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BHEEMRSB (CIP) ¥

HARAEHEHEL/ERETEHE. —bE: LFETIHERKR
#, 2006.3
ISBN 7-5025-8416-1

L.t 0. & M. FG-LHE-HR-1996~
2000 V. R97

W A B 548 CIP & F (2006) 55 024139 &

#HREHHS
EWE &
KiEmeE. KBEE HDDF BRES
HAERKT: F
HEBRIT. HEH

¥ I ¥ H & i \ e
TR R 5 B 2B oy BT
(LETHAXEHE 3 S WRESE 100029)
BB (010)64982530
(010)64918013
HBIEHE. (010)64982630
http: //www. cip. com. cn

FEBEILERGIZH
KT REDRIA R 5L 7 EN R
ERHHRYT RENEFRA AT
FFZA 720mmX 1000mm 1/16 EIdK 19% F¥ 384 T
2006 £ 5 A% 1R 2006 4E 5 4L % 1 KEARI
ISBN 7-5025-8416-1
£ M 49.00 ¢
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BHMARRT . B0, BRE, FHRTHVAFER



52

REMZHEARM CERR, HEMRTBBLAERRNER, BFEIBFFE
5L, T Re RS T RFMAREEREEAREARNR. BRRFHN
MREEHLEY R HE, CRTKEGTERIBIAR 0 KT R,

(b F EHATgY) —HExx—RE, BEALEBANAT B LHRFHL
FEH . FELR. WRMAP=RERXNEYELFL:; SHYIKMHAE XK
BRSHFHURERINSE IR, XEFEEAABREG LV ARNETEH
MAHSERN, UANEFAMRFRNERARRBTEEZNHRGES . EE
FESLERE BN BT B ES L WA A BN ARG, R 2R i B B R 2 9 LA A
k.

HANBEMFANSELCARD, BRIFLTABRELGYEL K KA
ZW. WERMBHERKN THEETRE, FEFERERAMAEERACHERN
R, E R RS HMTR.

BEiT
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FEHGLY ETHREYIL 1454, 2000 FRUB ETHWAYEESRE 4+,
il 28 AR

BRTGEKRAZ. AYFRURFAN B BARAREL, FENTHBBREH
BMEFRERLBHE, LRKERRERFNABBHTENES, TEERBEH
BHEMIE., SgEk, PN EANENAYIERBR=RINEFEE. B
SREXGYMESEE, QEFHWPEBAL. FEXMEL. EXRHH
& BYEER ., R, CARRSE ., € FIS METRT B A2 S0 S U R AR
FRCRB AW, BIMORAYNASTEMNERE., ERAEMIE. FEME. Ak
AR, AEEM. #53h%. BERTEN. FERMEREREN. F=ZH0BE XS
YWHESE M, FEAEZAYEENNZSHIFNAFENERNINSE XK., HE
BEX=HAMNAE, AEERUEEBRLENHARRFALENNHNGEELRS S
i

WEERENHFEF, FREREYHAZEDEARLGY, XEHYHHEXE
BORAAR, BEREFL, REFBRELIRE T, FHRBEHEREMNIET 3
ar, REEEX S5 ERFEH LTRNEDEARGYENTUNH, $FFET T
B, BITEEXRBEEWERTE I mUTRR.

EEFEEMBRET (Drugs). ¢Drugs of the Future), ¢Drugs Today) ZH
SAEGYIRBAE . AIMEER B EERHSE T —ENIMAT . &, U
HEERUEFHITRMEMENFERER.

WHAERGKEN., HMEANEAERFOEVALHBHZ L, Rk
HEERR. RFRA. BEALUNBHAHREMALZARKNSERH.

EXRBHRERNREMEELES, BRATHEZREFE. FAfT. FAREAHZR
MEE, BHIS—HFRARENEE.
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R, BETAEREREERELMBE.
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FME-+%3% Abacavir

[AMm#&) Ziagen™

Kik2E4514)
HN
N
f‘éﬂ\> SO
HN™ N Tg A
i .,//CHZOH_‘1
(Ci4H;sNsO); « H2SO, 4 FHB: 670.76
| ClA=-2F79 |

(1S,4R)-4-[ 2-FE-6- AR EAE)-IH-EM-9-B 1-2-3F [ 4k-1-F BB AR &8
(1S, 4R)-4-[ 2-Amino-6-( cyclopropylamino )-9 H-purin-9-yl ]-2-cyclopentene-1-
methanol sulfate sulfate
[HRY HEBEIYAEEEKRER, mp: 165C, [(o]f —218.1° (c=0.15,
CH;OH)
[CAZ#%E])Y [188062-50-2], WFEIHRL [136470-78-5],
[{E2 351 CA 125. 87089
[£#EY EN 173602, US 5034394, EP 349242
R ACRAY FEEHSFEH: 1998411 412 H
HEEFAFFH: 200142 A 28 H
[E8) %Y ¥E Glaxo Wellcome A 7],
(B ETEEEEY 19984 12 AEXEEF.
GEREY ERTFH HIV-1BRE, FEMHMAY GAREMFLERE) BH.
[RZRMEY HH: B8R &A% 300mg;
AR WS . S 4% 20mg/mL,
[HEAE] O, RASK300mg, —H2K; SHMAGNSHRFEAYESN
M. BFMILE GITA~16%) FBESKAE Smg/kgit, —H 2K (BAHN
B 300mg, —H 2K, AISHMAHSERIRESYRAR. LETHEFERAR
1
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¥ Eiil 8

YRR R O R 3 3 JEUR M e A PR — K 254
[ZEERY ARIHFEBRROET HIV IS ZEIHN. EORARERER
HFESHSTRASTFELRE (AZT), X E bk S48 MT-4 415+,
A RETEWRE L AZT K 100 4%, HBERRAMRAEBRWEIBS AZT HU,
WHEEBITPERERARRENEFRERARREA . EVHRET, EHE
AR AT AERBRNMEERBEE. Y5 AN ERELY KA,
MEINERMNEE. EmMEE/ERHR HIVHESHAZY, 5 AZT (FEXRE,
Zidovudine), 3TC (hik k%, Lamivudine) F1 d4T (HJfth K E, Stavudine) &
AEBREFNHEER. ERAERMR-CD: XREGEF, MEBRLERTFREN
M, ARMEEE AZT B 3TCHR. MX 3HAYELRIEAARKRE, B
WRENTREEE 3SHAWBANAH, UEREBRMERTR. KL, EHB
RIEH, AFS5EABMHANEZEIFH (Amprenavir) KA LB RBEFTHE
HITEYE. FRERW, ASKMNEAR HIV B4 EEESA TN ER, XTEEHT
HESBESENEE=ME (IGTP) MELY, AWM AEEMRIEMWEHE HIV
Wik REEEA .

BILTMERATF Rt & B, 24 5 7] A #4581 BBB # A B FAE B8, X
BEMERRESAENREMAREEENIFIMAES . XERESHTLERE
HH HIV Y A RE R A M 5 M EA M & HIV wE . £/ RBEEESF
i 10mg/kg A 25, 0.5~2 /NHIEZG Y 2E CNS P ¥ BE R i 3K P R BE A 726 ~
8%, ZiYIvREE LA IE IR 1Cs MW E B AR 2 1 /hAT,

(Z3h%) ASORAAE, REREWAES . REANDORAE G K44 YA FHE
%% 83%., ’

H AR & 7/ 100mg, 300mg, 600mg, 900mg, 1200mg, AUC {HMNKEIE 27
#£1.07~33.12h « pg/mL, HEWREEH 0.59~9. 61pg/mL, IKUERFE] K 1. 26~1. 56
NEE, TN 0. 89~1. 51 /NeBf, He 300mg i AUC N (6.02+41.73)h « pg/mL.,
WEYREE (3.040.8Dpg/mL., AL 2 /NEHFERBEM KR, AUC % 4347h » pg/L,
FEZRHEM.

B RMSHAERL N 0.8L/kg, FIEBABEMALANTFE. AREFER
W, RF-YERHEL.

O RPEMY A BAERHT HIV MR GRITHY, —B5 AZT, 3STCHI 4T RE
EH.

E—THEILNE ZH R RS, 173 4 HIV BEERAAH (300mg/K,
—H 2K)/AZT (300mg/¥K, —H 2¥%)/3CT (150mg/K, —H 2 K>, XTHRAMR
MM /AZT (300mg/K, —H 2 K)/3CT (150mg/¥K, —H 2 1K), HLERA
16 ~EH. 75 16 BB HE RNA, 67% A H I LM HKEF RNA(RNA

2
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¥ D8 <400 4~/mL), A MHAKAMEREBETED, &% 1343 %M 12 Mg
R E, RAAS (300mg/IK, —B 2%)/AZT (300mg/¥X, —B 2 ®)/3CT
(150mg/K, —B 2%/ EYEIF (Amprenavir) (1200mg/®., —H 2 KD, ¥H4
TAA. EE 8, 12, 20 Art, HHF 14/20, 8/12, 5/8 MAZF MK PHRF RNA
SRR 100 BINE/mL LIF., CDAT 4R EES 12 {n, EEaERER LR
T 1724 /pl, EREEEP LAT 126 4~/pL. BNMRKRARD, FHWZEM
BRESAAHYRYET, RTORBERABRRNFELY,
(RERMY AHELURET, ERAGRIENARRMETHEN, & 3%
BEDTHBENTEERZ, Kb —SdBRNSEREMN. 8RN KR E
REFEEHR. B, FEMERSE, BRERR. FRHEME RN —-BRABRNA L
.OBG, Kt SEES. KB, BEN/SER., ILES5S3HRNARZAE
FERERY, SN SHETHERL, EHNER. SR RIER HIERT R
6N,

AERGETILERELERANRRE. FEREMARRNER L, GFE
O ek, B KB, RERRE.
(EEETY BTAGUTERSIEEOLIERN, HIE R RMNE KRR
B R S 24 R A 0 R A S R T AR AL *E?‘iiﬁﬁﬁfif‘ﬁﬁjé%$ﬁﬁ@
B, BEMZSIPELHEEE, SERVERER ZETESARBITIRY
A6 AW,

BRERARRSEEREMMBERNMER. B2, BHERE. TRESL
REAR, O R SLBMEZ, A, WHATERAEEBERN, MESEY,

RESBRM KB E UG AN ERAS, B §EE L/ R R4 B ™8 W E
REZ g . i PR b BB ST 1 BUR Y R PR AR T . DU DR b i R IR 4 X
BB RN,

MNAEFRERWEE (NABRERSPE. X, BHsw MEAER. &
mAER CKE.,
(&% ()

1. Daluge S M, LaFon S W, Good S S, St. Anti-HIV agent 1592U89 succinate-Progress from synthesis
through clinical development. Antiviral Res, 1996, 30 (1). Abst 2.

2. Daluge SM, Good S S, Faletto M B, ezal. 1592U89, a novel carbocuclic nucleoside snslog with potent,
selective antihuman immunodeficiency virus activity, Antimicrob Agents Chemother, 1997, 41, 1082 ~
1093.

3. Mecdowell J A, Symonds W T, Kumar P N. Initial phase I study of anti-HIV agent 1592U89 in a single-
dose escalation design including food efffect and dosage form evaluation, 35tk Intersci Conf Antimicrob
Agents Chemother , 1995, Abst 1109,

4. Fischl M, Greenberg S, Clumeck N. Safety and activity of abacavir with 3TC/ZDV in antiretroviral naive
subjects, 12th World AIDS Conf, 1998, Abst 12230.

5. KostR, CaoY, Vesanen M, eral. Combination therapy with abacavir, 141W94, and AZT/ # TC in sub-
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jects acutely and chronically infected with HIV, 5th Conf Retroviruses Opportunistic Infect, 1998, Abst

363.

6. Foster R H, Faulds D, Abacavir. Drugs, 1998, 55 (5). 729~736.

7. Staszewski S, Keiser P, Montaner J, et al. Abacavir-lamivudine-zidovudine vs indinavir-lamivudine-
zidovudine in antiretroviral-naive HIV-infected adults: A randomized equivalence trial. J Am Med Assoc,

2001, 285 (9): 1155~1163.

LEIME Amprenavir

[BH42Z) Agenerase™

[k 4H]
CH,
ch
OH NH,
0/ 5o
SFR: CsHisN;OsS 2 F&: 505. 64
(€ A=_F %79 |

[AS,2R)-3-[[U-EEEEBEIC-FRRLER]2-BR-1-CERF )
& & B R (3S)- 0 & -3- ik I B

[(1S,2R)-3-[[ (4-Aminophenyl) sulfonyl ] (2-methylpropyl) amino]-2-hydroxy-
1-(phenylmethyl) propyl]carbamic acid(3S)-tetrahydro-3-furanyl ester
[HER1 BEESEREK; TR, Tk, HETK.
[CA ¥x5] [161814-49-9]
(1L E]) CA 124;: p359232a
[£#5]) EN 205414, WO 9405639, US 5585397
CARP=ACR LY 2014 SE LA B
[H58BY) HE Glaxo Wellcome A 5] .
[(BEXRETEFEREEY 1999 FEXEETW.
LERIIE] 697 HIV B3, ¥AAMTRELADSA.
GRZMEY B, RRE: SR AES 50mg, 150mg;

HAR®: 44 15mg/mL,
(REAR] AR, AZRYBW, BEEHEYLSMEEEDHRK, MBS
REMT R YIRIAR . A 5 B BT HIV B iy iR FI A B >50kg 19 13~16 & F /4>
FHFEN 1200mg/R, —H 2W; Xt 4~12 F WILEMEKE /N T 50kg 13~16 %
MESEMER 20me/kg, —H 2K, =K 15meg/kg, —H 3Kk, — A BHBRE

4
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#ad 2400mg,

ERBRBSORBAREEYERYE, AMAREZERER EEHRER. OR
WXt 4~12 B JLEFEKE /DT 50kg 13~16 S EFE L EH RN 22. 5mg/kg
(1.5mL/kg), —H 2 k& 17mg/kg (1.1mL/kg), —H 3 &, BRRAEBALAEBT
2800mg/d,

X FER 65 S UL EFBRENEHEFEHANE, BAXFERAES HH

HELODETIREREAR, FETHIBOEL.

TR B E, NAA SRR Child-Pugh SEH#THEE. NAL
i BERE, X T Child-Pugh 4B 5~8 BB EFE N 450mg/W, —H 2 %; 9~12
HEE R 300mg/K, —H 2K, BB G AR K EREEEHETR.
(ZAEERY ARV —FRBRTEY, YARERERE (HIV) XLEREH
BEMER, PR HIV BY, ASE3WH HIVSERBHOESE, 5 HIV
M HIV-2 EEBE A K K 2 5% 0. 6nmol/L # 19nmol/L, XA XK EREH
B, MBEEAM K =3200nmol/L, HAEHH D K;>1000nmol/L, F&E K;=
1750nmol/L, #MAEGEXHFHERBHRLEMEOMAA ST, BN KEES
BHRLEMRECE, NTHEE gag Ml gag AELBEAWMT, SBREEEL
B gag T gag-pol, MTIRBAR LEHEN, RAEHLERVEN. 2R 5Kk0H
MAFST AL gag EAMBAURE LA BT NEEEENE RN EEERBK
HitE, LEH ICsofEN 2. 2nmol/L,

EAML HIV HidE. AR RERLAEREOBNEBHEI ARLERENS
BERG 5000 AL, X B AMKWAENBREEMRD CEHBEMHWE>50umol/L),

FHEBRFEN HIVIREE M, 7E%RE<<100pmol/L &, 7 5 %fH i JLFb
FECGE IR, [AR4RSRENKEEFRESHEREMHIER.

A3t MT4 4 (T 40H8R) A5 A Ik B 40 b 9 HIV-Igs A9 24 ¥ %1 vk
B (Cso) 43512 0. 084pmol/L #1 0. 08mol/L,

RENWZHE: KRR ER, HIV-I BABKEYE SR MEBTF 50 5

RIBRENALHANEERNE. KREFRENHYHEREREY 27, &
BT 46 MEMBTF 50 WNREMZ R 3~7 1%, MHEBT 46, FHRT 47 MEBTF
50 =R N BRI 14 15,
(Z53h%¥] NRAGREERR, 2PMBETEO%U L, EAKANEELS
MR 7.0~10. 2 /et BERBHNEE=YHH A, B2 150~1200mg B
MBEEMN AUCw—o SHBEXMXE. BNBELF HIVRLEEE AR
1200mg, Y FHMERFEEALIS 8~12 /B AT B AR SR B 40 R I o 4 B
HIV-Iu B4 8% ICso fH B 105U L. RSB 5 AMBEEHESELY 90, ﬁ“PEE%
oo MBEER. MEARBI SR OBETH, &8 KFREER, TEH
FE 3 HE
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O REN]Y B REYS, AU HIVERER, MEARE~4ERE
Wtk, NER ELREREKENFEHALIBTLER. 2R THATEEBET L,
ASHKRRE. FERENMERFTELHYHRE SN, XWH HIV RABYE
BIIR .

E—EEMEEHRRES, S5 AMNRFEAINRNEIZRRELYNEE HRRAE
#h 1200mg/ K BT B2 K 35 300mg/K, —H 2 K. 28 B 2~4 )5 I 3% * HIV-1-
RNA KFEHEL S B TR,

EINHEKRRARS, 80 AlRERAZ K, 900, 1050, 1200mg/k, —H 2
K, HEFEREMPKKRERAR. LRBHBEVBEEZE R, BHAEH (1200mg)
128G, EREAMBLREMRT 2.65logl0 MEN/mL (>99.8%). 13 BB HF R
FAZA G 1200mg/ W ANBT .+ 300mg/K, —H 2 K, &L 16 A5 HIV-RNA K F
¥ TR 2. 421og10 MEDL /mL, K 11 HIEHE (5 85%) RIEABREKE (<400
AN /mL),

[(FRRMY FRO—BARRME=>5%, &L, BE, Rit, BRESH. B8
(f3.4% Stevens-Johnson i & 1E) . HERHF MK ERE, TEKPILAL. kBR
MERZRAETLUAEY, BFENBTRG. MEMETPEERSEELETH
WA,

(FEEHFH] ZATHHEAR>IEOEE. “ENKRKRRM TSRS, T3&
FMLAELE, XWERFEENAEEEGYNEH BN nBERE. PER~EFRE
BEHAH. 2RVEKALRHL, . ZRAOAKREZEMA, LENSMIEMZ.
B CHRERA. 4 FUTILEMS FULEAER. FRAGENEXES
HAWZBMHEER, “REEELESTHEA.

(2% 3C#R]

1. Murphy R L, Gulick R M, DeGruttola V et al. Treatment with amprenavir alone or amprenavir with
zidovudine and lamivudine in adults with human immunodeficiency virus infection. J Infect Dis, 1999, 179
(4): 808~3816.

2. Navia M A, Sato VL, Tung R'D. Design of VX-478, a potent inhibitor of protease. Int Antivral News,
1995, 3 (9): 143~145.

3. Adkins J] C, Faulds D. Amprenavir. Drugs, 1998, 55 (6). 837~842.

4. FDA approves amprenavir, first new protease inhibitor in more than two years. Daily Drug News. Com.”
April 19, 1999.

5. Vertex and Glaxo Wellcome begin shipping new anti-HIV compound. Daily Drug News. Com. April 27,
1999.

6. HIV protease inhibitor AgeneraseTM now available in oral solution. Daily Drug News. Com. June 28,
1999.
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