#k 20234 8 HEEl (55 3 i)
*20214F 5 HET (58 2 hR)

EPE - BIERSF
B : 35

HIVA > 505 —EREE

BAEEERIEES
87625

mu\ﬁ"?
ARohEIE

22000AMX01647000
2008% 7 A

SILTFISEIAYD LEE

AL A st400mg

B8
R  FE—EMEONGEIC
LVFERTAZL

ISENTRESS® Tablets 400mg

€9 MSD

2.2 (ROFBECIFRSULBWVNI L)
2.1 FAI DR ICx UBBIEDBHERE D & 2 B

3. #ERE - MK
3.1 #8RE
%]

BRI

74+t kL A%E400mg
18I IVT I HY 7 4434.4mg ()L
74L& LT400mg)
o — 2, BRI, Bk ERKE
AL, eSO A0 —A, RUFFITF
Ly (196) RuAFvFuvLry (67) 7V
I—), FIXNVBATT7INLF NI TL, AT
TIUVEBY AT IA, RUEZ LTI =)
(B F AL, <2710 T—)1L4000, ¥ L7,
ibF v >, = bek. BEbek

A

3.2 AWK
HR7e 4
A - iR

74t L A%E400mg
TANLI—=T 4 Y T§E - DT VHRE

Ff% : 15.9mm
561% © 8.8mm

C
—

JE& :7.0mm

<227

HBHFE -

eSS

AN B

Rl

e

4. HNHEX [FFHR
HIVERIE

5. MEENFHRICELET HF=
RANC K DWBRICH 72> Tk BE ORBRER OFAIMERE
ERESBICTH &,

6. BENUHE
HH. RAICIZT LT 7T L E LT400mg# | H2ERE RS
T3, KfllZ, BEOBEIIA P DS THRETZ S, uH., ¥
BIZBEL TR, BRTMOFHIVEE TS &,

8. EEREARNEE
*8.1 ABOFERICEL TR, BRADOHTA RIA VEOBHOF
WrBEIC, BEXIIZNIRD2E)2HFIC, IROFIHIC
DWTELFHHPLEEZS%. BHTZZE,
« AFNIHIVEBHREORIGEEE Tl W &R 5. B
R A & O HIVIERYYE ORI E S PR % F5E Lk
AIEEED B B DT AR S HGHEZ O RO E(L
IZOWTIE, IRTHYEICHRET S &,
c REOEBRESICEAEEIIOVWTIE, HEODEZ AR
HTH 3.
c RBIOHTHTANAMRERKICT 272012, HYEDE
RNEUICHEZEELRZD., RAZHPIELIED Lana &,

8.2 KEl%2 EUHHIVED ZRINMABEE 2T 1. BET. AEH
BHERERPRE SN TV S, BESMIA%K. BRI EIE
L. SEREO#Z S TEEREHMRRE (x4 anNsy7Y
TLATEILAY T LY T A, A RX AT T A IR,
Za—EVRAFRAFILLDHD) FIINT DRERSHIFHEB
TRHIENDH D, £ REHREOOIEICIEVE CRERE
(ERIRFERETUEERE . SRMEMR. T2 - NL—JEREE, 7
RYERE) PR]ATHEOBRENHHDT. 6 DER
ZEHE L. AERCISEY) BB RT S &

9. 4%@@’%’“%7&753%),“\%(«_553%&%{

9.5 HiF
IR SUXIE IR L C W A ATREE O & 2w IZIRE oA
PlafttZ LA E Y Sh A BAICOARKRET B L,
Fv MROTYFICBISEHERET. REBEBITIROS
nTwal, £7-, v MBI EHERS T, BREME
PHESN TV,

9.6 =3iF
BAERETSIES &,
BYER (T ) THAHTHFABITTZZEr@EShTL
%2, FUTTITELDBE NOHATHRICBITTE2rELIER
HTH 5, AitzNH LU THIVEREROTREE D 5,

9.7 INE
NRFEERE U7 BRRRBRIEER L T,

9.8 SimE
—Mic B BXILDMERESE T L. BEZELTWDA X
DA ZHH L TWABEDIZ L,

10. 88E{EHR
FNTFTITENIE, FIZUDP-ZVvrua ) VT AT
S—+¥ (UGT) 1AlIckA 7 L r7urBfagick->TREsh
%, [16.4. 16.7.3 2I&]

10.2 AR (HAISFRTSZIE)

B R FERRER - FHE A

W - falRE T

UGTI1A1 D723
Es]|

V77 v UE
[16.7.3. 16.7.7 &
i1

BERIC & O AF oI
BHREPETT S
HREEDH %,

Zhso#EHo
UGTI1AIFEERIC
D ARA O R AR
EENsBENDDH
%,

il B

Kb~ 7%
Lo KEBBE7 LR =
/N
[16.7.5.
H&]

16.7.7 &

AFIH% 5 Hil 2 6 BE R LA
WIZKBE(L~ 73

Lo KERIET OV 3
= LEETHIEER %
PREE LS E.
ZF 0 I 45 i E At
EFT 5,

INeDEREDF
L— MERICX DA
A1l o I A 1 2 25 B
ZHBENSDH S,

11. BIfFRA

ROBWERDPH5DOND I ENHLOT, BEZTTITITV,

FEN
52 &,

1.1 EXGEIER

RO S NIBEITIIHRGZHIET 5k SEY) L LE 21T

11.1.1 EEHRIRAEIREE (Stevens-JohnsonfiEl®EE) (BEEEAHR)
11.1.2 BRI BEEREREE BEEAH)
THER & LTHE, REDASN. &5 ICHHEEREE,
U VONEER, BIMEREN. FEAERIE S, BAELY 2 VEK
HIRE 2S5 BR EOEE RBRBUIERP D S5bNEZ &

BHo. 2B

E FALRZAT AL A6 (HHV-6) 0

TANVZAOBEEELZES 2N B, BERIEER D
B FEE TRERESOERIERD 5 VIHEELT
HIEBDHAHOTEERT S &Y,



11.1.3 @EE (BHERHA)

11.1.4 EEEHRIERE. SANF— (WIhLHEERR)
HPE. B, CKERA. MPKRTRBIA7oer b
AERBMET 2MBBMBIEYH 5 b, SREBRES
DEHELBERENHOSDLNDE I END D, oo IAN
F=DHoDONBIENBHBHDT, FHAET. HELHE
H2CKOERNDH S b HEITIIREZPIET S &,

11.1.5 BA= (0.1%)

11.1.6 FFX (0.1%)
HEGHRDPHoDNDZENDH B,

11.1.7 B% (0.3%)
HELZHERPHODNDZENDH S,

11.1.8 BEBAILRZR (0.1%)
BHREZEHEANNVRADFD5DND I ENDH S,

11.2 ZDHOEIER

REBMD . (FEH
ill

2%k 2%t HHEAREH
i PR AR S AST kR, ALTE
. By st
., CKER
Z DAttt RERE, B,

15. ZDOMDER

15.2 FEEREREBRICE D < B3R
1BEd 7= 0 R S0IED S v Mo, TRZRF LTS
50 (i), 150 (). 300 (M) Xix600 (i) mg/kg/H
EHRE LR QFERM) PAREHBRZER L5,
300 0600mg/kg/ Hix 58 Ch/ BIREOIES (R L
) BRDLNLH, TNSOEEIEERNTH D EEX
5NB, BB, YIADNABRRBICBLTE., SLFSS
ELOFENAKITED SNED T,

16. EYERE
16.1 MARE
16.1.1 BOizs

(1) BEFABEICH LTSIV T 75 EIL400mg % Z2f8 K B % 3% 5

L7z ZA. ILTT7IENREEPLICINES N, Z0%, ZMAKE
THE LT,

£ EERAICT VT 75 B 400mg % 22 5 1 B[Rl L1455 1 0 S B e

NFRX—=% (n=12)

AUCo- Crnax Cianr Trmax tiza tiz2f
(uM-hr) | (uM) (nM) (hr) (hr) (hr)
11.7 3.1 137.5 3.0 1.0 7.3

2%L1 1 2% SEEEAEA

g &% oY) B, fFHEREA /s AR

VSRR E fE. Y Y NEiRE | D
DINDAY: ithd

DR #HiE, DEEES
I TATERRIR

H K O KB EEEED W, B

FRs 5]

BakEE NI ED B, MR, AEER
&, ERL. FEEB
AP, HEERE.
. mR. BR
EWREER, O
NE R, BL U,
U6 AN+ Z1ER
2. BEEER. H
WRZ. A%

JiF HH & % R REiRF

&=

&5 EERER WAVRE. FE, B

[OX =N =N £, B HEF
SHNER . KR

& PR K O BfiAILRZ,

FFAE HUE REZ. BB R,
B N IVPAY: ]
=3 iR AN
EGE R

R K& KRBT OB,/ & HIRE. BROLE.

EEE B (EMEEERERER, B&.

fE. FERAIEKEE. B
DR E. FLEE
i, EAEWINEE)

2 BE

i B 8 R REE. e, B
O b & # IS N iR E R S N
e ARZEMEIE . B AR
fiE. BAEIZ.
NIEZ 0N
RIEER A B wD
iE. PURRE
MRERRE | FR. FEEOEV (S 2 — a8 F — N E

R, EER, B
REEE . TR
AL E . AR MR
. EBNEE,
WESFR. RO
HETR. RER

e E NHSE, BELE |55, A%, & EREN
GLIREE. RAZE(L.
N=y 7 3AE,
ARpEE

B O R % B, MIEME %,

= BAEAAE. SR
B

ER - EY 0 MEAE., L

AEEE Lz

B T O &, ZWIE. #

AR E B, BT, BERAE.

. B, R]E
fE. €OEE. U
ARIE

(2) BEBRAICTINT 7N %2 EEBRAKZES L E 25, P,

MRS N Tmaxld B EGHKRETH 5720 TLTZ7ITEILDAUC
B Crmaxld. 100~1,600mgD#iFH THEIC G LMLz, £
72v LT ZFELDCrandds 100~800mg D &ifH T &I HApFI L
THMU 25 100~ 1,600mgo #ifH T 1 F & Al % P R -
72Ye TIIT 7T IO R OERLEIAEE AR TIEHIORERM.
A TR EVEVNIFETH S, £o. AUCIKHTAHZDatiT
DOMHEDELGIREN 72 BHEAT—%),

16.1.2 REKRS

R Z LT 775 EIL100~800mgZ 1 H2[E 10 H R KIEH S
L2 h, BE5B»SIZII2HUNICEFRBICEEL 2.
AUCK U Cnax®DED H¥IMFT 2 EERBIZFREASNT . Clon b
HRIBEBODTHPTH-1Y BHEAT—%).

HIVEREFIZT LT 7T e )L400mgx 1 H2[E10H B RE#HS L
722 A HEIOHBIZBIT AT LT 7 I EILDAUC- 20 KT
Cion DA PHEIZZFNZN14.3uM - hr R T'142nMTH - 725
AEAT—%),

16.2 TRIY
16.2.1 BEOXE

AENTAEEOFRII PP DOTHETE S, HIVEREE Z MR
L FELREEROCAEMERBRE T, SLT/IEL2 RS
EEG R BEE L, ERREICBITIZIILT 7 I ELOENEH
RBICRIZTE, PROBEHEOEROEEIIDNT, BEEH
BEENRICEHE L7z, RIEMEEIREO I LT 75 ELVRERS
Tk, ZBERBICHRTS VLT 7S ELDOAUCH13%EM L 7275,
BRICEERO 2 WIBEOE(LTH 7z, Tz ZERICHA
Ty FUTFTFTELDCianld66%E <« Craxld 5% N - 120 B
FEMBIEREO I VT 75 NG T, AUCK U Crax 59215,
Cianrl34. 158 L7z BEFEEREZEO T ILVT 75 L5 T,
AUCK U CnaxlEZNZN46% K U52%HAD L7278, Clanrlc 2
TRAENREEAENLDP >, ZZERICH A, BHERIC
Lo TEHNOENFHEDIZS OEHFAT HEEZ 51509 (HHE
ANT—=%),

16.2.2 Y2 HF| AR

FIIT 7T DM EN LRI AR Z KD 2 HBRIIERE L T»
AR

16.3 D
FLTFTIELDE MIFEEEDFREERIE, 2~10 L MOBEEHF
THI83%TH > 70
FLTFTSELIE. Ty MCBWTABICHREZERL 2. MAB
TR 5 72,
HIV-UBGBHICS LT 75 E)L400mg 2 | H2EH# S L7222 DR
T, ILT 7 IENIIMEBERERICHRE SNz, FRBETOI LTS
SELONEHETEE (hRIE) IFhFhmiEhiEEns.8% (&
11%~53.5%) (n=18) K%U3% (#iPH : 1%~61%) (n=16) I
MY LD 8, b idMmFEEsAREONL/3~1/6fE0BET
Hotz HEAT—%).

16.4 X3
BEHRAICHESEIER L2V T 7S L EROKRSE LZEZ S, R
FICRSVTFZFSELRTZOZ V7 a Yy BagiErsiEtsh,. Th
ENHEEGROHIB KR U23BICHE Lz, HRICIETI LT IIELD
HDFFEE L TORETEIEER R I REE TR S5 iz & S I



16.5

16.6

16.6.1 B

16.6.2 FFHAERES

Rt S NS LT 7S LD Z L7 a Y BIaEEI KRS T
ERTBHEEZLENS HHEAT—%),
MEFOFELRINEITLTZTITELTH Y, BHREEEDKT0% % 5
O, BOOMHERZSLTFZSELD TV 7a v BiaskTh -7
HEATF—%),

BRSO TR IORIRA 2 (L2 A E A R O cDNAKIRRUGT 2 AL /28t
BT, UGTIALY. FALTF7SELDILT 0B EERICHES
THIFERBHETHSIENRENZ. EMIBIBILTFTIEL
DOEFERMEERFIZ. UGTIAIZNT A7V 7 Baa<Tth 59
HNEAT—%). [10. 2]

ettt

TR MBS REIER# L2 LT /S e Z2RO#FEG L2 5, #
H580OK32% K I51%0 TN ZNRP R O#EFPICHRE SN2 (JHE
ANF=%),

BEDEREEI HES

eSS EE

REMEDOE 2 Uz HEilE, TELBEARETE RV, EET
WEEREERZICB W T I LT 7T EIL OB RERER 2 £ L.
Fio. MEEVBREITICBVLTY., BHREEREOPE 2L
7o HETMERERE CEREFREH T, BRMICETE LR
MEREOEIAOGNT NEAT—%). AEHRESOLE LI LV,
MEBENIC LB TNT 7T ELREDOREREIIRHAD D, BEHE
HERT I IEAR OB 5 28T 5 2 L10,

B2E

FIVTZITENIE, FELTHEBTOZ L7 a0 Y Biagic kil
K5, PEEFMEREREICBVWTILT VI ELOEYE
B2 EM L7z, Fio. MAEMBEMAITICB L TH, PR
BEOHEZ T Lz, PEEFKERESES SERERER T
3. ERICEEREYBEOZEIAONZP > (HEAT—
5). BENOHWEEOFHERERE T, ARASHOLE IR
Vo TLT I DOEMEIREIC KT T EEFREERED RS
HEtEhTuzn,

16.6.3 IR

16RO/ NREREICB TSI IUT 75 L OEYEREIIFETL L
TV,

16.6.4 ZDOHDOERA

(1

(2

(3

(4

(5

16.7

) MR

WA OREIZONT, ZBEBREICBT 25T 75 IV RMEE
%) T IR RE R 10361 X% CHI VIS BB 28l O S B RE 7 — &
EFROHAMITICEKVIM Lz, £/, HHloREL, ZHEER
CEERICT VT 7T EL RIS A & O AT E 2217
RS T OHI VIS B H 80 DB E 7 — 7 ICBAT 2 RE Y
BREMATICBVWTHIHE L. NS DMITICBW T, HANCER
T HEKRMICEE L EMBROZZIED SN LGP > (HEAT—
%)o FEFEHONEIL R,

) TFhin

RAMRNT R OREMAEEBRMATICBVLT, FREI LTI
DOEMEREICERNICBROD 2 HEZ RIS B> (BEA
T—%). AEAMOLEI LV,

) Aig
MAEBITICBWT, ARSI VT 75 L OEMEREICERNICE
OdHEEERIZSRr ol HEAT—), AERSOLEI
A4

Body Mass Index (BMI)

MAMITICB VT, BMIX I LT 75 ELOEYBEICEHRNICE
DD HHERZ RIS BN o1, Tz, BEFEMEREMTICE L
T BEHLILVT IV IENLVORYBRICHERNICEEKO D 52X EE
Rigs otz BHEAT—%). ARFAMSODEIZ LV,
UGTTA1EGZE
UGTIA1DBEZEIC K > TIVT 75 UL O BIRED BRI
BRODHHEERZITHE VI ERITZ W, 28/ 28BE TR 2D
HiBaE 3006 & AR 0BT E 2 R ORERE27H & OB B LT,
AUCOBMFIE (90%EHXE) 1&1.41 (0.96, 2.09) TH -
7212 (JEAT—%).

EYEEIER

z

=

16.7.1 ZLVTF 7 ZENIE, FF7u—A4P450 (CYP) OEETIE XL,

16.7.2

in vitroTCYP1A2, CYP2B6. CYP2C8. CYP2C9. CYP2C19,
CYP2D6XIZCYP3AZHE LA 57 (IC50>100uM). & 512,
in VitroTI LT 7 I ENIZCYP3A4ZFEE Lz - 7213,
CYP3A4ADHHMAEE TH 5 I ¥V T L EDOEMBEIERRERIC
BWT, LT TIENEIYY T LOEYBEBICERRVES
RIFE R o719 HEATF—%) ZENPE, TLTTITELR,
in vivoCCYP3A4IZ X » TR# SN2 FEAIOHEY FREEZ LS &
BHEHEME IR

LTI NI, UGTIAL, UGT2B7#2MHET 2 &1d%<
(IC50>50uM). F7-P-HEEAICKSEXEOHELZ W &
5. ILTFVIENRIINEDBRENIIP-HEAOEE TH S
Bl (FlzE, Far7—YHER. BRIV EEREREA.
AP Ry, AL A RREEE, 2y F UV, 7V - LVRIEH
g, 7o b Ry THER R OHEASIGEE) ORMBEICE
BERIFTSHEVWETEENS,

16.7.3 In vivo BEAT—%) KUin vitroiBRickhiE, L5775

Elid, EICUGTIALR KA 7 V7 a BiagEN T 52REHC

EoTHET 29, 722 AV NE 7z )NV EY—= LD &S %

V7 7 Y PN L ENRBERFEROUGT LA

THHEBEIRATH S, tMOEAOTVHFEEA (FlE, =77

ELr>y (EFV). 2SIV, Y77 T7F>, ZLaaLFaAs
—3—

F. 22 b Pa—rX - TJ=b RUEFTYZV U] E A
OHRFABREMHATHZENATE S, [10.. 10.2 3]

16.7.4 S)LF 75N EMANBUGTIAIHERTH S I EFMENATW
HEHF (FI2E, 7¥FFELD) EOMRIZ. FLTFTIEL
OMAFEPREZEMSEITREESH D, LA LESS. HIND
BEIFIREL L, £oo INSHEHEA E OMREE L. BRHR
BCOREFLEBRZR L WEANT—%) 2&h5. ILTT
SELOHEREOMLE L2 (R2).

16.7.5 2ffi:/@ 1 4+ > 2 &THBA A LzHE. FL—MERICKS

AR OWIINHIZE 2B Z B ATHEMEA D %o AHIIR A AT #2 6 R DL

DKL= T2 L - KL TV I =7 L EHEFIBEAI ORI

L ORHDCrinAELLET LA BHEAT—%). [10.2 3]

KAIDBEMEIX R DB VpHICBLTHEAT 57-0. BHNpHZ L&

SEBZENHONTLAEA (FIZIE, AXTFFV—) &R

FlEDBRICED . RFOMEEFREN LR T HAEENH S,

BENCHMRK 11X U2RERICHE T 570 b o F 2 FHEH IIH2

7Tu vy h—ERFOHAKESHE & FEHRGIOY T TV —-TE

F#OZEETa 7 7 A LHFRO SNz HEAF—%). Thb

OF—ZIEDE, Fa bR FHEHEFIIH 7O Y 71—,

AREREETARIEMAT LN TE 219,

16.7.7 BB IERRRGAER

(1) tEIOEMBEICKIFTSILT IS EILDRE

HEMMHEERRBRICBVLT, LT 7 ITENIE, BRIVE VRIEET |

XH RV TDF9, IFVYSLN, SI7V220 REL S

Y 220 OIEMBREICERRINICEIRD H 2 B2 RIES B o720 K

ERESEMHEERARBICBLT, SLTF7SELEHRA LGS

DIFZ)VIALTIF—LE I LVILFZ A I DAUCIKE, T

VT 75 CLIEHFREDOZNZENI8% K U114%TH > 717, Fiz.

REFRSEMHEEFERRBRICBWT, SALTFZSELEMHALLE

ADT ) RENVOAUCKT b5 7 X, TDFREMESHD0% K

U87%TH - 7219, HOEYHENERRBICEVWT, ILTTIE

LVEMRALEBADIYYSLDAUCIKE. 4V T LBMBESRO

2% TH o719, HEIHERBRICBWT, I 7Y OEYEREIZ,

VT 7T NGB SEFVRBE TR TH 57220 (HEAT—%).

ST IS EIDFEYEECRIFT HFIDRE

HYMEEERRBICB LT, 7P F LIS, EFV2YD, J hFE

22 TDF'9), tipranavir,/V) bEL2) ROREBAL ST LER

AN, ILT 7T OEMERBICERNICEKROH 5 E%

KIEE Do Tz, BALEMRBABRFEACHIYV 77 TV

. INVTTIELD T TBEOET 287256 Uiz, EYHEELE

FoO#EMEZ., R2UEBT S GHEAT—%). [10.2 ZH#]

16.7.6

(2

-

£2 FLTTITENOEYEIEICRIT T A D%
STy INTTTENOENEEIRNT X -5 T
B PEFEED SELD _91“)335#/3?1#@5%?
BE& e (90%(SHEX ) ; #8722 L=1.00
n Cmax AUC Cmin
1600mg -
1600mg 5| 056 | 051 | 037
IR (042, 0.73) | (0.40, 0.65) | (0.29, 0.48)
B[S
1600mg -
1600mg ,3| 049 | 049 | 044
2hii (0.3, 071) | 035, 0.67)| (0.34, 0.55)
B[l 5.
KEE{L7 )L 3|1600mg -
= 5 - KEE| 1600mg | 400mg | .| 078 | 070 | 043
ke7%>w| 20 | 1B2E (0,53, 1.13)| (050, 0.96) | (0.34, 0.55)
A HE#RE
1600mg -
1600mg 6| 090 | 087 | 050
6hii (0.58, 140 | (064, 1.18)| (0.39, 0.65)
B[l 5
1600mg -
1600mg 6| 090 | 089 | 051
6hi (0.58, 141) | (064, 1.22)| (040, 0.64)
H[al# 5
7 % % €| 400mg | 100mg | | [ 153 | 172 | 195
1) 1E1E |wERs | 1011, 212) (147, 202) ] (130, 2.92)
NN 300mg
TEFTEV L 1H1E | 400mg ol 124 | 14 1.77
SR ig?g 1 H 20 (087, 177) | (1.12, 1.78)| (1.39, 2.25)
B A LS 7| 3000mg | 400mg | ,, | 048 | 045 | 068
A HERS | 1326 0.36,063) | (035, 0.57)| (0.53, 0.87)
R 600mg | 400mg [ o | 064 | 064 | 079
1E1E |wEEE © | 041,098)](052 080)| (049, 1.28)
A X755V —| 20mg | 400mg 14| 415 3.127 1.46
16 1E1E |BERS| Y 2.82610)](2.13,456) | (110, 1.93)
V77 > €3] 600mg |400mg | o | 062 | 060 | 039
> 2 1H1E |wERE © | 037,104)]039,091)] (030, 051)
V77> €Y 600mg | 800mg | | 162° | 1275 | 0475
o2 1H1E | 1H2[E (1.12,233) | 094, 1.71)| (0.36, 0.61)
: 100mg | 400mg 076 | 084 | 099
URFER ] o s 1O (055, 104)| (070, 10D (070, 1.40)




STy TINT T T ENDOENEREINT A -5 I
L | pRZe |27 GEFIIE, RO F
R | Casm 7500 (G0 : B8 L=1.00
0 Com AUC Cnin
D% 300mg | 400mg | o | 1.64 1.49 1.03
1H1E | 1H2MH (1.16,2.32) | (1.15, 1.94) | (0.73, 1.45)
tipranavir 500mg
P 1H2E | 400mg | | | 0.82 0.76 | 0.45%
Y hgp | 200mg | 1H2E (0.46, 1.46) | (0.49, 1.19) | (0.31, 0.66)
1H2ME
Tn=10
In=14
§ 400mg 1 H2MH% 58 & ik

F) RAOERENIZAEKXRUHREIZ400mg % 1 H2[ETH 5.

17. BRPREIE
17.1 BIUERURSMICET 335
17ZATHHIVAERREBEZGRICUREBNE T HE KR
(BENCHMRK 1/%0¢2)
BENCHMRK 1% U2 (AL, ZEER. 75t RxERER)
X, 377 AOHHIVE (RS ERMEER (NRTD. JEZ
BAWEERZEER (NNRTID. Yo7 7 —tHEEH (PD)] o
HF 2 LA EICTEARER S Nz 16 EOHIVERGEE 2 Xt
RIT, BoBEREEERD B il U CARAI400mg 1 H2E# S &
S AR R O L7258 O REM R OTTHIVIE % 5714 L 72,
HEEBILTIE. TuF 7 —ERERINT 2 EAREORE (17
XIF2FIDL ) ROREEREE TcOenfuvirtidef@H OB EIC
Ko TREANL U7z, BolEmmE . EEALRTIC, AR
B GEE AR/ KRBT ROFHIVIEREICE SV A
BRE A ERIANEIR U7,
AHF400mg 1H2EHSHE 7T RBICB 2 BEERERLC
RY e
) RN ERE R OCFHIVIRE R ICE D WL TR E LB A &
VEBILRNIRIR Lz, BE & ORHIVEO REHA A SR

#1 BENCHMRK 1%U2 BEEHR

AHI400mg S
BENCHMRK 1 %0206 57— | LH2ET RS
ms | Lt
(N=462)
Al n (%)
s 405 (87.7) 210 (88.6)
g 57 (12.3) 27 (11.4)
A& n (%)
EA 301 (65.2) 173 (73.0)
BA 65 (14.1) 26 (11.0)
7TITH 16 (3.5) 6 (2.5)
B UEEY 53 (11.5) 19 (8.0)
Z 0t 27 (5.8) 13 (5.5)
FEily (%)

rhRfE (RvIME. RoAfE)
CD4Y) Y 8Bk#

| 45.0 (16~74) | 45.0 (17~70)

Rl (BIME. &AME). cells/mm3| 119 (1~792) | 123 (0~759)

<50cells/mm3. n (%) 146 (31.6) 78 (32.9)

50<~=200cells/mm3, n (%) 173 (37.4) 85 (35.9)
MAEFHIV RNAR

FROE (F/IME. BAME). 4.8 (2.3~5.9) | 4.7 (2.3~5.9)

logio copies/mL

>100,000copies/mL. n (%) 165 (35.7) 78 (32.9)
AIDSHEEZ M n (%)

EY) | 427 (924) | 215 (90.7)
FHIVEOMRE, PRE G AE. H3M )

PLHIVE O FEEL 10.1 (7.3~12.1) | 10.2 (7.9~12.4)

HRFHIVEEO R 12.0 (9~15) 12.0 (9~14)
FFRT ANV AOBEREG D (%)

BRI I CEUF R DG 2 L 385 (83.3) 200 (84.4)

BEUFF 5 DD H 36 (7.8) 7 (3.0)

CRIFF R DG D 1 37 (8.0) 28 (11.8)

BEIK O'CTUF K D B HRES 4 (0.9) 2 (0.8)
Bl n (%)

BB AR ICenfuvirtide 2 & & 175 (37.9) 89 (37.6)

2FIM Eo 70 7 7 — P EANC it 447 (96.8) 226 (95.4)

TBRIFF R Y A )V AREHURFE I CRIRF 5 A )L Gk

ARANA00mg 1 H2[EHE# KR OT T RBHC B B5RN—A T 1 V#F
DEEEFREOERREAT OB ZR2ITIRT .

#2 BENCHMRK 1%0U2 EEEREEOERET

AFHI400mg S
BENCHMRK 1R 020fa7—5 | LLH2EE | osmms
SumERER A (N=237)
(N=462)
REERRETIC 2 E N A RHIVEOR
ol (BME. RoAfE) | 40 1~7) | 40 (2~7)

HBAERE IS W ORZ 2R L sl AR s 0 a7 7 — Y
HERIOBT

0 165 (35.7) 96 (40.5)
1k 278 (60.2) 137 (57.8)
FIRAZZHE A7 (PSS) *
0 67 (14.5) 43 (18.1)
1 144 (31.2) 71 (30.0)
2 142 (30.7) 66 (27.8)
3Bk 85 (18.4) 48 (20.3)
BEFRBEZEATT (GSS) *
0 116 (25.1) 65 (27.4)
1 177 (38.3) 95 (40.1)
2 111 (24.0) 49 (20.7)
3Lk 51 (11.0) 23 (9.7)

THUFENLFENRERSE Tld. REEREICEEh2 Y LT ELESR
MEERO1IDELTHY Y ML,

TREBEZER T (PSS) ROEMEFRBEZEAT T (GSS) & B#F
P OHEL o7 AN AEDSRHE LB E TR ERE IS B W TR
2R U AR IC S TN AR ORHIVEDORE & Lz,
Enfuvirtide#) EVAE B HE TlE. Rl EREEICE E N Senfuvirtide%
PSSKUOGSSICBWTEMZER DI >ELTHT Y h U, BRI, ¥
LT ELFENAEEE Tld. REEREEICEENDI Y LT ELEER
REHDIDELTHT Y ML,

BENCHMRK 1R U28ERICBW T, EEALS N, AHI400mg
TH2ME (AFIOMRAE) IHREORS 2 %1 - 28699
BIDASR FO6 I DEL S 2 K3ITRT -

#3 BENCHMRK 1%02 #5EAOER (48K UV96IERE)

A48 kF 963 I
AH| S A S
. 400mg Z+tAR+ | 400mg FtAR+
PEACTRI ARO20) | ot | gssrees| | F2m | st
REERRE | (N=237) |RolEebRE | (N=237)
(N=462) n (%) (N=462) n (%)
n (%) n (%)
HIV RNAE 332 388 283 67
<400copies/mLOE#E*|  (72.3) (37.1) (61.5) (28.3)
HIV RNAE 285 78 262 62
<50copies/mLO#E#H* | (62.1) (32.9) (57.0) (26.2)
HIV RNAE 348 94 294 69
>1Logio copies/mL®D| (75.8) (39.7) (63.9) (29.1)
& (drop) XIZHIV
RNA&E<400copies/mL
DEE"
HIV RNAEDOX—2ZF| -1.71 -0.78 -1.51 -0.60
A Vi b DFEHELER
(Logio copies/mL) *
CD4Y Y INB D R—2|  109.4 44.6 123.4 48.9
T4 205 OFEEER
(cells/mm?) *
T AV AR R (i 105 134 150 148
iE) (22.7) (56.5) (32.5) (62.4)
IV VARV H— 12 (2.6) |72 (30.4) | 12 (2.6) |72 (30.4)
FEA 93 62 138 76
(20.1) (26.2) (29.9) (32.1)
FELH 10 (2.2) | 6 (2.5) | 13 (2.8) | 6 (2.5)
AIDSTEIZEZRE* 17 (3.7) | 11 (4.6) | 18 (3.9) | 11 (4.6)
AEHRR (BAER) 1) 10 (2.2) | 7 (3.0) | 16 (3.5) | 10 (4.2)
KBk
BEHR (BRHmEME) 1 (02) | 0(0.0) | 1(0.2) | 0 (0.0)
IZ & BHkE
i OEHIZ KBTS 11 (24) | 4 (1.7) | 38 (8.2) | 19 (8.0)




REMEDQEHR V5 - ZFR—CiMii21T>1HE (BEHIEOFHE) 2o
VT, RETHI=RBFIE Uize 72720, BE LA SO T — 7 2
REITH>TH, ZORIBORKRE L HHIV RNARA <400copies/mL, X
1ZHIV RNA®A <50copies/mLOBZAE. HFRMAE Z T 2> 5 BRI L
7zo HIV RNA® (Logio copies/mL) ONX—ZFA > 5 DELEKT
CD4Y Y SHEONR—=A T4 ¥ 5 OELEICOV T, RAFFD7:
DIZED T o nBEEPILLZBETIE, N—A T 1 V% FTiE s
LT > Observed Failurei%%#%H L7 (Observed Failurei: : %154
5312 & B HEBI=I ) o
T AL AR - 55165 F TICHIV RNAEA>1.0 logio copies/mL
DT % Lz o7z BE. XIFHIV RNAE A <400copies/mLIZiE#E L 7%
PolcBEE) VVARV Y —EEHR LIz, £V AEOH LRI,
LIER DL oo bR 2GR 12T - 72 BIE IS B W T, (a) HIV RNAR
Ao 7z A<400copies/mLICEER . >400copies/mLIC b7 U7z &
Xix (b) HIV RNARBA VS ZZAFELREL XL ED>1.0 logio
copies/mLOFHEME Lz BFHEERK L,

T4 DRERIIFLABER D T — ¥ 2 &L, I6ERORERIT, 96HE T
DT =5 &E&D,

§BHNEE. FEOMME., REAR. RREMTEEZ D 5 O, Z oft
D% &,

N=F4% 5O EBELK

HIV RNA&®<50copies/mL%#EK L /- & OB & DR (95%
BEXE) 2RIIRYT CRETHI=KREH : NC=F%).

1 BENCHMRK 102 HIV RNAE<50copies/mL% #fk
L7-BEDEGOWR (95%EEXME) (NC=Fi%)

100
80

60

<50copies/ mL

40

=
EERLEBEOEE

20

HIV RNA

0T T T T |
0 8 16 24 32 40 48 60 72 84 9
WA GE)
B

[ KE‘I‘!—ES@%E‘?{:“E‘ 462 458 457 461 453 458 459 456 460 460 460
O 77« R+BEREARK 237 236 236 237 237 237 237 236 237 237 237

R=ZAFA4 VICBI2RABROBEFREZERTTHIO 7 A
U AZMEENR (963ERE) 2RATIRT,

#5 STARTMRK HBEHE

AH400mg EFV
1H2[ME 600mg it
(N=281) (N=282)
R n (%)
Bt 227 (80.8) 231 (81.9)
7k 54 (19.2) 51 (18.1)
AR n (%)
HA 116 (41.3) 123 (43.6)
BA 33 (11.7) 23 (8.2)
7TITH 36 (12.8) 32 (11.3)
| AR &N 60 (21.4) 67 (23.8)
7 AV ARER 1 (0.4) 1 (0.4)
R 35 (12.5) 36 (12.8)
i n (%)
FTYTRAIA 99 (35.2) 97 (34.4)
W7 T 34 (12.1) 29 (10.3)
&7 20 A 82 (29.2) 90 (31.9)
EU/A—=Z}+5U7 66 (23.5) 66 (23.4)
Fin (%)
18~64. n (%) 279 (99.3) 278 (98.6)
=65, n (%) 2 (0.7) 4 (1.4)
Ty (BHERZE) 37.6 (9.0) 36.9 (10.0)
POl (R/ME. BAMHE) 37.0 (19~67) | 36.0 (19~71)
CD4Y ¥ /85k% (cells/mm3)
NT 281 281
Py (BERZE) 218.9 (124.2) | 217.4 (133.6)
Rl (R/ME,. BAME) 212.0 (1~620) | 204.0 (4~807)
M#EHHIV RNAE (logio copies/mL)
NT 281 282
Ty (HEfRzE) 5.0 (0.6) 5.0 (0.6)
hRfE (R/IME. HRAME) 5.1 (26~5.9) | 5.0 (3.6~5.9)
MAEFHIV RNAE (copies/mL)
NT 281 282
S AERG S| 103,205 106,215
ol (R/ME. FRfHE) 114,000 104,000
(400~750,000) | (4,410~750,000)

AIDSHEEZW n (%)

%4 BENCHMRK 1R02 HEESEEFRBESHEA D7 Hl0OB KSR »Y [ 52185 | 59 (209)
B (96:EKET) &Rl n (%)
BENCHMRK B - 271) ==Y ZHHIV RNARZ| 75 (26.7) 80 (28.4)
VRU2DOMHE E%ﬁ'MOOn}g 1 H2[E+ 7T & AR+ B 50,000copies/mL
s ROl E (N=462) (N=237) B & CRUAF e b * 18 (6.4) 16 (5.7)
HIV RNA [HIV RNAR HIV RNAR [HIV RNAE HIV¥ 75147 n (%)
;| <400copies/| <50copies/| | <400copies/ | <50copies/ ¥74547B \ 219 (77.9) 230 (81.6)
mLOEE | mLOBH mLOBE | mLOBHE H75 A TBLAS 59 (21.0) 47 (16.7)
#2E (%) | #BE (%) 2HE (%) | EE (%) ARBH 3 (1.1) 5 (1.8)
RHEMBZE A7 (PSS) * N—25 A > HEFHHIV RNAR 0 (%)
0 63 51 48 43 5 5 <50,000copies/mL 79 (28.1) 84 (29.8)
1 131 69 65 68 26 24 >50,000copies/mL 202 (71.9) 198 (70.2)
2 134 74 69 60 37 35 <100,000copies/mL 127 (45.2) 139 (49.3)
3E |74 62 54 40 53 48 >100,000copies/mL 154 (54.8) 143 (50.7)
B FREZE A a7 (GSS) * NR—=254 >DCD4) »ISERE n (%)
0 111 46 41 64 5 5 =50cells/mm3 27 (9.6) 31 (11.0)
1 160 76 72 89 31 28 >50cells/mm3» < 200cells/mm3 104 (37.0) 105 (37.2)
2 102 75 70 41 61 61 >200cells/mm3 150 (53.4) 145 (51.4)
3E |45 62 53 21 48 38 B 0 (0.0) 1 (0.4)
T Observed Failurei® (1R AR+53 12 & 2 Wb Fl=2841) THIEHSRAH L BE IR L,
FREBMBZEZRa7 (PSS) KOEEFREEZERa7 (GSS) . B IBEIFR 7 A VARKREFIEOMHE. #HLLIX. CRFRI AL ATIERY
P OTEEL T AN A RFR LB AR EREIC S W TRZ S AT —YHE#HNE (PCR) ERIEICEIFHHCV RNAMH
R U EERREICE TN A2ROFHIVEDRE E Lz, §HTH A TBLUS (BER) : 9714 7A (4). A/C (1). A/G (2).
Enfuvirtide fEAREE Tk, BBERENEICS £ N Senfuvirtide® Al (1). AE (29). AG (12). BF (6). C (37). D (2). F (2). Fl
PSSKEUGSSICBWTE ZHERDIDELTHT Y b Lz, FEEkIC, ¥ (5). G (2) RU#ESE (3)
L ELAIEEERE T, REEEEEICEENYILFELEE i#) AHFIROEFVIZ., FTCH+TDF & fHtH#&S Uiz,
BEFIDIDELTHY Y b Uiz, N=%2 58D BH

1712 FHIVERRBREBEEZXNRICLIBHNE MEERKRHR
(STARTMRK)
STARTMRK (#EfE&R{b. “HEMK, EFEFERAEF) 3. HIV
RNA®>5,000copies/mLOIGHEAMEBEHIVEIEE 2RI,
EFV+FTC+TDFICR 9 2 A#I400mg 1 H2[E#5+FTC+TDF
OREWROFHIVERE 2l 2B TcH 0. BIERLICDH
2o TiE, A7) —=27K0OHIV RNAR (=50,000copies/mL
X13>50,000copies/mL) K UOFFR ™Y A I A D EMEIEGHRITIC
Lo TREAIEIfT 2 5l U7z,
AHI400mg 1 H2[E# 58 EEFVIRGRICB T 5 BEYR 2 RS
Y,

n (%) =%HOEEDOBEL (%)

STARTMRKIZ B F 548K U 240BE DERIR. ™7 1 L A2 A9
T OGBS D NS ST 31T 5 BERIZE L 095 %S X [ %

F6ITRT .
#6 STARTMRK #5EHOER (48K U240HkE) *
A8 24031
&#l | EFV &#l | EFV

STARTMRK | 400mg | 600mg %= 400mg | 600mg 7=
(EIEZLEER) | 1H2E | sbERE | (RA-ERV) | 1H2ME | SEERE | (AF-EFV)

(N=281)| (N=282) | (fEHKR") | (N=281) | (N=282) | ([EHXH")
n (%) | n (%) n (%) | n (%)
HIV RNAE 241 230 4.2% 198 171 9.5%

<50copies/mL| (86.1) | (81.9) |(-1.9,103)| (71.0) | (61.3) |(1.7,17.3)
DEET




483 24058 /F
A EFV A EFV
STARTMRK | 400mg | 600mg 7= 400mg | 600mg 7=
(EEAERLRRER) | 1H 200 | gheEHF | (AH-EFV) | 1H20E | SRERF | (AH-EFV)
(N=281) | (N=282) | (fF#XH") | (N=281)| (N=282) | ({FHIXR)
n (%) | n (%) n (%) | n (%)
HIV RNAE 252 241 4.1% 206 181 8.8%
<400copies/mL| (90.0) | (85.8) |(-1.3,9.7)| (73.8) | (64.9) |(1.2,164)
DEHT
CD4v »/%Ek| 189.1 | 163.3 25.8 373.7 | 311.6 62.1
BOR—254 (4.4,472) (21.9,1022)
V5 DR
ft& (cells/
mm?3) T
TANVRERE| 27 39 55 59
W (FE3E) * (9.6) | (13.8) (19.6) | (20.9)
JYUVARY| 10 24 10 24
5— (3.6) | (85) (3.6) | (85)
LA 17 15 45 35
(6.0) | (5.3) (16.0) | (12.4)
biAm 2 0 5 5
(0.7) | (0.0) (1.8) | (1.8)
BHEREL (K| 8 17 14 25
FER) Ick B (2.8) | (6.0) (5.0) | (8.9)
1k
BHEHL (K| O 1 0 3
WEME) 1ck5| (0.0) | (04) (0.0) | (1.1)
ik
fOEHIZ K 2 12 15 51 60
g § (4.3) | (5.3) (18.1) | (21.3)

A4S IC BT AR (HIV RNAE<50copies/mLOBEEIE) D%
[(AFIHSE) - (EFVEEE)] 095%EEXMO NI TRA-12%% L
[ 2 HEIIZEFVEICN 3 2 KA B OIS EDI RS Wiz LR T 5 h
Do
TRAMBEDOEIR WA « “HR—TiHli 2175 HE (BEE A O 1<

DVTIE, RETHI=KEHIE Uiz, 72720 BE LGRSO T —%
BREITH>TH, ZORIBOKEEE HHIV RNAEA <400copies/mL,
XIZHIV RNAE A <S50copies/mLOBE &, HaZREIE % i A & BRob
L7ze CD4Y Y INHEDR—=ZXF4 26 DELRIZOVLTIE, $RAR
F+HOlDICEH VST SNIEEEPILLZEBETE, XR—ZAF1 VD
i % F7AfifE & LTk > Observed Failure: %M L7z (Observed
Failurei# @ ®IRA+312H S HIEFI=REH)

FUANZENERK (a) GEEREORPFR LG Tld, PiEOHIV
RNA#&>50copies/mL. (b) 24EKDHIV RNAE>50copies/mL. X
IZHIV RNA& AW - 7z A <50copies/mLICE[## . >50copies/mLic
HERUEE (AR oM T2EEERENIC/T > 2 BEICB WV T)
%) VUVARVT—EERE LT,

§BHNEE. FEOME, REARR., RBREMTEE D 5 OB, £ oft
DI E &,

) AREIKOEFVIZ, FTC+TDFE#H5 L7z,

n (%) =& REOBEK

MmAEHFHIV RNARE<50copies/mL%ERK L7z BEEI& DR %
BEBANCR2IORY . AR SEIZEFVREGR LD BIICY )L
ZZE9IH (HIV RNAE<S50copies/mL) Z&ERK L7z (W5
BEE b, FTCHTDFZ ). 2408:121&. £H400mg 1H2[E
BEBOT71%N, KROEFVED61%»"HIV RNAR<50copies/mL
ICE L7z CGRZE T HI=KI s NC=F%),

M2 STARTMRK HIV RNA#&<50copies/mL%Ek L 7z B#
DOEIEGOHER (95%FHXM) (NC=Fi%)

100
80
60

m§

20 B

p<0.001 (FEHE)

HIV RNAE <50copies/ mL
TERLEBEEORE

e e B e
96 120 144 168 192 216 240
B GA)
BER

® XAESH 281278279 280 281 281 277 280 281 281 277 279
O EFV5R® 282282282 281 282 282 281 281 282 282 282 279

L e
0 12 24 48 72

FHIVIAEARBREE 2 /0 RIC L EBORHIVEIC X 1082
T2 STARTMRK#HEE TId. LTFTOERETFROTFREFON—
A4 VEICPPDS5T, RFH+FTC+TDFO# 51
EFV+FTC+TDFO#GIC L T, —H L TR Z 7 A4 L R
ERNHI R O RBELNREZ R Ui, X—=A T A VIMFEFHIV
RNAR, X—ZF1 >DCD4Y >R, BETE (FiR. Wl
ik, AEZEEG). VA VAR (BELCRIFR) OBEERK
RORERUCHIVY 7Y A7 (3754 TBUSNES T 1 TBY
N—T &% )

AR OFHRODNBRIZTRXTOHIVI T F AL FICBVWTRD SN,
T4 TBROY 7% A 7BUANDBETIEIZENZENEI.6%
(155,7173fl) K1U'87.0% (40,/4641) »°. 240EEEICHIV
RNA&<50copies/mLIZi# L7z (Observed Failurei) .

240 OEE2E L T AFIOMBEE T 2 BB IIEMTH
v, ¥alLA5yu—), HDLaL Z5u—), LDLaL A5u—
L. FUZYEY REROEHDLI L AFa—Lidb < ,Ic8mL
/2o EFVEETIX. 2L 25u—)L, HDLaL 25 a—),
LDLaLVZxFua—)L, hUZ U+t REOIEHDLIL AFa—)L
DR=AF A VD5 DOFEELRIIAFIL SR & B U TEFVE
SRTHEBEICKREDN T,

STARTMRKIZBWT, AAl (400mg 1H2E) &Y T
vy (FTC) RUOTF /) ALYV TuaFv L7 <)L (TDF)
OPFFRFSEE (28161) D% EICFR® 6Nz hEEITEE D
REIfERE. D (2.8%). FEE (3.9%). RERAE (3.6%) TH -7z

18. EPEEIE

18.1 {ERERF
HIVA 775 —¥id, HIVBEFIZI— FShizT AV ZAEBITHK
ELREETHD. ILTTIENIE. HIVA V775 —E O miiE
ZIET 5. HIVA > 5775 —EOEEICLD . HIVERGHICEWL
T HIVZ ) L OEEMES ) AAOIAERESHEA ISR A A FE
EI3ND, AAENLGD S TZHIVY ) LE BEMEY A L AR F 2
W EET HZENTERVED, TV ADBREIEADHIES
%o BB, FLTFTSENLIE. DNARY XAS5—Fa. B. yE2&ELL
FARARYLIT 2T 25—V L, EELCHEHEFEHRZRS &
»olze

18.2 iU A JLRIER (in vitro)
B TV VSERRMAIC, 2 OMARI#EIE LHIV-1ZBHHOTB%
BRESELEHBRRICBWT, YAV ABEHIINT 55 LT 75 LD
O5%FHEEEE (ICos) 1&31x20nMTdH -7z (BRGSO
), £/, v MYz Ui b MRMMBELZRIC. SEOY Ty
A TBLA I & O EER P MR ERREER RO T 0 T 7 — EHEA
itk 53 Bk % & Lok 2 e HIV-19RER R 7 Bl 2 B S B -3 BRR IS
BULT, YA ILABIEICNT 55T 7T EILDICsMEIXZ. 6~50nM
THholzo £7z. singlecycle infection assaylcBWVWT, LTI
EILESHED Y 7Y A TBUA R OSTEO M 2 Bz & 23O HIV 73
RO %5~ 12nMDICsofETIHE L7z, S 612, TILT T T I,
CEMx174fifaic 5 W THIV-2 3 Bk D8 2 [HE L7z (ICos=6nM),
HIV-1ZBHHOMBZ RSB S B2 FTY VSERBRMAICH LT, 5
VT 75 ENEMBRYERERARER (Y RTYV, Py,
PV T I, THAAENL, TIREL, V¥ URETITIV),
JEBRMEERARER (Z7 7L Y, AESEYXIETSE
VDY), TuF7—¥RER (F>IFEN,. 3FFEL, Y RFE
. 7Y 7TLFEL, abFEi, RILT74FELIETYHFFEIL)
IFRATREA] (enfuvirtide) &M LZEZ A, HANKIE L IX
HHRM L FHIVIEESRD 5h iz,

18.3 FHImiiE
In vitroiBEXX T VT 7 I ELVBREBETHSN, FLTTTE
Ut 2R IHIV-14 > 775 —F¥OERIZ. LT, 143BEDF
ayy (Y) OV AF4Y (C)y EAFY Y (H) XE7LF=>
(R) "B, 148F/BEHDO /LTI (Q DAFIY (H). V¥
¥ (K) Xig7v¥=>r (R) "OBE#H, H25VIEIS5FEHDT R85
F¥ (N) oezxFY >y (H) NOBEHIC. SH5IZ12HDEOER
(L741/M. E92Q. E138A K. GI140A SXiZVI1511%) »b
LD TH-oT,
HM—p—RER (Ql48H /K /R, »5WINI1I55H) z=&tofifiz
TA VAT, in vitrollBWT. ILT 7T ENVEZEORK TR
HEEENDBRTAASO NIz MWL ERTIZ. SLTTSEL
BZHEOS 6 BETE, HHRENORENTANAERPEZICH
5hiz,

19. B (CET BE(EZHHR

—Mz INTTFENHY YL (raltegravir potassium)

{t%4 : Monopotassium 4-[(4-fluorobenzyl)carbamoyl]-1-methyl-
2-(1-methyl-1-{[(5-methyl-1,3,4-oxadiazol-2-yl)carbonyl]
amino}ethyl)-6-oxo-1,6-dihydropyrimidin-5-olate
C20H20FKN6Os
482.51
HE~HKHEDOHR. KIZPPBEITILT < AF ) —ILITE
I, T = L7 b= MU IZEBD THEIFITL L

2-71I8 ) =TI EAETBIT R,

Q' Hc_ CHs o
HiC ° N /N N
{\Nj)kk‘)%qk'*/\@
22. A%

60%E [, NT. SBRAIAD]

23. EE®A
1) #PER : BRI T 25 (2008F6H24H&R. CTD 2.6.4.4)
2) HNER : FUHBATICBIT 2 MET (20084F6 H24H%&GE. CTD 2.6.4.6)
3) BAEREHE  EERIFRRERNNGY =27V FAEBEREE R
4) #NER  BREIRORERSICE T 5MET (20085F6H24H%&. CTD
2.7.2.2, CTD 2.7.2.3)

AFX:
DFE:
"R

—6—
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