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1.

j==2= )
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-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
Uyﬂﬁﬁﬁumﬁ¢MVRNAE%%a?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 &,
BHREREE (7 L7 F =7 YU 7 5 > A (Ccr) H50mL/minsk
i) 2 AT HEE0.2.1. 16.6. 18]

- BENIHEEOHRERE[9.3.2. 16.6.2%0]

- 12RO/ NREE (9. 72E]

- (REAOkgRIHDBE

S TFNRAAELNIET I T OnTN,IC LB EER S ED N,
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 &,




PNV ERRE EGIE L ER2EERS L. TAAAEL
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&,

*%8.3 RAIDOMHERICKEL T, BRSO TA I 1 v EDmHOF

WESEIC, BENIBHIIRDZEY 2EIC. IROBIAICO

WTELHHALAERZG%. BHTAZ L.

- RFNCET AERRBRERE SO, BEo A0 - Zeto
F—Y B ERENEFTHH L,

- ARNGHIVEYUEDRIGBEZEE I AW &6, BRI
YUIE 2 & S HIVIEGWIE O B 12 fE 5 BEIR % FIE Lt 5 T &E
W dH 20T, FERESHIBERO FEREOEIZ OV TIE,
TARTEHEICRET S &,

TN HENVOBRESHBEIESFHEIR L. ThICEIENE RS
EPRESNTWS, BEIEZEET 27— FIZRREsNnT
WABIEXIIER TH B R, FiE. EHE, BRE. BB
R (R TR TFL BERSE) K OEIRESAEIR (R0 R % |
MHSEE. M%) SARBELIGEIE. BEbICHYEICHRE L,
AEIORMZHIETRNEPEPIEREZZ IS L, $/2. B
BREZEERT AN — FIIHEICER T AT &, [1.1.1-1.1.5,
2.1, 8.2, 11.1.1, 15.1.1%ME]

PN HELERHUFOFRSIC X EE I FIE 2 B BUE
PEEEMUNICHET 2SN D 5. LA > T FFO
BRE % Hli L7242 ICH O 7 N A E LS B H &R 5 KEIC
T, BTHEEEICHESET S &, HYEVIIEERBZEZED
HBEICRIAEIORRAEN S5 E%2#H L WEMEEIEZ S
Lo [1.1.1-1.1.5, 2.1, 8.2, 11.1.1, 15.1.1=M8]

- HIVIEEIC K A8 8Rm2 4 L 23N, HasiEmc k5
MENOHIVEROGEHREZERNSE2 I EMNRENTVS
M. FORBEEEFZRICHRT 2 ZLITERNI &,

- HIVEEED . MiKZIC & 5 &~ OHIVEZO G 2 &
TSEE2EIPIFEHSN TN &

CKENEZT I TV ROTNAELOBEEREEEET S
BlThsrDT, KFENIMATT I TV VEERFIETNAH
CLEREFZSHICEBMUTIRALZNWT &,

8.4 KF % GECMHIVEDOZHIMRABEZIT- - BE T, REH

BEEREEPRE SN TW5, BRESHA%. RERENEE L.

TERED AL 6 TEEREIMBEBRE (A INITYTLTE

LAY T VYT A, A MAFAAIAINA, Z2a—FTAF

AFEICLDHD)FIHTARIERSHHERT A ENDH 5, &

7oy SEHEED[EE IRV B DGR R (FURIRHEETTERE. 2

FEMR. ¥ - NU—REERE. T FUERE) PSRBT L

D|ENHZDT, TNHDERZEME L. DERICITET 2
BReEERITHI L

8.5 ERNFIET HFREMNH LD T, MIFT7 I 7 —X, MiFY
W=, P TVt FEOE(LENBREZERMNICTD 2 &,
[9.1.1. 11.1.3%H]

8.6 EELIMKRE., ABR7 > F—Y X, BHILEICLSEED
JFRIER (REIAT) . BRUHRARIE, — 2 — /8> —, S8l BHE,
DAZ, RRRRRARAERRE . PEERKBILMBEDS H 5 bhn
H2IENHBHDOT, EHIITHEZITD 5 EBEZ 2T
Z&o [11.1.2, 11.1.4-11.1.8%H&]

9. BEDNEREHI IEEICAHATIER

9.1 SHE - IEEEDH B EE

9.1.1 ERERIET DTHEMDH D EE BEROBEEFENDHDE
B, BRERESEZTENHMSNTVSEE EDHBELEZ
ZITVBESE)
JERZEREIIFIET 2L H 5. REIOEHAZE 2 515
BT T DR RORED SN HRBEN L VIERICOHA
+HEELTTA &L [8.5. 11.1.388]

9.1.2 BRIFFR UM I ABREESHU TV ES

AEIOHS 2 g 2B H0ERT 52 &, BEMEMTFR
EEMFLTVWAEETIE, RFOHFSHIEIC KD, BEMEHAT K
PEBRT2BENDDH 5. HICEREEDSE, EELT S8
TN H 5. [1.2208]

9.2 BigEEEEEE

9.2.1 BBHEREREE= (Cerh'50mL/minkis) #8 9 3EE
FITVVOBVMFRBESFRT A2BTNIH 5. [5.2.
16.6. 18]

9.3 FHigEEEEEE

9.3.1 EEDIFEEEE

BELZWI E, PTANAELDOIMPEENS RIS EICKD,
BWERNHRIRT A2BFNDH 5. [2.2. 16.6.2%08]

9.3.2 BENFPEEDHEEZEE
TNAELOMABEN ERT A EICED. BWEAPRIRT
HBENDNH B, [5.2, 16.6.2%ME]

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)

A% HRREEIR - HEE T % W - fElEE T
ANT 7 ANFH|TITIUOAUCHA3% | B IC B 1T 5
Vb PUX ML, 25707 7V T I T
NN AW30%. BV T Iv|E MY RXNTY

AMISRED LI EDOWMLTHAT 5 &
HEPH B, EA6NT5%,

Ve k=)

BOVILE b —)UIEH (Y
LE F—L&LT3.2g.
10.2g. 13.4g) &5 37
VryopHICKD,. 53
TV DOAUCHED L
2 (FNZFN18%. 36%.
W) EDRED B B

VILE b=l
K537V
D WA A 1 1] &
ns&E26N
TWa,

7L — )L (B

)

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, 16.7.2|—VIC L HEBEZ TS, |[Fur )+ —¥O

2] TNAELOAUCHKR#MEET L LT
AL, T8 ) —|BET D EEX
LORBIEEELZ TR 5N TS,
Pl ORENH B o

AYRUEBRIE (AT K07 U 7 T v [ HERH




11. BEMA
ROBWERDHEDONAHZENHLHDT, BEEZFFITATH. BE
PERDSNTHE IR G 2HIET 50 SHULLEZTS &,

1.1 EXGEIER

11.1.1 BEUE GHERE)
TNNHELOHEGIZ LD RANIIRZ &4 ZRE RS
DBBUEPHSHONL I ENHHDT, Bz 71470, B
TR &2 BB IIERY H 5 b7z BaIld, ESICH
GadubL, BUZAEZIT> 2 & [1.1.1-1.1.5, 2.1, 8.2,
8.3\ 15.1.1%H#]

e
BB (GEH . BEREBIERE UL CARRE) . STEALH

ML
MESUED, MRS, TR IR ORI
- R

PEORREEE) | ., WHEE. AR SRR, RN
R R
T, RN

- IR

V) 2 SERIEA
- PR ‘

i REm B EREE T (AST. ALTZ0 ER). AL
- BB

T AN (AU RLAE. NS . BEE. CKLER
- WAPR 2R

JVTFVER, BRS
- iR

FERE S
- Z O

FEEED | BERRED | BERED, FEOTRRED . . ) o SHiE

IR, MEMETR., HEEE 7774 5F2—

FEDTNHE NI K H2BBUEREEED S 510%L LICH 5
n-ER

11.1.2 EERIREE SEEH)

FREFRE, PLMEREA . &, Bk, FREkEdD. M/
A (8.6 ]

11.1.3 EE8 (BEERER)

ME7 I 77—, mMEY /-, M T Ut REOBREMED
EEPHSNEBEICIR,. EBICARIOREEHIET ST &,
/2, BEEOEE. BO - IEHEOERSASNIBAICLE
BICARIOERS Zhik U, ALZOBREMET I 75—, W
YS—=¥, MU Z) Y RE) RUEGZHEICL 2882 +5
752 &, 8.5, 9.1.15H]

11.1.4 AB7Y R—Y R, BIFAEIC X DEEDTIEX (RERHT)
(BEEEANEH)

BT ¥ R =Y AN EE S RO N 2 ERERCHREEES
RO S NIIBEIIE, KBORE 2 —KhiEd 52 & I,
HEREEREORERFZEIHIEREICBVWTEIERT AL, 73
TIOVROTNAE L2 EGNRTIOBEIRIEEXIE 2N 6 OHFH
BIEICKD, HELRABT Y F—Y X (25EBE. BRRE. A
HAERD. SBEE. FFREEE. EPRSE) . FEtk Bt
BILLHPEEDOEKR. B Z2&t)7, WHICZMESH
T3, [8.630]
11.1.5 1E&FUEHRARAE (B REA)

[8.63H]
11.1.6 Za2—0O/VY—, $&3l. E=2 (EETRH)

[8.62:4]
11.1.7 DAL FHERRH)

[8.6%H8]

11.1.8 KIFSHSAEARIEIREY (Stevens-JohnsonfElREY) . hEBIERKY
IRSERIERIE (Toxic Epidermal Necrolysis : TEN) (S8EAHH)
[8.624]

11.2 ZOfthDEIER

19 ~ 17%K it 1967t SN

) VOSETE. P
¥ 7% I Bk A FE
(MCV) #m.
U SERRAD

Mg

L T SRR, MERL R A% . BB ER R
HILER B BAANRE B, HIEAR,
By

BEE. %R, Ao AnEE.
. CAREHG O TS P (R
%ﬁ/é%ﬁﬂ(gﬁgfﬁ% IR

- B R R 11
EHER FAEE. PR O
WHED . FEE.
s R, M

FEHEAN) . ETTRE

1% ~ 17% K 1 1% 1t BHEANEA
A e A E
frig |2 (AST.
ALTZ% D E7)
B mErsLvrF=>
B 5
5B A E\Enﬁﬁﬁ‘ GRE
O F \, HEREEERE, ALY
== >~ b &% 4 2 %
T = 5O/ A
H
% Sov bR
TGRS IDERE

W7, e R Jifi 7€\ WABEE |
REXZRK, B
PR 2R K. EIBRES .
HER., k&

F. ERGER

WEHE V2%
B (%, |€O8 BB, FF. &
BB B, EE% & - BER
&)
MU Z )tV |ICKER., MEEE EREE R,
FER - ME L7 HREEIEE T,
ZOf |aLAFO— MmEEEET. &
LR EHLR. BE
HER., BRImiE

) FERBEE I EAREREOER 2 &

15. ZDODFER

15.1 BREREARICE D 1B

15.1.1 B TEHS N 7O ART T ¢ 7T HEE (195641) 12 B WV
Ty TNHENVOBESRIBEICHLA-BS70I DA Y) —= > 7%
EHEL 7 WEEE, A7) —Z 0 T RER LUHLA-B57011RE% %
B4k U 7= BEIC BT B EERIER D & 8 N 2 BETEDFIREE A,
FTNENT.8%(66/847). 3.4%(27/803). /Sy F T X b
K DR SN BEIEDOFRIRSEE D . TNEN2.7%(23/842)
0.0%(0/802) TdH O HLA-B570l D A7) —=> 7 DERIC K
0 BBEEDFEFSEE S M EICERITE T T 5 (p<0.0001) &
EWREINTe Flow KRR CIIHLA-BS5701% A7) —
VT L WEIZB W TERIER 2 S BEBUE A EE D 17266/
306, R/ %y F 7 A M CHERR S N7z BBCRERE B 2361 &5 A
HLA-B5701 %8 LT\,
HANIC BT B BBUE & HLA-BS57013# 8 OBEEMEIZOWTIEAR
BHTHO. HLA-B570] DIRERIFEANTIES~8%. HAATIE
0.1%EDMENH S, [1.1.1-1.1.5, 2.1, 8.2, 8.3, 11.1.1=H&]

15.1.2 HFIHIVEO ZHIHREEZ 2T TV 5 BE 2 WHRILDAHE
EORRBEELREL - TUARY F ¢ THEEEFHRICBL
T PNAELOFEREBGD 565 ANHNOEBRE COHEEDY
AT 5 EDOHELN D BH. BRREB OGN 2 EE
U7-fE 8, SIBREEE B LT 7N\ EILR SR E 2 D
EDQYAZWEEOONGZ P22 T)NAE I EIDAHIEZED BEE
IZOWVWTIE, BEDE ZAERITHTW AL, FIHHEEE LT,
TNNHENLEECHHIVEEZ BB 2581013, SEERED
FEEROBENY A7 2ZB L. GFE. SEME. HERKE. B
JEEDWERERTRTOY A7EFZ2HR/MEES B 5720 0#
BEEDHI &,

15.2 FEBRFREHERICE D < fBER

15.2.1 S =YV
BEEEHBICBLWIHOVRAAREREFREREZ TR L EOH
EnH D, Flo. BEHOPAFEMRBICBOLTHEIAMEEZR
BT OMENDH 5,
b NRAEIMY >R 5k % B W 7z et ik B E B T1E300ug/mLEL
by Ry VoSIEMR R B WL B SRR B ER T 1322000
pg/mLEL ECHEHEER LTz,
IIAKRCTy bERWLEERHOSARERBR TIX. BRAR
B A b2FBRER(AUC)DI0E (7 ) KRUS8RE (T v
M ETOBEEICBWVWT. BPABIIRD N7,

15.2.2 ZINAEW

MHFEERAVW KRB CIERREZRO P20, e Y Y
NERZ R \Wzin vitroRERERERBE, v~V X 7+ —<#H
BN Oin vivo/MEZiREE TR 2D 7. INo DFERIE. in
vivolk Oin vitrolZB W T RAIOERE X H W5 EIC5H 0T
BRREFREAZEIASAIELEEZRL TV S,

QDI ARVTT Y MBI HEHANPARERBICBVLT, @&
BR. PR, FFRE. BERE. U oSED. RS ICEREES



HRENT-EDRENH B (b P 2FIBEBE (AUC) D24~ 3215,
TR UVERER (e MIBOWTHNETABREBIIFEELZ V) OEE
IZDOWVTIE6ME.) DTy b MIXT 2 EENGERE S IREEOE
P o AN N i A Rt

B) T NNHE L ELERBE LY T AROT Y MIBWT, BED
HEENRD SNz ( F2EBEE (AUC) D7~ 24ED0HE).

16. ZAPEHRE
16.1 MR
16.1.1 BOROKRS
HIVEEAE B FHIFNAK 2 EEREER G LI BO S I 7Y, 7\
L O IMBEFREOHR 2 X-1 R UK-212, EYFHEISNT XA —F E2R-11C
YR
5000 4

4000
3000

2000 -

M3 FP3TCHREE (ng/mL)

1000 -

B 5 %EE (hr)

E-1 SI7YYOMERREDHER (FI9E+ZHERE. 96
8000 1

7000 1
6000 1
5000 1
4000 1

3000 1

Mm% RABCIEEE (ng/mL)

2000 1

1000

0

o 1 2 3 4 5 6 1 8
&5 %R (hr)
E-2 7AHELOMFHREOHES (TE L EERE. )

x-1 FRBOZSEOBYERE/NS A —5

Chax AUCust AUCo-« tmaxm) tine
(pg/mL) |(h-pg/mL)| (h-ug/mL) (h) (h)

3.58%0.61 | 13.81£3.56 |16.30+5.058 2:00 2.49+0.55

7Y (1.00-3.00)

711

N

7

1.00

TNAEIN | 5.68+2.04 | 12.56%4.01 | 12.89+4.22 (0.50-1.03)

1.50£0.16

FHE - RERZE 9

L) HR R (E (#E )
16.1.2 EMFEHEEE

R 2SGIC . ARFISE. ROCTEELEE(T I 7V 150mghk &R T %
BA) ROFA 7D x V8E(TNH EL300me % &6 T 5 8H) %268 % 228
REHOREORSE L. EVFENRSEZME L 2. AFEEGRETITI Y
BAROT N CVRBIERF ORARERDO T I 7YY RUTNAEL
DAUCust, AUCoK U Crmaxld EWHEMFEIEME O HE R CFHED Lo
0% IEHEXEAH0.80~ 1. 25D HHMN) Z 7z L. EWENREEIREN
ZHEANT—%),
16.2 DRUX
16.2.1 RBOXE

TR A2561C . ERERG& (91000kcal. £950% 28 AR AR ) BRI 104
AlEREOHRE Uik, ZERESREEBELT, 737 Y DAUCE:,
AUCw, Crmaxe BT NHELDAUCEs, AUC=IZZILIZFRD 5N h
S72H. TINHE LD Craxl 3 24%E R L7z (HEAT—%).
16.3 1
16.3.1 S=IYY

(1) BB BERN DT
BEAHIVEEREEEE IS 2 7Y 4~ 10mg/kg™ % | H2E 28R LR E
RO G U7 R, B520R% 0 B B P IBEE R PR E OR6%TH >
720 MEAT—%).
16.3.2 7 INAEIL

(OFxiit=i

HIVEGLE B Z 6 % 5t R 7 /3 71 EL150mg 2 BRI S-S L 7z D R
P DOAIEFEIIA0.860L/kgTH O . IRHMHBICHT 5 ENREBE
nz?) JHEAT—%).

(2) BB BERNDIEAT

HIVERERZ ICB T 5 TN H EILORME TR (CSF) NOBITIZRIF T,
MEEFRAUCIZHN T 5 CSFHRAUCD Hild30~44%TdH - 722710 (SHEAT

—%)o 7NHEI600mg] H2E#% 5. O f i I8 O ERIEIZICs0(0.08
ng/mLd %11 30.26uM) DIfETH - 727 (SHEAT—%),

(3) MIFFLFEEER
In vitrolZBWT, 7AAENLIXI0ug/mLE CORMEEHF T, & bl
FEARORIZOBE —ETH o7

(4) MERFEITIE
MR OSSR E AR U TH > 2 &6, 7N EILIEIMmBRIC
BEbBIIHmET I EMRani? .

16.4 {XH

16.4.1 S=TI
v R TOERBMIE ST A-ANVAF Y RIE(1-1(2R,55) -trans-2-
hydroxymethyl-1,3-oxathiolan-3-oxide-5-yl] cytosine) T& - 7'V
HEAT—%),

16.4.2 7INAEI
t b TOEREMIE. S-HIVRVBEROS-FIV T 0y BIaEETH -
7219 (EATF—%). b MFHREEZ BV 2in vitroREBD» 5. TNA
EOUIEFAVAEE 731 & O BLARE 2 2 05 - VR U Bk & £ R L 72
M7 OV —LAES TR NAHELOBLHRENIIE 5hr 572,
TNAHELOBIEHRBICIZICYPTIE AL, TLa—)LFk Fay i —
Y/7UTe RFe Fur+—tEHaEE L Twiz, 58, ZhsoHEy
I AV AERIZ R o 72 [10.24 16.7.2508]
TNHEIVEHIBEN TEEREI TH A NILREL=Y VBRICR# s 5.
HIVEGUEBE 206112 7737 EL300mgl H2[EH% 5 L 7z B O E FAREIC B
HHIANAILRE L= Y EROFEHAIL20. 68 TH - 72 (HHEAT—4 ).

16.5 HEttt

16.5.1 S=II
B AHIVIEBYUE B H 12 2mg/kg™ 2RO E U7 B, 5% 128 R I
NIV A-ZNAKRF Y RESKEEEDS 2%FEIE LTz, /2. MARENE
HIREETORE(ABEIRIINTI%TH D . BHEMA T 2 7TV OER»
5DBREOEBELFR TH S EMRENEY HEATFT—%),

16.5.2 ZINAEIL
HIVIEYYE B E 6] % 05t R CIZE 7 /3 7 ©)L600mg 2 B E#E 1% 544 |
HEWANBRE 2 15T U7z SBHETEEDFI99% M HEM &S . FE 2 HEERE X
PR ($183%) Td 0\ FAHICIZKL6%HEM S niz. FRAICHRM S 7z it ag
DRINBIIRENARTH V. $930%H55'-H LAV EEIE, $936%H35'-27 L7
o EaeETH 720 BHEAT—%),

16.6 HEDERZRIDEE

16.6.1 BHEEEEZSEE

M=y
BHAEDR T Lz HIVESWERE 1T 2 7Y 300mg % AR RS L7
B, CaDETICONTAUCRUREMAEENEINL., FEHHAIER L.
BE2T0e87 )75 AEAD LY HEAT—%). [5.2, 9.2.12E]

Q7ZNAEI
BHRERERL (GFR : <10mL/min) I2B 2 73 EL O EREIL
BREESER 2 BEOEYBRELEFERTH -2 HEAFT—%), [5.2
9.2.1%H]

16.6.2 FFEEEE

ms=2rvyv
FEERVEEODHREAETIBEICBIA2HELD. 93 7Y00
EYBREIL, FEECI > TERAFEEZZI RV EARSNATNREY
(FFEAT—%). [2.2. 5.2, 9.3.12ME]

Q7ZNAHEIL
REOMFRE (Child-Pugh O &S 1 5) 269 2HIVEIVERE
IZBF 2T NAELOENEEZMBET L ER, AUCK OTHAFREIRIE
frREZ A S 2 WHIVBESERE O ZN2N].89E R U.58[ETdh > 7z,
REPOENEEIEE 1D ZLPRO 5N 7zH. AUCRITEEIC K 55
EERZT o772 HEAT—%). B, INEEBHEITHT 5 HERE
S8I3HsN2 TRV, [2.2, 5.2, 9.3.1. 9.3.2%M&]

16.7 EYMEEER

16.7.1 In vitrost8&
TNAHENIEZ, TRNAELVOERBBERTHST7ILI—)LT FasrS
—¥/7LVTe RFe Rarr—tE2EEL P72, 720 B MNFI Y
Oy —LzBWizin vittoRBICB W, BRAEBTOMEHEE T
CYP2D6. 2COK UBA4ZHE La W EARB SN [10.25H)]
v MFATA ZAERWzin vitroiEEICB W T, HIVF 17 7 —XHEA]
THAHT YTV FENEITNANAELORBEZEE L 2 -7,

16.7.2 BRREYWEE(ERAER
HIVERGERE & 2501 2 0t R 7 N 71 € L600mgZ T4 J —)L0.7g/kg & f
LU THERRS LEE. 7B ELDAUCD LR UtnDIEENH 6
NEDEEREEEZLO TR o7, 2y TRAAENEIY ) —LD
HYBRBICHBEZRE 257219 (BEAT—%). [10.2. 16.4.228]
HIVEGEERE 1561 % 0 RICT7 37 EL600mgE ¥ K 7Y > 300mg Kk 'S
27 V150mgP D EE 52 1EIH BHWVITHEAIEHELES. WITho
HRICBWTHHAEICE A TN EVMIFREEADZEIIALNLE P>
Joo —H TRAENERALLET I 7YY DAUCK U Craxldy ¥V K
TYVHA. JEFHICEDST VT hBE RN Lz, /2. PAAELEHF
ALY RT3, 737V UHARKOIEMARICB L TAUC-D |
ABHENTN, CoaddBE R L7z TNHEOELIIEKR LEEELZHOT
W7z o72" (EAT—%).

E)AAOEB SN AEROARIE, HEE, BRAICRIEISE(ZI 7Y e
LC300mg R N7 /3 AL & LC600mg) 1 HIERECHR 59 2.1 TH 5.

17. BRERAGE

17.1 BHUERUREMEICEET D55

17.1.1 ;8555 M4EEHER (CNA30021)
TAERREE D 2 WA OHIVEIEEZTT06 2 R E L TT NN E LD
SE¥E Y 2 BIER —EEMIEEE (T 3 7Y 300mglHIE & T



77 EL 2 v600mgl BIEOHAIC LS, 737 EL600mgl H1E#RS
BE384M1I313 7 23 1 ¥ L 300mg L H2[E1#: 5 8#386/) % i L 7z, #5481
#%ICHIV-1 RNAE»400copies/mLAKi T > 7 BEDOHEIZ, TN
EIL600mgl H1EH 58, 300mgl H2EH SR E L ICN2% TH o7z, &5
12y H548%ICHIV-1 RNAEA50copies/mLAN TH - 7z BF O HK
1&, 73 EL600mgl B 1EHE 5 BEA66%, 7737 € L300mgl H2E# 5
BEM68% T - 72 (K1),

F7o. BEABEBOCDAY VR OEINE (hRE) X, #1Z2h188/
mm?®, 200/mm*Td > 7z

(Intent-to-treat analysis)

2 % A1mE300mg1 A 2 EiR5R
S 90| O1me00mg1 B 1 EIESE
ﬂ)
33 80
g8 0] , )
= 6o —°
B S 5
S 7
& #) 40 |
<8
= #E 30
I
% 20|
L
g 0]
0 T T T T T T T
BL2 4 8 12 % 36 48
TAFRERR GB)
K-1 M#RPHIV-1 RNAEhS50copies/mLKBDEE DR

i#1)Roche AMPLICOR HIV-1 MONITOR
F2)IEESFIEE NS C & 2x < MEEFHIV-1 RNARAS0copies/mLAf
ZER L O SN BEOHER

B, ARBRICB T HHBREOENER-1ITIR L.

=1 HRBEEOEN
TNAEL600mgl H1[E 7N EV300mgl H2[E
&R B -
™ FITVVHITFELYY|FITIV+IT7ELYY
(n=384) (n=386)

L AR 7 —i 66%(72%) 68%(72%)

25 A 7‘ NVAY
;’EE;;;X*E@ w1 10% (4%) 8% (4%)
BEFRICEBHIE 13% 11%
ijoﬁgmmc:;é 1% 3%

(n=Intent-to-treat analysis)
1) MAEFHIV-1 RNAE 2550copies/mLA i (400copies/mLAN ) & 7%
DI 548IAK% F TR S NI BE DR
F2) MAEFHIV-1 RNAE 2550copies/mLA i (400copies/mLAN ) & 7%
ST BREAGARE TICUNY Y REREI LIBE, VA L RZMIC
BEPERBUIZBE. TV AZN GRS A5 &l s iz B
E3) FEORE. REugFTT 2 u—7 v IR, S0 ba—LER, E
RoW#ETE
3792 300mgR T 8 H ¥ L600mgl B I EHHFIHE 5BHC 51T 3846
1283451 (73.7%) \CEIER AP RD 5. FE2EIERILD FWLW7365(19.0%)
FEELEO(16.1%) . AERS4](14.1%) . MEKS53M61(13.8%) TH -7z,
17.1.2 ;8555 M4BEKER (CAL30001)
THIVE DGRBS H 5 18U EOBEHEIQ2H 2 0tRE LTAA LT
NHELRDT I 7Y ORREE BT 2 BOERA — 7 > HEGAE
(77 A EN300mgl H1lE & ERAEEO 2 WHIV B 7 7 — YHER L
I BAVEERHREERFOMHICE S, AAILH LEH5E9406] 1%
TN EN300mgl H2[E+ F 3 7Y > 300mgl B 1 [E45% 5. 5488(1) % i L
Too AQEMOIREIC LD MEFEFHIV-1 RNA AAUCMBIEIE. AH#
58T —1.65logn copies/mL. 7NHEL+T I TV U HAKSET—
1.83logwo copies/mLT®» V. FLMETH -7z 48BEEDIBER O MEEH
HIV-1 RNA&7%50copies/mLAIHDEE D HFIZZNETN50%. 47%&
F%THD. £/, MEFEFHIV-1 RNAEA400copies/mLAI D BE D
R ZNEN54%. ST ERIFETH -7, AQBEBDIBREHRDOCDAY > %
BREOBINE (FhIfE) & ARHESBETA7.5/mm’, PANAEL+T 3T
VU SETI5.0/mm* TH - 7z,
AAENBIEHRESEHCB VT 936154564 (48.4%) ICEWERARO 51, £
S EIEREIES 1G] (11.8%) THI1061(10.8%) TH -7z,

18. EMFIE

18.1 {ERAtET

18.1.1 S =JIV
I ITVVIFMBNTY YEME S, HIVZ B S SRR T o R
BRI OEE(CEO=) VEMUAICERS N2 . S3ITV V=Y
VEBLRIZHIVOBEEEBRRICEIDTAF I OF V2D VBORDD
1274 LV ADNASSICE D AE . DNABOBEZEIESES I EICED
HIVOE#ZHET 2 , /2. 537 V0= VBILEKIZHIV O
BEREZSHANICHEET Y . —H. in vitroT. & NRIEIMY > 8Bk,
VSRR - BB - 707 7 —VROKIEMIEY ROEL O B
HIERAAICN T 55 3 7Y ofifaEti3H» - 72

18.1.2 ZI\NAEL
FTNA A TEE RO A LRE L= VEBRICEBREN S, AL
RELZY VBRIEIRARETAF /7 ) V=2 VBICRb > T AL
ZDNASHICHID AE . DNABEOEEZELSESZ EICXDHIVOHE

*18.3.1 5

BMAHEET 5, £,
%—a—éo 21)~23)
18.2 iU JLRYEF
18.2.1 S =YV
In vitroTD < 3 7Y OHIV-1(RF. GB8. U455 U IB) 1249 5ICs
E13670nMLL R, HIV-2 RODIZd BIC0fE 1Z40nM T d - 722
In VitroTT7 NAEIL, V¥ ), 2ESEY, FLIFE VROV R
TV EOEMXIIHEBRERSRO ONEZY o /oy T3 TV IEHM
T\ VBTV VTR R R O I p 240 R 2 2 S AL E R 66
~80%IE R &7 (in vitro) .
18.2.2 ZINAEIL
FTXNHENLOHIV-1I KT BICofEIZHIV-1 MBIZxf L T3.7~5.8uM.
B R BRI L C0.26£0. 18uM (n=8) . HIV-1 BaLiZxt L 0.07~
1.OUMTH 5720 F7z. HIV-21ZH T HICofE IEFHIV-2(Zy) It LT
4. 1uM. HIV-2 LAV-212%t LC7.5uM T & > 720 In vitro CNRTIOD
DF )T ILN)YIEY, FGITVY DL T VY, T RE
Uy FLTVFEYROI R TV v, EXT LAY RRBEEREREEA
(NNRTDORETE Y, RO Tur7—CHEERO7 > L FELED
I IHERERASRD 522, 72, b MRMmMBEZERD & &%
(B 2SR ZBRWAHEIC, KOBWHHIVIEAZRLEZERPS, TN
ACNVIEEIEIETL VBRI A VAERETT b D EEZ2 65155 |
18.3 ZEAIfitiE
=YY
FITVVEECHHIVECIHE2Z T -HIV-1BRERE THRET 5
F 37V UIEHIV-1IZ1E. HIVEiEERERE OEERAIOEV184EEB O
TIVBBDOAFAZUPENY UADERMIAV)BHRENED , 20
MISAVERDFER, TANADT I TV xR M IEEHICET
LB | n vittoTO I A VADEBENFETT 2%
In vitrolZBWT. Y R TV UIMEBRKRAEERICT 3 7Y VAR %M
AT DL, YRTV T H2REZHIIEET 5 LRI TV 5,
Fio. MHIVEOBERBROZWEFICY RT VY RUT I TV U EHH
THIEILED, YRTVVIET AV ZAOHIBEABIET 52 . 512,
HHIVE(Z I 7V 0 2&80) 0 ZRIGFABEIMIAVERY A VAL E
T 5 EE EER. MHIVEORBERBREOZ WEBEICBLTLENEIHER
ENTWVRO, (7.3, 7.42]
18.3.2 ZINAHEI
TNHE VIR U TEEZEOHIV-1D 8D in vitroR 7N E L
BEBEPOSFHSNTED., WINHWEEERICMISSV,. K65R.
L74VEUYIISFOERPHER SNz CNODOERZEN L&l &1C
K0 TAHEIVEZEIZ/I0IE TR Uz, BERSBER TIEMISAV R TN
LIAVOEESEEICEE S 7YY, [7.358]
18.4 3ZETmE
18.4.1 S=JYY
DRIV ROH LTI G, T3 7Y UMHEHIV-HTR L™ 1 L A
?ﬁ;@%%ﬁﬁ@—ézﬂ,w),ﬂ) o
TNAEIIEIMIBAVERDAPRD 5N T VDT AL AIIH LTI, #i
AV AEEEHERET 2
/o VF VROV YZE VIE MISAVEE™Y A )L AR L Tk
ZHEPETT B L0V vitrtoTCORENHBH. N6 DEZEDET
LR ROBEFZIEHAS ISR TV NS |
18.4.2 ZINAEIL
UL LD 7N A EVEEMEE R 2 S UHIV-140 > 55X, in
VItroTI X792, V¥ ) VYR F VIR L TREmE %2R
L. =B PRIV ROY VTV 3@ ZRLED
TNACNLVEHIVI U T 7 -SRI & 3ENBERSR 2226 W
HRCREMMEZ R T A HEEIIME < . NNRTIO B EEREEOME S
RgHI NS, REMEEZRTATREEIIEV DEEZ SN S,

19. BRI ICET ZELFNAR

—f&E% 75 0 5 3 7Y (Lamivudine)

£ % & ()-1-[(2R,55)-2-hydroxymethyl-1,3-oxathiolan-5-yl]
cytosine

CsHiN3OsS

229.26

FINRENZ=Y YERIZHIVERERER 2 HEarICiH

P
a7 1 B
{LEmEE

NH:

NZ

e

0 N
HOCH: . _

Py

CHEBE~MEABORBEEOHRTH D, VAFILALEFIR
ICETRT <L KIZRRBIRPTL, A¥ ) — L 3Ty ) —
JL(99.5)ICRRVBEIFIC K, YIF LI —FIIIFEA LB
ASTA

Al 1 f9176C

9 B R B -0.9(1-A 2 & ) —IL/7KR)

T 7N EOLEREEIE (Abacavir Sulfate)

* ()~{(15,4R)-4-[2-amino-6-(cyclopropylamino) purin-9-yl]
cyclopenta-2-enyljmethanol hemisulfate

: (C1uH1sN6O)2 » HaSO4

1670.74
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HzN)\ - H:804 26. BLERTEES
26.1 BHERSETT
" 'ﬁ4—7'\lb177$$k't 1t
" CHoH RREERRER 1 -8—1
, http://glaxosmithkline.co.jp/viiv/index.html
n N 26.2 BR5TIT
% K:AB~MEABOMKTHS, M) 7ILFOEERICETCT ¢ —
L IKIZRREIRT L, XY ) —LROLY ) —IL(95) i gﬁétﬂi ] _%_774/&1_“:3*1
T <o 0. Imol/LIBRR AR N O ZKER(E T b U 7 ARIRIC http\ /ljp.gsk.com
BHir 5.
i M H9219C (97 #8) *EEELZEET 50—
SR (log P) : 1.20(pH7.1~7.3, 1-4 2% J —)L/IK) (Z=m)
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