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RAE . BEK TR
P 755 9 B EE . OO R
giﬁ%é% %ﬁ\%ﬁ%ﬁ\ﬁﬁ
Lz A ER g B AR BB AT
PR N 8 LA
FLERE
SYHEERD [9E57 (8.6%). MH|JH, B, &, K
HERITRERE | 4E (5.5%) RPN
I IMER Bk A, i
HRH D ki
Euﬁﬁeitﬁ?'ﬁ? ﬁ;ﬁ(]&/}\ U //\ﬂ‘(

B A wor ha
KT T AT VK HIE
£

13. BEKRS
13.1 &

FANTBEATIZ L) Bk Sz,

15. ZOMDOFE
15.2 FEEEEREAERICE D < 153k
15.2.1 BWER (5 v ) TlE. &R, Mk E R,

JFEL O B OTHUIRIR S SR AR S e T IEALER

A YRTIAF VRHOERE & DI, FRINER ST
A= F DO EPRIBHA S 722 20,

15.2.2 41423205260 (& b D3RR ICH L) T, %
FT v M NVF Y %E20me/ kg H1,000mg/kg® Hl &
TG L7 R, Rl 5z, (2.4, 9.7.151]

15.2.3 Y7 AR T v M EHWR AR, 1
T V2 B AR 1 7 IR R B e O IR o0 S8 B =R o 1
L HEZ M ICHIRBR IS RIS ATR D & 722 2

15.2.4 #&EHFMEREE (o vitro RO in vivo) I2BWTH
VF TN TH - 7220 =32,

16. FEMEYRE
16.1 MmARRE

%16.1.1 7' ¥ X 2§2300mg?®

BERERCALZ, ) M Ev100mg % 1 H 2[5 H [ SRR 14 5-H1 3
HHIZ#)VF Er300mgfedde & fL IS g G- Lz e &, i
Herp ZOVF COVIREEZ2 O] (P oufiE) #2102 Comex (5.96ug/mL)
WL, RL8REH o i L7z (31, 1) ¥,

S

1) b FEIV100mgE REZORSHICHILFEIL600mgE BH#IC

BEROKRE L EEOMEFFIVFEINOEDEIRE/NT X —4

SEWBIE ST X — ¥ FVFE N/ ko EIL600/100mg
Cumax (g/mL) 5.96%0.883
twax (h) 2.0 (0.5-3.0)
AUC» (pg - h/mL) 102+46.3
t2 (h) 17.8+10.3
tmax ¢ A (B Tl + B RS (N=8)
8
7
2
o 6
!
W 5
L4
=2
o 4
.'\
=2 3
=
g* 2
=
]
]
0 12 36 48 60 72
B (h)
K1 U RFEIN00mgE REROIRSHICHIILFEIL600mgE BI4ICE

EHEOR5 Uiz E2OMIEF LIV FENVRERTE (THEHRERZS)
i) 7 YA §E00mg EITEH Ik

%16.1.2 71U ¥ 2 2§£300mg® /600mg

BERHEALZ. U b Er100me % 1 H 2005 H i SERE % 5-h o3
HHEIZ, V) Ere00mgfil it Xi3300mgHi 25t & 228 R 3 I1d £
FRACHARE RS L2 & X o 5L F ©OV s e - R ER2 %
212, FWBEHEI NS X — F #EATRTH, FHEANT— %)

8
7 —O— 300mg % 2 f& (ZRERF)
_ —e— 300mg & 2 & (&)
g 6 —A—  600mg & 168 (Z2RERE)
g —A— 600mg & 188 (&%)
w ®
o
2
5 4
N
I 3
&
g 2
1
0 T
0 4 12 16 20 24
BfE (h)
E2 Y hFEI00mgZE1H2ESBEREROREFRICHILSE

JV600me i 152 X 13300mgfE2di & ZEERF R IS RRICHAREORE
L EZ2DFNFENOMFFRERE (FHELFERE)

2

1) b FEIN00mg%E RIEZEOHRSHICHILFEIL600mgE

BEFZOHKRS L EZ2OMBEFIINFELNOEYBENS A -5

SEmERE FLF /Y b EIL600/100mg
T A=Y 300mg#i x 24 600mgdi x 15
NGRS
N 47 47
tmax (h) 2.0 (1.0-5.0) 2.0 (1.0-5.0)
Crnax (ug/mL) 4.13+0.81 4.21+1.18
AUC= (ug - h/mL) 93.7+34.2 92.4%40.3 (N=46)
tvz (h) 19.1+7.26 19.0+11.1 (N=46)
jicPacn
N 47 46
tmas (h) 4.0 (1.0-5.0) 4.0 (1.0-6.0)
Cmas (ug/mL) 6.02%1.60 5.80%1.08
AUC» (ug - h/mL) 117+53.6 111+40.4
ti2 (h) 15.8+5.28 15.9+6.84
tmax © FRYLAE (HIPR) S = R



HIVEZIZAFH/ Y b F ¥ Iv600/100mg% L4121 H 200 SAERE 1%
5 L7288 (C202% UFC2138R) fF& 0 5V F ¥ )L o FEE RIS
WBIREMANTIC X B BIRE/ ST X — & OHEE 2 K3, EHIR
FBEIZBITAZ VT UL RO b F UL OFIg MAE i i % 312
KT, FHEAT— %)

R3 FIFEILOEMPFHRENT X —ZOHEEE

AH/1) K FEIV600/100mg
LH2[E (N=119)

SEMBHE N T A — 5

AUCw (ug - h/mL)

P+ R 62.3£16.1
i (HiPH) 61.7 (33.9-106)
Co (ug/mL)
ST + R 3.58%1.15
il (fiFR) 3.54 (1.26-7.37)
10
—— JIFEIL (FHiE)
- 90%{EREX A
8 - U hFEJL (FHfE)

miEdiRE (ug/mb)

B (h)

X3 &HF/U FFEIV600/100mgE 1 H2BIREHRES L -EEDE
HREICB T B H4ILFEILRVY b FEILOMIFERREHRTS
) T YA Y §E300mgld B FEH Ik o
%16.1.3 77U T X2 F 1 — T §2400mg/800mg™

ERERC AL, ) N E100mg# 1 H 15 H i RAERE %5 F o3
HHEIZ, ¥V F Er800medil§i X 13400mgfe2de & 225 i &
TRAZHBIRECEG L7z & & oMidfEh 57V COV - R HER %
K412, SEWBIRE/N T A — & % RUTRT, JFEAT—5)

400mg § 2 £ (Z2REEE)
800mg & 1§t (Z2REEF)
400mg & 2 f8 (‘%)
800mg 4t 1 §& (B#)

——
——
——
——

migsh &)L+ EJVRE (ug/mL)

BfE (h)

X4 U MFEII100mgE1BIESAEREROKRSHICFILFE
JL800mgR18E X (3400mgdE2fe & FIERF X (A B % ICHEROR S
LiEEDANFEINOMBRREHR (FHELELERE)

£4 U FFEI100mgE REROKREHICFILFEILBI0mgE
BRZOH/RS L EEOMBRINFENOEPFEE/NT X —4
S AE FVF /1) b FEIL800/100mg
8T A=Y 400mgfix 25t | 800mghEx 15
22 S
N 81 78
tmax (h) 2.0 (1.0-23.9) 2.0 (1.0-5.0)
Conax (ug/mL) 4.87%1 .44 4.91%1.33
AUCe (ug-h/mL) 105+65.5 99.5%£49 .4
tiz (h) 16.1+8.38 17.0+17.2
BREG
N 43 44
tmax (h) 3.0 (1.0-6.0) 3.0 (1.0-5.0)
Cumax (ug/mL) 7.03+1.67 6.77+1.67
AUC» (ug - h/mL) 110£35.5 110=41.6
tiz (h) 13.5+4.77 14.0+4.62
tmax © HOJLAE (HEPH) FIgME = IR R

FIVF )L /1) b FE800/100me % A1 H 1a] AR T3 5 L
7-HIV e B 3% 33561 0 M4 1 47 )L - )L i FE A1 % B v 72 1) 45 3
WIBHEMANTIZ X B M BIRE/ N T A — ¥ OHEFEME FEIZ, EHRIRGE

2B 2 7+ O IgIMEE P RS & ISR 3, (FREIA
F—%)
x5 SILFEIDOEYENEENS X — 2 OWFERE (48ERE. C2115KER)

F I/ kI EIL800/100mg

KA 7 £~ 1H1 (N=335)

AUCz (ug - h/mL)

SR = (R 93.0+27.1

rref (fPH) 87.9 (45.0-219)
Co (ug/mL)

P = i (R 2.28+1.17

2.04 (0.368-7.24)

L (GiEH)

10

0

=
S~

oo

N

[

9
14

S
\

.|\

=
g —e— SLFENIY R EIL 800/100mg q.d. 4 BE
2y —— HLFELIY FFEL 800/100mg q.d. 24 B
L= (N=13)

—&— SLFEIIY FFEIL 800/100mg q.d. 48 BRs
(N=10)
0.1
0 4 8 12 16 20 24
B (h)

X5 #ILFEI/Y RFEILE00/100mgE BEICIBIERERS
L7 & ZDEEIREICS T 5 4 IVF E L OT M iR e #ig
) T YRS A —T5400mg/800mg (RIS OV V) 1dBiFE .
16.1.4 M=
AR MBS B REIRAT ORGSR, B EHETO SV F UL OBEFER L
PP L16.8% 2o 7245, T OFEEICEIRIE T 50,
HHEAT—%)
16.2 ORIR
16.2.1 $EHANA FTFANLZEY 71
B S, BHIE ) P FELE RGOS L& E0AHA
DHFTINA FT7 XA 58 T 1 1F, RFNHME 50 37% 20 &
820% 12 HEIN L 7220y (FHEIN 7 — %)
16.2.2 BEOHE
FIVF /1) B EIL400/100mex BH L LIRS Lz &0
JVF BN DCrax . WAUCuaseld . Z2JERFH G- & Ll L CTHI30%H N
L7ze B bNEDOEHE (BH 1) —13240~928Kcal) ZIEHLL
&, BREONEIZL DT IV F EDCuax e TAUCrst 12 713 A
SN 72®, BHEAT—%)
16.3 2%
FUFEelor EEARKEERIZN5% TH Y . EIZMHEalk
MHEEAE IR L2 (n vitroskBR. P& )
16.4 X
NI Zzay—2a%HWizn vitroiREE T, IV F EIVIZFEI
CYP3A4IZ L ) ERALAYICARE SN D T EAVRIEE N2 LT E
VO ERRBYEIEED ) . WAERHIVARICN § 2w
D KR DI0%LL T TH - 726
FEEE R A HCHERL L 7= 4V E L/ k- E1400/100mg & H. 1]
RO L7z e & MRS sE o s RE LRl TH 5
ZEHRENZO, WHEAT—%)
16.5 Bttt
BERERL A MCIERE L 72 4L F L/ b 5 ¥ Ir400/100mg % Hilal
RO G Lk &, 5 RREDRT9 5% A H A2, #913.9%A
JRACHEI S N 7ze F 700 REEOPEIERIL, FPAT41.2%.
FRPASIT 7% T d - 7220,
FVF E150mg % B CHIRNES Lz &Eoeh s 75~
Z1332.8L/hTH Y. U P FENMIOmgE A L7 sk
)7 T v AIE5.9L/hTH - 72 FHEANF—%)
16.6 HENEEEH T 2HHE
16.6.1 FFikpepEs
RO SEFEE SR (£86) CAHK /Y b FEL
600/100mg#% 1 H 210l )Lk 5- L 72 & E D ¥V F E L DY HE %
TR & IR L 72 & &, BEE R EEROONEho T2 BB,
WEEFREREENRE LAFHBRIZERL Twin?, [9.3.25
]
16.6.2 BipeES
PEEEEREE (CLerdS30~60mL/4%) %4 HHIV-1EYEE
(2061) 2B VT, BHEOIKTIZL Y L F L o3y EhRE
BEREEN LV AR SN, BEBES LB RES
AT HHIV-UEREEZ BT 23 BRIEEI N TR 0D, S
FENEFICFETRBFINL Z Eh s, BEEEZETIILVIYE
NOEHE7 )T Ty AIMET LAV EHfEE SIS,
FNVFENKEN) M ELVOMBEEAKSGRIIEW L6, I
TBHT R BB 12 X - THRE SN L W REMEIZ RV,



16.6.3 iTiF. ERADERE

R OHIVIEGE S 1161) 12, A&F/) -5 EIr600/100mg
Z1H2EHS L7zt X, # IV F NV OCumaxs AUC120 L U Cunintd
HERS (6128 ; 1161) & IiE L T2 2n28%. 24% [ 1U17%
WA U7z IR (1161) Tid. ¥ VT BV OCuax L FAUC12n
ZZIEN19% K O17% A Ly Coinld2% 5L 720

RPN OHIVE B H (166]1) 12, ¥ F /1) b FEL
800/100mg# 1 H 1A% 5- L7z & &, &V F B DCumaxs AUC2 %
UCminld. HER (6~1238 : 1661) & L TZn2h34%, 34
% M UN32% %A L IR (1461) Tk, #h2N31%. 35%
K U50% A L7, [9.5.22]

16.7 EMEEIER
16.7.1 HIERHIORE

v E¥IL/1 b FEI400/100mg (1H2ME) & 275 —
V20mg (1H1M) X5 =5 >»150mg (1H2[E]) ZH:H L7
LETATIV=NVROT=F I IE TNV F ENDCra L
AUCLICEE R KT E o772 FHEANTFT—%)

17. EREREIE

17.1 AZERVRLMICET 5558

17.1.1 B E MRS (C21458% (TITANEER))

WHIVEOEFRERH YO EF YL - Y F+HEL (LPV/r) 12
& B BB T WHIVIE S B E 5050 2 MR E L25 VI e
600mg & ) b EL100meg? 1 H2EF%5- (DRV/r 600/100mg
BID) & ¥FEN - Y bFEI400/100mgD 1 H 25 (LPV/
r 400/200mg BID) OHE(EZEI T X 2 IEE A A HE Bk
FENEL 7, ML bW REEIEERAE# L 22 PHIVEE %
Wiz WiEEOBET L OEEEEICRY 1$A 5N DRV/rEE
29861 D AE i JL (13405 (FiFR 18-68) . WA T7%. AHEIEH
A54%. B A18%. b A/8=v 715%, 73T NO%Tdh o770 #%
R0 HIV RNAE P35t 134.33logia € —/mL. CD4FM:
1) 2 SEREL O P LfE13235/mm® (R 3-831) T o7z, 96
DIFER A 2 ZUIRTY,

=1 EBERKREOHE (C214:58)
DRV/r# LPV/ri
600/100mg BID | 400/100mg BID
+OBRH;7) +OBRJ7}
N=298 N=297
7 AV AFRHE (HIV RNAR)
<4007 ¥ —/mL#D- #2) 66.8% 58.9%
<507 ¥ —/mL#*) 60.4% 55.2%
b oy Al
i - et 2 /mi) 132
S S SEREL O T T A O
?é)?‘rzﬁé ;//}miﬁﬁz‘)&@”m 5D%E 81 103
7 AV AR 11.7% 22.9%
g I iR 7.4% 13.8%
DAL/ 4.4% 8.8%
AV A 2 LIS & B ke 0% 0.3%
P HEERRIZ L 8551k 7.7% 6.7%
MBI & 235k 14.1% 12.8%

7E1) TLOVR7 V) X A THlisE

#2) 96:HIEDS<4003 ¥ —/mLTdr - T [THEMINNIIER) ] o B X&)
SEEALL 72

##3) NC=F CTHlist

i4) 166E M OHIV RNAEA 4007 ¥ —/mLTd - 724

iE5)

963 F TIZHIV RNAFEAT400T ¥ —/mLIZE - 724, 965K £ <4002

¥ —/mLCid %o 724

96;8; F TIZHIV RNAEA<400T ¥ —/mLIZE S 7 - 7261

Optimized background regimen : E# b S N T RIGEOME

(2NRTI+NNRTI)
BIVEFHZEBIERIL, 74.2% (221/298f) Td o720 EREINEMIZ.
THIO6H (32.2%) . HELS5H1 (18.5%) . 353761 (12.4%). W&
N7y ey FIAE3SE (11.7%) . BERE3360 (11.1%) . FEHE30
Bl (10.1%) THo7z0

17.1.2 @5V ToHEEAER (C202/C213588% (POWER 1. 2:ER))
R PITE L~V 2 R $HIVIER GBS 2 0 5 & L7220 O
BEIC & B R E R 2 0 L 72 PR RAT ORI
DRV/r 600/100mg BID# 131600 4E 5 Jufii3435% (#ipH 27-
73) . BED9%. AFEIZEIA81%. B AL0%. b A/S8= v 77%
TH oo HEGHOMAPHIV RNAR P934 .61logoa ¥ —/
mL. CDABGHEY > 738k E o e fif12153/mm® (#ifH 3-776) T
& o7z, PLHIVIED G (CFHEEFIE) &, DRV/r#E (PIo%4
#. NRTIZSH). NNRTIZ1H]) & AFHEPIEE (PI2s4#]. NRTIA6
#I. NNRTIZ1#]) & F#ETH Y. Enfuvirtide (ENF) i 1
IZDRV/r#9520%. xFHRPIEEAT17% Td o 720 9638 o [ R pli fd
2 FATRTY,

156)
D)

F2 ERERREOBIE (C202/C213ii8k HF&REHT)

DRV/ri: -
+HE )
600/100mg BID | *IHHPLES
+OBR™ +OBR
N-131 N=124
A b ASED S
HIV RNA%1.Ologu ¥ —/mLE\ Lk 6.5% 9 7%
m&‘/]/ SESDINIE V)
HIV RNA#RAY<50 ¥ —/mL* 38.9% 8.9%
AV AFRE R R 29.0% 79.8%
TR | R 8.4% 53.2%
DRAYL/ME 16.8% 18.5%
A A7 LD 3.8% 8.1%
SIS E EHRI L B HEG AL 9.2% 3.2%
MOPLHIZ X 5351k 5.3% 7.3%

1)
2

TLOVR7 )V T1) X & THli5e
9638571 . 0logio T ¥ —/mLEL LA Td - TH [HABMINIZER)] D E

FILER D SRS L 7

£3)

N—=A T4 WA 512888 OHIV RNAIZ0.5logio D € —/mLEL oA A%

RO BT Ip o 726

14

EHRAMOHIV RNAIZ1.0logo ™ ¥ —/mLEL LD A% 57275, 9638

K121 . Ologio = ¥ —/mLEL L DA AERD & L7 2o 7245

15
1:6)

96;8# £ TIZHIV RNA7L.Ologio ¥ —/mLEL E AN FE S % 0o 7261
Optimized background regimen : Z# L S N7 FHEBFEOM A

H7)

(2NRTI+ENF)

HIBEOPIIT EF YL/ FFE 136%, (KA) 7Y TLFE):
34%., FEF LN 135%. TIHFFEN 17%TH Y, 23%DHEET
boosted PIZS2#IBEH S 11720

HEAMERE (BGEFEBITRCRBREENR O 1ILREZH
ZHE : POWERE: % O'DUET#ELZ 317 2 DRV/r 600/100mg
BID#% 5-61 O P A AT % 3/ O KA/ T o %50 O (5 1A
fEHTTIZVILL, V321, L33F. 147V, I50V. I54LX(ZM. T74P.
L76V. 184V IXL8IV DI A3 DL EFRo 6 N2 i h .
DRV/r®D 7 A WV AERIREDA LTze F5GHTOF IV F Lo
BIRIENT L7 AV AL RO TR T T - 72,

xR3 EAMMHRE (BEFREN FI/ENFRS5FI0D24EEO
YAV AZFE (K500 —/mLOEFES) : POWER. DUET

HEROBEEERIN
PI mutations’™ 9 ENF#&#% 5/ S T
) =6 | ENDIRERSGH
4ol 45% 39% 60%
o (455/101441) (290/74141) (165/273f1)
0-2 54% 50% 66%
(359/6601%1) (238/47711) (121/1831)
3 39% 29% 62%
(67/172%1) (35/120%1) (32/5251)
>y 12% 7% 28%
- (20/17181) (10/135%1) (10/361)

) OARF/ ) N FEVASHEE B BB A S S5 LT 0ZRO (V1L V321,

L33F, 147V, 150V, I54L3IEM, T74P, L76V. 184V 3LIZL89V)

x4 EAIMMHRE (VBB BI/ENFIREFID24EEED
YAV AZRR (K500 —/mLOEFEE|S) : POWER. DUET

HERD G E RN
FINFELD i
phenotype™® 41l EE%*;‘; /| ENFEES B
(R=2F 1 Vi) “
All ranges 45% 39% 60%
g (455/101441) (290/741151) (165/27311)
- 55% 51% 66%
= (364/659%) (244/477451) (120/18211)
1040 29% 17% 61%
(59/20341) (25/147%1) (34/5611)
- 8% 5% 17%
(9/118%1) (5/94f51) (4/24%1)

7£) Fold Change (FC) : ECaoD %% 1L
17.1.3 B E IR (C2295(8% (ODINELER))

FHIVIE O RO & 5 HIVIE G BE5900 2 MG & L5
VI L800mg KN b+ E100mgd1H1EHS (DRV/r
800/100mg QD) & ¥V EL600mglz U8 k+ ¥ v100mgd1H
2[8#5- (DRV/r 600/100mg BID) OM#E4FA%E ) fFiFi2 & %3k
S A sk B % 9250 L 72 T & B 12, 28100 EONRTIs
WL B BEEEEH Y. FIVF EVIER#EZER (V1L V32L.
L33F. 147V, I50V. I54M. I54L. T74P. L76V. I84V. L89V)
A WEBETH -7z, MEEOBET 5 OB D (X
HHAT . AEET P LEIZ405% (FEFAL8-77) . B 1%A%64%. ATHi%
FIAN36%. BA26%, b A= 718%, 7T A% TH -7,
R OMPHIV RNA& P34, 16loginT ¥ —/mL. CD4F;
) 2 SEREL O gLl 13228/mm® (#iFH24-1306) TH - 72, 48
JARE O B R B % #5127 T



R5 EERIEOBIE (C229:58)

DRV/rf DRV/rf
800/100mg QD |600/100mg BID| B i
+OBR™ +OBR | (95% f2#XH)
N=294 N=296
7AW AR 1.2%
HIV RNA R <502 ¥ eympin | 212 (72.1%) | 210 (70.9%) | o g5
HIV RNA&OH G455 DZAL st 180 -0.04
(P39 5 logoa €—/mL) * ' ' (-0.24:0.16)
CDARE ) v SEBOL 05 108 12 50
DAL (Pl © /mm’) = (=25 16)

1) TLOVR7Z VT X412 & 0 #lise

FE2) S (%) OEOESEIIC LS <

#3) LOCF (Last Observation Carried Forward) #fi5¢

4) g

¥5) NC=FCHise

7E6) Optimized background regimen : F#L & N7 SHEHOM A
BIVEHIZEBIERIL, 42.5% (125/294f1) Td - 720 FERBEWEAIZ.
T4 (14.3%) . HE.03861 (12.9%) . Fw2061 (6.8%). 3845
2061 (6.8%). MEKE1461 (4.8%). WEH1361 (4.4%) TH o720

17.1.4 @5 EMHEAER (C211588 (ARTEMISHER))
PLHIVEE DO REER O 72 WHIVIE G B H 689 2 xt R & L7z 4
LV FEL800mg K 'Y FFEN100megD1HLEF S (DRV/r
800/100mg QD) ¢ TE¥FE L - J FFELD1HES 7800 -
200mg (LPV - r 800 - 200mg/H) DMAELEIF I X 5 IEEHR
I LA % i L 720 WifEE 37 /A (TDF) 300mg
T N)YFE Y (FTC) 200mg% i 5ifm e L7z, MEED
R T OSBRI IZIR 0 134 5 9. DRV/rEE34361 o 4 ik
PO 13458 (FEPALS-70) . HMEAT0%. AFEILFIA40%. A
23%. B A=y 723%, TV T ANIB3%TH o7z, HHHIOIMp
HIV RNA®F#ME134.86logio ¥ —/mL. CDABIEY > 788k#
DI IE228/mm® (FEPH4-750) Td - 720 1923 O R )1%E
FFROM OIEKNIIRTT,

x6 ERARRUGEOBIE (C211558)

DRV/r# LPV - r¥
800/100mg QD | 800 - 200mg/ H
+TDF/FTC +TDF/FTC
N=343 N=346
7 AV AR (HIV RNA)
<507 ¥ —/mL#*) 68.8% 57.2%
<4007 ¥ —/mL"* 75.2% 65.0%
Py 55 2 5 O ZEAE
;}(éFii—;!gg :ﬁl)ogg)j;lﬂl} —/mL) -2.35 2.0
S S )NFERFE L R & P
{C[ﬁl)é(&[@[i{é ;///mixgi??x‘% 172> & D% 1958 4963
AV ARG R 16.0% 20.5%
DRAV N 11.4% 14.2%
AV A ORI 2 L 4.7% 6.4%
A EFRIC L 21 4.7% 12.7%
MBI & 2 #%5-rr 1) 14.3% 12.4%

1) TLOVR7 V) X402 & 1 Hise

H2) FESEEB] FeGkpl) OZALiF0L L THiSE

i£3) 192 E T2 A )V AEA<E0T ¥ —/mLIZE 5 72A%, 19281 13<507
Y —/mL Tl 7% 5o 7241

H4) 19205 F T2 A )V ARAKE0T ¥ —/mLIZE 6 % 5o 7261

##5) FDAW A & 2 A0 (1928 OERT (77 4 )V A M A A )

K7 HRS5HHIV RNARRID Y 1 L ZZHZHR
(<500 —/mLOBEDEE)

DRV/rif LPV - riff
800/100mg QD 800 - 200mg/H
+TDF/FTC +TDF/FTC

<100,0002 ¥ —/mL 69.5% (157/226%1) 60.2% (136/226%1)
>100,0002 ¥'—/mL 67.5% (79/117%1) 51.7% (62/120%1)

RIMERZEBIZIE, 65.6% (225/34301) THh o7z, TAEINFEMIZ.
TAILL6H (33.8%). BHAEE0HI (17.5%). EL5551 (16.0%). 5&
#3561 (10.2%) . MEE3260 (9.3%) . WEm:216] (6.1%) THh-o7z.

18. EENFIE

18.1 1ER#F
FUFEIVIGHIV-17 077 — ¥ 028 KA K O£ i6 1t % I
T %o AANIHIV-UEGEAIZICB T AV AD T~ F§ 5Gag-
Pol RV BEE O 2 BINICHE L, ZOiE%, Bt s A
T D IT A NV ADTER AT %o AFNEKDp4. 5% 10 “mol /LT
HIV-1707 7 —BlZlmywEMk2H LBy, HIV/asr7—+¢
FHEHH L E R OBE L Z I Do 7z Mo FEM 2136
D F 7T 7 =BT L HEREH IR SN o 2,

18.2 L7 1 IV R1ER
AFENT e P THIEM. v PRMMEZRKE e P EER/~ 707
7 — VARG S /2 HIV-1E B == N OSBRI 0 8RR, IR O%I2
HIV-2%EBR =R LIER (ECsofi © 1.2~8.5nmol/L) %7K
4. AHNIHIV-17V—7M (A, B. C. D. E. F. G) KU~

— T OD GRS HERRTE X O MR \Zin vitroTHUY A WV A
it (ECsofii : < 0.1~4.3nmol/L) #/R¥ o In vitrolZ BT 57K
Flopts 4 Vv ALER X, 50% MM EH 2 7R3 igE (87~>100
umol/L) X1 b T4 Il VIRETRO 5N 5, KHOECsHtIE
b AT Tl Al ©5 . 4f5 s v RFNZHIV 1 7 7 —
FHEH (7 7L FEL, AV T4FELRTY FFEL) &
BERT 2 LK DHEMERAZR L, 227 L4 Y FREEGRR
[HEHR (7NAEN, VF /vy, TAN)TEIEY FITY
LB VT T U LY IEY RV R T Y, X7 LT
R EREEER (7 REN), EX 7 LAY RS
WHEMEN (o) Yy, 277ELYY, FIELY Y, R
ESE YR NVEEY V), HIVZ a7 7 —EHER (755
Yy, £V FEN, a¥FEl, $FF K Otipranavir) [
ORLETHES] (enfuvirtide) & BT 2 Z &1 X D ARITEH % 7R
L7z KEIE ZNODFEHF EDPHIZBWTHRERIIRD b
&ﬁ‘of:w ~57>O

18.3 FEAHIMmH
FVF VAL T TREZE L 22 B ETHIV-120 STk 14 Vv A % 15
72002, L Lo ERYRELAZL A, WHEYAVAD
SEHAERD ST, i A v 2 12xt L CARKN2400nmol /L% #
A5 PEECHEIHE AR L7z (n vitro) s ZOWMEY AV A%,
BHNA L COEZ D 23~50fE T LTBY, 7ur7—+Hi
ZFI2~4EDT I VBREHRAF LTz SNHEDT A IVAD
FVFELVIHERT & 7Tar7—¥WNo 7 I ) BERO KM
WO SN ahol, HIVFZO T 7 — PIHERNELERZ A5
IROHIV-1725 &V F E L OTi Ptk (ECsofi 7553 ~64115%:4L)
%in vitro CHER L 72658, ¥V EVIERo 7 a7 7 — ¥
W27 I BERIHIL . o) HLI0F, V321, L33F.
S37N, M46I, 147V, I50V. L63P. AT71V % U184V D% ik Pk
TEERRDB0% B IZEED bz, IV F EViE (ECsofE D 1
fold change [FC] >10) &7 5121Z. SNSDERD ) b R(KS
BOHIV 7 1 7 7 — EHEFREEZ RS LETH ), ) H2ME
OERTTCILTOT 7 —EHETFNIIFEL Wiz, 771
FEN, TEYFFENL, £ T FEL, d¥FEL, £VT 1 F
o, U M FEV, B FFE D DL\ idtipranavir (2 TEPEO R 55
BERRL, T13%K. SIF DN A FERR RUBRC 202/ C21 37385 [ 1NC208/C215
FABRIRAT (2 AL A A AL S 72 BBk o AR FI % G- BAA T O 75 BEvE886
FRIZBWT, KA T HFC>10 (fhoefl) %R L7zoik, 108
iz ZHIVI U7 7 — EHERMEREEER 2 Fo 7207 7 v
—TDOHRTH - 7% 0,

18.4 X XM
HIVZ' a7 7 — EHEANAIL L ES RO SN T Vv, 7T
LFEN, THZHFFEL, f I FE)L, BEFE L, RV T4
F U, U FFEI, HFF UL XidtipranavirlZ if 5 Bk
HMET U 72 B PR 2 BERRS , 3098k D90% 12 %) LT, v F UL D&z
P TFIRI0fERETH Y . 1FE ALEOHIVT B 7 7 — B HEH I
Sf LTt 2753 A IV A2 F IV UL OBz PR S T
72 HIVZ O 7 7 — ¥ HERIM R S EIR L 72 50 F ¥ i
MZIRTIRD ) BTRRIZDOWT, tipranavirlZ B3 4 i A et &
L, THRD 9 H68kCldtipranavir l2 59 4 B K T 2V S 2o 72
(FC< 3) Z&hb5. ¥vF Ul ktipranavir & O L X BRE
MTHHIEDRENTV S, EAEFOENPS, X7 LT
K/ X7 VAT FRMEEEREERER ., EX 7 Lt Y FRfmE
EFERLER], BETHER L ¥V El & ORIk Uk
U\t%i%ﬂZ)Sg)‘ 60)0

19. B2 ICET 3 IEEEMAE

— BRIV F N T8 ) — AN (Darunavir Ethanolate)

1b544 : (3R, 3aS,6aR)-Hexahydrofuro[2,3-51furan-3-y1[ (15, 2R) -
3-1{[ (4-aminophenyl) sulfonyl] (2-methylpropyl) amino}-1-
benzyl-2-hydroxypropyl]carbamate monoethanolate

4513 0 CorHarN3O7S - C2HeO

453 0 593.73

IR BfEoBhER

= S5

CHs

Flb M 100~105C

SEAREL : LogP=2.47 (1-% 2 % 7 — )v/pH7 . 0% iK)

WL TN, N-Y ATV AT 3 FICHO THEITR T, 7
ZRYVIZETR T, AT 7 = VIZRRBITIZLL,
57— (99.5) IZEITIZL L, 2-7 a8 — )V UK
TR THEITIZ S Ve

%22, ‘A3
60%E [R M, NTF]
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