[19] FEARLEMEERFIR~NE

. (2] XBEFRBFLTFIEEP

[21] HRIFES

[43] AFH 200449 A1 H

[51] Int. CT
CO7D277/82
A61K 31/428 C07D493/04
C07D401/12 CO7D417/12

02804982.9 A61P 31/18

[11] 2F S CN 1525962A

[22] ®miEA 2002.2.14
[30] 547
[32] 2001. 2.14 [33] EP [31] 01200529.4
[32] 2001. 5. 2 [33] US [31] 60/287,758
[86] ERREiE PCT/EP2002/001788 2002.2. 14
[87] ERRATG WO02002/083657 ZH 2002. 10.24
[85] BEANERME A 2003.8. 14
[71] RiEA RIEFFEA AR A A
Mehk IR ZEEFEAR
[72] ®KBBA DL NG tH/REFTH
PeTs+B«P e« 4ikgHkTE
D2 WG R0
SeXfEAgER) M+ -PfENEN
J+ O« A e fETIRIAR
SeLe«C-B/RH

[21] =®iFS 02804982.9

HeA-fERlw M-CeJ- %K
[74] TrRENSE HELHAHE(ER)GRAF
REA A 4 DEE

BRI ZERA5 11 T HA A 69 T

JTER 2 - (BUR - &) - 0
MR HIV B A B0 57

[54] ZEABHR

[57] HE

AR (D) k&Y, HN-S4d, #,
K, SMHIREEY, B2y, BELARAM Y, KR,
MR ¥28 H, EHAHK C M2k, C_, ki, J7%,
Het', Het’; R, 7] ARE X (R, Ry ) NC(Ryp, Ry ) CR
- HEE; 120, 1802 Ry HEC, ket LE-C(=

0)-, -0-C(=0)-, -NR;-C(=0) -, -0-C,_,
EEJ(%%—C(:O)—, _NRS_Cl—eﬂﬁ%—C(=O)—y -3
(=0),, —-0-S(=0),-, —-NRy-S(=0),; R C,_,

pidk, —(C . kedk) B C(=0), G, 3fedk, G,k
3G etk BT C L gedks REH, G k3 -0C( =
0), B&E, REC(=0), B _(C_ ki) &EC(=
0), G, ¥hfedk, C, JiHk, C_ R, BUEIEBAK
Ciokidk; ARC _Whik, -C(=0)-, -C(=58)-,
—S( =0)2v Cl_éﬂfﬁ%%—(]( =0) s C1-sﬂﬁ%—c( =
S) -, BRC, _(FkiFE -S(=0),; R ZEH, OH, C, _ %t
A, Hetlcl_dﬁ%, HetZCI_GﬁZﬁ%, FEEBUAR I EEE C,

R, R 2 C, &%, Het', Het'O, Het’, Het’ O, 7%
M, SRE, C_SAEREREREE, E-A-ERT
C - WATH LIS R A S R IS 50 Re AT LU € o 4%
3, Het1C1_4}§E%, Het10C1_4ﬂ§§§, Het2cl_4ﬁ§, Het®
OC, _ Jedk, 50 C,_ fudt, HHHA C . pidk, WAL C, .,
Bedks Hob, RoSE P ANREEW T LTEEI Ry
il — A — R 38 T LS R A 36 5 ) 0B F — 2 A Het! 5%
Het® . A% BAIEW KB AIE N T 1% HIV 45 (B 1790 10 <
B, ENEIE TR RS S AL S R R )
B AREE KA 5 —Fh B0 g g >

&, UEREENSHENL SR NDFEL PRI <
o

R S

3 wn
AR

%1% 7 A AL B AR



02804982. 9 W #® E Ok B /115

L —#EH X (D &

ﬁ{s —
R'/L\TIJW/\T,E\@/S\”;N‘A R(; |

R, OH R,

5 FEN-f4bd, H, ARFHK, SMlRRAY, WH, BRARES
M, KL
RifeRoff st 5 3 R S, Cr-odtd, Coothi R, FEC-A, Co3
A, CaIREC-Jnik, FX, Het', Het'C-obtdk, Het', SHet'Cis
R
10 R&TARTFXRFegAH:

Ry

a Ryop
Rlla\ -
T ’ )

Rip Ry

FoF:
Rov Ries FoRinfksbd: 330 R &, C-mAEXER, BRE, KREL,
15 ¥R (C-mER)BRER, Co3RmE, G-, CooltAREC-HE,
HagaF A, Het'. Het'. Cor3Rbe . ColtAEEKE . BA. &K
A, 2R (C-m30) AEEA, RAHEBK, C-REASWO) .. £2X. R
A GFRELER -RRGEARNK, L P RAELHC- A,
FR, FEC-SA, CFRRA, CoIRRAC- IR, Het', Het’, Het'Ciw
20 SR AFeHet'Cidti; HF, Ro. RafeC M ATEEGHKEF—22E T A
R Cor bt 3k ; BLAE-0-Ce BEK -C(=0) 3 #H -NRs—Cr-s T 3%, 3 -
C(=0) -, RALTARZEARK;
R AR, Codb, C-obk, Co3Rei, FX, FEAC-HXK,
i f R RN RER, FHE R —BRAGAEC-REAZAL, C
25 RAXEA, FARFEK, Het' AL, Het'AHZ X, FAZAC K,



02804982. 9 A o kB OFE2/11m

10

15

20

25

30

FERC-AEEEE, CoRARE, CGHEEREE, GFRREAC K
FEEE, CoRREAZREL, BECHEAKAR, CLmAKAK,
FRC-AZAER, FABEA, FAREAKAL, Het'HAE, Het'HK
SR, Het'CoomBAZE, Het' AR, Het'ComAREAR, Het'Cu
SRAREEERFC- A, HC-JRAERBFR. FRE, Het',
M ERZARA; L AE EGRARE M 3 3% C X, FX,
FRCEA, CoRRA, CoIRRAC-LK, Het', Het’, Het'Ci-d%
R feHet Cit i

RnZER, G, Coodflk, Coottl, FE, CobiXAKE,
Het', Het’&RCi-obdk, AR FE. £, C-REAS(=0) .. FX.
Cio3Rst . Het'. Het’. HRER ARG ALBRNK, LA+ RAEHN
BRAEEHC- K, FE, FHRCHEE, CGREX, CFEC-
sk, Het', Het’, Het'Ci-dthAeHet Ci-dt XK;

EdRoTAELBEBEAEBEIN S FHRAARS L, tHBINR
&0, 1%2;

R:Z SR A Ciobt i

L2Z-C(=0)-, —0-C(=0)—, -NR«—C (=0)—, —0-Ci-sE I —C (=0) -,
~NRs—Cis—E I E-C (=0) -, -S(=0).-, —0-S(=0):.—, -NRs=S (=0)., }
B C(=0) XA RAS (=0) A HEEFBINR F o b F B A F EIwK K BE
@?ﬁ%gs, %ECx—:t%gs, Cs—vﬂ:%g\, Cz—vﬂ;fbg(}xwﬁﬂg, Het', Het’,
Het'Ci-obt i FeHe t Ci-obt IR
RAC-E, FE, CoRBRE, CoRRAC A, RFEXC-
B
REE, Co AL, BE, AREE, £2= CmR) ABHE,
CorBRiR i, Crodb X, Cooe e R RFCrbt X, AERBF K. Het'. Het'.
C3Rgn . ColBRABAE. A, ARBA., £ = CE) REKL,
RfABBE. CoRAS(E0) .. BE. KA. FEREREXR-RRY
AARRK, AP RA EHRAEXZEAC-IE, FX, FRC- LK, C
A, CoAC ik, Het', Het’, Het'Cisdt i folet Cidn X ;

ARCi-« I dt 3k, -C(=0)-, -C(=S) -, =S (=0), Ci-s I 4%, % ~C (=0) -,
Cos B A -C(=8)-KC-BRA-S(=0)—; ZAPHABINREFLHER
AR B WA R BT P 8 C I



02804982. 9

BRSOk A 3/11

10

15

20

25

RAZSR, £X, Coik, Het'Coalt &, Het'Ci- X, EAC- B
A, -E"F-ﬁ‘giruﬁli?iCl—th:£i$3h:—Ex'{&a

ReZC-sht L, Het', Het'# A, Het’, Het'&A K, ¥ X, &%
RARE;, FHAEA-RRTC-EBERAUIGAWERGHEALT, R
ST AFZEC-skt i, Het'C-dt X, Het'0C-t Ak, Het'Ci-d &, Het’0C -
A, FEC-OEE, FEAC- A, RAXC- L, £, R
FHE—ANREYTUALR—A RS ANARRERAK, FFERALS
C-btd, CoomABmMA, CLBARAEA, FA, FAEE, FaAE
X, Het', Het', FXC-E, Het'CE R FHet'Cbb X HA

Rife-A-Re L TA S FE MR RE T —RH A Het' X Het’,

LARERFER 1 Ged, Rt

RifeReff sbdh 3 32 &, Ci-oktdh, Co-dp X, FRC A, I
B, CoRmAC Ok, %X, Het', Het'Ci-skt A, Het’, Het'Cis
B

RI&JT’TVX)%—F?&#JZ%EZ

R1 0b

| ST
Rifa
AN
R

Rinw Ry

F:

Rov Rias FeRinffdb b5 3R &, CoobtREKE, B, REA,
R (C-mBE) RER, CoRBA, Co-shp 2, Cos R R FC_LE,
FESMF A, Het', Het'. Co3Rbtik. C-OREREE. BE. &8
A, B3 C-R) REL, BEHBRL. C.HAS©O0).. 24, £
A, BERFRER _BRAGREARK, L REFHRKEL[C
b, FR, FEAC-mE, CoRRA, G AC- A, Het', Het?,
Het'Ci- g K feHet'Cilti; £, R Ruf BN ABENERTF—5&
T AR RC- IR X ;

R &, Codfidh, CoodB, Co3RBR, FR, 88 R —RKA
HEEE, FRER RROABRC-ERXAREL, CLBEREAER, 2



02804982. 9 A o kB OFE4/11m

FAEA, Het'BA A, Het'BEA A, FARAEAERC E, FH
C-BEZEA, ColEERK, CoRi R BA, CRRAC- AR
BE, COREABAR, BACHBAZRAL, CAREAKAE, FX
C-mAZAE, FEABARA, FEAKRE, Het BA, Het AR,
5 Het'Cr-oEAZA, Het'BAR, Het'Com A KRR, Het'Colt AL
BEARAC-INE, HERHEFE. FAE. Het’. B & XNAZERANA;
b BE B E RS ik O, FR, FRC-HRE, G
A, G AC- K, Het', Het’, Het'Ci-att K fellet Ci-bt ik,
RinZ S, CoEREA, C-dfik, G, FR, Het', Het’KCi-
0 Jefk, RAASEEE. 2X. CBRASE0) . FHA, CREE, Het'.
Het’, 4£it ¥ 3 — B REARNK, R PARRAKEHC-HE, F
i&, %gCM%?’Q&, C3—7%§6£, C3—7%%§C1—4%£§, Het‘, Hetl, Het'Ci-
K FeHet Ciabn ik
EPRTABIHBREEREINSTHAARS L; tHB I
15 A&0,132;
R:ZEREC-BE;
L2 -C(=0)-, -0-C(=0) -, -NRs—C (=0) -, -0-Ci-sE % ~C (=0) -,
~NRe—Cis I £ —C (=0) —, -S(=0):~, —0-S (=0):—, —NRe=S(=0):, H-F
C (=0) & H & # S (=0) 3 H £ 4 3| NR. /y ¥ L;
20 RAEC- A, F&, CoRER, CoRREAC-HE, XFEC
B
RZE, CoBARE, Bk, REX, 2= (Coamid) BREXE,
CooBRi &, Cod i, C- AR EC A, HERHFRE. Het', Het',
Coffii k. CoosBEABA. B, AREA. 2R - (C-BHE)AEKE,
25 REAABA. CLEASED .. BE. RE. FERERE R RRH
AEARK, AP AL EWMRARAZAC- A, FX, FEC-IH;E, G
HB A, C3-7%%£C1—4%£, Het', Het’, H6t1C1—4§b£ﬁWHCt2C1—4%£_&;
AZC-sEEE, —C(=0)—, —-C(=8) -, =S (=0) :—, Ci-s I -C (=0) -,
CosBIE-C(=S)-HC-EBHEE-SE0)—; A FEBIIRTLHER
30 APTRRAB AL R BT CBIRE;
REZES, BA, Cobnik, Het'ColR, Het'Coadidh, RHEC %
A, B RAATUERKC-BEL R ZRK;



02804982. 9 A B kB FEsH/11|

10

15

20

25

ReZ Cis BRAA, Het', Het' fik, Het’, Het’' A E, F X, &
EARFRL; FHAA-ART CooBRAYARARANELT,
Re T AR Cis BEA, Het'Cisdtdh, Het'0Ci-s 5ui, Het'Cis St A,
Het’0C-+ b2k, FX Ctg i, FR0C- A, RAXC-E; £,
Re R X F &8 —NBEY) T AEL 4 — MR EAMARKEBRK, AR
REDCA, CLoRARA, CLBRARE, FX, TAZR, >
FAER, Het', Het’, XA Ctt i, Het'Cu AR H Het'Cro b i ;
FH

Rs fo—A-Rs BT A oSN RE T —RH &K Het' X Het’.

REBAANER 1 R 2E—AHKEY, £P: REA, Cob i,
Co-s 2, FRECobtd, Coti, G A C e, FA, Het',
Het'Cis bt , Het’, Het’CisdtX; H P, Het' BEA SR 6 AKET
A RF S T ERER, COLE—ANAREARHAR. RIELHR
QEBETREAFALE-ARNEANBRER T E4EHHRA.

4. R\EAFER 1-3 F—RA940H, HF L 2-0-C BERA-
C (=0) -,

5. PRSI ER 1-3£—RAHHEH, EF L AE-0-C(=0)-.

6. RBARFEK 1-3 £—HG4s%, LAF L 2-N—Cs BRRE
—C(=0)-, A v i hBiiER#EFR, FE Ceik, Het', Het',
Het'Ci-s Bt Ao Het'Cios S0 A BRAK..

T.REFERF LR 1-6 F£—R44, LPF R £ Het', Het'Cis
ki, Het’s Het'Ci-s bt ik,

8. RIEM ALK T 84144, P RZ Het' & Het’.

9. RFERA K 8 #5444, L+ RZ Het',

10. ARFEARF|ZR 9 654044, H+F R ZA B (furo) [2, 3-
bl -k A .

1L ARERA TR 10 65484, LEF RRAETRKHE.

12, ARFERA)ZR 1-6 E£—H 44, X P LE-0-C-c BLE-
C(=0) —HK-NRs—Ci-s BHEX-C(=0)-, RRATFTXAFIEAH:



02804982. 9 A 3 kP FEe/11m

RlOa R

10b
Rlla\ & -
L] ®

Ry R

RoZ &,

RinfeRinfisb iz 3302, ERC-SE, #C- A ERBEFE.
5 Het'. Het'. C-RBEEE. REA. REEA. BEAAFERLERAL =

BAHREABRNK, EPREALHRAKRLEHC-SX,

R ZFEC-JRE, AHAERBFEAIQGFRARGC-InE, Fo

RinZ A RFAC- AR ZAK,

13 ARER A B RK1265406%, EFLA-0-Cis BITHE-C (=0) - A
10 —NRe—Cis B3R E-C(=0)—, FeRiAXTFTXH{XH:

Ripa Ryob
Rl]a\ >§ -
T i (113)

Ry  Ro

A
RoZ &,
15 Ru AR & £,
R ZFEC- K, HPARFERMBIERNK, Fo
RinZ S RC-SAEBEL.
14 ARFEAR A B R13654866%, LA FLA-0-C- EITHK-C(=0) -RH#
~NRs—Ci-s BIR K -C(=0)-, FRELTXHEAH:

Rica Riob
Rlla\ .
T g @

Rip R

20

ﬁ;—q’: R9)%§L, RlOaﬁ\?lea)%gL, Rllai"é] i‘%g, Rllbiﬁ,iCl—s%igﬁ



02804982. 9 A o kB BT/l

10

15

20

25

.
15. BB F|ER146G400%, EPLEZ-0-C-BHEE-C(=0)-KFH
—NRs—Ci-c A -C(=0) -, FRELTXNHEH:

Rio

" Ryov
R]ln .
AN
T a

Rw By

‘ﬁ‘lq’; RU%ilu RlOaﬁURlonig, Rmil‘lﬂ ﬁ%ia Rllb)%g\.o
16. AREFARA| B R 14854089, EFLE-O0-C- BEIE-C(=0)-R#F
—NR:—Ci-s AL -C(=0) -, R AW TFTXHLH:

Rios

Ry
Ria .
AN
T @

Riw Ry

AP LAA, RefRof R, RZEDRFE, RRERTEEKAE.

17 AREBER A Z R 1-16 E—A MG, L+ RAFE i,

18. ARER A ZRK 17 85484, E+ R:AF K CHe-.

19. AREARFIZ K 18 44044, EF RAFAE.

20. ARER A K 1-19 FE—R G, K RoE Cs btk

21 AREARANZ R 20 44a4, ¥ RAETE.

22, AREARAEZR 21 40bd, P RAFTR,

23. RERAER 1-22 44—, L&

ARCBIRE, C=0)-HFC-BHE-C(=0)-; A+HBEI AR
FLEGERSIAEBAGARE R B F&C I K

RAZL, Cooti, Het'Coolt R, Het’Codti, HEC- A, &£
b BATAERBC- KA LR-RK; &

,J'}.-A—)%—C (=0) ‘#J'%%‘F, ReiCl—ﬁﬁig, Het’, Het‘il.éi%Hctz
., FA, Het'C-obt i, Het'@CibtA, Het’Ci-abtik, Het’H.C-d%
A, FRCOHEE, FERAC A, XRARXC- KL, H



02804982. 9 A B kP E8/11m

10

15

20

25

30

BE-A-ZC-EBEEAGEALT, RRAEAR, C i, Het', Het'
R AHet'f; #=

A-A-RC-EBREE-CE)-HHALT, RAC-HLAK, Het', Het'
iLéSLHetzi, %E, Cl—sﬁﬂi, HetICMﬁﬂE, Het‘?l.&-ub*:‘.ia, Het’Ci-4
wE, Het'&C- A, FAC A, FREAEC- LA, RAAC- KK,

A, REXPHE-NRAY TR ERE MR EAMARKLAR
R, FFERKREZHC-E, C-oOmAER, CRARER, FX,
FEABER, FERAZR, Het', Het’, FAC A, Het'Cdm R X #
Het'Ci-dn i ; #o

Rsfm-A-Re 5 EMERY KA F—RETUB K Het', £ F Het'
HE S —MHFARERA,

24 ARBARA)E R 23 914, HF RAAK C-dtik.

25. ARERAIER 24 64466, HF R EAEA.

26. RBERAN R 24 654, AFREFERTE.

27. AREFERA)EZR 26 8944, AP RATFTE.

28. ARIEARAER 23 8944, HF AR C BRE,

29. ARFEARANFZ K 28 9o, HAFAZRTHR,

30. REBARANZR 1-29 £ —R 4444, HF RZ Het'.

31 AREAR A Z K 30 644084, R RoZ Het'Cia bt ik,

32 ARERANZ K 30 69464, - F R Rt i K S Btk Ci
k.

33. RERA|Z K 32 094S ., P ReARBIRETE,

34 ARERAZ K 1-29 F— Ao, A RERK, AP &
—ARBET AR — AR ABREBRNK, HBRAELL A CrE,
Co SCRAER, FX, FHEE, FEREKE, Het', Het’, FHK Ci
i, Het'CiodtA, R Het'CiobiiK.

35. AREARA R R 34 thtbdh, AT RARE, AP EH AN RE
AL G Ci-o B0 2 0 B B

36. ARERA|Z R 35 91bodh, P RA-FRARK.

37. R BFEARF|ZRK 1 G4ed, ZhEHEF o TFFEX:

(1-FA-3-{2-Q-=—FRA-TARX)-F kb -#BRX]- %
THARE)-2-Z2AX)-RE TR AEMBE (furo) - [2, 3-b] sk wh-3-



02804982. 9 A B kP /11l

A By
A-FE-3-{[2-Q-=—FRE-TERA)-FHFEd -8B L] -3F
TERRK]-2-2AX) -RRX TR S kh-3- KB
I-FX-2-2E-3-{FTHA-[2--wgm-1-X-TRE)-X 5
5 wKek-6-ABEA] BE)-RRK)-R A T AR > S ABE (furo) - [2, 3-b]
ok v - 3- 3L B
[1-FE-3-(2-[G=—FREA-AR) -FRE] X EL-6-58
EI-FATEARAR)-2-ZAX]-R X TR KB (furo) -[2, 3-b]
vk o - 3- 2L Bg
10 [1-FE-3-(2-[(1-THAubes-2- A FR) BA]-FKifEed—6-
BBA)-FTERR)-2-ZAX] AL TR 8B (furo) -2, 3-
bl =k - 3- X B8
B.MFIER 1 e HEF ik, TR SHRRE AL CHE
:oR

15
Rs

LF o b
S CISOsH CISOy S R, H pG\)HY\N,SOz 3
@E }?-_SMC — \©: r?—SMe (g-3) 11‘2 OH {14 @: };>_SM5

(e-l) (&2 ' &4

PG,

Rs 3
PG, SO, g PG\%\ S0, S
N~ N~
mﬁ‘ \CEI;)—SOZW + R OH R @:N’)_S(O)Me

) PR
DR N

) BARY

Ry
}m)j]/\.rsoZ s, R
R, OH R, \C[N')_N“A—RG

l &7)

3
R»’[*Vk/\rﬂ’so‘\@f,)-ﬁ
R, OH R, AR

(&%)

10



02804982. 9 A = ok B OFE10/11m

10

15

20

25

30

E ok

a) BEFERTA Y- 1588 BEAE, MELSEAB_RRAE
53] & A ikg-2;

b) 4EATE PR Rg-25 F A ARg-3 R, AT EKg-4, HFPC
AP K

c) 1&F E4Rkg-44 1L F B4k g-5F0g-6;

d) A XHN(Rs) A-Rek T 69104t M4k g-SAeg-6ATHT A, FF
M )& BLAR 47 45 3 F 18] 4k g—T;

e) RE P RKg-TTAEXR-L-(FEXH) LT FHEIKRLF
3| o-heg-8.

39. RIBARA| FRKI8M F ik, L PRI EAZBoc,

40. R\FARA|BRIBRIIFHE—ANGF %, EF TR CAAES
HEEHHATH, ZRAEHEARNRATERXTRIALLALEX TR
BN RKEDY.

41. —F B oW, QEAREIHNE Y —FRAEZRKL-3TE—R
ZRANSHAHF ETAFGEE A .

2. ERFA S ZIEHEERENFILSID TR SR EHeG S
B/ Gk, LT B ER & AT E LS B e
AREHE Y —FRF)ZRKLI-3TE—RGHEH.

43. KRB RFEF RIS WAB LR E& S shdid 4 Bk F
REFAVERG T, ORLHEFILFIHAARENE S —FFR
A BRI-3TE—R G,

44. WHIw S A B AR ZBRFIH G T &, QHERELRBR
HFEARKEHE S —FRAIBRI-3TE—R Ak,

45. A K42, 43R4489F ik, RV HE S TR EZAKSL
& LT

46. BRA| B R1-3TE—RGHLEHEAH BB A&,

47. RA B RI1-ITHE—RAO S W EFN G W T EHAE, TS
R TFREALFTALDBGBERE RSB E TR FAL
AR EMA.

48. BA B RI-3TE—RH RSB EHNEEH T RGAE, s
WA TABREAERZHRFNAALGH T HF A S EHGERR

11



02804982. 9 A = ok B OFEiI/1m

B EEG 5,
49. BA B R1-3TE—RG OB ERNE R T ANGANE, i

W ) Tt % FF 3 4 1 4 R B R 56 24
50. BIFEBRA) B RAT-4IE—RG AR, b, BHIXBRFAA

5 ARG E B M RE.
51, ERFAEZ RIS, L PGB AHRIFTFILED.

12



02804982. 9 iﬁ', HA :F'; 1/6911

10

15

20

25

30

;%6 2- (RAR-RR) - X Rk s BB HIV & & 8647 4] A

AERAH B2 (BAR-RRK) - BB, SNEHRLAR
FOQBmHAGRAE, HFAREAH S EIIVEGBRFFANHGARLR, BN
MFEFTHEABRESACMABEHELSHALTERANE. KRLAPLF R
- (BRA-RA)-KF Rt mb b 5 —H RIS ZHFEN A
L. RAPLRFBEEMEASF AV RA LB ENE T AL,

XE#Memil, JlARZERUDS) MREHR S L&, GET-HE
mipe K111 (HTLV-111), RE5HRELmMARKEF (LAV), K H5AIDS-
B AW (ARV), RAXEBELEHBEMIV). 3|RNAL, 275
th AR 694k £, BPHIV-142HIV-2, A FX %, HRAUIVERLAKR
Tk AR A,

BHZIBREFTAPFTH L ARERRATIRALAABREGH
XAELEHEAIK, Hlde, EHIVRFALEN, HIVEAB LA Egag-
polEZAR. REARARZTABMN THASEOVNAEAARAEEE AN
FHhatt, B, ARARELARBRBEABRARAESHFAR Hy8
. R AR FHUIVE R ki, HIVEGBZ—FA R 3 S8 4.

HIVE G845 P B F HELCH-UIVILASY, otk Fid st 8
#41 %) (NRTI) | b A% 3 1 46 F B #7 4] ) (NNRTI) R 3 & & B 4] 7l &
SR AADSEHALY, REILRFEZHHEFNEFTHA, 214%E
MEFERGHMRM, B, HIVAE T Y B FERS XL T/, IH,
Elt Bt FTREEHIIVRAEFLERAARARAR, XL ELHK. X
#, #AEH, HIVRELS A GEH T4 R meg i i,

B FRBRE, HARIIVAFS THHIMNGAEHRZFRETX
M EEZRE. Hlde, F—FECH-NIVEALFHEZFEA T4
EnEdAE, RIZRGTRES —HREFAENGEHEALT
K, RH, C2EW, FRERHAAFFLFIFERLHMET,
M P ERF T EREA X LG ELGEFRE. Ak, AKX
BRTEENH NS HEARN TEREIHRELT, EAARHKRAAT
AIDS/E 47 . RAABAFH E T ZXHGHEY, EMNFTHRR
HIVERHEEAZEMH, @ ASARET LA RS HEAGHIVEFLAE
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BEAEABLSEA SR FPRLEN LU RIS IR ENRLR TR
e PAF R RBME., XTHRHRAERQCUBELARSELE MG L ERE
AR TR R E A ZBEREFMNERIAN TFREAIVASH AN, L4 £
BETRHFEZRERELRAE. X REARSETHRLS SR AES
AT 7RG M, B, R EFFEHGIIVERB T HE
HONEHRER, WA, EXZFEAHUIVEHAT, S TFEHIIVEE
MERES T HRBHIVAS (LZ XA RFABHRRXFR) GERZ Y
A LF R ERBARELRRES, XM, §FERHIVRAEE
MRSEBEGBMER L HE M, BREETHAARKY—BENEH
H R B BRAE 5T ik

KA AR BZ X EHEIHEASREN O DELAREE
8, BARRERRERKFARIBRENE, 2BRKSALBAE. B
WA G KB TN —FFERRIN LA RBREDARE, FRAEH
FI 8 H RS ) FRRBRAEGR-TIVLES Y, IHRXTEED A
TRIARY FELELSERA GBI KD,

HRA-HIVIAWE F — AN EZHREZFHAN G L EGELS
MEBEYARPREERKER Y.

Bt, EXF LEFERIHGZABHHR4AN, SNEBRAFS
HIVAEFEZFAFREFEF ORI BTN, BAKRGEDF R EHF
Ay Fhe R EOALSRAFABEILFEAA IBREAEE HA.

FEWMAHL, BFHGHHHANCHBEEEREFEAMHZ
F. HEEELRTFOUEAFT —HEZHHSEN (T FRAH
&), #VW095/06030, W096/22287, W096/28418, W096/28463,
W096/28464, W096/28465F2W097/18205, A v A FF 84 i Ao #R M

HERBRET QBN

éuﬁ?@‘j
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5 AANFITHA, EMEAR, REPH2-(RAK-ARX) -FifFKd sk
BEELAFAGBEEFREHRBFIHFRE. SNRRTTF HER
HIVRFERFZH, AN TEMNNCLEQGENRFNESTHERGRY
EAUIVR LA T 56750,

ERAEPH—2- (RAR-ARX) K XL Btk ikEA L

10 \IAG—EEHNERY—BBLEEEAN, [2CNEEABELIAKEA
s BTREEZRRF), WRLSBEAFBEAABRYGFLAREM
Bt ;R G B R .

AERAFELI-(BAK-BX)-XFRLEGHBHFHHN, CEAAT
i A,
15

1%5
3 9 SYN_—A_R6
AN - = |
R] F%/\T g\\ N @
R, OH Ry

A AN-AAH, &, TRFHK, SPHEREY, WH, BAH~
Y, &
RiFeReffg db 3R 5 3 & &, Ci-odtdk, C-dfi, FXC-dEX, I
20 BE, Gkt X C-obt X, F XK, Het', Het'Ci-odt 2k, Het’, HHet’Cis
Ak,
RTAAFXEFTHEAR:
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Row Rins FoRinfsbix 232 &, CooBEEE, BE, REL,
B (Crdm ) BB, Co3RERk, C-dfl, CookARFC-E,
Bk Ci-oi i AFik ik F 2 . Het'. Het’. Co3Rdt . ColmBEEE. &R
. AR, 23 - C-mB)REX, BEASEBRE. C-JAS0)..
A, fEA. FEXRERER_RRAHAERAK, LFAAdRAERL
AC-dk, FE, FACHE, GoFREE, CIRAC-SLK, Het',
Het’, Het'Ci-otffelet’Ci-atik; H ¥, R RifeEMATEENGER
F—RETAHRCIFRER; BLE-0-Ci BEE-C (=0) A -NR—Ci
T hE-C(=0)-8F, R TAZANRK;

R Z &, C-HE, Cot X, C3RlA, FE, FEC R,
iR _BRRGEEE, FRER _RRGBEC-SMEKRKE, C
WALABE, FAEA, Het'ABA, Het’BREXR, FAREKAC A,
FRC-BARABE, CooxABRE, CoXREARK, CIREC I
EAEZE, CORRARAL, BEACRAKAR, CLREABAR,
FRCBHRAZEL, FABAE, FEAKRAL, Het'BE, Het'HK
SR, Het'CooBRABA, Het’BRE, Het'Coom A B AR, Het'C-
AR BAERRAC-HEA, HEREFE, FAK. Het'. gEXE
EBAK; AP RAFOHBRARAME IR HC-HE, FH, FHC
B, G R, G A C-Jn Rk, Het', Het’, Het'Ci-odt. B foHet’Ci-
B

RinZ &, C3Rlbti, G-, C-obkl, FXK, CodtXAEKE,
Het', Het'&Ci-oft i, #C-JmEMLHZHEIE. X, CdeXS(=0) ..
%7_«%\ Co-r3RBT A Het'. Het’. &xﬁ$§n:—ﬁx’r&é’1i£«$ﬂ4&, -ﬁ\:q"ﬁ
AEHRRAZAC-IE, FE, FRCHEE, CFRREE, CGRE
ECi-dg ik, Het', Het’, Het'Ci-dt X AeHet Ci-bri;
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EPRoTAAIHBRAEREINS>THAAINS E; tHALB I
A0, 152;

RoZEARAHCi-bt i ;

LAZ-C(=0)-, -0-C(=0)-, —-NR:«—C (=0)-, —0-CisE I EA-C (=0) -,
~NR:—Ci-—E 35 I -C (=0) -, -S(=0).—, —-0-S(=0):—, —NR«=S(=0)., H
dC(=0) £ A RAS(=0) . XA A HEBFIN L BT E; S HRA b RIwK H BiE
AR ER, FEC-mEA, CoIRBER, CaRmAC- TR, Het', Het’,
Het'Ci-skt ik feHe t 'C— 4% R BRAX,;

RiZEC-odu ik, FHA, CoIRA, CIRRAC- I, HFEC-
-

RAESR, CodtRERE, 2K, AEE, £33 = Cx i) AKX,
Cr Bl R, CoodiZ, oA RFC- A, FEC-REARMFE.
Het'. Het’. Cor3Rli. C-RBREZKE. BRE. AEKE. £3=(C
A RBEA, AAHEBRE. CoRESE0) .. £A, KA. g EFRMER
¥R _BRRHBREBRNK, APRALORRREAC- K, FX, F
EC-omA, CGoRRRE, CG-IFREAC A, Het', Het', Het'C-abt ik
FeHet'Ci-bt it ;

ARC-EE R, -C(=0)-, -C(=S) -, =S (=0) :—, Ci-E It X ~C (=0) -,
CosBIRA-C(=8)-KRC-TEIHE-S(=0)—; HPHHINIRTLEHEL
’%Fﬁli)i(m éﬁﬁ]s-‘.t.h}# M"‘Pﬁﬁ(}hsﬂﬁ}}}ug;

RAZELR, B4, Coomi, Het'CoowR, Het'Coadidh, RHEC- I
A, AP REATUHLRHC-IRELR ZBRK;

ReAEC-HLAK, Het', Het' &K, Het’, Het'H &, FXK, FEAA
XERL; HAAEA-ARTCEBRAUSHEMEAGEALT, R
TR EZC-n i, Het'Codt &, Het'0C-t 3k, Het’Ci-te X, Het’0Ci-s
R, FACRE, FAAC-HE, RAEC-HE; £+, R
b AN REHTAERE AR ANABRARRERK, FrARNKREN
Cobt i, ComEZEA, C-RARKE, FA, FEAER, FaAAK
£, Het', Het’, FHEC 8K, Het'Coom A RAHet'Cii; HF A

Rsfe—A-RE TR G e M4 60 BR F—&RH RHet X Het’,

BRE—AFHFTE, AEATAX (D H2-(RKR-AX) x4
EOBEFEH, EN-R4W, %, SARFMEK, SNHRRESY, TH,
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K, C3—7%%£C1—6%§, %%, Het', Het1C1—6%£, Het’, Het’Ci-s

X
RAETAEZTXGKA:
Rygn Ry
Rie
AN v ©
lllm; Ry
EP:

Row Rinns FeRimikdbdh 3302 8, C-mEEEE, BA, REL,
PR (ComR)RBER, G RRER, C-HE, CotXRHEC- X,
FR&C-m itk . Het'. Het’. C:3RmA . CoomBREE. &
A, ABA. 2= (C-HA) &AL, fRAHBE. C-JTES0) ..
R, A BEAAELER —BAYREBRNK, LFREALGRN
Fikpl-mi, FE, FEC-HmE, G, CFRRAC- LXK,
Het', Het’, Het'Ci-JdtikAelet’'Cidti; A%, R RfeMAEsE
W R R T — AL T AT R Co IR BT I

RinZE, CoodfR, Cootti, Co3Ri, FA, FRER-BK
HEBEA, FREX —RARGALC-HEAZREE, CoORAEERE, F
FAEER, Het' @A BE, Het'AEEKE, FARAEKAC A, FR
CoBAZE, COmAZA, CoRRAZE, CoXRAC-RAR
BE, CoRBEARER, BACHERERL, CLOlABAL, FX
CootAEAR, FEAKARX, FRAKAXR, Het' A, Het'BEAL,
Het'C-b A A, Het’BAR, Het'CoomABEAL, Het'CmAL
BREARRHC-JSER, FHC-SmEARMFE. FARL. Het'. mERHE
ABRA; APRAEGRARAGB I HEHC- K, FE, FEC-
B, CoRi, CoRREAC ik, Het', Het’, Het'Ci-bt i fuHet'Ci-e
ek

RinZ &, CoBibid, CobR, CootkR, FXE, Het', Het’&KCr

18



02804982. 9 o P /691

10

15

20

25

30

Bk, EC- AR EE. 24, CoOrES(=0).. FE. GFR
£. Het'. Het’. it ¥ X —BRARHAEXERNK, L FAHFLRARKERC-
ek, SR, FEAC-HEA, CIRA, Cor3Rpp A Ci-dt i, Het', Het’,
Het'Ci-st i foHet Cibt i ;

AFRTABTHEBRAERIS>FHAAHRLS L, tHBI N
Z0,12;

R:ZARFHC-brik;

LZ-C(=0)-, —0-C(=0)—, -NR«~C (=0)-, —-0-Ci-sE Lt -C (=0) -,
—NRs—Ci-s B £ —C (=0) -, -S(=0).—, —0-S (=0):—, -NR:=S (=0):, H-F
C(=0) £ AXAS (=0). X H#4EFINR 4 Bf L

RZC-obn ik, FA, CGo3RRA, CoHREAC K, HFAC
P

RAES, CoomBRASEE, A, REXA, £ = CmA) AEE,
CorBftih, Co-db, CosBARFC IR, ARAC-ILAIEHMT R,
Het'. Het'. Ci-3Rimi. Co-om & EEA. BRA. KEKX. £32=(C
BR)AEA, REHBRRA. C-RASE) . £E. RE. HERMEL
PR _BARGEEABRRK, AT AL EHRAKZAC-IE, FX, F
REC-bt i, CrZRlbi, Cor 3R A Ci-bt ik, Het', Het’, Het'Ci-obt 2k
Falet'Ci-abt 2K ;

AZCos ik, —C(=0)-, -C(=S) -, =S (=0):, Ci-sEIEK-C(=0)-,
Coos I E—C(=S) -KCiEIE-S(=0):—; A F#HEINRRTLEHEAR
A Fr R R A ARk R B P C B

REZS, £, Codni, Het'Coati, Het'Ciodtik, RXC-K
X, AP RETUAELMC-BA LR ZRK;

RAZC 8L, Het', Het'® &, Het’, Het'& XK, F X, FAL
RERE: HHAEA-ZBRTCBRARIIGACKRAGHEALT, R
BT RC-k A, Het'Coi X, Het'0Ci-bt 2k, Het'Ci-odt 3k, Het'0Ci
B, FARC-mEA, FROC-HmE, NAEAC-IEK; Ed, R F
HE—ABEHTUERE DR EARKREBRK, AFERBRAREAC
B, CooABA, CoORBERE, FH, FEEA, FAREKXK,
Het', Het’, ZAC-d2ik, Het'Crdf A X FHet'C-dtih; JFH

Rife—A-RET A SR g MER G RRF—RY RHet KHet'.
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AZXRAELFEAERXE ARG H Y BB FHFERMER. SHbRTL
A RAR RSB AA R A de 64T RF Fefl, KX A 3, i,
MBI AH, B AR, KEGLDFFIL iy,

Lt 204, £ZXX (D) Hhsdmi A RE " BRA &R E
ATRA"BA"GEREXTHAFRHRETFT LA REANAEAMIE YR
AR, #HRFRBIFARTFHEFTNHK, R AIFRRLS LA
FEREGHEY, P, FEHRESHEAIBRE, RARE RS W T
HEIHEAHERAE, HERFRETH.

XEFEAHARE" D" A "DE" NI AN EARFE LAY —F5H
— AR R, R, ERAE,

KB "CHE"UY—AMEAREFEAAN—HSZAAH4H1-4
MEREFH AR g0RER, b, FX, X, AX, TP
TRAALAE.

RE"CRBE"A—ANARAARFT LAY —HIEZXAHEH1-6
NERFHELEATEEPRE, CRATZXHEARAfRL, T
A, -FETE, -FAKAF.

RE"CEBREA"UA—ANAKARKE LAY —FSEZAHESH1 -
ARRTFH—MABF I ot l, PEFHE, 1,2-224, 1, 3-
THRE, 1,2-BRHE, 1,4-BTH, 1,5-BX%, 1,6-Ba i, 2-9
A-1,4-ZTHK, 3-FX-1,5-F 4%,

REB"C-HF XA ANRAARERLAN—HRIZXALSAHEY
— AV EL- AR TH AT ERE, 4o, THEL, AKLE,
THE, REEK, OHEF.

RE"CRE"EA-ANAARFEAAG—KRSZXAALHED
—AZENAI-ANRRTFHAAREIBARE, 4=, THRE, ARE,
TR, RBE, THRAF.

RFB"CORRE"ANMREARFE LAY - —KARKA
A, BTE, TRA, FTEAXFEL.

REB"FR AN RXAIAFEAG—FoERECERXEAFR
A, BEHTURAERBM — AR EAARARKERA, AFRBRAREE I ik
AC-Bi, C-ot XK, 9%, £X, £ ¥R F-_RAHAL, HE,
A, ARC-HX, BE, CoRAXEK, 3Rk, Het', £
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23 F _RRGAEL, FRFRF BRAGARC-HE, FoX,
THBL, PEEE ARSI MU TRAARRGER, FRAXL
AC-mE, CoolAE, BF, X, FHREFRRAGRE, AR,
FE, EARC- A, BA, CoRAEEKL, G A, Het', £
2R F _BANAKE, FREAATHBRL, £+, #FTRATERA
Lo AR E I AC- A, C-mEARE, C-mAK-A-,
Het'-A—, Het'Ci-dt i, Het'Ci-bt X -A—, Het & -A-, Het @ -Co- bt
-A-, FE-A-, FEAA-A-, FEAC-HA-A-, FTRC-HEA-A-, C
REAEARL A, BXE-A-, BEC-HEAFRRAC SE-A-, HF
H—AREATUHELEEC-RELRRKIHA R TERGE_RAK, AL
HPAgz L k.

*1%"QKCI-GR;E"ﬁﬁ*-*%Ei%EEéﬁ—--‘%h‘iiﬁﬁ—
AREAEERTFRAAC- A, AN EFRTFHRERIRET, £
HERRTF. REGIRC-EA G, flr=RFEF_RTE.

KiE"Het'" A —ANRA XA XA IG5 L Aafe RIF0 T
WA IR, RIRKA ZIRLHR, CHhESHI- LUNAKEL, Efhik
5-10AKET, BRES -SAKEL, CELALE—AREZNEHR. &
BAYERTFHRES, FHLEEL - AXRZAKRT ETUELHBOAT
ARARK, sAAAHCHEE, C-RARE, §F, £X, &, F&LEH
Fo_BRARMHRE, X, KA, gRC-HmE, BE, CmBAEEK,
Cor3fhptih, FRERF RN AKE, FRFRA —BRAKGRAKXC
B, FRAL, FHABRL, FTAUBLHI - 14N KETHAR - K
BN A R BRAN BRI TR LR, XX FZHLRK,
Ad AT RATHRR LAERRAEDE 3 % A C-dm, Codt K
A, Coof i -A-, Het’'-A-, Het’Ci-ott ik, Het’Ci-obt2-A-, Het'&
~A—, Het’&.C- R -A-, FE-A-, FAEE-A-, FEACHE-A-,
FAC- R A, CooRAERERE-A-, BEA-A-, BEC-HEFR
EC-omAt-A-, AP H-ARATRERMC-HALRRRE R T
feegidik —RRK, AL FAGZA L,

AE"Het" A —AMXAXFEAG —FLEAAFTEFLR, R
KA EZIRLIR, CHRELSHI- 1ANKET, FHhiES - 104AKET,
EHRES - AKEL, ECLE—ANRENMLARN. ARANERTH
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¥4, FAEEARE—AREARRFETAMERBOA TRAARNK, E1
AAC-drik, C-lBRK, H&, R, &, FLFRA_RNHAXK,
AA, FRA, gRC-E, BEA, CLORARRE, CHXk, Fik
FEH RARYREE, FRERF BRAHRRC-SER, FHRE,
Wapsk, X, Het'ABAAI- UANAKRELHFTHRER, AHERE
ZRAER; AP, £AMAREATREA LGEARARRB ML fC-LX,
Co-sh B, Coan @R -A—, Het'-A-, Het'C-bt 3k, Het'Ci-obt 2h-A-,
Het'$§—A-, Het'®|-Ci-dwih-A-, FH-A-, FEE-A-, FEAC-I%
E-A-, FEC-HE-A-, C-mBERERE-A-, BE-A-, ZEXC
REAFRARC-HEA-A-, AP HF-NRETAFERKC-SEERLRTH
B — B, AL FAGEX L,

KEAERHKE(=0) 5EAERGER T —RYREE N B,

AEANEBEAGRE" —ARSA"BET TR THAZRTFHK
BRARMTEME, EHKE, RitE—. —XF RN,

BEFETASPETEEZ Bl EREFC-HR)ALE—-RAL
B, #—RARLMAET G,

BALAPHEAGRE" NS " ERBFFETRHRZHTES, o
By, BtEEABERREY, X QR OITEDGERNEDHHAT SR
AX (DY F e LAELREY. GoodnanFuCilnansd A 25 65 —&
35 i£ (The Pharmacological Basis of Therapeutics, % 8k,
McGraw-Hill, Int., Ed.1992, "Biotransformation of Drugs",
F13-15R) ERIIAMEARE. KLAALSHO N HEINEH L
AEHERASTARHE, AEFXAI XAV REFTAORE
RAEERAEBBRERLE Y. KXALSHHIHELEL T4
#h, Bl Rt HER T LR RAIFRAZLSIMETH AR LG
LA, KBEZRANEN, ARG WEBRINBRERGEE
A RKE.

B2 &g S A 0 4 52 A LW099/33795, W099/33815, W099/33793
#¥W099/33792, AiH X &M ERIAKSIEE,

WHHBEETRAARARGKEY, B EHANAEHFEHE
AR P9 BT PR A AR 78 M3 A

AFanRen, XK(DALHHERATRETASGFERAE
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FETRZHGREL, 22, 2FEFERRETHRETHE
&Tumf Blde, FEREHAHFZFETEZHX (DS Heyde
bR, ARRGFITESHESIFRAGFERTEZINE
HOFERLANTEERZA,

AE AL HRBYREFLETRIHRA LTS LT AHF WM
BREFX, IR mRETURTEREAZLHBRENE, 4=, LM
BR, FldeE Bk, i B H SGER; AR, ME; BRE; XA
HIBR, d, LB, AR, RL®, LB, AR, I8, # -,
KM, DAM, RTH B, ¥R, Aol AR, TRHEK,
LIRS, XKEE, sT-FEBR, WERR, KHR, F-REAKH
B%, pamoicBR%F.

MR, PPk Bk K X Tkl it A€ & 6 AT & T o 3540 A%
% BT X

B AZE LSS LR RTLE, SRBRERTFHX(DAEYH
LTS ACNYAFTLELERBEMREL X, ELHUREFLXE
#, B, &3, BmEBFRLIEREL, ViR, H. 47, 4. HH
%, A, Sl FEHEEE. N-FR., -D-##M. hydrabanine
&, RARABE, o, HAR. HAREF.

ME, Fiidaide R X T A8 i A 3E 4 o R AT AL 28 da 4540 A%,
B BE X.

RiE “#” LOERXLALSDEBT R KA Bk BE R Im g,
HX. IFBXGEHR, Flleikod, BhBF.

AL AL HAN-BABHB A ERFALEX (DAAEH T —A K
Z JUA BB F ik B AL R TR W N-F bt 69 K.

AEPAHHAHELETAGETFENHEEFABRY., EFHLE
FHHBX, REALAMFXTEARARE, AAZHCEELL
AT EA.

dofe EX PR RIE"REL RSB TR EFBE X" L
AXZANSHTREAH AR R FREEMEFIEELL DA
BT ARASBELSY, PRAXFXSHEARRYZ$LH, XHE
MERTEHE.

BRIEFHHLARFT FZARE, MABWHRFELHROSENLS
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BT EAGHELEIARNEFHAY G REH. ATERESYTIA
B2 ZA R AN TF MG ITA AT Bik A/ A A we F MR, KE WA
AHE G IARLFEFHABX, TERLEHHBX, LRERENY
B, HAZHOEERLANTEEA.

AXEZRINGHASHAR T ARG IERFAHBIXZXAHER
EXRSuisHIE FEARRERSTEMG L EsTRAMRAEIF
e XMk, AL, KE"TAKFHEKE " ZIRXIHGHLESY
KREFEE, AIRFALEHE V0% (BFR Y I0%8) —F F Ak ok
3 10%49 5 —FF T AR 6 M) , RS ZARF ML EAH100% (BP100%45—
MR, FH—FFHMETAELE), ERHNR, REWERF T AAG L
HFH L FAHINEE|100%, REEHANZRLIARFHITEHIINALE
100%, REANEZRLIAKFMHMTEAHITHED100%. K35 "sxbnkfHsk"
Aot AR AL E A B AGER, ROoR22ERTRNGSANAREY
#atek FAL EF L E,

AEPHA ) Fo o ARG 466G 2R F A X T oA 8 4% ) RAR R
B4t F ik KR, Hlde, Bk FMATUAELARAEERLEFL S
M dEs e Mk Bk, KA, AekFHARTAFEL-AF
MEZMGERZBEARARTINSE. HERLYIIRLFEFHY X LTIA
AR E S R LI RLFAMYEXTERER, FHALEHR
HAEIAREFHRS, Kk, WREFRZLKRGIERKFMKYGE, iR
SHE LA IRABHEFT EREGR. X EERAT ALY
FAt % RA F 8.

i X (1) e e s sh K s AR T AB i T A ¢ 5 ik R 3E4F. Tk
AAERAHEL AR RF R, blde, BFLHfEEE, i
B EEE.

AT B KRB E LA R RHRFR, LFX (Db BHas
EV AR F S, BRETAARRAGZAFHBX AL, EA
Rt F o AETRAYRAES (0) T,

1]15
N

N—A—Rg

A
S esuvel
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RN eBFT TRALENE NI F Gt R TilE
IR FRHERF T RASHFH, XFRFSKTFEAR S T APure Appl.
Chem. 1976, 45, 11-30FHEMHHAN. AE T ) AFPHEKRTFHhik
EARME,

AEPOLTEORALPHESD LAERTFHAREE. AL
FOREAMRARTAKERAEATRARERXRGRERT. H K
B EH, EFRRRTH], AYEALFECHE AR, KGRLEX S
C-13#2C-14,

ETFTXPA#BH2EEZER, KiE"X Q) HLesH", XRF"REK
At " KA KM RE ERF QAKX (D) 9484, L N-A
1w, %, ZHEFHABX, SMHRRESH, TH, BRKHEZH,
EEEBRLRREZD.

—REH XU RAETEN AR S AU TRAHK (DS
R

RZ&, Het', Het’, ¥ &, Het'C o, Het'Cott &, FHECis
A, FHNEZ, REEA; 285 -SAKREAELA—ARSANiLH K.
F RN BT RE AL BB 0o X I Riafe £ XK E X
IR, FRBE—ARENABRRKEABRKGEL, 2AS5-6AKELE
S—AREN LR RIAAGRRETREAHERE —ANREAAK
BRFEIBBREGTALEREIR; AFHPOATFTRAEBRKGC-ITE, &
BARERZEAS-6ARKEACE—ARENLAR. ARAHERET
RETLFHERE-ANARENERRET LHBRN T RELTREK,;

RinZH, BEAKK;

Rin R A4 F R B G Cobt 25

RAS;

L&-C(=0)-, -0-C(=0)-, —0-Ci-sE X -C(=0)-, —-NR:—Ci-cE ¥,
E-C=0)-, #4352, LE-C(=0)-, -0-C(=0)-, -0-CH:—-C (=0) -,
Ed, EFFAWHLT, C(=0) A HHE42|NRH B L;

RAFAC-HE, HARFTTR, EHAHNAZEXTL;

R AAEZERARGC- bt i, 455 £ EEMA TRARMKNYC-ILA,
P £ HZF 4. Het'. Het’. CodfARFRERF —BRAHAL,
AP REEGBRAEXLACHEX, FX, Het'fullet’;
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ARC-EBEE, CE0)-RC-EBRE-C(=0)-, HAH2Z, AZLTF
X,

1,2-® %, 1,3-AHK, -C(=0)-H-CH.~-C (=0) —;

RAZS, Coat i, Het'Coade ik, REC K, XFRAXTIUMHER
AC-b R R = BRAK;

RAC-SEARE, Het', FH, RE; FAE-A-ZRCTHAUI
BELTH, RAEATREC R, let'C-dmi, FAAC-REXER
ECdnik; £, #—ARAHTAERBERK; RKHRAr—A-RET
A FE MG RAET—RY RHet',

—F X ()b H2: EPRAZHet', FX, Het'C-okuik;
RAZ&; LZ-C(=0)-, -0-C(=0)-, -0-CH.~C(=0)-, KA ¥ EMAFWHIL
FCE0) XHAMHELINA R E; REXTFTE; FRAC-HTE.

AH—FRHGX (DG HR: EFAZCEHEK-C(=0)-;
RZ &, T, Het'C-odt i, REC- K, HFRETAERMC -
BEER ZRAK; RAC-ORAR, Het', RE; FA-A-FRC- BT
RS AT, RRETIAZC A, Het'C A RF RAXC- I
&; AF, HAREHTUERHIRN.

— R AARAGX (DA HE, FP-A-RHEE, RAFKL,
Het'Ci-obt ik, FAREC- HRESRFRAAC-IE, L+ REATUELHK
BAK: RE-A-REE, RAEC- A, RZHet'C-ARELC-HRE,
Ap RAATUAERMC-HELER BAK.

F—HAABRERH R (DeWE, EF-A-ZCEEE, R
AKX falet'; ﬁ-?ﬁi?u&ﬁﬁ&-df‘uiﬁﬁu%;ﬁxﬁ,

B —FAAREYX (DR, EFRERA, Cki, Co-
WA, TRACEE, CGoRER, CAC-HmE, FXK, Het', Het'Ci
s, Het’, Het’C-okii; R ¥, Het' BRASKOAFREA IR
YR FEHKER, CAEA—ANAREA LR, EXREFRGRET
KETHBE—ANREANAERTF LAF LRI,

F—FFAARSBHX (DL HE: HAPLEA-0-CEBIRE-
C(=0)-.

B —AFAABAHX (DB HF:

AZC-EEE, CE0)-RFCEREX-C(=0)-; EPHEZIRE
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‘T’.té‘),&;%%ﬁfr:iiam éﬁﬁﬁ’_ﬁ:‘}ﬁl E’i"*’ %Cl—aﬂ%ﬁa;

Rs % &, Cl-sifﬁii, HethI—aﬁﬁ, Het2C1—6%£, —ﬁ.g(}l-aﬁg, —E-
W BE T AEE B C - SRR LR R, Ao

E-A-Z-C(=0)-8ENTF, RAEC - IEEE, Het', Het' AR & Het'
A, FHA, Het'C-obtzh, Het' &C- X, Het'CiobtiX, Het'&Ci-k%
A, FACHEEA, FRAAC- KL, RALC-IREL; Fo

E-A-RC-EREHHELT, REARX, C-REXK, Het', Het'
AR A Het'f; Ho

A-A-ZC BHEA-CE)-HHEAT, RAEC-JRAK, Het', Het'
AxHet’ &, FHA, C-omE, Het'Cotp R, Het'&C- k¥, Het'Ci
sk, Het’RC-Bti, FEC-HE, FEAAC- A, HBEC-IE;

Ed, REXFHE-ANRAEAYTRAAERB —ARENMRKER
K, FraBARAZHC - BE, CoomABE, ColmAEEE, FX,
FRABE, FAREBE, Het', Het’, FAC-Jnk, Het'C-om KR4
Het'Ci-obtdk; #o

Rife-A-Re G Ao B M E M RRTF —RETAH RHet', } FHet'
W E Y —/AHA (oxo) A IRA.

AARS MG REXFEGHESY, EFLR-0-C- B3 E-C(=0) -3
Z-NRs—Ci-s IR E-C(=0) -, FRiZ W TFXGGAH:

Ryo

2 Ryob
1STH \ L
T>§ .

Ry Ro

£t
Ry 2 £.AX (ox0) ,

RiefoRin kb ik 2302, S XC-ik, #C-sAEkaFiE.
Het'. Het’. Coot ARAEA . BEA. EBA, BARXFFLER L=
BRARHAERNK, A PREEGBAEEHC-ITE,

R ZFEC-Jtk, RECRBFEAIDEFRRGC-HEA, F

Rllbﬁgi%(}l%%igﬁin

Bl HAARS A ZXHGLEY, A FLE-0-C Bt K-
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AR,
RicaFoRin 2 £,
R ZEFRC- A, BPAHEFRBHERNK, #
RinZERC-shBA AR,
EEAARSCHBYZIHNLEY, LA FLE-O0-CRITE-
C(=0)-HKZ-NRC - BRE-CE=0)-, FRELTFTXHLAHA:

Ryp

2 R0y
Ry1a
AN
T )

Riw Ry

fF: RAESA, RofRinAt S, RuZAAFE, RZARC-HAXER
E-

H—FAARSBYRIFHGLASY, FPLRE-0-Cs B I K-
C (=0) _i%_NRs—Cl—sﬂﬁg—C (=0) ) #Rli*ﬂTi‘éﬁgﬁj-

Ryo

a RlOb
Rlla\ -
i ®

Rim Ry

H
R9£§L, RlOa#\?waii, Rua;%l‘ﬁlﬁﬁ?g, Rnb;%ﬁ“
EAABRLRGAXHGLE Y, AFLE-0-C k-
C(=0)-HKE-NR—Ci- X -C(=0)-, FRA®TFTXHLH:
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R

Rypa 100
Rlla\ .
rT ®

Riw Ro

¥ RASA, RufRioZi, RZARFE, RZRTERAKA.

HAmGRE, REPGLSHTACIENFR AR B, &hH Bk
B RZTBAL LM, AHELEHENSHHE AL RGEFF R
B, XEEAGRELRFREHEAR"RIBEBH R EMBOLFER
B, — &k, REBAAERMKEFRAZFEFTARE, SABRE,
RHERLERTITOBRE, REABRXRLBHAHBX, LA ZR
BRBE, R ERDLRBRDERE, IHECHEGEFHpRE, BARA
B0 T e B A B e iR 40409 B AR E L s b2

AT EMENSHAAKL TN, FrEdhiesds, fleh
BRUENHREZ BN, THEREAYHENSWAER A
BPHRBEFFRY. BERI, ARREFGEFNAFEDRIFX
ARG M, RIECTHEHREAHA—MBEH4L (release site) .
RPN EZRERRBAREANREZ VTS H. X
— R ETA BT HEZIR. REEERREAYR R Z T EEZRE NG
FRREHVABRBBENHBALFREA T THERRLUBRE,
S, —EEERFAEESRER, REPAYHENSHHERED L3
FRRER#MHER . BLEfdte¥h, FAEETULTRIEATS
BEMRE A RGBSR (CIERBEAWE) FHYTA,

XERAN" hRES;"RIEARFB Y RASH, #E LR
MRS RS, QIFAL, BEK, AREZGR, i
Q. BEEZEG, fo i, AAmiE, LA mfsSiAg XK
ARBEZAK, RBE@K, TRAPENLER, FBTRS, TalRfi
Fap, ABRMAHARAR, RAZERFFARECLERXGAFL
., BHhhkMHyREFEERPR, BFRLESS4H, E—HH
ARRIINAAREARBDEIN bR RS. X2 hRESEHEALX,
AR PAELKRGN AR, FRARKRENE V0. ML/ EF
MEAL., BHOBRES O FTEEE, 4B ZE, FEAUK
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% &, 42W095/06030, W096/22287, W096/28418, ¥096/28463,
W096/28464, W096/284654=W097/18205,
5 ATHEHERLARS WO EAR L L. A THEGHE
Y, REFHTARNR T 2B Lk, PRLRHE, TR
BAARCHIGEAF ik, ER, & &, HEAEEERATRA.
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Y

. Y
1\ S0 A S Ré‘A
Y O e T O
| | H>—N—C—CH; )
R, OH Ry N ’ L om 3:4 K

(a-6) (a-8)

HBEP-A-0, 445, 9263 ¢ F ik 41 & 2- LBE R A -6-RAAAB A
Kok (b 4ka-2), FHKa-4 BT F EKa-I(RE
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BR, P RFIRFTREEFEY, REAE = CERGHBALET AK
B, Hlde0C T, PEKa-ITHBoc XARZRTAEARPR, €
TURFTERERY S —FHELHRPE, X _FBREER
(phtalimido) A FREX. H PR ‘Kka-4EAHRH, HAFPZRTLR
HBRAEZSHERN, _RFTRPHBEY, F2) 3 Hka-5. FIFFH
T A —F 5 XR-L-(BEEE) LT F BARKEE, BHAR
W= CBRHAETABRAARAELI-C-——FRAARL)-3-TEE &
B BDCO) AR THOYBEALET, AEANEN, R/ Ftv#t
7. XHASH AT HKa-6. A&, XR-C(=0)-0H& F M&KELF
#—F 5 4 Ra-5SRE .

RE, FHKa-4TAA BB, B FABER, £E46Y
BR, LB A SNHKEYRSDPHARY, Nh4#F T Eika-T.
dia ka-8 T A B KT 414 F M tka-6 TR ey 7 4 &
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a4k b5 T A ARAE RAZ B AT AT R 69 k&
5 AARFE i A HO-STAE L, 4l f RARMH LRGBS
AT, MG B A A B AR A R AL T R BLERAG, 3B K b-6. R,
d ] Rb-6T A5 XR-L- (B XA B AT FRARLE, REERK
Wi = LR AEETABAERAECR R THOBYALET, £ELS
BEA, wo R TP oA, IHLEKFG P EAD-8, FRAKL-8T A
10 #t—% A XLN-A-Ret B A E A EA, tode TH ¥ 474 7 47 2] F R4
—9, XA, PRIKL-6TIABLABRBT A FALELN-A-RAE, RE
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ERAAREHGHTER, W= UEYHFLET, EELSNERN,
b —REBEPRE. AFHALT, R EWERATRAT.
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/ R L\If IiJ/ S O)Q %\I\/
P Ry OH R, 4
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AABRCEREFHIET X ()t —H & &5 k.
HRAEUSG, 140, SOSATE F ikl & 69 ¥ Ml ikc-15 KK ke AR
10 MEEERN, Wi ko PRE, REAFFRALRE—F 54T
R E, 1FERARITESCc-2. RE, A FEkc-24ER,
W LB AL TRERL, FRRFELITE S -3, RECTFTEY
IAFHREMTF ALZAT & F Mka-SHa-68F K, RERHE,
A AR Bl o 8] AT K FBRAE = R FIe F 2 @4k c-S#HATN-RAL.
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BFL, vASFE| Xd-269 8k 8k, AP M4kd-2°T A3t —F 5 X NRaRb# B
B, F¥RafeRbZ XA X ERTRE LS ERAK.

10 H % ORI AR KRk b — AR T R ERBRET #AT
FiE .
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FE kA kg-2. PR P RIKkg-2 T At —F 5 M4kg-38 5, 2R F

10 [@4kg-4, A FPCEMRELSGRYP X, #ldwBoc. HIRRETUAEES

EA, Pl2-FTROAR B PRELEZLO N, = CBRAEAT

AT, RE T K g- 4T A 5E AR AW, d i) £ id X ¥ (aCPBA)

RELEAAXE = FRELE S KA Y (MMPP) £ A HEAN, w2-FTRAWE
R F LEAAETRAE, MRfFE ¥ iEikg-5Fg-6.

15 AP REE, FE4kg-Sfg-6Thi#t—F A XHUNRs) A-Rek w

e miTE, FE P RKeg-T. RE, FE&g-TThE XR-L-(F
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(h-4) (h-3)
{mCPBA, peM
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(h-5) (b-6)

EERRARRC It F ik, i HPCEBocKE KN, HANCIYF
ABER, h-1RERPEE, FRGHE RS BRBRAEM/SHN, EDC
FHOBt A AT EAAMNER, w—RFRFRE, % &Kh-2,

E— ARG EXATETY, BBRAZBocRP W ARKRERR. KEL-2
Y W AR BATHARY HH R OB AEDCHIOBt M AL T, AT
¥ B AT E P HAAh-3, EP AR S ARREGTAANE
H, m—FRTFBE OMF) ¥ AABEBA, LEAZSHERPE, ki
BoctR 3 45 2| ¥ [l 4k h—4,

fEA-4E5 R TAETFEBEAE —_RFTRFTRAHEIFH EML-5, ©
AmBEHT, EANER, i T FH X NHRR GG BERAK, 4ok 3]
A LR R P KB RAKFIAEHh-6,
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B AR At 38 A S AL AN-B LB B X (doik42CF 2t
F ok W4k c—6F7R) &5 %k, X (1) 89404485 A4 5 48 B 69 N-R 4L
WX, FFEN-BALR BB ToA @i g X (1) G RH5E L GH R
AT R AL R, ELEHANLRAB LI, FliTiA
4., BELEBIAEBRLIELEIENAY, Pt AAfd R, E S
BANTEAHTLAOETER, X ITREBRIF R FTRAHX
HAEK, Hll-REXTAEER, TEKE, TR TR, KEAK
HEAY, Pl TRAATEAY. E4AHEMNZ, #ld, K, KA
BB, LEHE, B, AlTX, W, sleTW, ARE, #le=
RTH, ARZEEHNGREY.

—RAABSEARY P R Ka-8, b-9Rd-16)F R4k, K -A-
ReAS. ArAFEARLTAEA S X () HESHAR MG HEF MR,

Bk, ALAHLSHTLEZERAESY, KREHLHH, &3
RAKEY, EAREHRRSBGHXRE B A GH K.

sboh, REMLESREDHFHHN, RTHFERAGAERE N
BRI, HEHFHNOLABANENEY —HFX ) Qe HEAZF
MARS. HHEFEFCA0.1-90wthed X (1) Lo, 2% 7 T e
i3 KA AA R Doty 7 X ATH &, Ak, 20 —FX (D) a4k
24, 5—HAEHEAEARRESEWBEE N/ XM —&, RFTR
Hit, GEECHPERBALARR, BRESTLHGHXRER
B, RETAMAAIEHBAY.

GAAE RS EHTARLH, BB, 6l
%, Amed, BBRALBEIAHILH, KAWL HFTXRAT
AANER, BllefaadRENREERE, KL OREH.

B RAFBEY ELARAEF Ll i ELRBELSTH
R ME A GARLBA . BREAN I, LTEAREHNEHNEHR. A
A BY A R EALE R EAR. RN 98A . LR . HRH.
HRKEER . BHER. BEHN. RAXEN. BAHAREEHN.

HFARLAUSDEAAANBEFHRL, HHAREAST&2
HEBEGBGEN, FIACMTA TEAUIVEARGAKIM FX b
AMEGBHE, —BAR, AEAHKESHTUAR TERBEERAREY
BEHY, XLERENFLEATOREABRNIEZRATESS. A
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A KA EACA B =T VAT A% 77 69 R, F 3 R H5HIVA 4k 5% bk
W FEERER 2GR GILAIDS, AIDSA £ £ 42 (ARC) , Z#H AR K
AHELE S (PCL) , AR M E KB RF5|ARGRHECNSE R, iUV
teid by KA 3 L ML,

Bt, REAHKSWIE A LEEFTHT A RAELAT LERALY
B, ARMABREA T ENRACELIINV-BREEZRERAKE
B iEt A Ml it ST SHIVAE b5 R bhif 4L F B R F A X @RI, H3)
ASHIV-1A X&9KRA. Bk, REVHLESHTATHESY, 5%
WE R TFia 7 BHIVA b i RbLid 8 8% FA L 6K, HAAT
RATFhRTBREREGEFBHUIVRAFHEA.

BA—AREEHRFTEY, REXAFEX (DS HRFEEEYT
BEAFEEH YRR, BABDTRATLEARLGIBFEHEMHEY
BHIBRFRAEALGBRERE AR, HAAUIV-18%. B, K
AALTR LT ERRZBRFRLEIE NI EHERZIHR
FRREAXNEAG T H, QELEZIANERAGRALIBDAREY
K (D) oo X AT,

EHF—ARAEERFTEY, REARFTEX (DA DRAEEEY
FTHANGERBPHRRER, ABHTHA TARRAAUE I RE
BRI H T E A EH B R R, FAHREHIV-12 8 X8R
HFHEOE,

EH—ARBEATEY, FEAPFTEAX (DS HIHEHLEEY
FREAFNSHHFORE, ZHEHTH THHE S F 85 8K
HFHEF, HAIAHIV-15 4.

RE PGS HETUAR TIHFH CAHIVRE TS ZEAIVEE
BRI, Bk, REXPHHLEHTARN R RRESHRET
bl 2 B HIVIR F 694K A & P A R G HIV,

R, RELZBRELESDFRRLPLEBHELLSTUARAHK
., B, KEWAXLF R —F T, s (a) RXAHLEY, F(b)
F—FHREERBRFNEH, FAHALSNFHANBRN. £RIFHAF
RTHSERTERERLNER, HAR, AEFEHHERZHRE
B, A, HTHAHIVAR, AEHIVARAEAGEA LA
HKHa, ode & # (AIDS) K AIDSAR X B 4E (ARC) , KK BA #4404 T 1L
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ERTHREens, slgsmild, pHARBEARE. 2850,
EMEF. THEC,; e Ha, &T20. T1249. SHC-C. PRO542;
E S ARSI AR, d=, AMD 3100(Bicyclams). TAK 779; RT# %A,
4v, foscarnetFf=a7 2%, MIV-310; A& #RTI, 4=, AZT. 3TC. DDC. DDI.
D4T. Abacavir. FTC. DAPD. dOTC; #Z#BRRTI, 4=, PMEA. PMPA,
tenofovir; NNRTI, %, nevirapine. delavirdine. efavirenz. 8
#29-C1 TIBO(tivirapine) . loviride. TMC-125. TMC-120. MKC-442.
UC 781.Capravirine.DPC 961.DPC 963.DPC 082.DPC 083.calanolide
A. SJ-3366. TSAO. 4"-BLEAAKTSAO; HBHZRBEUWH A, do,
SP1093V. PD126338; TAT# 4%, *wR0-5-3335. K12, K37; ¥ 48
FE A, 4oL 708906. L 731988; Z & &# H|#, *amprenavir.
ritonavir. nelfinavir. saquinavir. indinavir. lopinavir. BMS
232632. BMS 186316, DPC 681, DPC 684. tipranavir. AG 1776.
DMP 450, L 756425. PD 178390. PNU 140135; #EXib#w4I1H, o
castanospermine. deoxynojirimycine,

HEATHRAORBHRKE, ZIHEHTUARE . AR LBRKAE
REHKGRESFEALMXER.

AE PGS HELTAL &EAFH (Hld=, bropirimine. WA
ko—F K EF 4k, IL-2, FRAABMEHSEA. T#H Lo, fenaltrexone),
RAFE B, KREKRFAHE), AUIRFUE BlE KRB E64
HAKME., BT REHRAIVEAR AL ER,

AFoRMBEE, AXAGLEHEELHGFRA, WwBEH.
BEZARXEEREFRBEMN RS, HELIRAY T EBRELIHLEN
X, A H. BRAMN., BRE. KER, BER, IFHER. &
LB L O R TEAMNR, fA04E, KR, BT, L,
HEE, XARH, HARERRS. AXHHALT, FEHETH
ATFESE, XTHATEIE, S4B RBMRFENARE
KA FHhdh, wELGRLEFH. AT RERIFBAHERHES
BRRAK, TE, Bk, LRSS, RCL_BAFRA-BGLTHAN
HeLBHH G A GBI,

TR TFTREBIKNLY, EFHHRA, PREEWE, BRETR
AR, ¥, LM XA e i —RHRER. EFRAE

W\
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UK. X (1) 9B Tl A%k FRFRFEGLSATRIA TH
ok FEHIEHEHN, BEHEMNL, Hie, K AELERS
Mk, Hlwe B, AMEH, TABR, PHEBIEHEREER,
H A& EREFERNGRESY.

FEEANRERBAHXLEHELGEHFMNA, #lw, XN(D4R
LB AL EF TAAGIASGFETRLHEN, WTBEIK, K
ZEHEANGRADTHAYER, BFRIFLRR. PREEXY
%, HAETABICARCTHEHBHN, 2, LAAHFRIH, A
AR, AN BECAFRDHAREHXL0.1-50wth, 5
B AZEKL0.3 - 3wth.

BATREX (DS EB DALY T HEREFo /R H, &
Ao-. B+ v-RBMAATED THRREAE A, PBHEXGXENLT
REEX (DS W ESHALS B FHERE /IR TH., AREa
Lt sy, FEALS DY RRERABEHESL, BAHEN
B 3 A 6 KRR

# LR Ro—. P-Ry-IFBHE (CD) XA eefLREemR, X
IR AR EA LY AR EAEEBA T EARN, Cobk
A, HAZFE. LERFFARRK, HlMHLTFRMHGLE-CD; £
AC-k, HARELE. ERARFETHR,; AR L, FAHR
LEk: CoBBABAC-RARERAC-HARC A, HHIIRT
FAAERRERCELAL; CCRABAAC-IRA, HAA-THA
A EA. HAEITE & A RALA Fo/ RIGEH 9 AP-CD, MM TR
Wp-CD, 2, 6-=F X-p-CD, 2-F X -B-CD, 2-# L A-y-CD, 2-%
&R —y-CDFe 2-% FAL) ®A-B-CD, 43| ZL2-%# &L -p-CD (2-HP-
B-CD) .

AE RO ATIHGRMEIT LY, A FESBAKRHE
EABEARAGAR, AL ELARL.

—F A AR BB RE ARSI E TR AT EDALHN
F kA IEP-A-721, 331, REXFARZGHANARAANELRS
e MNERSNALAGLESH T &R ARASARSE, LT LA H
FEHNESTFOR, FOE—FHAATNEHERRS, RBENK
B RERTEBEABERN, SRBRENTEHNERRSHIR,

41



02804982. 9 oM P ZE30/69m

10

15

20

30

BEALEMNGEARRBELT A HHGHE, EdABFETE
G Bk Fe/ RERF, FEFMNETUAERFERE O,

REALXANSHEZYUO DY EREOECSERTIATN S
X A JLW0-94/05263, PCT# 35 5 PCT/EP98/01773, EP-A-499,2994=
W097/44014, XikbIAIAKEDSE.

FHF, AEAHLSDTARFR—FEHALY, EHH
WA ERERARKTNEEEIRERARGB A, TEESSHA
03 Q)X (DHHEY, o (0) —HRAEFEFETEIHRKRERRS
.

RE"AASEKR"ZXA—FEASAE (HRAXFASHA),
EOSEVEFAY, AFZL—RERXV G BEF —FHAFRA
— S F, BEANHHESRAEREARZANF LR R LT
A¥HXREAK, AEDRIFEZA Y LAMARE, XA ESHSHAR
AHEEA, BEALIREGDELGE, BALTHIANAHTEL
e A pARR L — AR 573

Kig"AAS#A"LEELSAEAMALIT LY H G4 #K, X
A oBAENFE LfHEERLEHHRE /L LM,

B P HRENREOMEFEAELT FTETUHKRER T A
#HE A1 -100mpa. s¥IREH.

HEGRKERRELSHZLARTEL R ERIPMC. FRARKE
H#50.8-252.5, BAEI>TFERAEH 0. 05-23. 064HPMCE F 2K
BHE., TEARRERBALES THRHOBRARLTEAGTRE
A . mBEARS FRREZRKECEEHEESTLEATS
BARAAFTREHKRAARGER K,

AL bR GFLETURALIFGTRNE: dA5&5485
HEANIHKR, RETERMBREREMNR—45HAK.

AANHEEA>#REHEFHFEOEREFE, RETRMHE

TR —F FTEREALAGLSBHRARBEYGHE X, AL
ABLBRA—F RGN, XHELEHBCEMNG TR AR G T
MEERFBAKTI0008 K. ARG RB AN QIEREHhE
WA F R FEREMNRE L5 R F LA B S 48 T 8 5% A
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AR E SR T AL f E 4o 64 R Mufa RALE BT A .
XA RN OEESHESY, Ky TEFARY, RAFVWAREEHR
A, KW EAGAEANCEEETEFLAETERGERN.

BHH—HAABRBYRANRLPARS G Tk, AFRHE
—Frdhmsd, AP AKANLKESHINET FRREESH T FeX
MRS AR EAR THSI%RE, IHESFI—FEARRED
PR EMELSY, CTARFEREEHEST AN RS,

ik sk @3 () — MM TPy, BHEREFEBRBHE S, (b)—
NMNERBALDERELZHRBENGEER C) —ANEHRERESY
.

BAORMRBHSHHARLE, FHEAMEMALHFETH
SHABLEAE SR TARE., IFAHGEHRIREH, L,
HEMBR, BERALTEN.

AEPAH B —F@, FR—FARANERXEFESE, LOBARKTY
X (Dsd, AhMNEARELE FUFEHIAE LY, ATRUZH
BAAEHHHIIVESEE. HIVERKRSEHBFNRED. AXAHX—
FaTUAR T HBAREINTT.

AELANHLKESHTRA T AL BAFSMBRLE, /A TREA
HALA- W STHIVE B89 LE,

ALXAHHESHTRATFARARGHERLE, Bl THAL
¥, PARBHAEAR, WIIVHBEALE. HAAAGRGEHERZ 4%
2 i MAntivirograméy FHAAALE . AntivirogramZ —F HE A F
. HEEE. KRBV FHKME, TARUTHRKLALES B AR
M, ¥R Z AR5 BME. (Hertogs K, de Bethune MP, Miller V%
AtgAntimicrob Agents Chemother, 1998; 42(2):269-276, 3| A
®AH5E).

AL REAGONSHIA L AEZFTAFGEGHNERR
FAE, FLERBRAZUAREBERESTALEGRA., B, X H
AR TFTLEREFRA TEAREGAFENFLTRA HLE
gtk A SR ErE, ANLRATEEFAERGHER P EL
B, UEKEERHARESIMEGHR . S8, hkERHALH, TF
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ERRLTEHFRERARTG Y. BF, ERKERYHTISAF
MEFLHy, X(DASHHEHNERIEL-14, KAIEL-0.5
Fo. BURFRHTABEBEHN T, ETULSRIUAN. Flo@A, =
AREFEN IR E.

B
K (D) 4o 3L o R 4R 69 H1 &

FHBI1: LWV &

goﬁgﬁvj@%_@_%
OH ¥ H
NNT\'j ot 29
l Z

FEOC TFHEL 5654 F W 4ka-3 (R:=H, R=—CH.—CH.-NH- (2-wh=Z
), 0.9AZLEBASIEF R TFREYGRSY, REMAL 2542~
(LBMARL) -6-FA KL HBE, FRALARSWETETHIFTIA.
RAR®EE, SBRENE, TRIFGALEN. FIAHREEAKTFIOC
THETVEEF, AIpiftdiE, F31.94% (75% F 8 4ka~4 (R.=H,
Ri=—CH,—CH:-NH- (2-vt"z &), —-A-Re=H).

BMASIEA KT T 6L+ Mika-4 R.=H, R=—CH.—CH.-NH-
(2-vkmz ) , -A-R=H) ¥ RAH TP RAT.IZF=ZRTE. REREY
EZRTHHFCCIN., ABM R T ANaHCOE R ES, T8
AWEHLBETREERN, 1584 1% (81%) + 8 4ka-5 R.=H, Re=-
CH.,—CH.—NH- (2-wk®2 ), -A-Re=H).

¥0.60% F M 4ka-5S(R.:=H, R=—CH.—CH.-NH- (2-vwbez &), -A-
Re=H) , 0.29 % 1-[[[[(3S, 3aR, 6aS)+ (3R, 3a8, 6aR) - 5% & # B
(furo) [2, 3-bl ek wh-3-3K] AT H A AR]-2, S-wbelde — 8 (XM T
W09967417 FEyFEk414), 0.33AZTEURISEHA_RKTEY
REDEZRTHIF24DE., AEXENFEFIHBEERTFIOCTHE
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fa Pa g, A, dik, 5805354 (69%) A2y, RHEKE:
m/z=711 (M+H)

L2 ASHIHHE

é(%&%@gw

#540% % F M 4ka-5 (R=H, Re=—CH:— (2-vtt22 ), —A-Re=H), 135
EH5RTH, 1922 £EDC, 101EAL=ZCEAEASEFA—RTFROGRESD
EETEBFHRBITHE. K& FNa:COE R fu 3t KRR R E RAD . NBE

10 ME, FRFRLEREN. B4 &-HPLCLAKR Y, /53] 184F 7 (26%)
A3, FigdkdE: n/z=702 (M+H)

FAHI3: A 338 H &

Sl

\©is$— —C—CHj
CH;
15 a4 33

H540% &, P 4ka-5 (R:=H, Re=—CH.— Q-2 H&), —A-Re=H), 271

% % 1-[[[[(3S, 3aR, 6aS) + (3R, 3aS, 6aR) — 5% & #& Bt (furo) [2, 3-b]

kwh-3-R ] BT EATR]-2, St —M, IEAZTEASENS -

RTENROBETRTRE2IN., RE ANa:COE R A KRR

20 FRAY. FEANE, FRFALEN. @it SHPLCLEARY,
2161 E % Q3% 4433, Ri#HE: n/z=696 (M+H) .
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REHI4: LB F &

ﬁ a4 2
()L R 0
@\ Ns [ Rj(j::}_r@—o—cm—cm

#0.3% % %P iika-8R=H, R=F T X, -A-Re=H, -L-
Ri=[[x & Bt (furo) [2, 3-blekvh-3 - RTRIHERK), 0. 0614 =Tk
EAKZEAKYGREDFHILEIMAL ISELRTHRLE. LR
Symit R, P B 60C., RSB FTRAIOEF KA. 4 5K
, MESHLI, AZREESNK. A-RATFTRERKA., ¥4
H O H ARG, R E#kbLATFRE, 152)0.23% (68%) 1ba-#2.

FLABIS: AWK H &

feé-4% 56

A ﬁ? .
° ?IIS @:%——N—CHTCHPN—CHJ
OH N H

#%19. 66 % [2R-2 X -3-[Q2-FAX) RK]-1S-(XFR)-AX]-
AR TEEML, 1I-—F LB (W097/18205F i), 17. 165 = LB A
20— RAFTRGBREHAEICT THBEARATHFFL2054. 4 JLH
2mAN18. 71242 (TLEBLRK) -6-FFBLBZBE, RERARSDHAT
BTHH2NHE. ASUYHECIER. MR BAAERAERELRE,
FRANE, ABRETALEMN. BidAHFE-—ATRAMBA
R b E g, #4%)30.82% (90%) ¥ ja 4kb—4 (R.=HA=R=F T
R).

¥113.75% F i 4kb-4 (R:=H, Re=F TEX) 5130 H L8/ &K
(L:1) GRS T MAGCSEAUCL(S- NG FABEER)., REAESIT
TFTHFH22IHE., REE, ARFEREAERLELEFLA KR
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ER, TRAMNWE, REAEMNFELAMGFTE-—RFTRAERG AL
MR B4R E, 15518, 364 (72%) F M 4kb-5 Re=H, R=FTH).

K18 AEABRMANIOEAKERLEISH AN -10TH
9. 805 F ] 4kb-5 (R=H, R=53T ) 5180FH85%BEBRGRAH T,
B¥L5)0HE, £2-10CT, ¥RASHMAF|HBIH10. 905 AKIRA
KehF12. 6T RALAEIEAKRFTHRGER T, REBBEIL.S
B, REFEREEER, LEALHTHAAAEERB (pH=8) .
it AR T ER, TRIFARENE, F57.59% (74%) F 1
#5b-6 R.=H, Re=FT4H).

1. 635% F iE#A&b-6 (R=H, Re=7FTR), 0.80%1-[[[[(35)-wW&
“3-rkvi R TR ATR]-2, 508t =8, 0.53 45 =B AESOEH =
AFRORGVWETRTHRIFSIN. REAL-—RKRFRE, il 3%
MYE-—RTRAEMRAAR LAt T4, 520.58% (29%) F [
#A&b-8 (R=H, Re=FTH, R-L-=[[(3S)-W & -3-skh R RIHERL).

0. 235 F R4 b-8 (R.=H, R=FTx, R-L-=[[(3S) -w &R ~3-"%
AT RIER) GI0EATHERTMAC 20N N-—F R L —K. &
BERESOCTHHAIN, BREALLHE, BEAGTFHE- KT
BB f AR Ediib A F 4, 4F5)0.12% (50%) b 56. Ttk
3. m/z=634 (M+H) .

LHEHI6: A HA46945] &

ot 44
QJ& E US_W,M

#10. 905 % M 4kb-6 (Ro=H, R=F TR)H20EF THBERF A
0. 85 AN N-—WR L Bk, ZBRASOC THRIIINN., BERKXLHE
B, TRl MiAitABRLEER, TRAME, EH &
ETEAL, FEBTAUGEKR-—RKFRAEBKAALEZK L4k, 55
0.57 %, (58%) F 18 45b~7 (R.=H, R=F T3, —A-R«=CH.CH.N(CH:):).
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0. 655 GER)~-4- (= FRE) wR-3-vkhBE (3£US3, 265,711+
ey ke m), 3. 18 A — T _BERE, 1.50% = TEA30
EN—RTRGARSCWETETHI2IE. AHEERABFEBRE
Mk E, TRAEWE, BERLEHN, 520.52% (38%) &) -1-
[[[[4-(ZFRIE)-wakH-3-AIRI-ZFRTA]-2, 5-vbeg it =
A,

H#%0.25% F @4 b-7(Ri=H, R=CH:CH:N(Me),), 0.13% (5 -1-
[[[[4-(ZmFRE)-wa%kH-3-AIRIEZERXA]IA]-2, 5-wbet i —
B, 0.0TAZCERISEFA K I RGBRAMWETE FTHIE24 ).
BREZR R FHE, AL %G RAK-—R TR @ ERR LS
MEH, F3)0.14% (43%) 1aHad. Rk n/z=677 M+H)

THRHT: W19 H %

&%ﬁ@y

0. 83 F B 4Kb—6 Ri=H, R=F TEX)H2EALHEERF A
0. 404 N-(2-R LK) -eh b, EERASIC FHFINN, BEEL
LR, TR EBRARAFABBRIBER, TRANE, &
FBATEREL, FABLANHAE K TRTHRE R ALK L
1%, $52)0.475% (49%) F@4kb-7 R.=H, Re=F T &, —A-R:=CILCHN (1-
et R )) .

047 % F B4R b-7 Ro=H, R=F T, -A-Re=CH:CH.—- (1-vit "% 5
A)), 0.2441-[[[[(38, 3a8, 6aR) —>x R 4Bk (furo) [2, 3-b] sk wh—3-
AIRIHEAIR]-2, 5-0B R —M, 0. 10A=ZCRALEF AT RY
RAVEEBTHHIE., RERX-—RKFRE, ALA A=
AP PR M AESK Lhbm T4, 453)0.54 % (88%) ¥ a4k
b-9(R=H, R=FfF T &, -AR=CHLCH-~(1-vk & &), -L-
Ri=[[ (3R, 3a8S, 6aR) —5x & 4Bt (furo) [2, 3-b]l=kvh-3-H] A& L),
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EBBHAAT, @0.54% (88%) F i@ 4kb-9 R.=H, R=FTX, -
A-R=CH.CH:— (1- vt »& = & ) , -L-Ri=[[(3R, 3a8S, 6aR) - 5= & # &t
(furo) [2, 3-blvk"l~-3-K]IRAIHEKK) F0. 16 L= LEMGI0EH =R T
WAERTMRAL 225 LHBR. EZBTHRBIVINE, HAKKE, A
MEFR, BEXRZL, 5%)0.50% BT W19, FiEkiE:
m/z=744 (M+H) ,

LA AWK H &

g{\oﬂnﬁ oy

w4.915% [(1S,2R) -3-[[(4-REFXK) sd] 2-FARE) &RA]-
B I-(RFR)ARI-ERATRYL,I-—F AR (RE
US6,140,50541 &) EA0EA A KW E kb T H ARG ERRER P AL TS
LUV -BBEE ket BiHERE RN, £25CTHHE, A0, 88
AN N-ZFRUE, REREFERBRADALI6ONN., £25CTTAHFE,
BEZEELEERS, MAZRTER, ARkE, AT RARSE.
W ASU FTRE-—RFRAMRAERRKR Eshib >4, 533.84%
(62%) F MM #kc-2 Re=H, R=F THK). HiEHKE: n/z=622 M+H), 566
532,

2.5 F MAKc-2R=H, R=F TH) G IOEA TRERFT MA
0. 64 %2 10EFHF TBER. 2)HE, HEHRE, A_RKFRHF
RiaFe gk BRATE R L&A AR, A AAE R ARBREE TR, B H K%,
75 7R 4kc-3R=H, R=F T HK). R#EHKE: 0/z=620M+H) ,
564,520,261,

TR 4kc-3 (R=H, R=F TE)A2EA—RFTRHBELEMASESA
ZRTE., AERBEHUINE, RERE. RERAKBFERRENA
ZRAFREFR, B FE-— 8 TR &K E i ®
H, 521, 5% (72%) F @ 4kc-4 R=H, R=FTH).
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1. 5% F El4kc—4 (R:=H,Re=7FT ) ,0. 815%1-[[[[ (3R, 3a8S, 6aR)
S EAMEB (furo) [2, 3-blwkvl-3-RIRIZEEXIA] -2, 5-®B R _HRMA
0.6T4ZLBRASEF -—RFRFHYRSGVWATETHI4H., @
ASKH FEE-—RF b mAEARK Lsiib T4, 520.8058

5 (39%) 46,

LA HEWTHHE
et 27
Q\OﬂN s \j@%ﬁ}qé\/r\

10 F10. 34 5, W16 ESEF—RA TR qﬂéﬁ,&.A%vMaAo 08 %, 2%
BRE 4N, 0.15% (75% MRIXFTE., AERETETHRHAFLIHE.,
AKHA—RFRERKEZ. ANAARAABRETR, $ERMPRE. &
5% TR - — R F R fa A AR L sk, 15 2] 0. 09 %, (26%)
27, Ri#EEIE: n/z=692 (M+H).

15
LHAI10: HAEHILGHE

%12.32%2-RE-N-[(2R, 38)-3-A KX -2-L X 4-FXTHK]-N-(2-

20 FEA)--EXFAXLBBBER]L ILZLEE-ATFRYHBRGRE
e mn1.47%1-1[[[ (3R, 3aS, 6aR) -5~ & Bt (furo) [2, 3-b] k-
-RTRIZAIA]-2, S-d ik —M. {HHFIRE, REREGSH A8t

BB AARRRE, RBRETR, TBFRE. FRANARZEIRE
oA (R P I FEE=95:5), #F3)2. 76.%& F B4Kkd-1 R.=H, R=FH#T
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3, —-A-R=H, -L-Ri=—[[ (3R, 3a8S, 6aR) —5x & # Bt (furo) [2, 3-bl ek wh
3R RIHK) (88%).
“ % @ 4K d-1(R=H, R=F T X, -A-R=H, -L-Ri=-
[[ (3R, 3aS, 6aR) —sx S #& Bt (furo) [2, 3-bl sk wh-3-R]JAIHEK) (2.0
5 %: 33BEBR), ZTKRA.164; 11.5EBR) AFRL 4-—R5K
P RADFIARRKTBA B29Z%; 3.82ER). HRRSHE
TR THIINN. mAF—HRARTBRQ80EL; 1. 5SEER) F4
S BHEIINN, AEXEMNE, REEdBEHAEL (R TR: T8
=98:2), £33%|1.57% (70%) ¥ @ 4kd-2 (R.=H, R=F T, -A-Re=H, -
10 L-Ri=—[[ (3R, 3a8, 6aR) —>% S #& 8t (furo) [2, 3-bl sk -3-K]1 &A1 XK
X)), FiEdkig: (BS+): 681/683(M+H),
é % 8 4K d-2(R=H, R=F T %, -A-R=H, -L-R=-
[[ (3R, 3aS, 6aR) — 7% & # 8 (furo) [2,3-b]l sk wh -3 - X ] &1 &
) (0.45%,; 0.66FER)HwWAEMERT AL 6FFH40wthe) =
15 WERAER., BHLIEHE, AA9A%kdM. A-RTRERKE. &
HOANEZRBBAE TR, ATREFD0.42g92%) 4é 11, J#
¥iE: (BS+): 690 (M+H), 560.

THAFILL: A2 HE
20

a4 12

sf%ﬂa@g‘m&@

¥ @ 4kd-2 R:=H, Re=FTHX, -A-Re=H, -L-Ri=—[[(3R, 3a8,

6aR) —o% SHBL (furo) [2, 3-bl k-3 - R AIHE) R FRER

51545 FHHBRABESA R, MAKRBRAESIR. ATERTHAFD

25 RE, ATREEN. REsb#Ean (A TR: T8, F276%
i 12, FiEdE: (BS+): 715 M+H).
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EAEH 12: bt 43 (5 &

ot 43

pﬁi&p@m@ﬁ’\

$#6.13% % W 4ke-1 (R:=H, Re=FTx, -A-Re=H). 10% BB $hAn
KIZEFNIK(1/2) RSB MADS0C, M#4SIH, AR E-&
NI, IR AAMCMUBERBR., SARETRATES, RE
A A AR, 4525 08% F i 4&ke-2 (R:=H, Re=FTXR, -A-R:=H).
JR S %4 (BS+): 549 M+H), 449,

3. 05 2-RAFKHFEedd Htke-2 R=H, Re=FTH, —A-Re=H).
LIAZCEBEATFTRLA-ZAXKTIHROBEMAL TTLEEKR T
. MARSHBEFHIR., RRXBEMNE, RE@i e Sk CRT
bt FEE=98:2), 45%|2.7% (78%) F l4ke-3 (R:=H, R=FTH, -A-
Re=H) . JiE4k4% (BS+): 625/627 (M+H) .

¥ 0. 8% % Mke-3 (R=H, Re=F T X, —A-Re=H) w3 Kok shiE &+
MASEA4Owtheg — FRAZER. HHEIIHE, AEXWa%kd, A=
FFTRERKE, 2FNANELABRE TR, ATRSE, 5%0.58
3 (85%) F il 4ke—4 (R:=H, Re=73TX, -A-Re=H, Ra=Rb=CH:). /K%
3 (BS+): 634 (M+H), 534.

7 % 1B 4ke-4 (Re=H, Re=JF T, —A-Re=H, Ra=Rb=CH:) ) — R F 1=
BRPRANZRACR(10EE)., BFIERE, ANAAILFEREN
Fedh Kopik, BRBETR, LRI RELFE T E4ke-5 Ro=H, Ri=
F#THA, -A-Re=H, Ra=Rb=CH:).

AO0CT, A0L35484-RAA-2-FHEAEXIRY _RFRERZRT A
0. 095, 1-F A X H =vd f00. 134EDC, BE3EF W E, ¥R E A 555
s E, A E4ke-5R=H, R=F T X, -A-Re=H,
Ra=Rb=CH:) &, REABSHETRTHRIFEIR., REATHREENF¥
FRNAREELEE LML (CRF: F85=97:3),4F5)0.12% (29%)

52



02804982. 9 oM P FE41/69m

a3, FitkddE (BS+): 667 (M+H),

THAI13: P EAET-269 41 & R:=H, Re=—CH.— (2-""Z %))

¥2552-HRATFTHEAIOEAFABEFTEARIF. RER ML
LW, 351, 2-FKE-I-(WRTAEERRL) 4-XETHEN00E
AFAREER. RARSHEOARBIR. BMNEALE, BARRE
BI-—RFREAAKREIR. TRAMEFEAL. BEANAEAE

10 kbl (R T INGNLFE SRR, 98:2), #5524 % (84%) ¥ a4k
f-2 (R:=H, Re=—CH:-(2-*t=2X)).

THAI14: B0 &

A BLTAREAECTFHEG T X4E&. BANTEZETE
15 MRAZI T LA E 4| BLA .
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RAZ]

Opm =2 = 25 %“m

(- (i-2) (i) ,

BochH N BocNH” E ENso,
on/z w’@:}.s(o),m + o% O:%S(O)Mo
N

@6) l )

By

l @7

°““<j":/ w’&ns
L % S /< °’©:>—NH\/‘O

AI0CHARAEY THHEAER (0. 1932A)7; 1. 6SER) H ik
MAi-1. RARASHAIIC FHEFIINN, Filbm#HFREIRMA L
B =8 (0. 079 7; 0.66ER)., RERSMHMAIICTFHHFFLIH,
Z AR ISTHREBRBMALEABRIE. A5 RFHRLER
EMAD -0 KRB, TRALRAA20ZEAMRLES
1000F A Kb EmER. KRB ENHCOER F ALK LB pH=7, &
10 RERSHHAKGERKRI-2ESICHAZHA T TR 12320,

80%) . (LC/MSMW"; 280, 282)

0. 120 7 (0. 36 R) Fia4ki-3. 0. 0734 (0. 12BR) =C

BeAed-F R wWE kvl 1500 7)) G RAMAEISCTRHALIR LS

. REMAO 100 (0. 36 R) b Rl4ki-2, HIeR mREAWMAESS
15 CTTFHRHELSIH., LERSHAKO.SAF)REE, , 2BAMN

EFFMAO0.500 1. SNJHCLE R ek, RESBAME, TRIFELX,

#5%)i-4; 0.2082F (100%). (LC/MSMW'; 480,481, 482).

wh
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AA40C FH0.208 2 (0. 36 BR) P MKRi-4EINT2-FEIEA
wkoly, 0. 060 FH:0420. 1102 ZEEHRAB P RILAEINHAH AL
B EB., REMAL SRR - FER4E K0, 200 7 (0. 4
R). BERAGHHABEACOT FTRAL1504F, A0 400 FNa:C0s 3%
B_FL A A0 AL B pH=10. F3) F M4Ki-5Fi-6, (i-54 &70%, i-6
25 E30%) . (LC/MSMW'i-5; 496,497,498; MWi-6: 511,513),

E60CTAHIEZEREBEHFMAOL 0502 (0. 438 R)N-(Q2-£
CHAMER)., ERAHATICTHI206, REFERAS I 40
T, BARHCL(12N) A F|pH=7-8. REMEKMHYRTIE. 2 BHFWNE,
REFESOCHAZTRE FFIR, 52 BocN-F$Pi-7; 0. 2171
(93%). (LC/MSMW': 646,647, 648)

#0.2172 F (0. 36 B R)BocN-4R P 4 F M4KRi-TESOC T T
1AM FAABET, REMMAO 3T0H45-6NHHCL QER), KRS WE
T0C Fhmf8E32. SO, Z 5B R E RSB HME0. 50075
4 (0C-15C) Ay, LRRE, AYET_FAskzkEk. £DIPE/
TR (50/50) RABH T ABEMREGEKR, RETREHASICHAET
By TR, 301702 (76% #9i-73k B 3%k . (LC/MSMY';
546, 547, 548) .

¥ 1.3g & W 4k i-7 , 0.774 % 1-[[[[(3S, 3aR, 6aS)+
(3R, 3a8, 6aR) ~>x S Bk (furo) [2, 3-blsk-3-RIARIZEE]I&A]-
2, 5—vbeRobn — B8R (3R K LFVW0996741 7Tk Rk gk 414&), 0.334=
LEAISEF —_RFIRGREDAETRER THIF2IE., ZHZHA
NaHCOE R R, 2 EFAME, RERLXEMN. REERR Lk,
250, 745% (45%) 420, JEiEHKE: n/z=702 (M+H).

FHBILS: AEHSSA LT HIKGHE R=FTRK)

s N
P et
qu/\rlﬁ\?/“\n r E/a
f (o] /I‘\ 4
FEA R AT A G T ERATHE.
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¥11% % W 4kh-1 (PG=Boc, R=FTHK) [(1S,2R)-2-& K -3-[(2-
FRA)[[2-(FHAL)-KfEwe-6- LI AALI-1-(EATFR)
AXIARRFTEGL, I-—FLARETIEAUCLAFAFERZRFL100
EF—RTRFHABEREZETHRHHIFLA. RERBEAL LM F
AR REAEEAHKERGARSHRLE. ZEANEBMgS0.F 12
AKX AT H)8. 85 (97%) BLER P 69 F | 4kN-[ (2R, 35) -3 - A -2-F X
~4-XTEI-N-Q2-F&/H) [2- (FHL) -XfEek-6 - R BBA:, #
BAHX. FiEsE: n/z=480 M+H).

4. 15% LR FHE4K, 28Boc— AR TZREE, 1. 174LH0BtF=1. 66
EZEDCEFISOEH —RFTRTHFHRODETETHILAR., REE
B EIE L RSB ANAHCO-SGKIEZR . ERZEE, MgSO.-TIRHFARLF
F)6% (100%) F | 4kh-2, [(18)-1-[[[(1S,2R)-2-#X-3-[Q2-F &
B)IQ-(FARE)-FFEe-6 - X)HB] AL -1-(XFL) AX]IR
AIEA]-L,2-—FARIAXTRYL, I-—F AR, R#EHdE:
m/z=693 (M+H) .

¥oxF BAEh-28TFTI00EHANCIG FARERTHFATE THHE
200, RERBRERESYDIFA KT RAKRMRERGBRESYR
H, AR L AREE, ZMeS0.-TFRFAKITR I 9% (76%) Bt 4
Tk, FEBREX. RH#EHKE: n/z=593 M+H).

#3.9% LR 4K, 0.694 K LB, 0.98%HOBtA=1. 66 %£EDCHE
FIOZEA—RFRFHERECWAER THFTR. REALKRE
REBAY, BMgS0.TIRHFHALK. BB 0-5% FaE-— R TR KM
S W AL L St, 1983, 72% (85%) & 24 ¥ [d4kh-3, 2-
[(RZBA) RA]-3,3-—FA-N-[(1S,2R)-2- X -3-[2-F &
B [2-(FaE)-FKiFEe-6- R]#B]AX]-1-CGRF L) AR]-
(2S)-TBuk. FKiEdIE: n/z=669 M+H) .

3. 7254 F R 4Rh-3A41. 27T 10 R FARE FDMF S 5 £ 60°C FH
FHUIHE., RERBRE RSB IFA R FRAKRARKERGRSY
%3, 2B, AMARLEMeSO.TFIRF AL MR 3% (100%) F 269 F 1]
B, N -[G-RER) PRI HABE-N-[(1S, 20)-2-2X-3-[Q2-FA
A)I2-(FaE) X Ek-6 - X]IB#B]ARX]-1-(XKFR)RA]-3-
TR-Ak BABRBEE, RiEKE: n/z=758 M+H),
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¥4.2% L& PN, 1.25Boc:0F0. 1TEH=ZTHEETFS0EH =
AP, RERGWAEERTRHAFIA, REMAL 24Boc.0. 5
NE, FEERRERSYAERBEMHKER. EARKASLE, MgSOTIRHF
AE, BRA-SRTEH-—RATFRARGERALS ALK LA,
BREY AL, N[, 1-——FRZAEL)RE]I-N-[G-AX
R)PRIHRABE-N-[(QS,2R0)-2-FA-3-[QQ-FHR) [[2-(FmHL)
HfeEep-6 - R1BEB]IAX]-1-(AFPR) AL -FPRA-AHHAR
Bik, BitdkdE: m/z=858 M+H) .

3. 2% F @ 4Rh-4420. 92 % 7] - RIL AKX T8 (@CPBA) £100F #
ZRYRPAFTETRAAEL SO, RERRLRESHAEBAKER
g, MgSO.TFIRHFARZL, 1353.45% (100%) AT E &9 F M 4kh-5, N/ -
((LI-—FRTCARRA)EKEAI-NV-[CG-AXE) ¥FLAH RBLE-N-
[(1S,2R)-2-#K-3-[Q2-FAX) [Q-(FHAR) -XHEu-6 - K) &
BIEA]I-1-(RFR) AR]-3-FR-AASAMRBE. KEHKE:
m/z=874 (M+H) ,

0. 5% F M4Rh-550. 16 EHN-Q-A L) B BEAECNOCTT, £
WEFTHEFT AL SIN, REKRERHREHFETAS-10% F
B-—RTReBm R e, F2)0.24% (46%) FFE & F a4k,
N-[Q,1I-—FRCAR)ER]-N-[G-REXRX) PRI HABEA-N-
[(1S,2R)-2-# X -3-[(2-F A E) [[2-[2- (e e X -1-K) TRE]
RoeEe-6-R]IBBI BRI -1-(XFR) AA]-3-FE- LR HRBB
B, JREEAE: m/z=924 (M+H),

#0. 1545 LR FRKEFSEFUCIYFABERT. LARAY
AERTHHA2IE, REEAK. HALS B THEHPLCLAL, #5260
EAMEHRALALSHES, V-[G-AXA) PRI I KB EA-N-
[(1S,2R)-2-#K-3-[Q2-FAX) [Q-[2- B R A -1-X) TEARE
R -6 - K1 RB] AE]-1-(KFRL) AA]-I-FE-LARHEAR
BRiE, M= R TBHE, ATFAR B XT3, R n/z=824 M+H).

FHH16: EHHFH R=FTHE)
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¥%0.5% FE44kh-550. 16 EF3-(=—FRR) AKALEGCWCTCT, £10
EHTHPR 2NN, REZLRHERSY, 1550, 54% (100%) FFE
BHaEak, V-[(LI-ZFPRTZER)ERI-N-IG-RARFR) A1+
HBLE-N-[(1S,2R)2-2 X -3-[[[2-[3-(=FRL) AL X%
we-6-R ) BB ARX] Q-FARA) EXL]-1-(XFR) AX]-I-FX-4
AR, fEEIE: n/z=912 M+1)

#0.54% LA P RKETIOEANCIGFABERTY . LEREY
EZETHFLINE, REAK. HAASHE T4 SHPLCLA, 5283
EALEHNRZALLS DS, V-[G-RAFER) P H R BLE-N-
[(1S,2R) ~2-#& K -3-[[[2-[3-(=FRRX) ARA] FXfEre-6-K]1#
Bl Q-FHL) AX]I-1-(RFR) AR -I-FER-L#GRBBE, R
ZRTME, UTFARWH XS, KE43E: n/z=812 M+H),

FHAILT: A HTHHE R=FTR)

|
0

==

(e}

T

F

H#0.545F M4Kh-550.18F AN-FR-N-"Dehk—4-X ZX) B A£60
CF, EIOEALHFRAEEA. REARLREYHFHRMAL IL
N-FE-N-Q-"Gok—4-R TR I, #t—FHF2R. REAXLRE RS
B SN TR -— R FIAMm e s ik L sh4b, 15 2)0. 6 %, (100%)
B AR, N ~-[(Q,1-—FRZEA)HEX]-N-[G-RXHE) 1]
HR&ABLA-N-[ (1S, 2R) -2-2 X -3-[[[2-[N-F X -N-(2-"ek-4-K T
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R)RXI X Ed—6-R)BBR]IQ-FAR)AR]-1-(XFR)A
KI--FR-LAAGRMBAE. FEKE: u/z=954 M+H) .,

¥#%0.6% L& P RKETIOEAICIGFABERTY. KR RLS

HEERTHHFLIN, REXALFRA R T RAKBRMKERG RS
W, RETRANAR, SMgS0.-TRIFRL. RS8BT EHPLCL
AL E Y, FHAI24E L (60%) FTEHRALHLEH8T, N -[(G-£
) PRI HEABEA-N-[ (1S, 2R) -2-F & -3-[[[2-[N-F X -N-(2-"%
B-4-RTK) BA] X HFEd—6 - RI#AB] QC-FARE)AL]-1-(X
FR)ARE]--PR-LAFGAMBE, RZA L8, U=Zfii

# X152,

Ji S

3a 30 HKS\I

m/z=854 (M+H) .
‘F & AT X (1) BBk kBN AL T 6 —FF k8%

N IP T R B ey X/ RIRE R

Y% 5 2

1 A -NH-CO-CH; #B# | (3R,3aS,6aR) + (38,3aR,6aS)

2 A -NH-COO-C,H; # B4 [ (3R,3aS,6aR) + (35,3aR,6aS)

3 D -NH-CO-CH,-N(CH3), | # &4 /(3R,3aS,6aR) + (38,3aR,6aS)

4 B NH-(CH;)-N(CH3), | ## /(3R,3aS,6aR) + (3S,3aR,6aS)

5 D _Hﬁ ﬂ,H # % s /(3R,3aS,6aR) + (3S,3aR,62S)
-NH-CH,-COOCH,3 # %% /(3R,3aS,6aR) + (38,3aR,6aS)

7 D Q # %5 | (3R,3aS,6aR) + (3S,3aR,6aS
i / (3R,3aS,6aR) + (38,3aR 6aS)

(o] .

8 D o N l HCI (1:1) / (3R,3a8,6aR) + (35,3aR,6aS)

9 A N(CH;)-COCH, # &% [ (3R,3aS,6aR) + (35,3aR,6aS)

10 |{D . @ N o # & /(3R,3aS,6aR) + (35,3aR,6aS)

11 (D -NH-CO-CH3-N(CH3), | # %8 /(3R,32S,6aR)
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12 |D — i # %5 /(3R,3aS,6aR)
13 |D - °| NG s n& 4 (1:1)/ (3R,3a8,6aR)
(o] .
14 |D - l N<j HCI(1:1)/ (3R,3aS,6aR)
o X .
15 |D - i ¥# 4 (1:1)/(R,3aS,6aR)
16 |C -NH-(CHy)»-N(CH:), | #&# /(3R,3aS,6aR)
17 D o] H . .
—y I # %4 /(3R,3aS,6aR)
18 |B — NN, # B s /(3R,3aS,62R)
GH,
HC O
HSC\(O
19 |B N “O # &4 /(3R,33S,6aR)
20 |B __n\/_O # 4 /(3R,3aS,64R)
CH,
21 |B TN *f‘CHC“a # %5 /(3R,3aS,6aR)
—N/\/ \CH:, 3
22 |B NH-(CH,);-N(CH:), | #®&4k /(3R,3aS,62R)
23 |B -NH-(CH),-NH(CH;) | # % /(3R,3aS,6aR)
24 —N N—CH, # %5 /(3R,3a8,6aR)
0
O ., .
25 |B __N>\\N/CH3 # &4 /(3R,328,62R)
26 |B ——r\f N—CH, i B sk /(3R,3a8,6aR)
o]
CH,
27 |C .__H/\_,l{l,_cHs # %4k /(3R,3a8,6aR)
(o]
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—"N/\__l y
28 |B . NCH, #®# | (3R,3aS,6aR)
—\CHa
#*.2
oba o 0 ’\Ynh
a3 oiﬁ s 4 “/E
L]
o ke | R, R, VRS LR NI
%%
29 A -(CHy)o-NH-(2- st & )| -NH-CO-CH; | # &# /
3R,3aS,6aR) + (3S,3aR,6aS)
%3
Tane
Ha\N R /S' S
HS N !;
OH
7\
4;{5:% #E R, Ry £/Ry KA b8 kLT
3
CH, H.G
30 b o o ° B /-
Ood |40
CH, H,C
CH,
31 A Q_o I |NCH)-co-cHy | #ms /-
CHa
CH,
TSI Q_o \j— NCHj)-COCH, | =Ro®E 1)/
CH,
zﬁz . B
. 3@ ol |[NCH)-CO-CHs | (3p 3.5 6aR)+(3S,3aR,6aS)
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44;’:;; AAE R, Ry B /Ry B b 6 2T
4
34 D D\O/ -NH-CO-CHz—N(CHg)z lé%& / 3S
35 |D D\O/ /kl\n/\ Mgy | B /38
LN
Q
36 |D b NH-CO-CH,-N(CH:), | # % 4% /38
HN s
(6]
CH, o !
37 |E Q_O/—— —-N)l\"‘ND HE -
CH, H
X o/ - .
38 |B | -NH-(CHy)-N(CHz), | # &# /-
39 B Q -NH-(CHz)z-N(CH3)2 HHEAR /-
H,N CH,
CH,
40 |B e “NH~(CHp),-N(CH3), | # B #h /-
CH,
x o/ . .
41 |B | . /\__NO HER -
N N
(o)
42 |D HzNQ B /-
cH -NJI\NO
3 H
43 |D HzN‘Q—_ NH-CO-CH,-N(CH;), | #®&# /-
CH,
s
44 |B Or\—/‘[N-CH’ “NH-~(CHp)»-N(CH3), | # ®#h [ K
o/
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oo | Wk R, Ry, /R, A E LR
i
_‘g—
45 | B —/\"NO
HN CH, N

46 |B Q_O/— __N/\_ND /-

CH,
s =poEs  (L1)/-
N
G'la
48 | B 'ﬂ:}/\o" NH-(CHp),-N(CHz) | # &k /-
49 |'B Wo’ I~ O HEE /-
® —N
0 | B WO/ /\NO zRoEE  (1:1)/-
> —N
51 |B “'L/}/\"/ NH~(CH;);-N(CHs), | # %ak /-
\ / a3, .
52 |B | T ° NH-(CHy)sN(CHs)y | # & /-
G-ls \, -
53 |B ¢ | NH{(CH):N(CHs), | FH# /-
G-,.’i
54 |B Q— NH-(CH;N(CHy), | *F#% /-
H,N CH,
0
) -
55 |B H — ”O
56 | B 0: :Lo/ NH-(CH2)-N(CHa), | # &4 /38

7 | B '\[}/\0’ —NNN/_\NH h -
! Ny ™~o” T
58 |B @A 7 N e | B
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%
—};-
s /\ #ER
59 |B QO/— N
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60 | B Q “H/\"/l Ny | BB -
H,N CH,
0]
61 |D (jA o” | B -
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i e E
HN  CH, H
s 0 .
63 |B O—o —\ #Eak /38
—-N U—CHa
(o]
64 | B Q‘O/ L ZpEE  (1:1)/38
= T G’
(o]
65 | B Q— )k__ —\ B -
— N—CH,
HN  CH, N '\_,/
o zgoss  (11)/-
(R | Ko
HN  CH, N '\._/
7 /\___/__T o x
67 | B Q—O — A &k /38
68 | B Q-O/ —HNNﬁ —poms  (1:1)/38
6 1B | "N\~ —NN/_W i -
U/ N
N
70 | E Br—Q— jk B /-
CHy —N NC]
71 |B [ o” _NNO i Bk -
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e | AA /R, A EF 8 ZAREF
vl Ra R
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73 |A _NH-CO-CH; Ty
HN CH,
1 9 NH-CO-CH B -
74 | A o o, NH-CO-CHj;
CH
75 |E g _VO HE -
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(o]
CH,
F HG  F
76 | A s o’ HB -
25‘ —N
ma ., -
77 A 0/'__ 'N(CH3)‘CO"CH3 lﬁ’%& /'
CHS
CH
78 |B 30,—- —N/\/NO i -
o, 07 CH,
79 |A D—o/ N(CH;)-CO-CH; | #&a /38
80 | A N\C_\?——\O_ -N(CH;)-CO-CHj 8k -
N o~ g
81 | A ® N(CH;)-CO-CH; | ##&& /-
82 |A Q- N(CH3)-CO-CH; | ##&m /-
HN oy
83 |A Q— _N(CH;)-CO-CH; | ##®%& /-
HO  CH,
Ha
84 | A C\h}(\§—/ -NH-CO-CH; i d /-
~0

AREAA B E6 5] FA&S.
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wfr@«m M{W (;rrr“f sli¥ocs
NV-[G-RFR) FRAI& N -[G-FAXKE) 7] N-[-RFR0) FAIH
SPS-N-[ (1S, 20) -2 H & B A -N- BEAN-[S, 20 -2-%
A3 [[[2-[N-94, N [, 2R) ~2-#2 & -3~ A--[Q-FA/A) (-
Q-"Iptk-4- 2L . 28) F At [[[2-[3-(=F &) (2- (viteB-1-20) TREA
FoteRet-6- K] #h0t] (2- AR R b -6~ R3fkrd-6 - 3] At
PAE) R -1-CRFRH) A1 #8] -F A L) RHEI-1-(R7H0 w4 -
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5 WHINEHET FTEHYAASH. RE T LALLM F kX &
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it F o RARBBHRF(R13025) 9pECSOL R. BSE T FARRE
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66



02804982. 9

P B P Z55/6910

67

At % 2k M) HIV-AVE-MT4- HIV-AVE-  HIV-AVE-MT4-
MTT-B-2-  MT4MTT-  MTT-R13080-2-
002 pEC50 R13025-2- 002 pECS0
002 pEC50

100 é{o 888  7.36 7.5
ot

101 o é’{&w‘vo 6.62

102 }&;@3{% 792 688  6.02

103 é Poa 7.7 676  6.28
SR

104 aS .| 718

105 .| 78 726 682
MG

106 g ‘ 796 726  6.66

107 e, _(;%Ooo- 8.7 6.8 6.18

108 53 AL 761 654  6.09
LO'J\%&

109 &Jlggm 568  5.38

110 S‘W 8.09 617  5.81

111 gg\] 761 663  6.18
T

112 8 691  6.82
Saprae)

113 & *‘?3‘3?&@ 829 761  7.36
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Y] HIV-AVE-MT4- HIV-AVE- HIV-AVE-MT4-
MTT-NB-2-  MT4-MTT-  MTT-R13080-2-
002pEC50  R13025-2- 002 pECS50

002 pECS0

114 &J_ \m}-q’_‘o 7.69 7.47 6.85

D
115 QJ,:?[X@{ 6.12 5.21 5

116 kS d_(gg—% 75 749  7.36

117 7.32 7.45 6.72
SRS

118 6.52
u,pmf%gb

119 Léb 6.48

120 {fJO 6.5
A

121 ‘éf“)« 768 555 5
2y

122 é] 5.92
s

123 3}% 5.8
-l
124 5.7
3
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P B B ZE5T/69
1540 % %M HIV-AVE-MT4- HIV-AVE-  HIV-AVE-MT4-
MIT1IB-2- MT4-MTT- MTT-R13080-2-
002 pECS0 R13025-2- 002 pEC50
002 pEC50
125 v‘dﬁ‘{g{b 8.2 757  6.84
126 &JL,QSL:OQMO 7.31 55 5
127 z ’(?32035 778 75 6.87
128 3! 'ﬁ?ﬁfp&” 823 772 725
- s ",
129 = O 7.2
130 J‘(? ? 7.23
St
131 -~ -0 7.33 6.08 5.98
132 .
. :1.%:03 0 7.19
133 &W 767 747 68
134 &“%\f&&; 7.21
135 ?} \(cof"p 7.18
136 % *%\m,f 6.14
137 P 5.77
&.4_ S,
[—— |
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o5 M HIV-AVE-MT4- HIV-AVE-  HIV-AVE-MT4-
MTTHIB-2-  MT4-MTT-  MTT-R13080-2-
002 pEC50  R13025-2- 002 pEC50
002 pEC50

138 3 5.84

139 {? 568 551 5
MO
140 ‘9“‘-(?6;% 834  8.12

141 LQ,L‘IFQW 783 649  6.02
142 ‘:,Fl*%p:ﬁg 5.25

“
143 Y| 713 5 5
s
vf@-%»m
144 0
P 5*5"*18
145 7.9 7.4 6.84
%@Q\?ﬁyﬁb
146 d-&%@vﬂ 8.02 6.52 6
147 o 6.47
éc:"fi}
148 6.43 6.51 6.56
149 2}*& 729
o Mg
150 ;}‘ 7.37 679  6.18

70



02804982. 9 P B B ZE59/691
o4 %5 23 0] HIV-AVE-MT4- HIV-AVE-  HIV-AVE-MT4-
MTT-IB-2- MTA-MTT- MTT-R13080-2-
002 pEC50 R13025-2- 002 pEC50
002 PEC50
151 ﬁ 6.97 6.00 5.57
rr“gé?)
152 [}\_Ls%&:;éu 748 625 576
153 By ﬁ @&o 8.13 7.34 6.47
154 |6 éji&%ﬁ 826 742  6.43
155 (? 7.37 7.61 7.49
Q/vl- “{}@_w
156 8.14 8.2 56
{J""( ¢ !m__wf 7 7.5
157 jf 7.54 75 6.85
o ;{_JFCQ L
158 8.48 8.1 7.52
@*ﬁlmw
159 ot o 8.1 7.78 7.46
160 E’*‘«@%%., 729 632 561
161 8.04 7.76 7 .47
m*{%r:o«’g
2 | é,rm i 769 733 6.8
163 7.94 7.31 6.67
w*x;mlo
8.15 7.47 6.8

Rl m*{rjzlm-k)
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- M) HIV-AVE-MT4- HIV-AVE-  HIV-AVE-MT4-
MTT-HIB-2- MT4-MTT- MTT-R13080-2-
002 pECS0 R13025-2~ 002 pECS0
002 pEC50

165 {E) 7.35 6.91 6.2
o w{lm—*o

166 8.2 7.66 7.13
ortgptoe-td

167 &m?“‘ 8.31 7.51 6.85

.

g

168 f{@ 7.61 75 6.87

169 Y 8.07 8.17 7.45
G

170 8.12 7.76 6.79

171 7.29 6.73 6.07

172 ijf& 737 661  6.09

e

173 E‘?KO"‘ 8.25 752  6.81
rr“a;

174 );52{0 8.04 688  6.18
NG
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ot %5 P23 ) HIV-AVE-MT4- HIV-AVE-  HIV-AVE-MT4-
MTT-IB-2-  MT4-MTT-  MTT-R13080-2-
002 pEC50  R13025-2- 002 pEC50

002 pEC50
175 é{% 7.3 603 55
rfl-‘ﬁ}.
176 b/}(f 8.39 7.2 6.65
LA
oo (a:‘
177 m@yﬁ 743 812 731
178 o Bl 776 797  7.47
" T s gV

179 oL % 8.05 7.24 7.32

180 ml_(ga%o;;% 681 605 5
181 E}_\J_“(TO\L% 7.48 628 574

182 o 1,,5%\@1@ 8.32 7.44  6.77

183 - A@(}m-,q 8.45 877 8.5

184 g (Ecowo 7.76 835 757

185 e "f‘?ﬁf‘” 7.34 7.48 7.46

85

7.24

186 - %\M 821 818  7.54

86 W&W
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10

15

20

A% 1",— é’é’#] HIV-AVE-MT4- HIV-AVE- HIV-AVE-MT4-
MTTHIB-2- MTA-MTT- MTT-R13080-2-
002pEC50  R13025-2- 002 pEC50

002 pECS50
187 “—
,Mé’ KF o
?’ vI.-\ SA\
188 2Lt 6.7 703  6.88
oL ’?_Stcg
189 - 7.35 6.99 6.86
AL NS0
¢ ’Lif? A
P EF 0¥

AR XETRINEALALS DGR AFLEN., Kb i, X
ot FHRE TR FTHIVEH HIV-1FHLAD) B A HGHRATIV
M. ZmeXEARE T &Y,

FHIV-Romock-B L HMT4MBESHFREFFMNYALETRAL
R, BERFHNERE, ERAEFTHF A 2RI HRmdb, FrAHIV
RENMEHCBH I A EFRL, AP EMITRERZ WG L
Bl , MTTR—#HEEHKEH T RH, ©RAH AERBHE K
PR AFEGFRETREGZELTIR, EARABNFHE
AT EEEN, BRAEZRASIOL B AR, ZEE55X24D
SR Fm P BRGHEmOKE AL, AL FRFRA LY B L
BRIy FlER, HABCMmECH R T, XEHKMEFHEAFTRY
S0%RFI 0% ML T H FRRUAMEESHLAEHYNE. £ Soocksh
FHgmid LR S B FMIFTRTHCCs, CRTIHE 0% &8
ARKMEZGHSHRE., REMHIEH (ST (CCso/BCsdd b)) 73
HH G R-HIVE MM,

eh1-4, 1, 9-19, 21, 24-26, 28, 33-35, 37-43, 45, 46,
49, 50, 56, 61-64, 66, 68, 70, 71, 75, 79-83%288-93xF FHIV-
1A ARLATBEC A /K TS0 K, XA HegSTH2400-51547000
AL,
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10

15

A5, 6, 20, 22, 23, 29, 36, 44, 47, 48, 51-55, 58,
59, 69, 72-74, 76~-78#284xF FHIV-1EARLAIHECsofA A 5045 K -500
Wik, XS PESIAL26-FHA190004 L,

42T, 30, 31, 57H608F FHIV-1FHARLATAIECso A 50044 K A
E. XL SHHSIATH1I3-FX183U L,

LR

B TFHIVA MRS I HEmegarsh b, ATdst F R PGB EE
B ERLSBHEA AN ZAHGHIVERG R, XEXTHEXEY
B H NG AREREE R F TR AETIANTEYES, 40
saquinavir, ritonavir, , indinavirfeamprenavir 4 XE£E

#X:

ARZARAEXBRLES G #HEER, KITBAHEFRZLH
FR=ECso (. Z #k) /ECso (HIV-1F#RLALD) . AT 7 HstRITBRRTRA
FRKGLER, MX—RTRAEH, KAV ER R4 X
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15

AT RRG RN :
Wik | B MAL L 6 LA Ak | BRHHARLG T

A L10L K20R, M361, 154V, A71V, V82T,| |L L10L, L241, G48V, 154V, V771, V82T,
184V ‘ L9OM

B L10L X20R, L241, M36L, 154V, L63P,| M L10L L241, M36I, 154V, L63P, V82T,
A71V, V82T, 184V LooM

C L10I, K20R, M36L M46I, 154V, L63P,] |N L101, M46I, 154V, L63P, A71V, V824,
A71V, V82T, L9OM L90M

D L10IL, M36I, 154V, L63P, A71V, G73S,| |0 L10I, L241, M36L, 154V, L63P, A71V,
184V, LI9OM 184V

E L10I, K20R, L24I, M361, M46I, I54V,| (P L10I, D30N, L63P, V771, N88D
L63P, A71V, G738, V82T, 184V, LOOM Q L101, K20R, 1541, L63P, A71V, G738,

F L10I, M46L, L63P, A71V, 184V LOOM
L10L, L241, M36V, M46L, 154V, 163P,| |R L10L, M46L, 154V, L63P, A71T, V771,
A71V, V82T, I84V V824, LOOM

)51 L101, K20R, M36I, L63P, A71V, G738,| | L10F, M46], L63P, A71V, 184V
V771, 184V, LO0M T V321, M361, M46I, 147V, 150V, L63P,

I L10L K20M, 154V, L63P, A71V, 184V, LIOM
LI9OM U L10F, M461, 47V, L63P, A71V, 184V

J L10I, M361, M461, L63P, A71V, V77],
184V, N88D, LO0M

X L10L, M361, 154V, L63P, A71V, V32T,
LSOM

L X L)) &

BARXKREZRLANESHALEBFAE, OB LB XB
BREALYE. 2B ERRNHRAERT, KESFMYLEHFiE
ARG RHEGRR, BRI HELETHEARIIVENR BT 0¥+
B RE, MEF ik LR, %ML it UPLC-MS ) & 2 ¥ 3k
)

EAQRELSH:

KRS, Ao FEd, @ %G (HSA) Ro-1B8 M4 E & (AAC)
RESHSHY, AR THRFEALLEDEOERSBEMK, ATHZ
AERAHNEDRERZIEFBLONTANYh, EAKLLHEL
TREASHGRAIVER, RGN EQHRHN S EG K
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SRR,

HH KM N FHE

AR A B R XL H20, 380N EHNRBHHAFHR. £
5 Whistar KR LM Ardisdh, Xk K Rk fIffa Credo, £F X
AL, ELHZIHHRARL, X BHHhER (BLHE XY
H1200) . HSHiEFOMSOF. 2R FF Tk, AT F RIS
MORBHLER, aEBSERARMAION4, 14w, 2486, 36,
FoX AL HRGFER. AW P IE P e Fi8 it A LC-MSk

10 %, AF&AF, "or"&EHRLY, "npk"ERELET L.

#RXFT k8.
%38

o4 Crnax (ng/ 'ml) Cshours (ng/ml) Cuax (ng/ml)
{or, X &, 10mpk, (or, X &, 10mpk, (or, ¥, 10mpk,
DMSO) DMSO)

20 1425 401

88 254 225 379(PEG)

90 893 684

15

TARLEE], ZENESHHBERF G RRE, EAEAHBLEDE
o B0, XA TFX LS HAEAKTEAFRBRYER

.
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