(FEREEM)

kR & 4 T O AEF A —TEE 400mg

2 | — & % FNFEN & )

3 B3 E 4 Yoty 7ry—<Rett

4 Ry - B LEERZ VN =X ) — )L 433.64mg (XL ELE LT

7TOE ] 400mg) AEETS,

BE, EACEE AV FTELE LT 1E800mg &V FFE/L 1B 100mg

5 AiE - A& ZETNEN 1B 1EREPIRERZICHRABE TS, BEIZELT
V. NTHOBTHIVE G T3 = L,

6 Zhee - R HIV YLsE
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B OEERESE BXRFAMIE I ERS
HRPR: 2 F(REZRROERBBHIZFERT L) 87625
RO A LA EREH
T U S5 9 ,f _7‘11‘ ﬁi
P T REF #E 400mg
EBRE
PREZISTANAIVE™ Tablets EHRE
ANFEIL TH/—)L{TnR R
* IW—EHEDN S EAICEYFERTLIE B E 2006 & 6 A

(B (ROBHFIZIZEBELLEWLIE)]
1) KFOES I LARECBRERENH5EE
2y PUTYSL, EEYSLEEDE, THTEZIL, DER
OTAITRI, TNTAR) AFRLIILTA MY, N
WFF24)0, TOFwl . DITFFToIb (LISFF)
#BE5P0REE ((EBEER) OESE]
3) BHEFRER. iR, LR, 3 BERBEOHR [IMRE~DER
51 ltohozs) owsE)
[#8 B - 1 K]
BRSEHR T1) DRB S 4 — T 400mg
B -a8 | ALFENL T4 77—t 43364mg (XILFEL
& LT 400mg)
| BRELR—R BERKT(E. JORFE R,
AFTIUUEITFRUGL, RYEZLTZILI—)L
(Bt Adey) . <2 B T—)L 4000, BHEF 4 >,
AN, BRABESSTZTIE I LL—F
B-FE | STVEWEWNBOTINLT—T TR
a8 F@ =@\ {lm

Cwed | CGomd | =

KEX EE (mm) | BE (mm) | BEE (mm) | EE ()
18.1 9.5 57 0.87
#HAES | TMC

HIV B ohE

s (e - pMIZEET SEAEDTE) 00 :
1. RERBRBOAZVHY BREERICHERAT S L CARREROLL
COHV BRRBELAICHT AEMERVRSEIFREIL TO
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AV :
m.%EﬁﬁHV%%Ewﬁﬁﬁ%ﬁﬂmCm@ﬁuyNﬁﬁﬂﬁ3
{ ISP HIV RNA BAMEIEL S hT WD, REIOBAIZSHE-T |
[Z. BEOD CD4THIE Y >/ BB R UM B HIV RNA B ZHRT
, bEEBIT. BEFOHTA RS A U&HBT L,

V3 MR HIV BEEICH L T, ARIBEICLS5EWNERURSH
bOASEELLTLVELY,

(R&-RB &)

WE. RASESALFENLEL TIEE00mg s ) 7 EJL1E100mg
FThThIBIEREPXEBERICHARST 5. BEITERLT
&, BFRORHVELHRAT L &,
: (A& - BRICEAT H@A L) :
CLORRIZEBARE, RNV RIS ATRBEROEMOL L
' TH®IEI L, '
L2, M HIV EOBBRRBAHLIBE~OME - ABE. TUSRE
i fE300mg DFRNXEESHEI L L. :
3 AFOFAICEL T, TRZ - AR ORBICED. 27EY .
Vo BETHEREAT (7245 —) LT MFELEHAT S
: Zé&, E
vAERRETE VAR (HV) F BEORN S SESHELER |
P O REAL. BHMMEERBLOTVIENHOR TOSDT.,
s RHIMEDB HIVEEGHET S L. :
D5 RFILOE HIV B O RAEEICBOT, EREAGRLEET
. %UHE%Uﬂﬁmﬁ%ﬁL\%ﬁmﬁﬁﬁﬁﬁﬁﬁé&ﬂﬁg

EhBEICE. KFBLEHALTLAEOH HY EO— |

BERENEAET 0TI, REELTARRUHFAL

TWAHBDMHY EDES5EIAT—HPLETH &, '

-

DR VUEHBTAGEICE. DF /L ULBRICESY S |

SEEENTLADT. RFRVY FFELEED 1 BRI |
ko BRIz A /L oERETEI L, :

(/A LDERE]

. RS (ROBEIZEZMMIZPET D L)

1) FEEOHLEBE [(RFIEEICHRECRE L, FREESE
THENOLPRESNFET S50 0H 58, EMMIHT
BEREETSUEBAOREEZTSICREL. BEARD
LONF-BEICIERERIREPLEEEFET LI L]

() BEESED B MR U/t C BHIFRBEH L SRS
BRSSP BOONLBE T BRI EBbE &
2ElHeE N H 5, (FHEE b/ BRBIZEWLT,. BHEHEY
/RIFCEHPFRXEERLBETIE, FEEZRVEBEERRE
BEREOS 5 HEZOLAORBEHEENEEER IS
FUEMTL]

(2) BERUDEERETESICEKE/Y HELEBEE5T S

EECEAFOREEMARET 2B R O, EEFES

BEICIKERICEEST DL, [[EYMHE) OESE]

NEREFRVELOHENEMEERET 58F HY Fo77

—HHEEFACARTOOERBE ISV T. RELBEREUH

NEESESEOHOEZOEMNRES LTS, )

3) mEE [EHE~0Es5) OBRBHE]

4) RNKRTT 2 FREFICABEDBREEDH L85 (FILF
ENFRILKRL T FEEET 6. KRBFELAHSH
hoamEErHb.]

EEGERNER

1) AFOERICELTIE. BEEXITEEIZRDHLIEDREIZ.
ROBHEICODVTLHRALBEE/E. FRT L&,

(1) AAILHYV BRPEORABFREETIHELGROI &AL, BHR
RBREZEL HV BREOERICESIEFRERELETD
RN H LSO T FFIESHABEORFKRIOEIZD
WTE, I RTIEASAEICEET S &,

() FHORHIRESIZEIEEIZHO>VTIE, WEDE ZATH
THd &,

(3) AFNUZ L HAEH, MEMEMXITIEERSIC L SHE~
D HY BEORBBRERDSHEZILEBALHNTHEAENT
&,

(4) AFISE5RkE. BLUEORRGLICASEZLEBLEY.,
BRAZEPLELEZYLGVWI &,

(5) AAULHFRERI L MEMERERIT LA B S0, BRA
POTRTOEFREZELEICRET S E (THEEM
NESR), Ffo, REATEHERPICHEICHBOER ZREA
THEHE. BRICBREIZBRT L&,

2) REEY P FENLEHRT S0 U FFELDFFIEIZ

RBSATVIER. HERS, EELEKRNEE, EXI

BEREOERLOIE X0 THET LI &,

HY 708577 —tHREHRIC L 2AFBOEET. BREOR

EXITEE, SNENRIBEL. TOBITIKERFES 72

F—2 X% AHLEEINEEEA TS,

AFIDO/EIZK Y, BEIEREERE (Stevens—Johnson FE

28) RUBEANESLEEOEBAERESATLS, 4

BEEESBILEWT. RETERBROFHLRIOLED

103D BHIROH M FFOBRES DL EET HRB(E 05%,

ERMRUFBREO LR EH# S EEORD L 04%. EIEHIE

BRYEZEE (Stevens—Johnson $EfEEE) (L 01%EFBIZEH LI

fzo T, RBOEEEENSPEETHY ., B5HLE 4

BLURICER LU= EEREPICERL. EEOESHH

Lhhz5&E. AROBEEELICHELEULLEEIT

5Z¢&,

5) i HIV EOFERICEY . REHOBIF/EHEIAHobh3
ZENHLZOT BENBO LN EEICITEINRNE LT
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52 &,

8) AFEBLHHY EOSHGHRABEET-BEE T, EH
HEERENRESN TS, B5MBE. REEGENEE
L. EREOH L LT BEREANMRRE (TN F 1)
DLT7ESLAT LY SR, Y1 FAHOYS R, =
—EVRFREIZLZEL0) FITHT IREREIERT S
ZENBDLOT, CNODOREMOEIREEEL, BT
LB AREERTH &,

7 AR EDARPICEBEOFEOIEE SR TLEDT. 8
HEDBELREBIREFESEEOREICEEET I L,

3. BEH#HA
FHEILHFBIBEERF 9 0— L4 P450 3A4 (CYP3A4) BEER
EBTHIENDS, CYPIAL ICEYRBMENAEREHERLUL
EE. HRAEROADEEE LH SE 58t H D, £,
KHIL CYP3A4 Ik > THREEN DT &H5, CYP3AL XKl
TEHEREFALEEERFOMPEENETFTL., CYP3A4 %

HETLERELGRHL-EERTONPEEA LS T 58
NHd.
1) $ERRE BtALAZLC L) B
EBRLE EREREER - 5% Wr - sBEE
FYFISA ChoDFEMODPREL|ARBEUY FHE
VAV 255" Ric& Y. BEOHEEOT| LD CYPIA4 (23t
IHIYS L RIS EDEELARILES | T HMEEMERICE

FILS AL CRBERIETLS3UBE|Y. ThoOEH

HMEEC DRI H 5. DRYHBRE EH
HEEVE CECFooihBE LSIC| 5.

A—35uF &Y. TEREDEELI
BESHICRBRERIFT LS
TERHIHE S SRS
%.

EITE R ChoOEROMbEEE
A7z NIy bE [BICKY., *EOLESER.
SERaINTEEY |EOEOBELILLESIC
CeFdy b REERIET LS5 LBHEM
INITA LY ECHakAbH 5,
ILTAYLTL
1 LERiE
AFNINTARY Y
ATNELE
RWFFo40 NLFF 74 LOmPEE

LERS MERL. $RHAFEES
Pthdtdhd.

=T oty rondRE

ot MEF L. EANIEHRT S
BIThiHd.

INTFFT4N" YNTF I NOmMPEE

LsFF ELRESEIBEENASD
(YLF+2I240E) T
ELEDHERBIZEY, S
FFI740DC  BU AUC
NEhTh 39 EEU 105
FICEML - EOREND

2) EREE (BERICEET S-L)
KR & | RRER -Hk5E | W% - BRETF

GFRICEY, AROOPREMETL. AHNOHEAEBT L L4 B
ANT, HATHHEBICEABL RS TR L,

s59xa34o0°

KHI/) FFE L 400/100mg
TH2BIE23URBYA >
v500mg TH2@EGFAL
EEISYRATAIOD
AUC A 57%8m L 1=,

AnnzHes?

ARI/Y FFE I 600/100mg
18 2 BEAVATYEE Y
200mg 1 H2@IZHBALT-&
T ANLKRTEE LD AUC
A asuigEmL =,

FAHOr
Ty
Y Ehaty (2A8EE)

=%

PZI-F3 UM
250Y LR

Ca fEHH
(ZzzaSEY. =D
TP, ZAUDE
%)

et BoLF
AV

CHLDEFOMPBES
EREELHTREESNH D,

EHEE BRI - HEH® W - ABETF
CHNFFTLNLTY ChoDOEHOMPEE %
IMFT5 EREEDHEEEESH D,
2857400

D= £

KHI/1) FFE L 600/100mg
TH2EESTXS D 04mg
1TA1E%E#ALLEE. O
TH 20 AUC AL 77%EMN
L#=o

AEIRUY FFE
Lo P-HBREAERE
BERICKY. ©F
FLoOhdRE
MERST B &M
H2,

BHRICE Y. TEOEHOODEREFZETS LS
THBARICHABLTEET S L.

EHHLEOT, B

f£o&aEn "
(ZFZNTA+S
CEH— S VIFR
T 0%)

XHEI/Y FFE N 600/100mg
TRZ2EEZFNULIRLS
SFH—n//s NIFRXFay
35pg/Img 1B 1 BIEEHBL
REEFBIFIAIRESY
F—LBU/LTFRF0O
YOHARCIEThERLMBY
14%8L Lz, AEEHRET
ARBIE ORI S EEST
ST EMEFELLY,

YFTELORE
miCHEBEREEE
Alz&Y. Shd0
EH O FF 1B AR
#Ehb,

RSSO
AR S £

AH)/) bFE L 400/100mg
1B2EEBABLERLE &
WESY (50mgt B 1ED
» AUC At 49%, OFEF
>~ (20mg 1 H 1 @) O AUC
H 3% Lz,

BETH

LTRETHI L,

HRIzEY. MAOOPREICERERITT Z LA
BEICHBRIZECTHRARNETEOESOBRSEFAHTILETE

HHENT, AT D

A b3arJ—-0
&. I‘:"“j—}bi) w
KYarJ—n

AERIFE I h 5D EH O @
PREMNERT DAHESN
H%. ’

FEHRUY FFE
EThsDEH
O CYPIA4IZHT B
BEERICLY., 18
HEZRHMEE X
hb.

YoroEiy

AROMPREASETL. A

ChLDEROR

A AF PXY V| HOYDENEBT LIS TA (RSB ESS
2 (St John's Wort, A& D78 $rMIXLDZ X |ERIZL Y. XFID
ok U3 X |HITB L, HrasgeEsh
J—F) 8RAR 5.
Zx/LES—

Tz kA4

TEHAZT AROMPEBEIMET L K

FHOMRABET dHTH
AHb.

B5952¢&.

FRIZEY., TROFRMNOMDPRELZLESHDIZL8H50T, R
THEEICRLBEIELTTROERNBEEFHBTILERIBLT

YarIFw?

AHF)/) FFE L 600/100mg
TR 2RE&EY 27 TF0
150mg 2 B I EEHABLIL
V27 TFOOEMLH
O AUC A5 9.8 f5IzHEmL
=

AEREUY FFE
LD CYP3A4IZREY
BEEFEAICEY.
ChoDEMDR
BHEBEND,

SURREF
FRAIRREF
PEIAY.S PN

ChEDEFOmMPREL
Rl Y  BRERAREAE
SATRENENH B,
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by

TRIF)

TN27YoDmPREIC
EREBERDT MBS,

FEHEUY FFE
O RT R Y% A B
R HBEEHR
RickY, mbRE
ITEEMNB B
EXHD.

F) BRTRARAOFHFES

< HVELDW|EER>
DRI LAY E/RY LA F FREEERMAEMEN (NRTI/NIRTD

E YRR

HERER - BRAE

B - EEATF

CHsUP

’k5)

TH /L 400mg t B 1 [E (Z2REBS
EXRF/VEFEL
600/100mg 1 H 2 [ (RE®IES)
EFRALRLEE XRIRUDE, &
VOEMBEICEELEERHS
nighotz, KB/ FFERLEG
BT 5B6ICIE. BEHANT 24
i,
HE O S EEBICRET
HLENREFE LUV, ZKBAD
VBSREIE I 2 BFRR RIS DR Sy
ERAT AL EARERABIZHRS
LA e,
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=R 2.

IVEDBRITHEE S hE,

-23-

5 BEE~ORS

AL, TELTHBETRE =R LA

EK|EH HMIKEELR « #RlA® Wy - mREF @FDBOH HIV
F/HRELY FIREL(DOTABT /S RELD EFEZ & BECE - BRAE WY AmET
VI7OX L 300mg t A 1E) &K I5£a%y KEI/Y) FFEMLB00/100mg t B 2|Y FFEL®D
#l/Y) b L 300/160me 1 F1 2 [ B&TSEOY 150mg | A 2E %6 CYP3A4IZH
EfALIEE. T/ RELDAUC FLiE®, T5ED0 AUC A % BE A IC
A 2% LTz, AE/) FFER 305%1%40 L 1=, LY. wSED
EHRT BB BEERET 5 DB
HBEIFLLY, 2anhb,
CRICL MSDERNELBEERETRIL|CALOER
FLLAE L WEHRERS, [ S N 4. BlEE
ILFYLEEY BTHY  KE ) . ol B . _
YIS & b AR 28 AC AERERABRICBWNTH LT ELSRE S 3063 HlIzDN
5375y Bh 3, TREMFBET >z 3IE R (GEEEEEEEEEL) 13 65.9%
FRAEL (2,017/3063 B) 1ZEBH SN -, EHBERIL. TH (23.7%).
Bl (14.9%) . 58E (138%) . & (103%) TH-of.
QR LAY FREEERRENH (NNRT) 1) BRGEER
ERNES BAERAEIR - Bl A& ¥ - REF (1) BIRKSIEREIRE (Stevens—Johnson SEEREE) . BTCALEE -
TP AF)/Y R+ EIL600/100mg 1 B 2 R B HhIRERIEIR BE (Stevens—Johnson SEREE) (0.1%RE) .
‘ ElexhSEY 2 100mg 1A2EE BRAB 01%KH) SOBEEOXEBSIHObhLORK
ﬁ‘fﬁil:f:):\%\l 5 E )20 AUG ErHb. EEOESAHOOIEBEIL. KElDIEE%
T e R RT B5 Ik LENAREETS Z &,
PR TSE (2) FrAREME. ME (FEFE) : ASTGOT). ALT(GPT),
I?7l:'l/>‘y 15) *ﬁﬂ/ 1) '“TEII/ 300/100mg 1 B 2 ')/‘GTP wtﬁ%’é{#iﬁ?%ﬁ‘é@§~ ﬁﬁﬁ‘%%bh%}:
BETT7ELLY 600mg 1 B 1 ENHLZOT. TN RERBEETOLE., BEE+
BEGFALFEE, KFIO AUC A DTN BESEDOSAFEICE. B5EDPIET 274
13%FEAL L. T77EL YD AUC EEOGAEETSI L,
M 2vEI LT, R FFEL (3) MMEREK (05%) : RIERENH LD ENHLDT, 8
oA ey KEHHIAL. RENBHONBEITIE, §52H1E
W d-bo TR - = =
*ESEL® KRE)) FFE R 400/100mg 1 B 2 2) %zig;ﬁgnms‘igﬁj c&e
BE&RESE200mg 1 H2EZE il . R
ALfEx. RESELD AUC A ROESLEIERL S Shh-BSIZik, ERIZE L TED
2THEML F2 AF/ Y FFEAE B BUMEETI &,
AT 2B8ICIE. HEXHST 24 JE\EE 1XBLE™ 1% 5%
EAE L AN BRELELU o
* 4 RE
@F7aF7—HERM (P) A RREE REBREERS
somes | MRS REGE (R RMGT) | vty ey VaE|RRERE GLEE R
FRFh 1B 2EHBELIEE. 1 |CYPIAIZHT E I v 3 (5.5“"1) . BETIR. &3 B BB AR T R Y LoE,
R EIIZE YARIO AUC 41445 | 5 B E fE A1 LATO—NLMEE. i) SR
SH Lt RBEILY FFEL| &Y. AFOK Mo, WRE. & _
100mg EHABET 5 & HE|MAEE & A W ERGE, SBILRG KR L,
and, 5. SHIFIE, [NEY. B+, T
! /1 > 1 2ok
RO F i Rt bl N B e - e T FAE= 20/ BRE
400/100mg 1 B 2 ERGAH|5> 0 EH O ke, BEABIEE SRS RIS
1200mg 1 H2@EQEFER/Y +|CYPIAIZHT e 1 2 T g
FEIL533/1333mg 1 H 2 AEGR | 2 I E RIS EE &S UEHK EERfED FL*
Liz& &, ARID AUC iE 40%HA | & U bR %
Lfze AFY FFELEBRLE|ICEEMNS DR Y THE TN T
EEROEFENL/VRTELOR| 22 E84HS,
BRI L T8, AH i 9 e Bl
BUYFFERLEDBRAILHE S
NI, R, WES TR, Bk Lv o (Ux
$FFELT AH| 400mg, HFFE N 1000mg B £ URAE
YUY F+ENL 100mg £ 1 B 2 @T LT T# (237%) . B |[ERe. OREZEx
BRALIEE. RFID AUC (£ 26% (14.9%) . 58 (8.7%) .
AL, Y3 FEAD AUC BT MEnt (7.6%) . BEEESRIEM.
EBHEM o AFIRUY R E B, BARE. BT
NEDBRERESALL, B
LU3FELT AR U FFEL 400/100me | B 2| KBE G Y F FAENARME | FTEIS: igin LR 2
B4+ ENLB0mg 1 A2EE|FELE S BERELVR RS (103%) . F38EE (BT 7TULLYX—HEB A
BEAL-EE, ARDO AUCIH 2451 F E L O THREE (6.6%) . KEEIHOBAL M [R5+, PEMERS*. REE*,
ML .1 22+ ELD AUC IF 23% | CYP3A4 (2% T /ER FERIMERE A BT~ EI8
MLz, AR/ FFELEGERISBERBIC D HIEx. FIKETKEB*
THBEICH AT ERORE] LY TSR BRERB LU FAAE BRI, EEEs, BRE
EEBTHIL, AFU MFEL|SABEES SR B ARRRYE*
LHALEZEEDA VDT ELD] S, RELURE AMETEs BigeTFe+ ¥
HZABRIXEIL TLEL, P FEREr. &R*
FEFFELY KE/ 1) R FEL 400/100mg t B 2 EHMAE LU wiEEILE
BE7ASFFEL30mg 1B 1IEE LS. 5
BRALELEE AXBRUTREYSE SHMFE LU |EF (86%) . FEHAE (5.5% | Fdne, B+, Sk, FiMET
NOENHEICHEELUSZERIHS R BEHMR fE+
hiamotz, KE/ Y SFER &G ) YL ERBLULEIERICOWTHEESTRL .
BT 2881212 BE5HHT 24 * SAEERRGER (POWERHER) TRoO LNz, BREEN (Grade 2] LIET
ZEdHL, HY, B YRREERA M) LELBEShEHESER
toJoFF—E{ L2307 oF7T-FRERMIE, KF/Y FFE

EEE TILIF g

TLTWLWEIEANEL, EVIDEENRKTIE TN EHS
=&, BHERORRIEELERIBRS T 5T &,
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6. 8. ER. BABS~08E
D) FRXIEEREL CWAAEEEOHLSBAIZIE. AELOESE
HNERIEE LR LHHENDIBEICDOKEETEH I L,
R~ OREICHET 2RI L T, ]
2) BIBDFBAICIE, FFRSDEEHERTEELI L,
[(FAFTEIIE, BIRE (Sv k) 2 CRAP~BTYT
BT ENBEEINTOWEH. E MBI+ ~OBTIET
BTH5.)
7. hNRE~DRE
1) {EHAEFER, $1ER, 2R, SERFBOSHRICIES LY
W&, [TEoihoFE) oBEsHE]
2) IBULEDHR, PMNRIZEFEZREMITFESLL TLVELL,
8. AREE
Wiz, ER
BERSICHT AT 42BN TING, BERAIZKHE
3200mg BHEESE Lfz& & XIEAKRHM 1600mg &) FFEN
100mg #HFAIES Li-L 2 BEMGESER 2O NG
hot=,
PUTg
AHICHT DR EREFTAEG, BRIES L-BAICIE,
LAY A o RUBREROBELG Y — B EERE
175, REBICHRCTHEES. EHROBSEE1TS, 48,
AHUEBERIZ L UBREEZ G,
9. TOMDIEE
1) BRE (Sv k) 2% ¢k, EnR. MEEEE. BF.
. BERRURIRBICEENBO SN, FEiEEBs boy
RISAFUoBEOEEEL EBIZ. FOKASA—4DHT
FAVAS T PN o o
2) HHESY M, £E 23,5 206 BEEOABHET (E LD 3
RRTBIZHY) . AILFTEILE 20me/kg A5 1,000me/kg O
BTES LR, BTUANBOH A, (TES) DIFSE]
N VIRV BRUSY b2 FRANVENARERBOERE., Hi
ICRAEKRTFALITIRER CIFHEREDSSIREO™M. i
Sy MIFRIRRREREELSARD SR,
4) SBIREEEER (hviro BU invivo) 2~ [TEWTH LS
ELIFREECH- 2,

[ ¥ B 8]
<ABAI=BITDHRE>
1. um . mﬁtpmﬁ 18). 327 ~39)
BEMAXIEHIV BRREREIC, AF/Y FFELEREZIZTE
2EREEOBRESLIEE AT ELOMBEREL 25~40
BZICREICEL. FEBIHN 15BETH- -, AR EY
FTELEZHABE L L Z2OFHOBEHNI AT ALY
T4 &, AFIERIEEREO 379, S s2%IT#mML -,
AFl/Y) b FEI 800/100mg % 1 B 1 BAREZORS L= HV
RPFERE B FOMFPALFENBEELERN-BERE
MERERITIC L DEMHE/RSA -2 DOHTFEER 1 12, TF
KEIZETHFLFELOFEYMBPRERBER1I2RT.
®1 HALFELOESRBASA—S DTN (48 AR, C21 KRB
= A#/1 k4L 800/100
EWRIM/ S A —& VB E (nea3%) e
AUC,, {ng-h/mL)

THE + EERE

93,026 * 27,050

hRiE (FEE) 87,854 (45,000-219,240)
C, (ng/mL)

THiE = BEEE 2,282 * 1,168

TR (FEE) 2,041 (368-7,242)

10000

1000

~—— &Y kL 800/100mg q.d. 4 BBy
(n=9}

= k#/Y FF N 800/100mg q.d. 24 Roy
(n=13)

—=— F#/YJ bFE L 800/100mg q.d. 48 Ak
{n=10)

Mm¥EHBE (ng/mL)

100 -
0 4 8 12 16 20 24

FEM (h)

B A#/YRFENLB0/100mg %1 B BRARELI-L 20D
EHREIZEIT ST ENOTE M B RS

ABMOEE : FFH/U FFEI 400/100mg EBB|EHIZIRSL
fEEOTNFELDC, . RUAUC, [T, ZIEEIEE L HEL
TH 3o%iEmlt-, BHLZHEORE (BHoY—I4 240~
928Kcal) EHEMIL=L &, BEORNBICLZALFELD C,,,
RUAUC, IEFH ST,

R DEE - £F/Y ~FEIL400/100mg (1 B 2[E) &4 A
TSV 20mg (1 B 1) XIES=ZFS 2 150mg (1 B 2 [E)
EGHLEEE A ATSYV—LRUS=ZFOURELFEN
DC RUAUC,ICHEBERIFE LM >1=,

8 BEAEMBHERFORE. XEBECOFHOBES
FEEICHL 188%@mM o=, TOERICEEMSEILAL,

2. MmO E®
ANFEIDOE FAFBEAHAELI A THY . LITME o,
BEBREAEICHE L. Un vitro REE. THERE)

3. ﬂmﬂ)
EMFEROOV—LERW nvitro BT, ALFENITEIZ
CYP3A4 ICL YBMEMICHKRBIZh D Z &SR &N, AILF
ELOELGRBMIE 3 BEALY . BFAR HIV &RITHT 5EEE
WFhHRELCED 10U T TH 1=,
BERAZUCIRE L-AHF/ ) FF EIL400/100mg Z B EEND
B L& E, MEPRHREORBIERELFBETHE S
ERRENL,

4. #3!. 18). 38)
BERAIZUCIZBR U =FKE/Y FE L 400/100me % BEE O
BELI-L &, 5RO 795%AFDIZ. # 139%A R b
ICHEtt 2 ht-, Ff, RECKOEREL, BhAlty41.2%, R
BA 7N TH -,

ANFEI 150mg ZEMCHIRNIES LI-EEDLESYTFS
SRIE 328/ THY., U RFEIL 100me EHEALI-EEDS
Bo) 7S5 RIEB9L/hM THHT=,

5. HEmRaE™
BEERUTEERBEESE (& ) IZEKHF/ Y M EIL 600/100
mgE 1 B2ERERS LI EDOF LT ENOEDE S+ 2
WREBLHELEE, EEGEREO OIS, A5,
EEEEREETNRE LARBIEEBEL TOEL,

6. WhHiw A&

DEEBEE (CLp S 30~60ml/%y) &5 5 HVBAERE
(204 ITHNT, BHEDETICE Y AILFEILOEYSEE
ITABLUEENTWI EATREh, EESBENIIRSHR

BEHT D HV BEREREF BT ARBIIEHBEINTULARNAL,

AT ENEEICHRBTRIEhE LD, BRESSCH
LTELDEEI VTSV RAETLENEEREA S,
FILFTELRTY b ELDMEEABARIEENI &M S,
MEBRCEESFIC L > TRESh S RIEEIREL,

(ES BK AL #)
<5t E BRI >

G211 BE& (ARTEMIS BARR) ¥ : i HIV EDFERBE DALY HIV B
FEEE 689 MEHRLELAESILTEIL 800mg RUY R+ E)L
100mg @ 1 B 1 [@4$%5 (DRV/r 800/100mg QD) O EFENL - 1)
FFELD 1 Bi%5 8 800/200mg (LPV/r 800/200me/ H) DEEZS
EHHHIC R A EERFIALERRBREREL -, ML L7/ RE
Jb (TDF) 300mg RULZL MY S A EY (FTC) 200mg # &2 aHE
Lz, MBOBEEERVERIBHICEYIEAS5NT . DRV/r
HIBPOERPRIEIL 4 (BR 18 - 70). BiEs 704, AjE
[FBA40%, BA23% ERNRZ v 23% FUOTAIBTH-o=.
ZERTOmE HIV RNA & 19{B1F 486 log,, I E—/mL, CD4 5{%
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U SERE O T RAE L 228/mm® (8B 4 - 750) Thhotz, 96 B
DEBFRHEER 2 RUKIITRT .

E#R.ALTELREMO TOFT7—F¥RIZ 2B T 3 /&
TRAHIBL., DS 5 LI0F, V321, L33F. S37N. M46lL. 147V,
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®2 BEAMOEE (C211 HW)

¥ 1) TLOVR 7V XAIZ & Yise

F2) FEREH (ES5HEH) OFiZo &L THSE

X3) 96 PRFETICDANREAGO I E—/mLIZE > 1-ht, 96 AT
<60 3 E—/mL Tldis o -4

F4) BBEBETICVANZAENG I E—/mLIZES A4

33 BE5WHV RNA RAIDD A N ZRETHR
(K50 A E—/mL DBEDOWE)

<100,000 3 E—/mL 80.5% (182/226 f5i) 75.2% (1707226 451)

2100,000 3 £ —/mbL 76.1% (89/117 ) §2.5% (75/120 $1)

HE. ZERMETO 77 A NICET BIERIE. T O R 45 300me

AWFENEHV-1 TOF7—¥0 2 B ERUBEREEEE
E9 5, AHIL HIV-1 BBEBICEWLTYMLADI— KT 5
Gag—Pol R EAHDVINZERMICIAEL. TOHE, B
HEFTERRADANAOBERENHT 2, FFIE A 45 x
107"%mol/L T HIV-1 FAF7—HIEVWENtEEZELTEY.

50V, L83P, ATIV R UM 184V O EEIKTHE S BiE D 50%8IZBD
Sz, HILFEITAHE (ECs EDH fold change [FC] > 10) &

DRV/rﬁ LPV/r 8 BT, ChoDZEEDSHRIE S BOToF7—EREH
800/100meg QD | 800/200me/ H MEEEERADETHY . 55 2 BOLRET TIZFaT7
i e —CEREFRCHEEL T, 7o TLFEL. 7 AFFEL,
ST ERE A2CFEN, OEFEL, TN T1FEL, Y EFENL. Y
HIV RNA B AT<50 O —/mL =" 79.0% 70.8% FHELHDLVIL tipranavir [IZTRTEDERE S84 1,113 ¥, dHX
HIV RNA S A5¢400 0 E —/mL 1 83.1% 77.5% 125 EER PR SR ER C202/C213 B ER 2 1 C208/C215 FRER AR AT 1= 4 7
HIV RNA B D5 HID 5 O Z AL 64 s AN oM BB OFFR SRRSO E 886 HIZE LT,
(F194E ; log,y 2 E—~/ml) ¥ ' ] FRIZHATSFC > 10 (hfjf) #RLEDE. 0B85
CD4 BB 2/ R DR EHIMN 50 A7 188 IOTT - CEEFFEEELERER Y TIL—FDHT
iy (hRff ; /mm®) *? Hot-,
r?:(}bxiﬁ']/i-‘?'%%l 6-1‘:6 10-4:6 4 TXREE 2
Y s L o o 7077 —EREBAICEERWIARO 50T L. 7T
REXAAEBRIC L HBEPE 2.8% 5.2% TEL TEYFEN. A2IFEL, OEFEL, FALT 4
BHEEICE DS P 11.1% 95% FTEIL, Y MFEL, X FENRIT tipranavir 23T BB {4

BHET U F-ERER 72 BEVE 3,309 0D 90%IZ® L T, A ILF EILDR
FHETIZI0ERBTCHY . FEAEFOTOF7—ERERIC
HLUTHIEEFRT TN RIZENLFTELORZHIFBRIFEIhT
W=, TRT7—tREHMER OZR L4+ Bz
H%RT 9D B 7¥ITDUNT. tipranavir IZEF BT ENTR
feh, 7%DO S35 6 BT tipranavir I3 3 S BREIE{ET A/
EMofz (FCC3) TEML. FILFEIE tipranavir & DX X
THEIEREMNTHD I ENTERTNS, FRBEODELN S,

DRV/r Bt LPV/r B 1 g x
300/100rrng ap 800/200mg/ B ROVALE/RY LATF FRBEERRATH. EX U LA
+TDF/FTC +TDF/FTC FREGEBFHEERN. BEEZTHEANFELEOMIZER

THEEECHEWNEEZ SN D,

(B3R BT 2 EIEEMHMR]

—fRE : FIFEIL TH/ —)iithn (Darunavir Ethanolate)

DFRFAXE THRAE OBE3REI S L, k%% : (3R3aS6aR-Hexahydrofuro[2,3-blfuran-3-yl [(152R)-3-
{[(4-aminophenyDsulfonyll(2-methylpropylamino}-1-benzyl~2
[; ﬁ] ﬁ E] ~hydroxypropyl]carbamate monoethanolate
1. {EERMRF Y~ SFR: CyiH3N,0,5- CHO

SFR 59373
feigE=

t

J057—CEEAMEEEEROEEL ST Aot fi CRe A 3
DRRFML 13 BOE FTOF7—EIH T HEBEREERS e S UL
% (WA EY HaG \r T,
BN ER O b
ol il S O LB FEREMBHERREUE b /roB7
S MK, £ FRMOSHRRUE R b BB

FUICAERES S HIV-1 REREMRBUBRERSBK, HL
ICHIV-2 REBZHICK LIMFI{EA (ECx fE @ 1.2~8.5nmol/L) %
Td . AFE HIV-1 F)L—FM (A, B, C. D, E. F, G) BRU
TN—FODBERDERER VIR DBREIZ h viro TH A
ILRGETE (ECoofif : < 0.1~43nmol/L) T, hvitrolZHBIT5
AE DR L AERIE. SOWARSEERERTEE (87~
>100pmol/L) & YU +SITEWNBE TRH SN L., KHD EC,{E
lEE FIGEFEE T CIRPRIET 54 FFH0. KFIEIoF7—
CTEEH (T FUFEIL, RATLFELRRY FFER)

EHATAHILICLYEFRERETL. RV L FESER
BEEEH (FAAEL, SF/ 2L TLRYUEEL, T
ST HDUTCU FLLAELDRUS KIS, Y
LAF FEFGEERERES (F/REL), EXRILEV R
HBEEBEEEHN (TFSEYY. TI77ELYY. FSEL

BEUE NMDAFILERILLT S FIZBOTHEFLT . P b=

FUNIZEITFRT L AR S —JLIZHORBHIL, T4
/=L (995) IZRFIZC KL 2-F a8/ — LB UKICHE
HTHEITIZC 0,

B & 100~105°C
SEBEH  LogP=247 (1-F 5 % / —)L/pHT0 5%

(a2 %)

TIVDOREF A —T 5 400mg : 60 88 (/33)

(B K U SCRRIR 5% )

(EEX®)

1)

Muirhead, G. J., et al. : Br. J4. Clin. Pharmacol., 50, 99, 2000

CURURESEL), TAaFF—YHER (FAYFENL, A 2) Guzman, S. S, et al. : ELFELEY T 7 TFUOMEEROB (K
VIFEI, AEFEL, HEFELRD tioranavir) RUBE HHTMCI14-C163) . .
BZH (enfuvirtide) & HERF 2 &lod Y HEMERER L 1= 3) Lefebvre,E,etal: FIFENET FILARAFUOBEERORE (4
S . T o5 o - = W& TMC114-C133)
= -4 + E N
AAE SN OFF EDHFRIZE O THRIFRERD S h b 4) Lefebure,E. etal : SLFENLE TS24 5 L OMERAORE (15
21z, o) s F44 TMC114-C120)
. REWE 5) Lefebvre, E. etal : #LFENESNTF 74 LOBERORH (A
HFLFTELFETCEELLFHER HIV-1 AOTEYI LR E B TMC114-C128)
"/HLHIZ, 3 ELLOBREBYERLEZEZ A, MiEYA L 6) Lefebure, E. et al: FAFEN LY 5YROTA L L ORAFAOKRE
RADRBEHERO Sz MED 1L RITw L TEHF L 400nmol/L (LREH TMC114-C142) o )
HHZ HEETEBEIMER L (nwiro). OIS 1 LR 7) Guzman, S.S.etal: FLFELEANATEE L OBVAEROKBEH GE
- o8B AS 97 e B0 1 {E R | 43 - ME# TMC114-C172)
’i;dﬁ?'_“__;ﬁgfﬂgfff"f;h;g%gt%af U;z:gz 8) Lofebure, E. etal: ¥AFEILE STHL L OMERAGRSE (HREY
TEAIET - e haidia <o - TMC114-C150)
AIRIZBFAINFELOMERFIIRERARNTHS, 7 9) Lefebvre, E.etal.: ¥AFENETFSATA LSO —IL/ S LIFR

077 —EEBATHEREEREZET S 94O HIV-1 h o 4L
FENDTER (ECy, fEAY 53~641 {E21L) % in vitro TIEEL

TOOBAEERAOBRE (HREH TMCHI4-CI131)

10) tefebvre, E. etal.: FUFENEEL S Y, NOXLF o OBEER

—25-5.
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DI GLREN TMC114-CI121) .

11) Lefebvre, E, etal.: FNFENES O+~ L OMEEBEORE (3R
E¥ TMC114-C129)

12) Guzman, S. S, etal.: FIFENECH /S U OBHEEROBRE HHWE
# TMC114-C123)

13) Hoetelmans, R, etal.: FILFENEF/ RELDOHEEERORE (HRE
# TMC114-C124)

14) Woodfall, B, et al. : #LFEL LT FSEY VOBEEBOBE (HKNE
# TMC125-C176)

15) Lefebvre, E, etal.: ¥LFENET T 7 EL U YDBEEBRORE (A
FH TMC114-C111)

16) Lefebvre, E.,etal.: #NF ELERESEVOBAEFEROBH (MREH
TMC114-C119)

17) Van der Geest, R, et al.: ZILFEL L) FHELOHERBOBRE (3
M&E$ TMC114-C105) ‘

18) Lefebvre, E., et al.: F LT ENOEMSEIZRIEFTY FHELOEE (4
RNEH TMC114-C114)

19) Lefebvre, E, et al. : AILFEALOEFENL/Y FFENLOBEERDE
i (#PREH TMC114-C151)

20) Hoetelmans, R, etal: LT ENEH X T ELDOHEFRBORE (HRE
¥4 TMC114-C138)

21) Lefebvre, E, etal.: FNFEN LAV CHELOHBERBORE (HMAE
£ TMC114-C141)

22) Lefebvre,E, etal. : ¥ FENEFE2FFENLOBEERBORS HANE
#1 TMC114-C148)

23) Barnes, E., etal. : ¥ L ELOIALABITRER (HREH TMC114-NC249)

24)Hudson, S, et al. : FALFELORERSSMHERE (HREYH
TMC114-NC130)

25)Hudson, S, et al : L FTEALDRERELMRE (REH
TMC114-NC132)

26) Van Rozendaal, A W. M. : FILFENLEY FFENOREHFBIRSSMHSR
E% (#I9&E# TMC114-NC146)

27) Steemans, K, et al. : N FTELONABFEHERE (4R EH
TMC114-NC159)

28) Steemans, K, et al. : FLFTEL DI ABEHRE (HKREH
TMC114-NC158)

28) Verspeek-Rip, C. M., et al. : ¥NF YL OBREMERE (HREH
TMC114-NOTOX293063)

30)Bertens, A. M. C, et al. : ¥ FELOEEZHEAR (HAEY
TMC114-NOTOX294288)

31) Verspeek-Rip, C. M., et al. : ¥ L+ ENLOEESMHRB (HREH
TMC114-NC114-NOTOX303874)

32)Guzman, S. S, et al : FALFENOENHREROBH (HHREH
TMC114-211)

33) Van der Sandt, L, et al. : ¥+ ELDERBRICRIFTRENSZE (1A
&# TMC114-C118)

34) Lefebvre, E. etal. : FAFTELOEMBEICRIZTASTOBEORE (3t
A& TMC114-C143)

35) Lefebvre, E., et al.: ¥ ENLDOEMBHEIZ RIFTT HEBRROZE HRE
# TMC114-C122)

36) Vermeir, M. : FNULF ENLOEBE O
(FK4948))

37) Bogaards, J. J. P, et al : ¥ L FELDKBOBRE (HASH
TMC114-NC112 (TNO41201))

38) Lefebvre, E., etal. : /LT ENLOHDKRE (REH TMC114-C109)

39) Guzman, S. S, et al. : FULFENDOHEERFICS T LEMBENRE

(&S} TMC114-C134)

40) Guzman, S. S, etal.: FAFTENL/) bFELEQEFEL/Y FFELD
AR HIV-1 BEBHICHT HIHEER. EELBTIC L SHEGER. 96
BB OE (& TMC114-C211)

41) Koh, Y., et al. : J. Biol. Chem., 282, 28709, 2007

42) Jochmans, D., et al.: & U4 E L O 5 BER (41 79E ¥ TMC114-0009-VRR)

43) King, N. M., et al. : J. Virol, 78, 12012, 2004

44) Rimsky, L T etal.: ¥ L ELOERIEF 1 REH TMC114-0003-VRR)

45) Rimsky, L. T, et al.: )L E L OERAERF (3RE$ TMC114-0004-VRR)

46) Jochmans, D, et al. : FLFELDORIYA L AER (HAEH
TMC114-0014-VRR)

4D Rimsky, L. T, et al : FLFELDRIA NV AER (HREH
TMC114-0002-VRR)

48)De Meyer, S, et al : FNFENLOHERI AL AER (HREE
TMC114-0011-VRR)

49) Jochmans, D, et al. : ¥ FEL ORI A NAER (tHEH
TMC114-0016-VRR)

50) Jochmans, D., et al. : FILFELDON YA LAER (#AEH
TMC114-0006-VRR)

51) Aziin, H, etal. : AT ELOEREHE (1188 H TMC114-0012-VRR)

52) Azijn, H., et al. : FLF EILOERFHE (3 AEH TMC114-0013-VRR)

53) De Meyer, S., et al.: #)LF E L O ERIFHE (2EE 5 TMC114-0005-VRR)

AEOKE (HRNEH TMCI114-NC215

(XBmRE - HAFASEVADhER)

FRXRIZEHOHNERIOEELTCETFTRIZIHERCEE W,

Yoby J7—H|ASH a—-LbEE—
T101-0065 REAFHAXEHE 3-5-2
JU—HA¥I 0120-23-6299
FAX 03-4411-5031
STEEE 9:00~1800 (+ - H - #HA %K)

:FUJ._B&.JL,TL'

Bty o7-vHkteit

T101-0065 ERHFTRHEXEHEI-5-2

IZ2¥  Tibotec Pharmaceuticals Ltd.

ﬁtlbotec

-26-

JEDI_DEV00 \ 0900{de9802675fe \ 2.4 A 2008-07-16 17:34



J ARt T UHIETERAMEDRIFEDIEEN S DERSFIZDINT
k21578148
2 BB O B #
1. RITOREIZTDODNT
I74a9 7oy GEHE) (BEFHABRZ) * (UT FIKEa2) &0
S.) 1ZDWVWTIE., FF1 2850 NEFHA/  RET 1. 2mg). HEHFR/ Re
T4 8mgl OFRICHEL, BEEABTHAIEVLWTEARUV ZOEFLEIE
[CHEESh, =ELEELELT. ML TLBERSL gl TE2EEFT 5:E
5E XBIEMSERASNA TS,
X EEFERIEEMNRERFEIEF

2. BIE~ADOZAMEICONT
SHBENH - T/ Rt T HIFRERAMgl (X, BLARAHFDH 1 /34
FILHRIZERRESS 2mgZzEH L. BITORETEHBARIZEZHT 5,
LALLM o, XFOBRKERE (BomgEE) [CHTSBERORIRE
RUEEMABCLGTWNI EFENS, BBARHB LR, BIENENLOEEFE
HohiEl, oT, FHNZONTH, FIEOEEINGRNT D ENBEYT
HhhEEADND,

3. EBEBITRAUDIMER
UTOHBBROEEY . BEERTHEZRIET 5,

EEEBTRY NREZ REOK HAHREKRVEAOIE FI55DI19

E FAFFEMIRE (Hep G2#BA%E) OmRNAIZHR T 5 b FEVIRFONAD (T &
Y, DUF7oNLRAA—BHREPTEESNDI06EBEOT =/ BEENS L LHHE
(B) |&Z8E Bl&x 74227 777 (GEHE) GEEFHEBRR)) RUZOHHA,
fztZL. 1 NA 7L e FHFEMRE (Hep G2HR#R) OmRNAICHET HE +E
VIAFcONADRRIZEY ., DUT7UoNLRY—FHlAPTEESINLLSEEAE
DT/ BEENLLIBEABRELTL U TEER T HEHFER <,

E MAFEMAR (Hep G2HERREE) DOmRNAICHRET S & FEVIE FcDNAO RIRIZ &
Y, DUTUONLRAZ—BHREPTEESNDI06BO7 =/ BEEN ST DM
() |ZBE BT 72239 777 CEHE) GBEFHIER)) RUZOHEAL
L. 1A T7)Ldh e MR (Hep G2HERaHR) DMRNAICHRT HE 5
VIRFONADFEBRIZK Y, DUFUNLRAZ Bl TEESLLSTIEARE
D7/ BEENCLLIBEAEE LT 22U TEERT HEHFZR<,
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T21E78318 EER

BEAGICROIBEZTDEERER

S

_82_

AEW | e |mme-m2! mz-mE FERRAE ABERHE
B5EL

BEE.RAIC SRR AL

& ILFEIL b—o)ﬁﬁﬁl e $%‘l *'IL,’CZFﬁIH Bﬁbtiméﬁ;ﬂﬁ

ELTIE DT 23 EREWNERTHIEEE+4ITHBAL, 1>

600mg&t) 4 77r—A|~:ut/l~§ éoto Eﬁfﬁl £ ?‘é:a

EIL1E100mg [2. A E ;2 --‘- . 21
Yoty |FLFEIL ENFhn18 &35 = LR e Z —
J7—7 |TAR/—)L |HIVELESE 2EBE R é—rip,ﬁ%l %L\Tiﬁ?f%ﬁﬁqﬂXlin'fith)ﬁ ut%ﬁ(:ours& TERR19FE11A22H
¥4t |04 FRERICH | B TEEONMIBBRAERUVEBEREEZRETHIE

BiE595, (3. BEEHMIERTIAETOME. RRELTERDREERE

REICELT (WHRELETREREZERL. FHOFERERICETLER(ESE

L. T FR.ANE-TEEMFIGFRAROFNE-RE2UEIL. ) RUE

MHIVE L3t %*EEVE%@-T-“—@%)éﬂi%bfz%ﬁ%(:#&%?é&t%(:\ SHE

5L DIER-*BEERERICHREERTEHELTRET AL
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