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INCB28060
RS MB5669
REFRE © >98 ATP =AY c-MET HNHIF!
BEEAE - 10MG;50MG;200MG
R : solid
HAER
ST C23H17FN6O
DTE 412.42
o F
CAS No. 1029712-80-8 #=* . N
EEEH -20°C , BBEpEEAT IR ) H My ;
N DMSO : 2 mg/mL (4.84 mM) = S
R Water Insoluble
(25°C)
Ethanol Insoluble
TESEI | ARMEREEETUEN , MREEIRE , s mEAEMT.
Hithidel | ATENREMERE | SFLNRFEIRMEFERE.

fEet : Capmatinib (INCB28060) 2—FE3ATIEEN c-MET SIESHDHIFR.

BIR : FFLKIE ; INCB28060; INC-280 ; Benzamide, 2-fluoro-N-methyl-4-[7-(6-

quinolinylmethyl)imidazo[1,2-b][1,2,4]triazin-2-yl]-

PIEREAR R IEHT

AN © e REEEEGER

TBAREME ¢ DMSO : 2 mg/mL (4.84 mM) ; Water Insoluble ; Ethanol Insoluble

BE >98%

R - -20°C , BHLDAREATIE

EYEE

FrER Capmatinib (INCB28060)2—F#ERY , ATP Fegt c-MET #0057 , To4RREINe IC50 /9
0.13 nM , X RONB , EGFR #1 HER-3 FiElE,

514 INCB28060 X3 c-MET RTK ZRi&HI RONB ARz EGFR RTK Zi&HY EGFR #1 HER-3 REBFIE,

g c-Met

(Cell-free assay)
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0.13 nM

INCB28060 EE R EE/REGERN . X c-MET ERM L EHE A Y ATREEsSH 10000 24,
5MAT TERhyEEARREER INCB28060 mTLAMDE!I c-MET BEERILLAR: c-MET NEANES4ES. INCB28060
) c-MET {KERAORBEILTERNTE E B4 anchorage JHKE M B4R A K ANARITRS.

£ c-MET #k#fin9/ NS AyestEsich INCB28060 EA1RIEAYAMEEEE , BDfE 0.03 mg/kg OfRE
(BRI | X c-MET BB LAUINEIZRtEAAE 50%, TEEEEIERY/ NG L INCB28060 Xt ifiEas <Al
YEFRBEBEFIERESE

ECHEXFRIEFESHEXEE MG HIEMNER)

MB5240 JNJ38877605
MB3950 MK-2461
MB8803 PHA-665752

FiERR - BRI TZNRTOFEYS | BIEFERMALE  FEBRTAMK. Capmatinib
(INCB28060) B—HMERAILEM c-MET FESIEIFI. AmalATEXUSEAIRIASRE.

fEREE

S

(S E |1mg 5mg 10 mg

Nl

RE

b

1mM 24247 mL 12.1236 mL 24.2471 mL

5mM - - -

10 mM - - -

50 mM - - -

SHTINRE (HS%F)

c-Met FEgEMEDHT:

DHETREE 50 mM Tris-HCl, 10 mM MgCl2, 100 mM Nacl, 0.1 mg/mL BSA, 5mM DTT,
BESLIE | pH 7.8, X4F HTS 947 0.8 uL 5 mM 5F DMSO f INCB28060 £S7E 384 74, DMSO i
EEDMETLBRISAIESREN 4%. I TE IC50 & , 35 INCB28060 iELEHRE 11 XRER
SREMAFEARPERE, M EIRFRFRE 0.8 uL AT DMSO #9 INCB28060 478 ZISHTEAR.
DMSO £iRE 2%. EAFERFEFES 8 nM REBEERLAY c-Met &% 0.5 nM BEER{LAY c-Met ,
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1 mM 35F DMSO B ZRkE Biotin-EQEDEPEGDYFEWLE-amide AASHTE M EERE 1
UM, EhiREHE 400 pM ATP GRESERIL c-Met) B; 160uM ATP (BEER{L c-Met). B MERFL
AN 20 pL BEER (Bo & ITRIEARIER) SARINA 20 uL EREREEIAR . AR 25 °CHF
B 90 o8, B, 0N 20 pL BIERERKRMN , ZIEREE 45 mM EDTA, 50 mM Tris-HCl,
50 mM NaCl, 0.4 mg/ mL BSA, 200 nM SA-APC #1 3 nM EUPy20, Z=EH¥S 15-30 oA
J&7E Perkin Elmer Fusion a-FP {(E8ri{THEREIS #E 60T ( HTRF ) . HTRF #2780
Primary excitation filter 330/30, Primary window: 200 uSec, Primary delay: 50 uSec,
Number of flashes: 15, Well read time: 2000

HHRESEIS

Cell lines: H441 {fg

Concentrations: 0.24, 1, 4, 16, 63 nM

Incubation Time: 24 /J\iF

Method:

H441 MRREISFH1ESH 10%FALEIMER) RPMI-1640 E5ET |, 2K, F P200 FIRSIKES tip
SLEMEEREEE, AEEARMRE INCB28060 &4 RO 50 ng/mL 40 AJR HGF iS4
BE=RITR. BEERE  HIFENER R FH ORI EIER.

oYISEsE

Animal Models: 8 Ef Kl Balb/c nu/nu /NE&(Charles River) , R EFR 4 x 106 N
ZRRE(S114 #&BN)EY 5 x 106 fhyEfmiE(U-87MG E A EEIEREY)

Formulation: 7£ DMSO gk 5 mmol/L BiEFR , EiREEF

Dosages: 3, 10, 30 mg/kg

Administration: Ok , —KFX

(=]

KA MMIFAEEE  ERTARES , FRAMINNE , RERNRAER  SUSSEERE.

oL T MIEENEERMADER | HAMREAMRESRAENE | LA EERNHSERAR .

B YIREEERIR

1 FRP%  BUEIEMERIFAEECHITOE | BADEMNE. BEMHNEFRRTESHD B
R ; NEERIHREREK  BETWIRSHIIZRAKRER  SRNMESMEZFE., WTHERE
KERGERN | BEUERELYF , @ Parafilm HOE , FHREBREFRAGER, WRMERER
K, B mE8H  @EERET , IR nsLaRE.,

2 SRS | AEORAIERRSESRE | BNScRAIBMERISH. WRFISEER 5
EREEER  AIREFRESIEE DMSO |, BERHIETAEITTE T 80 BRERT , —RIULIRER
£ 3-6 MRLAL, TEEFRT , BXEERETHRE. BREERRERR.

3 HIIESRTERHIE | SRECAFTELHITERE  FEESANEEERNAREELFER. BT
BOUEYEISBMRY , FRLAERZKIEST] (40 PBS ) FATRRT , AIRERITHIUE , ABd A EEAREH
AR AEXISTIRFAERE. WA DMSO {E79iAR | stk DMSO REEERIRE <0.3%, LIBRMmigsS

.
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KREFS , FATENET 0.22UM RIS | BZRBRI , PEARESEXESR , Sl
FBLEEYE | EERMEEHESERIRKE.

4 (PRSI NA - BT RSUSYIRIEFMEN  SMSLR TIEREHIKE | TRESFEMA—ERA
WRWEENER , WIHE , CMC-NA |, Bl , BRFESFERBXEVAE. WNEER DMSO | iS5
R DMSO BILIRE < 5% LIBRBIEER. LATERIHR  AJUSETE

ARSI BIRER

DR AEKG)  (ARERR(M2)  Km &
iz 12 0.6 20

dd 10 0.5 20

{3 3 0.24 12

i 1.8 0.15 12

FAER 0.4 0.05 8

KB, 0.15 0.025 6

(£ 0.08 0.02 5

/NG, 0.02 0.007 3

=4 A(mg/kg) =z B(mg/kg) X z#) B B9 Km RE/EH A B Km FEL
5 XFF-mBI L IERIE

BRI RE | BERERmAVESTENY  FAERTRIA. NTRSMEN M  BHERT
500MG R, FfiIH) BI#BRMRIEIERAERRN. BT -nEXkItEEnIETRE  NmSE~ &R
METEESEST L  XIMREAESII ST , FIEURERREHT | £ milFEIER. TRk
PR, AILAE 200 #EARFBELD , EREERK , NTBRIRK.

FRirETEESE—EIRE £ NI EERYETREESTEE  EAM

B 2B IRES O
1-20MG 0.1MG
50-500MG 1IMG
>1G 3-5MG

AT LLBRFEFRETH  MREWLAmAVEIFRE /) | BRNBEEREFT IR EEE
LHREEN—E | FTREMEARFmAFE. EILUINEEER ( SRIBEFM ) FRIEESES
Ezeeinmg.
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XTSRRI RRENEMRECNRE | FIENERSEEHERARZEY  WTR
BGEMRNEY  BEATSSPRREUKS , BIREN | XM REEREETESRPRE.
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