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Telaprevir (MP-424/7 98 w7)
NS3-4A 7’277 — W ES)

Mol.Wt.: 679.85
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Cleavage

NS2 NS3/4A NS4B NS5A NS5B
Protease

September 2008

Kwong A, et al. Drug Discov Today. 2006;3(2):211-220. ©Vertex Pharmaceuticals Incorporated, 2008
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O ErfA—7 1 OCHBHRRICHTE, XS/ vF—Tzu VALY
YROT 77N 3AGFREE (LLTRIC T3RIGEREE) &va,) O
FEhR (SVR ) i3, PIENGRE. BISHEM & GICBETEEHE L L TEW &
wEIh TS, ‘

O ENaFE], FEREE bIC 3FHFRAREDEEDE (SVRE) 1%, 248G
PR L A WIBRBOR TAEELZRD o L REEIN TV B,

vE) SVRZFE (sustained virological response) : {GHE T 6 » A OIS E T
HCV-RNA B2PEXFrf L TV 2 3l

FHERARI  (FUFRAIFR S0

Telaprevir for previously untreated chronic hepatitis C virus infection.
Ira M. Jacobson et al. N Engl J Med 2011;364:2405-2416

Genotypel OHF AR TIEH S TV 5 CEUBYERT 2 O MIETEHRF] 1088 7] 2 XHEIT L
722 & MMUHEGRER (phase 3), T12PR ##; Peg-IFN alfa-2a+Ribavirin+t
Telaprevir % 12 @5, F % Peg-IFN alfa—2a+Ribavirin # 1218 (FF)D 12
BT A RDEEMEAL L2 TR 36 8) 5958 : 363 . TSPR #; Peg-IFN
alfa-2atRibavirin+Telaprevir % 8 ¥ 5, % D% Placebot+Peg-IFN alfa—-2a+
Ribavirin % 4 . #tl} T Peg~IFN alfa—2a+Ribavirin % 12 (B&HD 12 Ty
A VADBEAL L2 TR 36 ) #5958 : 364 ], PREE; Placebo+Peg-TFN
alfa-2a+Ribavirin % 12 #. #&!J T Peg-IFN alfa-2a+Ribavirin % 36 B¥r 5+ 5
B : 361 41,

TIA=V T FRA O SVRIE Fh-E T12PR &£:75%, TSPR B¥ : 69%. PR B¥ 1 44%
TH Y, Telaprevir 25 SAPHBEN T Y MFERB IV AECEL -

(P€0.001),

Telaprevir for retreatment of HCV infection.

Stefan Zeuzem et al. N Engl J Med 2011;364:2417-2428

Genotypel MATARR TIERH S T W5 CRUBHATA T, AIVEHED Peg-Interferon
+Ribavirin (233 % Relapse 5% 7212 PR, NR 5D 663 il & d&BIZ L7-5 & At




3B (phase 3). T12PR48 B%; Peg-IFN alfa-2a+RibavirintTelaprevir % 12 %@
5 & D1% Peg-1FN alfa-2a+Ribavirin % 36 M5+ % E¥: 266 5. lead~in T12PR48
8, £ 9" Peg-IFN alfa—2a+Ribavirin % 4 8. % ®% Peg-IFN alfa-2a+Ribavirin+
Telaprevir Z 12 &5, i\ T Peg-IFN alfa—2a+Ribavirin # 32 BHxET 58 -
264 #1, PR48 B¥. Peg-IFN alfa-2a+Ribavirin % 48 @5+ 38f ; 133 4,

D SVRIE, N F T12PR48 BE : 64%. lead-in T12PR48 Bf : 66%. PRASFE :
17%Th o, 2FVAGFARICHE L T Telaprevir 287 3AEABE CEBICLEET
ot (P€0.001), ¥7=, BHNBEE~DEIGHITIX, Relapse #] T SVRITFh Fi.
83%. 88%. 24%. PRHNR @I SVRIIZENFH, 41%. 41%, 9% TH-o7-,

@ Telaprevir with peginterferon and ribavirin for chronic HCV Genotype 1

infection.
John G McHutchinson et al. N Engl J Med 2009;360:1827-1838
Genotype 1 MFFAR TEERA S 1L TV 5 CEUBIEF R O#EIIEHF] 250 Ml 2 S22 L
7r 7 2 & MMk iiABR (phase 2), T12PR24 #f; Peg-IFN alfa—2a+Ribavirin+
Telaprevir % 12 B# 5, % D% Peg-1FN alfa-2a+Ribavirin # 12 ¥ 53 B 8%
79 {7, T12PR48 &%; Peg—IFN alfa—2a+Ribavirint+Telaprevir # 12 #@¥t5. #Fmi%
Peg—IFN alfa—2a+Ribavirin & 36 #5458 : 79 5], TI2PR12 B%; Peg-IFN alfa—2a
+Ribavirin+Telaprevir % 12 W& 54 58f : 17 ], PR48 B, Peg-IFN alfa-2a+
Ribavirin % 48 B 53 58 : 75 i,
SVR iZ, ENZF4 T12PR24 BF : 61%. T12PR48 B : 67%, T12PR12 #¥ : 35%. PR48 B :
£1%THH , _XF ) BRI L T Telaprevir #57¢e 3 HIHFHIBE (T12PR12 B %
) THEIZEETH-ME (P=0.02, P=0.002),

@) Telaprevir and peginterferon with or without ribavirin for chronic HCV

1

infection.

Christophe Hezode et al. N Engl J Med 2009;360:1839-1850

Genotype 1 @ T4 THEBA STV 5 C BB T & O @EHERF 334 Bl w5 L
727 2 LU BERE (phase 2), T12PR12 BE; Peg-IFN alfa-2a+Ribavirin+
Telaprevir & 12 @& 57 58 : 84 5], T12PR24 B¥£; Peg-1FN alfa—2a+Ribavirin+
Telaprevir # 12 W5, F 7% Peg-IFN alfa-2a+Ribavirin % 12 W5+ 5 8¢
83 %, T12P12 #¥; Peg-IFN alfa-2a+Telaprevir % 12 M54 A EF : 82 f5]. PR48
Bf, Peg-TFN alfa—2a+Ribavirin % 48 @& 54 5 : 85 4,

SVRIZ. 4 F4L T12PR12 Bf : 60%, T12PR24 &f : 69%. T12P12 B : 36%. PR4BEF :
46% T, PRABEF L LB L TSVR A HEICEFE TH o - D ik TI2PR24 B : 69%D A
Th-o7z (P=0.004),




® Telaprevir for previously treated chronic HCV infection.

i

®

1

John G. McHutchinson et al. N Engl J Med 2010;362:1292-1303

Genotype 1 DFF AR TIEHR STV 5 CRUBYEATF A T, AIIEEED Peg—Interferon
+Ribavirin {Z%]9" % Relapse . Breakthrough 41, R TUUNR ] 453 | & %f &z L
727 o F LGHEGARR (phase 2), T12PR24 Bf; Peg-IFN alfa-2a+Ribavirint
Telaprevir % 12 @5, % D% Peg-IFN alfa—2a+Ribavirin % 12 @53 28 .
115 5], T24PR48 B ; Peg-IFN alfa-2a+Ribavirin+Telaprevir # 24 W& . # D%
Peg—IFN alfa—-2a+Ribavirin % 24 H#E 53 A 8E: 1134, T24P24 #£; Peg-IFN alfa-2a+
Telaprevir % 24 ¥ 51 28 : 111 f], PR48 Bf; Peg-IFN alfa-2a+Ribavirin % 48

HESTHEE: 114 4,

SVR X, =N F3L T12PR24 B¢ : 51%, T24PR48 B¥ : 53%, T24P24 B¢ : 24%. PR4S B
14%TH Y, Telaprevir 25T SHPFAEED 2 HCHFEREOPREIVASICLE
FThot (P0.001), F, AEHE~DIIGEH T, Relapse Bl TD SVR iz Fh 2
tu, 69%, 76%. 42%. 20%, Breakthrough #il T® SVR ix ¥ 24, 57%, 62%, 36%. 40%,
ROCNRBITO SVR FZ LR, 39%, 38%h, 11%, 9% Th-o7=.

Telaprevir is effective given every 8 or 12 hours with ribavirin and

peginterferon alfa—2a or -2b to patients with chronic hepatitis C.

Patrick Marcellin et al. Gastroenterology 2011;140:459—468

Genotype 1 DHTAR TREA 2TV 2 CRUBTEAT A D FIENEREE S 161 il &5t Fic L
727 ¥ 2ULEEGEAER (phase 2) THRHEHBILNTh L 3FFR 12BOH LI
Peg—IFN alfa-2a+Ribavirin % 12 ¥7213 36 #5793, q8h alfa-2a & ; Peg-IFN
alfa—2a+Ribavirint+ Telaprevir 750mg % 8 WEfHfE:40 5], q8h alfa—2b &f; Peg~IFN
alfa-2b+Ribavirint Telaprevir 750mg % 8 BFfij4E 142 . ql2h alfa—2a Bf;
Peg—1FN alfa-2a+Ribavirint Telaprevir 1125mg % 12 B84 40 {5, ql12h alfa-2b
#£; Peg-IFN alfa—2b+Ribavirint+Telaprevir 1125mg % 12 B4 39 4,
SVRiZZhE, q8h alfa—2a Bf : 85%, q8h alfa—2b Ef : 81%. ql2h alfa—2a Bf :
82. 5%, ql2h alfa-2b&¥ :82. 1% TV . AEMEMIZERRO o, Tz,
Telaprevir O F7ER] (q8h XX q12h) . Peg-IFN ORI (alfa-2a Xi aifa2b)
THTH SRIZABERAR WD 2T,

(@ Telaprevir with peginterferon and ribavirin for treatment-naive patients

i

chronically infected with HCV of genotype 1 in Japan.

Hiromitsu Kumada et al. Journal of Hepatology 2011; in press

Genotype 1 @ CHBUBHRF X OFIBIIEEH] 161 Fl 29 HRi1Z Lz 7 & LML B,
T12PR24 #f ; Peg~IFN alfa-2a+Ribavirin+ Telaprevir # 12 B} 5, % D% Peg-TFN
alfa—2a+Ribavirin % 12 #@#% 53 2 &£ :126 5. PR48 #f : Peg-1FN alfa-2a+Ribavirin



2 A8 WHE 54 A #E : 63 41,
i SVRIE. £ E4L T12PR24 B¥ : 73%, PR4S BE : 49. 2% TH Y . Telaprevir #51r 3 %l
PEREEE CBEFIERO PREI VEEICEE Tho7- (P=0.002),

2. BEEIZIDONT

O BIERC X 2BRP LARCEERREROBE X, 3AFRAREORER, BE
FRRELEBLTEZWNEREIh TV,

O SAIFHARECRIERE LTI, FBPRECHMNAENEBESNTEY,
BETIE D D, Stevens—Johnson JEEHE D EERKEEE L HE I TV
Do

AFERREL (RFEAERD)

(D Telaprevir for previously untreated chronic hepatitis C virus infection.
Ira M. Jacobson et al. N Engl J Med 2011;364:2405-2416

i Genotypel OAFA R TRE X T 5 CRUBHERTA D WIEIEERF] 1088 % %tz L
7o 7 o # HEHEGRBR (phase 3),

i BERAORDIZIREREZFIE LEFIE, #h+£4 TI2PR #:10%, TSPR BE:10%. PR
B Thole, TLERLAEERIT. TLETN M. W% TWTHhoTe,

@ Telaprevir for retreatment of HCV infection.
Stefan Zeuzem et al. N Engl J Med 2011;364:2417-2428

i Genotypel DFFEMRTHHEN TV A CREBHITA T, BIEED
Peg-Interferon+Ribavirin {Z%4 % Relapse /¥ 721X PR, NR il 663 5] & xH 812 L
7o ¥ ML B (phase 3),

i BUEHOESIZIEEZFIE LEERIIE Telaprevir BET 13%, PREET 3%, EERH
EFHUT Telaprevir BET 12%, PREET 3% & Telaprevir BETE N o 7=,

@ Telaprevir with peginterferon and ribavirin for chronic HCV Genotype 1
infection.
John G McHutchinson et al. N Engl ] Med 2009;360:1827-1838
i Genotypel DA TR S #1TW 5 CEUBMAT R O FIRIEEH] 250 il 31z L
12T & b Bk (phase 2), '
i BHER D DIZIEEEPIE L -EFE Telaprevir 8T 21%, PREET 1%, BELE




EF LI Telaprevir BE T 10%, PREET 5% Telaprevir BETE N o, EELRHE
Fom I hEEE LB Telaprevir O A TERHT-,

@ Telaprevir and peginterferon with or without ribavirin for chronic HCV
infection.
Christophe Hezode et al. N Engl J Med 2009;360:1839-1850

1 Genotypel MAFARR TEEA X Ty 5 CRUBMERT R O RIEITEHEF] 334 514 681 L
72T F MMELEERER (phase 2),

i BIfER ORI E Pk U7 JERIE Telaprevir BET 12%, PREET % Cho 7o,
R & BRESEE ORIER X, Telaprevir BETH < SE S, 3 HBIFFBEED T%h3 %
B OIOIEREPIE LD, BEEREIZORBEMITH Hhihol,

(B Telaprevir for previously treated chronic HCY infection.
John G. McHutchinson et al. N Engl J Med 2010:;362:1292-1303

i Genotypel MATAR TIER ST WA CERUEMIT T, BIIEHED Peg-Interferon
+Ribavirin (Z%3 5 Relapse 4, Breakthrough f5l, B TF NR 8 453 fiil & 5tz L
-7 v Z ALtk RE (phase 2),

i BHERDEDIZHERE P LRI Telaprevir BT 165%, PRET4HTHY .
Telaprevir FEOPILEH TIIEEBEERELZ TH /-, Graded ORHERIX, FNF
AU T12PR24 BE @ 17%, T24PR48 BY : 24%. T24P24 B : 18%. PRASEE : 114 ThH -7,

® Telaprevir is effective given every 8 or 12 hours with ribavirin and
peginterferon alfa-2a or -2b to patients with chronic hepatitis C.
Patrick Marcellin et al. Gastroenterology 2011;140:459-468
i Genotypel OJF A TIIEH STV 5 CEUBMAT R OAIEITEEM 161 A% stz L
o7 > F AMLERBR (phase 2), 4
i 2ETREHEHO-DICHEFEZPIE L7flid 8. 1% T, 4. 393K B, 2. %3 il D 7= %
Rk L, EREELAERRIT 2.4 THRESh, BB 3 1% TRLEL, &
B 2, % THEV T2,

(@ Telaprevir with peginterferon and ribavirin for treatment-naive patients
chronically infected with HCV of genotype 1 in Japan.
Hiromitsu Kumada et al. Journal of Hepatology 2011;
i Genotype 1 @ CERUBMATR DFIENEEHF] 161 Fl& HRIZ LIz 7 o & ALIEGRERR,
i BIFERO7-OIZiaH L P 1k U7 fERIX Telaprevir BT 16. 7%, PREF T 22. 2% Tdh -
77. Grade 3 DEMid Telaprevir HOATHREXN 11. 1% Tdh -7, Grade2 L D
EEEEOCEIERIZ, TI12PR24 &£ : 46. 8%, PR48 F¥ : 23.8% % . Telaprevir B T4 <




& X4, Telaprevir B Cid Stevens—Johnson JEERE 2 S e e 72 T EIEED 3 7

BEShI,

%Peg-IFN : RF A L H—Txua

2. MeAHEH ()

O
O
O

CREUBMERFRIZST 5 3AIHARES ERRIROAR LT 5,

XHRBE L, HOV-RNA BRMED CEUBMIFA T IFBPA DA D2V E L 15,
BIREIEII 1B &35, =70, BRICIFAFHEEUANAD A v 2 —7 21
CIEEBERHAHEFELBRORRET S,
BRARRICSOTEERIZ X 2 BB BEEORAIREINTVHE T
Db, IFFRAREOERL, AAKERZSREREME (B AKEH
FEVBET HHME ETHERR IHERRICHE T 2 ERS,) L&
L. BATBESIFREMES ST ERBEICRETS L 643,
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