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Pt TH Y . =L~ P L EL300mg (RRARREIK) %V e
100mg (1[51100mgZ 1 H2[E]) HFH N CHERRA#KS Lz L, LW
PRS2 5-E D #935. 3% M UM49. 6% F B E Y E 2372
SNz, Heitiyh o FE Ry B E 1T =~ b LV EVRZEL
BTHY ., MARSIRER T DD BEORFWBIRD SN (SME
AT —4),

TEEIRBRBINE ([ CERR Y b F LD H 72 A FI600mg % HLEIRE 11
BrEL7- L &, BE%48RE T, BE LI=HUNEmss. 4%733
s 1L 3W IR ~Z PR S vtz, F7o. RE(LIFRK33. 8%
IR~ 3 B IRF PRI E N GHEAT—4),

16.6 HENDEREHT HEE

16.6.1 BHeEEERE

HEE (eGFR 60mL/minLA_F90mL/minAiii) . H45EFE (eGFR 30mL/minkh
60mL/min i) M OVEFE (eGFR 30mL/minASlily) OBEHEREBE
IZ=~ FLLEALI00MmgE U R EAL00mgEH T (=4~ kv
L DR FTI2RR, SR, B 5% 12000 K OR4RE IC B ) T
HERE O Uiz & & IEW B AT RSN L ik
LT, =/b= b LV ELDCy S TRAUC, 00D FHE 35 T e (o] L 13
0 O B RE I FR A CUE30% &% N24%, WA O B REREE R E
VL38% K TR8T%,  HLEEE O R HE R 2 FR A T IR A8% B UR204% 5 v o 72
GMEAT—4), [7.2, 9.2.2, 9.2. 3]

EHERERRE S =L~ b UL EL OB IEIC R IF T

B 7 B bRe | AR RE T | AR AR AR IR T | A R AR
(n=10) (n=8) (n=8) (n=8)
Cone (12 g/ml) 1.60 (31) 2.08 (29) 2.21 (17) 2.37 (38)
AUCy (pg«hr/nl) | 14.46 (20) 17.91 (30) 27.11 (27) 44.04 (33)
T (hr) 2.0 (1.0-4.0) [2.0 (1.0-3.0) 2.50 (1.0-6.0) |3.0 (1.0-6.1)
ty, (hr) 7.73%1.82 6.60+1.53 9.95+3.42 13.37%3.32

Toa + TORAE (REPH) .ty 0 AT RS, Z OO/ T A —2 - B FEIE (CV%)

16.6.2 ATHEEfEEHRAE
s e o [IFRERERE 2 BB (Child-Pugh%yJEB) =/~ R LLE L
100mg% U FFEL100mghE T (=4~ k LV EL O 5 Ri11205 1,
BeGg, b2 1205 e OR4RFRIC e ) CHER DG Lo L &
B v R UL E L OIRERITIER 2T AT 5 IRRBINE
LRETH Y GMEAT—4),

FFREREREE 2N =L~ b LV EL OB HEIC R %

T 72 PR RE T EE TR RE R
(n=8) (n=8)
Cone (1 g/ml) 1.89 (20) 1.92 (48)
AUCiye (u g+ hr/mL) 15.24 (36) 15.06 (43)
Tuax (hr) 2.0 (0.6-2.1) 1.5 (1.0-2.0)
tys (hr) 7.214+2.10 5.45+1. 57

Toox + FHRAE (BB | tr 0 SATFIOME LIRS, COMD/RT A =2  RAFHE (CVE)

HEONTHERERR T B 25 5 & U BRRBUI I L Ty,



16.6.3 /NREH

ISATG D/ N A RIZ =L~ R LAV EL KDY R L OFEYE)

RETXEHAN L T2y,

17. BRIRRLKE
171 AR UREMICET HHER
17.1.1 EFFHRSE I/MAAER [C4671005 (EPIC-HR) 3E&]

RN O RHENSRYBIREE 7L L OVNEOERE A% VT, 125%LL
AR EEAOke L E /N R Ik L CHESE A VS - ORI A 1
b U7 & & OEFIRERO MR =L~ N LV EL O &2 HEE
Liz& ZA, ATRD bNMET =1~ N LV ELDIRTERE L
WRFEREIC/RD EHEE SN, [9. 78]
16.7 E¥HAEER
16.7.1 In vitroE&
= MLV EL  P-gpD B TH D, £io. CYP3MZE Al W) L Y
RERUKAFAICIHEE L, P-gpZ BHET 519,
U R EJL 1 CYP3A L RITBR B2 7R LY, CYPSATIRLE D
i OPFAFEF OB ZFANICIHEY D, Zvy v U iRins {2
# L, CYP1A2, CYP2C9, CYP2CI9%#AE T 25 Z & Nbno T b, fif
MR O PR AR S, e 2356 10 SR o
FEFRE N & e AR H 5 Y, [8.. 10. B]
16.7.2 EREREMME 1 AR
(M) A 33+ IV—=LEVAILNIEEY
=~ b eEY MFEAGEATCA T )y — 1 (CYP3ARR
EIK) NI AR E L (CYPIAFHER) LOHHEL Lzt &n=
A= R LILVEA KRN hF ELDC,, M OAUCIZ %9~ % B8 % 3l L
TREREFUTICORT® 9 GMEAT—4), [10., 10.1, 10. 28]

18k LA EDSARS-CoV-21Z X DIERYE BRF A 5t 4c, =~ bl e
L300mg ROV b F B L100mgZ FH C1H2EG A G- LIz & &0
BMER OGN E T Z L2 AN E L7 T BRI RIEES
(L ZE BRI TRER PSR 2 i U7z, 5 BRI B L E Ak
28 H H ¥ TDSARS-CoV-2IT & % JEYEIZ B D &> D ARE AT B %
DRV DA Xy R R bR RBRBINEOE& L Lz, &
HRHTCd B R MENT (20214E10H 2687 — 4 B > b4 7) TIX
136161 (AARANIRF) BNEEAL S, EEFHMEEA (mITTHER) ©
FERIL, =~ FLLEAKOYY e LR ER. 8% (3/389%1) i
T T B AHET. 0% (27/38561) TH V) | FIE ORERA21E-6. 317%[95%
1ZHEXHE : 9. 041, -3.593] Tho7 (ED, NRIEL, =L~ L
JVENL KRN R F e VBRI RE T ARE3/389451 (0. 8%) L FE1-0/389451 (0%)
ThHY., 7T RRBETABR27/38561 (7.0%) ., FE1-7/385%1 (1. 8%)
Thotz, B, BIEALENZTNTOBRRSMNE21136] (AA
N6H) 1Z31T 5 RHBMEZ DT TOFEEEHEEE (mITT4H) o
FERIT, =~ MLV EA KO M EABERR0. 745% (5/67141)
A N 77 & ARHE6. 801% (44/647H1) T v | EIE ORERHIZE1X-6. 137%
[95%EHEIX R : -8. 208, -4.066] ThH -7 (F1), WiRIL, =/~
MLV EALKROYY R EGREETARBES/67145] (0.745%) . FELT
0/671%1 (0%) <TdHY ., 77 AR TABL44/64764] (6.801%) ., EL

HIANR=RBE L XFA b T aty—AB=L~< LA ELERY b

ELOFEMEIREIC RIE

9/647%1 (1.391%) T o7,

K1 EEEHHEE O R
T RV 2R

=)= hLILEIL KD
U~ ELBERIRE

7T Rk

pra RN T A —F DEY (%)
a (BEE /A ) (QO%(E AT
s | e I I B A U RFEL
R By v Cou AUC” Cons AUC”
I 300mg . 56. 82 44. 50 25. 59 16.57
o 1A 2] “ﬁ?“ﬁmg 10| @704, | @377, | (8.76, | (13.32,
(16[E14¢ 5-) e 68. 62) 58. 65) 34.91) | 20.60)
P 200mg 300mg/100mg 118.57 | 138.82
_}_‘}.ZW LR 1 LA 2 11| (112.50, | (129.25, NC NC
(8142 5-) (GImE =) 124.97) 149. 11)

a) RAENROGE1E100 (h)

b) AT E Y AUCAUC A k7 22 —)L : AUC=AUC,,,
c) IR RE U EEGBMASH B2 516 H H E CT1LH2[E300mg £ TR (1HH~3H HIZ
100mgZ 1 H 2[RI 5-. 4 H H~T7H B1%200mg% 1 H 2[H1#: 5-)

NC: HH LTy

(2) 2FIYSL FEALSURVRARNREFY

oy R ERBLG

0.8% (3/389f)

7.0% (27/385%1)

TIT R L O

nITT4E A CosNI= IR ¥ -6.317% [-9.041%, -3.593%]
pfiE® < <0.0001
A Ry R IEBUEIG 1.0% (6/6074) | 6. 7% (41/612f)
TR E{;;f;;lj;ﬁ]&?‘% ~5.765% [~7.917%, -3.613%]
A N R REBES 1.1% (7/6614) | 6.4% (43/669f1)
nITT28E | & 5 4 g & o 3%

[95ufE xR 2"

=5.425% [-7.460%, -3.390%]

HERLSNIZT X TOH

BRI T D REBIE O fFHTRE R

=AY RLAEALED RS EABHTFTIZY T4 (CIPSAKE) .
HFESH N (PgplE) idn AR A F L (OATPIBLILED) & B
RBEH LI EDOIFY T A FEH T VIR ANRLF D
Cuns B OAUC (V23 BB A L 7 e LR (A
AT —4), [10., 10.1, 10.22H]

=A< FLILVEAKY hFEALRIZY T A FEH T XiTn
ANA LT DIEENIRIZ BT T A

FEBRENT A —F DI (%)
b (DR G-/ LA e )
. (QOMIE XD
A == by
G2 S T N Cu AC,.
) 300mg/100mg 368. 33 1430. 02
SHVT A (ﬂiﬁm;h) 1H2[E 10 (318.91, (1204. 54,
’ (9 45-) 425.41) 1697.71)
. 300mg/100mg 233. 06 194. 47
FEH T (EF_IEI;E*) 1H 205 2 (172. 14, (155. 29,
” (M) 315. 54) 243.55)
. 300mg/100mg 212, 44 131. 18
UX;;& (Eﬁg‘;h) 1H 205 12 (74.31, (115. 89,
’ (M) 258. 90) 148. 48)

a) RN E1E100 (%)

1) A OHGE S EROAEIL, =4~ b L EA300mgK Y b E/L100mg % [F]
RH 21 A2 A5 Th %,

=)= hLILEIL KD

JRERIp 77

A Ry N REBUEIG
7T R L DE

0. 745% (5/6714) 6.801% (44/647)

mITT4EH] CoBMIE K] © © -6. 137% [-8.208%, —4.066%]
ol VO <0. 0001
ARy MEBLEE 0.921% (9/977%1) | 6.471% (64/9894)
TR ;5;{;;;\2%]&3& ~5.638% [~7.308%, ~3.967%]
ARy MEBLEE 0.963% (10/1038() | 6.268% (66/1053f)
nTT28M | 7 5 & R e 0%

CoBNIEHECR]  © -5.389% [-6.991%, -3.786%]

a) MEMEZA(E34H B OVisitlZB W\ T, BIEA28H B OFHEZ 58 T L7z A1 3B Visi thfma

T, ZORNZRBR T SUTBIIAREE & 722 o 1o B 3R % ISR H DRI TH HEID & L
7

b) FEHIZEIKaplan-Meierii 2 L W HEE L7z A <> MREBIEIS L 0 B L, 2 #iEGreenwood

ARUCHEES TR Uz, ERKEIZIERLERIEC L0 S L,

) WaldBE, A EKMERRIO. 2%, ERAEROAFAMEImMS%E L, RIS X 2 R

EDZEIEDFRFE 715 L L TO Brien-Fleming ? o {H % BA% %2 H =,

d) WaldifiE
nITTHEH « MAEA LS, IRBREEASIRILL LR G- S, "= T 1 U0 b EEX(L28A A £

TIA 7 LB IEDOVisitid 0¥, =2 F A L5 TSARS-CoV-212 K 2 J&HuhiE
kT BE ) 7 n—F AR ELE SN TELTHEEDFED2<, 7, SARS-
CoV-21T & 2 FEYE DRERFEHLD 5 3 A LNIIEBRIE D B 5 S I iGBR s &

mITTISRM « EAEB(L S, IWBREE IR LR G S, R—=2 T4 V%0 b MIER28H H

F TR L HIUEOVisitdidH D *, _—2 T A LW TSARS-CoV-21 J % ik
YIEICKTT 2 E ) 7 n—FAPUERBEG SN TELTRED TE L RWIEHRS
IES

mITT25EH  HEAED LS, IR IR B G S, R—=2 T4 U %0 O BIERL28H H

ETICARL L BIEIOVisithid 2 RRBINE

SRR R D 2, BT GEM OEFEIC TR—R T A %0 b IEEAL28A B £ T

LI EHIEIOVisitidd) EbIz,



ks, AR F RN -

Froh LI R2O LB Th oz,

F2  EER - BRAELTE

=)= b LV EJVIESARS-CoV-2Bf PR 43 ik (USA-WA1/20208%) I T®
IZE B TH Dalphatk (B. 1. 1. T/HE) . betakk (B. 1. 351%#, KIOR
ZEHL) betakk (B. 1. 351/%E, KOOR+P252LZE L) | gammakhk (P. 15%50)
deltakk (B.1.617.25%%k). lambdafk (C.37%#) . mutk (B. 1.621%
#T) M omicrontk (B. 1. 1.529/BA. 1%#5T) ok L CIRIBBEDH Y A
IV ATEE AR L ECsl T Z N Z38. 0,41, 0, 141, 127. 2, 24.9, 15. 9,
21. 2, 25. TR 6. 2nmol /L Cdh - 7= (P-gp/KiHVero E6#HIE) , F7=.
== b LV EVIESARS-CoV-2Bf PR /3 ffEk  (USA-WA1/20204%) TR
\ZZE BNk T & Domicrontk [B. 1. 1. 529/BA. 2. BA. 2. 12. 1. BA. 4, BA. 4. 6,
BA. 5, BF. 7 (P252L+F294L.25 ) | BF. 7 (T2431Z5 %) | BQ. 1, BQ. 1. 11,
XBB. 1. 5, EG. 5L NN 1%&:#c] 12t L CIRIFRE DHLD A /L ATEPEE R
L. ECsldZ N 24182, 65, 40, 39, 146, 44, 108, 76.4, 104, 69. 3,
113, 126. 5% 7%99. 4nmol/LTdH - 7= (P-gpPlE AL F DVero F6-

TMPRSS2#M}11) ,
) MEIER b b &RUE S BRI

18.3 In vivolno A LR EH

=~ L eIV, ~ U RBIERE T & % SARS-CoV-2-MA1 OFE % s

SR T ATBWT, DT A V2 IORAD . Y S KR
WO, FOFEBOYGENTRD Hiviz,

18. 4 ZEFIm 14

SARS—CoV-2% 7= in vitrofMMEFFERAERICBWNT, AL 7 a7
T—BICE—XIEEOT IV BERNSERO L, £D ) 15
T211+T3041 . L50F+T3041 . F140L+A173V . A173V+T3041 X |

T211+S144A+T3041 DT X / B2 B %453 % SARS-CoV-21Z %3 5 = /1
~ M LILENLDPLT A IV ATEEITS. 9~28(F K T L7z (P-gpKiH

BEYULHE | 1. SARS-CoV-25t: (MEVE 2 LRI A LAPNICER IR S 7o ik % FH VT2 PCRIR A SR (T
L0 TERR)
2. SARS-CoV-21Z K % BYLE DFEIRY FEH N BN AALATS AN TH VD | Hro
VEZALI AT 38V TSARS-CoV-212 K D REYMEDIER" 231 2Lh LR B D
3. IRDSARS-CoV-21C K D EYIED FIE(L ) A7 KT E D7 L b12HT D
- 607 LA E
« BMI 25kg/m’if
- R (B 230 A AN OWRIER & V) | 2 EJEIZ 1004, EOBEN & %)
- SIS AR S i A DRk £t 5
CRPERZRER (EIE, TR BB A ES DA O R)
C WILEOBW & T TV D
- DMAFRIEE (LARREZE, asrh . —@BMENE MR, DAL, = e
Uk YU MG SIVIERGUE, EBIIR,SA /S AR, #RE2 AR BRI A AT
B RPN RIBENT ST KBRS A AT OBEE AT 5)
o VRIS T2 R0E R A7
- 1@ MEE
+ SRR BRI
AR R E (MR, & 0 EBERES) XEFREMSE 5T 5
ZOMOBE GRIZMERIE, A X R v v v Ra—A BEORREH
%)
« BRIBHER G S A & B < IEBhE DB A
 EFRHAMTA~OUAT (SARS-CoV-21C K 5 BEYYIE & MEBIGR 7 FHE I E 0 7%
%)
FRANIEYE | 1. SARS-CoV-21T X 2 JEYE DIRIR D 7= D NBEE b %
2. ANBEAS AT AR AE ST MEAE A (L A ASE R AP AR S L BEIS 70 D 2 & 23R
ESNhD
3. BUEDREY 10 BTl PUFSUIAZRERR A1 K Y SARS-CoV-2/ Ye 3 HeRl &
NeZEeERnbsd
4 IEEHPE DT (B SUTIEBHE OB ST I8 7 A )V ARG, JRREMER
HHEFEEZE, Child-Pugh” T ABXUZC, AMEFRE%E & TeimEh LT B,
TN = WEIRIIIFIZER ) OBEERE AT S
5. 3BT UL R & HE OB AEREE (X2 U —=2 Zi67 A LN O
W7 LT F = AEIC S < CKD-EPTZ TR & 4172 eGFR7345mL/min/1. 73m*
i) EHTD
6. 7 A /L AR HI400copies/mLiH OHIVIEEYLIE B IIHIVESYLIE D TEFE 0O 7= 8
(RS IESE A B LT D HIVERYYIE FR
7. SARS-CoV-21Z K B JEYYEIZ K45 U 7 F L BERRIE % 47 5 XU BEAE %134
HHXVANCEEEZ TS Z R TRRESATHD
8. HEVE 2 L ARG AN O B BRI 3020 ATT (&g, 2N 7

a

b

c

d

1%, OISR RS, FEEL (38°CHE) UTEAIE &%, BRI A, Y. MY
IHROS A, T, O, WE, B, SR, S E Y Tk

EREAE, NEERREAR, SRS AR AAE, CDARG MRS 3200/ 1 LA A>D &7 A /b Z A
400copies/mL A OHI VIR YU %%

ABRARAALAT30 H LANIC14 H LA Bilife T 7 L K= 2 20mg/ B LA BICHIYS§ 5 v Fax
T uA FOBE REFHAILAT0 A LINIZAER-A (7 )X o=T | URATHFXTT
%) BHLIIREREHE (AP RLFY—h AVDT TV THFATV %) O
Beli IR IACFIRIE A Z T T2 A

M EERER B A A L, RMIMICEHFER G221 T 2581
FRIE TR A1

- AR T HIEERE

MEVEAAL SN2 TR COIRBRBINE T O EWHBEME O fEYT S O
ERZBBHE L, =~ FLLEAKRONY b e L ff EET6. 5%
(67/1038%1) TH V., FRENWEMIL, WHA%E (3.5%, 36/1038%1)
FOFH (1. 1%, 11/1038%1) Tdh-7-2 2V, [5.1, 7. 15K]

EMEE

18. 1 e

=)= h LILEJVIESARS-CoV-2D A A T a7 7 —¥ (W™ : 3CL7
177 —€ Xidnspb & HMEEI D) FFHE L (1C5=19. 2nmol/L) . &
VAR BOYWEIET 2 2 & T vA NV AEREMHIT 5,

U R FEVIIRRE Lz iR (3 umol/L) E TSARS-CoV-2{T%f L
THLVANAENE 2 RS o7z, U M FEME=/~ hLLEL
DCYPIMZ L AR ZPAE L, mAEFREZ NS5,

*18.2 In vitrofio 4 LR &M

== NV E VTR R E AW 23 BRIV T, SARS-CoV-2
BRIR Sy BERK  (USA-WA1/2020%K) (Z%F L THLY A L ATEMEZ R LTz
(ANHBEIA™ : ECs, 61. 8nmol/L),

Vero E6#IE X 13A549-ACE2#M) ,

19. B ICET 2EIEFMIR
19.1 ZJ< FLILEL

— 4R . =L~ MLV EL (Nirmatrelvir)
%4 @ (1R, 28, 55) M {(15) -1-Cyano—2-[ (3.5) —2-oxopyrrolidin-3—

yllethyl}-3-[(295) -3, 3-dimethyl-2-(2, 2, 2-trifluoroacetamido)
butanoyl]-6, 6-dimethyl-3-azabicyclo[3. 1. 0Jhexane—2—
carboxamide

5372 1 CyslgFaN;0,

53-8 ¢ 499.53

PR B ~ENCEA LR TH D,

b

F

:0.845 (TAIE)

SyBREL (TogP)

19.2 Y b+ EL
WAL F 0 U b e (Ritonavir)

{74 : 5-Thiazolylmethyl[(a ) —a—[(1S 35 -1-hydroxy-3-[(25) -
2-[3-[ (2-isopropyl-4-thiazolyl) methyl]-3-methylureido]-3—
methylbutyramido]—-4-phenylbutyl]phenethyl]carbamate

S5 F2K : CyHyNg0sS,

4y 1 720. 94

PR - AE~EEBEOMKRT, Zor0WHZELI b H D,



e g

21, EPBEH
EIE Y R 7 BB 2R ED B, WYNCETD 2 &,

22. A%
308E [=/L~ b LIVEVEE : 488K VY b EVEE : 28 (PTP) X5]

23. FEXHR

D J—E7%E 100mg ETHRI. 7 vV AR

2) AENEEL : TR ILIR A S L LT S e R

3) Zha J, et al. : Pharmacol Res Perspect. 2022 ; 10 (6) :
01024

4) Ttkonen MK, et al. : Clin Pharmacol Ther. 2019 ; 105 (1) :
219-228

5) HIANRwEE L EOEYEEERRER (20224524 10 H &R
CTD2.7.2.2.2.3.1)

6) First-in-humaniXBRPART-2 : SIEMIEEE S (2022422 A 10 H 7KGR
CTD2.7.2.2.2.1.2.2)

7)) BFEOMEE (20224525 100 &R CTD2.7.2.2.2.2. 1)

8) A (in vitrosklR) (20224E2H 10 A7KFR CTD2.7.2.2.1.2)

9) A ~TatY—ALloiYMRAERRER (20224224 10 A &R
CTD2.7.2.2.2.3.2)

10) X3 (in vitrostlR) (20224E2H 10 A7KFE CTD2.7.2.2.1.3)

11) First-in-humani{BRPART-4 : {R3 & OBk (2022452 A 10 A &R
CTD2.7.2.2.2.1.2.4)

12) Kumar GN, et al. : J Pharmacol Exp Ther. 1996 ; 277 (1) :
423-431

13) BHEREREERER (2022452 10 H&GR CTD2.7.2.2.2.5.2)

14) FFHSRERSERER (20224E2H 10 H&GR CTD2.7.2.2.2.5. 1)

15) BBRBEEOY I 2 L—3 3 (2022422 10 H KR
CTD2.7.2.4.3.2)

16) B HAER (in vitroikBR) (20224F2H 10 H &R
CTD2.7.2.2.1.5)

17) 24T LE0RMEEIERRER (2022424 10 A A&GE
CTD2.7.2.2.2.4.2)

18) ZEH +TF L OEMMHE/EMRER (2022482 10 H /&R
CTD2.7.2.2.2.4.1)

19) #NERE : v AR E T L ORI AR RER

20) [EFRAL[ES I /MARER [C4671005 (EPIC-HR) 3RBR] (20224F2H
10 H 7KZ8 CTD2. 7.3, CTD2.7.4, CTD2.7.6, Section 6.4.4
Efficacy Results, EUA Application. Pfizer Inc. November
2021)

21) Hammond J, et al. : N Engl J Med. 2022 ; 386 (15) : 1397-1408
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