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1) EXEUER

(1) PEMRIEFEREZAE(Toxic Epidermal Necrolysis

CTEN) (BREARBR). REF5EEIRERBE(Stevens-
JohnsonfE1&E$) (0.1%Kim). ZBRZHIIE(0.1 %K
). RUENFMRZERAEE GAEARR) | pE4E
RIBILREE. REEREES. AN a2

7.

NFEMSFEZERBED D SO DBREN D BHD
T, RBEHRBOSNIHEE. FEIDHREZESIC
PLELBSAEZTTO &,

(2) FrHgeresS. EEGREARE) ( AST(GOT), ALT
(GPT). r-GTPO_LRF=HOHHESEE, &BN
HEONBEDBBNT, THBVSAHERAREZ
T53E BRETDICTL. REHROENICHS
BIClE H#5%PILETHREBISUBZTO Eo

(3) SMER(0.5%) : [/UEBERDHSHONDEDD
30T, Bz THICTL. REDRBOSNIIBE
ICIF BEZPILET B EBUSUEETO &0

2) €D DBUER
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TABAEZ1TDO &,

19%LLED 1%
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VRT 52T VEMIER

) BB U EFRUICBHERIC DL THREZTHE L.
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BENMETLTOWB I EDRL, SLMPEENFHKT S
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5 &,

IR, EiR. BILRSE\N0’S

D HFRRIEHEIRL TOBTREMD BB RAICIE BFEL
DEHRMUDEIRMA L0 XM SNDBEICDOHE
59352 ¢, (HR\DOHREICEITILLMEHEIL
TWORO.]

2) BILDPDBAICIE, KFIESDPEHFEIL AT ED
Eo (BILFENE. BMRE(S Y RO TIFPA
BITTHIEPBESNTOBD, ERICHBFBIT
NDBTIIRBTH D, ]

3) WEIRPEAR O IRBEADITIRICAE)/ U FFELAE
SLfceE PERBREEBLAIVFELONPEER
TAHAROENT WS ([(EMFENEE I DIEER),

INREANDEZRS

DEBEFER. FHFER. LB IWmAEBDLRIC(EIR
S80I &, [[FCDmOERIDBEER]

2) 3JmULDHIE, NBICHBFBDLLMIEHEIL TURE
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8. BE#®’S

WiE. R
BE/RSICEIDT—RIIRENTND, REAAIC
AF3200meREOH/ S Lics &, RIFAF1600mgs
UrFEVI0OmgzHARSLICEE. BRENGEBESE
BRIFFBOBNGD 21

2E :
FECHT 2B SR 20, BERSLICES
(IZIE NA RIS A Y ROBRIERDERS &—HEY
BRFEREZT Do RBICDUTERS. BHERDE
51700 BH. FEIRFBERICKUBRESNGE W,

9. ¥ DHDER

D E#ER(S Y R0 ~2TF, SR MRRER. A

B BELOPRRICEEDDDOONIC, BB
FOYVARTSRFUREOERE EBICS, RMmk/N>

X—=RDHITHEBDDH SN,

2) £1%23H 5268 (k FOIJMAKRBICHBY) £ T, HBE
SV RCHIFEIA20meg/kgH 5 1,000me/kgdD
BETHESLIHBR. HTANROENT. ([EZ]
NIEBR]

3) YORIRUS W R0 EBOICHAREFROER,
It (C RS HREHVFHBIRREL U BB DHIRX
OIBN0. S v b+ ICPRIRBASBAZARAED' RO BN T,

4) BI-BEMRE (N vitrokUin vivo)3 ~32(CHNTH
JFENERRETH > 1,

(= # 5 &)

<BFANLCBTBE>

RUR - M3RCPIRAZ3S)

7)Y 225E300mg

BEMRAIC. U RFENI00meg% 1 B2058BREROHFSPOIBEICAE

%1600mex BREICEORO/S LicE &, MBPYILFEIVEREE2.065E

(PRE)BEICCmax(5.96ug/mMISEL. #1883BDFBHATEL LIZ (KT,

®1)o

®1 U LFEN100me%EREROFZSPICAFE00meEREZ ICROBROB/S LI
EEQMBPHIFEINOEMFENS X—&

EMBENS A —& AH)/Y kFE)IL600/100mg
Crax(ug/mL) 5.96+0.888
tmax(h) 2.0(0.5-3.0)
AUC=(ug-h/mL) 102+46.3
t12(h) 17.8+£10.3

tmax | PRIEEED)

8

FEiRERE (N=8)

7

6

mER A ILF ELEE (ug/ml)
S

0 12 24 36 48 60 72
B (h)

B1 U rFEN100meERERORSPICARIG00MeZRFICEOVO/S LIcE
EOMFEDPHIVF ENVREHRS (FIIEHRERZE)

<SNBA LBV BRHE>

1. RUR - MEBchiREE23). 39) ~42). 64). 65)

7V Y 242§300mg/600mg

ERAAAIC, U RFEL100me%= 1820588 RER0HSPDIBEIC
AKI600mstE 1§ R (F300me il 2R R R E ICREORO/S Lok
EOMBPHIFEVBE-BEEBER2IC, ENBENS X —2%2R2(C
N

300mg fE 2 fiE (Z2RERS)
300mg f 2 fi¢ (B)
600mg fE 1 §8 (ZRREF)
600mg it 1 fi8 (B)

totd

Mg &)L+ ELEE (ug/mL)

0 4 8 12 16 20 24
Bfd (h)

B2 U kFEIV100me%1B205BRRERDRSPICAFI600msiE1 X (E300mg

R ERBRIERRICHORO/S LIt T HIVF EVOMFPREHRS
(E9fE R R=E)

®2 U FFEI100meg%E RERDZSPICAFIG00meZ REOROVS LIcEED
MEFP SV F ENDOEMEE/NS X —&

g (= %1/ F E1/600/100me
RUEE) 5 A5 300mg@Ex2® | 600msg@x 1
EWBRS
N 77 27
0! 20(1.0-5.0) 20(1.0-5.0)
Crox(uig/mL) 413+081 421%1.18
AUC(ug-h/mL) 9374342 92.4:+40 3(N=46)
tah) 19.127.26 19.0211.1(N=46)
ABES
N 27 26
o) 40(1.0-5.0) 40(1.0-6.0)
Crox(lig/mL) 602160 580+1.08
AUC(ug-h/mL) 1174536 111£404
tath) 15.825.28 15.9+6.84
tr . PERAE(EGER) THE R

RERLAIC, FFIE Y hFELERRICHAIZRS LIcEEDXRFIDM@IEIN
AAPNASEYT 1 & FFIRIRIRSEFD3I7%H 582 % (480 L 1o
HIVESBICAHF/U H+E)L600/100megz B#IC1 B20REROHRS L12
SR (C202R U'C213FBR)HEDH I F EN D BEDEMERERNC L B
PMBRENS X —BDREBERIIC, EERECSTBHILFELRTY ~
FELVOEHIMBEPREZNIITTRY

R3 HIFELORMEE/NS X -2 OHEE

- o AH1/J 5 E)1600/100ms
RUBENS X —% 1828(N=119)
AUC2(ug-h/mb)
T IRERE 62.3+16.1
PoRfE(EE) 61.7(33.9-106)
Colug/mL)
T+ R 368+1.15
B () 3.54(1.26-7.37)
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B3 &#l/ FEIV600/100mg%1 B2ERERS LicE EOEBREICH T3V
FENRUY b FELOMBPRER]RS

TUIRRFA—TE£400mg/800mg

BEMRAIC. URFELI00me%=181058R@REROEZSPDIBEIC
AKI800msgE 1§ R (3400mee2fiw ZEF R EREICELOROKS LIcE
SOMPPAXIFEVRE-BSEHEBEZRAC. EYBE/NS X—REFRAC
RYo



400mg &t 2§t (Z2REEF)
800mg % 1 §& (ZREHE)
400mg §t 2 & (B#)
800mg it 188 (&%)

REX

m#gsh 4 )LF EJVERE (ug/ml)

12 16 24
Bf (h)
B4 U kFEV100meg%181058RRERDZSPICAFIB00meHE1§EX ($400ms
2R EZEERERRICEOROV/S LI EDHIVF ENDOMBPREKS

(FIE+RERE)

20

x4 U FFEN100mgE RERDKSPICAFIS00Mg £ RO@R OB S LIcEED
MIFPHIVF ENVDOEDEE/INS X —5

T %1/ F E1/800/100ms
RIRET 55 a00mg@Ex2® | B0Omsm@x &
ERERS
N Y 78
trox() 20(1.0-23.9) 20(1.0-5.0)
Crox(ig/mL) 4874144 4914133
AUC(ug-h/mL) 1054655 995+49.4
tath) 16,1838 17,0172
RERS
N 23 2
tr () 30(1.0-6.0) 30(1.0-5.0)
Crox(ug/mL) 7034167 677167
AUC(ug-h/mL) 110+355 110+416
teth) 1352477 1402462
) TR R

AFl/U kFEJLB00/100megz &% (-1 B10RERORS LICHIVRELES
335%IMmiE EP&')[/%I:)D&J‘*@’&Eﬁ@hl%l%%iﬁ ERRATIC & B EMED
NS XA —ROEEBZRLC. ESRECHST LI FELDOFEHMEED
BEEBZRSICRT,.

RS HWFENOEMEEE/NS X —2 OHEB(48EE. C2115:8K)

., _ A&/ 7 E/0800/100mg
HAMIE/ NS X -5 181@(N=335)
AUC24(ug-h/mL)
THE HRERE 93.0+27.1
P fE (8560 87.9(45.0-219)
Co(ug/mL)
T B 228%1.17
PohfE () 2.04(0.368-7.24)

10

—=— ZF&I/Y F3EJL 800/100mg q.d. 4 HEF

m#gEh &)L+ EIRE (ug/mb)

(N=9)
—=— ZF#l/") ;3 EJL 800/100mg q.d. 24 B
(N=13)
—&— &#I/Y - EJL 800/100mg q.d. 48 HEE
(N=10)
0.1
0 4 8 12 16 20 24
BefE (h)

5 A#F/U k3 EIL800/100mgzRZRICIB1ORERS LIcE EOEERELS
133 &)V EV O MEPRENS

REOFE  &F#1/Y FEIL400/100meA BB EHICHRS LIcEEDA IV
FEWDCraxkO'AUCIastld, ZBAEEFHS & B L TH30% 18I0 L1Ic. 273
BDRBNDERIH#HOY —(F240~928Kcal A ERMLIcE &, RSDARABIC
KBHIWFENDCmaxk OAUCIastiCEEHBNEBH > 1o

TR OEZL . K5/ ~FELL00/100mg(182@) EA X TSV —b
20mg(1B1@)RIFZZFI150mg(1B2E)AHALICEE, #XTS

V=IURUOSZFIVEHIFELDCnaxk UAUCCEZA RITSH
Not1e
ME  OEDEMEBERTOBR. AMEBBETORFIORBESESMHICHL

16.8%&H > 1=H

2. MFEORERLS
HIFELDOE FMBESHEEXRFHNB% THY, FICMmiFa
BICE Lo, (n vitrost$, EEANTE)

COERICERRBIZERTS O
1BRMERES
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5.

f35144)

ERRIH0YV—LZBVCIn vitroFEEB T, Z)FEVFEICCYPALIC
FUBNICRBSND ZEHTRES NI, XIUFEVDOELZRHENIEEE

By, BEUHIVIRICHT SFMEROINEREEDI0% U T T o1,

R AICTACIRE L IcAF/ U HFE400/100meZ R OROF S Lics

& MREPHRFREDOABDFIAREEBERTH B EDRSNTI,

HEttr23). 45)

fRERAAICTACARE Lo/ Y 5 E)b400/100me% @R O0ES LIz

&, BERFREDI795% DHEDPIC, #13.9% DERPICHES NI, F1o

REHOEERE, TPHHIA1.2%. FRPHH7.7% T o1

HWFENI150mez BRTERAKS LIcEED2HH U P

328L/hTd Y. U kFENIOOmgEHALIcc=D2g8o U7

59L/h Cdh o1

BHIEERE

BERUPEEARERE(F8ADICAF]/U ~7FEIL600/100meg% 1 820

REHFRSLICEEDHNFELDEYBRZRRERS LB LICEE, B

BRERBOONGD 212, B85 EEAEESBENRE LICHRIIEE

LTO7Z0,

(&

SR
SYRIE

6. Ble=EE

| B EEE (CLoRAB0~60ML/4) A BT BHIV-17

RpBEQOADICHL
T, BEEDETICKYSZVFEVOEDBEICERBFEN O &R
Snic. BEEBBERIKRBEBAREZF I HHIV-1RLBEICHT SR
ERSNTORBOD, XIFEVFSECHBTHRESNS LN, BiEE
FBETCHIFELD2EL P SVRARMETLEOEHREND,
ZVFEVROY S FELOMBESHEXRFBVIEND, MREMPE
BEBEMTICK > TRETNDTREIE.

118, ERN\DIRS547

B YRPHFDOHIVEELEZ (116D (.
BELICEE H)VFEIVDCnax

AEI/Y kFEJLE00/100meg% 1820
AUC12h R U Cmintd,. WEHG~12

BN EHEL TENEN28%. 24%RO17% B Lic. HIRHEEF(
P TE. AW FENDCnaxk CAUCI2NEXN¥NT19% R O17 %R L
Cminld2% ER L 1o

HIRPHOHIVEERZE(6HD IS, A&/ b3 E)b800/100me%= 1810
BsLIcEE, XIVFEDCmax, AUC24nRUCminld, PER (6~ 128 !
156 &L TENEN34%. 34% R O32%BA L. EIREER (146D Tl

¥NEN31%. 35%RUB0% A LI
(BR & Bk #&]
<SHEEERREER>
C21 4EB(TITANEIER)®  HVEDRBEN BUOEFEN - U b+

JWLPV/DIC & B8R R D78 OHIVREE BB FlE R E LAV E
JUB00mMgR O'Y ++ E L 100med 1 B2@# 5 (DRV/r 600/100ms BID)
cOoEFEL - U RFEIL400/100meD 1 B20#%-5(LPV/r 400/200ms
BID) DEERET T IC L BIEERB N BLEFREERRLIC, MBI EER
SBRIFEMDEBL LIHHIVEZ B, MHOBEERROERIFMLIC
RUEBHENT . DRV/ #2986 DFEPRE(F40/% (EFH18-68), B
77%. ABIFBAL4%. BA18%. ERNZVH15%,. PIPANI% Td>
oo REBIDMPHIV RNAEFIIEISA.33l0g100E—/mL. CD4BZMEY >~
INERBI D P R{E(F235/mm3(&E3-831) T o1, 9GBFDERIRAIRZ &
BICRT .
R6 ERRAROBIR(C2145180)

DRV/rg# LPV/rE¢
600/100mg BID 400/100mg BID
+0OBRE? +0OBR=?
N=298 N=297
Y1 VZSEIHRHIV RNAR)
<4000 —/mLE: =2 66.8% 58.9%
<503E—/mLE» 60.4% 56.2%
BEEH SO - -
(918 : logiDE—/mL=> 171 152
CDABSIEY > ) XERB OIS S HID B D
ZIL(PRE  /mm)* 8l o3
DA LV RFBRBRE 11.7% 22.9%
SBEAIHAC R 7.4% 13.8%
U/\H)/% 25) 4.4% 8.8%
DA VIR UICEBHREPIEE 0% 0.3%
RERGEEERICLBBREPIE 7.7% 6.7%
DBk BB 5P 14.1% 12.8%

1) TLOVRZ I TIY R LA THS

5$2) 96:BEF H' <4000 E—/mL T > THBEMEPICER DB (ST
BRI LIS

3¥3) NC=F C#i5e

SF4) 16885 RDHIV RNABH' >4000E—/mLTd > 1=l

3E5) 96:@8F & TICHIV RNAEH'<4000E—/mLICE > 7o'
<400DE—/mLTI3BH 216l

3E6) 96885 E TICHIV RNAEH'<400DE—/mLICESBH > 1Al

5£7) Optimized background regimen : EEESNI-BSBBEDMEEE
(@2NRTIENNRTD

C202/C213:BR(POWER1, 2&8R)49) | BEQPIMIMEL N7z R HIVE
RBEENRE LIL2DDEFERBINTICL 5ASRELBEHREEHBLIC.
HEEMORBR. DRV/r 600/100mg BID3H 131D EFEPRIEIFA37% (8
B27-73). BHEH8I%. ATBEIBA81%. BA10%. EXNZVHI%T
Hofe HESFIDMPHIV RNABFIIEIFA.61I08100E—/mL. CD4B5ME
U Y NEEOPRIER153/mm3(EEEE3-776) T o 1o AHIVEDIBEE (F
BEFBOE. DRV/BE(PINAF], NRTIAGH], NNRTIAMHED &xfRPIBE(PI

9618 6% (&

D4EL NRTIA6GHL NNRTIAMHFD EETH Y. Enfuvirtide(ENF) DRERA
FEFDRV/r8Eh20%. SIPIBEH7% Tds > foo IBIFDERRALIEE K7
[CRYo



R7 BRARAEDBIE(C202/C213:5R HERR)

DRV/IE I

600/100me BID HIRPEE

'8 +OBRE®
+OBR™ o

N=131
SRR

ivm E\l;\ilﬁ?;;OIogwoj E—/mLid . 075
HIV RNABA'<500E—/mL= 38.9% 8.9%
S RSB RA 29.0% 79.8%
BRI 8.4% 53.2%
YAy 16.8% 185%
A VR 38% 8.1%
RERGEEFRI- & HRSPL 9.2% 32%
OB & HES DL 53% 73%

1) TLOVRZP I TY XA THT

5E2) 961885 H'.0log10D E—/mLIAERIA Tdo > THBEMIBICEX D
BHE(FEH BRI LIS

SE3) N— 7\5/{ VEEH B 12885 DOHIV RNAIZ0.5log103E—/mLIAED
B H'ERED S H > 126l

EL) /Dﬁ%D%@O)HIV RNAIZ1.0log103E—/mLI EDRAD B H SN ioH
96:86%(31.0log10IE—/mLELEDBAHERD 5N H > 124l

3E6) 9680 E TICHIV RNADY OlogioaE—/mL EDBMNCESBH > 14l

3£6) Optimized background regimen : EF{tSNCESBEDHESESE
(2NRTIEENF)

SE7) WEBBEOPIZOEFEI/Y LFEI 1 36%. (RRPVTUFEL:
34%., HFFE:36%. PEAYFENL 17%THY. 23%DBET
boosted PIAEIBA NI,

RAMUERBCEGFERTRURBEBINDAIOOA IV ZAFHHR !
POWEREE K UDUETEHERRICHF BHDRV/r 600/100mg BID#SFIDHE
T RERUKIICR T, BREFDOBELFHEARTEIVIL V32l L33F,
147V, 150V, 154LR(EM, T74P, L76V. 184V (FLBIVOTM4ZE R H'3
DMUERDOENBHBE. DRV/IDDA VAR FD LIz, HEFIDN
WF EVDRIBEERITE D VAEZHHROFRARF Th o1
#*8 FRIMIERE GEET RN BI/ENFIR 5 BID24BEF D o 1 )L R ZHHR
(<500 E—/mLOBEES) : POWER. DUETHBROHSHERT

Pl mutations™® ENFXKIZS/
(K=254 VB =0 masy | CNPRRRSH
241 45% 39% 60%
(455/101441) (290/74161) (165/27361)
0-2 54% 50% 66%
(359/66061) (238/47761) (121/18361)
3 39% 29% 62%
(67/17241) (35/120%41) (32/5261)
S 12% 7% 28%
= (20/17141) (10/135%41) (10/3661)

) ARE/ U R FEVCRT BREERBSEBUTOEROHNVIIL
V32l L33F. 147V, 150V, 154LR ([EM. T74P. L76V. 184V (&
L89V)

R FRIMIHRE (RREEIT) B/ ENFIZSBID24:BBF O D A U RFHIZHR
(<503E—/mLOEEES) : POWER. DUETHERDHEHT

ZIWFELD
phenotype™® 261 E’gg;&g/ ENFEiRIZ 58
(N—=254 VB
All ranges 45% 39% 60%
(455/101461) (290/741451) (165/273%1)
<10 55% 51% 66%
- (364/659%1) (244/47741) (120/18241)
10-40 29% 17% 61%
(59/20341) (25/147%1) (34/5661)
>40 8% 5% 17%
(9/11861) (5/944)) (472481

3¥) Fold Change(FC) : ECsoDfE=Z1t

C2295 BR(ODINEBR) : HIHIVEDEARRD B HIVRER B ELI00 =
e LI IVFELB00MeRTY ~+E)U100mgD 181045 (DRV/r
800/100mg QD) & A )UFE L 600mgk T k+EL100meD1 B20#ES
(DRV/r 600/100mg bid) DEAFREI UM IFICK DIFERSE T BB %=
EieLrc, MBECHIC, 2HMUEDNRTISICEBBRERNBY. XIFE
JUMIMERSEZE RV V32l L33F, 147V, 150V, 1564M. I54L, T74P,
L76V. 184V, L8V ZBIBVRBE TH ol MBEDBELTRROERBLS
HICRYEHONT, FHPREBIFI0REEH18-77), BHEH64%. A&
[FBA36%. BA26%. EXRNZVH18%. PIPANIBBTHOIZ. 25
BIDMPHIV RNAETSEIF4.16 logroD l:"—/mL‘ CDARZIE ) > INEREL
DPRE(F228/mm3(E5EH24-1306) Th > 1o, 48IBEFDERIRA#E= K 10(C
N
K10 ERGRAVEDIEE (C229:5)

DRV/r&% DRV/r8%
800/100mg QD |600/100mg bid |  Bi@ELE:
+0BR*® +0BR (95% EBXME)
N=294 N=296
A% 0,
H):\)\l;éﬁ/sqéﬁme—/mw 212(72.1%) | 210¢70.9%) (—6.11 328%)5)3”
HIV RNABO#H SEIH S DEE 184 180 -0.04%Y
(1918 ; logioIE—/mL)*> ) : (-0.24:0.16)
CD4BsME ) > NEB DI SEIN D 108 12 -519
OZEE(PR(E : /mm®)* (-25:16)

1) TLOVRZ IV TY RAIC K UsE

3E2) RISR (%) DEDIERELIZED <

5£3) LOCF(Last Observation Carried Forward)##58

SE4) E9E

3X5) NC=F C#52

56) Optimized background regimen : BE{tSNI-ESBEDMAE T

-

[\

C211H BR(ARTEMISE BR)50) : HMHIVEDEBRBR DL OHIVELES
6890 & WHk & LI EL800mgk O'Y kF EL100mgD1810
#5(DRV/r 800/100mg QD) £ OEFENL - U R FELDIBHRSE
800/200mg(LPV/r 800/200mg/B) DEEBEINIF ICK DIFERE N BLL
BBRAERRLIC. @BELT/ AENV(TDR300MgR T AR Y AE
Y (FTC)200mgz B RBEE Lic, MBEDBEBTRROEBFMICRY
H5NT. DRV/rEt343FIDFE i RE(S347% (&E18-70). BMHH70%.
ARBFBAL0%. BA23%. ERNZvH23%. PIPAIBZ%TH o1,
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