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1.

j==2= )
=0

-1 BEYE
LB ORRERICENT. PNAEILIRSEZEDHS%
[SEBFEDRRZEHTEY . FNICHIFENELRD I ENR
TNTWVB, PNAEIVICKZBREEE. EE. 7NHEI
SERFC K BaEMRBGELA (FRIENB) [CRIRT BH.
ZOHRHBEUTHBZTHICITS T & [1.1.2-1.1.5,

J08.2, 8.3, 11.1.1, 15.1.1&8&]
1.2 PINAEIC & BBHETIEUTOERNSHERER U2
%lh%iﬁ?%o

- BB

- R

‘ﬁﬂ’w‘r— RIEx. [EIL. THI. EES)

CRER. EER

- [FIRSSEIA (IFIREREE. [HERfE. %%) &

CDRSIBERNFIRLIIBG1F. BESICEIEICHRSS

B, PNAELICLZBREITONI & EBAFDEZS

E5(ChlETaT &, [1.1.10 1.1.3-1.1.5. 2.1, 8.2,

8.3, 11.1.1. 15.1.188]
A3 PNAENLICEZBRENRRELIBSICIE. RUT
PNAELSERAZBERS LBV L. FRFDBRS
[CKWBIFELUAICE SICERBERNFRIRL., EERIME
ETHHRIRY BOREERUIEICESTREEN B D, [1.1.1.
1.1.2, 1.1.4, 1.1.5, 2.1, 8.2, 8.3, 11.1.1, 15.1.184&]
.4 [RIREEAE (k. SEsew, WEER), A1V JILI VY
IREEIREY. BER. 2(31#ﬁ%lu$6m|]1’ﬁﬁﬁt%i5h?gﬁ
IPRRLBESH S VWEHEXREER (EICSHERZE
L. BREI 35555 3)ROSNIBEETH. 7N\HE
IVIE K BBHEAEDTREM ZEZRE L. ;@ﬁ&rb\‘@f'c%mﬂ%
GREFEDRSZESICHIEL. RLUTEBES LN &,
[1.1.1-1.1.3, 1.1.5. 2.1, 8.2, 8.3, 11.1.1. 15.1.1&H]
.5 BECEBUEICOVWTHIHAL., BREZIRTDH
—RZRBICEFTIDL BRI DL, T, BEAEZFRR
UIBE(ICE. PNAELSERAZ_ELRALBVES
THEETB &, [1.1.1-1.1.4, 2.1, 8.2, 8.3, 11.1.1,
15.1. 186881
.2 BREMIFRZEZSHUTVWBEETIE. SZTIVDOKS
piblC &t . BREMFRNBRIZBZNNHIDT, &
FlOBS5ZhH T 2HEEICETMERETE I & IR
1%‘&0312‘3\ EELIIBENIHZIDTEREIS &,
[9.1.2848]

2.
2.

B (ROEEICIFRELEBVT L)
TEAIOB A LBEEOBEEEOS 5 EE[1.1.1-
1.5, 8.2, 8.3, 11.1.1, 15.1.1=H]

1
1.
2 EEOEEERZ([9.3.1. 16.6.2%H]

. ¥R - K

fRFEE | TV aLEEE

1
BHMES |73 7Y 300mg
TN COVERERIET02mg (7 /3 77 B L & L T600mg)

EREtLa—2, Ty a—)L§gEF vy
Ly AFTIUVESY XYL, e Faxa—2A,

WAL \geivr 2 > 22021400, 41 Y L~— R8O,
HE5E
3.2 RFIOMIR

fR7ed | TV aLEEE

AHIFE - R ([P WP nwan 7 4 LA I—F 1 V78

BAlo—F |GS FC2

(Eé) 8.3mm
HE 1414mg

4. FHEEXIFZHER
HIVERRAE
5. FHEEXFFRICEHET DiF=
5.1 EREEBEMEL MRERA Y A LA (HIV) BRYRE I B9 218 H
FRIZO W TIE, CD4Y Y ISERE R CI#EHHIV RNAE A TEE
EEaNTW5B, KoT. KEOFEHICH-> Tk, BEDOCD4
Uyﬂﬁ&&0m§¢MVRNAE%%E?é&tﬁ_\fﬁ
DHA RS54 2V 2HEZRTH &,
5.2 KFNZS I TV ROTNAEILOBERB* BT AEE
BlTHHDT, IITYURITNACLORERAG P NEL
WOBEICIERNDOS I TV VBE(ZEEILEE) XIET7NNAE
VBRI (A 7Pz V8B RFVWA T &,
BHEERE(Z LT F =27 Y75 2 A(Cer) H30mL/mink
W) EETHEE9.2.1. 9.2.2, 16.6.150E]

- BENIHEEOHRERE[9.3.2. 16.6.2%0]

- 12RO/ NREE (9. 72E]

- (REAOkgRIHDBE

STFNAELRIZT I T OnTNPIC X BEWERD D,
KElOHEG2HIE L-BE

5.3 ARIOHIV-2BYWEREZ I T 26201 - R I3ERsn
TV,

6. FiERUHE
BE. BRACIEIEISE(F I 7Y & LT300mgR U7 N A el
L LT600mg) 1 HIEHEO%59 %,

7. BERUEEICEET HEE

7.1 KA EAOFHIVE S OMRBEEICB VLT, KRG REE
ENGVWEELBERPEEL. BEBEOMGEIRETH S & ¥
WS n-Beicid, KEE L ZHEA L TW A2 HloRHIVED
—EBE B IR ET B0 TlEn < RBAlE LTARIROGH
LTWAMOFHIVEDE G %23 XT—HHikd5 2 &,

7.2 KENES I TV VRUOTNAHELOBEERAEBEEET 50E
BlThsrDT, KENMATTI I TV VERHAIEITNNAYE
LVERBFZMHATRS LenT &

7.3 HIVIZBZRGMH» o ZEEHLEREKR £ U, BAIMWE 2%
RLRTVIEDPHSNTWVBDT, AFNIMOFHIVEE &
452 &, [18.3.1. 18.3.2%H8]

7.4 5 IT7YVOEAMETO T 7 A4 VEDY AL AEEE X
ILNYVHEVEFHEPLTWADT, RFlEZ LN VHE
vEGUEAIEMEA LW E, F. TLANITAYEUESE
GHHIVEBIEICBWT YA IV AZAMRERSESNT ., HIV-1#
HEEBREBETOMISAV/IZEENEDONEE. TLH MY
VHCUERANCEET HOATRHROWEIIZTE 20,
[18.3.1%H]

8. EELELRNWER

8.1 AANIHIVEREIREOREEE* BT SRV HRE 21T 2 &.

8.2 RAIOHETEEZEET AT, MO ELITERT S &,
[1.1.1-1.1.5. 2.1, 8.3, 11.1.1. 15.1.1=&]
s TNNHEIIC K B EBUEICELET AERIE. BERSICK0E
E&VEELZBERIBOONS, BEELMEE N2 &7/ LT
ICEAAHEESHHDT. THAAENICE A BEIESEDN
TREICE. RUTEES LW &,




*8.

8.

8.

8.

O O o

- FNACLEERE EFRIE L ERHABEERSIL. AL
CBBEEE OBEESTETEZVWESIIERE LR &,
R ESFRIERNGRBRED E L RER (5. #E. BBERSE) D]
DDHMFEEL TWIZBHICIE., KEOBEREDSEREL
[\ 2 EHEFSNBHBEICDH, BDEIZSECTAROS & T
5275 &,
CBETEOTER N IBIENZED SN TV S -BEIIHLT
b, BEHICEBHRICER TSI E2ER L LTRESR
T52&,
3 AFOFERICEL X, BRNDHA R4V E0RHoE
WESEIC, BENIBHIIRDZEY 2EIC. IROBIAICO
WTKLFHALRIERB%. HHTHI &,
c RANIHIVEEEORIGBRIERETII LW & 6. HATRE
YUE# & OHIVEIWE ORI LS 5K % FAE Uik 5 T HE
DB 20T KRR EHHZO FIRRTEOELIZ DV T,
TARTHEHYEEICRET S &
TN HENLVOBRSHBEIESFHEIRL L., TNICEIENE LS
EPRESNTWS, BEIEZ2EET 27— FICRREsnT
WARBIEX IR TH 2 FHE. KE. BHE BRE. BB
FER (RS, MR, TFL BERSE) K O MEIRESAEIR (R0 R 4 |
MHSEE . M%) SARBE LGS, BB ICHYEICHRE L,
AEIORAZFIETREPEDPIEREZ TSI L, o, #
BEZFET A — RIIEICESET A&, [1.1.1-1.1.5.
2.1, 8.2, 11.1.1, 15.1.1%MHE]
TN AELEAHAIOFRSIC X EE IS FIER 5 B BUE
PEEEELINICRIRT 2[R H 5. Lz > T AFD
RA %M L= RICBEOT NN A LEERE ZIRAT 5 KEIC
3. DPHEMEICHERT A L, HYEXREEHZZZED
BBEICIAEIORRABEN S 5 E%2#H L WHMEIEZ 5 Z
&o [1.1.1-1.1.5, 2.1, 8.2, 11.1.1, 15.1.1=H&]
CARFNZT I TV U ROTAACILOEERBREET ARE
BlThsrDT. KFANMATT I TV VEERFIETNAH
CLEREFZSHICBMUTIRALZNW &,
4 RE % ECHRHIVED ZRIMHBEE 2T 72 BE T, REH
BEERBEIRE SN TV S, HESHB%K. GEEENSEIE L.
TERED AL 6 TEEREIMEBE (A INITYTLTE
LAY T VYT A A MARAAIAINA, Z2a—FTAF
AFICLDHD)FIH T ARIERDHHERT A ENDH 5, &
7oy SERHEED[EE IRV B O REE R (FRIRFEETUERE. 2
KM, ¥T2 - NU—IEERE. T RUBERE)PSEHAT S L
OHENHHD T, NS DOIERZFM L. HERICIZEL %
HWEEERTHI L,
5 ERAPFIET AAREEA DA O T, ME7 I I —X., MiKY
N—=¥, MU Tt FEOEZREZ EHNICTS 2 &,
[9.1.1, 11.1.3&H8]
6 EERIMKEEE, AB7Y F—Y A, B ILECLPEED
FRRER (RERART) . MERUERIARAE. — 2 — 1/ —, $EEL. ref,
IDARE, FEREIRERR. hHEERRBEIERBESH 5 b
BT ENHAHOT, EHMICHRELRZITO R EBRE SIS
&, [9.2.2, 11.1.2, 11.1.4-11.1.8%8]

. BEDERZEIZBEICHT IR

GIHIE - BIEESEDNSG 5 2E

N1 BREFRIET DUEEE DG 5 EE (BROBEEDSG S E

B, BRERESEZTENASNTVIER EDHBEERE
ZITVBEE)

R BRNIIRET AR S 5. KEOBERE2EZ 515
HIZIE. IS+ D RBROED 5 NABBEN T VWIBEIZD A
FAEELTITS T L, [8.5. 11.1.35H]

1.2 BEIFFR DA IV ABRZSH LTV D EE

KAIDOHEG 2l g 2BE I3+ 3ERT 5 2 & BRUBIEFK
ZEf LTV EETE, FAlOHRSHIEICE D, BEABHERFK
PERT BTN D 2. RISERERDBE. BELTSB
ENDH 5. [1.25H]

2 BieERERE
.2.1 BISEEREZE (Carh30mL/minki) 289 3 EE

FITIVVOBOUMFBESRRT2B8ENFH S, [5.2,
16.6. 12 0#]

.2.2 BHEEREE (Carh'30~49mL/min) 259 3 EE

MKEESE2 X VEEICTO ZE, BEEICEZEDOREZBET
5L, TITVVICHEET ZEIERORBESEDONZHEIL.
RS I 7Y BTN LEEZHAWTS I TV
OHREHREI#EZRBT AL, IITYOEWIMAEE Dl
FTHBENNDH B, [5.2. 8.6, 16.6.1%7]

3 FFeEREERE
3.1 EEOESEE

BELZWIE, TNAELOMAREN LRI LI EICXD,
BEERDPHET 5B ENPH 5, (2.2, 16.6.22]

3.2 BEXRBPEEOFESEE

TNAECNLOMAREN EAT S EICED ., BIFERADPHIRT
2BENDHS. [5.2, 16.6.25H]

9.5 1%

R ISR L C W A ATREE D H 5 4012 id, 6B Lo
DfEtE % FES EHEESNABERICOABRET S &,
BYERICBVWTIITIVVRUTNAIENVICEALTRDZ &
PHRESN TS,

5.1 57V

FIT7Y VI MRBEERT 5. HEROMERT I TV
BEE. 2REOBBOMEFROBEFOFREERCTHS
ZEMRESN TS GEAT—%),

BYER (VT F) chiESEE (RHORFETHOEM) P S
NTns,

5.2 PINAE

BMcBWT, PAAELIIZOREIBBEEZERT S
ENRENTWVWDS, Floy (T Y bOA)IZBVWT, TN
AENLD500mg/kg/ A ZN L FoRE5E (b N2 GBEE
(AUC) D32~35%) ¢, BEXUIRR BRI 2F M (IR0 E,
BREBRUHFE. TN, (RERED. FEEOEM) PR 5/ &
DREDH 5.

5.3 SETIV/TINAEILEE

X7 LAy RRBEEERAEA (NRTI) 2 7= NEE XS EER
BEIN-HERROARICBVLT, I bV NYTPEEICLSE
EZONHEMTBEDMBEILBRED LAPRESN TS,

JEFWICENICHEBE. TADPARERME. thOMEERLRE
SNTWB, LPLEDNS, TNOERENRTIOFEHNBRE.
JERERAIRRE & OB IIREL L T L,

.6 IR

BIx#ISEDH & — I, HIVOILRANOBIT T 2
e, HOWARITNICB W THIVIZESE U - I3 AT
ETR,

6.1 S=TIY

BO/ESNTIT7 I vide MUTHICHRE S W5 2 LS
ENTWVA (L © <0.5-8.2ug/mL)? (SAEAT—%).
F3IT7 VY OBFMBEREEICNT 5 HITHIBEDHIZ0.6~
33THHIEPMESN TS BHEAT—%).
AROMBEFT I 7YV BEIX18~28ng/mLTdH - 7z & DL
o NEANT—5),

6.2 ZINAEI

TN E L OBHEMAEFEEICNS 5 AT PREDHIZ0.9TH
B ENMESNTLEY BHEAT—%).

7 INR

FITIVVRBTNAELVORERGSPDETDH 5 12 KiHD
NEEEICE, FROT I TV VEE(ZEE L) LTS
CLBRI(FA 7V = VEE) WA 2 &, [5.2508]

9.8 SitndE

BEOI. &, RODMMEEDET. &HE. FRESEZ+IE
BUEEICRE 2 &,

10. HEEH
10.2 HEGES (HAISER TSI L)

7z (ZnZNn18%. 36%.
DRWFL) EORENDH .

HAIZE FERER - IBEAE | BF - BRERET
AT 7 A NFT|F I TV VDAUCHA3% B IC B 5 HE
V=)L FUXMEML, 287075V ST I TV
WAIIPA AM30%,. BT o|ERYXNTY

AMISUFD LI EDH|LTHRET S &
EDH B, EZZo6NTWVW5,
VILE =)L BOVILE b—LEH(V|VILE =L
VER—LELT3.2g8. (DT ITVY
10.2g. 13.4g) &5 3 7|OMIN A M| =
DUORAEICED, TINBEEZOGN
TOYOAUCHEAD L|Tnwa,

7L a—)L (BRiE)

FNAELOREIITY /

FILI—)LTFk

AM22%EIML 722 &
5. AT ABEICIEAY
R UIEBIEOEE S NE
LRBGEDND B EEX
bNB. BB, THANE
L Ifil HH B RE 13 R IR Y R
BODHHLEZZ TN
2 72 (CmaxH35%38 > L«
tmax S | REEZE R U 72 25,
AUCEZEIL LD o72)0

[16.4.2, 16.7.1, |- VL k2B &2 5, |[FETF—¥D

16.7.224] TNAELDOAUCHKRBEEE LT
A%IBINLI, =8 ) — e T 2 EE R
LORBIHLEZRZIT R ENTNS,
ol EOBENHZ

A RUEBE (AT R0 2797 T U|KFAHA




A5 BRAER - BEE | B - RRET 1.2 ZOftOB1ER

VASTT L | KRIEVASTT LOMT N A E LD 1%~ 17%F 1 1%3F 1 3

[16.7.2%H8] FiZkD., V4> 277 MCYPLAIHEE ) VORETRE, P
OAUCHEMT HBEN HICLD U F ¥ . ¥R I Bk A TR
N B, KAEDOHAN T T N OREH L7 (MCV) 211,
RELHEE, BEORBESNS, V> SERED
MicERL, BRIEL B TRl MEE. B % . R
AT TT FORERE Wl B BACRE  |E. EIERA,
EETHL, B AR

— R %, B GRRNRE,
ROBIERB 5 DA EAB 0T, BEE TR, B B AR e i
HEBD SNIH BTG 2T 57 CHY LB EFTS 2 & e |

1.1 BABEIER BEER SR B O

1111 B GRRR) B B,
TANELOREI & D RBUIREE (> SWBR VUL SR . 1
DBBIEN B S5DNB LB BDT, BEE 7TV, D %Eﬁ N
TIRT &2 BHIEIERA S 5 b NI BT, B ICH = S
Sk L, @A AEETSCE. [1.1.1-1.1.5, 2.1, 8.2, i 18 BE AR 2
8.3 15.1.1%] frig | RE(AST,

. R ALTZ 0D EF)
RS (AR, BEREBMRIE L CARKE) . SAH B %§7 VrF=>
- ke
IERED, IEHED . REED, BERED. OEEE - #AE BEEiR. B8
- e FiERE B, B
PEOREREE ), W), TRSENE. AEIRIRSEEER. RS o E . B EEEEE, AL
R ER \ = 5O B, SRR e
SR R FRER = e
- [ » B
1 2 SBRIED - T
B Rt - P15 i RE 5 Eé;gj(mﬁ% T:L
APHSHEMEER S (AST. ALTS0 LR). FR2 S S
- BT ~ ERe DARIE
) %Eggx %g‘ﬁ(*ﬁﬁi%ﬁﬂﬁﬂh ﬁyﬁ%ﬁﬁ%)\ B R, CKER 0%, IR R @%‘;Eﬁa—%:ﬁ
- b < SE XK.
At Gt L
s HE s, I
- ZOfh __ =, LA
FEEED | REERED | RARRED | JESSEED | jRIE. ) o SHEiE BEE § TI/)I/:\‘”\—&FE\
B, MR, HEEE, 7771 5%y — HP (BUEA, | T BiE, FEiF. &
HD 7 AN EIC £ B BBERREED S 510%L EIcH S B, KB E - BRR
N7EER &)

11.1.2 SERMAEREE JEERHE) FUZ )R Y|CKER, MMEE SEREBE R,
FREIB, FUMBREA . &, BB, FRERED. FES - Mg k7 HRBIEE T,
1 [8. 65 8] Zoft 2L AT O— M EE T, &

11.1.3 B8 (S AH) L ES RH LA, BE
MiE7 35—, MU /S—¥, Y 7Yt ) FEOREEO EME R, FisE

ERPHBONTHEEICR, EBICKRIOREGEZHIET S &,
o, HEOKRE. B BHECERPASNEEICLE
BICARIORG2HiE L, ALEBRE(WEY 37—, WE
YN—=F, FU TVt NE) ROCEGZIIEIC L 5BEZ 57
152 &, (8.5, 9.1.15H]
11.1.4 AB7 Y F—Y R, BEILEIC L BEEDRFEX (BT
(BHEREA)

AT = AIIFBEEPEDN 2 BHRERCREERT
RO L NTBZEITIE, KAOKRSZ—RHIET 5 & KT,
FREDERET AT H2BEICBVWTRERT S L, T3

TIVROETNHEL%2EENRTIOBMES 12 h 6 OHH
BEICKD, BEELABRT Y F—T X (28B8. BRE. &
BRERD . BIBEE. MERESE, SEFRE). FEE (R
BICEHHEEOREKR. B2 &T) 0. RHEICZIHESN
TW3a, [8.6%0]

11.1.5 ERUEFEIARAE (A% RAA)

[8.62A]

11.1.6 Za—0O/NY—, $88. =L (HERH)

[8.62 ]

11.1.7 DL (BEEREA)

[8.6208]

11.1.8 FIFEFLIRERAE(REY (Stevens-JohnsonfE(REY) . hESIERA
IRSERARIAE (Toxic Epidermal Necrolysis : TEN) (38EEARHA)
[8.6%8]

) FEBUHE I A RERE O R &t

13. BERS
13.1 &

7 3IT7 YV RIMEBITICE D —8RESN S (5372 2300mg
BRI, BREA2RR% D S AR M ENT L7z & & AUCo-inr
PHRI2ABIE TR 22 EAHESNTVS)Y .

15. ZOf0DFER
15.1 ERFREEFICE D < B8R

15.1.1 B CEmS Nz 70 AT T« 73HE (195661) I8B L

T PRNHELNOBESRATICHLA-BS70I D A7) —= > 7%
ERL G WEEE, A7 —Z U T REW LHLA-BS0]1REE %
BRAL U7 BEIC BT B EERIER D 5 8 N 2 BEIED FKISEE S
ZFNENT.8%(66/847) 3.4%(27/803) /Sy F 7 A M
K DR SN BEEDFRIRSEE D . TNEN2.7%(23/842)
0.0%(0/802) TH O HLA-B570ID A7) —= > 7 DEMIC X
0 BBEDFEISEE S MEHEICERITE T T % (p<0.0001) &
EWRENTze Fiow KRBEER CIIHLA-BS570]1% A7) —
=27 U7 WERIZ B W T REIR 2> & BECE A &R D N 726605
3061, FERE/ Sy F 7 A M CHERR S 7o BBOERE B 23651 241 A
HLA-B5701 %% LT\ iz,

HARNIC BT 28@EOE & HLA-BS570117%8 O BEMEIC DWW TIER
BHTH O HLA-B570l DIFERIZAANTIES~8%. HARATIE
0.1%E DWMENH 5, [1.1.1-1.1.5, 2.1, 8.2, 8.3, 11.1.1%M]

15.1.2 FIHIVED ZAIG B E © 1 T 5 BE 2 0 RITOEE

EORBBEELZME L - TU AR F 1« THEEZMEICB N
T PNAELOEREBBD 567 AUHNOEBRE TOLHEEDY
27NN B EOREN D B D EIRREBOFK AR 2 E i
U7-fE 8, SR B LT 7\ EILIRERE OB E 2 D E
EDYATEEOONLG P 2Tz TNAHE I EIDAHIEZED B
IZOVTIE, BEDE ZARHIZH T LRV, FHEEBEE LT,
TNNHENLEECHRHIVEEZ BB 2551013, SERED



EROEBMENY A7 2ZE L., BME. SIEME. ERKE. B
JEEDWERELTRTOY AVRFE2ER/IMEER 720D
BExtbl L,

15.2 FERREREERICE D < B

15.2.1 S=JYv
BEEERBRICBLTHOVRAKERFRIERZR L EOR
EnH b, Fiz. BEHOPAFEMERBICBVLWTHISAELZRD
BTz EDWREND S,

E MR Y > 8Bk e F U 7o Gk B R T13300ug/mLLL
b w2y oS IERRD A 7B S T ZEAR A EERER T 122000
pg/mLEL ETHBMEZR LTz,

IIARTTy hERAVWEZERHOPAREREBETIX. BRAE
BT A bh2FBER(AUC)DI0E (= R) K US8RE (T v
M ETOBRBEEICEWVLT, EPABIRD N7,

15.2.2 ZINAEIL

MMHFEERA VKRB CIERREZRO o720, B YV
NERE B WIzin vitroREERERRE, <7 2) 73 —<H
B R in vivo/NEREBETIIBEZRO . N6 DERIE. n
vivolk Oin vitroll BT KRAIOEEE 2 H W5 EIC5 O SR
BARREFRIEAE2EIAHILEER LTV,

QD7 ARUT Y MBI R2EHANMPARERBRICBLT., 8K
Bi. BERZRR. FRRE. BERE. U O SEN. B RAESSICEEEEH
HOENTEORENDH B (& N25BEE(AUC) D24~32(%,
R VBRI (e MIBOLTHETI2HRERIFEELLZ V) OEE
IZDOWVWTIE6ME.) DTy & MIxtd 2BENGERE S AE LS
wEEr o ICHET 2 L,

B) T NAEINZ2ERRE LIz T AKRTT Yy MIBWT, BED
EMESRD N (t h2EBESE (AUC) DT~ 24E0HE) .

16. Z4nEHHE
16.1 MEE
16.1.1 BEROLS
HIVESE R FIGNAK 2 ZERERER S LIBT3 TI0, 7N
YL O MBEFREOHR % X-1 R UR-21C. EWHFEINT A —F 2R-1IC
KUY
5000 -

4000
3000

2000

M#ZF3TCIREE (ng/mL)

1000 -

5% (hr)
B-1 SI7YVOMERREDHER (FIIE+F%ERZE. 96

5000
4000

3000

MEPABCHEEE (ng/mL)

2000

1000

o
-
=)

o 1 2 3 4 5
&5 %R (hr)
E-2 7AHELOMBEHREOHE (TELEERE. )

®-1 FRIBERSEOZYERE/NS X—9

MEH S 37 iR (ug/ml)
o

12 24

36 48
#5-ERH (h)

60 72

B-3 BERAICRILTISEL - STV ZEEROKES LD
527V OMBHRE DTS (FTIE +1REERE)

=2 EBEREAICRILTISEL - ST VVZEEROKS LD

SETIVOFEYEEBINS X—9

Chnax AUCust AUCo« tmaxiil) ti2
(pg/mL) |(h-pg/mL)| (h-pg/mL) (h) (h)
I 2.00
37V 3.58£0.61 | 13.81+3.56 |16.30£5.058 (1.00-3.00) 2.49£0.55
IS 1.00
THAAEN|5.68£2.04 | 12.56£4.01 | 12.89+4.22 (0.50-1.03) 1.50£0.16
FiofE IR O]
L) R fE ()

BB ATOFIC FILT 7 I )L - 537V 250mg - 300mg % ZEfg R 12 B
EfEO%E LIzBO T I 7Y Y OMEREEOHER % X-310, Bk <
TA=HERATRLIZT HEAT—5),

AUCo-inf Chax Tmax t12
(ug - h/mL) (ug/mL) (h) ™D (h)
13.59 3.22 1.00 18.63
(17.99) (29.30) (0.50,3.50) (26.85)
a2 E (CV%)
FE) R (i)

16.1.2 EYZHES S
R ASHIC. AHISE. RUOTEEILEE(S I 7Y 150mge&HT %
BE) ROV A 7V x VEE(TNHEIL300mg 2 &7E 9 5 8IH]) %2858 % 2208
REBERECRE U, EENRSEZ M L. ARRERES I TV
BRI RO T N A EURBERR ONAREGROT I TV Y ROTNAE L
@AUCIASL\ AUCWEZ}\Cmaxti\ i%iﬂgﬁg‘ﬁmﬂﬂjﬁ%ﬁ(:Fij:j'fﬁa)tto)
90%(EFEX I £%0.80~ 1. 250 HFW) &7z L. EMENEFEI RSN
7-NEAT—%),

16.2 ORI

16.2.1 REDOHE
TR A2, AR & (]91000kcal. #950% 4% g i B3k ) SBEUiE 12 A
Rl ROHRE Ui, ZIERBRESREEE LT, 53 7YY DOAUCE:,
AUCw. Cmaxs BOT7NHELDAUCEs, AUC»IZZE(LIZFRD 51750
ST TNNHE LD Crnadd24%E T L7z SHEAT— %)

16.3 9

16.3.1 S =YV

(1) BB BERN DT
BAHIVESERE IS I 7Y V4~ 10mg/kg® % 1 H2E2LER L _ERE
RBOHSG U7k, B 521 M%OMEHETEHEE X LHIEE DN TH >
720 (EAT—%),

16.3.2 Z\AEIL

M HRmeE
HIVIEYERE O %2 R I 7 N 71 BV 150mg % BRI S S Lo R
P O HEREITN0.86L/kgTH O AT AT 2 ENWRBES
nizd? BEAT—%).

(2) B EBERN DT
HIVEGYEBRE BT 5 7N E VOB HTE (CSF) NDOBITIZBIFT.
MAEFAUCIZRT 5 CSFFRAUCO HIE31 ~44% TH - 7210 (SAEAT—
%o TINHEIL600mg] H2[E#% 5.5 0 5 i B O FERIE X ICs0 (0. 08118/
mL$ %\ 30.26uM) DS TH 572 JHEAT—5).

3) MEEFEERBEE
In vitrolZ BV, 7AAENZI0ug/mLE TOTRIMEEHFE T, & bl
FEAGARIIONE —ETH -7 &

(4) MERFEATIE
MR MRS HEEE SR U TH -2 2 & 6. 7N EILIEMmBRIC
ELIIHHT A EmEne? ,

16.4 {X3

16.4.1 S=IVY
E N TOERBMIE T A-ANARF Y RE(1-[(2R,55) -trans-2-
hydroxymethyl-1,3-oxathiolan-3-oxide-5-yl] cytosine) Td - 72!V
HEAT—%),

16.4.2 7 INAEI
t F TOEREME. S-HIURVBAEROS -7V a0 EaEEATH -
7219 (SMEAT—%). b MFERERZ W zin vittoiEBh» 5. TN
COVIEFRNAEE 77 1C & O BLA R 2 2 5" - VR U Bk % £ L 7z
. FIZ OV —LAESTIETNAHELOBMLHIRENIIFRL 5 r 57z,
TNAHELOBIERBITIZICYPTIE AL, TLa—LFk Fayi—
Y/7LTe RTFe Fur+—tEAEE L Twi, 28, IhsoHEY
I AV AEEE R o720 [10.2, 16.7.1. 16.7.228]
TGN TEERB TH 2 HLRE V=) VBRICRBIs N 5,
HIVEGYIE B E 206012 7 /3 7 EL300mgl H2[EH5% 5 L 7z O EEIREIC B
BHRENAILARE V=Y VEEOFREHZ20. 60 Th o 7z (AEAT—%),

16.5 HEttt

16.5.1 S=IYv
BAHIVEBZYEREICT 2 7Y 2mg/kg® #EOHFS LK, #5%12
RIS b T 2 A=A+ REPEREROS5. 2%Fkt S iz, £z,
MHBE D EERETOREED RPFHERIIZEREONT0%TH D |
Bt AT I TV OBRADP L OREDEELRE TCHH I LPTREN
7z (HEAT—%),

16.5.2 ZINAEI
HIVIEYYE B E 6 % 5t 512 CIZa 7 /3 7 ©)L600mg 2 B[R 4% 544 |
HYIMANBIRE Z ST U7z RIETREDRI9% S HE S . FE 2 HEIHER X



FR(%983%) T D« EHITIZH6%HEM S Nz, RAICHRE S N7z i EE
DHINBIZRENARTH V. $930%H35'-H LK B, $936%755'-7 L7
a Ly EBASETH -0 (HEATFT—%).

16.6 HEDERZEHIDEE

16.6.1 BigEREEEE

ms=2vyv
BHEEDE T L-HIVEBYWEREICS 3 7Y 300mgx BEREO®RS L
7B, CaDETICONTAUCK U REMFEE AL, ST
EL. RPU02H7IU 75V ANEDLLEZY HEAT—%). [5.2.
9.2.1. 9.2.2%M8]

Q7 NAHE
BB EEE (GFR : <10mL/min) B % 737 ELOEMEIREIL
BREEN ERE 2 BEOEYFREEARTH>72Y BEAT—4). [5.2
9.2.1. 9.2.2%M8]

16.6.2 FFEZEE

ms=2vyv
FEERVEEONBRELZETHIBHEIIBIZIREEID. 93700
EYBRIL, FEECL > TEREEEEZZ T TV LIRS TVEY
HEATF—%). [2.2, 5.2, 9.3.15H]

Q7ZNAEIL
BEORE (Child-Pugh O &858 1 5) 269 SHIVESWERH
IZBF 2T N AENOENEREEMET L ER, AUCK OTHAFREI I
fEEZ A S 5 WHIVBESERZE O Z N2 N].8E R U.58ETH > 7z,
REOENHEERE IS EARO S5N=H, AUCIIFREIC X 58
BRZT -2 GMEATFT—%). BB, ThoBHIIHT HHESEE
S8IMAs2TH V. (2.2, 5.2, 9.3.1. 9.3.2%E]

16.7 EYMEE(ER

16.7.1 In vitrosi5&
TNNAEME, PANAELVOERBBRTH ST I—IL T Fas+—t/
TILFE RFe RusrF—v2EELLEDP 572, [10.2, 16.4.2. 16.7.25]
F7o. in vitroRERICB W T, TNNAEILIZCYPIALIZEE L. CYP3A4
HOITPICIELY . CYP2D6KU2CO%HE L - 729
b MFR T A 22 HWzin vitroiBRICB W T, HIVF a7 7 — Y HEHEA|
THHT Y TLFELRTNAHELORBZHEL A 57,

16.7.2 BRREMIMEE(ERHAER
HIVEZYERE 256120 RICT N A EL600mgE T4 ) —)L0.7g/kg & B
LCHERES LI5S, TAHTELDAUCSD LR ROt 2DEEN A5
TR EEE L O TR P o7z, £z TNHEIIEITY ) — L OZEY)
BRBICHER RS P07 HEAT—%). [10.2, 16.4.2, 16.7.1%H]
HIVEZERE 156 % 5 R0 73/ EL600mgE ¥ K72 > 300mg Kk 'S
37V 150mgP D ESE 521 ElH S VIEHERIEHE LZEE. WITho
HRICBVWTHHARKICE A TN\ ELVMFEEADFEIASNLZ D>
Too —H TAAENEFALLT I 7YY DAUCK PCnadd. ¥ K
TYUHE. EFRICEDSTOVTNOE R L. £/ TABELEHE
ALY RTIVE, 7379 VAR ROEMARICB L TAUC-0D K
BENHENTZHN, ConldET L. TNEDOELIRERLEEELLDOT
357" (BEAT—%).
TNAHEL -« RLFZFEL - 5327 Y2600mg - 50mg - 300mg™ %
ShpmAHIVEREREICY 4277 10.5mg 2 BEREHRS U7z #,
VAT 7T FOAUCHRRBEAICEMES Lz A MY ALay ba—
L EHATHI2. 61U (AEAT—%). [10.220]

)RR OERSN-AEROARIE, EE. RACRIEIE(ZI 7Y e
L C300mg R N7 /3 A 8L & L C600mg) % 1 HIERECHR S 3 2.1 TH 5.

17. BRARRRAE

17.1 BHUERUREMEICET DR

17.1.1 75 55 MABER (CNA30021)
BN 2 WA OHIVEBRVERETI0M 2 6 R E L TT /N ELO#K
SR%E e 2 BIEA _EEMEEGEER (S 3 7Y »300mgl H1E &
7 7ELv600mgl HIEOHAICE 5. 73 EL600mgl H1EES
BE3RAGI LI 7 /N 4 ¥ IL300mg | H 2[m1# 5-8£386/5) % FEfhi L 7z, 154858
#ICHIV-1 RNAEA400copies/mLAKI# Td - 7 BEOHERIE, 7/\H
EL600mgl B 1A 58, 300mgl H2EH S8 E B ICT2% TH > 70 &5
12y #5485 %ICHIV-1 RNARAS0copies/mLAN Td - 7z BF DO
&, 7N EL600mgl B 1S5 EA66%. 7 /3% EIL300mgl H 2S5
BEN68%TH -7z (K1)
F 72, BE54ABDOCDAY) VSEBOEINE (FRE) 3. 2h2hl88/
mm?®, 200/mm3TdH 57z,

(Intent-to-treat analysis)

1001 A1 E300mg 1 B 2 EE5E
| O1[E600mg 1 B 1 ElI58

® ©
S o

=

o @ o~
S o
I

I
S

w
S

K DEBEDLLE (%)%

M#FHHIV-1 RNAREDA50copies/mL
S

=)
I I

0

T
BL2 4 8 12

2 36 P
REEARE GB)

E-1 m#RpHIV-1 RNAEhS50copies/mLKEDEZDELE

¥E1)Roche AMPLICOR HIV-1 MONITOR
H2)IEEASHIEES NS 2 &% < MEFHIV-1 RNAEAS50copies/mLA
EER L DM SN BEOHE

nB. FHBRICBU 2HBEEOEN 2 R-1ITR L,

=1 HEBREEOEN
7N A EL600mgl H1E 7 NAEL300mgl H2[E
grm + +
™ FITIVHITFELYY|SITIV+IT7EL VY
(n=384) (n=386)
L AK Y 5 —ED 66% (72%) 68% (72%)
Rp BE P Y

;;;ZZ?W SR 10% (4%) 8% (4%)
BEFRICEATIE 13% 11%
iﬁﬁ@ﬁﬁﬁ&é 1% 13%

(n=Intent-to-treat analysis)

D) MAEFHIV-1 RNASA50copies/mLA i (400copies/mLA) & 72
Di5AGARK F TR SN BEOHLR

1¥2) MAEFHIV-1 RNARA50copies/mLA i (400copies/mLA ) & 72
ST EASEBETICINT V RERI LIZBE. VA ILAZMNIC
BENRB U BE. 71 IV AE RIS AR5 LR s h - B E

) ABROME. RERF 7 ru—7 v IARA, 0 I VER, E
ROHETE

7372 300mgK O TN A EL600mgl HEHHRESEIC BV T, 3844
FR28301(73.7%) \CBIfER 3R 61, EREIfERILD F173461(19.0%)
BEEEOU(16.1%) . AERSAHI(14.1%) . MERS53M1(13.8%) TdH -7z,
17.1.2 i8558 MAEEHER (CAL30001)
FHIVEOIBERE N 5 5 8% L EOBEIH 2R E LTHRAET
NACNROT I 7Yy OMRAREL BT 2 BIEAF — 7 HEGERER
(77 A N300mgl H1[E & EREEO % WHIV Y 1 7 7 —EHEER X
IR R EBREEANAI ORI K 5. RAILH LS F4F i
TNHEIL300mgl H2[E +F X 7Y > 300mgl H 1 [E#5% 5.8#£8841) % Effi L
Too A8 DIREIC KD, MEEHFHIV-1 RNA AAUCMBEIX, AAI#H
58T —1.65logwo copies/mL. TNAEN+TF I TV U HRBSET—
1.83logi copies/mLTH V. LM TH -7z, 48EH DB ER O MEEH
HIV-1 RNA&E#50copies/mLAN G D B#H O HFIEZNZN50%., 47% &
FHETHD. /o, MEEFHIV-1 RNAEAH400copies/mLAI D EE D
Y ZN2N54%. ST ERETH 57z, 4BABDIBEHRDOCDAY > %
R OBEINE (FRIE) &, REIRESETA7.5/mm’s 7NHEL+T 3T
D VR EET5.0/mmPTH 5 7o
REINEEHSEICB T, 936154561 (48.4%) ICEIfEA RO 5. E
ZsEIERIZIESLLGI(11.8%) . THIL10M41(10.8%) TH - 7.

18. EEZNFIE
18.1 {ERER
18.1.1 S=IYv
SITVVIIMEATY VM, HIV 2SS 8 7z i T o4EH
BRRBEOEEEO=Y VEB{LEICERSNZY . S3ITIVV=Y
VELAEHIVOMEEBERICLDTAF Vv FIV=Z) VBORDD
1277 A L ADNASSICE D AE N, DNABOEEZFELESESZ &ICLD
HIVOEMZHES 59 , £/2. 537V V=) VBRLEIZHIVOMEE
EBEZZHANICEET Y . —H. in vitroT. & FRIEIY >/ S8k,
) URERGE - B -< o077 7 — VRO ROEL O B
BIERAIARICN 325 3 7Y v oMifaEEIEEE - /2.
18.1.2 ZINAEI
FNAHE NN TEEREEO A LR L= VEBBICE#E N5, AL
RELZY VBIIRREETAF 77 ) =) VBBICRb-> T AL
ADNASHICH DA E N, DNAHOHEZEILSE S LICKDHIVOHE
BIAZEET S, /2. HILAELZY) VERISHIVEE BB R 2 5 AR H
%—g—éo 21)~23)
18.2 O A IV AER
18.2.1 S=IYv
In vitroT® 5 2 7Y > OHIV-1(RF. GB8. U455K% V' IB) IZ#td %1Cs0
E12670nMEL R, HIV-2 RODIZ®T 2 ICsofE1340nMTdH - 722
In vitroTT7)NAE N, ¥ )2, R IV FLYHE U RUY R
TV EORMXIIMRERADPDO 6NLW o £z, T I TV VITEM
Ty VBT Y VTR R B O T p 244 R & 2 S WAL BRI H 66
~80%IE R &7 (in vitro).
In vitroTD26FEOHIV-1EEE SBR[ 7 )L —TM (3 7% 1 FA. B,
C. D. E. F. Q)1 OC3EEOHIV-2BE R BER IS T 5653 7Y >
DICsofE CEHAE) IZHIV-1# K OCHIV-2# T % 2 n40nM (8EFE 131 ~
120nM) & U'42nM (£iFf1Z2~120nM) TH - 7z
18.2.2 ZINAEI
TNAEILOHIV-1I A HICofEIZHIV-1 MBIZR LT3.7~5.8uM.
PR 53 BEAR 16 L C0.26 0. 18uM (n=8) . HIV-1 BaLiZ#f L C0.07~
1.OUMTH 5720 F7z. HIV-21R T BICofE IEHIV-2(Zy) Icxf LT
4. 1uM. HIV-2 LAV-21Z L C7.5uMT®H > 7z In vitro TNRTID
DEI) T IARNIVEIEY SITVY, LTIV, T ARE
Uy FLTYFEYROYRT VU, EX T LAY RRMEEBERBEA
(NNRTD DX ESE Y, RUO7Sar7—EHEHOT > FLFELED
HIMSUIHERIERPRD 5722 o /2. b MRMIMBEZED & EiEb
U UNERERVWSEIS. KDBOWRHIVIERZR L2 &6, 7NA
LB T L DB YA VAERERT DO EEZ 5N 2D



" “‘/%EU?HIV;%’(@%%*ED‘KHIV IBGWERE THRET

VtEHIV-11cid. HIVEEERESR OEMEEAMICE W I84EH O
FIJBORFFAZDoN) UADOERMISAV)BH6NEY . 2D
MIBAVERDFER., TANADT I TV I d HEZHIIERICET
L2 in vitroTO I A )V ADERIENIIET T 5% .
In vitrolZBWT, Y RT I VTHEBERAHRICT I 7D VAR 42 E
AT2L, IRTIUCHT 2BEZEIIEET 5 th)EEE ENTVa,
F/z. MHIVEDRERBOLWEREICY R T YV RTT I TV ZHA
THIEICED, VRTVUIETA NV ZAOHBESEET 5% ., S5IC.
HHIVE (S I 7YV 2E60) O ZRITABEIMIAVER Y A LV A%RH
T RHEELEH. HIVEOBRERBEO 2 WEFICB L THENEITER
ENTVWBON, [7.3, 7.43H]

18.3.2 7 I\AEIL
TN MK U TREZEOHIV-1 38D in vitro% O 7 3 H e
BEBEDPODBSNTBD., WINLYEEREICMISLV, K65R
L74VEOYISFOEENSER SN, CNH6DOEREZEI LEL &
KO PANHENVEZEIZ/I0ITE TR U, mﬁﬁﬁﬁﬁﬁ'(iil\/{184v&0
L74VoZERE »HEEICBRS N, [7.358]

18.4 =M

18.4.1 S =YY
VRTVVRUH LTI UIE,
EA&%%E#F@—%M,Z@)JZ) o
TONNAEIIEIMIBAVERD A RO SN TS T AL AR LTI, it
AL ATEE Z R B2
Tl V¥ VUKL I EVIE, MISAVER™ A )L A%t L TR
ZHPERT 2 E VDN vitoTOREDRH B, ThoDBEZHEDET
EERZIBEOBKRIEHS PlIcSh TN |

18.4.2 7 INHEIL
2L B 7N 71 € )VER B A B A S L -HIV-18ED S 55/ 1. in
Vi[fo'(? T, DF VYR YZE IR U TRREmME Z R

—F. VRTIOVROY LTV Vi@ E R LY

7/\7'71/_‘}1/<‘:HIV7PU7‘7 —VHER & IENBERP RS ENE, [
B CREMME AR T AR < NNRTI%@%%@??@%%%K&%J?
BAIEho, REMEZTRTAIREEIEVS DEEZ SN,

19. B ICRHT BIFEFHAR

TV UIEHIV-LIR LI A LA

— &R FE ¢ 5 3 7Y (Lamivudine)
b % £ :()-1-[(2R,55)-2-hydroxymethyl-1,3-oxathiolan-5-yl]
cytosine
5 F X CHuNsOsS
5 F &#:1229.26
(L iEs
NH:
NZ~ ‘
oA
HOCH:. o
Pay
T K BHE~-HEACOREEOHKRTH D, YAFLALEFIF
IR T <, KIZRRBIRT L, AY ) —LRIELY ) —
L(99.5)IZRREITIT K, YIFLI—FTVITIEEALET
JAQR
i = RL76C
5B H B -0.9(1-42 5 ) —L/KR)
—f&HIEFR ¢ 7N EOVERERE (Abacavir Sulfate)
it % 4 ()-{(15,4R)-4-[2-amino-6-(cyclopropylamino)purin-9-yl]
cyclopenta-2-enyljmethanol hemisulfate
7 F 3 (CuHisNsO)2 - HaSO4
5 F &:1670.74
femEst _
HN
)\ > « H2S04
—
'CH:0H
L _2
{3 RIBHE~MEHEOHRTHS, M 7LAOFRISETPCT
<L KIERRBBIRT L XY ) = VR Y J —)L(95) I
Fiz< e 0. Imol/LIEBREIR K OF/KER(L T t U 7 L5 IS
W5,
i M ’r’]ZlQC(’ fi#)
/ﬁma{-ﬁiﬁz(og P) : 1.20(pH7.1~7.3, 1-F 2 % J — /%K)
. IRERSI

Zliﬁll’&ﬁﬁﬁ@“%i%éli%%&i@@zﬁt:%% L. SBEEDIMESIITER A F
B LGB IEARRIOFERZHIET 2F0#Y 2 MBS &5 K5, EAfilC
FETAHI L,

22. &
305E . /YT ]

23. EEHR
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CAUTION
Y47 Vi300meg/ I 7Y LEREHR
ZRATAEEEAN

¥ TOA—RIFHFEICHETFL TIIEEL,

J4—=TANVRT PiFEH
()

FIACLERSE LTEOLTOERATHE. BIE
T BBANDOET.
BRENREUCEESADT A LERS E LTEO
<TDDRAEEIFBE. ERICHDDBEABEES
BEEDBDET,

RDKSFHFEF., LB ICIESEMICERL. RAZPILETSD
REWESMETRERIFTLEE L,

1EBEERTSIIEE

2. TFEEDADDIIN-TD552DL ED
IIV-JICHTREBEIRDEC O IEIBFE
.¥m 23 B35 &
° Iﬂ:iﬁ\ !’!‘E;:Fﬁ-\ Eﬂ
R, (B8R, B BIERDH . BB
B, 0EDFEH. BE

COSSBREDHIZT D TODIRFERIELISAE.
ZOEBEFICTINHENERZ ELTEELTD
ZIRAUVIEWTL EEL,
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BLIAICSOBVBHEDERIBSDN, ERITHDDIEED
MR FORRUY, CEBHZNDGIET.
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