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7. BERUAZECEEYT %3
AT, (Vo — (44 Sy -
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BT, HREREEFEOEMPHFEESRESNLYS, TL
— R3RUAP O HEREEE OBEIMIRO sNE P> 7z, K
A EBICH %5 2 WIZEHE T LILE 1B (Z 5 R,
TFERERIEM. 1gE LF%) RO 6N HEICIZ. BE52HIET
Blx EHEY)RMEERITH T Lo
) T REERRE 7L — 7 (ACTG) 9%
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9.3 FHikaElESRE
NP BALT 2B ENNH 5, [9.1.2, 11.1.22H]

9.5 1147
IR AT IR L C W BRI REME D & 2 M I21E, 18R LB
PfEkEt e EE2 CHM SN 25EICOA 5T 5T L,

11.1.224]

9.6 {ZFR

BAZBISEL & BMER(T v b) THHAOBIT IR
HEINTWD. 7z, HIVERZEREEF L, FLROHIVESRZ
BTz, ARICEBAZEZ LW EPEX LI,

9.7 VR

NREENRE U7z BRRFHBRIIER L T,

9.8 SitnE

—RICEEBESETLTWSE I EDZ0,

10. HEEA

RANZCYPIAADEE TH 5, (7.1, 16.4.15H]
T 510.2 GHEBIE (HRICIET BT L)

HAN 2 BRREEIR - HEET R | R - elEET
HIVZ7u 77 —tHlEFAomAREN ElIChsnTar 7 —
Al AT 2BENDDH 5| CEHEAIZCYP3A4

15
7Y EIVER

DT, FAIOHEZ
150mgl H2[EZ k&
52 &,

ORBEEZAET
5780, REIDIMAF
BENLRIZBEZ

H+Y M FEL
av¥rei -y b
>
PFFEIL+Y b
>
FILFENLTY )
— L+ b
>
TIVT 4 FEILA
TILVERIE

(7.1, 16.7.2%08]

HIVZu 57 —+¥H

ER+IEX T LA
RN R EREEE

Al (NNRTI)
HIVZasy7—+
FHEA (tipranavir
+1 b LR
)+xT77EL
VYRIEThIE
v
[7.1. 16.7.2%8]

HIVZu 57—+t

E# (tipranavir+ )
FFELERL)+

VI 7 TF

[7.1%H]

NNRTI
FTIENLI R
JVERLE
[7.1%0]

EREA
A hFaFJ—)
rharv—iv
[7.1. 16.7.2%88]

EH
7o) AavA v
FYAUTA TV
[7. 18]

TS5 7L L

[7.1. 16.7.2&M8]

nefazodone

NWH %,

s o EH X
CYP3A4D R &M
ZEET B0, K
AloMm+AEED L7
THBENDH S,




i)

11.1.8 BAIRE (0. 5%A)
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11.1.6 £J5(0.5%KiH) ) AFERR UL . HEEE. LR,
*11.1.7 BiZech, ESELK. TAb A INRIETAD A, EE, BB S REFEEM. LiEE. &
EHRFE, SR-1—-0O/NY—, REBEER(LWIFNH0.5%K 129




2%k 2%

5 EE, BEE. WEAR
. MR, SREE. o
B, IERTEEN. 25
B, RRE A 7L W
B YRR, 5
B SS TSR REAS |
AT AR LA

Ex={LE-Y30)
# 5 RFTRRRE

ALT#E 0. ASTHEM. v
GTP#m., M7 L7 F v
ARAKRFF—EHI, MH
FUZURY R, M
IV AT O— )L, A
L7 F= U, sk
W M) T LA
M A Y 7 L. AL
2BEEM, DERQTE
. R LR, FEHE.
RERED

BE. PEX
URE A FFIE

HEL ARG Ear

15. ZDMDER

15.2 FEERAREHERICE D < 1R
A RABFTNVITBNT, & MI300mg% 1 H2EES L BED
ZNZNOEROIEOMBHRE T, QTHREOERAED 5
nzh?

16. ZHpEHEE

16.1 MR

16.1.1 BEROIRS
TR A B 12601 A A1300mg 2 22 A % 5 L 72 B, v~ S a s
1335 5.41.5~5. 0 (FR LB ¢ 1E3. OBFRE) |2 fe = A AR YR B (Cormax) 12 B3
U7zo Comax e OVILAE FIE RE — B ST AR R TR (AU Co-ine) OSP4 8 (2 54
15509%) 137 2 h736ng/mL(42%) % 182763ng + h/mL(29%) TH . #&K
FHOTERNBIA (t2) O BT FEHE (B ERE0%) 1313, 085/ (23%) TH > 720
TERRRRA % W RICARAIB00mg % HEfEOH S Lz, v I eu 7135 %
0.5~ 4R (FPoRE TIE2MER) TCmadlCEBE L 720 &
fREERIAZ MRICT T 0 71 ~1200mg™ % BERF RS Lz, v I8
07 OEMBEIIHERICHAIL 572 (BHEAT—).

16.1.2 RIEEROKRS
EEM AN OCHIVEREE I I 0 7 25 L-BOEFIRED I S
RS A= ZRITRTY WEAT—%).

K. EBREANUHVEREBEICY S EO T ZRS UBEOESREBOE
MENREB/NS X — 5 (Fi5fE)

¥7ruso % Crnax AUCn Crmin
A& (ng/mL) | (ng - h/mL) | (ng/mL)
%ﬁlﬁiﬁj; 300mg 1H2ME | 64 888 2908 43.1
SR
HIVESEE | 300mg 1H2[E | 8 618 2550 33.6
(55 W atH)
BEEO B2 300mg 1H2[E| 94 266 1513 37.2
S 150mg 1H2[H]
(s | (CYPSA4RE | 375 | 332 2463 101
AlIGHF)
F)BEOMFRRE T — ¥ % A7 BEMEYBREMRITIC LD E/8T 2
— Y = HE LT,
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16.2.1 BEOXE
BRI A /RIS T En 7300mg% Eheli & (B E) & HICHE L7z,
Y507 DCnax K CAUCIE33RET L7290 o HIV-IERGLRE 205 &
L7 1BV R R RER CIIBEFHIR 2 RET 5 2 &0 SBEMERULREEITR
ENTVDD, YTEUZIFREOEEIIALDSTED S N-RER
VHEZHE5T5ZENTESY WHEAT—%Y).

16.2.2 NAAFPRALSEUF ¢
ERAICT T T 7100 mg® ZROHS U zBOMEHIN A 71 5
V5 41323%TH 07 . 300mgTIBBEHEESNTWAEY (FHEAT—%),

16.3 90

16.3.1 HTEHE
BERAICYI 07100 mg® 25 Lz oS HAERIIMIALTH -
720 EAT—%),

16.3.2 MIPFEAFESE
In vitroTOI S u 7Ok MEEAKARIINTCSTH 70

16.3.3 BEEH
In vitroT, xS0 ZIE7 LT Iy ROaBEEER & hEE BT
R

16.4 X35

16.4.1 EIXHIBE=R
b MIBUIARBEROE FFFI 70V —LAERRABHRRIZOV LB
J%in vitroiREEH 5. w7 ZIEEICCYPE/T L. HIV-1Ixd 5%
BERLLOREICERS NS ZENRENT WS, In vitroT. Ex
REEERIZCYP3A4TH V. CYP2C9. CYP2D6. KUCYP2CI9D 3
ANDFGIINSENWIEPRENTV S, [7.1. 10.5H]

16.4.2 In vivosER
HC-v 7t r300mgx BEREO#S Lo, miEhicidE e UTREL
(w7 en 7)) BEEL. BERL TV S BEEDON2% % S/, MmiE
FOELREYNIN-FE 7 L F LI K > THERSNZ25/7 I>TH V.
RIER L T WL A REEEDR22% % 7. Z OMIERHY I IEE 5 g
3w, 2otORBEMIE ) BILETH 2P, MBEFORGTHEE LT
MBS TH - 70710 HEAT—%).

16.5 HEtt
BEMAZRNRICY IO 7 2 ROKREG LK, EEREICBISVT
vu s ORFEOFEMIE, 14~ 188 T 57z, “C-~vF 1 -300mg
ZHEHRE L2 ANT Y ARBICB LT, %52 1688 M THEEEDR
20% M RAICEIR S Ny 7% DEEFRICEIR S o RPKRUEEFAZ
FELULTREMGEE LTHRES W, 2N ZNEEEDIN K U25% (F15
B)THolz. ZOMIIREWE LTHEtESNAY GHEAT—%),
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16.6.1 BiEEEESEE
I sOB ) 7T Ak CYP3A4%IAET % HAIOIEFHARETIEE
V752 AN THBHH. HRRTIINT0%Z 5D 2ATREED 5 2.
BHEREREICBI2EMHEOC I 2 L—ra VEFER,»S. B
7172 CYP3AABRER & OHtAKFICIE. v I a7 o mHEEAENT 57
O, BEBLZREETOINENH L.

(1) EHaEE R BRE 6. EE (Cer<30mL/min) BHEREBHOH]. &
OHEBENENT 21T > TV 5 EE6HICY I € 7300mgHEHRE %217 >
7o AUCnt (ZEIRH%) 13, BHEEEIER 1757 1348.4ng - h/mL(61%).
HEEHEERERE4367.7Tng - h/mL(52%) . BT ERE (BITRIES5HE)
2677.4ng - h/mL(40%) . BiTEE BRI 5 %) 2805.5ng - h/mL
(45%) TH > 720 Cmax (ZENRE %) 1ZZ N2, 335.6ng/mL(87%)
801.2ng/mL(56%). 576.7ng/mL(51%). 478.5ng/mL(38%) Cd -7z
BB, XTCOTOBENT YT T VA (EEHRE%)1336.4mL/min (33%)
THholz(HEAT—%),

Q) BEHEEFHBEEMICY I Ca 7150mg (128/EE) E 0 FF L
1000mg+ Y > E)L100mg BIDD A, B (Cer>50~ =80mL/min)
B REREREFONIC~ T ¥ u 7 150mg (2485 fEE) & ¥ F - E)L1000mg +
U~ EL100mg BIDOHFA. F%EE (Cer=30~ <50mL/min) BHEER
EREOMIICY T LT 7 150mg (48R REY) &4 F F- L L1000mg+ Y +F
E)L100mg BIDOHHIC C7THEREOHREG = Licke, BEREERHRE &
HARTEEBHEREESE TIZAUCuan CrnaxldZNZN52%. 21% EF
[N Cmmti43%{&—l:l/7‘:o 7z, E’:%fgﬁﬁx&ﬁgﬁﬁglﬁﬁfLiAUClauLilf)%
ERF L. CoaxXUCninld ZNZ129%. 85%IE R L7z,

L7z > T BRERESH D, 8742 CYPIAEERZHE LTV E
HTIE, vIeu o5& %150mg QDICHET 2AENSH S, 55,
BERREZ24BEN EE L5/, 55824~ 48BHo~vIea s D
BRI BAREEN B2 (HEANT—5). (7.3, 9.2.1, 9.2.25H]

16.6.2 FHEREESEE
vIea s EEICHECR# S NIERT 5. #&E (Child-Pughf3HA : 8
Bil) iR EEEE (Child-Pugh 43 48B : 8fl) O FHEERE A H T 5 BEIC~
JEns300mgZ BERES LBOY S L s 0EMEIES R ShTL
%o FFHEREDIEH 2 B E (8M) & Ml U CHREE O AP RERR B 0D Cinax
KOAUC (FME) 122 nZ2h11% K 025%, FEEOFHEERERE T
ZENZENR2B R V46%E WVEZR LY , EEOFHRERELZET S
BEOEYFEBIIMFT SN TRV HEAT—¥),

16.6.3 VR
NREBEICB T BERAOFEFEIIHE IS N TV IHEAT—%).

16.6.4 &R
BRAREE [ M. BTl R OB MERE T — % % - BREMEY S AR T
DFER. Fil (16~658%) DEBIEIRD 5N -2 WEAT—5),

16.6.5 45!

BRREE AR O Tatlilbs T — ¥ % FlVW - BREFEMEREMEIT OSSR, 1
B (Zets - 96fl, 2%EMD23.2%)1E~v I 07 OMAEEICITHEL RIT Sk
W EMRENTVAY , HAIC K AEFRASIIRECH S HEAT—4).

16.6.6 Af&E
BRPRES [ A O DatHiBe T — ¥ Z W - HEREMEEHET TIE. 7
V7 N(9561) IR BN (1461) &£ i, BEMBYEEREITICE VLT
TITANERT T ANQBI8H) TAEOEELBHLLEZATITAD
BEEN26.5%FE\\C EATRSNZA, B EERERIc K 2E A (126]) &
7 YT N2060) OHE TR, MEEICENBEOMEEIRED 5hkh -
71200 NBICEDSL FRAMIAETH S SHEAT—%),
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16.7.1 In vitrostE&

M) 5231 - HEHICEAD B M5V AKR—9—
In vitrolZB W v I n 7 I3PEEAE (P-gp) XUOATPIBIOEE T
HY. P-gpxEMHET 2 (ICx : 183uM)?

(2) (B RrEE
in vitroT. EEKRKICERO H 5EETCYPIA2, CYP2B6. CYP2CS8.
CYP2C9. CYP2C19. CYP2D6, CYP3A4DEMEZHEL A -7210

16.7.2 HAENYSEDT DEYENREICKRIFTHE

(1) CYP3A4Xix. CYP3A4KUP-gpZET AEHID baFV—IL. )
M FEL, 3FFEL, gEFEL - v FEL, TYFFEL, FLF
P, F57LELIE. WINH YT T 7 DCrax R PAUCER RS &
72($£2). CYPIA4FEEF O 7 7LL Y, ThSEY VRO T 7
YEYIIET IO DChakUPAUCEE T S B/, [10.2508]

(2 tipranavir+Y ~ L (CYP3A4BEE R UP-gpi B el 269 %) 13,
I u Y OEEREOEYFEBICEEL RIS LD o7,
TSR TOE ) 7T AECYPIAYEERIOIEHAEE TR, B2V T

TV ADKIB%TH 77 o BTHET HHEHE VT L0 s OERPHE

I BE RN D BN

FUARNTYL - 2T 7 A RFHY—LEHEI(H

YA T LZENFF VEREREEE)ROT /) REL(BTHR)IE, <
FEO T OEMBRICEEE RIS 272D GHEAT—5),

R2BAENY S EOT OFEYEEICRIFTHE

. v Ieu s OEMHMEINT A -5 DL
IR (OFFAZE O OFF B/ IEGFF ) K 10°90%1F
SER = il jw
RRRORR B 2T R (7 L=1.00)
Cmax ‘ AUCIau ‘ Cmin
CYP3A4Xi%. CYP3A4R UP-gp% IHET 5 %Al
7 haF s — [ | [lomg] 3.3 5.00 3.75
400mg QD BID |(2.38, 4.78)|(3.98, 6.29)|(3.01, 4.69)
)~ EILI00mE 8 100mg 1.28 2.61 4.55
BID! BID |(0.79, 2.09)|(1.92, 3.56)|(3.37, 6.13)
FETFEL (T
1
giit”)* ST | | 100mg | 478 (3;; 1.3
1000mg +100mg BID |(3.41, 6.71) 12.14) (8.96, 14.1)
BIDIG)
°© 2 o
?éifo)g m)g.b EC K 3.95 9.24
00mg BID® BID |(1.66, 2.34)|(3.43, 4.56)|(7.98, 10.7)
759 F Edomg| || 30mg|  2.09 3.57 419
QD" BID |(1.72, 2.55)|(3.30, 3.87)|(3.65, 4.80)
TEYFFEL+Y b
FEL | | 30mg | 2.67 4.88 6.67
300mg+100mg BID [(2.32, 3.08)|(4.40, 5.41)|(5.78, 7.70)
QDlé)
FILFEI+1) b
v | | 150mg| 229 4.05 8.00
600mg+100mg BID |[(1.46, 3.59)|(2.94, 5.59)|(6.35, 10.1)
BIDI&)
7571 ¥ L750mg 1somg | L8 9:49 10.17
i 14| 28 s, (7.94, (8.73,
10.32) 11.34) 11.85)
CYP3A4Xi%. CYP3A4R UP-gp% B s 5 %Al
7 7Ly | 100mg (8';‘?2 (S‘ZZ§ 0.55
16) . ’ : ’
600mg QD BID 0.626) 0.620) (0.43, 0.72)
. 0.400 0.468 0.609
o
;gzt )~ 200mg 1, 3(])303% (0.282, | (0.381, | (0.525,
0.566) | 0.576) | 0.707)
V77 ey | 10mg (8328 <8§2§ 0.2
16) . ’ . )
600mg QD BD | oy | oary |17 028)
FETEVE)N (45
1TV T A
L) 3 300mg 1.54 1.01 -
200mg BID (+ BE |(0.94, 2.51)|(0.65, 1.55)
150mg BID +
300mg QD)
CYP3A4XIZ. CYP3AARUP-gp2 lERUAET %A
TEFEL - T
i o
5] tr7relLs | | 30mg| 1.5 2.53 6.29
00mg - 100mg BID [(1.01, 1.55)|(2.24, 2.87)|(4.72, 8.39)
BID +600mg QD'?

| ot D1 RO
U B H0) 5/ ) & UN90%(E
RERORR (R 222 X (8 72 L= 1.00)
- Conax AUCa Conin
HEFFEL(VT b
FIhZTEn)+ 8.4
RFEL+IT7E| | 100mg | 2.26 5.00 (6.46
Loy BID |(1.64, 3.11)|(4.26, 5.87)| "0
1000mg+100mg ’
BID+600mg QD"
FLFEL+Y b
EL+Ihoey | | 1Smg | 177 3.10 5.27
600mg+100mg BID |(1.20, 2.60)|(2.57, 3.74)|(4.51, 6.15)
BID+200mg BID"!
tipranavir+\ bt 1.02
2 B 150mg 0.86 © .850 1.80
500mg+200mg BID |(0.61, 1.21) 11,55, 2.09)
2D 1.23)
CYP3A4%iE. CYP3A4KUP-gp% HERKUFHE L LA
7 L7 77 €N [30mg| 0.79 0.86 0.90
400mg BID BID [(0.67, 0.94)|(0.80, 0.92)](0.85, 0.96)

E1) v T e 7 BUREE O RERAE & O HE

16.7.3 ¥ S EOI HMHAEOEYENEEICKIF T HE
TSRO 7RYIFY Y (PEEAOREE) OEMBEICEKNICEED H
HEBERITE RN 5T,
vIvuszid, YRITVV(CYPRAMI XA RBROBETHE) ETIT
VU(EICBTHR) 0B BB ICHELERITS oY . vIET Y
. IV T L ROBEE(ZF=)LVIA T IF =LKLALY
AN UIL) OEYBEIIZERNICERDO D 2B RIS o727
F7-. RH6B-L ROy aLFV—L/ a)LFV—LHICHEEI L,
< S¥a7din vivoll BWCCYP3A4ZFE Lz W ERESNY
v IOy OBERESENLZESICY I Y0 7 HBCYP2D6% HET 5 1]
HEMEIRBETE R WA, in vittoR B OER REBREE D & 0t O 5
BRICHELZ X ATHREIENV DEEZSNS BIEAT—%),

B AR OERRSNI-FAER AR, [BE, A3~ oraor el
CIE300mg% 1 H2EREOHE9 2. 4B, BEICEL IR TR
HIVEZHAL., HRAFEICSC CEEERT S L Th S,

17. BRERAGE

17.1 BMMRUREMICET B HER

17.1.1 ;85455 MABERERENER (A4001027. A4001028)
M OFHIVIEIC X 2 IG8ED & 5 CCRSFEAIEHIV- VR #1076/ % 5t
S, ¥ 507 (300mg. 1HIESIXIH2E) P TS5+ AR & Rl
FiEZ R L 2t A e B2 2 2 LR, DT
Ermeni® GHEAT—%).

R MDOFHIVEIC K BEEED S 5 CCROIEMIEHIV-1RRBE 2R
& LISt —EERHERIC 517 SRR (1R 54881%)

<5 us+0OBTH 75+t AR+0OBTH

300mg. 1H2[E (n=426) (n=209)
HIV-1 RNABAR—25 .84
1 6 0ZEE (logo - -0.78
copies/mL) -1.05(-1.33,-0.78)
HIV-1 RNA&» < 56.1%
400copies/mL& 7% - 7z Fv X1 4.76 22.5%
REFIFROE & (3.24, 7.00)*
HIV-1 RNAE» < 45.5%
50copies/mL& % - 7z F v A 4.49 16.7%
EFIF OB & (2.96, 6.83)%
CDA4RBHEY ¥ 7S8R~ 124.07
— 254 v h50E( . 60.93
#(/mm’) 63.13(44.28, 81.99)#

E1 OBT (Rl s REE) & OFEH
E2) ST ARG L DE, FHNIRSREEREERT. 272U, HIV-
1 RNABDON—=ZF A »ip5DE(LETIII7. 5% EEXEZRT .



R2.MhDIHIVEIZ & 2/8BEDSH 2 CCREEMEMEHIV-1BRRBE IR
& LB R ESREERICH L THIV-1 RNAEH'<50copies/mL
(1%548B1) LB > BEBDER

¥Irus+
OBT®V 75t R+0OBTH)
300mg. 1H2[E (n=209)
(n=426)
NR—ZF4 > HIV-1 RNAZ
<5.0 logi copies/mL 58.4% 26.0%
25.0 log copies/mL 34.7% 9.5%
N—=2F4 »CDARBIEY >V ERE
(/mm?)
<50 16.5% 2.6%
50-100 36.4% 12.0%
101-200 56.7% 21.8%
201-350 57.8% 21.0%
>350 72.9% 38.5%
BEA U 72 HIVER D 2552 59
0 32.7% 2.0%
1 44.5% 7.4%
2 58.2% 31.7%
>3 62.0% 38.6%

V1) OBT (Rl Somi%) & D PiF
VE2) VI SIS A L R BATE A o A AR & LT
) BETRBZMEA 7 ICET
< 5En 7 (300mg. |H2AE) R UREEERES G LB 5 n -8l
1R FASEBURAE 1250, 0% (213/42601) Td > 720 EZBIERIZ. B 12.0%
(37/4268) . TH18.7% (51/426051) . 5347 .3% (31/426051) T AT .0%
(30/42605) T - 7219 (BHEAT—4).
17.1.2 54BRERERER (A4001029)
MOFHHIVEIC & 2 GHED & 5 CXCRUGHIEHIV-1 B8 %, CCRS/
CXCRA“E WX EAHAMHIV-1BLAEE L HRIC, v IOy
(300mg. 1H1EXIE]H2E) D XId 75+ K & Bl B2 f L%
R A EE R EH L 7.
ZOfER, ¥ 702 IXCXCRAFERIME. CCRS/CXCRAZE L IHEAE
[APEDOHIV-TEEEEICB T, HIV-1 RNABKUCD4EHE Y >/ SBkE
ISH L, BERAEEBERIES AV EARERS ALY GEAF—S).
17.1.3 3E54BRPRERER (A4001026)
HOFHIVIEID & 2 6IIED 75\ CCRSISFIMEHIV-1 B E & 151
<ova s (300mg. 1BIEXIEIH2E) S UELT 7 €LYy & fHA%
(Y R7Y2300mghk 0T 2 7> 150mg. &1H2E) 285 U S
A EERREB LR L. SREERERE S AL TCCRSIEME
HIV- 1R % IR Lo Ry MR OR@En B 5 h iz HEATF— ).

3. DIMHIVEEIC &K BEEEDRZVCCRE[AMHIV- 1R EE EHR
& LIS hsg R _ S5 REHERIC S 1T BERRAHE (HIV-IRNAZDIRHER
FRiEBE IR D IEFDEIE | SHEEEOTRE)

vsrus |[L77ELyy W SRHE OZ
1HH e 5 - FrH197.5%
(N=311) | (N=303) | ™" CIO FIR
483814
<400 copies/mL | 73.3%(228) | 72.3%(219) 0.6 -6.4
<50 copies/mL | 68.5%(213) | 68.3%(207) -0.2 -7.4
9638
<400 copies/mL | 64.0%(199) | 64.4%(195) -0.4 -7.9
<50 copies/mL | 58.8%(183) | 62.7%(190) -3.9 -11.5

4. MDFHIVEIC & BBEEDEVCCRMERMEHIV-1RRBE Z IR
& U S hEss R — S5 RHERICH 1T DERRRE" RLBRSR50 copies/
mLKT | SAEEIEEERE)

4838 9658
HE wvsv¥us |L77¥Lyy| ws¥uy |77y
w58 ideniid [ideiid 58
VAR Y — 21341 216/ 188/l 184451
)V VARV — 98/ 8761 12341 11941
Z; ;; ééﬂf " 26% 9% 22% 7%
DAV 22% 14% 31% 24%
(e IEA))
HEER 13% 49% 15% 40%
S0 20% 16% 20% 15%
FETRER] 1% 0 2% 2%
Z DAl 11% 9% 11% 13%

TEL) TLOVR (7 A )V ZZ£B9Z RIEAR & TOHM) 1T & 25Tl

R5. U A IV ZZHIRBAEG| O FERIMHER G ETER (FEEEm T

BRICED)
- BRI T Tropism Status
o Dt R5 X4/DM NA
N FIVUFHE
v r# 5.1% 5.1% 0
HEEAE
BOOfg¥BID MI184VI=ED 25.6% 20.5% 5.1%
(N9 |EZTEVY 0 0 0
B Vit
NINYRAYE--31-1
L i ad TR 0 0
vipse [PEEER
600mg QD MI184VIED 27.8% 0 16.7%
& I7rELY
(N=18) Vit 38.9% 0 22.2%
DM=dual/mixed, NA=not available, BID=twice daily, QD=once
daily

ENDMIRAVI : 7 3 7Y VEERTEAR

F)ARAOERRSNI-FAER AR, [BE, A3~ Iror el
CIE300mg% 1 H2EREOHE9 2. LB, BEICEL TIBToR
HIVEZHAL., HRAREICSC CEEHERT S L Th S,

18. EEZNFIE

18.1 {EFtER
v seu sk, HIVAHIBRICRBAT 2BICFIRAT 2 WS AL THSHCC
Chemokine Receptor 5(CCR5)HEAITH 2. v I 07 IE, HMAIE
FDOCCRSICEIRMICEA L. HIV-1Z>Ru— 745 > /87 Hegpl20&
CCR5& OAHENER 29 5 Z 12k O CCRSIERAEHIV-10 AP
NDORAZBEET %, 2B, vI7ET7Iid. CXCR4FERMEKXRVCCRS/
CXCRAZEREMHHIV-10MANDEAZIAE L2 WY

18.2 MU AL AER
CCRS#EAEHIV-1#IR R S B4R IC BT~ T 0 7 D7 A L ATE
HEFE LR, v 07 DICHEIRTANVADY T ¥ A TETHEER
Z3a L ZTOFEEIMBEFHEROIERESGEEE & L7C0.57ng/mLTdH
S72e =7+ CXCRAERH T AL AT I A NV ZMFRIIRES 2h -
7zo HIV-2IRT 27580707 A L AERIIBE S Tngno
XU VA Y NRUEEBEREER (NRTL: 7308, V¥ /)0, T
LRNUIHEY, FITVV AF TV FIREL, FLIFE L,
DRTVV), R VA Y RREESEREER (NNRTL: LY
Y. IT77ELYY, RETEY), TurT—YHREA(7 T L IE
V. PHYHFFEL, £ PFEL, gbF L, ZLT1rFEL, Y
b, H¥FEL). XITHIVEIEEEH (enfuvirtide) & v €0 7 %
RS L7 A VAESEICETERIERD s nkr -2 ,
) CXCRMEF 7 1 )L A : CXCRAFE MM X IZCCR5/CXCRAZE R M

AR

18.3 M

18.3.1 /n vitrozt8&
CCRSIEMAMEHIV-1EE K 2 MR % Bk RSB LR, w5y
IZHtd BEZHASET LAZEERSSES N, ThonwIEa 7
T AL Z1ZCCRBHEIE % #H L TH V. CXCRAFEAMEIZCCRS/
CXCRAZERAMEADELERO SNz h o722

(1) RIRBIME
~Iea v Y A VAR, in vitroft T AV ZAEREEBETY I ¥
07 HB1I00%EEMERZ RS RV EThH o722 . ERAMEOE=EE L
THEERAVSNZICHEIX. vTET7ICNT ZEIHOETICH LD
SIEHLEVIEEFH D REREMEOHEICIETERTIE RV,

(2) BICFEImE
73 BEREOERIIgpI20ICEF LTV, L2 LEAS, ZEROEN
BB EICE R >TBD, ChonERETT VO 7 EZEE ORE
S TR RWR

(3) A
BEEMEEZRAWZZT. vIE¥a 7k, NRTI. NNRTI. o577 —
YIEEH & Cenfuvirtide i 2 F 9 2 HIV-1EE KRS BERICT L, T
TANATER,EZR Uz, In vitroTHE LTI a 7Y A L 2%,
enfuvirtide R Y FFE IR L, BEZHEZHERE L TLwz?

18.3.2 BRERELER
FHIVEIC X 288E D H 5 CCREEMEHIV-VEREE 20 R e LK
B (BRA4001027 % OB A4001028) 12 B W Ty AV ) —= v THiIM 56X
— 254 VEETOM (4~6EM) T, 7.6%DHEE D7 A VL ADIERE
ASCCR5E MM A 5 CXCRAEAME X IZ B RAEAEEAZL LD 2
o, MHIVEIC X2 BEROZWEEZNRE Lz B GRER
A4001026) I2BNT A7V ==V THDP6R—=Z 5 A VEEE TORM (4~
6:AR) T\ 3.6%DHERE D7 A )L A DI A CCRSIE MM A 5 CXCR4
fEREX I ZHIRGEREANZ{E Lz,

(1) CXCRMERD A IV A ZE S BBEDRE
T IR BIRBENEIN L o 7 BEDORI0%ICB VT, JAEERK
BCCXCRAERA Y A VAN SN2 THICR L. 750 R (REY
FEEONR) OIRBEMBI CCXCRMUEM 7 1 L A HH & - BEHIZ



6% TH o720 TNHEDCXCRUEAY A IV ADEIR % ST B2, 1GE
SHIIEICCXCRMER ™ A LA S N7=2060 (= 5 Ca 2 EElefl. 75
YR DT A NAD T T — 3t E4T o TR, CXCRAEAY A L
213, fEmEZ B (CCRFEMMEY A L A CXCRUAEAMEICE(L L) IC
XBDTIE L BEROEAERE CIRHT A LD TE B ozb
TR BOCXCRMEA Y AV AICHET 5 2 EARB I,

N—=2F A VEIZIZCCREEMEY A VA ZH LIz B ZFDH%CXCRAEH
AV ADBH S NGRS KIR L2 BE DS 538G T, 5 HikE35H /M
D EOEBMBRZTo7z. INo38flo> 5, REKEBZEE TIZCCRSEM
TR S 25 o RN 3F DA TH -7,

CXCRAHE ™ A )V AW S N7 ia BRI O M OFTHIVEIIN 9 2 it tE
IR —=2F R=AF A VEEOCCRMERAIET A VAEE DS o7z, L
7o T HIVESEE 2 RIRT 2R3, R—AT 1 VOIS TE R
WCXCRAFEHAT AN AH, R—=ZF A VEIHEE S ACCRSERIMEY A
VA ER Uit S5 — > 2B LT W ATREM 2 2B T 2 0ENH 522
(2) CCRS$EMIMED A IV R = S BB DR

KA © <50 712 &k BIBBOKKEICCCREmMEY 1 L A D5
HEN586H, 226l cv o ea 7icnd 2EEZEME R L7 A LA
BOHNT. —TF MOFITIIEZEOENEIASNLZP Tz, TNH
OEFITIE, AV TIATUVADRRTH 72 E2RET SIMFEED
BlEDH A NZIESDEHBDHHNTz.

BEFHEEME  VAIL-T07 I VBERIZHETHD ., £HBETI
BRI DE D0, v T 7Icnd 2EZHETEBEELBEOE
E iﬁﬁroﬁ‘ ii.EL\B ),25),26) .

19. B ICEET BILRHER

—f94%5 © ¥ a2 (Maraviroc)

b % 4 :4,4-Difluoro-N-[(15)-3-{(1R,3s,55) -3~ [3-methyl-5-
(propan-2-yl)-4/H-1,2,4-triazol-4-yl]-8-azabicyclo[3.2.1]

octan-8-yl} -1-phenylpropyl] cyclohexanecarboxamide

CoHaF2NsO

513.67

5 7
7 T &
== S

CHj3

HsC
R H H /=N
\ = \
F N\
n ¥
- HsC

HE~MECOHEREOHRTH L. XF ) —VIZBD TEGT
I TEFZ MY NN-PAFLTE T I FNIET
8 7 = (99.51CVETF 9 <\ KICHED TEFIZ< W,
SERE(log) 1 2.1(pH 7.4, 1=+ 7% ) —IL//KFR)

22. a@=
60%E iR V7]

23. EEk

HENER - BRI (2008F12H25H &R, CTD2.6.2.4)

2) #HNER : REHRSHERER (2008F12H25H&ZR. CTD2.6.6.3)
HNER  ERAZ R E U7 B R 5508 (20084128 25 H &
#. CTD2.7.2.2.2)

Abel S, et al. : Br J Clin Pharmacol. 2008 ; 65(Suppl. 1) : 5
HWNER R OCHIVEEEE OEHIREOENE L/ $F X —
% (2008F12H25H%&zR. CTD2.7.2.2)

HNER  BERAKOCHIVERER 2 MR E LBEROFEOME
(2008%F12H25H%3®. CTD2.7.1.2.3)

Abel S, et al. : Br J Clin Pharmacol. 2008 ; 65(Suppl.
Walker DK, et al. : Drug Metab Dispos. 2005 ; 33(4)
HWNER  EEMEEICEY 285 (2008812425 H &R
CTD2.6.4.4.3)

Hyland R, et al. : Br J Clin Pharmacol. 2008 ; 66(4) : 498
HNER  BERAR O EEEE 2 0RE LY B EHER
HNER  BEFREYERE OB (20084124 25 H&RE.
CTD2.7.2.1.3)

PR SEIEREIC KT 9 R O 2 (20085E 1 2H 25 H &R
CTD2.7.2.3.4.1)

HNER 7 V7 AROE AR Z R & U7 S4B R8 5 (2008
F12H25H&RE. CTD2.7.2.2.4)

Abel S, et al. : Br J Clin Pharmacol. 2008 ; 65(Suppl.
PR EYEEIER OGS (20085128 25 H &R
CTD2.7.2.2.6)

Abel S, et al. : Br J Clin Pharmacol. 2008 ; 65(Suppl. 1) : 19
HWNER L OFHIVEIC X 2188 ED & 5 CCRfEMEHIV-1/ESE
BEEZNRE LSRR —EEHRHR

HEAER L thOFHIVEEIC X 26D & 2 CXCRAFEMMEHIV-1ES
BE RV CCRS/CXCRA“EIZIR AT MMEHIV- BB E 2R &
L7 Z st R —E e ma

TS

1) : 60
1 587

15)
16

1) : 47

17)
18

19

=

-7-

Dorr P, et al. : Antimicrob Agents Chemother. 2005 ; 49(11) : 4721
HNERL : HIV-TRER R BRI 2807 1 L A& (2008412
H25H%FE. CTD2.6.2.2.1)

Westby M, et al. : ] Virol . 2007 ; 81(5) : 2359

MR TR TR (LD X 71 = X L ORET (2008512 H25H %
72, CTD2.6.2.2)
HNER  IRRAERBNIC
PR IRRRIBINC B S EZEOmE

R IRERIBNC B 5 CCRBRIE Y A )L A DEET

24, XHERERTEVEDESE
50« AIATTA VR
FRHEREXIRIR1-8-1
T4 =T NVARTT « AR T — + F—E R
TEL : 0120-066-525(9:00~ 17:45 /- H#L H R Otk H 2 Fx <)
https://viivhealthcare.com/ja-jp/

26. BHEARFEFRES
26.1 BHERRSET

2B BEMEOMET
25
26

Ja4—=TNILRT 7**'?.::*.1:
EREER AR | -8 |
2.2 BT

I59V-AZRI51 VR R
RREBRAR 1—8—1






