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Telaprevir (VX-950) ; $Fhilt$
P ER4RS : MB4254
REINE : >98%,BR
BRI : 10MG;50MG

R : solid

BFER

PF C36H53N706

DFE 679.85

HFE N/ﬁ . [}H7
CAS No. 402957-28-2 7 '

(EEe2-S LS -20°C , BECPhRAE AT 13 o Oyt

DMSO : 136 mg/mL b2
TERRIE(25° O/*f %

Water <1 mg/mL
(@) 9

Ethanol <1 mg/mL

TEER | ARUEREEETUEN  REEIR  TRESRIMEIARIL.

HfthinBd | ATENRSMEER  BSFELRRAR XM FERE.

B : BFRET Telaprevir 2—MEEVEEMERIATE HCV NS3-4A protease HIHIF.

78 : VX-950 ; Cyclopenta[c]pyrrole-1-carboxamide, (2S)-2-cyclohexyl-N-(2-
pyrazinylcarbonyl)glycyl-3-methyl-L-valyIN-[(1S)-1-[2-(cyclopropylamino)-2-
oxoacetyl]butyl]loctahydro-, (1S,3aR,6aS)-

PIEBTEAR AR

NI e HeZEXABEK

AR DMSO : 136 mg/mL ; Water <1 mg/mL ; Ethanol <1 mg/mL
BE >98%

SR - -20°C | BOLDhEEIATIR

HEYRERE
FEHEIA | Telaprevir 2RSS (HCV)NS3-4A LLEREREEHNEIFIICS0 9 0.354 pM,
$8 HCV NS3-4A & BENEs
IC50 0.354 uyM
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Telaprevir fEF3F Conl(EEE 1b) WEFEHE HCV SHIRIE , IMHIFREATHRE NS3-4A
#“ RO SERSSREAMTIZING , BEFERS RNA EH , 288 HCV RNA 7K
FFIEEKFERHE , XFMERFER AR 2, Telaprevir BZ{2i##x HCV RNA S
HIRGImE] | JRE 24, 48, 72 F1120 /i, W IC50 {9509 0.574 uM, 0.488 uM, 0.210 uM
#10.139 M , IXFMERTFERTIEHKEE. Telaprevir &2 HCV SHI4H8E , 34 Huh-7

#1 HepG2 4fE 48 /\atfE , XIZRIIRES . 17.5 uM Telaprevir STE2iEREHIHH

# HCV RNA |, 4R 13 Xf5 | iRBR3E, Telaprevir #1 IFN-aBXF , SRR SRIRGE
FRtELL , EEIREMEIER | BE HCV RNA S5, fliDFIMZAssEE |, (BRISEHESNH.

{EIMERTE

Telaprevir #2 10 #1 25 mg/kg FI&E, ORI/ NEIEEY , FEE HCV ERBSIKIAIRAR
SEAP MAFRESWBIMR T , > BIFE 18.7%F0 18.4% , Telaprevir 3% 200 mg/kg FlI&4t
BEREA 1b HCV R ARG 1 B , S HCV RNA [ , $1 MK-0608 (50
mg/kg) BRFRMER/NES, , 354k 4 B | RIS BREARIANRES,

AR

5 BILN 2061(—FEEHMNHPHEIF)A—HE, Telaprevir 2 NS3-4A EEEEAIH , AIEHDHI

i 7 BREGENERSENEL.

EeIRXmiEF (ESAXIESEIRIS FOE R ER)

MB4806 Ledipasvir (GS5885)
MB7224 Paritaprevir(ABT-450)
MB4255 Lomibuvir (VX-222, VCH-222)

FERAEIR : BRIz RATFOFEYS , BEFSRASE , FEETFAK. 5 Telaprevir
E—EMISERMRIENE HCV NS3-4A protease 1R, BTFAFHESRIRATRIFTSILG,

fEREE
N B |1mg 5 mg 10 mg
{u|
RE = L

1mM 1.4709 mL 7.3546 mL 14.7091 mL
5mM 0.2942 mL 1.4709 mL 2.9418 mL
10 mM 0.1471 mL 0.7355 mL 1.4709 mL
50 mM 0.0294 mL 0.1471 mL 0.2942 mL

ZHSCIOIRME ((ULSF)

b [

MRE HCV fnidiEtE «
2EREY, TERE HCV SHIEE Huh-7 48, 5 HCV HfAStiesrERN I;77neo/NS3-
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3'/wt E5I—5. SHAVIEFN Telaprevir £ 37°C MRISERENEE | Telaprevir BSEE & 2%
FBS #00.5% DMSO #J DMEM 1E5F7=EH#ETE. (£ RNeasy-96 iIXFISHIZESER4ME RNA | £
TEE RTPCR (QRT-PCR)sLI&MTE IC50 foilliE HCV RNA EHIE.

Cell lines: Huh-7, HepG2,f15ME M&a/MZEHRE(PBMC)
Concentrations: ;3F DMSO, &REH 1 mM

{RRRSEIS
Incubation Time: 48 /)\gt
Method: FBREIRE Telaprevir {MEBRHE 48 /i, it MTS SEIOTELRRSE S,
Animal Models: ;+535A8%%5 (Ad-WT-HCVpro-SEAP &; Ad-MT-HCVpro-SEAP)AY
SCID /MNE&

IS | Formulation: 75 ZHRIIRIEER(PVP)K-30 A 2%+ I ERAIN-RER )
Dosages: 300 mg/kg
Administration: QOfgEE

G359

oK ET ML ERE  ERTHIEES  BRAMINE , RERRARE , SNSSEEYE.

oERD T I EHNEEIREIRDER | BB NMRIEFTRAEERIMNENE | U EEIRNESEZTRARZA.

A SR EIEREIR

1 =Rp%

D BRI ERFAEECHITOE , BADERR. SFMHSERTESHS 8RR

MR ; ERRHFREEER , BEITMIHRSHNZRKEE , SANMESMELER. WTHESE |
KEBRGERR , BSUERELYF , X Parafilm HOR , FHREBEMNAEZRMAER, NRMERED
K, BE~mE8E  @NEERWE , DR nsKiRRE.,

2 (ESERHIE - KBOHFIRERTIVRERRE | BISCRAUANERNS. NEHSEEER 1B
EAGIEST  AIEEFESIE DMSO , EERHETHREBTE | 80 BREMT , —RULISER
f£3-6 NRLLE. EERRT  BXMERHITHRE. BREERREFRHM.

3 REFTIERNE | BIRIECAFEERHERE  HRESANEERANAREET/FR. BTX
BOUEYEISBMRY , FRLAERZKIEST (40 PBS ) FATRRT , AIRERITHINE | PIBd A RS
B, AEXTRFERNE. WA DMSO {EAiER] |, EHR DMSO RERERIRE <0.3%, LARMIgS

1.

KREFS , FATEET 0.22UM FERTIRSIURE | BZRBRI , PEAHESEXELN , Bl
L EYEYE | EERIAHERSEHIRELE.

4 BANMSEIRMA - AT REUSMEAMN , TR TIEREHLE | TREFEMA—LEA
FRWERENER  SIER , CMC-NA |, Hifi% , EAFESFERERSEIRE. W6ER DMSO | 5
R DMSO RILEIRE < 5% AR BIEER. SHFIERITIHE , JUSE TR
SHWIRRERSAGERER
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WIRp IFE(KG)  RRERA(M2)  [Km FRE
UpickEid 12 0.6 20

¢fa] 10 0.5 20

iz 3 0.24 12

) 1.8 0.15 12

iz 0.4 0.05 3

KBS 0.15 0.025 6

R 0.08 0.02 5

/NS 0.02 0.007 3

1 A(mg/kg) =514 B(mg/kg) X 54 B B9 Km RKE/z040 A B9 Km RE

5 XFFmEI L ERIE

BEIFmE | ERERmAVERTTEN | FRIER TN NTRESMEN M , HERT
500MG B9 , FfIH) R RRIEERSERRN. BT~ REXTRECIIETRE  NNSE~ M
METEESEST L  XIMREAESIHSET , FIEUNERREHT | £ milFEIER. TRk
o, FJLAME 200 #AGRHIERL , ERKERIK , NERRK.

RS EERE—EiRE A NEEERNYETREESTE , 2EMN

e 5B R 6
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

AT ALERFEFRETH  NREWSLRmATEIFRE /) | BB RAEFT AR EEE
LHREEN—E | ATREMEREARFmAFE. EILUINEEER ( SRIBFEFM ) FRIEES=S

(E P SN

°

X TFEEREGRRRIR T miREHTRE N INRE | TRV ERSENENERARzUEY TR
BRI EY  EEETSHRRKUKS |, EIEHER | XM-nEEREETIESRPRE.
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