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HEZ3T5mg 2, 2 HEAS 5 AEE 125mg & 1 A 1 F#gO#%S
ERGE

7. Bix - AEICEET S EE
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14. BRALEDEE

14.1 BEHRMBOER
PTP @A DFEANI PTP > — bS5 MO L TR 2 L5 58T
22 &, PIP > — HDFREKITR D WS TRAY BB R AR A
L. HITIRZEAZSB I L THEMARSEOEBREIHEZHET S
ZENDH B,

15. EDMDEE

15.2 FEFRAREER ICE D < 154R

HZZ A FICAEE 2 T 4B EROEE L # il
POT, EERBEHFRO § 54840 LT, FIRMIR. B3 B S
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16. EMENHE
16.1 MAFBE

flFER A 221k 8 Bl AR % 5 HMZeEr R I 5 L (T
ShLIIEINELTI HEIZ375mg, 2HEM™S 5 HHIZ
125mg) & XD AEH BB £ 16-1 12, HYBRE/N T A —
5 D% 16-1 ITRT.

@

(1 g/mL)
10 1 —o— &5 1 HH 375mg, 2~ 5 HH 125mg

CFfE + R Z)
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BESTSN7TVUVUHEBEEES

2
o
0 24 48 72 96 120 144 168 192 216 240 264 288 (hr)
Ef

16-1 IEHRSREOFEEMmMEEHEEHESE (RN
#16-1 R TR OENEE T A~
. Cmax*!1 Tmax*? AUC- 1 Ty 91
BREH | M (1L g/mL) (hr) (g« hr/mL) (hr)
92.3 2.50 372.9
IHA 8 (14.8) | (1.50, 8.00) (12.0) B
, 28. 1 2.00 518.3 51.4
SHE T 456 | (oo, s.00) (13.0) (19.0)

X1 AT RS RED
X2 HRE (BME. RARTHE)

16.2 WRUR
16.2.1 REOHE
fRERR A 14 BITAHK] (> BLILEILE LT 375mg) 2%
eSO BN - o) —REBIREBICHERE DR GELZEE0
HMBRE/ ST A —F V2K 16-2 1TRT,

K 16-2  375mg H[aE SRFEO Y BIRE /N XA —F

o) o (max*! Tmax*? AUCQ-in*1
M (pg/mL) (hr) (pg -« hr/mL)
91.4 2. 50 1236
o ,
Eigs | 13 (23.5) (1.50, 4.00) (23.2)
. 20. 0 6. 00 1538
T3 A
RS 1 (16. 4) (1.50, 16.00) (15.8)

X1 R (VEEIRED
X2 HRE (BME. RORTE)
X3 il - O —f&

16.3 9
I RLIIVENOE MIEEEFEAERIZ. 97.7T~98. T4 TH >
7= (in vitro)

16. 4 £zt
fREERANICT > NLIVEIL  T<I)VEE (RIEAD Z B[R O%
HGELAEZEE, MERTIRIEICRELOT S > N LIVELARKRE
. R@EpEL T NUIIVENLOZ O)LAHADRE S 1
oo RATEERREOI > NLIVELSHBE I N, #Y
ELTIZRLIVEID Y 7Y =V A F IR H 1
=9,
7z, in vitro [RHHABROER, RPoR#MWTHH T ML
JWEID R 7 =)V A FIVRIZ. CYP3A 2 & D CYP 43
FHEICE D EREIND EHEESNRZY,

16.5 HEtt
fEBERRA B 20 licT > MLIVEIL TxIVEE (BEAD %
I3 RLILVEILEL T 250~1000mg T 221G I BA A1 % L1 4% 515 L
72EED, 5% 144 R TORPPEMZRIZ 16. 0~21. 8% T
Ho=,

16.7 EMHEEER

16. 7.1 In vitro HER
T2 MLIVEIVIZ CYP3A ZRERUKFAYICEHE L. CYP2B6 KT
CYP3A #3538 T %,
Fho T RUIIVEINZPHEEAE (P-gp) KUANAMEE




FHE (BCRP) DFEETHUO. P-gp. BORP, HHT A FF >R
R—%—RUYXTFE (0ATP) 1BI. OATPIB3., HHEY =F >+
CAR—=F— (0AT) 3 KRUVEWIFA L RT AR —F —
OCT) 1 ZfHETZ P, [8.. 10. B
16.7.2 ERRREER
ERERR 250t U SRR ELAE A 2 30 L 72 PEASE D SEMBhaRIC
KETIZOMLIVENOEEEZE 16-31TR7T Y, [8.. 10.,
10. 2 8]

F16-3 PHRAKOEMBEICKIFIIT TP MLILELOFE

. - Df F S Bl 5K
e s @ RN
A% | ppms | wme | Cmax AUC)- it
1 HH
o 375mg,
SR AV NN 9~5 B B 2ng | ARG 14 2. 80 6. 77
(CYP3A HED) | © ! ¥E | 5HA (2.38, 3.30)| (6.16,7.44)
125mg
[€:N<1))
3.47
Ak 147 °
14 (3.23, 3.72)
5HH (130, 16D 7 L s
TRIAS Y 5 R ‘ 2.38
B R K Img | 1 1.24 ©.93. 2.50)
HANE > LT e (.09, Laoy| "
B341) - §
1 HHE AR B & L7 1.58
750mg. &5#614“MR3$041LW)
2~5 HH 10HH T 3, x4
250mg ARG 111 1.25
(Ffl) e & 5HHA (1.00, 1.24)| (1.22, 1.28)
JLRzvyoy ENE 530S 110 L19
(C=957:11-9:3 10mg | 570 5| 14 ' ’
2
BRIl E %E | 5HE (0.99, 1.22)| (1. 10, 1.15)
I B =
gfi§14 0.99 1.04
10 BB (0.89, 1.10)| (1.01, 1.07)
e 1.31
D &S 0. 25mg | AL " 2. 17 (13 152
(P-gp HED) HE | 1HHE (L7227 7
OANAY F
(BCRP, 500me | 2.5mg | AFELG | 1.97 1.65
OATPIBI Fe¥ | B[l | HiE | | HE (1.73, 2.25)| (1.47, 1.84)
0ATP1B3 JEE) | (AF1) &
ARKII > 500mg
(0CT1, 0CT2, Cfift| AR | 1.03 1.02
MATEL TR EL0)| 1HE (0.91, 1.16)| (0.94, 1.11)
MATE2 J8) |
X1 BAR/N T FEH DI (0%(SHEXH)
%2 @ 250mg $E

X3 BRI 1L
X4 JEDFARE 13

) AEORFESNHIZ 12mg ETHO, HE - HEIT Tl
W 12U EO/NRERORAICIE T FLILELEL T
HEWX37mg 2, 2 HE2S 5 HEWX 125mg 2 1 H 1 [=#E 0%
53%) Ths,

17. ERPRAREE
17.1 BMERVLLMICET 5 HER
17.1.1 ERERSE I /4EEER [T1221 HER] #14HE/— K

12 LA B 70 R (18 ARMIIAE 410ke DL LITR2) @
SARS-CoV-2 IZ K 2 & PYE B F 20t 512, | H BIdAHF 375mg %,
2HEM™S 5 HEWEAA 120mg 2 1 H 1 BEREROKZGLEZEED,
AR OFEIE R VL2 ERFNTE2ZE2HMNELTT IR
TRV 2 (b — B B MO AT RE R ek B 2 S it U 7=, £ BERAHiIE H
1% SARS-CoV-2 12 K B IR YLE D 5 FEIRRE T2 £ TORR (K
D &Ll7%.

(3%1) SARS-CoV-2 12 X B EHYE D 5 fER (OBER TS
@EAKIZHDIED., @MEDH

v a—/ngg (5)

BREE, 2 R 3 EE) THMEL. EOERITLE
ROTRTHLLFOREZE DI &b 24 BEG L - 58
EXINi,

- SARS-CoV-2 1T & 2 B YYE D FEIE A 2> 5 TF1E L 72 BEFE IR
T, X=X T4 > FEHEHiHE) FRTEELTVWS EH
BB AVEIT U RIS D W TR, N—R 51 VD EAEE
NEHEDOSDIZHHEELT., PHEEOSOITRELIT, &
FED® OIXEREE LT N EAE R AT S SRR L 72 RiE & 7
5T &,

- SARS-CoV-2 17 & 2 REYuIE D FAE R D 5 1E1E U 7= BEEIE IR
T, "= T4 > (FEuigE) RETELL TWanE
PeER VI U fERIC D W TR, N— R 51 C D ESE
ENEEODDIIEELUT, FEEDOLDIXHEELIT,
BEO D OB LN NEEE SR 3tk Em L2 Rig s
5T &,

- BEIDIAR DEIR  [SARS-CoV-2 12 & 2 &Y D FEFE R IZFE
FELTHELT, R—251 > (FGaikaE) BB s
BWUER] I2D0WTIE, BLOREERS Z &,

mEZ LI N 1215 61 (HAEAN662H) OS5, X—=ZXF1 >
O SMHEEY < WA 2 VL 728 M RT-PCR 12 & 0 Bk & Pl X 4.
X 512 COVID-19 DRERFEIR & MR L EIAT £ TORFRAT 72 K5
ARG TH o= 690 FlICHBIT 5, EEFEE O RITE 17-1
KO 1T-1 DEBDTHo7=Y,

F17-1 FEFHBIEE Of5 R
AHIRE 75t R R
Bilg o 336 321
i 254 233
SARS-CoV-2 1T & % S D
5 FERDMRAE 9 D £ TORER (hr) 167.9 192. 2
Ol
D fi » 0. 0407
NY— R [95%EHIKRE] © 1. 1410. 95, 1. 36]

OpEE O mR R

77 ARE 321

a) SIERDR—=ZTA > DAATHTRT 0 XIF—MRMP U 785 137
DAY S AN g

b) A EAKUERmIM 5%, SARS-CoV-2 IZ X BIEYWEICH T 2T 7 F U HEOA
% JE &9 % Peto-Prentice D fFH—H&Ak Vilcoxon BiE,
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Cox NH—REF ),

s (%)
E‘100—
% 80
7S
B 60

10

20 — AR

- — JouRE
T T T T T T T T T T T

0 48 96 144 192 240 288 336 384 432 480 (hr)
RIRBIAN 5 DR

314 255 186 151 128 113 102 94 79 55
304 265 208 158 139 119 104 89 83 52

ENSUEE S

AFIEE 336

B17-1 EEEHHEE ORERO N T 5 <A Y —liik
B, ARBROEGER - BRIEERR 172080 THo 7,
(7. ZHd]



vV a—/n§E (6)

£ 1T-2 TR - FRoELTE

|1 12 3L 18 AR DRE 40kg BL_E T 18 #ELLE 70 A
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. SARS-CoV-2 1T & B IEHYE DFEIR (14 5ERY 055 1 DPLE) %
HDIEVE 2 LT 120 FEREICAN
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a) OBBESUIIEITRE. QW IIMEDR A, Q. @EREIIFE
. OB FEXFFERA, @RKIHTED. OHFEOR A O,
QBTN (FREH) ., OtxK. OmEH, @TFH. GERE, On
TR,

b) OBEE (I . OWIKXIIEDOR A, QK. @BEIIFE
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ORI (PRHE ., Ot:xK, OEE ©FH

©) JERDRIT ZHBREARND 4 BBE (0720, 1 RE, 20 f5geE,
3 HE) T

BIVE R FEBIEEE, 24. 5% (148/604 #) TH U, F/zg@IfERIZ
ELE Y REAREAD 18. 4% (111/604 1) TH->72 Y,

18, EERHFEE

18.1 {EFHERE
I >3 bLIVEINIZ SARS-CoV-2 3CL YO F7 —YZHEL. R
& NI EOEMEMIET S 2 ET. 1)L ADER 2T
% 10

18.2 EB{ER

18.2.1 In vitro 7 A )\ RIEFEINFISHE
I MLIVEIZMIEE#ERZ AW ERBRICB W T, SARS-
CoV-2 ERIR 7 BERE (IESREE (A %#%). alpha #k (B. 1. 1. 7 RH).
beta # (B.1.351 R#). gamma £ (P. 1 R&H). delta ¥k

(B.1.617. 2 %#%). theta # (P.3 R#H). lambda #k (C.37 %

). mufk (B.1.621 ZH) K omicron K (B. 1.1.529 7BA. 1.
BA. 1.1, BA. 2. BA. 2.75. BA. 4. BA. 5 RONXE Zf%)) Ikt L THL
TAINAIEREER L, S08ERIRE (BCso fE) 1. VeroE6/
TMPRSS2 #lIAe T 0. 22~0. 52 zmol /L., HEK293T/ACE2-TMPRSS2 i il
T0.026~0.064 xmol/L Tho/. #Mt MEPEHMEOE ~
SELERE3RTBEEETT I EZAVEMEEERIIBNT,

SARS-CoV-2 FEFR 4Bk (delta®k (B.1.617.2 %%K)) ITxfd 2
ECoo 12 0. 117 mol/L TdH -7 1V,

18.2.2 In vivo iV A4 )L A1EA
SARS-CoV-2 ERIR 7 Bikk 2 M L 2 B U 2 I2B0n T, T

MLIVEINZ, UV RBERERD S O GKR O 1)) A i
20 RIS DR GEDONTNOHRETH, M1 IV AN
il 2l BAR RN A S /7=, E£7=. SARS-CoV-2 <7 Z Bk kk
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MUIVENBETEGROKE, AFEMMOEE K RER DO
HAED 5Nz 12,
18.3 M4
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S-217622 1.8 RIXE (B) DERERR

1.8 RIXE () OFRERAM
1.8.1 $hEE - B R UV ZFDHRTERMN
1.8.1.1 Ee - IR (F)

SARS-CoV-2 |T K % JikYuiE

1.8.1.2 hEE - R DR TEIRM

Phase 2a Part, Phase 2b Part D5 12 -5 < R EMRAUILL FTOBY Th-7-.

S-217622 1%, HEIEAMEFFLIMERR 2 0 F 7 A LA 2 (SARS-CoV-=2) ElnFIZa— R&End
WY B RIEDT vy v T ROT A N AFRICYITH % 3C-Like 707 7 —E & HEHET
5 Z LIZX Y, SARS-CoV-2 DHFEZHET 2R AF G ARV A NV AAITH D (2.4.2.1.1 1
Z ).

FEREARFEFEFRIR O in vitro FHMTIX, S-217622 1T AL 7 Z L XV BIZERBRD LN TN D
B DBGR ST BERR IS L THL SARS-CoV-2 iEMEE A L, B BRI 63 2 IS MO (38R
C/ha <, MRS 2 2 3R L 0 e TIRURE THL SARS-CoV-2 IEEEZH 35 Z &0
RSN (24212 HSM). F72, SARS-CoV-2 [~ 7 A % AV 7= in vivo sl TlX, S-217622
EROZLETHZ L0, BYRES RO 24 REEZ IS GBI LW hogaTh, K
FHITIN T A L 2 T O 237880 Btz (2.4.2.1.3 THEHR).

R PREBR ClL, SARS-CoV-2 Y 45 2/3 fHakliR (T1221 ki) 23k L7=. T1221 #kBk
13, BRE/ A K OMIEERE D SARS-CoV-2 J&YL#E A %5 & L7- Phase 2a Part, HRSE/HEIED
SARS-CoV-2 [y % x5 & L 7= Phase 2b Part & O" Phase 3 Part, M ONZ $ESE g/ FESE IR D A
3% SARS-CoV-2 J&He# % %4 & L7= Phase 2b/3 Part THERK S N7, 2B D Part D9 b,
Phase 2b Part @ 2 -2 EFEEAHIA H & O Phase 2a Part D &AM RE B2 LT, KA DA %hik %
A L 7=,

(1) FL7 A L 2R

R JE/HHE0E D SARS-CoV-2 J&Ye# & %4 & L 7= Phase 2b Part © EERHBIEH O 1 > TH D,
Day 4 BifilZH17 5 SARS-CoV-2 DA VAT DR—A T A b OFHEEGE AL BT,
375/125 mg BEK N 750250 mg BEOMBECTT 7R E B L THEICKE o7 (WThtd
p<0.0001)(2.5.4.1.3.2.2 THZ ). Day2 & (X Day6 (28 Th, 375/125 mg B K& TN 750/250 mg #f
DM CTHEZNRD bilz (Day2:ZiLZ40 p <0.0001, p <0.0001, Day 6: Z L4 p=0.0012,
p=0.0010).

PRI/ R A M OMIESE [ D SARS-CoV-2 S YL 4 %5 & L7 Phase 2a Part O FEFHlITHE Th
L, DANVAIEDR—=AT A L inD DEALEIZOWT, Day 4 FES T 7 vAREEL LT
375/125 mg B K& TN 750/250 mg BED AL TR 11ogio (TCIDsy/mL) Db 2 /R L, HEEE AL LR
DHEEM & 77 AR & i L TR 1logio (TCIDso/mL) DD 278 Lz (2.5.4.1.3.2.2 HEZW).
F72, UANAZRNA BEDON—AT A D DEAEIZONWT, Day4 Kipi TF 7 BARRE L g
L T 375/125 mg #¥ K& T 750/250 mg #EDMFETHKI 1.4 logio (copies/mL) DI AR L, FHEEH 7
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AL BEOHEEM S 77 B RRE L HEE L TH 1 logio (copies/mL) Db &7~ L7z (2.5.4.1.3.3.1 A
BIR). FOML, A LA SHEBEPELR L O A L 2 SRR BN RERR S 415 £ TORRICH
WTh, PLUA VAR E R THERIE S 4, RT-PCR BHPE#E & OV RT-PCR 212N e WIS R &
5D ETORBIZOWNWTHIM VA NV ARE R TE N A LN (2.54.1.332~254.133.5H
Z ).

L EDOFERIN G, BE/TERED SARS-CoV-2 JEGEF TR W THL VA VAR fER S -,

) B PR IR i 2 2R

WEIE /T AIE D SARS-CoV-2 J&YL# & %42 & L 7= Phase 2b Part O %, 9 1 DD FEFHMIEH TH
%, COVID-19 @ 12 JEREFFA 2T @ Day 1 7°5 Day 6 £ TOHNFEM &7 0 O LRIz oW
T, 375/125 mg BE M O) 750/250 mg BEDO W HUCB W TS 7T v REEL i L THEAENRD S
NI T2 b DO, FJHHEFE A BEOHEEMIX, 375/125 mg BEK Y 750/250 mg DFETT T+
RRE L L CRED o7z, A 7 1 URRIRAT# OIEYE & LIS R A3 72 S 4u7 Phase 2b Part
DOYWBRF LM TIIR—RAT A O R aT OFHMEN 1 [ERE) RimOIERN%E <, 1 (8RE) LLE
TholeDlE, FABEK (FEFK), BolX S UIHE, SKXIHSED, BEOFA, %K TH
0, INHOIEREETe, FPRIHER (BASUIESEY, WROFEA, %, Ui [
TIX, 375/125 mg BTN 7501250 mg FED W FUZIBWNT H 77 B AREEE O] CH E R BGED 7~
BN (TN p=0.0153, p=0.0033). F7=, EREHRIER K TRIED, HEOFEH,
B, BEEESEVT, BT S UIHENY) ROBIEER (FEOR A, %, BolE S XIHE) o 74
FFA =27 @ Day 1 225 Day 6 £ TOHAREH 7= D OZE(LETIL, 750250 mg #EIZIRBWTT 7
TR L ORI THRERUGENRA LIV (ZHEI p=0.0149 XL p = 0.0070), 375/125 mg FfiCks
WTIHAEENRDLNE o bDD, 778 ARARLVKET LMEH LA AL
(2.5.4.1.3.2.1 TERHR).

Phase 2a Part DFRJE/FHESE D SARS-CoV-2 JEYLE IZH51T 5 COVID-19 SER D EE T 5 F TD
Kifi, COVID-19 JERGFEA 2T DR—R T A4 b OZ k&, KO COVID-19 fER 2 EIE L
TEHRE DEEICBNWTS, MKERKEDREZ TR THAAADLNTZ (254.133.6~
2.5.4.1.33.8 THEM).

LLEOREFR &, BE/HEEIE O SARS-CoV-2 YL IZ B W CHRERIE RS E N R 3 iR S vz,

PLEoD X 51z, T1221 3%k Phase 2b Part O EZFHMIIEHE O 5 5, 7' 7RIk L THE R
U ANV ANEDETE S 4L, COVID-19 @ 12 SR TITAEZEDRD DN T2 b DD, WEREs
SEIR CERIRER S B R MEER S 7=, £ 7=, Phase2aPart O FEEHIEE CTHHLY A /L AGHER
DR S, BEEOBIKIHMEER TH 7 A /L A0 F M O EIER S E D R & TR 5 R0
BoNz., INbHDOZ LD, BIE/MFESED SARS-CoV-2 [EY«H 123 T SARS-CoV-2 (2519
DI A N AR R ORI R G ED R BRI NI LB 2, RFBIZBT 28R IR %
[SARS-CoV-2 T K D EYE | & a%iE L7z,
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4A:[al, Phase 3 Part D EH /e FE R A2 AT L, ZhEE « RO W THMER L.

<FEARIER SN R >

ITT 4D 5 5, COVID-19 FIED b HEVE A EIfH E TOREHEA 72 R AR OEMIZHB VT,
FEFHEE TH D COVID-19 @ 5 fER (AR ESED, MEDJFA, %, Bold S 3%
B, T AR DRI DSIRMET A £ TTORMTIE, 77 BARREE ik LT 375/125 mg BT,
RO e LT 243 KEfH (K91 B) OEMEN AL, £T-, HiEMIEHETH D 375/125 mg B
THREFFRIC DA BEREN RSN Z £ (Peto-Prentice D J&RI|—fAl Wilcoxon #7E : Fr il
p = 0.0204), Phase 3 Part ® L3 H LR L7- (2.54.23.2.1 THEMH). ZOFEENS, Phase 2b
Part T/l SN EAFIOERIERLER RPBRES Nz, 61, TOMORIKEFHEER TH
% COVID-19 @ 12 iR B O 14 SERDMRAE T 5 £ TOREEIZIBWT, COVID-19 FIED b HEAE
2B E TORER 72 BEFIARIOHEMN TIE, 77 BAREEE il LT 375/125 mg BET, HR{E
ELTENZER 34.0 KEfE] (K9 1.5 H) OFMEE AT 44.1 Kf# (F0 2 B) OFERENFE O v
b (2542341 HBR), I 70 CRRICEEEYE UCEMERIS L Lz 5 ERICIRS T
COVID-19 DHEJAVERIZIB W T HFBIOM A 2~ L, ARH O EATERYGED R & SR LT
HHDEEZD.

<A IR >

FERIRFEEEE Th 5, COVID-19 FAEH S MAEA BN £ ORI 72 FERARE OE M
\ZBIF D Day 4 TO A LA RNA BEDOR—RAT A Db DELEIZOWT, §REEHE T
%, 77 BREEL R LT 375/125 mg BETHI 1.5 logio (copies/mL) DI %7~ L, #EtFaIc
BEERENTRENREZZEND (p <0.0001), FEIFMER & RSB S Lz
(2542331 HHZH). b9 —HO>OFELRIRFHMEEE Th 5, SARS-CoV-2 D7 A /LA FiflifEM:
DN HERR 3D F CORFRIZE T 2R RITBES S TR0 H DO, Phase 2a Part LT
Phase 2bPart T—H LT, VANV ANMELNT A /LA RNA ZHHEL Lz, RFIOENTZHY A
INAHEDPHEER SN TEY, TA VAT L DREfIT Y A LA RNA 12X DFf X 0 & IR
MEWNZ EMG, b ) — DO FERENRGHEE BIZH W T HRIRP R SN D ATRetEi T &
EZ2D.

VA EIZ7R L7238 Y, Phase 3 Part CHEEHRIZEM L, COVID-19 FIiEN b HIEREIFF £ TO
RFRD2Y 72 BRI R OHE M T, BE/FEE D SARS-CoV-2 JRYLH (2R 2 B R IE R e 20h 1 &
A /LA RNA ZHEHEL LToHID A VAR DBBGEES NIz i2, R D508 - 23T,
ATfEI 2 58 3" [SARS-CoV-2 1T K DIEYHE| & L7z,



S-217622 1.8 RIXE (B) DERERR

1.8.2 A% - RERUZDRERN
1.8.2.1 Ri% - RE (R)

WE, 12U EO/NER O AIIZZ Y FLLEALE LT HEIX375mg 2, 2 H B
55HHEIZ12Smg & 1 H 1 RREAKSTS.

1.8.2.2 Rix - AEDRTERL

Phase 2a Part, Phase 2b Part D5 A2 S < R EMRAUILL FTOBY Th-7-.

FERRRIEBRIBR O N 7T 4~V —K0E LRI Z AW F M OFE R, & BT SARS-CoV-2
T A VA B L 90%IK T S D 7 DI B IR ARH O MEF EEY) R EE (PA-ECo) 15, 0.374 ug/mL T
otz F7z, SARS-CoV-2 [EYe~ 7 A & H\ - 3 EhRe/#K )15 (PK/PD) f#AT OFER, AFHIEE
BAZ X 0N T A VA IB AR T S8 57201218, SR 2 a2 i e e 4
BHEHIMAZE U THER T2 ENEETHDL LB L. MNT A VA% 1logl, 2logio
KON 3 logio (TCIDsy/mL) K F S5 7= DIZ M B~ 7 A MBFEFIEBD L (Casn) 1TTNZEN
1.61, 7.90 }2T*30.7 ug/mL T&H Y, Potencyshift #ZE L CitHE T L, ZNHICHIETHE b
MATPEEMREE 1Y, N E 1.24, 6.09 LN 23.7 pg/mL & HEE S 7z (2.4.2.1.4 THSMH).

BEFER N 2t & L7258 1 AR (T1211 #kBR) C, AARNEERRA BMEIC S-217622 (EH#H)
? 20~2000mg Z 1 A 1 [AIH[EHE G U72FER, Crna X OV AUC 3R EICHA L THER L, -
T 42.2~481 FEfH Th o7 (2.53.1.1 B, Fo, T OHEIZBWTERMEICKE
RRRERITR L, BRI REFTH o7z (2.55.1.5 HBI)., LT, FHBAER LS00
ZHLD A NV AR OFBU L2 MAE T IEIREICENZE L, £ OMIEHEMRE 2R L, X
BERGICEDBBEOLEREZ /NI TH-012F, AR EHFAREZHAGDED 2 ENR
WMEFEZT- F72, 8 BB E b~ SARS-CoV-2 & H#EHA M K OV DR RGE E 2 [1],
FERGIR SEBERBRI LS S B L 7oA MDA © & 2 AR 3EWIR I 2 7= T B & L LT,
Day 1 (2B AR AR E LT 375 mg, & D% Day 2~5 I[ZHEFFH & & LT 125 mg (375/125 mg),
XX Dayl \2OHAMMAEE LT 750 mg, £ Dt Day2~5 ([ZHEFFHE L LT 250 mg
(750250 mg) @ 1 H 1[a] 5 A ER G 2% E L.

T1211 RBR T, HAAFEERABIEC S-217622 (E#EHA]) @ 375/125 mg XX 750/250 mg % 1
A 1[H5 AERS LIoRER, 50 NG T £ CRREOBRZENRD b (2.53.1.1
HZMR), e L-AMMAE MR EOBEUMESHR I N, 512, 375125 mg LD
750/250 mg #E L& H 1T, G AE U T, PA-ECo & /712 L[a] 5 (i 47 S840 8 A Mikf L T
D, BT, v RAERET MZBW TN Y A VA JiliZ 2 logio (TCIDsy/mL) 1K F ¥ 57
DI B AR IS 32 & M iR EMIRE (6.09 pg/mL) & L[AD Z LR S
Nz 2.53.1.1 M), MR OEAFMECHO N TE, Zethic k& 2Ba3k<, 2Rt
BiFThHo7 2.551.5HSMH). OO EMND, SARS-CoV-2 [EYH & ktg L L5 2/3 #
ABR (T1221 3ABR) TIE, $BE/ P AEE K OVSE R/ IR O A A 3% SARS-CoV-2 JEYF(C
375/125 mg X% 750/250 mg & 1 H 1[0 5 HERER G L1z & & D, S-217622 DA RMWER V24
PEZRHMET 52 & & LTz, 728, TI2I RBRICE T 2 IBBAIC L 2 BRFOREBORFHILD, &
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FIZ L o THIRHICH BEREWERBA~DORENRO GNRNoToZ L b (2523 HEHR), &
HEMFOBREIIAEL Lz,

T1221 7% D Phase 2b Part (23T, 1.8.12 THTIR7/-i@ Y, #E/FEHE D SARS-CoV-2 Ji%
YuIZ 375/125 mg UE 750250 mg % 1 H 18] 5 AENE#EG Lz & 2 DH T A VA FE L)
ERAREIRUGERN R GRS . £, BRMROEABMEIZOWTIE, T1221 RO Phase 2b
Part IZHBWTC, CZBFOEEBRAFTHFZIIMESINTE LT, RIEHOIRBEFIZT 375/125 mg
RET 13.6% (19/140 1), 750/250 mg #C 22.1% (31/140 ffl) TH-o7=. WD FHE T 2%LL
FiCHESNTZRIERIX 375/125mg BECEmLE Y AERARD (9.3% [13/140 fil]) D 4,
750/250 mg BE T bbE Y ARE FIED (15.7%[22/140 1)) K ONEE R EIE (2.1%[3/140 $]) TH
0, REMEICKRE BRI, ARMEIRETH -7z (25512 HEMH). X512, PK/PD fif
Bront, 340 U 7- R4l Claie 5% 20~28 BRI Mg EE (Cun) OETOHT Y —
(20 pg/mL AJii, 20 LA L 40 pg/mL AKJifi, 40 pg/mL LA E) CTRIFERE DHL T A /L A0 F K O HIE
WECED MG ST (2.5.3.1.32 THERH).

T1221 FRBRIZIVT, BE T 20 BRI~ DB GRBRN D720 b DD, COVID-19 D AT
JERIZEEVY, /IR D SARS-CoV-2 JEGZE MNHIMM L TV D Z L IT8EA D & [1], /NEOTREGRINK
D12 LT, KEIZFERHTERRIICL TELS ZEITARTH D & & 2 7. AL 3C-Like 7
m7 7 —EBHEIZLY SARS-CoV-2 D4 HET S5 VA NV AAITH S 7-8, HEEEMITK
NENRTHREETH Y, LEIMBEIZEITRNEEZ SN, I 5T, RAIORBHREIIHE
BAAET D52 ENRBRINTEY, —ETRPICHE SN 523 (2.53.1.23 HSM), E23E MR
RO N T o AR—F — OB EW ITBEEIX 10 LA Lo/ ERATRESERS
RNEHEINTED [2], 10 5L EO/NE L RN TARFIDOIREICK E REITRNEZEZ BRI
7o, IR0z END, 10U EO/NRIZBNTY, RAERUHE - HEZRETSZ RN
ARETH D EE %, TI221 BRIZEDYE, 125K EO/NRZRGE Lz, 20 sk~ 5%
ik & L C, Phase 2a Part @ 375/125 mg #£ 1 5l (15 5%), Phase 2b Part @ 375/125 mg #£D 7
(13~19 %), 750/250 mg #D 7 # (12~19 k), 77 B HAEED 4 ] (16~19 %) IZBWNT, LR
PEICHEB DI AR B e ino 7z (2.5.5.1.4 THEBM). F7=, RHENEMEhREMTICB VT,
Flph T Y — (12~14 1%, 15~17 1%, 18~64 i N 65 Ll b) BB W TR RGO
RO N2 Lnn, Pl L2 FEEH CIXFERIC L2 &R ARE LB X
(2.5.3.1.3.1, 2.53.2.6 THEMH).

PLEX Y, 375/125 mg K O 750250 mg #E & ST+ 50 0 A L ADF K OV—E DERIKRAIA
BIPER I S, et OB HER S iz, PK/PD fiftT OfE F, BRI TR 221372 <,
375125 mg BECHD R A NV AIEDPHER TEX 22 LD, AFIoMEAREIL @, 125
LLEOWNRR O AT bbbl LT 1 BRI 375mg %, 2 HAMS 5 HAX
125mg Z# 1 A 1 EREAFKEGT 5. ) ERELE.
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4[Al, Phase 3 Part O EFRfERE AT L, AL - AEICOWTHBRF L.

FELOWE Y, SARS-CoV-2 JieH x4 & L7255 2/3 fHBR (T1221 #ABR) O HE - &I,
FE B R SEPR AR B O R R A r 225 1 fHERER (T1211 3RBR) O R Z B E %, 375/125 mg,
750/250 mg L #%E L, Phase 2b Part D% F% V7= PK/PD FENTIZEWT, MG 8 X 2 IRE
W CARF O RMEICHRME 2 721372 <, 375/125 mg BETHOR P A VAN ENHER TE-2 &
D, ARFIOWFERE - &L L TRHARETH S 375125 mg 2B L Tz,

2022 422 H 25 BICBGEAGRIRTEHFE 21TV, [AI4E 7 A 20 H OFRFESFS « EIRME s
(& [RIBEME) 123\ T, Phase 3 Part HEDHER % 6 - Tkl S I SN b o0, KRB IND
e 3L - &% 375/125mg & 975 2 L3 L ilfran/-Z & 2°5 [3], Phase3 Part TH
BhEDRRFERT S & 95 Fl B % 375/125 mg BEIZFRE L, 750/250 mg BElX, ZERVEMNT M ONRIKT)
LB & L CORMEMITICEN T2 L & L.

Phase 3 Part DfE R & LT, A /L ATMMFEMED NI HERR S5 £ TORFRICEI T 2 #5583
O TR, TRBRFEHEE CHRE LS BEEREOEEIEFEICE T 5 3 FH LUK
IR CE 20 b oo, ITTHEMO 5 5, COVID-19 FEIEN S MAELEI 1T £ TORERM AN 72 B
MR OEMICB VT, TEFAMIEE [COVID-19 @ 5 ERSRIE T 5 £ TORFM) K OEE
BIKEHEIEE Day 4 (23517 5 SARS-CoV-2 DA LA RNA EDN—AT A b DO E]
THEHFRICH BREDRD b, REIOEAKIERYUGENR KL T A /LA RNA ZHEHEL Lz
PLOA NVAEPBREES T (2.5.4.2.4 HEM)., F7=, TOHEMICBIT DTV A /LA RNA ED
R—=RA T4 DO BEOFEFE AHEEMEIL, 77 BAEEE iR LT 375/125 mg BE&LOY
750/250 mg HEDOHHET, Day 2 THJ 0.5 logio copies/mL, Day 4 THJ 1.5logio copies/mL, Day 6 T
#9 1.3 logio copies/mL DD Z R L (2.5.4.2.3.42 THEM), HAEBICZEZ2 <, 375125 mg #ET
t, 750/250 mg & RIZEDHL T A NV AMERBD LN Z 0D, AFOHRGERE - HEEEF
2 WL & LT

%3 3CHk

1.

[RGB . FR o a7 A L R EYYE (COVID-19) 2D F51& « 45 6.2 . 2022 4 1 A
27 H.

JEAE TR K - AR R RS R A B, R & A CRMI T RE A2 /N (10 5%
12 5% BA B oo/ N OB IREHN OB B AIZDOWT. mfi 246 H 30 H.

V3 — B 125 mg §E FRAHIEE.

https://www.mhlw.go.jp/content/11121000/000966600.pdf. <7 7 AH : 2022410 4 3 H>


https://www.mhlw.go.jp/content/11121000/000966600.pdf
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5.2 117. BRIREAE] DHEOWNKFZRM L, K
F DA R O 22 vt & 43 (B L 7= b,
ARFN O O LB EE IR 5 Z &,
[17.1.1 ]

5.3 EJEE DB SARS-CoV-2 (2 X 5 EYE
BT D AEITRET ST,

5.1 AA| O EAE A O 7= DIERE Lz,
5.1 AA| O EAE A O 7= DR E Lz,
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1. Fi& - AZEICEET 5FE
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-
—
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12 AT O/ 2 KR L U BRI E TOMARBRII N LD, BELE.
i L CU R,

10. #HE%HA

MAERICESD 2 AR 2w & L CRedi L
7-.

10.1 AANIL CYP3A FHEEHEZ AL, KAlL
CYP3A TR S 23412 0 L=
&, PEMFEOMmPREN EF L, EERX
XAEMICERE KIFT L 5 2ELENE
HAREMER S D . F 1z, AFL CYP3A O

HETHY, KHIE CYP3A Zih< i
2 IHN 2 G LI, ARFI O iR E
METFL, Wmﬂﬁ%#éT PERDH 5.
LI EoHEIz 2B O FEA A HEH]

ﬁ%’k;ﬂﬁbt

- 12 -



S-217622

1.8 BAXE () ORERM

(Z7V73V)
T ITARNY =
LA B
AF )T A b
VoA VR

(S Z M)
DA N = = = i 4
U AVNVERE

BTN D D,

[2.2 ]
SUNRREF SUNRRAETF D
(U RANR) R EE BRI &
[22 /] v | BEACH R AEE 3
FHTLBEADN
H5,
NUT VT A MY T YT ADIM
(vFy) | HRIRE EFICLD
[22 /] 0 FE D BRSO R
iR EE T 2B
TNnbH D,
TrHEVY UER|TTELVY UEE
i} Wl PR E
(= FLIX) | HL,@fEHORE
[22 /] DRI HBEN
Ndbd,
ANT TV | BEORIRD & &
iy bhasZends,

(277)
[22 BR]

N b7 T IR
(8 %8 313 B ok
DALY R
Mg (Y o<ER
PV v R EE
o) O R

XX T T AD
P R L

HENERT DB
TNRH 5,

(Rx7 LA
)
2.2 ]
ATNF=T AT NVF =T Om
(A LT NER) | HRER LF L&l
[2.2 4] TEF O 5 Bl 23 58
THBENRH D,
=5 AN L I b DA O i
(nFtr) FRE ERICEY
Ty R [ TEREZHET 56
(ZY—4%) TNRH 5,
2.2 ]
TEL=UEL | TEAL=TUELD
(In7ay7) [fEREZHBRT L6
TEL=UE Y - | ZNRH D,

T A s

ARFY I
(LY 2
o)

[22 ZH]

ARLFH b
(~LY AF)

AR L FHF RO
i PR T &

13 -




RAT 2= MV
ERNV ALY

- 14 -

$-217622 1.8 HMIXE () DFRERR
[2.2 2] 0 TEHEZE L
W LBENDH
%o
AHTT 4V T b DA O I
(T Ryndn)  |HhiRELZ B SE
NITFT 4 V| DBEARD B,
3w
(LERZ)
[2.2 &)
BIFZERAL | BIXE RA DL
i35 Wit o> i v B %
(Yx¥ 7 2AF|FELL EHEES
vy R) BENRH D,
[2.2 &)
V77 7F V777 F ol
(Rar7Tav) |[PRELFICED,
[22 &) FRZHEBT 5B
FNRH D,
T4V T4x v/ O
(Fvera7) | MREEZFLL L
[2.2 ZHR] Hs¥rkBExhn
»HD,
Un—m gy | U 8—nm Y30 | KO CYPIA K
(A 7L b)) | oo E BT | O P-gp FREMEH
[2.2 4] X0 PUBEEERS | ICLY V=1
HER L, HILOfER | V-7 )
YR KT DEZX |77 ANKT
b s, THZENEZ
bhd,
VAL TT k VAT b ol | AAFID CYP3A K
(TFHRA) | HRE S EH S8 | O P-gp/BCRP [H
[22 ] LBENDED D, 7 | FERICED Y
haFy—neo|Fv 77 v
PERIZED VAUV T T v AR
T NOMPRE | TT 52 LnE
NEAL. Z2VT77 2605,
VABKTF LIz &
DRENRD D,
ToULE IR AT O A R EEAS | Z AL D O EFH D
(7—=V—=4) | L, fEM2 M55 | CYP3A FHE(EH
BN THBENRHD, |ITL AKFOR
(T 7V b= | £z, T b OIEA | N RES D,
[22 ] DOMFREN LR |72, KA O
L. BIWEAAREBLL | CYP3A IZ%T 5
LI D BEN|EERICLYD,
nd5, Zh b KO
R & fHFHT 5,
TUPAZIR | ARFOMBRER | Zh b DA O
(A 7252 2) | Bd U ARHNEES | CYP3A #FE/FH
I hEY TEHIBENRHD, | ITED AAOR
(A~FV L) BRI D,
TJrx=rA Vv
(e #> b=,
TLETF)




S-217622 1.8 HAXE (F) DRERM

(FRA A )
U7y

(V770)
A3 UF XY
Y v (St. John's
Wort, &> bk -
Vag—r R U—
N GHEREMR
[2.2 ]

- 15 -



S-217622 1.8 HAXE (F) DRERM

10.2 EREE BHRISEET S L)

JEHI4 % FRASEIR - HEE 1L | BT - faBRIA 1
BIEREAT A | 2D O3S O L | AF D CYP3A I
Rl PIREZ BR[| xtT 2 HEEM
TFEI=R L7 | 2R DOEFOR Ik, Znbo
LY = R 7% [ERARRBL LT | 3EA o (323 H
ABS U ATV BRDIBENRD | FEIND,

10.2 ARAIE CYP3A TG &5 3KA1 % OF
L7258, SRR OMm FREN EH- L, OF
MIEOERNHEREI N0, BIEANRE
BLLT K b aEMERS L. KA
CYP3A OHEETHY, KAl CYP3A &

L R=vnry
[16.7.2 B/

Do

FEAA R R
Falll

Tz A=)
Tz =N
T U, A%
SENVE: 3 WS
by, A R
[

S M1 ] o ]
vraAKY v, NG R UAR—=F =Tk o THEH S
;’;“”“* ORI & PR L 5a, BERED 2 Y
1}

P T I UANMETRT A AREMEN D S, DL
e DEMEY, b OEA & HUERC
XU AAR, T A s
sy LKR, K RE LT,

T4 F=T FY
F =T K, =

na F =7 g
B\, 7 RF=7+
SOVEREEOK T
RIVTYIT A
~F =T A
fptf, A=F=7
U AR AR A
F =T KW, H
NOH xRN T
Uy F=7 vn
PIFA-SNPAVA V4
ALy NELEEIE,
R F =7
BW.orxvys=
TV U, T X
vF=T, =uF
= 7 ¥R Y K RN
W

SavA ==/
TTLEH b
a7 I NIEERE
P ATE—)LF
Db 35

T Ak bR
jiey

TNT T T A
A==

[N = R e
[izei:A

TREEFA T 2 3 H & O L7255,

FOMmHPEREMET L, ERAMNETIT D
AREMER D D, FTo, AFNX T1215 3R
\ZFB T P-gp, BCRP, OATPIBI KT}
OATPIB3 OREMEM A AT 5 Z L 05
WENTEY, in vitro R T OAT3 DFH
EEAEZATLZENRRENTNS.

- 16 -



S-217622

FXTF =

[16.7.2 ]

(13

TT Tyt

(13

) AR

T RUNRZARFUNT MAANRREF

HL T DOKF | Ol PR E A E R
S BT R
R A NRNF =R
BIosbBZEhid
5,

NE SV N XY T LADMF

TREE LSIC R0 i
JEZ 0D S R0 I W 411
RIS DB
nrdH o,

TV INT 4| 2 OIRA O I
TR FIREAE BRI
TL MY FHEUR| D DOHEAOME
e ik LIl apoS ke
HILT T DEEHH] | DD D,
=TV,

A0 = BV A NN

TR VIR R

ORG99 751

XY R—)L,

TIETT Y —

I, ZFT B

7 < VIR

UEEE Al

N7 e rh

UL, TEXS

NV

CYEIIFR

YR AL —)

T aA | b OREA O
RRPUEMERESA | TIRE A bR S,
By 7 U RAF | iRk o RIER
Wi, v 77 | #Wmd 282
AT UhilBE B D,

XX hT T TR
CF %6 I TR
oMY vl
LRI CINDRVAS= 3
Y R EEE
12) OHMEFRFRGH,
AR R A M
93]

REX NI TITAD
RIVEF 23 9 38 S h
DBENEDH DD
T RX T T A
ZEETLEED
2, BEORIEZH
EIHLEE L. RIER
DFBNZ A+ EE
THI &,

PDES FH55 Al
AT FT 4
g U, B
ST4N (T
A, AT 4 T)

B OIEAF O i
FREL EH S
HEENNRD S,

- 17 -

1.8 BAXE () ORERM




SEDLIBENAND
Do

CYP3A MHEEM
2k A
AL ESN D,

AV T

AV T H D

AFKID CYP3ABH

HARF PECH Y O PR | BERICL D A
Er EREEDIB|V )T OE
TNRH 5, PERE O
{EREIND
LEZOND,
HXEHNTZooT | XEH NT Ol | AF D P-gp BlE
XTI —MAX V| HRERZ ER S, [fEAICEY, 2
ZOVIR TR PUsEE VE & 5 | D 0 IEFI O HE
THIREND DD, | HERESH
D AENE DBERIC K| Do
[16.7.2 ] D, VaFT oM
FRE O LR AR
HHTEY, v
XU OER &
BT BTN H
5o
B ANZZF I | RKH & OB K | AH D BCRP,

UDAVNN
[16.7.2 4]

D BANZREF
Dl RRE D L5
RO HITND,

OATPIB1 K O
OATP1B3 [HE(E
AT LY m AN
ABEFD Y
7T ABNKT
RSN

R & KFW

AF D 1 v R 73
W U AR D3 853
THBENRH D,
R A VD 3
Fdy o 1 EE
5L BIERI 3%
BLLT << edB
Thhid b,

NN SN i
¥ CYP3A 7%
EFIC L 0 JAH
O RH DA X
nNaoBEThMNbH
5, Fo, KElD
CYP3A (Z#I9 5
FHEMERIC LD
NN SN i
Wy > A 23 P
Ihb,

L E O CYP3A
Al
7y E LY,

AN o iy T A
1 O (S VR o B
TEBENDEDH D,

b oKD
CYP3A #HE/EM
2L 0 AKFIOR

EN NI R WRRESND
ANV ANAY = BENDRD D,
2=, FYIFR

g

ARMRLRY—K | A K BMLUFY— b |invitro R LD

O 1 PR E & 5
S, REAER (0
W2, DL Ekis)
NRERIETDHIBEN

AFT OAT3 BH
EEREHETD
ZEMTRE S
TV ANV

S$-217622 1.8 HMIXE () DFRERR
a)LkeF o)L F oo
[23.92.1,93.1 % |REEFICLY E
iy FAXEmEn2 B
ENDH D,
ANT7ary— |4 hTFaFy—L|KJlEA T2
OMPRELZ EF S YV — L O

- 18 -



S-217622

1.8 HfXE (F) DR ERML

BH D, Al Y/

Pe 2 BT &

L2BENNDH D,

1. 8l¥ERA

ROBWERR S HOIND Z LD LD T BIE
Z AT BE SRS DS A I RS
Zlkd 57 EEUIRAE AT O 2k,

11.2 Z0t0EIER

BIVERIC X2 — a0t & L Citd#
L7-.

11.2 T1221 75k Phase 2a Part, Phase 2b Part,

PTP @HEDIEAIX PTP > — M HEV LT
ARAT 2 X 5888 TS5 2 L PTP v — F ORARK
2R WG A BEREA~RIA L, I
EZR L& 5 2 L CHiERRIA 28 % 0 BB 22 & OHE
AT HZENDD,

Eﬁ\ 5% L ;;;A’ 10K | BEAD] Phase 3 Part TR OLNTZHAEEFELRD H
B il
S 535 Z 55 L, AFOTFHINLEWENE LTHEE
e E‘f‘['ﬂ‘%”@ WAL S0 B R A A LT
(158
IR
AP
Tt SHR
%
A REEL S
JiE
Zofth |HDL =L | Y 27D | sk
To—UETF &Y FE | &
(16.6%) H. vV
eV
H.odfA
VAT
72— UK
‘F‘
14, BHLDZFE
14.1 BEFIXMAFEFOEE 14.1 Dt d B 55 < R A EIE LI AT

LELEDIERIZHTZ>TD Q&A (2O
T (HHEHRE 54 5, Rk 3141 H 17

Hf) No.44 I2H3%, RE L.

15, ZDMDEE

15. 2 SEERIREAER (CE D < B3R

T =7 A PRI E 2 T 4 BRRERA
B b U= R B IC R W CL BRRIRE RO 8 %
FRELAET, ATIRPIIR, REZE, it/ S8 S0
HARZ A F R D RAEPEMA R 23388 H 41T
W3 1)O

152 FEERABR TRD LN RO Y b,
RIS MTE L 2 AT R 2L LT,

&

- 19 -



	18_表紙.pdf
	18_Package Insert.pdf
	18_Rationale for Package Insert.pdf
	目次
	1.8 添付文書 (案) の設定根拠
	1.8.1 効能・効果及びその設定根拠
	1.8.1.1 効能・効果 (案)
	1.8.1.2 効能・効果の設定根拠

	1.8.2 用法・用量及びその設定根拠
	1.8.2.1 用法・用量 (案)
	1.8.2.2 用法・用量の設定根拠

	1.8.3 使用上の注意 (案) 及びその設定根拠

	表 
	表 1.8.3-1 使用上の注意 (案) 及びその設定根拠 





