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Birinapant
GRS : MB4083
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Ethanol : 55 mg/mL (68.15 mM)
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&7 : Birinapant 2—fh—{y Smac &4 , £ XIAP # cIAP1 R9ERUSHF , Kd B9 5079 45 nM
M 1nM,

7% : LEIRERNA ; TL32711 ; Propanamide, N,N'-[(6,6'-difluoro[2,2'-bi-1H-indole]-3,3'-
diyl)bis[methylene[(2R,4S)-4-hydroxy-2,1- pyrrolidinediyl][(1S)-1-ethyl-2-oxo0-2,1-
ethanediyl]]]bis[2-(methylamino)-, (2S,2'S)-
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BERME DMSO : 100 mg/mL (123.92 mM) ; Water : Insoluble ; Ethanol : 55 mg/mL
(68.15 mM)
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cIAP1 (Cell-free assay) XIAP (Cell-free assay)

<1 nM(Kd) 45 nM(Kd)
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Birinapant 5 XIAP #1 CIAP1 Z£&H/J Ka 95179 45 nM 1 <1 nM, £ TRAIL 829
SUM190 ( ErbB2 RUidEZRIL ) 4fed , Birinapant JREESARMEET (IC 50 479 300
nM ), FHEZEHEN TRAIL ESAY TRAIL U=k SUM149 ( =Bt , EGFR &t ) 4HIEHYA

T-. Birinapant S CIAP1 JUHpEAZ , caspase &It , PARP B , 1 NF-xB AUEGE.
Birinapant 5 TNF-a BXFEZRINHIEZIAVAIMA R EIER,  Birinapant 1 TNF-a (1
ng/mL ) BXFEHDEI A RBEBHMIER WTH202 , WM793B , WM1366 1 WM164 &1,
IC50 55879 1.8, 2.5, 7.9f19 nM , MM EMRIBERTSZ. Birinapant S23R4MERTE
533 WM9 RpEEiEndiaIER |, IC 50 3 2.4 nM, Birinapant EEI4IX LA R IS
B CIAP1 7 cIAP2,

T

Birinapant ( 30 £5/F2 ) EEAESEMEBRERMBIEERE 451LU RIMBEEK.

XeRXrmitE ESRXESIFREHIERMNER)

MB4555 AT406
MB4558 GDC-0152
MB4557 LCL-161

BigRiEid  RmtF  ZNATOFEYS  BEFESRMAE  PERT AR, Birinapant 2—F
— i Smac &4 , 2 XIAP # cIAP1 REXUES , AR BTFAEX USRS,
R E
R R og |, mg 5mg 10 mg
{u]
RE - |
1 mM 1.2392 mL 6.1962 mL 12.3925 mL
5 mM 0.2478 mL 1.2392 mL 24785 mL
10 mM 0.1239 mL 0.6196 mL 1.2392 mL
50 mM 0.0248 mL 0.1239 mL 0.2478 mL
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AMULEY XIAP 30 CIAPL RUFEAINRMERSICRIIFEME  FHLA Ko (BFRFR. &, 3R
ICHYELMBAT Smac BX ( AbuRPF -K (5-FAM) -NH 2; FP jX) BIRBEHE (K ) 2RERE
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WRE (5 nM) ROBFITEEARRIRENERR ( 0.075-5uM RIEXIEHRE ) KifE. FI8-R
RIFZRAE S5nM FP K30 50nM XIAP #&sh A GraphPad Prism BIERREE SRR E
BRANTSREETH. SHRERY Smac &RU¥) (100-0.001 pM TERIEHRE ) iRINE] FP
WEAR—TEGY , £8F 100 25/ IER 0.1M BHRREMRP=ERGIE
15 D, SIREIEIREERA 485 nm EIAIEYERFN 520nm RURSTIE R NERIR(E.

Cell lines: AEBE&XREMAIE WMI

Concentrations: 1 nM-1 uM

#HREISERS

Incubation Time: 3 X

Method: 4HfEHIE 24 )\BY , BE/S5 Birinapant #1/af TNF-afl¥& 24 B 72 /Y. BE/EF
MTS SEAG.

Animal Models: A EB&RESF#1E 451LU
Fscas Formulation: 12.5%#Y Captisol {E3%{8/K+
Dosages: 30 Z51/F5

Administration: ZEEITE 3R

CxxE]
oK ET ML ERE , ERTHIEES  BRAMINE , RERRARE , SNSSEEYE.

oHRD T I EHNEEIRMEIDER | BB NMREFTRAEERIMNENE | U EEIRNESEZTRARZA.

A S THRMEIEREIR

1Fma%E | BUEIEYERIFAEECHTOE  BADERE. BRMHEFRFTESH D 81~
R ; NEERHREREK  BETEIRSHIIZRARER  SRNMESMEZFE. WTHERE
KEAKRERN |, BEUERELT , B Parafilm HOE , FHZIRBEMEFRHER. WRMEREE
K, BE~mE8E  @NEERWE , DRnKRE.,

2 (EERHIE - ABOHFIRERTIVRERRE | BT RAUANENS. NEHSEEER 1B
EREEER | AIREFRESIEE DMSO |, ERHIETAEIBETE T 80 BRRERT , —RIULIRER
£ 3-6 MRLAL. TEERRT , BXEERETHRE. BREERRERR.

3 REFTIERNE | BIRECAFTEERHERE  HRESANEEEANAREET/FR. BTX
D UEYRASTEMERY |, ATLAERZKMEARI (40 PBS ) #HREAT , AIRESATHIUE | ANBIT B (FEIARERT
AR AEXISTIRFAERNE. WA DMSO 1E79iAR | Btk DMSO REEERIRE <0.3% LIBRMEsS

1.

KREFS , FATEMET 0.22UM FERTIRSIURE | BZRARI , FEAHESEXELN , Bl
TR EWEYE | EERAEERSEHIRLSE.

4 FANMEIEMA - BT REUSMEREEN , TR TEREHKLE | TREREMA LA
HWREENER , WNIHE , CMC-NA |, HilE | BRFEESFERBXEVRAE. WEER DMSO | iS5
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R DMSO BILIRE < 5% LIBRBIEER. LATIERIHHR  AJUSETE
EHWRRERRSGIERER

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

dd 10 0.5 20

HE 3 0.24 12

i 1.8 0.15 12

PRGBS, 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 s#) B B9 Km RE/EH A BI Km FEL
5 XFF-mEI L ERIE

BWEIFRE | BERER MBS  FAERTRIA. NTRSMEN M, HERT
500MG R, FfIH) BI#BRMRILIERAERRN. BT~ RERIEEnIETRE  NmSE~5R
METEESEST L  XIMREAESI ST , FIEURERREHT | £ milFEIER. TRk
PR, AILAE 200 #EARFRELD , EREERIK , NTBRIRK,

FRirETEESE—EIRE £ NI EERYETREESTEE  EAM

(AN k= plelce] R B
1-20MG 0.1IMG
50-500MG 1MG
>1G 3-5MG

AT LLBRFEFRETH  MREWLAmAVEIFRE /) | BNEEREFT IR EEE
LHREEN—E | FTREMEARFmAFE. EILUINEEER ( SRIBFEFM ) FRIEESES
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ST EEREGERRN R RENEMRECNRE | FIENERSEEHERERZEY TR
BRI EY  EEESSHRRKUKS |, EIEER | XM-nEEREETIESRPRE.
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