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T (23.7%) . E| R R
L 514.9?0)[{%
EE [IHL [ '}% 8.7%) . 1
HBEE (7 6. pemedng
NN
. R
FIE AR E | R 2R

&3

9% (10.3%). < |8, 7L ¥—

9 BEAE (5.6%) . IGEN

TRz
TS N 2

MR | IEOT/ B, |5, BB, A
e TR | I Wik, ZiFEE, WO
Jedi . BEAK I 95 0K 1
. i
e | PR DR T
i Do R, 52
S BTEERE, BRIEL
B O R i i L BEEFIE. SR
ERARD KIEILALE
ALl

1% I 1%k i
SHEERD | (8.6%). M| Fhh, BIE, B K
BRI |5 (5.5%) R
FUILER AR D, 07
ERHGR A, A R
e |15 1
K77 A % > [ AR
E
13. BERSE
13.1 LE

AFNLBHIC L D BRFEE NV,

15. ZO/DEE

15.2 FEERPREABR ICE D < 15k

15.2.1 Eﬂ*ﬁ]é&%ﬁ (7 v M) T, i_JI[[;ﬁ\ 0 5%
iy B DR OV RVIRIR IS S S i R B LTz T HALER
Ay RTIAF UVEMOEEE L I2, RINERSS
A= DO T DRBADII S NP 20,

15.2.2 14235 526H (b FO3ARMICHY) FT. 4
ET v MIFIVF BN E20me/kgh H1,000mg/ kgD H &
TG LR, SEEBIARRD STz, [2.4, 9.7.12H]

15.2.3 <7 AR T v M EHOWZRABEEREOR R, 1
THEVZ ) e A 1 7 BRI B R B i ORI R 0 S8 =R o0 B
. MEZ v MZERARIEILMIBRAE 23500 & 7z 20

15.2.4 @@t (n vitro X O in vivo) L:z‘o‘lﬂ“( 5
WF EIVIEREPETEH - 7250 32,

16. ZE4pEHEE

16.1 MEE

16.1.1 7°U < 2 2$2300mg™
BERHEALZ. U b Ev100me# 1 H 2085 H i SER RS- o3
HH 24V F ¥ v300mgdie2si & Ak AR %G L2 & &, 1
BRSOV EOVIREE 2. 0MERT (P ULfiE) #2102 Cmax (5.96ug/mL)
WL, FISHE =i Tk Lz (361, 1) %,

£1 U FFEIL100mgE REROREHICHILFEIL600mgE BEIC
BEZOREL-EEOMFEHRFILFEILQOEYERENT A —4
SEYTHREINT A — ¥ FIVF v/ k- EIL600/100mg
Cmax (ug/mL) 5.96+0.888
tmax (h) 2.0 (0.5-3.0)
AUCw (ug - h/mL) 102+46.3
tiz (h) 17.8+€10.3

tmax © FPRAE (FERH)

8

P fil = R (N=8)

7

6

MRS ILF ELRE (ug/ml)

0 12 24 36 48 60 72
BfE (h)

K1 URFEIN00mgE RIEROIREHICH IILFEIL600mgE BIAICE
EHROR S5 UL EDMEFR LIV FEIVRERRE (FHEHEERZS)

) 7 YA 5300mglZIEFEH IR .

16.1.2 7' < 2 2$2300mg™ /600mg
BEHEALZ. U b Ev100me# 1 H 2085 H i S ER RS- o3
HHIZ. IV F ¥re00mgtl L 1E300mgie2sE % 22 MR 3L Id &
ICH MRS L7z & & oM 5V - COV g E-RE R HER &
B2, HYBPHE/ ST X — ¥ & FK2ARTH, WHEAF—%)



7 —o— 300mg & 2§ (Z=RER)
_ —e— 300mg &2 8 (&%)
£ 6 —A—  600mg § 1 58 (ZREEF)
3 —a— 600mg & 1§ (B#)
w5
£
2
5 4
N
2 %
&
g2

1

0 . . .

0 4 8 12 16 20 24
B (h)

E2 U kFEIN100mgZ1H2ESHBERERORSRICHILFE

J600mefiE 15 X (3300me 2 & FIRFE R I B1R (CHERORKRS
L EZ2DSF I FENOMFEFRERS (FHiEHEERE)

%2 U MFEIN100mgE RIEEO/RSHRICHILFEILE00mgE
BEROKRE L EEOMFRLILFEINOEYERE/NT X —4
B FVF /1) b EIL600/100mg
INT A=Y 300mghi x 26 600mgfi x 15t

ZE NI -
N 47 47
twmax (h) 2.0 (1.0-5.0) 2.0 (1.0-5.0)
Cumax (ug/mL) 4.13+0.81 4.21+1.18
AUCw (ug - h/mL) 93.7+34.2 92.4%40.3 (N=46)
tiz (h) 19.1%7.26 19.0=11.1 (N=46)
e Shac
N 47 46
twax (h) 4.0 (1.0-5.0) 4.0 (1.0-6.0)
Comax (ug/mL) 6.02+1.60 5.80+1.08
AUC= (ug - h/mL) 117+53.6 111%40.4
tz (h) 15.8+5.28 15.9+6.84
tmax - FULE (FEFH) ST il + A (R

HIVHEFZZAA/ ) b F EIV600/100meg % K E S 1 H 2081 SUERE 1%
5L 722385k (C202 % U'C2133ER) & D &L F €L DRSS
BN REMRATIC X B I EWBIRE S5 A — & OHEEM 2 K3IT, EFIR
BIZBT 250V EVROY b BT imsE g 4 K312
R, GHEAT—5)

R3 HILFEIDOEYPERE/NT X —ZDOHEEE

e o A1/ 15 € 1600/100mg
KB T A =2 1H2E (N=119)

AUCrz (ug - h/mL)

P + R e 62.3+16.1

hoefiE (EPH) 61.7 (33.9-106)
Co (ug/mL)

P £ R 3.58+1.15

i (HEPR) 3.54 (1.26-7.37)

10
—— YIIFEI (FE)
- Q0% R
5 8 ) - U RFEL (FiE)
E .
oo
2
1
8
+
5
=]
—
00 2 4 6 8 10 12

Bl (h)

X3 &EF/U FFEIL600/100mgZE 1 H2BIREHRS L -EEDE
BIREBICH T B HIFENRVY M FEILDQMFERRERR
) 7 YA F §E300mgld B FEH Ik o
16.1.3 7’U ¥ 24251 — 7 §400mg/800mg™

RS ALZ, U b EV100meg % 1 H1IE5 H R RE&E %S o3
HHEIZ. VT Er800mgil it L 13400mghe28e » 22k ik &
BACHERE S L & & olmEd 5V COVig - RER %
X412, SEMBIRE ST A — & & FATRT, FHEIAT— %)

9

8 —e— 400mg & 2§ (Z2RE6S)
_ —A—  800mg & 1 8% (ZRERF)
_5‘ 7 —e— 400mg & 2 & (&)
§ . y},"\' —a— 800mg & 1 8 (&)

=

ﬂ'i( i
| 5
=2
g
2
®n 3
H+
& ,

1

0 & T T T

0 4 8 12 16 20 24
B (h)

X4 U FFEI100mgE1BIESHBEREZOH/RSHICHILFE

JV800mg#E 15iE X (3400meE2i & ZIFF XS RIRICHARORS
Lic 20 HLFENOIMFEFRERS (FHELRERE)

&4 U MFEI00mgE REZORSFICHILFEILB00MEgE
BEEORS L EOMBERSIVFENOEYPFE/NT X —4
Sy ERE FvF I/ b EIr800/100mg
NIA-F W0meghix26E | 800mefix 15
2R
N 81 78
tmex () 2.0 (1.0-23.9) 2.0 (1.0-5.0)
Cues (ug/mL) 4.87=1.44 4.91=1.33
AUC= (ug - h/mL) 105=65.5 99.5+49 4
tve (h) 16.1=8.38 17.0+17.2
TS
N 43 4
o () 3.0 (1.0-6.0) 3.0 (1.0-5.0)
Cuex (ug/mL) 7.03+1.67 6.77+1.67
AUC= (ug - h/mL) 110=35.5 110=41.6
e () 13.5%4.77 14.0%4.62
e+ TPOLAE (REPH) Tl =

FNF /) R EN800/100me% £l H 1 A #E %5 L
7-HIVIS e 23356 0 M4 57V 5 OV EEAl % F v 72 TR S [ 35
W BDREMAAT I X BIEMEIRE S5 A — ¥ OHfEEM 2 F510, EHRIRE
2B 5 5 F VOGRS % X518 357, (JREA
F—%)

x5 HFIFEIOEMERE/NS A —2OHTE (48MERF, C2115ER)

F I EIV/1) kI EIL800/100mg

A7 A=y 1H 10 (N=335)

AUC2 (ug - h/mL)

P = i (7 93.0+27.1

FRgefi (APH) 87.9 (45.0-219)
Co (ug/mL)

P = i (R 2.28+1.17

rhgefi (dERH) 2.04 (0.368-7.24)

10

-

=

Y

oo

N

[

1 g

14

S
\

N

=
g —e— SLFENIY R EIL 800/100mg q.d. 4 BEF
¥ —— HLFELIY FFEL 800/100mg q.d. 24 B
E=| (N=13)

—&— SLFEILIY FFEIL 800/100mg q.d. 48 ERs
(N=10)
0.1
(1] 4 8 12 16 20 24

B (h)

X5 #ILFEI/Y RFEILE00/100mgE BEICIBIERERS
L7 & X DEEIREICH T 5 4 IVF E L DT M chiR e #ig
E) TNV AYFA—TEE400me/800mg (ARG &V V) 1dIRFEH Ik e
16.1.4 M3E
BER MSE B REIRAT ORGSR, B FHETO SV F UL OBEE R
BYEIZH L16.8% o 7275, Z DFERIZIRNERIE 20D,
GHEANT—%)



16.2 TRIR

16.2.1 $EHBYINA FT7ANLFEY T 1
ERERL LS. AFIE ) MUV E ARG L& X ORK
DHRIHINA F T XA FEY T 11, RFHESFRGEED37%75 5
2%\t L 722V, (WHEAT— %)

16.2.2 BEDHFE
FVF I/ b FEN400/100mgx EF &R G Lz &0y
WFENDCrax L NAUCrsild . ZEIERF% G- & i L CH30%34m
L7ze B ANEOES (BH oY) —13240~928Kcal) #EHLL
ol &, AHOWNHEIZL D F N F ENVDCmax Sz FAUCrast 12 72 13 A
Mo, BHEANT—%)

16.3 9%
FNF O EEAKAEIZNB%TH Y . I MmEEalk
PHERE RS L2 (n vitrostlR, PERENTE)

16.4 X3
v NFIza v —2F i vitroitBET, SV FE VIR
CYP3A4IZ X VERILIICHRBI SN B Z LRI E N IV F Y
NVOEACHIESHEE D ) . BAERHIVERIZN§ 2 i5MEE T
L REEDI0%BLL T TH - 720
MEHERL AV MCEES R L 7= V- €L/ ) |k F ¥ r400/100mg % H.J8]
RO Lz e &, mEETRRUEE O K E R LA R TH %
CEMRENLD, FHEANF—5)

16.5 HEittt
fEEHE R A HCHREEE L 724 L F L/ 1) b F E)L400/100mg % HL[A]
OG- L& &, BGHETREDRITI 5% A FE P IZ, #913.9%7)°
RACHEE S e F 700 REME ORI, #EdhA541 . 2%.
JRIDSHIT . 7% Td > 722,
FVFE150mgk B CHIRNE G- Lz kg s )75 v
Z1332.8L/hTH ., ) FFENIOmgL Lz 2L H s
)75 Y AZ5.9L/hTh -7 WEATF—%)

16.6 JFENEEREHT 8%

16.6.1 FTi%REREE
BER O EEFREERSE (£861) ICAKF /Y FF L
600/100mg % 1 H 218 [ f5#%5- L 72 £ E D &)L F BV D3 BhHE %
TEHER R & I L 728 & BHEREEROON o7, BB,
EENRERE AR E LARBRIEERL Tk n?, [9.3.22
18]

16.6.2 BipepEE
AR E S (CLer?’30~60mL/%5) % A3 5 HIV-1i&geH#
(2061) 1I2HB VT, BHEOKTIZL Y ¥ L F EIL g ke
HEREEN LN EAUR SN, BEEEREE RIS ES
HY HHIV-1EGEZIZB 2 RBIIEHB SN T RnDs, 7L
FENVEEIHETRBENLZ Ens, BEEEZ T IVIE
NVOEHGZ )T T AFET LAV EHERESND,
FNFENKT) M FEVOMEEAKAGREIEVI L6, 1
WOBHT R JEIEBT 12 & > THRZE SN B ITREMEIZ RV,

16.6.3 117, ERADIERE
R OHIVIEGLEE (1160) 12, &#1/1) -5 ¥ )r600/100mg
ZlH2EF%G L7z &, 0V F ENVDCmaxs AUC120 M O Crminld
WRERR (6~121 : 1161) & IE L TEN2N28%. 24% M U17%
WA L7z RSB (116)) TiE, # 0V F EILDCrack FAUCizn
FENZEN19% K 17% A Ly Canld2% E5H- U720
IR I OHIVE G B H (1661) 12, ¥V F e/ bF L
800/100mgZ 1H1E# 5 L2 &, ¥V F ELDCmaxs AUCom %
OCuminld HEER (6~12:H : 156) &L TZN2EN34%, 34
% M U32% 3 L, iR (1460) T3, 21 ENn31%. 35%
T UB50% A L7129, [9.5.2581]

16.7 EYHEIER

16.7.1 HIEHIDEE
FUF /1) b EIL400/100mg (1H2E) &4 X 75—
V20mg (1H1MA) Xixs =F ¥ »150mg (1H2[) ZFHH L7
LELFAT IV NV ROPFTZF I VIET N F ENDCmax 2
AUCLIZEZ RIS o 2W, (WEANF—%)

17. ERERRCIR

171 FIHRORESMICET 255

17.1.1 BH B MAHERPRER (C214548% (TITANEER))
PHIVEOBRERERH ) aEF L - ) hF L (LPV/r) 12
& DGR ER DS e WHIV G BB 5950 &2 MR & L 7=V B
600mgz U8 k- Er100mgd 1 H 2 # 45 (DRV/r 600/100mg
BID) LT EFEL -1 FEN400/100mgd] H2E %5 (LPV/
r 400/200mg BID) OEEAEZEIF T X 5 IEE A A ML Bk
FEML 72, MEEE W REFIEEMAZ L L 72 tHIVEE %
Wiz MEOBEHET R L OEEFEEICRY 1$A SN, DRV/rEE
298B1 D AEHEH YL 13 405% (FEFH 18-68) . HMEAT7%. AFHIxH
AN54%. HA18%. b A/8= v 715%, T T ANI%TH - 720 %
SR M HIV RNARFI5ME i34 33logina ¥ —/mL. CD4F:
1) 2 SEREL O R YLE13235/mm® (#iFH 3-831) Td -7z, 965EE:
DFFR A % FURTY,

1 BEREEOBE (C2145K58)
DRV/ri LPV/ri
600/100mg BID | 400/100mg BID
+OBR™ +OBR™
N=298 N=297
ANV AER R (HIV RNAR)
<4007 ¥ —/mL#)- #2) 66.8% 58.9%
<507 ¥ —/mL#) 60.4% 55.2%
TSN B DS
(0t g ) L 182
A v R ERR S 11.7% 22.9%
TR R 7.4% 13.8%
)Ny i) 4.4% 8.8%
2 AV A7 LAS & B35 1) 0% 0.3%
IS EERRICL B350k 7.7% 6.7%
DB & 2 $ 511k 14.1% 12.8%

1) TLOVR7 VT & L THiSE

1#2) 96 AT<400T ¥ —/mLTH > T [THHEMINCER) | o BEITEED
5L 7

1E3) NC=FTHis

7E4) 16 OHIV RNA#.>4002 ¥ —/mLTd - 724

963K £ TIZHIV RNA®RAY<4002 ¥ —/mLICFE - 7248, 9613 <4002

¥ —/mL T % o 72

963K £ TIZHIV RNARA <4002 ¥ —/mLIZE S %o 7261

Optimized background regimen : Z# L S N7 FHEBFEOM A

(2NRTI=NNRTI)
BEIVEIZEBIEIE, 74.2% (221/29861) Td o7z EREIWEMIE.
THI96H (32.2%) . FELS56] (18.5%). 5953761 (12.4%). w5
b7y FHEESSHE (11.7%) . B335 (11.1%). 830
Bl (10.1%) THh o7z

17.1.2 @546 TbiEEER (C202/C213:%E% (POWER 1. 2:ER))
EE P L NV 2 R THIVIEGEE 23t R & L7220 D MEfE
BEHTIC & 2 AR E R 2 i L 72 BEAAT OS5,
DRV/r 600/100mg BID#E131%0 0 4F fif b Jufiti 12 435m%  (FEPH 27-
73). BUEAEI%. AFEIZEIA81%. BEAL0%., & A/8=v 2 7%
Tdholzo HGHOMPHIV RNAEFIHMEIZ4.61logina ¥ —/
mL. CDABPEY > 3Bk oo pgefitii2153/mm® (#ipH 3-776) <
B olz. PIHIVEDGEE (FH3EHI%) (L. DRV/r# (PI2%4
#I. NRTIZS#). NNRTIA1H]) &xFRPIHE (PI2%4%]. NRTIZ%6
#I. NNRTIZ1#]) LFEET® Y. Enfuvirtide (ENF) il
DRV /r#EAT20%. %t HRPTEEATI7% T & - 720 9638 0 i R Bl i
% FAFTO,

x2 EEREEOBE (C202/C213:%88 HFAME)

15

16
E7)

DRV/ri -
+HE HET)
600/100mg BID | U HEIEES
+0OBRI® +OBRY
N=151 N=124
2 AV AR
glw?ﬂéﬁq .Ologio? ¥ —/mLJL |k 56.5% 9.7%
HIV RNA##7A5<507 ¥ —/mL#*) 38.9% 8.9%
A v R EEHERR S 29.0% 79.8%
Ep-s LI v R 8.4% 53.2%
YoNvy R 16.8% 18.5%
v AL A4 7 LY 3.8% 8.1%
TEIHEFRIC L 24541k 9.2% 3.2%
DB & % $ G- 1k 5.3% 7.3%

1) TLOVRT7 V1) X A THiSE
7£2) 963KFAS] . Ologio T ¥ —/mLEL Bk TH > T [HHROMICHER ] of

EAEE S Y

N—= 2T A YH» 512 OHIV RNALZ0.5logio T ¥ —/mLE LD A
R0 B Ao 7245

AR OHIV RNAIZL . Ologio T ¥ —/mLEL EDJRAA A & 7255, 9638
121 . Ologio T ¥ —/mLEL LD AR & ik h o 72451

96:EEE F TIZHIV RNAAYL.Ologio T ¥ —/mLEL EOANZE S % 0o 7241
Optimized background regimen : £ bt E W7 EREEOME L
(2NRTI*ENF)

HHBEOPIZOEF YL/ FFEL 1 36%, (KZ) 77 LFEL:
34%. ¥ FEN 135%, THYFFEL 1T%THY ., 23%DEET
boosted PIZS2#I4FH & 7z,

EHHMRE (BEFEBTROCRBREENR AO7 1 ILREH
ZHER : POWERRER K O'DUETHEEIZ BT 2DRV/r 600/100mg
BID#5-61 0 B & BT % 33 [0 VR4 R T o GO E TR
fEHTCTIEVIIIL, V321, L33F. 147V, I50V. I54LXIZM. T74P.
L76V. 184V IZLIVOM AR N3O LL LFED BN b B4
DRV/r®D 7 A )V AEWR RS LTz TGO TV F D3R
HRENT L7 AV AZBR RO FHINTTH - 72,

E3)

*4)

5
16

E7)



*3 EFIMMHRE (BEFEMBIT) FU/ENFIRERID24:8ED
LIV AERRR (K500 E—/mLOEEES) : POWER. DUET

HERO AT
: iE) L
L mutations & ENTALT | ENEhsssn
o 45% 39% 60%
- (455/1014%1) (290/74141) (165/2731)
0-2 54% 50% 66%
(359/66081) | (238/4778) |  (121/18360)
3 39% 29% 62%
(67/17201) (35/120%1) (32/5211)
. 12% 7% 28%
N (20/171%1) (10/135%1) (10/36%1)

i) ARA/ ) P EVATH T S B R G S5 T 0RO (V1L V32LL
L33F, 147V, 150V, I54LXIEM, T74P, L76V, 184V XIXL8IV)

x4 EFIMMERE (RITEEN) BI/ENFIREFI 024880
AV ZEHE (<500 —/mLOEEES) : POWER. DUET

HERDGHE AT
ZIFELD "
phenotype® ~ ENINRT | exmhsssn
(N=2F 1 V1)
Al 45% 39% 60%
ranges (455/101441) (290/74141) (165/27341)
<10 55% 51% 66%
= (364/659%1) (244/47741) (120/182151)
1040 29% 17% 61%
(59/203f1) (25/147f1) (34/56%1)
10 8% 5% 17%
(9/11841) (5/94f1) (4/24f1)

{£) Fold Change (FC) : ECsoD 552 1L

17.1.3 BHEIHEHER (C2295 5% (ODINEER))
PHIVIED RO H 2 HIVE G B ESIOR 2/ f & L2y
L FEL800mg K VY FFEN100megD1HIEFS (DRV/r
800/100mg QD) & # )L F ¥ L600mgl U k F ¥ 100mgn1H
2[a#% 5. (DRV/r 600/100mg BID) OMEAEZE Y 1512 & 59k
ERRE A LR 2 9206 L 720 Ml s D12, 2K L EDONRTIs
1L BBIESENH Y, YV F UV AR (V1L V321,
L33F. I47V. I50V. I54M. I54L. T74P. L76V. I84V. L89V)
L VWEETH o720 MEEOBE RN OEESEEICRY 1
A BT, AR X405% (FEFH18-77) . FBMEA%64%. AFf L
FIA36%. HA26%., ¥ A/8=v 718%. T 7 A15%Td -7,
5RO M P HIV RNARFI5ME 34 16logiT ¥ —/mL. CD4F;
P B O H L 132228/mm?® (#iFH24-1306) TH - 72, 48
TS O B R BAE % 2251271 37,

x5 BERREOBIE (C229:5)

DRV/rff DRV/rff
800/100mg QD |600/100mg BID| B i
+OBR™ +OBR | (95% fRH#IXRH)
N=294 N=296
YAV AR 1.2%

HIV RNAZ <507 U /min | 212 (72.1%) | 210 (10.9%) | o 7"
HIV RNA&O# 54175 DZAL 184 180 -0.04
(P390 ; loga € —/mL) ™ ' ' (-0.24 5 0.16)
CDARGHE ) > SHRB O K 5 108 12 50
DAL (Pl 5 /mm?) = (=25 16)

1) TLOVRTZ VT X 412 X 0 #ise

#2) BUSHE (%) OEOIEHTEMIZHES

7£3) LOCF (Last Observation Carried Forward) #fi5¢

H4) Py

##5) NC=FTHis

7#6) Optimized background regimen : ZE#/t & N7z RIAEOM AT
FEIERSSBIEIE, 42.5% (125/294%1) Td -7z EHEITEHIL,
THI4261 (14.3%) . HE03861 (12.9%) . HEHE2006] (6.8%). 5%
2061 (6.8%) BEFE14B1 (4.8%). WEHE1361 (4.4%) Tdh o7z,

17.1.4 BHE MR (C2115:K8 (ARTEMISEER))
PLHIVE O RO % WHIVIEG B H689F A xf R & L7z ¥
Vo EL800mg K U8 b F Ev100mgd1H 1S (DRV/r
800/100mg QD) LT i - 1) b FEILDIHEG RS0 -
200mg (LPV - r 800 - 200mg/H) OHIEAEIITIZ L AIEEHK
ARG £ L7z WL b7 /) (TDF) 300mg
FOTa by v &Yy (FTC) 200mg% st E Lz, MED
BEEERLOEEFEICED EA 5N, DRV/r#E343060 O£k
L EIE345% (HiPH18-70) . FEAS70%. AFEIE T A40%, FA
23%. L A= 723%., TV T NIB3%TH 720 FKHHOMA
HIV RNA#FI41fE134.86logioa ¥ —/mL. CD4F) > 7Sk
DI IE228/mm® (§iPH4-750) Tdd > 72. 192380 F R B
% RO R URTRT,

R6 BRREEOEE (C211:5R)

DRV/r# LPV - rif
800/100mg QD | 800 - 200mg/ H
+TDF/FTC +TDF/FTC
N=343 N=346
A NV AFEFR (HIV RNA)
<5071 ¥ —/mL* 68.8% 57.2%
<4007 ¥ —/mL* 75.2% 65.0%
A =Tl S P
4227)15?15 1?0§1<§Iéﬂ/mL>m‘ 28 208
7 A OV ASER G 16.0% 20.5%
DAL/ 11.4% 14.2%
AV A O 2 LEY 4.7% 6.4%
PRI HEHFRIC L 285 R 4.7% 12.7%
MDFHIZ & 2 PG R 14.3% 12.4%

1) TLOVR7 V) A A2 & #lise

32

IESER Bl (FeG-hikfl) OZALIX0L L THISE

1#3) 192388 F TIZW A )V A AS<50T ¥ —/mLICE - 7275, 19238853 <50
¥ —/mLTId %A 7261

F4) 192BF F T2 A IV ARA<E0T ¥ —/mLICE S %520 7261

11:5) FDAW A & > A5 192D ERE (77 4 )V A I A AT IR F)

X7 HRE5RTHIV RNAEZID 7 1 IV ZZEHE
(<500 E—/mLOBEDEE)

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

<100,000 ¥'—/mL 69.5% (157/226f1) 60.2% (136/226f1)

>100,0007 ¥ —/mL 67.5% (79/117%1) 51.7% (62/120%1)

EITEFZE BRI, 65.6% (225/34361) Td -7z, EREIERI,
THILL6H] (33.8%). BEUR60BI (17.5%). FL5561 (16.0%). 5
353561 (10.2%). fE#3261 (9.3%). W&mH-2161 (6.1%) T -7z

18. EEhEIE
18.1 fEHHF

FVFEIVIFHIV-178 7 7 — ¥ O2ERIb K OB R 1 % (5
T 5o AHNIHIV-UEIGSHILIZ BT AV AD T~ FF %Gag-
PolR ) ZREIE QUMW % BIWICIHE L, ZOfRER, Ktz f
T BT A IV ADER & T %o ARHNEAp4.5% 10 *mol/L T
HIV-1707 7 —BIZReHNE* AL TBY., HIVFe 77—+
BRI PER T R OB L ZITI2L o T MO FE 72 13H
D b TaT T =BT S HEEHIERRO b e hro 72t 52,

18.2 iV 1 IV X{EH

ANk e N THIRERE. b FRIMEZRKE e IR/~ 2707
7 — VBN S 7 HIV-1EBRE /R OB R 4 BERR . 3B ONI2
HIV-2%ERE Rk LIHIER (ECsofi : 1.2~8.5nmol/L) % 7R
¥ RHNIHIV-17V—7FM (A, B. C. D. E. F. G) KU~
=T OD IR 5 HERRTE B O BRI \Zin vitro THLY A VA
M (ECsofi © < 0.1~4.3nmol/L) #R$. In vitrolBF b4
FloPtr 4 v AERIE. 50%MMBEEEEVER % /R 3R (87~>100
umol/L) £ H T IRVEETRD O NS, KA DOECsoE 1E
b MIEFFE T Tl P Yefii 5. 45 v e RFNZHIV 707 7 —
PHEH (7o 7L FEL, 2NV T4FELRTY MFEL) &
PEHT A2 LK DHEIEZRL, X7 LAY FREEEE R
HEX] (FANHEN, D¥ Iy, TAMN)IHIEY, 53T
VIV T Iy UV I E VROV R TV V), X7 LT
FRUSEGRBEEREHR (F /KRN, X7 LA+ Y FR$EEE
BHEMEHR (), T77ELYY, FIELY L, %
ESEY RO IVEE) V), HIVZa T 7 —EHER (7555
v, 4 YFE), n¥F N, ¥ ¥ UV K Utipranavir) K
OBIATLEH] (enfuvirtide) &S 2 2 &2 X W HIMEM 2 7R
L7z RAE 215 OH L OB THRIUERIZZEO Hh

Bdpo 129 0,

18.3 ZHIM4

F OV F ENVERET TR L B ERHIV-12 Stk 1 v 2 %1%
572012, SEL EOMREBY R LZE ZAH, THET AV AD
FEBIDEED BTz THPEY AV A2k L TAKNZ400nmol /L % #
25 JERECYAREIE] 2 7R L7z (n vitro)o Z OMEY £V 21,
KRFENHR L COEZHED23~50FKTFTLTBY., Jur7—¥i
farll2~MiD7 I JERERYE L Tz, TNHDOT A IVAD
FUFENRERTE 7aF 7 —BNO T 3 BERO RN
RO SN Dotz HIVZ O 77 — PHEAMMELERZ A5
IFRDHIV-1%5 5 F v F VDT (ECsofili 353~ 641152:1L)
%in vitro CHEEE LS, YV FELIRERO a7 7 — BN
207 3 VBERSHB L, 209 HLI0F, V321, L33F.
S37N, M46I. 147V, I50V. L63P. A71V % OFI84V D Z8 Fidiiif 1k
THEREDS0%BIZFED bz, FVF EVittE (ECofEDIL ;
fold change [FC] >10) &7 5123, SNHDERD ) HIRES
HOHIV 7 87 7 — Y HERHEEEE RS LETHY . 9 B2
OERIFIT IO T 7 —EHETHICHFEL W, T 7L
FEN, TEIHFFEN, AT FEL, ¥FENL, fIVT 1S



v, ) MV, X FEND L\ idtipranavir (ST PEO B 5
BIERRL, 138K, IF DN WY HER IR RABRC 202/ C21 37484 [z 1°NC208/C215
FRBRIAAT I AL A A S 72 B BRE O AHN ¥ 5 Bl AT O 55 BERE886
KRlIZBWT, AR AFC>10 (hdefl) 2R L7z0id, 1018
2 LHIVI U7 7 — CHERMEEEE R 2 o 7207 7 v
— 7"0)}}\-(% - f:58) ~60)O
18.4 XX mtE

HIVZ a7 7 —¥HEFANIZLMESED ST v, T T
LIV, T¥FFEL, £ I FE)N, OEFEL, 2T 4
FEI, U FFEL, FFF UV Xidtipranavir i i 5 Bz
HMET L7z B R BERRS, 3008k 90% 1%t LTy 4V F ¥V Dz
MR TIXI0fE R TH Y, 1T AEOHIVZ T 77 — BHEHRIC
W LUCIEZRT 7 A VATV F E L OEEHE RS LTw
720 HIVZ T 7 7 — B BLEH MR A S8R L 72 570 F €OV
P& R TIRRD 9 HTRRIZOW T, tipranavirlZ B9 A Mt AR &
. THRD 9 68k CTldtipranavir l2 &3 5 B AL T AN S o 72
(FC< 3) Z&MbH. #IVF Ul ktipranavir & DA LML BRE
HCTHDHIEIPREINT VD, TEREFOEVLL, X7 LY
/27 LA F FREEERREMEN, EX 7 LF D FRVRE
BERIER], AATLER L ¥V 7 EN & ORISR LR E L2
vy t%i %ﬂéw)\ 60)0

19. BRI ICET 2 E{EZHE R

— W - YV F UL Iy — A (Darunavir Ethanolate)

154 © (3R, 3aS,6ak)-Hexahydrofuro[2,3-51furan-3-yl[ (15,2R) -
3-{[ (4-aminophenyl) sulfonyl] (2-methylpropyl) amino}-1-
benzyl-2-hydroxypropyl]carbamate monoethanolate

5373 - CorHarN307S - C2HsO

43 1 593.73

IR BokEk

[l 2w

CHs

il 0 100~105T

SEAREL - LogP=2.47 (1-% 7 % / —)v/pH7 . O%% i)

BIRE N N-V XF VARV AT I FIZBOTHETRT L, 7 b
SPUNICETRT L, AF 7 —VIRREITIZL,
7 7 =) (99.5) IZEFIZL L, 2-7 a8 — VR OVKIC
TR THEITIZ L Vo
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