74+ kL REE400mg
(SILTTSELDIIL)
ICBE3 &M

FEMRIEH SNFERICEIENRVCAROEREEHERE
BASHITHY T, HEREKZOBEEFEROFABHILSNOERHE
BICEREMEFIRY 5 EITHEFEA,

BEREERA=




1.7 FERDS—ER

BN



1.8 HIE (B)



1.8
1.8
5

1.8
1.8

WA E ()
1 RASCE ()
IFs

2 BEE - AR () KROME - R () OBGERRL
2.1 ZhEe - R () MOHIE - HE (58

[#hEE - 2 R]
HIV-1 I
[k - FE]
WE, AT AT /T E LT400mg 212 A#HET S, KA, BF0H
BIZOPDLTRETED, 2B, BRECEL UL, MTHOBHIVELHATLZ L,

1.8

2.2 BUEIRHL

HIV-1FEERE ot UCEESE U728 T HEBROF RN D MKOS18S B2l ra 7 » 4L
FPHTHI L, WERMICEWRD D 53BN A AERARK I DIz VWD &, KRORE

DEELEZERTHZ L 1B2BOBE A2 MRES 75 X 9 REREEMA RN I N,

THNDDOEREAEE 2 HIV-UREEBEE 2 52 ICMK-05 18D i NE 2 373 5 7= D
FIAH R OB MR Z 35 L7 G LA R OF IR EER Tlk, MK-OS18IZREOFMIZ Db
LegEsn) ,

D

2)

T HIVIEMEDFEAT (004 3R/ S— I 1) [Ref. 5.3.5.1: 004 7R ]

AFRER L HIV-1 R EE 2 3212 MK-0518 % BAIC 10 A f#5 LB MK-0518 D%4
MR O HIV i (HIV-RNA &ORDIC L0 IE) 2335 BT S L7z, # 0k
AT, MK-0518 BUMERIEIC ST 2B OAIMEEL R L & bz, fliodt HIV EE O
WIEIZ X 2 KHIEHBRA~DOBITE X/ T 20D Th o7z,

HEDOFRE (004 3B S— k2 KT 005 3K5R)

AR T, HIV IBRED 2V EE (004 7888) [Ref. 5.3.5.1: 004 7Bk & HIV iGHRED H
LA (005 7BR) [Ref 5.3.5.1: 005 3B &5 212, OB HIV EE A LT, (£HE 100mg
2B A 600 mg @ MK-0518 # 1 H 2 Bl 5 L7zfED L REIB O, AEMELOE
IEE RIS B A CHE S L7, WTILOFER[Ref. 5.3.5.1: 004 38B%] (11-Apr-2007 b : [Sec.
2.7.3.2.1-trxexp]) [Ref. 5.3.5.1: 005 &B&] (11-Apr-2007 i : [Sec. 2.7.3.2.2-trxexp]) 2BV ThH
MBS R OGN0 o fehd, ZHEERTORSHIM (004 35T 48 W, 005 & B TIX
24 M) ZELT, TXCTOHAED MK-0518 H# G5B TH Y A L ATEMIIRER LT\ i

(X 1, 2) (11-Apr-2007 i : [Sec. 2.7.3.5.1-trxexp]). HiZ, 005 #ERCTIX, —EHEMRTO
BEMMEEEMRTO400mg (1 H2E) £5HMHE S48 BREZEL T, iV A /LA
TSR LTz (11-Apr-2007 B : [Sec. 2.7.3.5.1.2-trxexp]) o

1.8 BfIxE (B
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3)

1

180 7

=l

B0 7

40

Farcant 0f Fatients with
HIV RMA <50 coplesiml

Hin
s BAGDE Y B0100 g BE A A8
e BGOSR 200 g Bde 80 40 40
g BRDR R0 g ke 41 4 4
s BARCDR I8 G00 fng Bl 404040
e Elavieer 500 mgoad s 3B 38 3

fRef 3350 PIod)

RETHNTIBRERH & L TR,

A=)

[ S ]

O 0

2
40
43
40
3

i &
A 4
4% 41
A4 44
a5 S

FHEHERI D HIV-RNA < 50 copies/mL Z#H/EE DEIG (95%EHHXHE) DR
(004 ER/S— b 2, N—=F 1 DLORBEEE &L= F 2O DBEOTF —F 2 0HE)

ent of Paligntswit

HiW RNA 550 Coplesiml

Far

aMEOSIE 0 mg o 40
W CNK-O518 00 mo Big o 4h
% ME-0518 800 mg b 45
o Placehn 45

[Ref 5355 P0ns)

RETHNTIBRERH & L TR T,

43
45
548
545

43
45
45
45

2 FHEEERD HIV-RNA < 50 copies/ml., ZERLEE DEIG (95%FIXH) OHER
[005 3B, “HEMRY, V7 AT 4 A (REEMSERIECT VT Ere g8

HahEOFHERA (018 KT 019

FlBR]

2 SOEMFRRIL, 3 7 T A0 HIV 3 [MER R LG

1.8

MTE ()

2.

#

LY TALT 4 B RBEERRECT 2 F T erzg ERo0EE) 2HE)

ER. BIFF, BENCHMRK 1 % 1F2) [Ref 5.3.5.1: 018 #&Ek, 019

BREAI (NRTD | FEEEEE RIS



FEREFEFLEA] (NNRTD , a7 7 —EHER (PD] O% 4 T 1 FILL EIZHHESFER S 7z HIV
TRERRER B E IZI51T 5 MK-0518400 mg 1 H 2 B G (BREOHFMEIZ b FIIH#E) 0%
D AR OCHIMEZ G 5 B CEH B S u7z, HIAEREROH&IT, 5 TR TR
D OB IR CRSNE, WO FEFR EAEM o FTeert [MK-0518 & ff &% mleettns &
% tipranavir,/ VU NP ENL ST EFFEALD LS5 UDP-J AT ) VT AT 2T — 8

(UGT) 1A1 (MK-0518 O 7V o UEEEAIZEEG9 5 RCHEER) O R RER LI5S
FNZ &> T, MK-0518 O MU FEMIREE S 55 41T 5 [Ref. 5.3.3.1: 017 &R, 006 785k,
010 #ER]] 2B E L GEIREN T, ABRERNLIL, HIV IRERBRO H 5 BF 2ot HIV
FEEPEH LT MK-0518 &5 LR/ OREWAENER "IN (R ,

1 018 RUN019 & #HS5EBIOERIT (24 BER)

MK-0518 400 mg 1 H2[E] e e s
018 CRO19RBAD B 67— & + R 77 R RO
(N = 462) (N=23D)
243 DR IFE n (%) n (%)
2UEEED T —F B FT B EE 286 150
HIV RNAR: <400 copies/mL 7 3 216 (75.5) 59 (39.3)
HIV RNA®: <50 copies/mL D &1 179 (62.6) 50(33.3)
A VR ZRIRER (FEaE) ¥ 74 (16.0) 121 (51.1)
J L ARy A8 13 (2.8) 78 (32.9)
LS 61 (13.2) 43 (18.1)
s 6(1.3) 3(1.3)
BEERICL AH LY 9(1.9) 5(2.1)
ZFOMOBEIZ I A EN 6(1.3) 1(0.4)

24 D7 — & B BT 54360 D BFF — 7 TS,

T A )L AZEYRRL - B51618 F TICHIV RNARAY>1.0 logy copies/mLDIE T % L7224y =B, XITHIV RNAR73<400
copiesmLIZTE L 720 /e BFE /L ARV A —LEELE, $EUALVABROBE R, EMU ORI 206
HEHIIZAT - 72 B 12 BV T, (@) HIVRNAR AV Vo 72 <400 copies/mLIZ % . >400 copies/mLIZ R L-HBEF, H5
VWM (b)) HIVRNABR M o 72 ABIE L 72 B K L~UL X 0 >1.0 logy, copies/mL OFHEMN %A L7 BHF L EFE L,

SMEfEALS I, BEINZAEFHOFIOBE T —FICHE3<, 4BMBEHRET OBREEE T,

Lmug B T2 2,

Ver R, RMEORE, RERE, BBRERIEESLORE, oMoz at,

Z RS (11-Apr-2007 i : [Table 2.7.3:14] )

FBIMAEOFEIMAREZEL T, 2RNICEZEERICE 2P IERZES, MK-0518 O ARFME
IZRIGThotz, £7-. MK-0518 & oo$t HIV 3K & O FERFEIZ BT 5 R ER & QR R E
EOREEBR 177 A NE, TT2REMOPTHIV KL OFFRAREL RRETH o7,

4) B L IEMEREDOBIME (11-Apr-2007 A : [Sec. 2.7.2.3.5])
FpEhRE (004785R) K& OVRHEHIBEMENRE DMEATRE AL (0043K8R 00573X8k 01875k, 0197k)
D AR K OB IAREER 1T 351) DMK-0518 DIEEEEEHIT . VRIRN B DI E AR R o
LR BRI EE -G B OB KRBT HIZ & U | BRRBNIZE SO & 5 FH B I X8 ¢

1.8 BfIxE (B
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ERpipolo, 6O TR, B I & O IARRER OMK-05 18R EE#iPH 12 T, 281
L7zEOWAEER RSN T (K 3),

S Patiends
o Excioding Palients Receiving Naive Darunaviv

Egomerrc Mean Gbsenved Cyghy Modet Pradicted Cysey (Fod)
100 100
=
=
S50 ac
@
b
E
R 60
=
T 40
$oi]
=
Fom =
=
2
a (i
B 128028 R T 755 IR REE A
125 254 545 @151 &7 583 523 4447
B Obsared G, ol Pridicted Fad O, inf)

[Ref 5342375
X 3 MK-0518 ® PK BRI, 7o /L RAZRRERI TRV EBE OEIE O NN ERT
(005 &R, 018 BRI U019 MBRDHFET — &)
HIPENRE /T A — X OBBANE (0=337) R OEFALTRIE (0=579)

F 7o, B IR OB ITFERER Tld, MK-0518 [3JA% 250 HIV R0 (MK-0518 o i i (-
WL KETREMEN B DAL GTe) LOHFARESNEDN, TRHDTF =206, BRIIT,
ZHNIPEAIC L D HIV IRRIEIZB T, BE Lz AL - ARICE D MK-0518 £ 50 46 <
RIE X7z,

72k, BIFARERBIAATR (C 0 U7z, RO RBEANZ 31T 2 B OB L 71 L 72 FRAE
FEEBR (11-Apr-2007 i : [Sec. 2.7.1.2.2]) [Ref. 5.3.3.1: 028 #&AER] CIE. mIENIEOERUZ & v WU
BEAEIE U, Crax 12 34%IETF L7228, Cop 855 LR LT, RIBEZER (AUC) 13D LTI
Co WETFT L7205, MK-0518 DERM T 0 7 7 A WITHEIZ L DEELZ IR EZD
ni,

PLED & 90z HIV-UEEE B ORIV T, oHHIVEE & Off iz & 2MK-0518 400 mg O
1A2EI#E (BREOHEIZPD L) X, FRM TRy AV AEEZE L, BERA
AR LT, 26D Enh, ARIOREE - B84 THIV-1 BRE] &L, HiE - HEz N8
WA T AT 77N E LT400mg H1A2EREAOKET S, AFIL, BEOAEIZAD
LIRETED, 2B, BECEL UL, LT MORHIVEL RIS L, ERELL,

1.8 BfIxE (B
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183 fH EOTE (8) MOZ O ERML
1831 i EoFE (%)

(2 S CROZBEICERSLEGEVLIE)]
AFN DA LIRBUE OB D & % B3

<ﬁ%-ﬁ%tﬁﬁ?éﬁﬁtw&%>
PLHIV 3ROEE 03 ik ST BIZ b 23 538 HIV-1 O EE S FER T & 5 HIV-UBE B F I
ﬁbf\m®ﬁHW%k$ﬂ%%%§5T5_&

1. EELGERNIE

(D) AFOEAIZEE L CiE, BE UTFNITRD D) 72 E I, IROFIEIZ DWW T L FA LA
Balltk, BRI L,

D) AF HIV BYEORIEREE T2 &b, BRARGEZ &1 HIV BYYE O E
VPR D 0 & FIE LEelT 2 ATREMEDS & 5 OO T R[N 5B LA O SRR IO ZAIZ- DT
., TRTTHYEEICHRE TS &,

2) AKIDOEHBE LT L DBz HOWTIT, BED L ZARATH D,

3) ARF DS B S MR YR K B ~ D O fERRE AR T &/ 5028 5 G
Hl T,

DARNDORT A VAR ERRKIZT 272012, HYEORRR ULICHEZZEHT LY, IRF
EHRIELEZD LinZ &,

(2) K % & Teft HIV D ZHIBHHIRIE 2T - 2 BE T, EFEREEHENARES N TS
R GBIRtE ., RS EHE L, fﬁﬁ@ﬁ&%#ﬁfﬁﬁaﬁﬁmm(v4:A&7J?
LATET LA Ty PR A FATRTANA, Za—FEL AFAETLDL D) &
ﬁ?é%ﬁﬁﬁ%%ﬁ?é:kﬁ%é@ﬁ\:ﬂ%@%ﬁﬁ@ﬁﬁ%ﬂﬁb\%%ﬁmﬁﬁ
OinRaeEZET 52 L,

2. E{EH
UDP-Z' V7 a /b5 A7 25— (UGT) 1ALOBRARFHER (Wz2iE, V 7y ey
V) ERFEAT LSS, EETLHI L, UEyHRE] o IEpMAEER] OEEMR)

3. BIEM
| E T HERRAER
CRERBBREBEZEZIRICLIHER)
(1)005 #Bk, BENCHMRK 1 XU 2 OHFEMITIZISWT, REEE CRRERBKIZ D BT
b RIS SN EAEER (OThhOBRSEIZE N T>10%) (X, A% 400 mg 1
B 2 [ & BolERREY OFHBRERE DY T 2R L Rl ERRREO RGO RS
T, ENEN, TH 16.6%K% T 19.5%, L 9.9%K% TN 14.2%, JEJR 9.7%&% O 11.7%, F&#

1.8 BfIxE (B
5.




49% KR 103% Tholz, ZOHEMITIZBWT, AEFEBRIZL HIBET IR, &4
C EEEE OB ST 2.0%, IR EEABEREOFHAB G T 14%Th

277,

(2) TRELOERRAA ESERIL, IBRETEMIC L > THEENLEE T, offlAEEFON
T 1AL RS S D Ll STz,
AN & b HAE L 2 O R G ST B D 2%LL L TRBL L 7 PR O BE ORI
BITEA Z TRIZT T,

TRIRARER D & 2 A B D 2%LL RIZRR0 b R b EEORIER &

R L BEOES
AR (005 Bk, BENCHMRK 1 X% 11 2)
e, BIEH ARF1400 mg 1 A 2[8] + F i Fpfe ik 77 R+ B AR
(N=507) (N=282)

HBEE

T 3.7% 4.6%

GHYIN 2.2% 3.2%
TR RIEE

B 2.4% 1.4%
TEERI L OFEEBES [EH5 L0 0VARYY [ESAHY | UL TBE5HY ) D EOBEEHES,
IN-B B EHEOAE BT

1) Bol AR (BEZ L obt HIV BOEEMASHEEE) 1L, BEAaTC, ZEHm
MR GRS TREENT  FHEAENT) K OWL HIV BRI SO CIERE (T EE AT 2R
L7,

AERBBREFEEZXNRICLEHE

AFN400 mg 1 B 2EIEE+7 /7KL (TFV) +7 I 7V (3TC) 1) L=7yE L
Y +TFV+3TC (38 i) DOz 1T > HERE _HE R (004 3R 2w T, DT
DFEFEENSEEORWEAPARREGEE (1FILLE) THRESNTE

ARIE, B, BEREZ, BEMOE W, BUF. A%, 50K, K5, BEER. AR
R, R OB AR

(W EXGRMEARAY
WO LD BRIERDHHOND T ENHLOT, FERDD bbb EHAITIEL, #E5EE2FETD
78 SR B AT L,
DEM (0.2%), FHEKBDE (0.2%)
2)IDFHEE (0.2%)

1.8 BfIxE (B
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BH (0.2%)

D% (0.2%)

5) EMIBEYE (02%) | BEUE (0.4%)

6) FEMR IO/ — (02%). BFZ2 (02%). BEEFRE (02%). BRMEEIRE (0.2%)
THEHIANILRZ (02%)

1) B HIV I L DRERBROH 5 HIV-1 RIERFEZTIRE UEFRRER (005 7B,
BENCHMRK 1 % TF2) {238\ C, AA| (400mg 1 A 2 [E]) & FoELE@REO RS
FRIZBW O b BERRIEHAZ 7R U, BWEAOMEE X, 005 3%k, BENCHMRK
12y —ZIZESEEH L=,

) FDtDEIER
WD LS RIER IR ERNH OO HGITE, BEEZPIT 57 EHE R LEZT
N

T HEHE™ 2%L) 1 2% AT
B Ik &= T, B M9, M-, JEEERE, LIEES

e fERA, THILEIE. EESAER
B HIERR, 5, BRH

BHEELCEE R EIVE, W5, FEL TR

FITHRAR G, IR BV, RIE. SR
P, /RS

JRRGMIE e OVar B HUE BERLAS, BRI

TUB M DR P HEIRIA ., RAENA S O PEE

Wi, EJEIIE, HOSE, &
FLERIMSE, MASMAE, m D 7
UtV FfjiE, ®EILE, JE
HEAE

B AR R S OV B PefiE, S, U, HE .
ok b REHE, PRI, gk, Wiz
e

G FEMEDEW, Rt 2 —n
Ry—, B, o —mRy
—, R, 2R —m Y
—. AR, BEoRMEERIE

o T

Ik

il O, RHRIE, RE R A

g,
ES

1.8 BfIxE (B
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B OVR B

7 o —PRERERE, EHBER,
R, BHRRERE

B8 B OVBE T L e

i

BREURCA ha 70— %
B, ZITE, SERRBER, AL
BE, NENAZEMEAE, MRAAAEA%ZEE
i, BT, BRREDZ, BRI B
BB, BOTHREHED, HLBUE, FFE

EP
Z

DA

RERMER ML, B, OEMHS
WA, EIEPED 0, SRR
FFEER, mE VU LEInE, 2
A4, ZeMAEELE, S,
RERD . REHM

1) U HIV R L BERRBROS 5 HIV-1 BEEHE 2R & LmRAB (005 75k,
BENCHMRK 1 & T}2) 128\ C, AAI (400mg 1 A 2 []) LRl Rimko gtk 5at
WZBWTHEENSEEORWEHZ R Uz, BWEROMEEIL, 00535, BENCHMRK 1
EOR2 7T —HIZESEHH L,

+R. BEUALE Y ER

FEAH HEEE® 2%LL I 2% AN
R R AST (GOT) k5., ALT (GPT)

) U HIV BIC L DEERBROS D HIV-1 RREZE L RIRE U EREER (005 308,
BENCHMRK 1 % T}2) 2B\ C, AFl 400mg1 A 2[A) & ol fAEREO A& L8
T, BGE L OREERIZLDPDL LT 2% EHRESINZT L —F 3~4 (R—=RTF 1
DS DZEAVAEE NIAID @ DAIDA AEHR 7 L — FEV ([ZESWTHHE) ORRKRAER

REzR LT,

(%)

BEFARU/ RIECEFRIMNNRICEERLELE-EZOREMOBE)

HIAHFAER (BENCHMRK 1 % R2) T, _X—A T A  OFHERERM A E 2 B VEME IR 5 %
BEZIROEE, B (BT EEME B BUTFR A O XL C EBUTSR 7 A A B
LB (113 #7699 1l : 16.2%) OMMAANZEFFE LTz, GOT (AST) KT GPT (ALT) %
WORBEIL, RF & Fol SEREO AR GRER O 7 2R & il ek o0t i 58
DNFTHOFEEFIBNTH, BEFRLT, X C R 7 A VA EEREEEEFICS

WTETE T, Lanl, —fRIZ,

B AIFFR RO, T C BUFSR 7 1 NV A EEEREEIC

BT AR OLEMEIL, B BATR KL, T C BIFTFR 7 A NV ZICEHERGE LT Wi WEE &

1.8 BfIxE (B
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FETH- T,

4. SEHE~DES
EEEICBIT AR R UE RIS LT 720, —RICSEE T, T, B UTLEEEED
BFL, BHEEZHE L WD XIMOEXZH L CWAEENRZE VO T, EELTRETS
&,

5. 115%. ER. BIBRE~DKRE

(DFIFIZBNT, WY >FHicayr ba— L En-@BRAEB S TN, EiEicxt
T HARKNOZEMIIRATH D, RENL, hodt HIV I E FHFIC, ERP O3S
N2, AFOFEPEEBITITAHZ BV THRF STy, [Ty MR HFIZEITD b
FLAXRT 47 ZARBRITBOTEFOIRBERBIT D bivlz (T v MEEEIZ 600 mg/
kg/ ARG LL &, 85 1 AT 24 &I 2B RO MERE L, 2%
ARE IR DK 1.5~2.5 (5 ThH o7, VI FREHIZ 1,000 mg, ke, AZHKE L7
Ex L BE 1 RERE RO 24 BERIELIZ 30T D AR R O R MR R R 1 BN O SR FE O
2% THol.). 7 v M 600 mg kg ARG (b MEFRHAEOBRZERED 44 4%) Tix. *t
BREE A R 5 8 5 BE U7 iR RIB B RSB bife, 79 ¥ (1,000mg, kg B ET
Bh) ROT v~ (600mg kg BETHEL) OWTFAIZBNTH, RIBAETFEIRIEE
BIZBT 285 CBE LB b e o 7o, )

Q) AF G IR zPIESEL L, EWER (T ) THITA~BITTL 2 LmE
SNTWD, KADE FOHTTITBITT 203G NI AR TH S, FitEr LT HIV -
YLD FIREMEDS B D, )

6. NEFEADEE
MREFIZB T 2 REM R OE TS SN TR,

1IBERS
AR ODE BB EIZEET 5 BERMRIERITE S Ty, & TARBERIZE VLT, 1,600 mg DE
FIE G800 mg 1 A 2 RIOKERLGOREAEII OV TG LB, RO oo Tz,
B MAHEERTIX, 1 BAE 1,800 mg DBFEMZ G N H o720, BHITERO bRhoT,
BONTWDLET =D, AANTHEE 800mg 1 A 2 BlFE TOHEREIZB T, KUAFIORE
E% S0~T0%EME T 5IKK] (F : 7 R EALKRRT ZFFEN) EOfHFzZBENT, BT
RAFMERTEEbND, RANIEVIREIRO 720, BER 5T & 2 BEo aRrEiRy,
WEELGOEAEITIE, EENRIRRLE LD ORBIUIE O, b%ﬂﬂﬁ%ﬁ@
%%%%:&)/&\%% G CTe SRR &) 2R3 50N EE Th 5, MRETIZ
D ARFIREOREITRATH 5,

1.8 BfIxE (B
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8. TDHDIEE

(1) ARH & Bl ZAREE OEH Lz ft HIV I L D RERBRO S 5 BHIZB VT, BARHRE

ENTR, —EITERBICL DO TH o7, BEUZNADEIEZOIERIT, Eﬁﬁﬁ
AR (£ ILCD4 U 2 SEREA 50/ mm’ LT C, KE AR XL 2K |
wT%ﬁéﬂé%@T%okoﬁh@@ﬁi\ﬁ$vﬁﬁ\)/A@\ﬁ$hﬁﬂh\ﬁﬂ
AR AR IR A TH -T2, KESOBEND, BE, Sa—< U A LA ROTEENE B
TUFSe 7 A VARG ST OB ASERRR T2 LTz, T b D0 ADBM & ARFIE S

L OBEMEII AR TH B,

(2) 4 RIZBIT 5 3 BREOEIRNE S A EERBRICE VT, MR TETAE LR, Zhit
BIHIF OWEH U 7 AEOERUC X 2 REIROE R L& 2 oniz, T L VRO & T
EOEEREIENTRD bz, 4 XITBIT 5 100me kg B (v FMEEHAEOR 23 Fom
R #1507 BREOFIRNESRBRICE VT, S5 U8y (RERD, migR
BEIFOWDEN, 7592073 NIV AT7 25 —BEM, TABVERRA Ty X —PEME
EOalvaryra—no bR EFICREORMEILIRE &1 RIREIZR O T,

3T b (65 AR RO X (1FER) 2B\ TERE S @R ER G EERERIC T,
A X T, 360mg, kg H (b MERAEOK 9 HOBRER) CRIVEMI um&')%ﬂiﬁi)\oﬁo
F/2, T v FTH, 600mg kg B (b MESRHED 44 FOBRER) CTEYAmHE
B IRABAED I AT LT EWIRER 0 H T8, UM@/@/E(EF%'ﬁE®1M¥
BER) CHHREO LN, Ty TR, 120mg kg B CRIEOHRIER OHREEME
WA, REIOFPNEZ RETHHDTH D,

D 1EEDH 7= 0 MEERSOICD Z > M, FNENT AT 77 b 50 (ke . 150 (MERE) . i
300 (KE) 7600 (#f) mg kg BEHELGTHREH QFEH) NARERBREZERHTH S,
TN O SRR GF00I) 2B\ T, #5498%ORMICERENET v b
26VE 2 Ca MINEADOIES; (R EENA) BRERESNT, ZLOHEDT, &5+
D&/ BIHIERE I B COIER O RFHLE RO/ IR L5 bDEEZ b, THlLEk
RERIEE OCRIEOTHINLFHRTH D, MAEH TOLFBRERL, BAMAE (400 mg
1A2[E) TH AUC (54 pM-hr) OF1.7~103fETH 5, FLORFEEEBACIZ T, H
FAEREO IR CHREDZEERENED b, ZnbBE L FAFICRHRBICERT 2 b
DTH-T,

1.8 BfIxE (B
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1.832 FXERML

(2 2 (ROBFIZEFBSLELIE)]

MEK-0518D %5712kt LIRBUE DEEED & 5 BF I MK-0518% % 5- L7254, BEIEE R Z 3]
RS LD, BRé Lk,

<%hEE - DRICEAET HFERLOITIE>

1822 TRl EBY, 3277 AOHHIVE (NRTL, NNRTL, PI) D% % T 1HILL LIZmitERs
AERA X7 HIV-1 YR % 0t G 320 U 7= BB IAREER (018 #BR & T8 019 &BR) 12\ T, &
LA E & e L C MK-0518 400 mg 1 A 2 [B1# 5 & Bl etk 2 0 L2 & o v A
NV ATEPEDMERE Z R 2 L R S L Ts, — 5. BUHIV IRIRIZ L D IERRERO 2 WEEIZ DN
TiE, BIAFHADERGERBROT — 2 NGO TE 53, HIFHRR (004 FE) ORERICED
ALTWDZ D, MK-0518 PSEENIZEG X5 & 91, MK-0518 DOiffExt G EHE K UM OHT
HIVEZ AT B 258 Lz, (11-Apr-2007 i : [Sec. 2.5.4.3.1])

L EELQERMEE
MOF HIV O SCEICE- S &, I HIV RiIZB W THEO— Ry EEREEIR 2 LTO)
KON ZRe# Ui,

2. HE%EHA

MK-0518 i, FiT UGTIAL ik B 707 a  BEE2 T 5 L > THET 2D
UGTIAl O8N RFHEA] B2, V7y e yy) LHHHTEAE. BERLETHDHZ L
N, FDOEERTTHE LI, (13-0ct-2006 I : [Sec. 2.6.4.5.6], 11-Apr-2007 fiZ : [Sec. 2.7.2.2.1.3] [Sec.
27221551

3. BIER
CRERREZEZXRICULHER
L HIV 3R L IR0 B 2 Xt I U7 RARAER [005 #BE, 018 RERK UF 019 RER] 0F
EHG K ORENWEHOBEE % 3 U7z,
1) HwOb—BHNIIHRESNTEATFRRNCAESRICLDEEPLROBFRE L LT,
(07-Fun-2007 K : [Sec.2.7.4.2.1.2.1.2] [Table 2.7.4:26])

Q) FEENSEET, HOHAREFOWTIN 1A & REBEGNH D & Ak <1, MK-0518
&I AR A B 5 ST 2% O BE CREL U BRNEIERICOWT, IR E K
TERMEEORESIE L 2 I LR 2 RICEH L, (07-Jun-2007 K @ [Sec. 2.7.4.2.1.2.1.2]

[Table 2.7.4:28])

1.8 BfIxE (B
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CERFRBEBEZFHRIZLI-HER)
PHIVERIZ & DB ARERAEE 208 L BREER (0043858) OREROHEZZH L,
07-Jun-2007hK : [Sec. 2.7.4.2.1.2.1.1] [Table 2.7.4:15]

(M EXGEMEA
F1HIV 2 L 5 VR REREE 2 5502 U7 BREER (005 38k, 018 BB KL UM 019 k) 12
BT, MK-0518 (400mg 1 H 2 B} & ElEEEFREOFRABRGHIZBW TR LN EER
RIVERZRC# U7z, BUWEROMEEIL, 005 35k, 018 B L UM 019 DT — # IZE-S & B
L77, (07-Jun-2007 R : [Sec.2.7.4.2.1.2.1.2] [Table 2.7.4:391)

2) Dt DEEA

D HLHIV I L D IRERBREE 2ot U EREER (005 38k, 018 5ER K& 1019 &BR) (2
BT, MK-0518 (400mg 1 H 2 [B) & Bl EEFEO AR GRIZBW TR bV PEE
DO BEEORWEMZFE Uiz, 72720, TEXRZBEWER] OHEIZFE L EERENER &K Ok
EMSERIEOERFNC L 2 ORWERIZERN -, BITEROSERE L, 005 3Bk, 018 Bk
KON 019 HBRT7T —FICESEHEM Uz, (07-Jun-2007 hi : [Sec. 2.7.4.2.1.2.1.2] [Appendix
2.7.4:19])

2)  PFHIVERIZ L DR EE 2 08U U2 BRARER (005508, 018588 K Uf0195888) (23
W, MK-0518 (400 mg 1H2E]) & REEfEREORAR SRV, BL3E L DR
BRIZD b &9 2% L, EME Sz 7L — F3~4 (R—RF 1 )b OB % [National
Institute of Health (National Institute of Allergy and Infectious Disease). Division of AIDS table for
grading the severity of adult and pediatric adverse events (December 2004). | DFEHER Y L — FFE
(ZHESNTHH) OEERERRRAERE 27 L7z, (07-Jun-2007 : [Sec. 2.7.4.3.2] [Table
2.7.4:63])

(%)
BEFXARV /" RIECEFRIAMINAICEERELEZEZTOREMOBME)
0187BR K D019:BRIZ 31T 2, BAUTR KT/ SUICHITR 7 A NV AT BRI LT BEHEORR
HOMEATH Lz, (11-Apr-2007iK : [Sec.2.7.4.5.2] )

4 SERE~DES
Fhi U7 BERRERIC o mEaE N g T Cwianizd FO B 2 Re# L7 (11-Apr-20075K
[Sec.2.7.4.5.1] [Appendix 2.7.4:521), F7=, @l IIk 2 —BA2ERZL# L7,

5. 03w, MR, BIRF~AORE
() EmERRIC U@ ol 2 v b — L ST ERIRRER D EHE S TR W,
REMIIAATH L, £, BEW) (v FEARUYER) B8BTS MRy akxxy v s A

1.8 BfIxE (B
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ABRIZHB VT MKO0518 DIRBBEITRRD ONEI &, RTUT v MZBWGREINNE ORE R
DI PRREIZ L MK-0518 # 5RECTRMN - 22 & 0D, OB Zfofi L7z, (11-Apr-2007 ki : [Sec.
2.7.4.5.4] [Sec.2.6.6.6.2.2], 13-Oct-2006 iR : [Sec. 2.6.4.4.2])

2 BER(T v FIZBWT MK-0518 BHAITFITEITT 22 &, b FERRIZ L7z MK-0518
DI HA~OBITEERZ EE L TRV & RO &2 LT HIV BEFRGE D AR &
HZENL, TRFBREFEFAEFESELZ L) L7, (11-Apr-2007 % : [Sec.
2.7.4.5.4], 13-Oct-2006 it : [Sec. 2.6.4.6.31)

6. NEFEADEE
INREZERIZ UTERERRE FE L T\ Wiz, FOEEHE LT,

1IBERS

FEARARBRICB VT, &E 1 A 1,800 mg £ TOBRBEHRGWNH DM, HAEEREFE UIIEHT
vy, BT ~MHERRIZS T 2 S HER GICHEET L ERETH L=, £/, BERGOHEGD
WMEEZ TR Uiz, (11-Apr-2007 % 07-Tun-2007 AR : [Sec. 2.7.4.5.5])

8. TDMDIEE

(1)  MK-0518 & o Fpbperkz 0hF U2 B HIV 3RIC X A ARRBREZ IS W ChH RV RAE, v
VoSRE, R BERS AL BRI AR DL A S 7228, MK-0518 & O K FEEHA A
RO, REZEHZ50# Le, (11-Apr-2007 i : [Sec. 2.7.4.2.1.2.5] @ Neoplasms)

2) A XD 3 AMERNEESHEEEEERRIC B W TR ER A LN RKEIZED AR
#H U7z, (11-Apr-2007 B : [Sec. 2.6.6.8.7.41)

B3 Ty D6 s AMKERSHEERBRICBVWTRERALN O ATEIZEOEERH#H LT,

(11-Apr-2007 F : [Sec. 2.6.6.3.2.3] [Sec. 2.6.6.3.3.3])

@ Ty FOPAFHRBRIZE W TR BEEHOEE (R LEPA) PRS0, AH

WZFEDOFETHE Lz, (11-Apr-2007 A : [Sec. 2.6.6.5.1.1])
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RAT3GE (R)

B A e S S
s HIV A © 55 5 —EIREA| et
RS R
W AERS  EE-EMEOLTE A S &L

cRvRETess ALY ML RER400 mg A —
Bk ERETE —

fEFIHAR - 3065 A
B FHARR © ShEICFR

ISENTRESS® Tablets 400 mg
SILTIITELAYTLE

(2 RrossIEBESLELCE)]
AH D RS 5 LBEOE OBEERF O & 5 845

(#HAL - K]

BR7E 4 T A&y kL ABEL00 mg

A - a5 AW - 74 b3 =T 4 VT - DT VIRE

BRES DA SAFISEAH YT A
R INT S
SELLLT 400 mg

R r— A HLBEKTIA, BAKY CERKIED
v uh v aAin—2 KIFFoZFL
RIAXL TR Lr 7 a—l, 7eLBAT
wne TIONFT R T A AFT VB 7RV T A,
RY E=AT =) (@3Tuth) | <or
A—14000, Fvr ., BALT 2, ZTERMLER,

ERpibgk
’;:3\ oy
{@-;, 22’{'}}
el i
£ : 15.6mm
4 . 8.8mm
.| Tl B
M| mm 4§ )
i [;]
HE X 7.0mm
= — F 3727
[3h8E - $HE]
HIV B 5

- <A - RICEAET HEALOER .
DL oRHIVEIC CH o 2 RA B TCE 2 WES, XIXAE
HICRERSH D L BEX ORI GECBRYVERTAZL, .

2. FLHIVEE (X 2 18 R B O 72\ A NHIVES B4 B OV IRHIVI -
PIEICH L TR, RRABREICL2EDELECREMNHESLL -
TN uy, .
AR K AREICH I - Tk, BE DOIRER K AR
EFREEBCTDHL, -

DORBIOME- R, 2oOFIMME, BIEAL, VT ERGER
D BRI 24RO T —F (FHEROZENE) K-S, 2
NHORBIT, 37 7 AORHIVE HBRFUETHRANEN, -
- HEBRAVEEREREA., e T —EHEEH) 0K % T1 -
DRI EICTHESGEH SR TV ARIERBREE LN BICER SN L
Dol UTHRRPUR) OmBMI_________________
(A% - AE]
BE. RAZESILTFISENLELTA0 g% 1 H 2 BEORST
%, REE. BBEOEEIIHIDHLTEETES, 4B, B5ITEL
Tk, DFHDOIRHIVELHATHI L, AFI MDA L HIVE
EHATAHILT. SUBLAERMRNSEFETED. [BERBIO
HSER)

[FREDEE]
1. EELEARMER

O AEFOFERICEEL Tk, BEXIFNCRD2ED2EIC, kO
FHEICOWTEILKHALEAEA /%, RT3,

1) AFNIHIVEE R DR IBFIEE Tl vz & s, B RS
% B DIV AE ORI D 5% 2 FIE LT 2 mTRetEs
B DT, BAIEESRGEEOFHFERROBICOWNTE, T
THYEEIIRET D2 &,

DEKOEPMRE L ZHBIOVWTILBEDE ZARHATH
%,

3) ARAN A3 PRI fd SR LR TE B 1 B A~ D BB O fE
FERTIEENEINEEH STV 2N,

DEFOTE T AN A REFEKICT B0  HYEDHRE L
CHEZERELEZY, BAEZPELEZY Lz b,

(2) A H % & Lo PHIVIED 251 FEER T o 70 BE T, B HEE
SEBEHSME I T 5, BE5HAE, REEESEE L, EE
HWOH 720 TRIEBEEAFIRBE (A 237 F VLT Y L
ATy A YA RATRTANA, Za—FVAFAEID
LBL0) FITHT ARERIERER T LNHADOT, Zh
5 ORIEVEDRER &30 L, L ERFCILEY 2 I5E 2 BET 5 2
L,

2. fHE%ER

(HAER) (BHRICEET R L)

UDP-Z 78 )i hT v A7 x5 —F (UGT) 1Al 1 7p5EE

#l (BIZE, Ve vy) ERRERBTAEEIE. BETS

ZE, [ TEpERE o EHHEEER OESR)

3. BlEA

BT BEEERRER

CARBRBZEEXRICLHR
(1) 005585% . BENCHMRKI1 & U2 DS BT 12\, £EEE T
HEBRICAPDL L TR RNICHESEZEESES (W
NAOEERIZBNT>10%) (X, A#F400 mg 102 & Bk
BREY OFRBRERE VT T v R L RSB0 AR S
HOBE T, FRFR, TH16.6%K%T19.5%, BE09.9%K 8
14.2%, FERRO.7%K TM11.7%. FE4.9%K T103% ThHh o7, =
DHEFTICBE T, AEEFRICLAEEP IR, KHL &
HEEBEEEOHRERERT2.0%, 77 R & Bl EEEOH
RS TLA%TH o7,

Q) FTREOEENAEESIL, IFREMLEMIC L - THEEMLE
BT, Ao ERRETO VTR AIE & HERBIERD D &HE X
iz,

AR & SRR EAES SR BE D% ETHEBEL
TEHREEN L BEEOHRAMBIERE TRICRT,

BB & 2 AEED2% U LICEO LN hEENLBEDOR|
ERTEFEH L BE ORE!

ME{EA k3B (00575, BENCHMRK 15 U%2)
&3 AA1400 mg 1 B 2[F] + & 7R+
EIEM HERERIE ol BRI IE
(N=507) (N=282)
AIBEE
TR 3.7% 4.6%
B 2.2% 3.2%
iR REE
Bt | 2.4% | 1.4%
TEREI L OFERBMER TEBLEBVARN] [ERLDHY | i
(HEEICHY | OEEES
IN-E-BREHOEGEHBEK

&) R EERE (BF 2 & OFIHIVED Rl A6 b EiRiE) 1,
HEfERALaTc, BAmMERE GEE PR REARERT) &
UHHIVIRER I LS W CORBRBEEEM BN L,



BXE ()
CAERABREEZARICLEHER)
A#400mg 1A2ER 5 +5 7w L (IDF) +5 37 (3TC)
(4161) =77 L2V +TDF+3TC (38f]) OHEZ{T> AE
RE_HEEMRAEBE (0045 BWT, UTOPEEALEED
BITER D AAIR G BE QFILLE) THESRE -
TIEAE, oL, BELE, BBtk EVv, BEE, L. 9Ol %
¥, WMEER, DERESRE, R OB SRS
() EXLZEIMERD

R EKREBES
i EED 2% b+ 2%
MR AST (GOT) L&,

ALT (GPT) L&
Bruiey kg,
CK (CPK) k5

E) PIHIVERIZ LA IBERBROH AHIV-UR R BE xR L Lz

KROEOSERBH SO ZLBHDHDT, ERPHL D
NEHEIE, BE2P T R SR RABETO Z L,

FEtBx (0055%B%, BENCHMRK 15 UR2) 2BV T, &#H (400
mg 1H2[]) &EEEREEOMfARGH C, HRIELORE
BAIRIZ b 2% E#E SN L — F3~4 (R"—2 T

DAEM (0.2%). FHEREADE (0.2%)

2 ILFAEE (0.2%)

I B# (0.2%)

% (0.2%)

5)EMBBAE (0.2%). BEEE (0.4%)

6 FEMRTANRT— (02%) . BFE (02%) . BHEETRSE
0.2%) . BERMEEZREIE (0.2%)

TEMMAILRR (0.2%)

E) FUHIVIEIZ X A RERBOH AHIV-URBRBE 255 & L
FaAREER (0053%%%, BENCHMRK 1% U%2) (23T, &H
(400 mg 1H2[]) & @ EREOMHARGHICBW TR
H o EERBIEREZ T Ui, BITEAOMEE X, 005585,
BENCHMRK 15 U7 — X ICEESEREH L7,
Q) FDHOREIER
KDL RIERZBRENHObREBEICIE, B 552 Tk
Ll LEWRABEITI Z .

A v int DELEENIAIDDODAIDA BEES 7 L—FRD |

ESWTHHE) ORFMEMERYE 2T

(%)

BEFRRV/ RIFCEFRIANILAICEERELE-EEORES

DFE)

HIMFERE (BENCHMRK 1% UR2) Tk, ~— 2R J 1 DT R
EEPEMEM LIROSEAB A 2WVIGE, 1B (BMcidlvy) &
BRI KR O ICHFR 7 A v A BHEELEEE (1136
6991 : 16.2%) DA AN EFFE Lz, AST (GOT) K (FALT (GPT)
BEORBEL AH & EEREERONRREREGT TR E
Bl RO HRARSHO VTR ORSHICREWTH, BRETR
B/ XIICERR VAN ABEERLBREER W CETEN
BEF R KON IICHRITFHR 7 A )L A B
BIBE BT A AR ORI, BEFAEC XiXcBiFs v

o7, LAL, —fRiC,

ANARCEBEBREL TV RWAE LRETH -2,

4 EBE~DOERS

BEREICRBT A EEMRUEDEAMESI LTy, — RIS & RS
Tk, . EXILDHEENMET L, GEE2HE LT 5 X3 tho 3k

FEHBALTCWBEENZVOT, BELTREGTEZ L,

wl

R, EiR. RIS~ 0KRS
MR RB W T GBI >3 2 v b e — )L X i 3B Y i X

R mET 2%L4 1 2%

HiBEE TR, EO |ER. e, B, LA
W, B, bR, IEE
TRk, MERE, &5, &
%, BREYHRMER

EHEER TR M|RE, Y. BEL WA

5 JRprkes PRk, BE, BUR, SR

BRE R NELE W B %

HE

PR O EE PERF . FRENGRE ., B

= ARG, BASISME, EoSeH,

FFLBRMUE, ®AEMAE, & h
U270 FOAE, BETLE,
Wi W7 R e

REi. M. MR, &8
Gk . R, MERE. B
K. AR

R R IEE FER BEMED E WV, KHEs 2 —
vy — BEE, —=2—w
Ny— HRERE. 2%F=a—
aoy—, fHIR, BEMTER

2 0. RIRE, RBELRE,
&

F 7w — R, KEER,
HR, BHEREE

BRETESR b7 —,
BB, ZITE., SEREER.
FLBE, MENHZEMEE. NEIFMLAR
FEMEAE, BT, BLIREE, B
WEBRES, MEE, 2

ZDfth, RERHEE @M, BFE, LEED
PG, BEEEED TV, JE
EE, fFER, Srlireys
e, BETe, ZiEbILE,

Sl FEBAD, EEHN

E) MHIVERIC L D RERBOLH 2HIV-URRBEE LIS E Lt
REBR (00538B%, BENCHMRK 1% U2) 2BV T, AFl (400
mg 1H2E) & E@EEfmEot ARSI VTR L
PEEND BEEORIERZ L, BIEROMEE T, 005585,
BENCHMRK 1}k U5 —Z ICE-SERH L,

[=2)

~

QFABGFIRA L ILIEDZ L,

nTnwianwed | ERc T 2 AF OREHIIRHTH 5, KA
3, OBHIVEE & [FRRIC, ERT ORI 2v, AA
OEHFBEIITFCBWTRFT S LTy, [Ty FERTT Y
FIZBT B bF v axxTy o 7 ARBRICE W TRA O BBBIT
NERH LN (T MEEIC600me kg BESL-LE, &
F1REE R C24R % 0BT A IRIR o E ME gL, 2h 2
NEEYMEFEEDCNLS~25/FTho T, v X EEYIC
1,000 mg kg A &5 Lz & &, F5 1M KR U4M%ZICE
A BROFHMEEREE R, BEHOFHEEOR2% TH -
7). 7w hiZ600mg kg A5 (v MEEHABOREERDLIL
&) Ti3, xtHREEA EEA RS (CBE L2 BRINE RRENE
Lz, ¥ (1,000 mg, kg B ETHEE) KUT v b (600 mg
ke BETES) OWFRICEWTYH, BIREFRIBIRE
BRI ARGICEELZEEIFED NNk, )
(BirES (J» b) TH
H~BITT2Z L AHEINTWA, BAIA e FOLHFICB
TFT50EPEARHATEH 5, it% i L CHIVEIR L O FTHENH
Nds, ]

NREADERE
NREFIZ BT AREEEE EREIIHESL L Tz,
BEERS
AHOBEAEL BT 5 BEN2FERIIE L TWiy, B THER
BRIZIBVNT, 1,600 mg BL[E & 5 K TF800 mg 1 A2EID XE#R G DB
REICOWTHELER, BHAEObRRhot, B/ MHHER
B Tid,
Rhol, BHERTWATFT =205, KAIIIRE00mg 1A2EE T
DEESRICBWT, RUERFORERE 50~70%8 M = & 5 3A|
Bl .7 7RV BRT ZYEFEN) LofFRIBCBWT, BIFR
FEMETTEBbN s, KRIRWBERO D, BEESIC X
% B O AR IRV,
BEESLSOBEICE, WX BLE LB L ORBME
OlE, LEMANELZSTBRENT=F) 7, BEIORUEXRE
R E) 2EETHONEN TH S, MIKENIZ X AAEAIBRED
BERARHTH B,

1A A&1,800 mgDBEMNEE 1L 708, FHITEDLN

8. ZDMDERE

(D AH & B EHREL R L ERHIVE L5 IRERBRO L 5

BECBWT, BABRESRES, —TRERCILIHOTH
S, MESNERALOEECTORBALL, BEEREREEN

(< 1ZCD4 Y > SBRE 250/ mm’ LA T ¢, KRE 5y AERNC T A
REBW) CBWTTFEEIRA LD THo, BAOTEEIT, &
WORME, Vo, RELEA A, RN AR CILMZA AT



Wi E ()
bolo, RESOBEN, B, Svr—< A2 ROWEEME
BEIFFR T A N ABREGLMONABERTE2E L W, 2
NoORADODE L AFIERS & OMEERIITRHATH S,

(2) T AR UEEHMESRE SR TSR, ZALDES
ERFIE ORBEBURIIRHATH B, I A4S — I Rl iR E
DFEBRD 27 DENBE (T4 — RO REEL R+
DML TWAEAEHAL CWABEERLY) TREELT
BETBHZL,

)M iR A3AEOFRIRNES AREHERRICEWC, BHE
THREAHAE U, 2R OBE L D v AEOBRIZE S
TREMROERE LB LN, TR IV EVCARCTREEOHFY
BENRD LN, A XITET 5100 mg kg B (b hHELEAH
BOMBEOBRER) BE5OTHMOBIRAZS RISV T,
B 5 ICRE L EY, BB, UERRBZROmBBEM, 7
ToVT R NGV AT 27— B/, TAB D RAT 7 H—F
EHER G L AFa—L0 L] EEICREORMEILREL ST
BRI ST,

W7k (6rx AM) RUOA X (M4ER) (CRBWTER I /ZBER
EREEMRBICBWT, 4 X T, 360mg kg A (b MHESE
AROHEORER) CRHERARSED bR RNk, £, T
v FCIE, 600 mg kg B (b MERPBOIMIORER) T
MR C X B M EEOBICEE LIEFAARD bk
2, 120 mg kg B (b NMEEAEOLEORER) TiIFE
BREodn, T BT, 120mg kg B TERIED KR OH
KRR AT, AR ORIEMEE RET 50 Th 5,

GBS 72 VMEER SO D T v RS, FREFRITAT Z T EL 50
(HERE) | 150 (MERE) | 300 (H) X600 (M) mg kg H %
B+ 2EH QFRM) AAURRRBREERTTHE, Z0OBA
FEHEFRBORBER (FH1000L) (CRWT, R549HEEORIC
B Eni=T v haeludflca  RIEEO EE (R g8 A)
DRSS Nz, ZhooFEDY, 5T 08 RIFERE LT
DOEFDOBEIILER T/ IR EA b0 EBLZ LR, ZhiX
E- BT ECREOTH S AR THE, BRAERTOE
HIRERIL, EREAR (400 mg 1A2E]) TOHOAUC (54 uM-hr)
DILI~103FTH S, LERORFELEAACIMA T, HHER
DOIFICHEORMBABEIFEO O, ZhbBE L FAFCE
HREICER T 55D Th o7z,

(EMEhiE]

<SEAMNZH T B HHE>

1. R UR

(D BEFS?
BEMNITNT 7T N EEEREERE L2 L 2 A TR S
T, Tl TR S HABRER ThH o 72, TNT 7T EVDAUCK UCrprdd, 100
~1,600 mgDEFE CHEIZIAI L TEM U, £/, FVT 7T EADC,
eld, 100~800 mgDEEFE THEIZEAI L THEIM L=, 100~1,600 mg®
FEFE TITABRAIEE P TE-S 72,

2 RERS
BEMR AT AT T ENA100~800 mgA1 B2E10H MRERES L& Z
A, BEREDLIZIF2E DAL ERRBICEZ L2, AUCK U Couu?E
LTSS LEEIFREALNT, Copur b e ER LD THTH -7,
2

HIVEEEZFIZT LT 2T 400 mgx1 H2EN0 A MREHRES L 2
AHVEE108 BB 3 T F 75 EADAUC) 150 UChp 1D BT EEIE
BZERZR143 M e Z 42 M Th - 7o, ¥
Y RBEOFE
BER AT NT T EN400 mgh BIEHEEREICEHE®RE L L Z
A, ZEEER S AT T T J T EAOAUCIERI % BN Uiz, EiE
BERIZL O RIEEITE 20, CoultdA34%I L3, Cpp pdd85
FEHEMU, T BBIE U, #ix RBEOAFEEIC L 2 EFIREBOEY
BRRICRIETRERTH TH D, HIVRIREE L #S L LT %8
BRUEDHERBR T, 57 75 EAMTAEOBRR L ZEGER2<ES SR
7o
(D) EWFaR AR
FNT TT ENORERHEMFERIHREE RS ZRBRITERL T2,
2.9
FNTTTENAOE MIEER L OFERIT, 2~10 pMO BESEFE THI83%
Thot,
INTTTENME, Ty MNIBOTESICREZEBE L=, MNBITHDT
(&0 T,
3. s
EER A HRSTEER LIV T VI EAERORS L L 24, RO
FNT T TENRRED TN v BEREERRHS, ThEESED
FI% R U23%IZFE Y Uiz, BRI TINT 7T ELDOLBHEEL, TDOKE
SIEFEEABMRAR CROLNT L ) AT IHE ST NT ST
NDINT o CEERAEPIKSBINTERT S EELLN5,
MEFOEBEREDTTINANT 7T ENTH Y, BIRFEEDHKT0%E 5, 7

=~

1

=

~

o

©

VORI TINT 7T EALDIN T o VBERSE TH T,

B 580 TR TRIR A 72 (2RO E K K OeDNAF L RUGT & W 7238 T,

UGTIALZS, FNT 7T EADI NI v Y BERGEFRIZES T 5 EE R

FTHDLILWRENRT, b NIBT B INT 7T e 0 EERERBFIL,

UGTIALENT B 7V 7 o vBRETHD,

Hest

FIVT TT END BT O R EEHIIE AR TR0, B TR LV E

W TH B, /2, AUCIZHT 5 Z Dafd TOBEDFSIIRE o,

EERACHRTEEER LIV T /I EAERORE LEE 25, BREED

#932% KR UNS1% 532 N NR R O FE I HEitE s v e,

BHEEERE

REEOE %N Uiy, FEREARRE CiE2zy, EEBRERESR

FLBWTINT VT ENORMEREREBREER L, o, HEEYEIRE

AT BT, BHMEREORELTM Lz, EEEHRERERE LEE

HWBREM T, BROCEZLEYBROEIAONT, AERHOLET

R, MEENIZ LD TVT 7T ENVBREOREIIRED -, BETEmEET

WA FI OB ESERT AL,

FFisReEE BE

FGATTZENME, EELUTHRBRTOI AV v /BRAIZLVEET S, F

LEMEREERE LBV TINT /T ENOBYEERB A ER L, £

7o, MERMEBFTIZENTY, FREBESORELFM L, TEEF

HWEBESE LEREREM T, BROCEEREYBIROETH LN

mofz, BENLTEEOEREESEE T, AEEHOLETRY, 7

NT T T ENOEYBBICRETEEFSEREOREIIRMN ST

U,

NRE

INRBFIZBIT B INT VT ENOBEMENEEIIIEST L TR,

ZDMOER

(DR
HEBIDEEBIZ DN T, ZBEBRSIIBT AT VT I T EVEIMELEYS
VT 7 R BB 10301 R OHI VIS B E 2 O BB RE T — &2 & W oAt
BN L VEE Ui, F72, HRIORELY, EEBRRUERRIZT NV
777 EVEME 5 X TME & oA S 2T R RERRE R CHIV
B RERF OBRE T — 2L ET 5 BEREMBIRBEEITIZ 80T HEEE
Uiz, ZHODEBITCE T, NIRRT 5 BRAMICEE R BYEE
DEEFRD LRIz, AERAMOLETRD,

(2) R
O R VB EFEYE M BN T, EBIIT LT ST U0
ERRIC AR ERO b 5B RIS ol AERSONEL
AN

(3 AFE
HAITIZEVT, ARBIZINT 7T ENOEYBIRIZIEENIZERD
HOREERE SR, AERGIOLETRY,

(4)Body Mass Index (BMI)
FARITIZBVT, BMUI I NVT 77 ELOEMENBIZEROICERD
HERBERES ot £, BENEYVBRBETICBOLT, fE
LINT T T ENOEYEBICBRROICERO b L BEE RIS 2h-o
7. AEFREOLETR,

GIUGTIAE R &
ETHOBRERBOR LN F —ZIZB 0T, UGTIAl DEESZEI L -
TINT T T ENDERBERET D &0 IFEIT R, *28 /*28iF
ST B2 RO RE TH L BRI B S TR 2 R D B 4 L o b
BT, AUCHETELLL (0%ERERM) 120.94 (0.36,2.49) Th -7z,

EMEEER

W FNTZF L, F k27 r—2aP450 (CYP) OFEE TiZ/ <, in vitro
TCYP1A2, CYP2B6, CYP2C8, CYP2CY, CYP2C19, CYP2D6X ZCYP3A
ERE LR IC>100puM) , EHIZ, invitoeTI AT 77 e
CYP3A4ZFHE Lo, CYPIAMDSHAEE CHAI X FAED
WM EERRBIZBO T, IAT T ENMEIF YT AOBYERRIC
BERFERRIER - ZENE, FAT T ENN, in vivoT
CYP3AMZ & » TRH S 2 BHI O YBIE A L & 5 FREEITE Y,

(2) 5T 75 BT, UGTIAL UGT2BT # [AE T 5 Z & 1372 < (IC5>50 uM) |
FEPHEEAICL BB LIAE LRV END, IAT I TENMIIR
L OBRXIIPHEEADOEE Ch L 8H (FIxiX, 7 o7 7 —EHREA.
RN E SRR ER, methadone, T VA NREFE, 2FF
B, T AERRERE, e bRy FIEER, ROBEEROEHE
REERE) ORMBRBIIEELZVEFRINS,

(3 Invivok Win vitrofkERIZ UL, F07 77 ebid, EICUGTIALIZ £ 5
TN n BREENTARB Lo THET 5, FAT TR
Ty VO RS REBARUGTIAIFER L AT 2L AT 7T
NOMPEFRENETTERBTNARHEOT, U7 7 v RUMRD
WARUGTIAIFEA L BRT 2581, BT L ([ BEMEAH ©
EHER) , V2= b U X7 2/ Ve R LD L S e losk f e R
BB A OUGTIALI X T BB EIIARH Th 5 MOEADTFN
K BT, =7 FELCY, RET L, rfabuting Z L3 3L F
aAf R, Bk Va—r A U= MROEF TV E ) &, FEHO
HERARLHATIZ N TE S,

@D INT T TN EFBIRUGTIAIRER Th D Z L AH LI TS EEA
B2, 7HEYFEeN) LSRR, FAT 7T eN0mfEREEY
BENMSEAAEESH D, LrLAans, #EINoBRETRE L, ¥
7oo ZRGIRER & OB EREDZ, BRRBR CREEAAEHAERLEZ



RAT35E (R)

Lpn, AT TIEVORERSOLEITRY (RD ,

(5) EWHEE 15 FERPRSER
DMEIDOBYBERICRIET T T 7T CA DR
B AEIEARBIIBVT, AT TITENME, TITVV, TR
VAR T AOEWERBICEROICEROH HHELRITIR
mofz, REBRSEMMEERRBICSN T, F47 77 LA
L7BEDT /A ENOAUCK U N7 7I8EX, 7/ eV BEngs
EEDI0% K% URT% Tlr o7z, BIOEMMMEERBEBRICBNT, FAT T
FENLEHALEEED I XY T ADAUCKE, 24V T ARG
DR%TIH-Tz, BNMRBIZBNT, 737V 0BEyBRET, T
NFTSEABRBEZ 7 rE L VAR TRETH - 2,
2) FNVT T T ENDEMBREIC R A DR
B EERRBICBNT, T FFEL, =27 7LD U R
YA T EVOR Utipranavir,/ U R EAPEE, TT 7T EALD
BB REIICERO H 5 BBE RIF S ah oz, BAREpN
FHWBFEETHEV 77 EV U, TATTITEND T T RE

DETEZHL Ui, BEWEEEAOHEME, RUIERT L,

#1 INT T T ENOEMBIEEIC RIE T A OBE

FNT T T ENDEGBRNT A —F
prEE BRED | AT ST i
HER |EAnREE (90%{EMXH) ; &L =100
n Conaz AUC Corin
TEFEFEAL | 400mg 100 mg 10 1.53 1.72 1.95
1B 1[E HEHE (1.11,2.12) | (1.47,2.02) [ (1.30,2.92)
TEFFEN 300 mg 400 mg 10 1.24 141 177
1A1E 1R2[E 0.87,1.77) | (1.12,1.78) | (1.39,2.25)
U hFren 100 mg
181H
TT77EL Y| 600mg 400mg 9 0.64 0.64 0.79
1B 1[E HEHE (041,0.98) | (0.52,0.80) [ (0.49,1.28)
Y hrEN 100mg 400mg 10 0.76 0.84 0.99
1H2[E HEHE (0.55,1.04) | (0.40,1.01) [ (0.70, 1.40)
FAREN 300mg 400 mg 9 1.64 149 1.03
1A1E 1A2[E (1.16,2.32) | (1.15,1.94) | (0.73, 1.45)
tipranavir 500 mg 400 mg 15! 0.82 0.76 045
1A2[E 1R2[E (046, 1.46) | (0.49,1.19) | (0.31, 0.66)
U rrE 200 mg
1R2MH
Y7 7reiy| 600mg 400 mg 9 0.62 0.60 0.39
1B 1[E HEHE (0.37,1.04) | (0.39,0.91) [ (0.30,0.51)
TCrintdn=14
(&) ARFNIOARBINZAE - AEIZ400mgx1 A2ETH 5,
(ERPRRIE]

AENZB T SRR
1. BREREER DA
FHEIDFHIEE, FHIVIERREROH 5 MAHIV-URREE Z /5 & L,
ERPO2OOEER, ZEEHR, 77 R RRES (BENCHMRK 1%
UBENCHMRK 2){Z 334 52487 — & DBATRERI L v m& iz, $ 72,
20D EMER, ZEBR, B R, AERERE HHIVIERER?H
HHEAHIVAEREEE L SR E L7005 R L HHIVIEERBERO KA
HIV-1ERBE A R L L2004 OREMT — & OFEFTERE»L b,
FHIDEHERBEM T SR TV,

CHHIVAERER B E EHRIC LI EMAEERREIER (BENCHMRK 1 R U2)
BENCHMRK 1&UR2i%, 37 5 2DHMHIVE (MRS ESEREREH
(NRTI) | FERERRUEERBAMEL (NNRTD |, Vo7 7 —EHEEH
(PI) 1 &~ CIHILL_ EICTHHEDFERA Sz, 1600 EOHIVEREE %
R, B AR A & b U CAEI400 mg 1 A 2E 5 & R R
EERHA LS 02t RUMHIVIEE #5116 Lz, 8tk 7
v 7 7 —YIRERN AT B BAMEORE FIXE2HLA L) R UREE
B 15 T Denfuvirtide 8 B OF EIZ & - TEBHML Uiz, {EEMEEIL,
E|EAATC, BAIMEGRE BETERMEN FHRBSN) R OHHIVE
BEICEDSO TR ELEMSER LU,

AH| 400mg 1 H2ER SR L 7T v ARBIL BT 5 BEE S ERATTT,

N

#2 BENCHMRK 1RU2 SBEEE

%1400 mg 1 A 2]+ IR+
BENCHMRK 1R U2nft&7 — 4 BRI EREERE B AR
(N=462) (N=237)
PRI n (%)
B 405 (87.7) 210 (88.6)
i 57(12.3) 27 (11.4)
AHEn (%)
BA 301 (65.2) 173 (73.0)
B2A 66 (14.3) 26 (11.0)
TIT R 16 (3.5) 6(2.5)
EA A=y 53(11.5) 19 (8.0)
el 26 (5.6) 13 (5.5)
FEir )

TRE (B/ME, EKXE [ 450(16~74) | 450 (17~70)

CD4 U v 3BR¥

HRAE (FB/ME. BKME) . cells/mm’ 119 (1~792) 123 (0~759)
=50 cells/mm’, n (%) 146 (31.6) 78 (32.9)
50< ~ =200 cells, /mm’, n (%) 173 374) 85(359)

M HIVRNAR

FRE B ME BATE). logy copies,”

- 4.8 (2~6) 4.7 (2~6)
>100,000 copies,/ mL, n (%) 164 (35.5) 78 (32.9)
AIDSFEERHT n (%)
H0 | 426 (92.2) | 216 (91.1)
FHIVEO G R, TRE (168, FH3Mais)
FHIVEOEREE 10.1 (7.4~12.1) 10.2 (7.9~12.4)
{E APHIVE DS 12.0 (9~15) 12.0 (9~14)
FFge T A VA DEEBL n (%)
BRI (ICEIFF e D L 385 (83.3) 201 (84.8)
BEIF & Dm0 2 36 (7.8) 7(3.0)
CEUFF 42 DI D 7 37 (8.0) 27 (11.4)
BEUR UCEIAT 42 0 EER L 4(0.9) 2(0.8)
B3 n (%)
B BB A I enfuvittide & &30 175 (37.9) 89 (37.6)
I LT a7 7 —YIREAMmE 447 (96.8) 226 (95.4)

BRI % ¥ A LA REURBE XIFCEUF % v A L ABURRRE

AEI400 mg 1 H2EHRERR V7T VARBIZBIT AN~ T 1 VEOREE
HEEOE ER T OB FITRT,

#3 BENCHMRK 1R U2 REEFFEEOT SRF

#1400 mg 1 B 26+ TR+

BENCHMRK 1% U200 0885 — 4 BRI EREERE BRI

(N=462) (N=237)
FOE RIS E N S FHIVEEDH
FRIE (RME, RKE) | 4.0 1~7) | 4.0 (2~7)
FHAMIERE R UEZEE T LA REERRET 07 o 7 7 —EREH 0F/
0 166 (35.9) 97 (40.9)
12Ak 278 (60.2) 137 (57.8)
FBAEZMEA 2T (Pss) *
0 67 (14.5) 44 (18.6)
1 145 (314) 71 (30.0)
2 142 (30.7) 66 (27.8)
3Lk 85(18.4) 48 (20.3)
BWEFEEEEA 2T (GSS) !
0 115 (24.9) 65 (27.4)
1 178 (38.5) 96 (40.5)
2 111 (24.0) 49 (20.7)
3Lk 51(11.0) 23 (9.7)

P e EIRREE T, REERRIEICEEN D S F EA TR D1
2ELTHTY FLTE,

PREAMEMEA 2T (PSS) RUMGETFEREEA =T (GSS) 13, BENOHE
Liew A N A B FHE IR ETRMER TS O UEZ L R U R &
BB EENIROMHIVEDRE L L,

Enfuvirtide ] E /A B2 T, REEBEFIEICE N Senfuvittide X PSS UIGSSIZ
BOTEERERIOIOE LTH T Y R Lk, I, e EEEBRE TIE.
AR EEN AT AR ERERN DI LTH Y FLE,

AHI400 mg 1 B 2[00 5 % Z 1T 7= B D24BEE OERIF A BN T, AREE,
A OB EEFET TR P Ik L BEBeFOF — 12 SEFFME L
7oo EOMOTRATOERI, BEALIN, BELZZT=2BF699FIC
#£5<,



RAT3GE (R)

#4 BENCHMRK 1% U2 #Z5EBIOEF (24

A#400 mg 1 A 2[E + TR+
BENCHMRK 1% U200 0885 — 4 BRI BRI EREERE
(N =462) (N=237)
243B B DERIF n (%) n (%)
2UBREDT —F BH T HBE 286 150
HIV RNAE <400 copies,/mL 7 BT 216 (75.5) 59 (39.3)
HIV RNAE <50 copies,/ mLo BT 179 (62.6) 50(33.3)
YA VA SRR (REED) 74 (16.0) 121(51.1)
L AR E B 13 (2.8) 78 (32.9)
BLAS 61(13.2) 43(18.1)
b Am] 6(1.3) 3(1.3)
HFEESIZI 5 HLEY 9(1.9) 5(2.1)
F OO IS L B e 6(1.3) 1(0.4)

124D T — % T 536FINDBEF —HITES<,

P AV AER) SR $168 F TIZHIV RNARDS>1.0 log, copies,/ mLO{E T & L7ah»
e B, XIFHIV RNARAS<400 copies,/ mLIZE Ligh ol BEE ) v L AR 4
—LEELE, U AN AROE EFIT, VAR LM C2EERCTT > 7
EIZBVT, (a) HIV RNABDS -5 72 A<400 copies,/ mLIZEIEH, >400 copies, mL
I ERLBE, H20T (b) HIV RNABRB W o R ABIELERIE L~ L Y>10
logyq copies/ mL D FEHEMA Lic BE L ER L2,

SRR SN, FHEENAFFINRET — 2 I3, HBMEERKBT O
BEEZET.

D4ELIEIZ G BN T — 4 B &,

LEBTTAE, B OME, RET R, RREGHEE OB, FoMmoEmE ST,

M FFHIV-1 RNAEDR—RA T A 225 OFEHELEIE, FF] 400 mg 1 H2[E#
SEET —1.85 logy, copies,/ml, 77 EREET —0.84 logy, copies,/mL T o7,
CDAY » REEE D= AT A 2> b DI, 77 2 REE (35 cells,/mm®)
S0, AF400mg 1 B2 5 (89 cells,/mm®) 2B TKRE D07,

HIV RNAE <50 copies,/mL % L U2 BEDEBDOHER (95%EEXME) %Xl
W=7,

!

N

PR

B

8

2w

Vo

WO

2%

2w

Y

=]

B K

® A+ RS R 462 462 459 458 460 459 286
O F7ER+RMERER 237 237 237 236 237 237 150

X1 BENCHMRK 1% U2 HIV RNAE <50 copies,/mL% R L7 %
DEG DR (95%EERMH)

N AT A LB BRI R OB ETRBZIEA = 7RI A L AR
B (4R 2ESITTRT,
#5 BENCHMRK 1RU2 HHAEETAREEA 27 B0 HRERR R

(2438 F%)
BENCHMRK | tila00me | 21+ Rl st 75 R AR
LRU2DBEE
= (N'=1280) (N =145)
F—z1
HIVRNA& | HIVRNA& HIVRNA® | HIVRNA&
n (<400 copies,” mL|<50 copies, mL| n [<400 copies,” mL|<50 copies, mL
DEEEE %) | DBEEE (%) DEEEE (%) |DBEEEIE (%)
HHEBZMEA 2T (Pss) |
0 41 54 44 26 4 4
1 88 76 67 48 35 31
2 94 87 70 34 44 38
3LhE 47 75 57 32 69 56
BWEFREEEEA 2T (GSS) !
0 67 55 42 39 8 5
1 112 84 71 62 37 34
2 66 89 76 26 81 65
3Lk bk 30 70 53 17 65 53

124 LRI 7 A VA FE SR & e Lic BT, 2438 SRR & T3 7 A /b A R0 SR
LLTH Y kL (camied forward57%) .

P REAMEMEA 2T (PSS) RUMETFIREMEA =T (GSS) 13, BENLHMELEY
A NAFPFEHE I BEEFEMEREICS O UEZMEE R U R EERRECEENE
ROPHIVEORE & L,

Enfuvirtide /) EIVAB B T3 BE SRR IEICE £ enfuvittide ZPSSK UGSSIZI O TE
HEADIDL LTH Y b Lk, RRIZ, A EANERERE T, REEREE
WEENS XS EAEFEERERIOIOLLTHY Y P LT,

3 HHIVABRRBREE 23 RIC L% [EBKSEB (00558
187 LA EOTHIVIEERBREE 25 RIC, &4 L S EEMEEO AR RS
EEREFRIE B A P SR T B 72012 T o To, BIEA L, ZE B, FLBxt R,
FERERAR (005ER) 2B VT, FHHIVIEERRBE T 5 AH400 mg 1
A2[ER S BT 24QBMREE TOREDET — 2 BB Lh=, BEALSHh, 18

AT 2178BIDBED S b, 45FIHAF400 mg 1 B2ER 5, 45610377 &
ROEEEZ 1T, BEO36%IE, K EFREE Zenfuvirtide & & A TN
(enfuvirtideF)[EIGBBE L, BED2% Th-o72) . BEFRMERE TIX
B DT2%, FEREMMERE TIZBREDR% T, il EFHEEIC Zenfuvirtide
DIAMZHIHIVER L U iR A R § BE 2 2 h 072 (GSS=0, PSS=0) . 24iEEE
R AGEE D 7 A b ARH RS & FROITTRT,

#6 00538 24EEE R UMSE B ORFEABRIE

%400 mg 1B 26 + TR+
00538k B BT B AR
(N=45) (N =45)
2418RF (%)
HIV RNAE <400 copies,/ mL - 1
nEEEHE
HIV RNAE <50 copies,/mL 56 5
nEEEE
4818RE (%)
HIV RNAE <400 copies,/ 4 3
mL D BEEE
HIV RNAE <50 copies,/mL 1 5
nEEEE

~

HIVAERBEBREZEEHRIC LI-5E I HEERRHER (00458

18 LA LD BFIZ BT, AF400mg 1 B2EK 5 +7 / R E/L (TDF) +
FIT7Yr BTC) L7y Ly (BFV) +TDF+3TCOHE AT -

7= (004388) , SFH198HID BE N EIEA(L SH, BELZT 72 (FA1400
mg 1 B2E& 58 : 4141, EFVEGEE : 38f1) , AF#HE52F TiX, EFV
BEBELVE, VAN AEOME (HIV RNAE <50 copies,/mL) 73
Rz, 24 R IE, AFI400 mg 1 A 2[E#% 5.8 T1393%, EFVEE Tiio2%
7SHIV-1 RNAE <50 copies,/ mLIZEIZE Uiz, Fio, 4QERFIZIZ, &H] 400
mg 1 B 2[E# 58 Tii88%, EF V5 TiI87%AHIV-1 RNAE<S0 copies
/mLA& MR LT,

BEIZET 2 RN Tid, B L= AEIZEBT 2 KK+ TDF+3TCOB AT
X, mEFORaLATE—/L, LDL-2LATr—/b, XE RV Z7UEY R
& RS8Rt

€ $F-$5)|

1. {ERRR
HIVAL T 7 5P, HIV R o — R &R A AR A BB T
FNT I NAL, ANV AL T 7 F— B O E A AE T 5, HIVAL 7 75—
DIRE LD, HIVEEAIZB W T, HIVY / ADTE LMY ) A~D B RS
FAE A TA S D AE S NS, AR TR o= HIVE /AL, BetEr A1
FELF R BT T AT LN TERND, TALAD B RK AL SRS,
2B, TTTTEAL, DNAKRY 2T —¥a, B, y& &b MR AR T AT 2T
— BRI L, BELREER LTS -T,

2.3 74 IRERA (in vitro)

w

b RTU /BRI, & OMIICES L= HIV-1E BAFHONBA Bk S &
FRBRIZBOT, UANAREIEIHTHINT I T ENDS%IAERE
(ICes) 1331420 nM T - 72 (BB L OB  Fh, w1 RV
= UTEME e RSB, PEERRAEERR G 0T T —YIRE
HITRHE > iR 2 B ok &« Z2HIV- 1R B AR Bk & Bk B 2 RB R B L
T, UA VAT BT IT 7T EADICSEIL, 6~50 nMTHh -7z,
EBiT, FATZ T EE, CEMxI7488IZ 5 W THIV2 S EER OB RIZ TR
EL7 (ICs=6nM) ., HIV-IZERHOMBZ B S/t FTU o/ SBRRA
JHZH LT, AT 7T N EEBAYEGEERRERES (VT Vr, ¥
VRS, BT TR, T REN, UF )V URIET T
V) | EEBRETEERES (UL rY RETEURIETT
vATy) | e T T —ERES (T, BERFEA U RFEL,
Ty LFEN, vEFE, FAT 4 FEAIIT ZFF ) THE
FRZEE] (enfuvirtide) & &BEA L& 25, AL U < (IR LHFHIVE
RO LT,
. BEHt 4
InvitoRB XX T NVT 77 CNBERETHLR, TNT 7T ELREE
RYHIV-1A > 7 77 —EOERIT, LT, I8FBHOIALZI (Q @
EAFYr H) L Uy (K) XE7AF=2 R) ~DBH, H50IE155
FEOTANRTFy (N) ObRAFTr (H) ~OBHIZ, S5Z128ED
B (L741/M, E92Q, EI38A/K, Gl40A/SXIIVI5IIEE) 2505 Lo
Thol, YIBC/H/ROT I/ BEBRIIRO T NT 7T MR T
5,
B—O—RER (QI48H,/K /R, &5 IANI5SSH) ZEivkifaz 7 A VAT
I, invitrolZ BT, FAT 77 ENVBEMEDR T R CHEREES QRT3 4
bz, $RTRHMARERTE, FAT I/ IEVBEHEOSLRBETL,
BB OB T A NVAEEN E X ITh bR,

(AR IET 2BEFMER]

—fR& : TNT T TN 7 A (raltegravir potassium)

{Z4 : Monopotassium 4-[(4-fluorobenzyl)carbamoyl]-1-methyl-2-
(1-methyl-1-{[(5-methyl-1,3,4-oxadiazol-2-yl)carbonyl Jamino}
ethyl)-6-oxo-1,6-dihydropyrimidin-5-olate

33 1 CooHpoFKNGOs

SFE ;48251

R BRE~EREEOHE, KIIPRPETT <, A —/MTETIZ<
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1) National Institute of Health (National Institute of Allergy and Infectious
Disease). Division of AIDS table for grading the severity of adult and
pediatric adverse events (December 2004).

2) Petry, AS. et al.: Paper presented at the 46th ICAAC - Annual International
Conference on Antimicrobial Agents and Chemotherapy, September 27-30,
2006, San Francisco, California, USA, Abstract A-376.
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EREETFREE 0408001 5
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EFR O —ROA TR DN\ T

I DWW T, TEERO—BROEHROBREVIZOWT CEAL 18453 A 31 BIE
BRI 0331001 FEEREEBEBR) IFLLVROIFE>TVELILHTHDLM, &
i, TERAEK BT AEER—BRHLHT (JAN) (ZFE L, ER—4 (INN) (2
ENFEEEE) JROTINN DR S 258 B 0 JANJITOWT, FifizBliko &
BOEDELLOT M{THO L, BEETEEESICEDST LA L HEEEVW,

BB AT LI oWTHE, BAMERFEARSLTEML TV Z L EP LEL
E3c
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CFR 1843 A 81 BEAHFERE 0331001 BEECHIEHEARTRIE 1)

BRI 19-4-A1
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1.10 7K -

BIEEFOREFREBEHOE L ®

N[(47 A1 7 2= W) R FAJ16-P 8 RSk R ile R FL2l- A F/b-1-[[(5- R F /b

%4 - 54 | -134-TF VT =2 A MANVR= VT 2 [ FN]6-FF V4B ) IV A REH
IR —H UYL ROEORHE
(]
N RiMN//K/”' w* o F
# o R el 4 on L =z
Jo%
& O OH, &
Zh e - b B | HIV-1 Y
PR — WE, BRACRIAT 780 L C400meg # 1 B 2 BIRDEETS, AFE. 2F0FE
B E b TR TR B, A, BEICE LTI, 4o HIV L BTS2 L
B Z 0T
WO 4 KO | TilRA 0 T A 'Y N L AEE 400 mg
BRES - e | BRI AT 7m0 o h (1ERICTINANT 7T EL 400mg #5H)
At LDs, (mgkg) &0
<A e J 12000, & :>2000
7 v b ? 2 >2000
A4 X ? 2 2 >1000
Bl | g5 | #5 Kb & mEEE o
== 7
B | R | 8 | (mekeday) | (mgke/day) PR
<A | 148 | A |50, 500, 1000, 50 NEERR G, 55 VR, ATRERE
2500, 5000 B, IEEMHET. ME7. RS
R, EA. EMSEORK., K
JEWAOET, RMIRAIRE, ISR
fir. RERD. REHMERD.
HOH A, BIER
. " Zv b | SHE | &O (150, 300, 450, 600 FRME, ALT L&, HORKERMKE
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*FITEFRRIRE  242/507 = 47.7%
FRFEIEAORELE HE (%)

R A H R F R 58/507 = 11.4%
ThRBEREHERE ORE  HE (%)

S T 44 (8.7) ALT (GPT) L& 16 (3.2)
EHEMORE 44 (8.7) AST (GOT) L& 13 (2.6)
Bl 32 (6.3) ML~ 7 0&0 FER 13 (2.6)
ZHH 24 (4.7) M7 vrF=r kg 7 (1.4
NE T 14 (2.8) wfi A B A BRI BV TR DR IR R R E AR E
9 H 14 (2.8)
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