* 202648 H G (F9R)
2026%F6 A IET (2581R)

BE - ElRRFE

BMHAA : 5

HIVA > 705 —EREH
RILFISEILF MUD LEE

T E7 1 52501

HARERmORES
87625

Tivicay Tablets

FHHIXS .
B%E, mMAEERERY
) EE-EEONSE
ICEDERT S &

AERES |22600AMX00561
HRFEREsE | 20144 B

2. ER(ROEBEEIICFIBRSLEVTE)
AR UBBEEDBHFERED & 5 EE

3. 8K - MR
3.1 #8mk
RFEf | T ES A 85E50mg
14E
BRI RLTFZ7FE)F YT L52.6mg(RILT 7T
JL& LT50mg)
D-v = F—, E@&ELO—ZA, RERY, 7
IV A-VEF N T L, TILVBATT
ISHOA] JILFRY L, RYVEZLTILI—L(EDTA
e#n). B(bF% >, =27 a3—)L4000. ¥,
EE= T ek
3.2 EEIOMRK
7% |7 B A §E50mg
FIFE - IR [ EEOT 4 VLT —T 1 VTEE
Al — 1 |SV572
x =
|0
#99.1mm
%
LT —
(F2) 4. 7mm
H& 309mg
4. FEE TR
HIVEEGE

5. WEENIFHNRICEHET BER
FANC K BIREICHIz> Td BEDRERBEKR O AR IEEITIIHE
Al A GRIE TR 2 WIZRIRBIRIT) 5B T 2 2 &,

6. FERURZ

WE. RACEUTORE - AETROESET 5, RAllx. &
HOBEIIPPDOLTHRETE S, BEICEL T, BT oD
HHIVEE AT 2 &

<KIBERE. 10777 —YHERDANAOTHIVEIC L 518
EREB D> 5 BE>

FLF7IELE LT50mgxl HIEREA®RS T %,

<A VT —YEEHIINT AMEE2ET 2EE>

RLF 7Sl E LT50mgzl H2EEO#HEY %,

BB, 2R R CEEAkg EoRIGE, A>T 7T —FH
EHDNOTHIVEIC L 5BBERHESH A/ NEEFICIE. FL
TN ELT0mgZ 1 BIEREORESTE 5,

7. BERUHEICEET 3FE

<KIBEEBE. 12775 —HHERINSTD Stofie MaER
2774 )L A (HIV) T X 2IBERER D & 5 BE>

7.1 RFEZ S EY V(UM FELTT =AM LETYYFE
L. ZIFEL, aFELEHARSELRVES), T7 7
LYY, xESEY, AUNTEEY, U772 ET Y, 7
IR AV, RATZZ bV, 72 /) NLEY =), A3

TFRFUVT (YR - Va—YR - T— N EERRE A
T A5 REZS0mgl H2ENCHEER ST 52 & [10.2,
16.7.3%08]
<INSTHIR T 2TEEH T 5 EE>

7.2 KFlET b EY) U EMATAESE. U MFELTT—R
MLETHHTFEL, FLFELiZuFEilond sz
HE®ZRET S &, [10.2, 16.7.3%]

*¥7.3 KEEZT7EL VY, ZETE Y, AUNTEL UL

Ty Y yRFRALZVWT &, [10.2, 16.7.350E]

8. EELRERNER

8.1 AHNC K 2iHE L. MHIVEIEIC+D 2 REB2RHOEMD D
ETCHIBRT A &,

8.2 ARIOFEAICEL TX. BRADHTA R4 VEOREHOE
HEBEIC, BENREBEIRDZ#ETAEIC, ROFBEIZO
WCKLHHELERZS2%,. BRITZ 2L,

c RANGHIVESREORIBBEE I W & 6. HAIRE
P SEUHIVEBYYE DO EICE S TR % FAE Lk 5 T HE
BH5HDT. KEREHBEOFHERTOZEIZONTIE,
TRUCHEYEICHRET S &,

- RANIGAEEAAEEREZRITIEH 520, RAHFDT
NTOER ZHYEICRET B &, 7o, RNEICHRBERICH-
WAt DA Z R HIAICIE. BRNCHENSEICRET 52 &,
KRB OEHBREICEBAEEIIOVWTIE, BEDEZARET
HAHTE,
-HYEOERZ LICHEA2ZEE LD, lRAZFIELZD L
TWZ &,

8.3 KA G CHHIVED ZHIRAEE 2T/ BE T, REH
HEERERISERBEPRE SN T WS, REHAER. GEHkaE
AEE L. FEREED AL S F EAEEE A REEE (v A a7
FUTLTEILAY T VY7 A, A4 MAFTETIALNLA, =
2—FEVAFRAZILE DB D) FIIHNT A2 RERISPHEIT S
EWHBH, Tl GREEEORIEICEO B SRR (PR
HETOHERE. SRMEMA. ¥ - N —FEBEEE. 7 RS
DRETHEORENHHDT. TNODERZML., BE
BRCILBEY) 2 IGE A2 EET 22 &

8.4 JFHHEMEE, BENHODNBEIENDHHD T, ERANIIFFH
BEREZTO%. BI82 912752 8. [9.1.1. 11.1.25H8]

9. B¥ENEREFTIZEBICHT IR
1 SHHE - BHEESEDH 2 EE
9.1.1 BRINIFCBIFFR D A IV ARREE
JFHEBEDEBAL( NS VAT I F— V¥ EREXBEE)OBZNANF D
%o BERERERICH VT, BEIIICRIFFA ™Y 1 L A EERGEH
TlE P I UAT ISP ERNIIEEORBFSEE S IEEER
RERELDEP o7, (8.4, 11.1.25H]
9.5 1Hi®
RS IEIR L C W AR REE D b 2 4113, 1B Lo AR
PlagtE %z EE s M S N AEEICORAERET S &,
B OBEMFTICB W T, BINES Z 2B 2 & O E s
RENS., ZBE2S RLT VI LEFHAZBHAL TV
IR & A F 1172 B 9460611061 (0.11%. 95%(FFEX 0. 06~
0.19)ICHBEENTBY., RLTF TS LEELHWHHIVEZ
BRAE L C W/ idi@h 6 £ F N7z B 2366476142561 (0.11%. 95%1(E
FEX[0.07-0.16) . HIVIEHEDIEIRE D &4 F 17 17072365
1081 (0.07%. 95% 15 #EX [E0.05-0.08) ICHE ST BY,

(X}



NLTFZ7IENide MNplE2E#E T 5. NLT 7T ELORE
MAEFRBE 9 5 B R A AR B E o I (Fh o fE [#FE] ) 1%,
1.28[1.21-1.28] TH 5 Z ENBESNTVRBY JEAT—4),

9.6 1%ZLIF
BAEZBISER L, — RIS, ARADOHIVELREZR 720,
HOWBHRIATICBWTHIVICER L LIS ATRETR L,
NLTF 7Tl MRITHICEITT 2. LTI ILOR
RSB 2 2 Fit R E o e (o [#55] ) 13, 0.033
[0.021-0.050] TH 5 Z EPHESNTVWB? HEAT—%),

9.7 IR
EHAFER, FiER, 2L PRUX12E AR I3 (FEA0kg
RFO/NR %R E U7z BERRBRILEMR L T\,

9.8 ST
BEOREAZBEL AP OREL (RET A &, —fRICEH
HERE (FFRERE. BHERE. DREES) METLTHB D, AHEESE
LTWA IO ZHH L TV HBE5Z 0,

10. #BE{EA
AENIEICUGTIAIOEETH D, —FCYP3AATH RN
5. Fio. KANIEBAF AL T AR=%—-2(0CT2) %
U'Multidrug and Toxin Extrusion 1(MATE]L) #[HET 2.

ANALIVEFRT D%
HEIBRETHI &

HEL % AR - HEE SR W - fERET
A, ALY T KA OMEEFRBEZ Cnax$8. ALY T L
LEHFEH (V7| T35%. CuTI2%BET S| A2 AT
U R ) 57, BELFERICBER|ISZEICED,
[16.7.32#] THEERRE, ARFNLEE | AF ORI A E
Al. AV LERBAOIESNS,
52T A6 E% O
BEPHERINS,

A AL I VHEIA MRV OMEFEE REHDOOCT2R

3 ZRLFZ5E0L50mg 1H|OUMATELDE

[16.7.2%08] &5 ERCTH2ERS | EERICED .
B Crnax CENZN66% | X MR I D
Cl% ERsE2Y, FRBEHPHEES N
FEBE L, BEISCT|AHHRENENDH 5,

n. 8HER

ROEWERDHHDONZTENHZHDT, BEE+FITITH. BE
DO SNTHE IR G 2HIET 272 SEYZLEZITS T &

1.1 EXBEHER

[16.4.1, 16.7.1%M&]
*10.2 HEAFRWHABICERTZ L)

KRR E BRER - BB W - fEERF
LIy hA4=RELYAA = ROMmEEFE AFOOCT2N
RIS /KA EAREMS 85NN H | UMATEIOEE

b HRICED, ALY HERICED, ¥
AZRTERGEMEHE LIV AAZRD
THESNTWADESEN. | JEHAHE S 1
TAEIEROCLDEMBEDF| SHREELH 5,
REUCEE(LSHSDNS
BENSHBHDT., AT
FIFEEFEBIEI DL,
IbhSEY AHN DO MEEFEE % Crax T2 N 5 D 2 F|
[7.1. 7.2, [52%. C:CRBET &H/|ACYP3A4KR Y
16.7.3%:08] L DOWENH BV, UGTIAl1 %%
I77EL Y |[KEOMBFEEZCuaxTET S LK
[7.1. 7.3, [39%. C-CT5%BET&E|0 . KH O RH
16.7.3%:08] L DOWENH B, MEESNS,
EN A AAOMBEHBEELETS
[7.1. 7.32M8] |E2AI8EEI D 5,
AWNTEE Y | REOMEEFREEZ Cnax T H LT EE
[7.1. 7.3, [33%. C:CT3%ET SE/|HCYP3A4RK T
16.7.3%:H8] L DOWEN D B, UGTIAl %
EC A b TP 3
. RKElORH
PlEES NS,
T kALY AR OMEEHEEZE TS| N5 OHEA
RAT 2= b A |HBAHEMNELD S, [N A =
> T NFUVYY
Tz )N LES MWCYP3A4K Y
—J UGTIAl %3
A IaAvF hFY HgpIEick
v 7 (St. John’s D, RKEIORH
Wort, £k - PEES NS,
Va—YR-7J
— M EBER
[7.15H8]
Y77y | KAOMBEREEZ2CoaT U 77T Y
[7.1. 7.3, |43%. CCT2RIET &S H7-|ACYP3A4R T
16.7.3%08] L DOWENDH B, UGTIAl %3
A NPl faP S
I N- IR |
PIRES NS,
Z i 71 F F V| KB OMIEFEE % Crax T| T 15 DAl A
(Mg, AIE)EEF|72%. CuTTARBE RS & |\F 4 > LK%
BYAI 57, KElxZMlihF4 KT 5 &I
[16.7.3%08] EEHBRA O/ G2REFT LD KE DR
IR B ORGSR WATHES NS,
N5,

11.1.1 ZEZFIMEBEREREIREE (19%AK )
THPER & LCHRZ, REDPASN, S HITAFKRERS. VX
HiEAR. RIS E 2 MO BREOEEZBEERTPH 5D
NBZEN DB, 5B BEFIHERLFE, FHE TRERSS
DIERDPERD 5 VITBIE(LT 52 ENHHDOTERT A &

11.1.2 FHEBEIRE. BB (VLTI b 1%
AST. ALT. BV LE YO EREZMHD FRERE. HEFD
S5ONEENHD. (8.4, 9.1.1%R]

1.2 ZDftDEIER

DL [1~%%a | 1%kE | BEH
- G
SR FERISREIRRE
AN 5. A% BRAR.
\ R’IE. B
R Ry
B
T mao. T LEEE. EEARE.
L 5
W W%
%5, 25
R =
SEER |EY
wEE. B
e,
e -
vYiLEy E|ICKER
. . oL7F
L =y bR &
RN
13. BEES
13.1 &
MEBITIC K VRESNAAEEITBEVNC EPARESNTWVWDS
9),10)
16. EYENRE
16.1 MduEE

16.1.1 BO@EOKRS
TR A BB K O 2 AR AR AIS0mg 2 BEHE 48 5 U 7z e o M8
RLT 7 I EVBE#EZR-1IC, NLT 7T ELOEYEHERNNT A -5
EHR-UIRT . LT 77N ESERREM CRe MEEFREIGEL,
HAERFEIIISKETH o720 F7/2. BHARANIIBIT 2FEDFHEIZHEA
ICBIAEMBEEFEKTH -7,



4.0
35
3.0
25
20
15
1.0
0.5

MEHPRIVTIZEIVRE (ugiml)

0.0

24 36
BRI (h)
BRERREA ICAEIS0mg Z B EiE RS U B D Im iR b

RILT 0S5 EIVREHTS (OB L R4 RE. 106))

48 60 72

-1

R EREAICFEISOMgZ BEHRORS LI D
MiRP RILT IS EILOEYENEE/NS X —5
Crax Tmax&l) AUCo-in ti2 Co
(pug/mL) (h) (g - h/mL) (h) (pug/mL)
2.37+1.23 |3.0(2.0-4.0) | 47.7+24.6 | 14.7£1.56 | 0.73%0.36
FofE + REERZE 1041
1) o fE (HEFE)

RANGROR S LD FEP IR S N #5512 ~ 3R TR e
WEEICE LTz HIVBYYERE KO ICARA 2 B 0O%5 Lol
FHRRILT I ELOBEER. 2~100mg® D& T3R5 8HE MmO
&% RE - THEM L2955, 25~50mg™ O TIER 581213 I THA
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R-2 BAHIVEREZSEICHITZERRETO
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85 A—=% | AUCwu(ug - h/mL) | Cumax(pg/mL) | Ce(pug/mL)
50mg 1HI1[E 53.6(27) 3.67(20) 1.11(46)
50mg 1 H2[E 75.1(35) 4.15(29) 2.12(47)
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ERRAICHC- RLT 75 €L 20mg (BER) ) % BEIR S L7z ok
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fERRAIC RV T 75 EL20mg™ % BHERE %5 U 72 Ko E 2 JEHibE R
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7oy RAEICIIROREEON%PERTtS N, ZDOMNERIZ18.9% T —T )L
7V a YERaEE. 3.6%N-Fi7 ILF IR, 3.0%HB X2 VIO
BLATH D . REMAEZI%ARETH > 72 (SHEAT—%),
16.6 HEDERZHIDEE
16.6.1 BigEEEEE
BEEOBMEREGH. L7 F=>2 7T A(Cer) : 30mL/minzkii)
AT HEEICRAISOMgE BEREOHRS Lo MR LT 7 I Lo
BB/ ST A — & R4S (NNEANT—¥), EEOEHEEREEZIC
B B EERRI LR A & ORICEHERICEE THEEEALNED ST
ZEND, BHAEREREION L TR RERE 217 BEIZ 720D,
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UTeBEDMmEED RILT 7S EILDEMENEE/INS X —F

Crnax AUCo-int ti2
PR (pg/mL) | (ug-h/mL) (h)
HEOBHKERERE 1.50(34) 23.5(48) 12.7(31)
FERRRKA 1.86(45) 37.1(58) 15.4(15)
AATIE(CV%)
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RLF 7S LVREICHFETRBIS N TSN 5, hEE OIS
(8fil. Child-Pugh#y# : B) # 9 % B# ICARHIS0mg % AR O# 5 L
ToBEDIMEEF RV T 7T L OENERE/ ST X — & 2R-51TRT (SEA
F—%), FEEORAEREESICH 2R ERITEERA T
Hotzlerb, FEEOEERE I L CARROARRESONET
W9 2B, BEOFEAEEERE CORA OB BEICTITTHEICD
WTIIEET L Tt
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UTeBEnMmiEh RILT 'S EILDZEYBE/INS X —F

AUCo-inf Chmax Co
PR (pg-h/mL) | (pg/mL) (pg/mlL)
FEEOFEAEERERE | 38.5(30) 1.78(17) 0.59(36)
[N 37.3(47) 1.80(49) 0.57(44)
(P E (CV%)
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HIIBI 2RAEROENEET — 7RO TV 5,
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DFH DD D (FAKI20%) ICENMERIN A Sz (BEAT—%).
FRAHIVEESAERE 2 5t R & U7 5 H58 AR U5 AR R © O RHERISE
YIBIREIRAT DFE R, AN RLT 75 CILOBRERICHN U CHRN 222
ERIESmDro 1 (HEAT—%),
16.6.5 AfE

BAHIVEEGE R E & R & U7t HA5E AR OV AHRER ¢ O BHERISE
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(2) BEHICRIHD B SV RAR—9 —
RILFZSEMIde VE#T =4 > b5 AR—-4—1(OAT1). OAT3.
OCT2. MATEIRUMATE2-K% /L 7- ik % HE L7 (ICs : ZhZh
2.12, 1.97. 1.93, 6.34%024.8uM)?-#), [10.5H]

16.7.2 AEINMHAROEYEREICKRIF T HE
RIVTF 75 CILHESEOE BRI ITTHEZ, Z-610RT GHEA
T—%). [10.2208]

®-6 RILTISEIHIHAROENEEICRIFTHE

% RILT 75 Ot/ O R O HEFZED
e | 7T E SRIBHE )N T R — & ORfASEH
PHRIRROTR | ) 0 m | P2 (oossfmmmn) ; s L=1.00
g C:X1ECou AUC Cmax
l;:i‘;fib somg | || 102 1.03 0.9
1E2E | ](0.93, 1.11)| (0.9, 1.11)|(0.91, 1.08)
0.035mg
AFRY [ Somg | | 0.9 0.98 1.00
20-150mg | 1H2E| - |(0.91, 1.07)|(0.91, 1.06)|(0.94, 1.06)
NEVAFN 25mg 10 _ 0.95 B
3mg 1H1[E (0.79, 1.15)
Nf;ffé;;%m somg | | 0.9 0.98 0.89
1E2E| > |(0.85, 1.03)[(0.91, 1.04)|(0.82, 0.97)
0.25mg
UAeEy > [somg | | | 12l 1.06 1.10
smg 1B1E [1E1E]| ° |(1.07, 1.38)](0.98, 1.16)] (0.9, 1.22)
T)AREL VY
FukL7v | smg| | 119 112 1.09
IVEREE 1H1E (1.04, 1.35)|(1.01, 1.24){(0.97, 1.23)
300mg 1H1[E
ARALIY [ Somg | | B 1.79 1.66
500mg 1H2E | 1H1E (1.65, 1.93)|(1.53, 1.81)
ARFLI [ Somg | B 2.45 2.11
500mg 1H26E | 1H2E (2.25, 2.66)| (1.91, 2.33)

%16.7.3 HAENFRIOEMENRE(CRIT T HE
PR FLT 7 I L OEYEEICKITTHEL, R-TI0RT (FHEA
F—%). [7.1-7.3, 10.25H]

=7 HEAEDNRILTISEILOEYERECRISTTHE

N MBI 5 A — 5 DRI
RRIORR |70 | ommimmem) : wanL=1Loo
= CXU3Cas AUC Cex
7HFTEL | dmg | | 28 101 1.50
40mg 1A1E | 1H1E (252, 3.11) | (1.80, 2.03) | (1.40, 1.59)
THHFFEIL+
URFEL | Img || 22 1.62 .34
300mg+100mg | 1HIE (1.97, 2.47) | (150, 174) | (1.25, 1.42)
151
FIREN VVF
REYLT NG 15§|T|§1 = (08(2).%04) (0911'01 1) (08(7).9Z08)
00mg 1H1E
FILFEN+
UbFEL | dmg | | 08 0.78 0.89
600mg+100mg | 1E1ME (056, 0.69) | (0.72, 0.85) | (0.83, 0.97)
A2
Z77ELYy | Smg | | 05 0.43 0.61
600mg 1H1E | 1H1E 018, 0.34) | (0.35, 0.54) | (0.51, 0.73)
ZhFEYY | Smg | o | 02 0.9 0.48
Womg 1H2E | 1HIE 0.09, 0.16) | (0.26, 0.34) | (0.43, 0.54)
BN ARNE TS
e
Zo%rﬁ;égo?ngf somg | | 083 0.75 0.88
151 (052, 0.76) | (0.69, 0.81) | (0.78, 1.00)
100mg
1A
ol .
UbFEL | dmg || 0% 0.97 1.00
40mg - 100mg | 1H1ME (0.85, 1.05) | (0.91, 1.04) | (0.94, 1.07)
1A
IR LT L 3
“H]jg:jf% somg | | 0.6 0.26 0.28
B[] (0.21, 03D | (0.2, 032 | (0.23, 0.33)
20mL
Hifm]
EZEY AN
=L - IKERE
v7avon | smg || oM 0.74 0.82
20mL B[] 058, 0.85) | (0.62, 0.90) | (0.69, 0.98)
AHN 528 R%
Hifn|

sk IR B s
RN B " EHHE)$T X — 5 DT
RRRUTE 7;;? PR oossrmmxm) ; B L=1.00
- CXUCos AUC Crax
BECYIVA | Smg | 0.68 0.67 0.65
15 1A1E ] (0.56, 0.82) | (0.55, 0.81) | (0.54, 0.77)
Ax75J-L | Somg | 0.95 0.97 0.92
4mg 1HIE | HE (0.75, 1.21) | (0.78, 1.20) | (0.75, 1.11)
prednisone
(EPAR) | Somg | ) 117 111 1.06
60mg 1HIE | 1AIE (1.06, 1.28) | (1.03, 1.20) | (0.99, 1.14)
(Wit
V77 €y smg | 0.28 0.46 0.57
600mg 1HIE | 1H2EE (0.23, 0.34) | (0.38, 0.55) | (0.49, 0.65)
V77 Yy ] smg | 1.2 1.33 118
600mg 1HIE | 1H2E® (1.01, 1.48) | (115, 1.53) | (1.03, 1.37)
V77777 | Smg | 0.70 0.95 116
300mg 1AIE | 1AIE (0.57, 0.87) | (0.82, 1.10) | (0.98, 1.37)
LKLYy [ Simg | 1.2 112 1.13
2%5mg 1RIE | 1AIE (115, 1.30) | (1.05, 1.19) | (1.06, 1.21)
Tipranavir (EPHF
RR+VIFEL | Simg |, 0.24 0.41 0.54
500mg+200mg | 181E (0.21, 0.27) | (0.38, 0.44) | (0.50, 0.57)
1H2E
7I7LEL | Simg | 1.37 1.5 1.19
70mg  SHREICE | 1HIE (1.29, 1.45) | (1.20, 1.31) | (111, 1.26)
(Vf;g;eé% somg |, 1.08 1.07 1.05
S00mg SERIZE 181[E] (0.91, 1.28) | (0.95, 1.20) | (0.9, 1.15)
ANATEEY | Simg |, 0.27 0.51 0.67
300mg 1H2E | 1AIE (0.24, 0.31) | (0.48, 0.55) | (0.61, 0.73)

ZE1) FV7 27 ZeLs50mg 1H2EHREGE ) 77 €y v EHA L RV
77 N50mg 1H2[ES & otk

H2) V77 eNs50mg 1HIES L) 7 7 Y EY V2L FLT
7'Z¥N50mg 1H2[EES & ok

F) AR OERRS N-AEROCRAE . [RAEEE. INSTIDSOHRHIV
HICKB0ERBOHSEEIL. FLT 7/ I E LT50mgxIHLE
BOKRSE9 2. INSTHIWN T 2HHEEHE T 2E8EFIZ. FLT7IEL
L LT50mg#x | H2EEOHRET 5, 28, 12 EROREIOkg DL
LEoFRIBE. INSTILOIHIVEIC & 21REREBR S H 5/NEEEIC
i RLF 7580 ELT0mgZ  BIEROBSTE 2./ TH 5,

17. ERERARE

17.1 BHUERUREMHICEET DR

17.1.1 /B5155 M4HEAER (SPRING-2 : ING113086)
FHIVERIC K 2 1RBRER O 2 WA HIVEYWEBE826] 2 xRk & L =
FERREHBICBWT, FULF 7 IEL50mgZHIE#HES LB ( RV
FUIENRER) . ST 7T ENA00mgE | H2EE LB (5L T
7T CNREE) I, ENTNABIOBESEERICEIDFT o, Z
DOFER. FEFMAEE Th 5% E5481BHOHIV-1 RNAE A S0copies/mL
K CTH-oBEOEEIZ. TIVT T ITENREEGEDERIIR LT, P
T 7T CNARERI88% TH D . BEREIZE (95%FHEX M) 1. 2.5%(-2.2%,
7.1%)THO. TNTTITEMINT B LT 7T ELDIELEIRS
7o (FEBME~—T 2 10%) . #%596:E%DHIV-1 RNAEHS0copies/mLA
WTH-oBEOEEIX. TLT VI ENBRERDTOBI LT, FLT
75 NARGRI8I% T H - 12295,
BIERFEBSEE X, LT 75 CLEERETR%(116/4116]) Th > 7.
FELREIERIZ. BD10% (40/41141) e O'5ERE4% (18/4114) Tdh - 7z0 (#%
548K o
5B, ARBRICBU2HBEREOENER- 1R LT,

x-1 HEBREEOEN
FIVT 275 EL50mg F )T 75 EL400mg
1H1E 1H2[H
+ +
R X7 VE Y RRYEE X7 VE Y FRYEE
BRI EA2A] BRI EA2AI
(4114) (41141)
483 96;8 483 963
HIV-1 RNA&E# 36141 33245 3514 31441
50copies/mLA (83%) (81%) (85%) (76%)
ROz 2.5% 4.5% _
(95%EHEKH) | (-2.2%, 7.1%) | (-1.1%, 10.0%)
R S=:pa 2041 22451 3145 4351
IBRAKE (5%) (5%) (8%) (10%)

ENR=2F A »OBRIRTFIC XD

H2) 7 A WA RI R+ F 0720, 85488 X IF96EKL F TICHEE
FEOMEE 2 ZE SRR 0BG 2 ik UZER & L <3488
1396 HICHIV-1 RNAEA50copies/mLEL =T & - 7= 5Ef]



17.1.2 ;B9 55 MAEER (SINGLE : ING114467)
THIVEEIC &k 2 16RO 2 WA HIVEEE B &334 2 R e L —=
BEMEEEEBICBVLT, FULT 7 IEL0mg(1HIERE) &7 e
T ITVVICKABARSE(RLT 75 EILIREEE) 1241461, =7
FELYY « FIREL - TN Y YRR G IBEE) 12419614
HEEAICEID M oN, ZOMRER, TEFMER TH 5% 548BHD
HIV-1 RNA&7»50copies/mLAH Td - 7z BEFDOEI G, KMEEEEDS81%
IR LTy RULT 7S ELRESRHIE88% TH D . BERIZE (95%FHEX )
. 7.4%(2.5%, 12.3%) TdH . MEBICHT 2 FLT 7T ELDIELNE
MIRENTZ FESHE~—T 10%). £y H59%6HBOHIV-1 RNAED
50copies/mLANE Tdh - 7z BEDOEI &1L, WEBEO2%ICH LT FLT
TS NARGRI% TH 570 S 512, B5965A% DI ICIEE R T TRk
GG & AT o 12AER . 144B%OHIV-1 RNAE A 50copies/mLA T H
SBEOEHEIE. LTI VRERTIITI% WMIBEETII03%TH
o720 TANAENZIHBERBIE. LT 7T ENEERD10%K UXHE
BHOT% TR 5N,
BEIWERSISEE L. NLT 7T CLREET43%(180/41461) TH - 7=,
FERWERIE. BiD10%(42/414%1) . REE10% (41/414%1) R OIZE 149D &
7% (28/41461) TH - 7z (548588 ) o
%8B, ARBRICBT 2 HBREOEN ER-2TR LI,

x-2 HERREOEN

FILT 77 EL50mg I77ELYY -
1H1E 5 ) REL -
e + ILPYTHELR
. FTNAAEN + T3 TV LD 1H1MH
(41441) (419431
4858 96 | 144 | 48E | 96iE | 144:E
HIV-1 RNA&A| 3646 | 332661 | 296%1 | 338%1 | 30361 | 26541
50copies/mLif|  (88%) | (80%) | (71%) | (81%) | (72%) | (63%)
S 7.4;%) 8.02%) 8.3?
(5% (SR TE) (2.5%, |(2.3%, | (2.0%, -
12.3%) | 13.8%) | 14.6%)
CEOEY - ol 2141 311 | 43 | 2660 | 3361 | 304
BRI (5%) (7%) | (10%) | (6%) | (8%) | (7%)
FED 7NN EL600mg - T 27 Y r300mgE LY aL A EE LTIH
1[E# 5

H2) T 7 7ELYY600mg - 7/ ALYV FuF LT v )LVEEE
300mg + T4 R YT F ¥ 2 200mg# Atripla®Ei g & LC1HERS

E3)N—=RF A OBRIETFIC LD FHE

F) AN ARSI AA DD, B548E. 96 IZ1445B% E T
ICHRBREEAI OB G 2 IR UZRER], L <3488, 96 I 1448H
IZHIV-1 RNAE2350copies/mLEL LT d - 72 iEH

17.1.3 ;@5 55 MABEKER (SAILING : ING111762)
FIHIVEIC & HRBERA S 0 . »OINSTIORERER D 22 L AHIVE
FUERETISH 2 NRE L "EHERHEBEHBRICBWT, ERBEEE ML
77 ZEN50mg 1HIEES 2 A LBE(NLT 7o ELVEE8) & &
RRIEE TV T 7 IE400mg 1H2EIEREG 2 HA LB (I LT 78
BEEE) I, ZNZN354ABI R UB61FI 0 BE P EIERICEID i s niz.
ZORER, FEFMHIEE Th 5548 E%OHIV-1 RNAREA50copies/
mLARMTH > 2 BHEOEEIE. TILT 7T ENRERD4%ICH LT
BT 7T ENEEEIETI%TH D . BEEZE (95%FHEXE) X, 7.4%
(0.7%, 14.2%)THY. TILTZITENIIHNT B RILT 7T ELDIES
MRS NT GEBEY =Y 2 12%) 7,
BWERFISEEIL. FILT 75 EARERET20%(73/3576) Th > 7m0 Fix
BIVERIE. THH18% (29/357M) 2 UM% (13/357M1) T - 72 (1 54818 ) .
nB. AHEBRICH T 2R BEOEN 2 E-3ITR L,

-3 HERRUIROEN

RVF 27 ZEL50mg | Z VT 7F EIL400mg
1H1[E 1H2[E]
. + +
R waE WS
(35441) =D (36141) )
4838 4838
HIV-1 RNAE? o o
S0copies/mL 25141 (71%) 2301 (64%)
TR D&Y 7.4%
(95%E4EX ) (0.7%, 14.2%)
A VR 7 RS T (20%) | 1004 (28%)

HED IEMHERICB VT T — 5 BEMO 7 DAGI DB IERNTH 5 BRIt
H2)R=RAF 1 Y ORBAFETFIC LD FHEE
17.1.4 B EMABEEER (VIKING-3 1 ING112574)

INSTHCTit ¥ 2B 3 % B AHIVESWE R #1836 2 W5 & U7z IEEMIERT
HEEBRICB VT, FAT 7 I EL50mg 1H2EHS I K 2 EMER LS
HERE Lz FLT7IELEMATZ2EREEL, RETHEE TR
AERBAIARI 2 6 OEEEZE L, SHELR XSl A EREE 21T 72,
HREBF83FID S 5 1336 TRBARIGIHICINSTHI N 3 2 T2 2 A58
5Nize ZDMOS0BI X HERBALARTICINS TS X 3 B it & 7R 3 1B E

E& o7, HERBIIARFICIATESHERR S Mx i o 7z FERBAIARE A 5%
58HH & TOHIV-1 RNAOZ(LE (FFHfE) X, -1.4 logw copies/mL
(95%(E#EX M : -1.5~-1.3 logi copies/mL) TH 0. RERFIMAR &
BUCHRBICHEA L7z (p<0.001). INSTHIN T 2TEERBO Y A L
AR RAER-ARTD,

=4 ®BS58HBICHIFBINSTICH T DMUEREBD
DA IV AZHMR (HIV RNAZLE)

) S (EHERE) | LAERloZIE™
%;ngﬁ 124 -1.60(0.52) 114(92%)
:mggﬁiﬁﬁ 35 -1.18(0.52) 25(71%)
:Ykﬂgﬁ;‘%ﬁiﬁ pp| 2 -0.92(0.81) 9(45%)

EDHE58HEICHIV-1 RNAEA50copies/mLA T & - 7-5Ef = & s
#2)INSTHC R 2Tt EZE (N155H, Y143C/H/R, T66A, ERQ)EL<L
ISFERRIAART 2 S INSTION S BT 2 R SARBEDO A5 S - 1358
7E3)GI40A/C/S, EI38A/K/T, L741
F—=& Ny M TR A ANER (18361) D &6l % 54248
ARl LTV, FEFMEE Th 5% 524H%ZOHIV-1 RNAED
50copies/mLAI Cdh - 7z BEHOEIE L. 183FI-126/ (69%) Td - 7=,
INSTHZR T EZERBD ™ A L AR 2 E-5ITRT . HE52458%
DOHIV-1 RNA®»S0copies/mLATG CTdh - 7z BEDEIGIR L Dr >
72Dl QUERITINAC2AFl LOZEREEZ B DBETH 7.
BIERFBEEE L. FLT 7T CNEERET25%(45/18301) Th o7z E
ZZEIERE. BD5%(10/183f1) . TH#15% (10/183f]) K U FERE5% (9/183
Bl) Td - 7o (B 5243E0F)

R-5 REUBRICHITBINSTIICHT DMMERED
D4 )L ARHIR (50copies/mLEKHNDIET)

. e | HIV-1 RNAE 2550copies/mLaA T - 7z
INSTIIZ X g B AR BEOHS
QI48H/K/REFE % LY 96/114(84%)

Q48K T

R 5 20/31(65%)

Q48K T

SRR FILE 4/16(25%)

LD INSTHC N9 S fitEZ 5 (N155H, Y143C/H/R, T66A, E2Q)#E L
IFFBRFAIAATA S INSTHIN I 2Ttk 2 R IGRED # & > 1258
1#2) G140A/C/S, E138A/K/T, L741

18. EEZHEIR

18.1 {ERIHER
RILT7IEIEL ba T A IV ZAOESICRELFERTHHHIVA VT
S—VOEEHMICHEAT A EICE>TEFOEREZEEL, VAL
DNA®DEEDNANDHIAA ZHNEIT %o

18.2 MO ILA{ER
HIV-1 BaL#KOHIV-1 NLA32KK I & & 7= KRS M B AG BR & F U 7 B
DRILTTITENDT AN AEEIINT 250%HEEE (IC0) & #1Z
N0.51%00.53nM T . HIV-1 MBHEICEG S &7 MT-48003 % B
72 BEDICs0lE2. InMTdH - 7z in vitro) »
13EOHIV-1E R DB (T 75 A TB)DA > 5275 —¥ a— R %25
AU Z 7 AL AT % RILT 275 ELDICs(FH91E) 120.52nM
THO., FOEERIERERICHTI2RIANNAGEREERETH -
Joo 24OHIV-1EE R D[ 7V —FM(F 7% 4 A, B. C. D. E.
F. G) RO 7 I)IL—TFO] 8 N 3D HIV-288 R 73 Bk & 75 %784 Uk
ZIRYL S HR MBIV 2O RLT 75 EILDICso (A1)
WEHIV-1# K CHIV-28 T2 M2 10.20nM (#iFH120.02~2. 14nM) K O
0.18nM (#FH130.09~0.61nM) TH - 7= (in vitro).

18.3 ZEHIMmE

18.3.1 BRIREBRARIE
FHIVEIC & 210ERBESH V. P OINSTIORSEED L WEEEZ TR
& U7zSAILINGEE ( R LT 25 U LR ERE35461) ICB WL T R 548%%
1277 A L AW 2 B R BT O 1 76 s 4B TINSTHC it 25528 & iz,
N SAFIHFNIEE DR263KA 775 —EERENRD SN, FCOH
KIEIZL.DBTH-7. HFICIE. ZRIOVISIV/IA V5775 —EvER
BRD 5NFCOMAHEIF0.2TH D B IFICEREBHI» A>T 75
—EEROBFEENROONTED, BHUCINSTIORGEED H 5 H. ik
LTI —EHET AN AR LD EHEES NI,

18.3.2 In vitrostE&
HIV-1 MB#X&UHIV-1 NL432#k % Z N2 112K 056 0 kS L
TeRBECHONIA VT T T —EHEEO 7 I ) BAERIESIS3Y, S153F,
ER2QKUGI9BETH V. FC(ERAHERICHT T 5 1Cs0, BFAETIHIV-1#
IR BICs0) DERAMEIRA. 1 TH > Too 7z HIV-1 BERDEEM (57
54 7B, CRUA/G) 2B ICRAMMAREE L -HBETAONIZERIT
GI118R(FC=10). S153TKU'R263K(FC=1.5)TH > 7z,



18.4 =M

18.4.1 In vitros&s
Z )7 75 )L[Fold Change(FC)>81]1cxtd 2@ E TR ORRI D
it 59 230 O ERESERICOVT, FILTFZ 5L (FC=1.5) 1kt
T HRZEZTN. Gl40S+QU4SHA B Tld. FLF 27 F ¥ ILDFC
fE133.75CH D Gl40S+ QI48RIEikk T1313.3. TI7A+ Y143R 5 Btk
TI&1.05. NISSHA MM TIZ].37TH 70 TILT 7T ENLDOHRESEER
DHHEEDP SN LIZT05ED T ILT 7 F CILIERICOVWT, RILT
TIENIT BEFWETNR-ET A, 93.9%D T EERRICH L TFCH
10 R Th -7z,
A ENEREZET S60OINSTIHEHIV-177 1 L 2783 )UHE (28
HIIHE—7 IV BER, BRI _EXRZELE)ZHVCRLT S
L DOH T AN AEEZBE Lz, B—DINSTIMHEEY 3 )V BER
(T66K. T151LKUS153Y) 2 HT 57 AL ATIR. FILF I ELics
T HREZENIUELLE(2.3~3.66) KT Liz. BEDOERE(T66K/L74M,
E92Q/N155H. G140C/QIl48R. G140S/Ql48H. G140S/Q148R.
G140S/Ql48K. QI48R/NI55H. T97A/G140S/Ql48. K% UE138/G140/
QIB) #ET AT ANATIE, RLTFZIEIIIHT BEZENI21EN E
(2.5~ 21 KT L7z,

18.4.2 BRFREAERALIE
INSTLCTiHE2H T 5 BE 255 & Lz VIKING-3:E Tld. #52481%
F TIZI83FH36HBI T A IV AR BB RD 51iz. DS B3]
BT OWTIE, FRERBRIARE R OV A )L A S0 70 1598 5 B 0D T I 1 O AT
Rt T — 2 5d 0 . 3111661 (52%) TERE LS EREAPRD 5172,
RS NIBE N TOERXITIEAZERIZL7AL/M(141) . E92Q(241)
TO7A (8f51) . E138K/A(7f). G140S(2f1). Y143H(14) . S147G (141)
QI48H/K/R (4f1) . N155H (161) X O'EIS7TE/Q(1fl) TdhH - 720 £7z\ 1A
H RN CTEROHIRNED S5 N7 16FH14FNI B T, HERRRR T T h
LIRIA 5 Q48N EREH LT\ i,

19. BRI ICEET 2 EILEHIAR

— &R 0 RLT 7 F )04 b)) A (Dolutegravir Sodium)

{t % 4 : Monosodium (4R, 12a5)-9-{[(2,4-difluorophenyl)
methyl] carbamoyl} -4-methyl-6,8-dioxo-3,4,6,8,12,12a-
hexahydro-2/-pyrido[1',2' : 4,5]pyrazino[2,1-b] [1,3]
oxazin-7-olate

: CoHisF2N3sNaOs

1 441.36

i R HE~KEBEOHR.
EEAEET TV,
2 ¢ 1S RI3A9350C CIERE & IR IC

%ﬁﬂﬁ:%ﬁl(logP) 12.16%0.01(23TC)

22, a=
30%E [
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https://viivhealthcare.com/ja-jp/
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26.1 SHERRSETT
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RREERXKIR 1 —

26.2 BR5EIT
950V -AZRI751 V%R EH
REHERXRIR 1-8—1

1 700-708



