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ROBWEHDVH HDNDZ EHHHDT, Bz H7Ilfrv, &
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1.1 EXAEIER
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11.2 Z0ftDEIEA

WE UL | S%BE | 5%k VoKl | R
Ty Py Z5%
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14.1 ERRMBOEE

PTP GZ0#EANI PTP v — + 2o ML TIRMT % & H ki
THZE, PTP ¥ — FOBEKIZE ) BEOHA I A G R~
FIAL. BICIZEILE B L CHEBRIN KRS0 EE R AUHE % BF 5

FTHZENDH D,
15. ZDMOEE

15. 2 JEERARELERICE D < 1B
B o A4 FMCARER 2 T 4 B EROHRS L 2tk

BT, BIREER

O 8 fEAM LI LT, IFIEMIIR. HEE. i

B A\ A AR O SE MR AR S Tw 2 U,

16. EYBhEE
16.1 MFEE
REHEB AN Mk 8 B AH % 5 H RIZS GG IERE I 5 L (2o
YFLILVENLELTIHHEIZ375mg, 2HE»S5HHIIZ
125mg) & X oM EHERE %X 16-1 12, EYBE/$T A —
7 A% K 16-1 IR T,

(11 g/mL)
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0 r r r r r r r r r r r Y
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16-1  EHGRE O MmBE P iREHERS (RN
#1611 REHGHOEYHE NS A -5
B 82%3 Tﬁgw (;?g;:m ?ﬁ?

LHH 8 (?ig) (LSiSSOO) 3§i§
S8 | 7 | 45 | amsm | e | a9

K1 RRATTIE (%ZLBERED)
2 Ll UMl KAl

16.2 WRUR
16.2.1 REDHE
B 14 BICAK (oY PLVELE LT 375mg) %22
WS RN - B v ) — SRRSO G5 E L. L &0
HYBHE ST A — 5 D% F 162 TR T

7:16-2 375mg Hiln T 5 REQ Y BHE T X — 5

£ i Cmax*! Tmax*? AUCq.inf*1
St (ug/mL) (hr) (ug - hr/mL)
] 214 250 1236
2
2k | 13 (235) (150, 4.00) (232
. 200 6.00 1538
#4%3
w14 (164) (150, 16.00) (158)

M1 AT (% B ERED)
2 Ll O/, deKAil)
*3: wlEl - mA oY) —R&

16.3 9%

Iy FLIVELOR MIERAMKGER, 97.7~987%Th -
729 (in vitro).
16. 4 X3

RGP 6 B1IC[14Cl-Z v ¥ P LIVEL 7 < VR 375mg iF
BRI E L X, R TIREICRE(LEAMRI S
n, RREmE LTy Y PLAVELVO Z a VAIIESRIE S
72 AR OEMHR TIREICREMAEIBRB S D GFEA
F—%)o

F 720 in vitro fRHRBROMER, REOCEFEHORHWTH 2
YYPRLNVELD MY T =X FVARRDA ¥ 7 — VR
FURIE, CYP3A # & L8O CYP 5 FRIC X D AER SIS
L s 7z 9,
16.5 HEitt

BN 6 BIC[MCl- > ¥ FLVE L 7=V 375mg i
R ZEPER O Lk &, S5m0 64.8% K U 25.8% 05 E E
NP R ORPICHEE SN2 RELOT Y Y P LVELO3E



R PE SR 520 50.7%. R PElF RS- 19.0% TH
D, #E5ED187% (FEEPIIHS RO 12.0%. RPICHRE52O
6.8%) HMCHWE LTHE S N2 BHEAT—%),

16.6 HEDEREETEE

16.6. 1 BHEEEESRE
B (60<HEHRERIE S M E[eGFR]I<IOML/min). H4E (30
<eGFR<60mL/min). HEJ¥ (eGFR<30mL/min) O 'EHEaER:E
BERIBIIAR (oY PLVEMELT375mg) % A%
C4E5 L7z b S EQEMBIREO % £ 163 1R, BE, hiE
B OCE SRR ERZEOIL LY LY O AUC &,
AL L CZNRZEN 144 15, 149 5K T 160 f5Td o726

HHEATF—%), [92 BR]
7516-3  EiEREREE R & EHRA & OIRYBYHE K

- ?u Crnax¥l AUCqint*! REE L NS RT3 B M2
¥ | (ug/mL) | (ug - hr/mL) Cmax AUCqinf

e I

U] e | em | ook |

I8 | g | esn | aostes | ators

#lme s | on | eny | osun | azeo

X1 RIS (%ZBNRED
X2 AR/ ZITIEDLE (90%IEIEIX M)

16. 6.2 FFigpclEEEE

B (Child-Pugh 473 A) IR ERE OHIR O P&

(Child-Pugh 7% B) NFigaEmERE 8 Bl AH (¥ ML
VYNV ELT37mg) ZHERKROHRYS Lz E 2EQEYTHREO K
RAE2EK 164 1TRT, BERMHEEFEEREEEOZ Y b
LIVEL®D AUC I, HEHERA & I L T2 2N 1.03 RO
0875 CTH-727 MEIANT—%). [93 5]

26 16-4 JFERAERL S B & R & D3R BRE ik

P ) | Cmax™! AUCqine*! B A9 5 Jh 2
* ¥ | (ug/mL) | (ug - hr/mL) Cmax AUCoint
e 205 1150

RN | 8 (5.0 (©24.4)

W e | o | 182 1180 089 103

B | (17.0) (30.1) (0.77-1.02) (0.81-1.29)

113

B | s 153 1003 0.74 087

e T 8 (30.4) (24.6) (0.60-091) (0.71-1.08)

X1 BT (%L B ERED)
X2 RATR/NSE Ok (90%15 X )

16.7 EYIBE(ER

16.7.1 In vitro B
IV Y MLIVENVIE CYP3A % BEEMKAFIOICELE L. CYP2B6 &
U°CYP3A 235 $ %,
Ty TV MLVENMIEIPREEAE (P-gp) KO AME
&HE (BCRP) m#ETHY. P-gp. BCRP, HHT7 =4 b
5V AR—F —RYXRFFF (OATP) 1Bl. OATPIB3. FkE
T=F Y by AR—%— (OAT) 3 RUAEKIFF L bT VR
R—%— (OCT) 1 %[HET 29, [81. 10.2MH]

16.7. 2 BRPREXER
TERERE A % 0SSR BLAVR A % B3R L 720 BRASE O RWBhHELC
JIFTZ VY MLV ELVOEERNT Y Y b LIV L O E)RE
KA T BRSO % % 16-5 L 085 16-6 12/R$ 2 9, [81,
10.. 102 ]

(5)

Va—ngE (5)

7165 PHHEOEYHEICRKIFT LYY FLILVELDOFE

g = B FISE 0> Bl 5512
B3 s g g 5 b
AL | PR | Bl H Cmax AUCq.int
1HH
IV zgizmagh 2mg | ASERG|| 280 6.77
(CYP3A #£5) M | 5HH (238, 330) | (6.16,7.44)
125mg
(AFA)
347
REE. 147
14 (3.23, 3.72)
5HH (130, 167) e
FEFAYTY
g IR
e R 1mg i?gﬂ; g L2 (222'3354)
BA N E Y il 15 g (109, 140) | 7,
W) -~
1HH e S0 17 158
750mg. BhH 05| 14 1 04' 133) (147, 1.70)
2~5HH 10HH o 3, 4
250mg AIELG L1 1.25
(BeA)* 5HH (1.00, 1.24) | (122, 1.28)
FLF=vay $ I
e e M T T
oA E Y WE | 5HH
) S
?;?jfi | 09 1.04
o0 (089, 1.10) | (LOL 1.07)
NN - 131
=k 0.25mg | AR¥EH 5 14 217 (113, 152)
(P-gp HH) ¥E | 1HH (L72,273) |
OANREF
(BCRP, 500mg | 25mg | ARG 14 1.97 1.65
OATPIBL K0t MM | ¥ | 1HH (173, 225) | (LA7, 1.84)
OATPIB3 )| (AHl)iE
AMERNVIY 500mg
(OCTL, OCT2. G| ARG | 1.03 1.02
MATEL RO¥ L) 1HH (091, 1.16) | (0.94, 1.11)
MATE2 #H) Hiln|
X1 BRI O (90%1E HHIX 1)
%2 1 250mg 5t

X3 PEAIRE 11 1
#4 1 JEPRI 13 41

#1666 =¥ b LIVEVOIEYBREIZJIT IR HIE O

T IO WA G 5 1)
_— W ARG T
B | e | am | H L HA 511 H

Cmax |AUCo.: | Cmax |AUCo..

1.05 1.10 124 1.31
14 | (098, (L03, (L18, (1.26,
1.14)%4 | 1.18)%4 | 1.30)%4 | 1.38)*4

4 F72F| 200mg 1HH
V= |1H1M*| 375mg,
2~5HH

092 | 079 | o062 | o054
14| (066 | (063 | (055 | (050,
128)*5 | 0.99)%5 | 069)%5 | 059

A NN E| 300mg | 125mg
¥y |[1H2mE| (RH)

M1 BRI O (90%F X H)

%214 bFaFV—iaEh5 1 HAEOAR L H 2 HEkS

X3 AW EE VI 1~3 HHIZ 100mg # 1 H 2 \¥YS, 4~7 HHIZ
200mg # 1 H 2% 5-L, 8 HH2*5 300mg % 1 H 2 ml#%5-

x4 PR 13 61

%5 1 PRI 3 1

1) REOKFINHEI 125mg $ETH Y. JHE: - R (8
W 12U EO/NBER ATy L vELELT]
HHIX375mg %, 2HHA»55HHIZ 125mg # 1 H 1 B
B595] ThHh,

17. ERERAAE

17.1 BERVLLHEICET 558

17.1.1 EREERSE /4858 [T1221 &ER] S48/ -k
12 LR 70 ekl (18 MR XA ®E 40kg LRI ) @
SARS-CoV-2 12 & % Y B 2 6b 512, 1 H BIEAHA] 375mg
., 2HH»5 5 HEHIEARAK 125mg # 1 H 1 MFOKRG Lz &



V' a—/\gg (6)

&0, FRAOFIUERVEZEEEZRF TSI E2HNELTTS

YRR R 2 AL E AT R R LA & i L Ao FEET

filiZE H 1 SARS-CoV-2 {2 & B EHED 5 JERDRIE T % £ TOR;

m(x%1) & L7

(%1) SARS-CoV-2 12 X 2 BYiE D 5 etk (OB RIRILIE ST
& @B TS LT @ORANZHEIE D, DD
A OF%) OFREREWEREARAS4BRE (0: &L, 1:
BRRE, 20 SRR, 3 EJE) CTRMOL. HEoOEREIL 5 E
ROFTRTHUTFOREE D% &b 24 FERFRBE L 723004
L aEnhiz,
 SARS-CoV-2 12 & % &YIiE O FAE T 2 S FH4E U 72 BEAEE IR
Ty N=2A 74 v (FHHIHRE) BETELLTWS LH
B AV L SRRSO W Tid, N— 2 5 4 VIO FEE
AEEOLDIIPFEEDT, hEEO L OEREMDT, 1§
BED b OV DT ~FE BE DS 3% AR L 22 IRRE L 7
5Tk,
- SARS-CoV-2 12 & 2 J&YIE DFIE /I A & FAE L 7= BEARRE IR
Ty N—=2Z2 74 v (EHEHRE) BRTE/LLTVwRWE
WeBRE ASKIWT L 72 BRSOV TR, R— R F 4 VO HAE
BEVPEEODDIZEELT., WEEDDL DI PEELT,
BEO D OB T TR SR LI wE L IREE
LhI
- BRSO SER [SARS-CoV-2 12 & 2 &efiE DIEFERI 1213
HELTBLT, N=254 v (F5RiMAE) KL
FHL72HEIR] 122w Tid, 2 LoREE LB L,

AL E Nz 12156 (HARAN662H) O H, R—AF5 4 ¥
D HIRTE R VIR E v 722 RT-PCR IS & 0 Btk & HIIF S
N, 512 COVID-19 DIERFEBLA & MAEBLHIF T TORE A
T2 BRI TH o 72 690 PliC BT 5, EEFFMIER ORI E
17-1 RO 17-1 D& B ) TH 7210,

F17-1  FEFHIE H o5 5

AHI B 75 & KR
BI% 336 321
P 254 233
SARS-CoV-2 |2 & 2 it D
5HERAMRAE S 5 £ TOWER (hr) 1679 192.2
D gLl
pfE® 0.0407
NHE— RN [95%E X ] © 1.14[0.95,1.36]

a) SHERDR=ZAF 4 YDA THFRT 0 XS —MRM L 7 ERE 17
M BRI Sz,

b) A EKEMHE 5%, SARS-CoV-2 12 & AIEGIEICH T 5T 7 F L HMO
Kt % J& & 3 % Peto-Prentice ®J@3l—#t Wilcoxon #i5E o

¢) SARS-CoV-2 2 & BIEYYEICHT AT 7 F Mo AEEZEE L@
Cox NH— FET N,

B, RRBROT &R - RIMEEIZR 1720 B) THo 7
(7.2 1]

F17-2 TR - BRALEE

S 112 el 18 i ki DR IE 40kg B3I 18 me Ak 70 i

FEdE |2.SARS-CoV-2 Bt (HEFEZALRT 120 5 LAY ICIRICS 7z Mefk 2
W72 PCR MAR S 12 & 0 A2

3.SARS-CoV-2 12 & % E&GiE 0tk (14 R D) H 12 k) %
BV ALRT 120 W LLPY

4N BALEE EIC B W T, SARS-CoV-2 12 & 2 BEDRER (12 4
R P oIb, PEE (a7 2) O UEORERD 1O ERD
5Nb. 72721, SARS-CoV-2 |2 & 2 IeHE DFFENT A S AEAE L
7R TH DY A1E. SARS-CoV-2 12 & 2 EHEIC X ) Bk L 72
& W AT L 72HE RIS IR 2

5B G- BIE~ R 5 T 7 < & b 10 H BT AT B 8

6. (ZMDOAR) HRTIE R L, HRL TV A AHEMD RV

Bk |1.SpO2 A3 93%LLF (MR

e 2R G2ET B

SN TIPIs: % %5 %

45D E (CTCAE % 5.0 i Grade 2 DA E) O NF#EOIRIE XL
RVERIEE AT B

5.4 L E (CTCAE % 5.0 i Grade 2 DA E) OB E ORI XL
EYERIEE AT 5

a) OBBEUIE K. O IR A, OFH, OEHLITE
T @S IZTSUTFH, O@RALITHOEY ., OEOH A, O,
@Egn (IR EE) , O X 4, W, @TFH, GRERE, @R
TIC T

b) OBEE (EWIK) . O AR IEOE A, QR OEELITTFE
. @B IS T, ©ORAKIEHIED, OREDOFHA, BB,
@B (FFHREE) ., O %%, OEH:, @

¢) RO AT RBERBARAND 4 BBE (0 2L, 10 BRIE, 20 i),
3 EEE) TRl

FIVER B 12, 245% (148/604 1) Td 1. EZREIEHIZ.
EILE Y REHBA 184% (111/604 Bl) T 7210,

18. ETHEE
18.1 AR

IV Y FLIVEVIE SARS-CoV-2 3CL 7u s 7 —E#MHEL,
R &R EOYW 2 HIET 52 LTy 7 AV A ORI
35 10,
18.2 E=HEER
18.2.1 In vitro A )L AEFEHHIGHR

IV Y b UVE VTR RS & V723 BRI B W T, SARS-
CoV-2 Hipsrslitk (FER#R (A RH#). alpha tk (B.1.1.7 H#H%).
beta ¥k (B.1.351 % #%). gamma B (P.1 %&#). delta ¥

(B.1617.2 %#%) . theta ¥k (P.3%#%). lambda ¥k (C.37 &fk).
mu#k (B1621 &%) KU omicron # (BA.118, BA.Ll. BA.2,
BA.2.12.1, BA.275, BA41l, BA46, BA521, BEl. BF7,
BF.7.4.1, BQ.1.l, CH.1.1.11. XBB.l, XBB.1.5. XBB.1.9.1.
XBB.1.16. XBF KU XE R#t)]) (Z6h LTH T 4 VAT EZ R
L. 50%A % (ECsofl) 1&. VeroE6/TMPRSS2 i T 0.22

® ~0.99  mol/L. HEK293T/ACE2-TMPRSS2 MI#2 T 0.026~0.064
%lm‘ umol/L THh-72 b MNa8 B 3RTMERREF VE RV
% 50 ML 2212 BTy SARS-CoV-2 Hibk - #E#k (delta B
1 (B.1.617.2 %#%)+ omicron #k (BA.L18 % OF BE.1 %#%)) 1§
o0+ % ECo 12 0.0514~0.195 4 mol/L T - 72 12),
%E 40 - 18.2.2 In vivo 194 )V RYEFH
5 SARS-CoV-2 BRR 7 BERR 2 3EAE L 72 e~ 7 2I2BWT, 0¥
2" T PUMELIE, 9 AV ARG S OB RO A AR
%’:;:! e 0 MBS OB OVTNOYATYH., N 4 v Ah
T T S O T P P fil & I RARAE WD S 72, % 72, SARS-CoV-2 <% ZBILH
b s TRFRBALAT © DRER R L2 ABBEETVICBWT, B LKL Ty Y
*Rﬁé 336 314 255 186 151 128 113 102 94 79 55 M LOVEVEE TR O, R O R N ORI D O
7ot REE 321 304 265 208 158 139 119 104 89 83 52 HIAsEHD 5N 7= 13,
18.3 Mm%

17-1 FEFHHIHE OF5 RO 7 — i
X FHEFHEIHE ORR DT 75 > <A v — i 18.3.1 EEAREER

FEIBR Lm0/ AR (T1221 3BR) S MAH/ S— Fi2B T,

(6)



AHIHE 345 B, N— 2 T 4 ViR CHERYIFENT AT TS -
7R 204 Bl ) B, 19 BITAAFE S 12 SARS-CoV-2 3CL
7a7 T — BRI T IV BRERPRD LN 2D B, KA
BT 26D LRSS N7 I 7 BRAERIE M49L (12 #1).
M491 (3 ), S144A (2#1) TdH ., M49L i SI44A %EA
L7-43 2 SARS-CoV-21d, =¥ ¥ FLVENMIIH LT, EheE
N7 92 RO BZ MR T 2R L7z 19,

18. 3. 2 JEEEPREER

SARS-CoV-2 Fi IR 538k % FIV 72 in vitro THEZBAERIZB W
T 4fCHEFC L 7245 55, SARS-CoV-2 3CL a7 7 — ¥ g2
—D7 I JMER (D48G. M49L. P52S J UF S144A) M OHE
DT I WER (MAIL/SI44A) % AET DR D Sz 19,
D48G. M49L, P52S X3 S144A %3 A L 7-##t 2 SARS-CoV-2
E. Y MLVEMICH LT 37~17 oS T 2R L.
M49L/S144A % EA L 7-4#t 2 SARS-CoV-2 1k, =¥ ¥ bL IV
YOV LT 100 5 DS AR T %2R L 72 10,

19. BT ICEYT SELZHMR

21.

—MaRE Y MLIVEN T VER
(Ensitrelvir Fumaric Acid) (JAN)

b4 : (6E)-6-{(6-Chloro-2-methyl-2 H -indazol-5-yl)imino]-3-[(1-
methyl-1H -1,2,4-triazol-3-yl)methyl}-1-[(2,4,5-
trifluorophenyl)methyl}-1,3,5-triazinane-2,4-dione
monofumaric acid

53 F3% ¢+ CoeHi7CIF3NoO2 - C4H4O4

g5t 647.95

PR ARoBERTH 5,

bt

M
. “N % x e
. HOZC//Q§>/C02H
F
JCC
Fls : 2452C

RN
I A 7 EHEIW 2 R ED L, EYNCERT L 2 L,

22. A

74 (74 (PTP) x1]
28§t [14 8¢ (PTP) x2]

23. EEHK
(SRR R 7]
) HNER Y FLVELDT Y N RO VO RER S-S

2)

3)

4)

5)

6)

7)

8)

AER (2024/3/5 K2, HEHERLE 26.6.3) (202200224)
HMANER =Y PUVELVOREERATERE T HRB G
TR - 24et) (2024/3/5 KA. B ERE 2.7.6.1)
(202200225)
HPER  [MCL= v ¥ FLVE LD in vitro MRS ¥ 287 5
kB (2024/3/5 KA. WS EFRE 2.644.1.1) (202200227)
HV\JQH IVY MLLVELDANT v ZARE (2024/3/5 7
B, HEERE 2762, 272212) (202200228)
*iw*ﬁﬂ I Y b LV ORHBEERR R (2024/3/5 &
P PG 2645.1.2) [202200229]
MR T2 N LV L O HR AR ot S R B e 2R
B (2024/3/5 KGR, HIREEEMEE 2.7.6.6) (202400029)
FHNEE : T2 b LV L R R E B R SR B R A
B (2024/3/5 7K. HREEEMEE 27.65) (202400030)
HNER 2 PUVEVORBEELEILIL T Y AR—5 —
A L7 3MI AR 2 5Bk (2024/3/5 KA. HIRSEHR
WEE 26454, 264.7) (202200230)

XCV 14T

va-—ngE (M)

9) HANEE oY FLIVELOEYMEIEHRE (2024/3/5 &
. HEEEEEE 2763, 2767) (202200231)

10) #EE : =2 FLIVEL® SARS-CoV-2 e Bt 44511/
MAH#E% (Phase 3 Part) (2024/3/5 #K#E. 5 & R E
2764) (202200309)

11) HA&ER =Y FLILVE LD SARS-CoV-2 3CL a5 7 —
PGPk 5 BERE (2024/3/5 &G, H G5 &R
2622.1.1) (202200234)

12) HWNEFR : =Y b LIVE LD SARS-CoV-2 ANz BT 5
WA v AWM REE (2024/3/5 &FE. HFEHNE
262212) [(202200235)

13) AWNEFR : =¥ b LIVE LD SARS-CoV-2 e~ 7 X EF )
B S in vivo SEFVERICEI T % Bk (2024/3/5 KGR, H
R 26222) (202200236)

14) #AH%EE : =22 FLIVEL® SARS-CoV-2 e Bt R 4511/
M #ER (Phase 3 Part) ®7 I VAR (2024/3/5 K3,
HIFE GRS 2724.1.2) (202400031)

15) #PEH 1 =2 ¥ b LVEIVISHEE B SARS-CoV-2 i P55 3t
B (2024/3/5 K8, WREEEHRE 26.2.2.14) (202200237)

16) HENEE 2o Y FLLVERMICHT AU N—ZA T 2 2T 4 7 A
HIk SARS-CoV-2 £ SR 0 3 &S vkl (2024/3/5 A&,
HIFE RS 26.2.2.1.6) (202200238)

24, XEERERVEOEDHEE
TRUr sk N At ERBHRE v 5 —
T541-0045 KBihidJe X EERT 3 TH 1% 8 %
K 0120-956-734
FAX 06-6202-1541
https://med.shionogi.co.jp/

26. WiGRFTHEES

26.1 BLEMRSEIT
LIRS B S
KBl ge X BB 3T H 18 &

® : BEREE



