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U"Cmax (. 100~ 1,600mg OHipHCTHEICHE LT L7z F 72,

FNT T T END Ciane ld, 100 ~ 800mg D HIPH T (Bl L CTHm

L72%% 100 ~ 1,600mg O HiPHTl3 & L FIEZ 2= Tl - 720
(2 REH#ES

TEHERLAIZ S VT 75 ¥V 100 ~ 800mg % 1 H 2 [l 10 H R EH# G- L
e A, HHBMEAHITIT 2 0N EFIREBIZHE L 72 AUC I
O Cmax D2 SHWT 5 & BFRIZFEE A ST, Crone 2 S A2 H R

LHITNThol, ?
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(4) Body Mass Index (BMI)
MARHTICB VT, BMIIZ S VT 25 EIOL o SEWBYRE L R 1912 50k
Db BB RITS b otz Tz BHEFBEDBIREMATICB W T,
RKEL T NVTF 7T N OFEWEREICHEREMICERO D B2 RIS
Bhrolze HitifioLEIE v,

(5)UGT1A1 &z %8
UGTIAl ®MIELRIC L 5 TI VT 7 T EN DI BYREDFEIR MY 12 3
KD D BB EZIT B LD FEHE e #2828 LTI & Fr o Bk
#3061 & B AR R 1T & FE ORI 27 Bl & DHEIZBWT, AUC
DFATFILE (0% BHEIXED) 1 1.41 (0.96,2.09) TH - 720

B E 1

D) I NVFZFEME, F b ra—24P450 (CYP) OB TIZARL . i vitro
T CYP1A2, CYP2B6. CYP2C8., CYP2C9. CYP2C19. CYP2D6 X i&
CYP3A #ME L 2 Ao 72 (IC5>100uM) o ¥ 512, in vitro TI V7T
75 ¥ iE CYP3AL 2 L e h o720 CYP3AL OB LILETH S
IFVI AL OEYWHEAEMRBRICBNT, FVFFIENMIZIFY
T LDEY BRI E L WEERITE R o722 DD, FVTFTT
EOVAS, invivo T CYP3A4 12 & o TR & N5 3EF 0 3 B e % 21k
RN - A YT
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X7 vru gtz ny A2l o THERT 5, VT 75
Enx) 77 ¥ O L) )% UGTIAL &AL P32 &
INVTZITENVDOMBETRENMETT2BZNBHLDT, V77 v
Yy U R OMos ) % UGTIAL FEA L 3 25613, HEET 52
L THEMEH] 0BEBR), 72= b Y LET 2 ) NVES =L D
& 9 TR 2 S ACHEER A O UGTIAL X 2 5 EIIAH
Th b, MOEHOFHVFLH (FlziE, =77ELry, FEIE
YVTrTF, svaanFafL b, kb YVa -y X J—=}
ROEFZ7) 57 Y) & AAOHEHRE LTI EHNTE 5,

WD FNF 7NN UGTIAL FHEXTH S 2 EBHM STV S 3K
#Hl BIZE 7EZFFEN) LI, TUT 7T N
JEERBMESELMREYRD 5. LeLAAS, MNoREIREL 2
<V Foy TNSBER & o HFREE, KRR TRIFZERFEE
RL72ZENS,. FVF 7 I ELVORERREOLEZ R (£2),

(5)2 filisiz)E A 4 > & &Ll & O L7za, L — MEBIC X 2455
DWIMENH 238 Z B W et D 2o AHI M % 6 W[ LA o KR
=72 v A KRBT VI = AEHRIBA ORI &Y AH O
CminA™# L KT L7z

6) RANDEFREIZ L D EHV pH ICBW T AT 5720, W pH 2 LA &
B ENHMENTVLIEA BIZIE, FATT V=) EXRAED
BERNC X 0 Al e EE DS B35 2 W eSS 5. BENCHMRK
B 2B BUT 578 b VR THER L He 70 v 5 — L RH O
PEREGHICIE, EPER oS 7 7V — T L A0 ReTa 7 7 4
VRO LNy TNEDOF—=F 12RO E, 7a b Ry FHEH X
FHe 70y A —1d, HEAESTAF AT 2 TEL, P

(7) =R B ERERR A ER
DA DY BRE AT T I VT 7T E LD
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MHEFEHRBICBNT, FVTF 7S ENVERFHLEAEOTF=
VIANGTVF—=NVE I NIV TFA I yOAUCIE. VT T T
EVIEBEHIED Z N2 98% e N 114% TH - 720 T2, AEHRG-3E
WHIHEAEHREBICB VT, SVF Y IENVERMLZSAaDT /&
Lo AUC KOS b5 713, 7/ & E VAP 50 90% O
87% Th o720 MOIWHHAEHAIIZB VT, INVTTFIENVE
PEHLZESEDI 540 AUCIKK. 34V 2 Mk 51 92%
Tho72e HENHRBRICB VT, FI7YV VOEMHEZ, SV 7
TSN T T 7L Y Y BHEBECHETH - 77
2) T NT 7T NV OIEYEHEIC S 3 fH o0
EWHEEHRBRICBWT, 77HFEL, =77EL Y07
FFENIO 5 RE W tipranavir ) b EIV 12 OSREE AV
U AEATIEEANE, VT 7T EL DS EIRE I IR ERO H
DI BATE o 720 W1 EMRBRRFEACTHLY 7 7

2.4 HIV /A EREREE £ M RIC U -5 1 1BER R A ER (BENCHMRK 1 K& U 2)

BENCHMRK 1 K. O°2 1%, 3 7 5 ZADOHUHIV 3 B8R i 55 3% KL E 5]
(NRTD . FERZEE RS iR G REHZ B ER (NNRTD. 70 7 7 — ¥ [L5E#l
(PD] &% 4% T1HPLEICHPEAFEN Sz, 16 %Dl Lo HIV K% %
WG, R SRR RO & el U CARH] 400mg 1 H 2 [ 5 & s
IR DR L 7235 A 0% 4 PE B 0N HIV 360 2 57 L 720 SR AL T,
7u 77 —EHEANITT 2 AW EOREE (1 HF 2/ L) KO
T FEERE: T O enfuvirtide EH OF BT X - TRBML L 720 i SLaER
& MEVEZALRET IS, SERIEMAY GEE T IUAT - RBTUMAT) S OV
HIV B IS 3D W CHREBTTHTIE MiAS R R L 720

AHI400mg 1 H 2 BES5HE 75 B RBEICB T 5 BETRE L3 ITRT,

#3 BENCHMRK 1 K.OF2 HBENR

VYV AT TTELD T TBEDI T & b 75 L7, Ti;l;xolg]nlg 75 ER+
YARHAEH O % £ 2 1SERT %0 BENCHMRK 1 RO 2 DUET =% | oo ey I HE R
LT N = 257
£2 INF TN ORI FIET WA O (N = 462)
ST TN ORI ST A — 1L 3 n (%)
i | TWVTS ) )
L e | 2 BRI SE B Wik 405 (87.7) 210 (88.6)
(LS BhE ?Fg)}/gg) (90% 2 HEIX 1) 5 3272 L = 1.00 e 57 (12.3) 27 (11.4)
(X~ HL
n Cmax AUC Cmin MFEn (%)
KEEALT V| 160mg/ | 400mg | 25 0.56 0.51 0.37 EIA 301 (65.2) 173 (73.0)
3—:'7A/7k 16(I)mg[ﬁ] 1 H 2 [E] (0 42,0. 73) (0.40, 0. 65) (0 29,0. 48) i}\ 65 (14_ 1) 26 (11_ 0)
WAt~ 27 A | W) TIT R 16 (3.5 6 (2.5)
SIh 1600mg/ 23 0.49 0.49 0.44 v A=y 53 (11.5) 19 (8.0)
1600mg2h (0.33,0.71) | (0.35,0.67) | (0.34,0.55) Z ol 27 (5.8) 13 (5.5)
1600mg, 23 0.78 0.70 0.43 TR N N
1600mg2h (0.53,1.13) | (0.50,0.96) | (0.34,0.55) R L KA 45.0 (16~74) | 45.0 17 ~70)
PRI CD4 ) ¥ 785k ¥K
1600mg 16 0.90 0.87 0.50 L R/, A ) 119 (1~792) | 123 (0~ 759)
1600mg6h (0.58,1.40) | (0.64,1.18) | (0.39,0.65) cells” mm?
B < 50cells“mm3, n (%) 146 (31.6) 78 (32.9)
1600mg 16 0.90 0.89 0.51 50< ~= 200cells/mm3, n (%) 173 (37.4) 85 (35.9)
160mg6h (0.58,1.41) | (0.64,1.22) | (0.40,0.64) I HIV RNA &
TS
: - Ml (/M. R 4.8 (2.3~5.9 [4.7 (2.3~5.9
TH¥FEL | 400mg | 100mg | 10 1.53 1.72 1.95 logio copies” mL
1TH 1M | Hps (1.11,2.12) | (1.47,2.02) | (1.30,2.92) >100, 000copies” mL. n (%) 165 (35.7) 78 (32.9)
THHFEN | 300mg | 400mg | 10 1.24 1.41 1.77 AIDS EEZ W n (%)
THIE| 1H2HH 0.87,1.77) | (1.12,1.78) | (1.39,2.25)
DIS A 100mg Y 427 (92.4) 215 (90.7)
1H 10 PUHIV SEOMEE, el (55 1 U5, 45 3 DUsrai)
BeWg H V3| 3000mg | 400mg | 24 0.48 0.45 0.68 - -
2N WIS | TH 20| | (0.36,0.63) | (0.35,0.57) | (0.53,0.87) B HIV €O B2 10.1 7.3~12.1) | 10.2 (7.9~12.4)
AP HIV SEORREL 12.0 (9~15) 12.0 (9~14)
I77¥LyY | 600mg | 400mg | 9 0.64 0.64 0.79
1H 1| s (0.41,0.98) | (0.52,0.80) | (0.49,1.28) 967 A L AOTRIES n (%)
+A757—| 20mg | 400mg | 14 4.15 3121 1.46 BRIIE C BTz L 385 (83.3) 200 (84.4)
v 1TH 1M | B (2.82,6.10) | (2.13,4.56) | (1.10,1.93) B BT 4 D &G D A 36 (7.8) 7 (3.0)
; C BT 460 J& G D H 37 (8.0) 28 (11.8)
Y77 €3 | 600mg | 400mg | 9 0.62 0.60 0.39 ST 78 0 Ik 7y T A R
1H 10 | HEs (0.37,1.04) | (0.39,0.91) | (0.30,0.51) BALD CRIT 40 M £ 0.9 2 0.8
[ 0
Y77 €Yy | 600mg | 800mg | 14 | 1.62°% 1278 0.47 § BHin (%)
THIE| 1020 (1.12,2.33) | (0.94,1.71) | (0.36,0.61) BEEIEREROC enfuvirtide & 175 (37.9) 89 (37.6)
101 77— B EHN T . .
ey 100mg | 400mg | 10 076 o8t 0.9 2%V Eo7 a7 7 —ERLERN 447 (96.8) 226 (95.4)
1H 2 | Hmlds (0.55,1.04) | (0.70,1.01) | (0.70,1.40) TBRUF9E 7 A )V A KM BUR Btk O CRIUF 987 4 v A ek
FIFRE N 300mg | 400mg | 9 1.64 1.49 1.03
THIE| 1020 (1.16,2.32) | (1.15,1.94) | (0.73,1.45) A 400mg 1 H 2 B 5HERT 7 L RBHCBT 5 R=2 7 4 YOl
tipranavir | 500mg | 400mg | 15 |  0.82 0.76 0.45 % ERBEOTRREATOLBRER 4 1SR
) TH2ME | 1020 (0.46,1.46) | (0.49,1.19) | (0.31,0.66) %4 BENCHMRK 1| B 0F2 Je ik ooty A7
UMFEV 200mg
1H2Mm T?gﬁmg S5t
"n=10 BENCHMRK 1 RO 2 DT =% | o sy St AR
fn=14 ﬁﬁfﬁi& (N = 237)
§400mg 1 H 2 M50 & ik _
(k) AH KR S 72k - I 400mg & 1 H 2T 5. REEPRET IS E 2R AH HIV ROR
i (/ML de K AH) 4.0 (1~7) 4.0 2~7)

(ERPRR#E]
(HAEAIC & T B RS

1. BRPRFHER D ERA

RAN DR OFEGEEL, HUHIV GFFEROH 2 N HIV BB H x5 e L
7o 20O MEER L, EEWR, 7T e RN R (BENCHMRK 1 & O
BENCHMRK 2) (285 96l 7 — & O S, I OICHLHIV HHFR
RERORN HIV KB E 25 e Lz, EA b, THEER, F2IHR
B% (STARTMRK) @ 240 JHIH7— & OFFHEFIZ L DIREN TV S,

KBRS B W CORZEE R L

EROK!

AR o a7 7 — Bl

10k

165 (35.7)
278 (60.2)

96 (40.5)
137 (57.8)




HIV RNA fit <50copies.” mL % )& L 72 B# OEE OHER (95% 15 #H X )
BRSSP Z a7 (P L -
S (PSS) 2B LR (GRoe 1B = SO ; NC=Fik).
0 67 (14.5) 43 (18.1)
1 144 (31.2) 71 (30.0) 2 @
2 142 (30.7) 66 (27.8) SE w0
3k 85 (18.4) 48 (20.3) s o
A FREEER 2T (GSS) * i oo
o 2 :
0 116 (25.1) 65 (27.4) e " é@é'"§""§""§"'§' """ LA S S
1 177 (38.3) 95 (40.1) 2" 26%
2 111 (24.0) 49 (20.7) 0 $rr—r—r N
3¢U\J: 51 (11.0> 23 <97) 0 8 16 24 32 40 E;F: (ﬂ)GO 72 84 96
POV F EARIERE R E T, REERERECE IRV EL TS o BEEH
iié;ﬁ’g’ii”ﬁt Lf(;jsz;%t; Ay (S L. S ST URTREERun s s 2ok oy ey sy sy e s sy sy
a Y a N8 - o . . e e
5 I L1 {3 A O Lt T Bzt ) “;ffgﬂf 53553{%5% R&é Eﬁ’? e R RS
et E & O SIS =Fik
%Tuﬁﬁ%ﬁm& Aimfxurmv ;wmw L7z B
3 e B i BERERE SN SR B (00855 % %6 T
BEAD1OLLTHY Y b L7z, #6 BENCHMRK 1 2082 FBUM AT RIEZYEZ 3 7 B0 IR R,
# (96 I T)
BENCHMRK 1 O 2 ifBRICBWC, EEAIE S, ARHF 400mg 1 H 2 [ BENCHMRK . N
(RAIOAESL ) LA TRIED$ 5 & 21 7o 4 699 B 48 J UF 96 Vhooofis | A 400mg 1 H 21+ 7R+
W % 25 1R oy BRI (N=462) | REIEEEE (N = 237)
#5 BENCHMRK 1 FO¥2 $e5-8R0fizk (48 K U8 96 JHE) HIVRNAS | HIVRNA & HIVRNA% | HIVRNAS
48 06 JI; N §400copies <50copies n <400copies §50copies
/mLOBE | /mLoBEE /mLOEF | /mLoEE
BENCHMRK 1% 020 ﬁl golgmg . ﬁl 30[%mg 75+ HE (%) | HE (%) e (%) | HE (%)
ol s . + | e .
Uit 7= e el P T i EIMRENEA ST (PSS) *
(N 20462) (%) (N 20462> An (%) 0 63 51 48 43 5 5
n(%) n(%) 1 131 69 65 68 2 24
HIV RNA 3 <400copies | 332 (72.3) | 88 (37.1) 283 (61.5) | 67 (28.3) 2 134 74 69 60 37 35
mLo B 30k 74 62 54 40 53 43
}}IVLIE)NEQE <50copies | 285 (62.1) | 78 (32.9) (262 (57.0) | 62 (26.2) s
m A
HIV RNA#>1Logiocopies | 348 (75.8) | 94 (39.7) (294 (63.9)| 69 (29.1) 0 111 46 41 64 5 5
/mLOME T (drop) ¥ 1 160 76 72 89 31 28
IFHIV RN A jit <400copies 2 102 75 70 41 61 61
' mL o B 30 45 62 53 21 43 33
HIv RE\IA %0,)(\; A Z 171 0.78 -1.51 0.60 " Observed Failure i CRIRAS 123012 & % bk il = Jfsl)
f Do PRI CEBBBEE A7 (PSS) KOEIETHMEEHER DT (GSS) 14, B%
(Log copics | mL)* 75 5B L 72 A b R B R BLI S G T A 12 5 Tk
DY SRHOA 2| 1094 e 1 48 SRR LA RSB S fr % 105 RELIH HIV 36 0REE L7z,
AR £t Enfuvirtide $) I ## 8% C 1k, BBIERENED: IS & 3 1% enfuvirtide %
w lcels - mmy s PSS RS GSS 1BV TR BHEA DO 1oL LTAhY ¥ b Lz [k
ANA T D10 2;2'6)” s <<35(f 45)) =0 2323 s gf-ﬁ VFE LRI T, R E D YL LR AR
- - : : : : LHEKID1DOELTHY S 720
T k5 93 (20.1) | 62 (26.2) |138 (29.9) | 76 (32.1) pIApLoE LTy 2 b L
L # 10 (2.2) | 6 (2.5 | 13 (2.8) | 6 (2.5)
N 17 (3.7) | 11 (4.6) | 18 (3.9) | 11 (4.6) 8.4 HIV iABARREREE £ WRIC L B IMBERAE (STARTMRK)
HETg (R R 10 (2.2) 7 (3.0) 16 (3.5 | 10 (4.2) STARTMRK %, HIV RNA & >5,000copies” mL O if# A#kEx HIV &3
W2k ppkE BHFeNRI, =778y (EFV) +xa b)Yy yEy (FTC) + 7
HERS WHRRA | 1 0.2 0 (0.0) 1 (0.2 0 (0.0) /AREN (TDF) 123 2454 400mg 1 H 2 [l + FTC+ TDF Q% 4xfk
Lok RO HIV 368 % 3005 2 BT . MIEBMLICH 720 TR, R 2 1) —
MOBHICE ZHIEFS | 11 (2.4) | 4 (1.7) | 38 (8.2) | 19 (8.0) ;5}; f(’){HIV RN;§ E;;?&()O?Di%é r;lJLﬁ J’%Jti% >5§é?107(zcopies/ mL)
M98 A )V 2 O EBUEGLRIUS X o TREBIEIF % F20E L 72
. Kfﬂ“gﬁgmjﬁiﬁ?g : ;i*{g;ﬁ“ﬂﬁfﬁz 1113 jffi”g;;@) ic A 100mg | 1 2 B BE £ ERY B BB B BB R E T 1R
DN N 575 = 2o 7272 L. BaE L 72 EFliRE 2 oD 7 —
TR TH->TH, ZOHiIEO KL H HIV RNA =25 <400copies” %7 STARTMRK ¥
mL. 31& HIV RNA 7% <50copies” mL O¥s&id. M4 KMAHE % AT 2 —
54k L 72 HIVRNA # (Logio copies/ ' mL) DNX—2 54 ¥ b 0% A 400mg | TT7EL YV
LR IL TN CDA ) ¥ SEBDN— 2 5 4 ¥ 5 OZEALRIZO VT, Z)58 LH 2Rk 600mg FLELI
RA3 D721 E D T SNzt AT L2 BB T, "= 4 ¥ (N=281) (N = 282)
i % 3¥AlifiE & LT Observed Failure #% ) L 72 (Observed Failure Pl 0 (%)
DR & B ikl = ) o
Ty 4OV 2229 0 45 16 38 £ T2 HIV RNA %% >1. 0 logio copies” mL B 227 (80.8) 231 (81.9)
DICT % LZed o 2%, Xid HIV RNA 2% <400copies ~mL (23 L% ik 54 (19.2) 51 (18.1)
Mol BEHEE )V VARV —LEFR L, T4 NVARON LA Mo (%)
i 1EBLL RO BT 2 BT 5 72 05EIC BT, (a) HIVRNA ?
WA o 72 A <400copies,” mL {ZF# . >400copies/ mL |2 A L 728 AA 116 (41.3) 123 (43.6)
FE (b) HIV RNA #2505 72 AFI5E L2 L~V & ) >1.0 logio HA 33 (11.7) 23 (8.2)
copies/ mL DTN %E L7z L gk L7z, TIVT R 36 (12.8) 32 (11.3)
48 JE @ff*%z;tuz&usﬂﬂ*@r ¥ &t 96 HFFOKE R, 960 FE T A=y 7R 60 (21.4) 67 (23.8)
DF—F kG 7 A A JEAE R 1 (0.4) 1 (0.4)
§ B BRASHE, ﬂﬂ@?ﬁfllﬁ]\ MRSEAR K, (RERFEE T A & O, Z oA bl 18 35 (12.5) 36 (12.8)
DM % E
N= %Tﬁ%ﬁ@%%ﬁl




Wi n (%)

Ty (B2
el OR/ME, KA

218.9 (124.2)
212.0 (1~ 620)

SFYT AR 99 (35.2) 97 (34.4)

7T 34 (12.1) 29 (10.3)

7 A0 7 82 (29.2) 90 (31.9)

EU/ 4=+ 57T 66 (23.5) 66 (23.4)
i (%)

18~64, n (%) 279 (99.3) 278 (98.6)

=65, n (%) 2 (0.7) 4 (1.4)

Ty (BEEAR ) 37.6 (9.0) 36.9 (10.0)

ALl (oMt R AE) 37.0 (19 ~67) |36.0 (19~ 71)
CD4 V) ¥ 75k (cells,” mm3)

Nt 281 281

217.4 (133.6)
204.0 (4~ 807)

1A% HIV RNA #  (logio copies” mL)

Nt 281 282

Ty (BRER ) 5.0 (0.6) 5.0 (0.6)

Ll (Vs ek AE) 5.1 (2.6 ~5.9 |50 (3.6 ~5.9)
IAEH HIV RNA # (copies/mL)

Nt 281 282

MY 103, 205 106, 215

AL (oMt KA 114,000 (400 ~ | 104,000 (4,410

750, 000) ~ 750, 000)

AIDS fife €W n (%)

HhY 52 (18.5) 59 (20.9)
JEB n (%)

A7) —= 7 HIV RNA & 75 (26.7) 80 (28.4)

<50, 000copies” mL

BRI iE C BT Se bt * 18 (6.4) 16 (5.7)
HIVH7 %4 7 n (%)

75478 219 (77.9) 230 (81.6)

+7 % 47 BUSS 59 (21.0) 47 (16.7)

| 3 (1.1 5 (1.8)
N—2AF 4 V4T HIV RNA &' n (%)

<50, 000copies” mL 79 (28.1) 84 (29.8)

>50, 000copies” mL 202 (71.9) 198 (70.2)

<100, 000copies” mL 127 (45.2) 139 (49.3)

>100, 000copies ” mL 154 (54.8) 143 (50.7)
N=Z2F74 D CD4") ¥ 3%k Hn (%)

<50cells,” mm? 27 (9.6) 31 (11.0)

>50cells” mm37%>2=200cells,” mm3 104 (37.0) 105 (37.2)

>200cells /' mm? 150 (53.4) 145 (51.4)

N 0 (0.0) 1 (0.4)

TIERS AN 2 B SRR L 720

A1(1). AE(29).
G(2) B U #ifx (3)
fEN

AG(12).

N = £H5HO BB
n (%) = &Ko EHOBHEL (%)

C(37).

D(2).

s BRUFR Y A )V A RIPUROMM, #5 L {1k, CRFFRY AV ATIERY
A7 —VHgaN (PCR) SERiEICBIT % HCV RNA M

SH7 54 TBUSL (BER) - 784 7AW, ACD. A/G (2,

BF(6).

F(2). F1().

AHRPLT 7L o ViE, TAMN) YT EY +7 7 REVEGPES L7z,

STARTMRK (28] % 48 K U8 240 B#IF DRz, 7 A IV R Z R3] e OV

IR OIEHTHIRI BT 2 BERZE N OF 95 % R M 2 & 8 IR ¥

#8 STARTMRK $#G-HER Ok (48 S UF 240 k) *

48 Ak 240 kg
STARTMRK  |A# 400mg| 277¢Ly % KA 400mg| T77EVY) #
(i fraker) | TH2B (600mg fEERF| (AHl-x77 | 1H2M |60mg RS | (RAI-177
(N=281) | (N=282) (A% (N=281) | (N=282) Yroy)
n (%) | nG) | (GEXED| 0 | n%) | (EEXE)
HIV RNA# 241 230 4.2% 198 171 9.5%
<50copies/mL | (86.1) | (81.9) (-1.9, | (71.0) | (61.3) (1.7,
¥5ea 10.3) 17.3)
HIV RNA# 252 241 4.1% 206 181 8.8%
<400copies/mL | (90.0) | (85.8) (-1.3, (73.8) | (64.9) (1.2,
2¥5ea 9.7) 16.4)

CD4 Y »/88k% | 189.1 | 163.3 25.8 | 373.7 | 311.6 62.1
DXR—AF A (4.4, (21.9,
YR ] 47.2) 102.2)
ZALHE
(cells,”mm3) '
A IVAEIE | 27 39 55 59
W (FegiE) * 9.6) | (13.8) (19.6) | (20.9)

J v L AE| 10 24 10 24

vy — (3.6) | (8.5 (3.6) | (8.5

L4 17 15 45 35

6.00 | (5.3 (16.0) | (12.4)
b A 2 0 5 5
0.7) | (0.0) (1.8) | (1.8)

HERS (R 8 17 14 25
JEIR) 12k BH| (2.8) | (6.0) (5.0) | (8.9
1k
HEHRES @K o0 1 0 3
Medsfl) 12k 5| 0.0) | (0.4) 0.00 | (1.1
ik
s o> # 1 & 12 15 51 60
Zls (4.3) | (6.3 (18.1) | (21.3)

* 48 JAREIZ B 2 A% (HIV RNAR <50copies” mLDEHEHIA) D%
[(RAEGH) — (27 7Ly oG] @ 95%EEXHO T TR
—12%% ERIAMEIZIET 7 7 €L VBT A AHIBEDIEL AR &
hiztsimftirons,

PRMME DR N - ZFH R~ TRl 2479 HH (BEEG ORI 12
DWTUE, RETH = J bl & Uize 72721, Bl L723FililE i o0 7 —
FHRRUWTH->TH, TOHHOFREEL H HIV RNA 2% <400copies
mL. X% HIV RNA 7% <50copies” mL O¥A 1%, 454K Ml % M7 20
S L7z CDA Y Y SEREONR—=ZF 4 ¥ 6 OB bEIZOWTIL,
BEARTHO720ZEH ) T SRz Il L BETIE, N—2 5
4 ¥ Oftiz FlifE & LTS Observed Failure #:% $fH L7z (Observed
Failure ¥ © R 50123 % ksl = Jesl) o

o4OV AR () HERERS o RYh IR T, ko HV
RNA # >50copies/mL . (b) 24 R HIV RNA # >50copies/ mL, X
1 HIV RNA 5% 5 72 A <50copies” mL IZF]5E#%. >50copies ~ mL |2
W EA LB (1AM EoBFT 2 BN - 2@ IC B W)
BIUVVARY Y —EEHR LT,

SIBMRAEE, MR OME, IRIEA L, HBREGEEED S O, £ ofl
DOMH % EF.

FCARBROTT 7Ly VIE, TAMN) VI E Y+ T RENEES LT,

n (%) =&MW EROBEK

I HIV RNA & <50copies ” mL % 31 L 72 B8 E & OHER % B 5 RN X
20T o AHEG R EFVEGH L ) BN 4 v 22180 (HIV RNA
i <50copies /mL) ZEW L7 (W58 & &, FTC+TDF % §f H). 240
BRI, ARHK) 400mg 1 H 2 M 58O 71% 5 KO EFV #O 61%%s HIV
RNA & <50copies/ mL (23 L7z (Rsg 76 = Bl ; NC=Fi%).

100

G
4
Eﬁ 80
e
g% 60 ] ¢
S® ;
AN !
S 40 <0.001 (¥t
Igﬁ § p )
5;*5 20 P
H]
O e e e e A
0 1224 48 72 96 120 144 168 192 216 240
B GE)
mEH

@ KEKSH
O I77EL>YRER

281278279 280 281 281 277 280 281 281 277 279
282282282 281 282 282 281 281 282 282 282 279

M2 STARTMRK HIV RNA fit <50copies”mL % £ L 7=/B# O & O
B (95% B WX I) (NC=F#&)

PUHIV H AR BB S %2 3 R L 2B P HIV EIC X 2 B 2179
STARTMRK BTk, MTOHERNTROFHERTFOR=ZTF 4 Al
Phb 5§, AKHl +FTC+TDF %513 EFV+FTC+TDF O#% 512 ik L
T —H LU THRBi 2 7 A v AR L O RIEF R R 2 R LIz, - R—
A 54 VI HIV RNA &, R—2 54 > O CD4 V) ¥ /88k¥, BHEER
CEdG, PER, M, ARz &d) o A VA% B CRIF%L) @
BHBRREOWREROCHIVY 7547 (3754 TBUSNES TS 4 TB Y
V—T & % LK)

AFNOFFFEIRFNETRTOHIV YT 74 TIZBW TR SN, 754
TBROY T AT BUNOBEZETIEZENZEN89.6% (155 7 173 Bl) K
N 87.0% (40 7 46 f81) %S, 240 #IKEIZ HIV RNA #: <50copies.” mL |2 3%
L7 (Observed Failure ) o

240 M OEHE A @ LT, AR OMERE KT 2 3RmTH), &
JLAFa—)b, HDLa2 LV A5Fua—), LDLa2L A5Fa—), ~Y 7
V) FROJEHDL 2L A7 a— Vidb eIl 7z, EFV 58T
3, WL A5a—), HDL2 LV A5a—), LDLa L A5Fua—J, b



VYL FEUCHEHDL AL AT —LDONR—Z T4 ¥ 5 OFREAL
HIIARHPE 58 L i LT EFV & 58 CHZICKE o 720

[FExhEEIE])
1. fEBR#RF
HIV A4 77 5—+¥F, HIVEETIZT— FE Rz AV AR08 74
WETHY., IVFFIENME, HIV A ¥ 775 —Eofir% M4
%o HIVA V575 —¥OREICL Y, HIV RO WT, HIV 7/
A DFEEMNL T 7 ANO ARG IIFEASNIHAAR D E S5, M
FNLDo72HIV Y 2d AT A VAR TR LTS 2 &7
TERWVZZD, TANVADEGGEADHIE SN D, BB, FNVTF I
X, DNARYXF—F¥a. B. yZBLLIMRAKRINV T VAT 2T
—BiZx L, BERHEEHEZ RS Rd ol
LT A )V Z{EH (in vitro)
v b T Y YSERRANIRIC, Z oM@ L7z HIV-1 2588k H9 T B % &
PeX g7 RBRICB VT, AV ABIHICHT A SV T 75 ELD 95%
FHEEE (ICes) 1331 % 20nM T - 72 (HEWLE YN & DI o F 72,
<4 Yz EELE PRSI, 5% T84 7B u&w%
D53 bR Wi B % LR S Y7 0 7 7 — B MR vk % A
K& 72 HIV-1 9ACERR 73 Bibk 2 e S € 723 B R IS BT, v A4 wzi%ﬁﬁ
T2 IIVF 7 IO ICksfIX, 6 ~50nM Tdh o720 F72, single-
cycle infection assay I2BW T, FNVF 7 FENISHOY T 5 147 B LS
T O°5 FEO AR 2 T 7 & 23 Fliod HIV Bk O & % 5 ~ 12nM @ ICso fili
THELZ. E512. IVF 7 7 Eid, CEMx174 M1 33 C HIV-2
SEERR OB R A FLE L7 (ICes = 6nM) . HIV-1 Z8EHI B & & <&
2 b T U YSERRHIICH LTy SIVTF 25 UL & B R TR
R (YRTVY, FLYFEY, F2 VTV Y, TAHEL, FKRE
WV VIR T I TV, MRS GERAES (77 ¢
LYY, FESEYNEZFIENY V), Tar7—YHEA (£ T F
¥, ¥FFEN, Y FEL, TYFLFEL, BEFEL, 2NV T 4
FENIET FHFF ) LIFREBLER] (enfuvirtide) & Z2HFH LAz &
Z A MINAHT U AR 2250 HIV M7 Sz,
. S
In vitro EXEFTNVT 75 ENFLGBETHRLNTZ, IVT 75 ENV
PARTHIVAA Y775 —EnERIE, #LT, 43FHOFB Y~
YY) ¥ 274 (O A2AFY Yy (H) XiE7rv¥=r R ~Oi
e, M8FHO I/ VY I (Q DxFV Y H)., V¥>y K) X7
VEZY (R) ~OE#, HHVIEI5FHOT ZA85F Y (N) O XF
TV (H OB, 51210 EOZER (L741°M, E92Q. E138A /K.
QMM/quvmui)#mbé§®f%oto
- RER (QI48H KR, H 5\ IE NI55H) & &&Mlifz 7 4 v
AT, invitro \2BWT, FNVT 7T ENVEZEOKT K OHERE O
TTFAASNIz, TR BERTIE, FVTF I EVEZEOS SR
LT L. HREDOMRE Y A VAERP L ZIZABNZ,

(BRI ISR 2 b0 R ]

—f% I VT I ENA Y T A (raltegravir potassium)

1% : Monopotassium 4-[ (4-fluorobenzyl) carbamoyl]-1-methyl-2-(1-
methyl-1- {[ (5-methyl-1, 3, 4-oxadiazol-2-yl) carbonyl] amino} ethyl) -6-
0x0-1, 6-dihydropyrimidin-5-olate

53 F3 T CaoHxFKNeOs

S 482.51

PE R AR ~TTRE RO K, KIZRRETR T A7 = VITETIC
S 15/—»1 TR Y VICEDTHEITIZ L, 271
N =TI E A LT R,

T%i%it HsC_ CHs

M%)Ywﬁ“g

ZEHESEY

D ARHF ORI Y725 Tid, BEICH L TARANCE L THEA 5580 -
REVDTF =5 %5 & ENWEFTH L L2 +5HL, 1~
TA—hAFarers 252559, EMICEGFETLI L,

(2) HEFMT B v THAE T M b ST b O FRR BRI D W Tid, BT
R DN RERCHE ] ORI R R R 5 2 &

) FHHAWMAHET 32 FTol, KR & L CTENO RS % x5
Ll BRAEZ E L. AFAOMTEEBICHT 2HHR (BEY
SO - et (BHIBEHEE O AR - RatE E D) LUEEY
MEAEHOF— &%) ZIUEL TEMmicimEss L L i, Mo
FhER A AR AR IS RE R TR e LTRINT 5 2 &,

(2 %]

7 A+t b L A®EE 400mg © K 60 §iE

N

w

(€378

DIEA S8 - EEERIEH BB IS ~ = 2 7V &RV fBOE i 1
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