERFAEECHITOE  BADERE. BRMHSERTRESH S BRI RE
B AEEEAREEER | BEITMIMERSERNZROETES | SANMBMEIRE. WTHER | KK
(e IS LEHTEE i Parafilm HOR , FARRENEERAER. MREENETK , B
B, EYEERBE , LRfmstiRE.

2 (BRI | A EFIRERIZVEERE | BILSCRARANENSH. WFEHSEHETR  BEAE
&EBER ISR SIEE DMSO |, (B RHIETAEIETET 80 REEMT , —RIULIRERE 3-6 ™A
AL, TEERRT , BXIESREITHE. BRfEEnRS kR,

3 RIS IERGIE | BIRIENAFELHHERE  BRESRNEERAHAREETFR. BTAHY
WEMRISAMRY , FILAERIZKIESR (40 PBS ) W , AIgEiTHiE , BT EAEEAENE® &
SXISLRFAEFE. WA DMSO 1B/9iEx | 158t DMSO REEERIRE <0.3% LIE Mg sit.

KEHT  FBENET 0.22UM FERTIEASIURE  B2XRARI  SIESESERES , BUSIEN
aiEtt | EERIAEEESEHIRLE.

4 FREYENENA - BT REWCSWEREMNN SR TIFREHIKTE | TReaFTEMAN LR
fEJENAR , ANMLE , CMC-NA |, HiliE , ERFESFPERBXERE. WER DMSO | iSHfR DMSO
AULERE < 5% LABRSIHER. LATERIHHE  TUSE TR

SAREIRRS G B ER

Wy (KE(KG)  [AEERAM2) |Km &2
G 12 0.6 20

) 10 0.5 20

iz 3 0.24 12

2 1.8 0.15 12

liz 5= 0.4 0.05 8

K 0.15 0.025 6

&1 0.08 0.02 5

NER, 0.02 0.007 3

Z) A(mg/kg)=E11 B(ma/kg) X 0 B B9 Km ZRE/ZH A B9 Km ¥
5 £FFERIEMERIS

TR mE | BREERFRIERTEN | FFIEERTIA. MTREMEN MR  HERT 500MG
B9, FIH A RREERRESRN. BT RERUREERTETRE  NMSE-nitEEEEN
FETL  XIMREAESITHET  FEUMERRHBT , Fr-minfF2EK. TR , LI 200
HEGHEEL  EREERIK , NTmEsiRk.

FRirSrREESE BN JIRE | £ N CERNETREESEE , 2EMN

o~ e B B iR B E
1-20MG 0.1IMG
50-500MG 1MG
>1G 3-5MG

M ALBEREFBESTH  WREMIN~RNEIFRE/) , ARNEE R TR PSR 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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