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BS-RpTEE | E (5.5%) JicHERES
FMER R A i
EREGH o R
B XEEA . ) v NER

B A, e o v
KT T AF > B ik
s

13. BEKRS
13.1 &

FANLBEATIZ L) Bk Sz,

15. ZOMDOFE
15.2 FEEEEREAERICE D < 153k
15.2.1 BWER (5 v ) TilE, &R, MR R,

JHEL O B OTHUIRBR IS SR AR S e TR IEALER

ShaYRTIAF VREHOERE & BT, ARIMER ST
A =5 DOEPRIBHA S 722 20,

15.2.2 41423205260 (& b D3R ICH L) T %
BT MIFIVFENE20me/kgh 5H1,000mg/kg® Hl &
TG LR, Rl 5z, (2.4, 9.7.15H]

15.2.3 ¥ 7 ARVT v N E AW AEERBEOE R, M
T V2 B AR 1 7 IR R B e O IR o0 S8 TR =R o 1
L HEZ  MICHIRBR IS AR E ATR D & 722 2

15.2.4 #&EHEESREE (o vitro RO in vivo) I2BWTH
VFE TN TH - 7220 =2,

16. FEMEYRE
16.1 MmARRE

*%16.1.1 71U Y 2 4$£300mg®

BERERLALZ, ) M EV100mg % 1 H 2[5 H [ SRR 195 5-H1 3
HHIZ 5V ) Ev300mgfe2si & LIS HIEHRT Lz e &, 1
g ZOVF COVIREEZ2 O] (FPoufiE) #2102 Comex (5.96ug/mL)
WL, ALK o CciE g L7z (31, 1) ¥,

ES

1) b FEIV100mgE REZORSHICHILFEIL600mgE B

BEROKRE L EEOMEFFIVFEINOEDEIRE/NT X —4

WWBRE/ ST A — % FIVF L/ k- EIL600/100mg
Cmax (pug/mL) 5.96+0.888
tmax (h) 2.0 (0.5-3.0)
AUC» (pg - h/mL) 102+46.3
tiz (h) 17.8+10.3
tnae T PP () Pt B (R (N=8)
8
7
2
o 6
2
#W 5
L4
=2
o 4
.'\
=2 3
=™
g; 2
H
;
]
0 12 36 48 60 72
B (h
K1 URFEIN00mgE REROIRSHICHILFEIL600mgE Bi4ICE

EHEO#R5 Uiz E2OMEEH LIV FENVRERTE (THEHRERZS)
i) 7 YA §E00mg EITEH Ik

*%16.1.2 7°U T X 2$2300mg® /600mg

BERERL LS, ) M Ev100mg % 1 H 2[5 H [ SRR 3% 541 )3
HHIZ, ¥V Er600mgdildi Xid300mgfe2se & 2271 i3 &
BRACH BRI G L7z & & oA 5L F EOv i - R 2 &

212, HEYBEE ST A —

Y & F2RT, GHEAT—%)

8
7 —O— 300mg % 2 f& (ZRERF)
_ —e— 300mg % 2 8 (&)
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 hFEI00mgZE1H2ESBRERERORERICHILSE

JV600me i 152 X (3300mgfE2di & ZEERF R SRR ICHAZEORE
L EZ2DFNFENOMFFRERE (FHELFERE)

=2

J FEI00mgE RERORSHICSHILFEIL600mg %

BAEFZOKRS L EZ2OMBEFIINFELNOEYFENS A —5

SEmERE FUF /Y b EIL600/100mg
NI A—=F 300mghex 25 | 600mghEx 15
NGRS
N 47 47
tmax (h) 2.0 (1.0-5.0) 2.0 (1.0-5.0)
Crax (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)
jodPacn
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 U72288 (C202% UFC21385R) fF& 0 5V ) ¥ )L o FEEFISE
WBIREMANTIC X B BIRE/ ST X — & OHEEE 2 K312, EHIR
FBEIZBITAZ VT UL RO b F UL O3 A i i % 312
KT, FHEAT— %)

R3 FIFEILOEMPFHRENT X —ZOHEEE

AF/1) K FEIV600/100mg

D7 A= LH2E (N=119)

AUCw (ug - h/mL)

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

miEdRE (ug/mb)

B (h)

X3 #HF/Y kFEIL600/100mg# 1 B2EIRERS LIz & EDFE
BRECHTBHNVFENRYY M FELOMERRERES
) 7 YA §B00mg LML

% %16.1.3 7'V T X4 F 4 — 7 §400mg/800mg™®

ERERC AL, ) N E100mg# 1 H 15 H i RAERE %5 F o3
HHIZ, #)VF Er800mghi 1t X I$400mgfE2fi & 22 gk 13 A&
Pl H AR 4 5 L 72 & E o 470 - UV - [ HE R %
412, BEYBHRE/ ST A — ¥ & FAIRTY, FHEANF— %)

9

8 —o— 400mg §% 2 f& (Z2RERE)
—&—  800mg % 148 (ZZRERF)

7 —e— 400mg i 2 f& (&%)
—a— 800mg &% 188 (&)

migsh &)L+ EJVRE (ug/mL)

BfE (h)

X4 U MFEII100mgE1BIESAEREROKRSHICFILFE
JL800mgR18E X (3400mgdE2fe & FIERF X (A BZ ICHEROR S
LEEEDANFEINOMBRREHR (FHELELRE)

£4 VU FFEI100mgE REEROKREFICFILFEILB0mgE
BRZOH/RS L EEOMBRINFENOEPFEE/NT X —4
S AE FvF v/ b EL800/100mg
8T A=S 400mgfix 25t | 800mghix 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
jogp S eR
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 (HERH) FIgE = R R

FIFEI/) b FENE00/100mg % E #4121 H 1R AR 1% 5 L
7-HIV B4 B 3% 33561 0 M4 i 47 )L - )L i FE A1 % B v 72 1) 45 R 3
WIBREMANT IZ X B M BIRE/ NS A — & OHEFEME FEIZ, EHIRGE

ZBUT 5 5 F UL O I FEHERE % [5I2R—3757 (FHEIA
T—%)
5 SILFEILOEMERE/NT X —FOHEE (488E-E, C211RER)

F I/ kI EIL800/100mg

KA 7 £~ 1H1E (N=335)

AUCz (ug - h/mL)

S = (R 93.0+27.1

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

P = i (R 2.28+1.17

2.04 (0.368-7.24)

L (GiEH)

10

—=— SLFENIY FFEIL 800/100mg q.d. 4 BEF

—=— S)LFEIIY FFEIL 800/100mg q.d. 24 EEF

migch 5 )L+ EILEE (ug/mL)

(N=13)
—8— SILFENIY FFEIL 800/100mg q.d. 48 BF
(N=10)

0.1
0 4 8 12 16 20 24

i (h)

R5 #ILFEI/Y RFEILE00/100mgE BEICIBIERERS
L7 & X DEEIREICH T 5 4 IVF E I DT M iR e #ig
) T YRS A —T5400mg/800mg (RIS OV V) 1dBiFE T .
16.1.4 M=
AR S B REIRAT ORGSR, WHEEFHETO SV F UL OBEER L
HYEIZH L16.8% Ao 7275, Z ORI IRNERIE 20D,
HHEANT— %)
16.2 ORIR
16.2.1 $EHANA FTANAZEY 7 1
EFRER AL, AR E) M FELEAEBRICHHKRSES L& Z0ERA
DHFFINA F T XA 58 T 1 1F, RFNHEME 5D 37% 20 &
820% 12 HEIN L 7220y (FHEIN 7 — %)
16.2.2 BEOHE
FIVF YN/ b EIL400/100mex BH L LIRS Lz &0
VT BN DCrax . NAUCuaseld . Z2EEFH 5 & Jl L CTHI30%H N
L7ze B bNEOEHE (BH 1) —13240~928Kcal) ZIEHLL
&, BREONEIZL BTV BV DCuax Sz TAUCrst 12 713 A
BN 72®, BHEAT— %)
16.3 2%
FUFEeor MEEARKEERIZN5%TH Y . EIZMHEalk
MHEEEIR G L2 (n vitroskBR. P&
16.4 X5
v MFI 70y —a%H\izn vitroitBET. YV EVIEEIS
CYP3A4IZ L ) ERALAYICRE SN D T EAVRIEE N2, LT E
VO ERRBYEIEED ) . WAERHIVARICN § 2T
b RZEEDI0%LL T TH > 720
e N HCHEEE L 72 4 L+ L /1) b F E)rd400/100mg % H.A
RS L7z e & MRS sE o s RELRmRTH 5
ZEARENZO, HEANT—%)
16.5 Bttt
BEHERL A MCIE R L 72 L L/ b F ¥ Ir400/100mg % Hilal
RO G Lok &, S HRREDRT9 5% A H A2, #913.9%A
JRACHEIE S N 7ze F 700 REEROPEIER L, FEPAT41.2%.
FRADHKIT 7% TIH - 722,
FVF E150mg % B CHEIRNES Lz &Eoeh s 75
Z1332.8L/hTH Y. U P FENMIOmgE A L7z X4 & s
)75 Y A5 9L/hTH - 72 GHEAT—%)
16.6 HENEEEH T 2HE
16.6.1 FFikpepEs
BERCREEFRERSE (£86]) CEF/ U M T LWV
600/100mg#% 1 H2[al i3k 5- L 72 & E D 7V F E L DY EhiE %
TR RS L i L7z L & BEELREIRO LN L, o7, BB,
WEFRERE T NRE LRI ERL T in?, [9.3.25
]
16.6.2 BipeES
PEEEEREE (CLerdS30~60mL/4%) %4 HHIV-1EYEE
(2061) 2B VT, BHEOIKTIZL Y L F L osEEhRE
BEREEN LV AR SNz, BEBES LRNERES
AT HHIV-UEGEEZ BT 2 BRIEFERI N TR WD, S
FENEFIFETRBFEINL Z Ehs, BEEEZETILVIYE
NOEHE7 )T Ty AIMET LAV EfEE SIS,
FNVFENVKEN) M EVOMBEEAKGREIEV L6, Il
WBHT R EBLENT 12 X - THRE SN L W REMEIZ RV,



16.6.3 iTiF. ERADERE
R OHIVIEGE S (116)) 12, A&F/) -5 EIr600/100mg
ZIH2EHHSG L7z 8 &, ¥V F L DCuaxs AUC12E U Cuinld
HER (6128 ; 1161) & ik L T2 2n28%. 24% [ U17%
WA U7z RS (1161) Tid, ¥V T BV OCuuk FAUC12
ZZIEN19% K O17% A Ly Coinld2% F5-L 720
IR I OHIVEg B H (166]) 12, ¥ F /1) bFEL
800/100mgZ 1 H1E#% G- L7z & &, #IVF BV DCumaxs AUCom 2
OCuminld HiFER (6~12:8 : 156) &L TEh2Nn34%, 34
% I UN32% A L. EIRAIE (1441) <id. ZN2N31%. 35%
K U50% A L7, [9.5.22]

16.7 EMHEE(EA

16.7.1 HIBFIOEE
FF /1) k¥ IL400/100mg (1H2E) &4 275V —
V20mg (1H1E) XidJ =F ¥ »150mg (1H2[E) ZHH L7
LELFAATTT= VR T=F T VI T NF ENDCraxc K
AUCICEE L KT E o720 FHEANTFT—%)

17. ERRREIE

17.1 AZERVRLMICET 2558

17.1.1 B E MRS (C21458% (TITANEER))
WHIVEOEFRERH YT EF YL - Y F+HEL (LPV/r) 12
L B HEREERD e WHIVIE G R ZBGH 2 xR & Lz v e
600mg & ) b EL100meg? 1 H2E#%5- (DRV/r 600/100mg
BID) &@¥FEN - Y bFEI400/100mgd 1 H 25 (LPV/
r 400/200mg BID) OHEMEA SIS IC X 2 IEE A TAH it
RERL T, MEEE bW REEIEMAZ L L - HHIVEE R
W7z, WO BEE R OB IR D 2 A S 3. DRV/rff
29861 D AEfin i JL it 13405 (#iFR 18-68) . WA T7%. AHIEH
A54%., B A18%. b A/8=v 715%., 73 T NO%Tdh o720 #%
SRio M HIV RNA#FI5ME134.33logia € —/mL. CD4FM:
1) 2 SEREL O P LfE13235/mm® (R 3-831) Td o7z, 96
DR % RUIRTY,

®1 BEREBEOBE (C2145:5%)

DRV/r# LPV/ri
600/100mg BID | 400/100mg BID
+OBRH;7) +OBRJ7}
N=298 N=297
7 AV AZIE (HIV RNAR)
<4001 ¥ —/mL#D- #2) 66.8% 58.9%
<507 ¥ —/mL* 60.4% 55.2%
U b Ry gRAP
T - et 2 /mi) L2
S S SEREL O T T A O
7 AV AR 11.7% 22.9%
i LI SR 7.4% 13.8%
DAV 4.4% 8.8%
YA OV A 2 LI & B G-rk R 0% 0.3%
P HEHRRI L 8551k 7.7% 6.7%
MBI & 235k 14.1% 12.8%

7E1) TLOVR7 V1) X A THliSE
7E2) 96EIFAT<A00T ¥ —/mLTH - T [HEEOINICIER ] o B% 28
S L72
#:3) NC=FTHlise
VE4) 1638 OHIV RNA®EA™>4002 ¥ —/mL T - 724
7E5) 9638 F TIZHIV RNARAS<400T ¥ —/mLICE - 7275, 9638 1% <4002
¥ —/mLCid %75 724
7#6) 968 F TIZHIV RNAEA<400T ¥ —/mLIZE S 7o 7261
77) Optimized background regimen : i b & N T RAEEOME T
(2NRTI+NNRTI)
BIVEFHZEBIERIL, 74.2% (221/298f) Td o720 EREINEMIZ.
THIO6H (32.2%) . HELS5H1 (18.5%) . 53761 (12.4%). &
FU ) k) RILEESSHE (11.7%) . BEHE3361 (11.1%). HE530
Bl (10.1%) THo7z0
17.1.2 85V ToHEEAER (C202/C213588% (POWER 1. 2:ER))
R PITE L~V 2 R $HIVIR GBS 2 0 5 & L7220 O
FEC & B R A ER 2 i L 72 BEE AT ORI
DRV/r 600/100mg BIDEE13160 o> 45 b Jofili 13 4375%  (#ipH 27-
73) . BED89%. AFEIZETIA81%. BAL0%. b A/S8= v 77%
THolzo HEGHOMAHPHIV RNAR P934 .61logoa ¥ —/
mL. CDABGHEY > /38R E o e fifi 12153 /mm® (#ifH 3-776) T
& o7z, PLHIVIEDGHE (CFH3EFIE) &, DRV/r#E (PI2%4
#. NRTIZSH). NNRTIZ1H]) & AFEPIEE (PI2s4#]. NRTIA6
#l. NNRTIZS1#]) &REEETH Y. Enfuvirtide (ENF) offi i
IZDRV/r#0520%, xFHRPIEEATI7% Td - 720 9638 B o [ R ple i
2 FATRTY,

F2 ERERREOBIE (C202/C213i18k HF&REHT)

DRV/ri: -
S+ )
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&‘/]/ SESDINE V)
HIV RNA#AY<50 ¥ —/mL* 38.9% 8.9%
AV ARE R 29.0% 79.8%
TR | SR 8.4% 53.2%
DRAL/ME 16.8% 18.5%
A A7 LD 3.8% 8.1%
I E EHRI L pHEG AL 9.2% 3.2%
MOPLHIZ X 53541k 5.3% 7.3%

*1
2

TLOVR7 )V =) X A CHiise
96315451 . Ologo T ¥ —/mLEL LA TdH > TH [HEEIHICEL ] o

HFILER D SRS L7

13)

N—=A T4 WA 512888 OHIV RNAIZ0.5logiod ¥ —/mLEL oA A%

RO BRI 7261

14

EHDMOHIV RNAIZ1.0log ™ ¥ —/mLEL LD A% 5 7zn5, 9638

K121 . Ologuo = ¥ —/mLEL L DA AR &Lz 2o 7245

5

96:Hs F TIZHIV RNAZSL.Ologio T ¥ —/mLEL E DA E S 20 o 7245

7#6) Optimized background regimen : Z#{L S Nz RHEFEOM A

(2NRTI+ENF)

E7) ABEEOPHITEFE /) FFEL 136%, (hA) 7T LFEL:

34%., ¥ FEN 1 35%, TEZHFFEL 17%TH Y. 23%DEHT
boosted PIZS2%IfFH & 417z,
HEAMERE (BGEFEBITRCRBREENR O 1ILIEH
ZHE : POWERE: % O'DUET#E&Z 317 2 DRV/r 600/100mg
BID#% 5-61 O P A AT % 3/ O KA/ T o %55 0511
fEHTTIZVILL, V321, L33F. 147V, I50V. I54LXIZM. T74P.
L76V. 184V IXL8IV DI A3 DL EfBo 6 N2 Hih .
DRV/r®D 7 A WV A LR WA Lo HGROFIVFELVDFR
BIRIENT IS AV AL RO T AT CTH - 72,
xR3 EAMMHRE (EBEFRMEN FI/ENFRS5FID24EEO
YAV AZHRE (K500 —/mLOEFEE|S) : POWER. DUET

HERDO A RN
L muations o~ Eﬁg‘?ﬁf /| ENFE T
e 45% 39% 60%
o (455/1014%1) (290/74141) (165/273f1)
0-2 54% 50% 66%
(359/6601%1) (238/47711) (121/183f1)
3 39% 29% 62%
(67/172%51) (35/120%1) (32/52f1)
>4 12% 7% 28%
- (20/17141) (10/135%1) (10/361)

7E) AHI/ ) N FEVASKTT B BUSF RS S5 LT oZEROH (V1L V32L,

L33F, 47V, 150V, I54L3IEM, T74P, L76V. 184V iXL39V)

x4 EAIMMERE (VBB BI/ENFIREFID24EEED
AL AZRRE (K500 E—/mLOEFEE|S) : POWER. DUET

RERD G E R
FLFELD i
phenotype™® 4Pl E%P;*,?Ef /| ENFHHES B
(R—=2F 1 V1) *
All ranges 45% 39% 60%
8 (455/101441) (290/74111) (165/27311)
- 55% 51% 66%
= (364/659151) (244/477151) (120/18241)
10-40 29% 17% 61%
(59/203151) (25/147%1) (34/56f1)
- 8% 5% 17%
(9/11801) (5/9411) (4/2441)

#£) Fold Change (FC) : ECaoDfiF#%1L
17.1.3 B E TR (C22958% (ODINELER))

PLHIVEE O 25 0 & 2 HIVIE G BE 5906 & MR & L2 4
VI ¥ L800mg KN M+ E100mg»1H1EH S (DRV/r
800/100mg QD) & ¥V ¥ L600mgl U8 k+ ¥ v100mgd1H
2[a#% 5 (DRV/r 600/100mg BID) DEAEAEI D M52 & %Ik
S A kB % 925 L 72 TR & B 12, 28100 EONRTIs
LB BEEREH Y. FIVF EVIER#EZER (V1L V32L.
L33F, 147V, I50V. I54M. I54L. T74P. L76V. I84V. L89V)
ZURVEEZTH o720 MHOBZER N ORI 1E
AT, SERT LA 1X405% (FEFH18-77) . FIEAT64%. AfdiL
FIA36%. HA26%, bt A/8= 718%. 7V 7 ANI5%TdH - 720
R OMPHIV RNAR 134, 16loginT ¥ —/mL. CD4F;
) 2 SEREL O gLl 13228/mm® (#iFH24-1306) TdH - 72, 48
JARE O B R B % #5127 T



R5 EEREOBIE (C229:58)

DRV/rf DRV/rf
800/100mg QD |600/100mg BID|  EM i
+OBR'™ +OBR | (95% f2#XH)
N=294 N=296
7AW AR 1.2%
HIV RNA <502 ¥ oympin | 212 (72.1%) | 210 (70.9%) | o5
HIV RNA&OH G415 5 DZAL st 180 -0.04
(P39 5 loga €—/mL) * ' ' (-0.24:0.16)
CDARE ) v SEBOL 5705 108 12 50
DAL (Ffl © /mm’) = (=25 16)

1) TLOVR7Z VT X412 & 0 #lise

#2) UBHE (%) OEOIEHIEUIZHES

#3) LOCF (Last Observation Carried Forward) #fi5g

H4) P

15) NC=FTHi%

##6) Optimized background regimen : ZE# b & 7= RGO AT
FIERSEEIEIE, 42.5% (125/294%]) Td -7z EREITEHIL.
4260 (14.3%) . HE03861 (12.9%) . HE20061 (6.8%). 5%
2000 (6.8%) HEHE1ABI (4.8%). WEIH1361 (4.4%) TH -7z,

17.1.4 BHETHEHER (C2115:X8 (ARTEMISEER))
PHIVE O RO % WHIVIE G B H6R9F 2 xf K & L7z ¥
LV FEL800mg K 'Y FFEN100megD1HLEFS (DRV/r
800/100mg QD) T EFEL - J M+ ELDLHIKG#800 -
200mg (LPV - r 800 - 200mg/H) OMAEAEMNITIZ L HIFEKR
AR CEGAER 2 S5t L 72 & &7/ k)L (TDF) 300mg
O b)Yy Y (FTC) 200mgx WHEERE L L7z, MO

BABTEROBEEFEICE D EA 5N, DRV /#3436 0 F ik

gL lE345% (BPH18-70) . HMEHT0%. AL A40%. A

23%., Y A= 723%, TV T ANI3%TH o720 FGHiDImH

HIV RNA&Y39ME134.86logio ¥ —/mL. CD4RtEY) > 7 3Ek%L

O YLAEIE228/mm?® (#iPH4-750) Tdo o 720 19238 0 i R &

% RO R URTIR T,

6 MRFRRBEOBIE (C2115:5)

DRV/r# LPV - r¥
800/100mg QD | 800 - 200mg/ H
+TDF/FTC +TDF/FTC
N=343 N=346
7 AV AR (HIV RNAR)
<507 ¥ —/mL#) 68.8% 57.2%
<4007 ¥ —/mL"* 75.2% 65.0%
Py 55 0 5 O ZEAL
;}(éFii—;!gg :;l)ogg)j;lﬂl} —/mL) 2.35 2.0
S S )NFERFE L Rl & P
{C[ﬁl)é(&ﬁﬂiﬂé ;//}mffﬁ?&g 172> & D% 1958 4963
AV ARG R I 16.0% 20.5%
DRAV RN 11.4% 14.2%
AV A ORI % L 4.7% 6.4%
T IIAEFRIC L 251 4.7% 12.7%
MBI & 2 #5551 14.3% 12.4%

1) TLOVRT V) R A2 & Y Hise

#2) IRl (FeGHkpl) o2 iz0s LT

#3) 19238 F TIZ Y AV AwAT<50T ¥ —/mLIZE - 7255, 192K <503
Y —/mL Tl 7% 5o 7261

H4) 1920FF F T2 A )V ARAKE0T ¥ —/mLIZE 6 % 5o 7261

##5) FDAW A & 2 A2 (1928 O RS (77 4 )V A SR A AT )

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

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.
TRILL6H (33.8%). BHAEE0HI (17.5%). EL5551 (16.0%). F&

%350 (10.2%) . 3260 (9.3%). WEH:21% (6.1%) T -7,

18. EENEIE
18.1 1ER#F
FUFEIVIGHIV-17 077 — ¥ 028 KA K O£ i5 14 %
T %o ARANIHIV-TEGEAMIZIZB T AV AD T~ F§ 5Gag-
Pol RV BEE O 2 BINICIHE L, ZOiE%, Bt A
T D IT A NV ADTE AT %o AFNEKDp4. 5% 10 “mol /LT
HIV-1707 7 —BlZmwEMkE2H L ThY, HIV/usr7—+¢
FHEHKIH L E R OB L Z T Do Tz Mo FEM 136
D F 7T 7 =BT L HEREH IR SN e o7 2,
18.2 iV 1 IV R1ER
AANT e FTHAERE. v FERMMEZIRE O MR/~ 707
7 — VARG S 472 HIV-1E B == N OSBRI 0 BERR . IE 0%
HIV-2%EER =R LIHIER (ECsofif © 1.2~8.5nmol/L) %7K
. AHNIHIV-17V—7M (A, B. C. D. E. F. G) KU~

— T OD GRS HERRTE X OIS MR \Zin vitroTHU A WV A
it (ECsofii : < 0.1~4.3nmol/L) #/R¥ o In vitrolZ BT 57K
Flopts 4 Vv AER X, 50% MM EH 2 /R 3 iRE (87~>100
umol/L) X1 b Tl VIRETRO 5N 5, KHOECsHtIE
b AT Tl Rl ©5. 4t v RFNZHIV S0 7 7 —
FPHEH (7L FEL, AV T4FELRTY FFEL) &
BERT 2 LK DHEMERZR L, 227 L4 Y FREEGER
[HEHR (7NXAEN, VF )y, TAN)TEIEY FITY
LB ZVTT U LY IEY RV R TY ), X7 LT
R EREEER (7 REN), EX 7 LAy FRiEE
BEMER (b)Y, ZTT77ELYY, FIELY Y, A
SR NVEEY V), HIVZa 77 —EHER (755 F
Yy, £ YFEN, a¥FEN, $FF N K Otipranavir) M
ORLETHSES] (enfuvirtide) & BT 2 Z &1 X W ABITER % 7R
L7z KEIE ZNODFEH EDPHIZB W CTHPUERIIRD b
&/J‘O tss) ~57>O

18.3 FEAHIMmM
FOVF VAL T TRZE L 2B AETHIV-120 STk 14 v A % 15
572012, SEL EOMREEYELZE A, HET AV AD
SEHASERD ST, it A v 2 12%t L CAK12400nmol /L% #
A5 PR CHIEIE AR L7z (n vitro) s ZOTWMEY A b A1,
BHNA L COEZMED23~50E T LTBY, 7ur7—+Hi
ZFI2~4MADT IV BREHRAHE L Tz, SNHEDT A IVAD
FIFENVIERT & 7ar 7 — YN0 7 3 7 B2 RO B
O SN ahol, HIVFO T 7 — PIHERNELERZ A5
IBROHIV-172 5 &V F BV DTtk (ECsofi 2553 ~64115%:4L)
%in vitro CHER L 72658, ¥V EVIERo 7o 7 7 — ¥
W27 I BERNFHIL . o) HLI0F, V321, L33F.
S37N. M461, 147V, 150V, L63P. A71V K U84V D% ¥ ikt
TTEERR DB0%IBIZFED b/, FVF Vit (ECsof iDL
fold change [FC] >10) & 7% 5121Z. SNSDERD ) b RIKS
BOHIV 7 v 7 7 — CHEHEEEE RS NETH Y . ) H2fH
OERITTCICTOT 7 —EHETFNIIFEL Wiz, 771
FEN, TEIYFFENL, £ 2T FEL, d¥FEL, £V T 1 F
v, ) R FE, B FFE D DL\ idtipranavir (2 HEPEO R 5
BERRL, 113%K. 3IF DN A FERR 3UBRC 202/ C21 3735k [ 1NC208/C215
FRBRIRAT |2 AL A A AL S 72 BBk o AR FI 1 G- BAA T O 75 BEvE886
FRIZBWT, KA T HFC>10 (hoefl) %R L7zoik, 10M8
iz ZHIVI U7 7 — EHERMWEREEE R 2 o 7207 7 v
—TDOHRTH - 7% 0

18.4 XXM
HIVZu 77 — EHEANII L L EDS RO STV, 707
LFEN, THZHFFEL, f I FEL, BEFE L, RV T4
F U, U M FE, HFF U XidtipranavirlZ if$ 5 Bk
HMET U 72 B PR 2 BERRS , 3098k D90% 12 %) LT, v F L D&z
P TIRI0fERETH Y . 1FE ALEOHIVT BT 7 — B HEHIC
X LCHit M Z2 7R3 7 4 VALY VT EV ORI RES L Tw
720 HIVZ T 7 7 — ¥ HEHIM AR 2> & 2R L 72 )0 5 BV
HZRTIRD ) BTRRIZDOW T, tipranavirlZ B3 A i A e S
. THRD 9 68k CTldtipranavir (289 2 K F AN E o 72
(FC< 3) kb6, ¥IF I Etipranavir & O %8 Ziif kX BRE
B CThDIEAREINT VD, TERAEFORCPL, X7 LAY
K/ 27 LT FREEERERZIER, JEX 7 Lt Y KRG
B IEH], A THEXR & 7V EL & ORI LM E Lk
b‘t%’f_ gﬂn;@wm 60)0

19. B2 CEAT 3 IEEERMA

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

b4 : (3R, 3aS,6aR)-Hexahydrofuro[2,3-51furan-3-yl1[ (15, 2R) -
3-1{[ (4-aminophenyl) sulfonyl] (2-methylpropyl) amino}-1-
benzyl-2-hydroxypropyl]carbamate monoethanolate

4513 0 CorHarN3O7S - C2HeO

454 0 593.73

% IR HEoBhER

(= S5

CHs

Fl M 100~105C

ELAREL - LogP=2.47 (1-% 2 % 7 —)V/pH7.0#% i)

GBI N N-VAFIVRIVLT I FIHBDTHEITRTL, 7 b
ZRYVIZETR T, AT 7 = VIZRRBEITIZLL,
57— (99.5) IZEITIZL L, 2-7 a8 — )V R UKIZ
TR THEITIZ Vo

* %22, A%
60%E [R M, NTF]
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