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Mubritinib ; TAK 165

RS : MB3954

F:z
RERE : >98% , B3I HER2/ErbB2 P

BEHIE : LOMG;25MG;200MG

R : solid
BEFER
SDF C25H23F3N402 .
STE 468.47 Em
0,
CAS No. 366017-09-6 o vy
tEFSMF -20°C , BeRhRimRA T IE 3 )
DMSO : 13 mg/mL (27.74 mM) =
TRRRME(25°
BRI Water Insoluble M
Q) Ny
Ethanol Insoluble
RS | ARMEEEETNUEN  MREBEEDR  TRESFImELARNY,
HttinB | ATENLZLNER  BELRRHE—REFERE.

&9 : AR Mubritinib (TAK-165) 28%% , &MY EGFR2/HER2 HHI5,

U4 : TAK-165 ; Mubritinib ; AFIEE ; 1H-1,2,3-Triazole, 1-[4-[4-[[2-[(1E)-2-[4-

(trifluoromethyl)phenyl]ethenyl]-4- oxazolyllmethoxy]phenyl]butyl]-

PIEREARRRAEHT
AN 2 e SN S ST
BN DMSO : 13 mg/mL (27.74 mM) ; Water Insoluble ; Ethanol Insoluble
BE >98%
BTESRM - -20°C , BERhRAmRT g
EYiEE

- Mubritinib (TAK 165)28%#9 HER2/ErbB2 ##HIFI , IC50 3 6 nM; 3 EGFR, FGFR,

PDGFR, JAKL, Src #0 Blk ;ZE10HIERA.
L HER2/ErbB2 (BT-474 cells)
IC50 6.0 nM
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(IR

Mubritinib BREMHI ARRAEKEFZK 2(HER2/erbB2) , IC50 /3 6 nM tLIERTFE
fthESSELES , 1 EGFR, FGFR, PDGFR, Jak1, Src 1 Blk At , 16#%M4E 4000 £{Z,
Mubritinib JREfXZE 0.1 uM Bt , {ERFIETEKF HER2 I4AIEER BT474 B , thE&E
1% HER2 BsE&{L, S PI3K-Akt # MAPK iEE&HI . Mubritinib AEBTFISHRIA
ErbB2 RIBMYERZMER A BT474 B , EESMIUEERR , IC50 85 nM |, MEFRTER
FIX HER2 ROAER , ttEERERTUEEXER | fEFT LNCaP, LN-REC4 1 T24 48
Bt , IC50 438179 53 nM, 90 nM #1 91 nM, Mubritinib {EFEFIER #5534 HER2 B9
PC-3 4HpERT , iREIMEIEM , IC50 /9 4.62 uM fEFTFiZ5Ri% EGFR A9 HT1376 1
ACHN #BERRT , tBFCHHIEME , IC50>25 uM,

R

Mubritinib SZH0% LN-RECA 188 , SLI04R/XIRRAERPBIATALL A 26.5%, BIATEIR
4b Mubritinib %3 UMUC-3 #1 ACHN 4BR@HIFE24 (IC50s 4351 1.812 #1>25 uM),{E
£ Mubritinib 1% 10 8¢ 20 mg/kg FIEEXROMRLAZLIE , MBZEDH UMUC-3 1
ACHN BB |, LR/ XTRRBARERIATRLL 5 B0 22.9%7F0 26% , il Herceptin 1%
20 mg/kg FIELE UMUC-3 R |, SIS BIERRER.

XeRXrmitE ESAXESIEREHIEMNER)

MB3946 BMS-794833
MB2026 BMS582664
MB3995 Telatinib

BigkdEid - RmiA , ZNAToFEYS  EFSRMSE  FRRTAE. AFE
fE Mubritinib (TAK-165) 2838 , 248 EGFR2/HER2 #HIFI. ANFRAATFHEXSURAIRREE.

fERECE
FLT =
L2 = g 1 mg 5mg 10 mg
|
R 2 X
1 mM 2.1346 mL 10.6730 mL 21.3461 mL
5mM 0.4269 mL 2.1346 mL 4.2692 mL
10 mM 0.2135 mL 1.0673 mL 2.1346 mL
50 mM - - -

SHINRE (HS%F)

b [

HER2/erbB2 ERERERiMEGIE D HISEIE:

BT-474 4HAEEEAPIE 24 FUIR E , 3SR, IAFRRIKRE Mubritinib, B8 2 /i35, IEEM
fg , EEInZ SDS #AE R (200 uL)F. AEELTMEMEMIEMNEDHEE 7.5%Z 15%5HE
SDS-PAGE ek, 25, BAEKE| PVDF [E L |, (HREXA—#T western blot 9
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M. BIEESRAFARYE (ECL) M5 AT EBEN, Bid LAS-1000 & lumino-B&HHMY
ME HER2/erbB2 ERREBSEAVEE. BIERMAVER/NTREMRIT , 5 SAS &4, X5
FIE-RNEhZ , ASIRIERE- RN MZITEE HER2/erbB2 BEERIERE A 50% (IC50)RTHY
Mubritinib JRE,

Cell lines: BT474, HT1376, UMUC-3, T24, ACHN, DU-145, PC-3, LN-REC4,f0 LNCaP 48}

Concentrations: ;33 DMSO, Z&ZKE~50 mM

ML |1 cubation Time: 72 \io)

Method: 4BfEEFNE 6 FUIR L | 1ZAE®R. RBRIMAARRIRE Mubritinib , 1:F4ME4RR 72
NEY, RBHREERIE | THEGEREEL  METIEEEM.

SCID /1B (C.B.-17 Scid/Scid)

Eh¥sEs Formulation: j3F DMSO , ik
Dosages: 10 & 20 mg/kg/day
Administration: OfRAME , FXFIR

CxxE]

oK ET ML ERE  ERTHIEES  BRAMINE , RERRARE , SNSSEEYE.

oERD T I EHNEEIREIRDER | BB NMRIEFTRAEERIMNENE | U EEIRNESEZTRARZA.
B SR EEEER

1Fma%E  BUREIEYERIFAEECHTOE  BADERE. BEMHEFERTESH D BRI~
MR ; ERRHREERER , BEITMIHRSHNZRAKEE , SANMESMELER. MTHESE |
KEBRGERR , BSUERELYF , X Parafilm HOR , FHREBEMNAEZRMAER, MNRMERED
K, BE~mE8E  @EERWE , DRNKRRE.,

2 (EERHIE | KBOEHFIRERTIVRERRE | BICRAUANERNS. NEHSEEER 1B
EAGIEST  AIEEFESIE DMSO |, EERHETHREBTE T 80 BEREMT , —RULISER
f£3-6 NRLLE. EERRT  BXMERHITHRE. BREERREFRHM.

3 REFITIERNE | BIRIECAFEERHERE  HRESANEERANAREET/FR. BTX
HOUEYEISBMRY , FRLAERZKIEST (40 PBS ) FATRRT , AIRERITHIE , PBd AR EH
BE  ARXITWFAERE. WA DMSO {E/9iER |, iSHatR DMSO REEERIRE <0.3%, LIE R MmiEs

.

KREFS , FATEMET 0.22UM FERTIRSIURE | BZRARI , FEAHESEXELN , Bl
L EYEYE | EERIAEEESEHIRELE.

4 FANMSEIRMA - AT REUSMRAMN , TR TIEREHLE | TREFEMA—LEA
FRWERENER  SIER , CMC-NA |, Hifi% , EAFESFERERSEIRE. W6ER DMSO | 5
R DMSO RILEIRE < 5% AR BIEER. SHFIERITIHE , JUSE TR
SHWRRERSRGIERER

HRR IRE(KG)  AREFRR(M2)  [Km RE

Animal Models: fZ gt UMUC-3, LN-REC4 = ACHN #RiEHITHIRR4RER (BALB/c nu/nu)Fl
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(ke 12 0.6 20
¢fa] 10 0.5 20
iz 3 0.24 12
) 1.8 0.15 12
iz 0.4 0.05 8
KB 0.15 0.025 6
& 0.08 0.02 5
VNG, 0.02 0.007 3

1 A(mg/kg) =514 B(mg/kg) X sh# B B9 Km REU/z040 A B9 Km RE

5 XFFmEI L ERIE

BEIFmE | ERERmAVERTTEN | FRIER TN NTRSMEN M, HERT
500MG B9 , FfIH) R RRIEERSERRN. BT~ REXTRECIIETRE  NNSE~ M
MEEEERES L  XIHMREAESITHSET  FEAMERRERIT  ErRinfEER. XNTRK
o, FJLAME 200 #AGRIERL , ERKERIK , NERRK.

FRirS R ERS

{(aANE=K=DIENcs| R B
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

—EiRE A TECERSYETRALEREE , EFA

AT ALERFEFRETH  NREWSLRmATEIFRE /) | BREE - REFT AR EEE
LHREEN—E | FTREMEREARFmAFE. EILUINEEER ( SRIBFEFM ) FRIEES=S
ez eeing.
X TFEEREGRRRIR T miREHTRE N INRE | TRV ERSENENERARzUEY TR
BGEMRNEY  ZEETSSPIRBUKS |, EUREN | XM REEREE RSP RE.

Tel: 400-659-9898

Email: sales@meilune.com

Fax: 0086-411-66771945
Postcode: 116600



