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a. M (2RTA) B

ARG MR, TR - ARNGERARE, BAETRES
Awdy Ao Z B RBEAF, e 354g ( 6.7mol ) 65 B EH M, Aokt
BFFRA 208ml ( 32mol ) ¢ EAAME, ARLAYARETHA 80
CsMAAHEIE 70 - 75 C. 22 0 & BA L o 2] B A 52
MR ALRGHT. LG, BRiRdHiE Rk T 5 30 54, KEHA
75 Cii/m# 2] 70 - 75 CHR#F 30 504, Mttt AL it T RAE K
FRAGK, FEERHELET (05mmHg ) FFRIBF. M0
&b ( 387,99%) ERBATHEA T T —F, =i TAELT T #4,
bpl86 - 190 C ( 15mm ) . 'H NMR(CDCL;) 8 2.86 ( t, J=6.6 Hz, 4H ),
2.44 (t,J=6.6 Hz, 4H ), 1.5(br, 1H). "C NMR(CDCl; )6 118.4, 44.4,18.8.
IR(F K%, cm™') 3330 (s), 2920(s), 2850 (s), 2240(s), 1440 (s), 1415
(s), 1360 (m), 1130(s), 750 (br).
bN-FER(2-f2%) m

PLARHEHE 50.0g ( 0.406mol ) #4 (2 - A ZA) B, 51.45¢
( 0.406mol ) & & ¥, 1.0g ( 6.7mmol ) # 44, 22.05¢g
(10.208mol ) &8 B4 A= 150m] 4§ T AT e R4, HARAT i w
AShEr. R AZ R ERAW. AT ( 3x50ml ) AR K. A
AR R ARG AR, Rt A0t NapS,05 Kk ( 2x20ml ) Fo4i
Ao NaCl Kig ik ( 2x50ml ) #4554 4% £ 100ml CH,Cl, ¥ #9355 %
A CHyCly ( 3x30ml )EIRA 64K E. B MgSO, F 4 # 45 CH,Cl,
ok, LRAAREALRE. £ATT ( 0.5mm ) ZHf4ein,
#$%]704g (89 %) ZF & HmK~ %, 'HNMR ( CDCI/TMS ) §

7.34 (m, 5 H), 3.70 {s, 2 E), 2.88 (t, J =6.8 Ez, 4 H),

2.44 (t, J =6.8 Hz, 4 H). 3C NMR (CDCl,) & 137.5, 1.28.3,

127.4, 118.4, 57.7, 49.1, 16.4. IR (&R, cm?) 3070 (w),

3050 (m), 3020 (s), 2930 (s), 2830 (s), 2240 (s), 1595

(m), 1575 (w), 1485 (s), 1445 (s), 1415 (s), 1360 (br),

1250 (br), 1125 (s8), 1070 (s), 1020 (s), S60 (s), 730

(s}, 650 (s}).
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¢ N-FEAR (3 -KLFH) &

#433g ( 0.203mol )&y N - F A (2 - REZL B, 78
SO%PBL P 4R K & ik & A2 90ml 1.4M #) NaOH £ 95 % B b 65 75 3%
RERADEMREE ¥ ST R 48 B, R LA S B 80ml 95
% L BE %, Mg sk A RS HeiE k. B Na,SO;, FB & 24 ik
100ml Sobe/f 45 ( L1, viv) 895k, SRFMAREL RS, A4
2 (05Smm)T B EEMNEA, FHERKG =403 (90%),
'HNMR ( CDCLy/TMS ) & 7.31 (m,5H) ,352 (s,2H) ,

2.70 ‘(t:, J =6.8 Hz, 4 H), 2.45 (t, J =6.8 Hz, 4 H), 1.860
(quint., J =6.8 Hz, 4 H), 1.26 (s, 4 H). ¥C NMR {CDC1,)
5 139.5, 128.3, 127.7, 126.3, 58.3, 50.9, 40.0, 30.6. IR
(%, cm?) 3360 (br), 3270 (br), 3070 (w), 3050 (w),
3020 (m), 2920 (br. s), 2850 (s), 2800 (s), 1600 (s},
1485 (s), 1450 (s), 1360 (m), 1110 (br), 1070 (m), 1020

(m}) 730 (m), 690 (m).

dN-FEM(3 - PERBELARL) & (4% 2)
¥t P KA B A ( 20g, 105mmol ) & 50ml CH,Cl, #5 7% & 2 2

D EE e B B ARG N - FEAR 3 - A/LE) B ( 11.07g,
50mmol ) A= NaOH ( 4.4g, 110mmol ) /& 30ml KEGE®ER P, H 4
BHHE LIEE, SBANE, BEREGLKEE, A MSO,
TR, ARSEARE. 2RAEHABRFSHARY. AF LA
EFTHREAAGHEEMNR & ( 251g, 95%) A28 — ¥ sk
i A. 'HNMR ( CDCl;/TMS ) & 7.70 ( d,J=82Hz 4

H, TsE®®), 7.28 (d, J = 8.2 Hz, 4 E, TsH*S), 7.24 (m, 5 H,

Ph), 5.80 (br, 2 K, NH, 3.43 (s, 2H, PhCH,), 2.92 (t, J =

6.2 Hz, 4 H, Ts-NCH,}, 2.45 (m, 4 H, Bn-N-CH,), 2.42 (s, 6

H, TsCH;), 1.64 (quint., J = 6.3 Hz, 4 H, NCH,CH,) . uC

NMR (CDC1l,) & 143.1, 136.9, 129.6,. 129.0, 128.4, 127.3,

127.0, 58.6, 51.8, 42.2, 25.9, 21.4. IR (&8 cm)

3280, 3050, 3020, 2940, 2850, 2810, 1595, 1490, 1450,

1320, 1150, 1085, 810, 730, 690, 660.
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BATHZHGREEHI -FA-3 BFL- 1,5 - = (P
BAE) - 1,59 - ZR&K+Z5 (CADA ) (fubsml) .

e 9 - FE-3-BFE- 1,5 - = (FTEsBA) - 1,59 - =54
F+ =k ( CADA ) (4edd 1)

EBRAT, HAH (3.6g 144mmol, 15 54 Sk k)
MERAEdH F R, N - FAR (3 - PEGSRASL) B ( 265g,
50mmol ) & 500ml DMF 65 % . %A 44244 80 - 100 CTF 1 /s
W, REBRATEABR L SANLEEARAIGE, BESFMES
AN 26 ZH B ARRM T . B A S00ml DMF vA# 4% #4564 . A
100 CTHHFERRAMNAEIHEZLIDEHAAS - & -2 - 7L - 1
- &M ( 6.25g, 50mmol ) £ S0ml DMF 4 B — 1535 3% . TR A
TR T A 100 CHBEH 1200, EAAKEAREREZE LA LD
BN, AR ER AW E 150ml CHCL 6935 5%, A MgSO, F1&, 4/
REEK R, ARG EENTSER MRROKTEYERE O
e VAL B & F 5. Mk Lk, #eWB R LE, B
HEXRBEHNLFR, AT TRABHOHAMARAG/LEE S
dn, Fa&RB kK CADA (162,55 % ), mpl156 - 158 C. '"H NMR

(cpcl,/TMS) & 7.66 (4, J = 8 Hz, 4 H, TsH?*S§), 7.31 (d, J =
8 Hz, 4 B, TsE*®), 7.20 {m, 5 E, Ph), 5.23 (s, 2 H,
C=CH,), 3.84 (s, 4 H, HKHKe), 3.39 (s, 2 H, PhCH,), 3.12
(¢, J =6.8 Hz, 4 H, Ts-NCH,), 2.44 (s, 6 H, TsCH,), 2.36
(¢, J =6 Hz, 4 H, Bn-N-CH,;), 1.63 (quint., J = 6 Hz, 4 H,
NCH,CH,) . B¢ NMR (CDC1l,) & 143.4, 139.3, 138.3, 135.5,
12%8.7, 128.7, 128.%1, 127.2, 126.9, 116.2, 59.0, 51.0,
45.5, 44.0, 24.4, 21.5. IR (&, cm) 3020, 2940, 2920,
2850, 2800, 1600, 1490, 1450, 133Q, 1150, 1089Q. 7‘[,%—
4, Bib{f C;H,N,S,0,: C, 64.00; H, 6.76; N, 7.22; 8,
11.02. g4 C, 63.91; H, 6.65; N, 7.13; S, 11.04.

1.B. 1447 210 #= 211 654 %,
210 N-FER( 3-XHEBEALRL) A
211 9-F4-3 -EFE- 1,5 - = (¥E#8L) - 1,59 - =

Il
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Q o} ‘/U\O
@—“ ph‘< : ',s;'P T 4 NaH, DMF Phagr "g~Fh
o)

) [ T
———
Bn Z.B%, NaOH (aq) B Jl\ i

210 211

aN-FERC3 - RFBREARL) B (e 210)

BB EEAMHET, HHEERFERAADY | 60 AR
TN 402g ( 023mol ) #4 X AHBEE, 150ml T8 A 175ml 44 4=
NaCl Rk, Aeftm+PE A 2542 ( 0.12mol ) N - ¥ ( 3 -
B HE) KA 175ml 1.3N NaOH K5k ek, TAARE T2
D EmE, REHEN A RBL AR ERERTS (RE) .
B100ml R HFEBAAMNES A ASEL KRB BERELELS
i, WA RHET 150ml = £ F 42, A 2N HCI K& ( 60ml )#= 60ml
feAe gy NaCl KIFR T ARGk, FR AR 1 . 2 &, Ailhfd
mmmﬂﬁwwaﬂ)%%ﬁmé(ﬁm%)%mﬁ%%imﬁq

FER (XA ARE) Bmae®E 5592 (90%), HasE
i it E65C(Mm)T$ﬁﬂ3dH%ﬂ%\ﬁﬁw,mm%J%

°C. M NMR (DMSO-d¢) & 11.0 (br, 1 H, BaNH), 7.89 (g, 2

1A 1

%%ﬂ¢%=%#%A%ﬂiﬁﬁﬂzstﬁﬂ AEknE, #
N-

.

H, J=5.7 Hz, SO,NH), 7.7% {(d, 4 B, J=7.2 Hz,SO,ArH*S),
7.59(m, 8 H, SO,ArH**%5, BnArH®>S), 7.41 (m, 3 H, BnArH2.%6),
4.23 (4, 2 H, J = 4.2 Hz, PhCHN), 2.93 (m, 4 H,
ArSO,NCH,CH,), 2.74 (m, 4 H, BnNCH,CH,), 1.88 (m, 4 H,
NCH,CH,CH,N) . *3C NMR (DMSO-d,) & 140.3, 132.6, 131.5,
129.8, 129.6, 129.4, 128.9, 126.6, 56.0, 49.4, 40.1,
23.3. IR (KBr, cm} 3242 (br), 3073 (s), 2976 (m), 2855
(m), 2609 (s), 1470 (m), 1446 (s), 1330 (s), 1163 ({(s),
1092 (s), 740 (s), 689 (s). ELHI, ijﬂ:’%ﬁ CpH41 N, 8,0,
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HCl; C, 55.80; H, 5.99; N, 7.81; S, 11.92; Cl, 6.59.
9‘5'}9111{5_: C, 55.47; H, 6.13; N, 7.63; S, 11.63; C1l, 6.92%.

BB AR, B RA REBAT 0 B RJEHR T, R4 6.51g ( 12.1lmmol ) N-
FTEAR ( 3-XRBEARE) wAe, 40ml CH.Cl,, 15ml IN NaOH
Ao A 15ml 48F049 NaCl A& sk, BIARH 30 2405, 454,
A MgSO, TIRAME. EreTFBA, Mt RIR%ER HE—F A
AZTH (04mm, 45 C) 24 /)8, LH#EAE HE N-FER ( 3-%
REBLEARA) B 5962 (198 % ). TLC (AK) Rr=021,11 ( viv)

LB LB T, 'H NMR (CDC1,/TMS) & 7.82 (d, 4 H, J = 7
Hz,S0,AxH*¢), 7.51 (m, 6 H, SO,ArH**5), 7.22 (m, 3 H,
BnArH**f), 7.16 (m, 2 H, BnArE*®), 5.9 (br, 2 H, SO,NH),
3.40 (s, 2 H, PhCH,N), 2.92 (t, 4 H, SO,NCH,CH,), 2.38 (t,
4 H, BnCH,CH,), 1.62 (guint, 4 H, NCH,CH,CH,N). ** C NMR
(CDC1l;) & 139.9, 138.2, 132.4, 129.0, 128.4, 127.2, 126.9,
58.7, 51.8, 42.2, 26.1. IR (Nacl A, cmt) 3277 (br),
3061 (w), 1446 (s), 1325 (s), 1160 (s), 1093 (s).

b9 - FAh-3-2FHE- 1,5 - = (F&EBE) - 1,59 - =R 4w
+ =k (i 211 )

EEABRARBASKA Y S00ml ZH A RERT, £ERAT
AT ( 3x15ml ) ik EAL4 A5 b ( 0.55g NaH, 23mmol ) ¥ 44 60
% ( wiw ) 28Kk 092g. HHFHTEE WA 5782 ( 11.5mmol ) # N-
FRM O 3-Rasb AR HA) B 220ml DMF $ 635k, Ao R T4
HEFEFER, B2 10/ 6E 2% 1.44g ( 11.5mmol ) 3 - &
-2 -RFEA- 1 BHEESMIDMF Fe9iEk, TRATHEAETEHR
24 ) BF, B KSR AR EFRER, K ( 3x30ml )Foth =65 NaCl
AE R ( 2x30ml ) 2Rk # 444 SOml CHCL 895 m & F 18
( MgSOs ) . HERTBA, A ELREIELRL LIH L E DK T
S, HARMIE T 100ml LUV LB LB/ TP i it — B 16g st £.48
ko (B 1, 80-200 B ) #Hiti&, B4R S0ml 11 7.8 L8/ Sk,
AEZTRESFHERE, F9-FE-3-BFE- 1,5 - = (X558
A - 1,59 - ZREXRT X493z (77 % ) A0 AR, ik

I3
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1oy 8 3.

h# . A 10ml 2N HCI Kk A= 10ml 484 NaCl Ak #4401 = 2
& 30ml CHCly F 6925 i& 30 48, 5 BEAME, FAiafe) NaCl Kk
20ml #uik, BRARBEALZRS, K4 hEa d B3 Lomss
B, AERMANCBRIEAEFLER, S ETERE, AL
HREWE|-25C B, B RGEEIR. LTRSS E KA
7 AR B CEE TBs T E A, FF4ALA4D 211 3.03g( 45% ) (hple),
m. p. 135-136 C. — 4 # & T 78 C(0.3mm ) FI 24 Jifist 7,5 547,

lH NMR (DMSO-d;) & 11.6 (br, 1 H, BnNE), 7.79 (d, J = 7.8
Hz, 4 H, SO,ArH?®), 7.68 (m, 8 H, SO,ArH*%S5 BnHS), 7.43
(m, 3 H, BnB**¢), 5.37 (s, 2 H, C=CH;), 4.30 (d, 2 H,
PhCH,N), 3.69 (s, 4 H, &4, 3.09 (m, 8 H,
SO,NCH,CH,CH,NBn), 1.95 (m, 4 H, NCH,CH,CH,N). ?C NMR
(cDCl,) & 141.5, 136.9, 133.4, 131.1, 130.4, 129.7, 129.4,
128.8, 127.3, 118.8, 57.1, 51.8, 48.2, 46.3, 20.2. IR
(KBr, cm'l) 3060 {(w), 2928 (w), 2873 (w), 2445 (br), 1447
(s), 1335 (s), 1163 (s}, 1090 (m), 931 (m),' 737 (s}, 696
(m). UV (CH,OH): A . (loge), 224 (4.2). FABMS: m/z 554
(M + B, 100). s E4#H, BiklL C,H,N,S,0, HCl: C, 55.02;
H, 6.15; N, 7.12; S, 10.86; Cl, 6.01. <EM4a: C, 59.39;

H, 6.28; N, 7.21; S, 11.34%

LC fe&4 214, 003 F=2 004 454 m%,
214 N-¥£ - N-[3- (N-2 -®3- 2 - Bk - TEEEEL
A)RE]I-N- (3 -FEBBRALAAL) BrB -84
003 N-F£®[3 - (N-2 -9k 2 -Aa%APEa8aL)HL]
e BB — A3
004 N-FHE®3 - (N- 2 - AHAPEHASEL) A mm—5
& 094 R A4 F Br

14
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| l

1) NaH, DMF, k&

T Ts Ts<N — 15
Q.f . (’quj H1504
i 2) H,SO, £ LB T Bn
N-FER(3-FE N-F F X [3-(N-2- & 5 &
120 TP N3 YHRBAL)F XK
AR T4 5
004
1) NaH, DMF,r&\ 2) H8O, ez &
s
T \_g

T (L -~ Ts T&N - Ts
| WSO, + (/N\NJ HsSO,
| i

Bn Bn
214 003
N-F 2 -N-[3-(N'-2-9 %-2- N-F H R [3-(N'-2- 9 4 -
AWA-FERBRARL)HL]- 2-F M - R A B A )R ]
N-3-F X B RAERE) B ek =5 &
B HEE 5 B

aN-FEMB - (N-2-AHAFERHKBRALRRX AR 88
( ft5-4 004 )

EEAHRATRE, BE+, ARZFPRAAH 250ml 6§ =5 H
JEHP, ¥ 432mg ( 0.79mmol ) N-FHAM (3 - PRBZBEALR
OB AL44 2 ) 25ml LKk DMF # 4% m%| 125mg 60% ( w/w )
FAAOK ( 3x15ml ) st ey S 44 F 4w ( 75Smg NaH,
1.88mmol ) . FE B THIERAH | 8, E &M 030ml
( 3.68mmol ) 493 - R AWK L 40ml £K DMF $6555%., TREMm
B, ERARATHEEBRY VI, AEZLRAEREY, AEFR

15
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BRALERE MK TR 05g (100 % ). #Fa& 202mg 7~ %
A 7 g GF A8 (1000pum)47 4| &M TLC, ALK ¥ 65 40 % EtOAc 4 &
TR, FREFMH &M 166mg ( 82 %) . 'H-NMR (CDCl;) &

7.66 (d, J = 8.1 Hz, 4H, TsE>®), 7.27 (d, 4H, TsH}5), 7.24
(m, SH, PhH), S5.61 (ddt, 2H, HC=CH,), 5.11 (ddd, 4H,
CH,C=CHCH;), 3.76 (d, J =6.3 Hz, 2H, NCH,CH=CH,), 3.44 (s,
2H, PhCH;), 3.09 (dd, 4H, TsSNCH,CH), 2.40 (s, &H,
NSC,PhCH;), 2.35 (t, J = 6.9 Hz, 4H, BnNCE,), 1.66
(quintet, J = 7.2 Hz, 4H, NCH,CH,CH,). uC-NMR (cbcl,) &
142.95, 139.36, 136.94, 133.27, 129.52, 128.65, 128.01,
127.00, 126.72, 118.43, 58.3, 51.03, 50.70, 45.82, 25.98,
21.34. FT-IR (NaCl A, cm’t) : 3064, 3027, 2924, 2802,
1520, 1643, 1598, 1494, 1453, 1418, 1337, 1159, 1091,

1020, 928, 815, 736, 700, 660.

144 004 : A% 4t g 5 & 4% ( 84mg, 0.138mmol ) EFa# P, H4£ 0
C T AIA B, B4 i@ 0.43M HySO, £ 28 ( 0.32ml ) dagibix
&, BLAZALB,BEREGOERR, RALBALRFAT TR #
94mg ( 96 % M43 0.04, 'H-NMR (CDCl3)57.66(d,J = 8.1 Hz, 4H,

TsH%), 7.27-7.42, (m, SH, PhH), 7.30 (d, 8.1Hz, 4H,

TsH**), 5.50 (ddd, 2H, HC=CH,), 5.19 (dd, J = 16.8 Hz, 2H,

trans-HC=CH,), 5.16 (dd, J = 9.9 Hz, 2H, cis HC=CH,), 4.32

(s, 2H, PhCH,) 3.72 (d, J = 6.6 Hz, 4H, NCH,CH=CH,), 3.13

(m, 8H, BnCH,CH,), 2.41 (s, 4H, TsNCHE,CH,), 2.16 (s, 4H,

NCH,CH,CH,) . UV (MeCH) :s(*max}) 24,000 (232). FABMS: m/z

610 (MH*, 100).

b N -FER3 - (N-2-FK-2 - AHLAPEH#EBRAL) RL]
BB — 2 M (/44003 ) e N -FA-N-[3- (N-2-F%
-2 - AHATEHEBRAEL)RKE] N - (3 - PREBREEAL B
s A (s 214)

16
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gl SOml K DMF, 1.14g ( 2.15mmol ) N - F kA ( 3 - &
FEEBALRE) BERALAATEK ( 2x10ml ) %4 92mg 60% ( w/w )
A4 & 4 ( 55mg NaH, 2.30mmol ) $) & 655k, 4 2 ) B A F|
B 290mg ( 3.23mmol ) 3 - £ - 2 - FE AL 20ml LK DMF &
H(0C)EARY. EARTHERAY TEREMM 2200, REALE
Ak, BRAEATPRSE, 2149 28R40, €& F CHCL ®f
RRXEEN 4B, 8 230 - 400 B 5#4x ( Merck ) TP
8 45 - 50 % EtOAc AR FA. A TLC £ ik £ o535 bk, A
T F 49 50 % EtOAc A B A . & & Bl 3H 3 21044 003 # 5
W, AFXE&m, 234mg (19 %), 'H-NMR(CDCl;)8765 (d, J

= 8.1 Hz, 4H, TsH®®), 7.26 (d, J = 7.8 Hz, 4H, TsH?S),
7.22 (m, SH, PhH), 4.84 (d, J = 5.1 Hz, 4H, CH,=CHCH,),
3.63 (s, 4H, NCH,CH=CH,), 3.38 (s, 2H, PhCH;), 3.04 (dd, J
- 7.8 Hz, 4H, TsNCH,CH,) 2.40 (s, 6H, NSO,PhCH,), 2.26 (t,
J = 6.6 Hz, 4H, BnNCH;), 1.70 (s, 3H, CH,-CH=CH,), 1.60
(quintet, J = 7.8 Hz, 4H, NCH,CH,CH,). ¥C-NMR (CDCl,) &
142.97, 140.94, 139.98, 136.98, 129.54, 128.70, 128.07,
127.10, 126.78, 114.22, 58.14, 54.77, 51.14, 46.50,
25.79, 21440, 19.75. FT-IR (NacCl }}h cm't) : 3028,
2944, 1813, 1658, 1538, 1494, 1454, 1336, 1160, 1005,
918, 817, €99, 655. AL E4M, HEiE C,,H,,N,0,8,: C, 65.90;

H, 7.43; N, 6.59; S, 10.05%. LM{a: C, 65.81; H, 7.31;

N, 6.59: S, 10.14%. # EFF MO F BB E 214, B &4,
422mg (35%), 'H-NMR ( CDCl5) 8 7.67 ( d, J=8.3Hz, 4H, TsH*® ) ,
7.5 ( m,9H, PhH, TsH ) ,6.10 ( brs, 1H, TsNH ) ,4.87 ( s, 2H,

CH,=CMeCH,), 3.64 (s, 4H, NCH,CH=CH,), 3.42 {s, 2H, PhCH,) ,
3.06 {dd, 2H, TsRNCH,CH,), 2.94 (br dd, 2H, NHTsCH,), 2.42

(s, 6H, NSO,PhCH,), 2.39 (t, 2H, BnNCH,CH,CH,NRTs), 2.33
(t, 2H, (BnNCH,CH,CH,NHTs), 1.69 (s, 3H, CH,-CH=CH,), 1.69
( AEY, 2H, TsRNCH,CE,CH,), 1.58 ( AEH 21,

17



TSHNCH,CH,CH,) . '*C-NMR (CDCl,) & 143.15, 141.00, 138.61,
129.66, 129.56, 128.98, 128.43, 127.22, 127.07, 114.47,

58.68, 54.96, 52.55, 51.25, 46.61, 42.79%, 25.76, 21.44,

15.18.

et 214 0 F 0 CF A AUHEH 440 04 5 B 4% ( 366mg,
0.627mmol ) £ 40ml Z8 F85:8:%, B8 iEim 0.18M H,S0, /£ 7. 8
(20ml) faghbigik. AR BRITGGE EHA, Rl LBk %,
A= TFRBAE S 410mg (96 % )b44 214, 'H-NMR ( CDCls ) 8§7.76

(d, J = 8.4 Hz, 2H, TsH*S), 7.65 (d, J = 8.4 Hz, 2H,
TsE*f), 7.39-7.48 (m, S5H, PhH), 7.28(d, J = 8.3 Hz, 2H,
TsE»®), 7.24 (d, J = 7.8 Hz, 2H, TsH*S), 6.49 (br s, 2H,
TsNE, HSO.), 4.80 (dd, 2H, CH,=CMeCH,), 4.28 (dd, 2H,
TSRNCH,CH;) , 3.52 (dd, 2H, PhCH,), 3.21 {br d4dd, 2,
TsHNCH,CH,) , 3.01 (br dt, 6H, NCH,CE=CH,), 2.39 (t, 3,
NSO,PhCH;) , 2.34 (s, 3H, NSO,PhCH,), 2.08 ¢ A FH 4H,
NCH,CH,CH,N) , 1.54 (s, 3H, CH,-CH=CH,). 3C-NMR (CDCl,) &
143.57, 142.97, 140.06, 137.12, 135.79, 131.42, 130.03,
125.81, 129.68, 129.39, 128.11, 127.332, 127.15, 115.56,
57.042, 55.55, 51.122, 49.96, 45.80, 40.16, 24.08, 23.24,

21.41, 21.38, 19.79. UV(MeOH):s(*max) 24,000 (232)

c. {a4003: T 0 CT A ALY E B ( 210mg, 0.329mmol )
B 15ml ZEE PR, BB S iE v 0.43M HoSO, £ 28 ( 0.76ml )
T LR, RAZTES BRKOGEBK, AbTrkEk A5 TR
% 238mg (98 % 4445 003. 'H-NMR ( CDCL; )87.68 ( d, J=7.8

Hz, 4H, TsB?>$), 7.53 (br d, J = 4.2 Hz, 2H, PhH), 7.43

(d, J = 3.3 Hz, 3H, PhH), 7.30 (d, J = 7.8 Hz, 4K,

TsH*S), 4.86 (d, J = 4.2 Hz, 4H), 4.28 (s, 2H, PhCH,),

3.58 (s, 4H, NCH,CH=CH,), 3.09 (m, 8H, TsNCH,CH;), 2.40 (s,

18
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64, NSO,PhCH,), 2.13 (quintet, 4H, NCH,CH,CH,), 1.61 (s,
3H, CH,-CH=CH,). C-NMR (CDCl,) & 142.97, 140.94, 139.98,
136.98, 129.54, 128.70, 128.07, 127.10, 126.78, 114.22,
58.14, 54.77, 51.14, 46.50, 25.79, 21.40, 19.75.

UV (MeOH) :s (Mmax) 23,000 (232), &4, #ib{d

C,cH,,N;0,S, H,S0,: C, 57.12; H, 6.71; N, 5.71; S, 13.07%.
Lm|4{k: C, 57.97; H, 6.90; N, 5.77; S, 12.45%. FABMS: m/z

638 (MH*, 100).

I 1440 12,13, 14,15, 16, 17 654
12 3-2FE- 1,5 Z(FFRHHL) - 159 - Z8&5+=R,
1359 - (FX&BE) - 7-5F4- 1,59 - = R E0K[5,5,
014 =%,
14 5,9 - (FRHE®BA) - 13 -8%- 1,59 - ZH L =Z3K[5,5
1Y 1w,
15 9 - FR-3-FWHk- 1,5 - (FEHBHL) - 1,59 - =45
ZI+ 2k,
16 9-FH-3-8FE- 1,5 - (FEBBE) - 1,59 - =&
KE+ I, Ao
17 3-8F4&- 1,5 - (PR#HRL) - 15,9 - Z 8 L%+

r

AT TRERE 2 T,
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B R 25, 2

A\ o H‘\’ T O
1) Hg(CAC) Ts
T Ts C)AO* T Ts E 3 W
l 2) NaBBH, &Vﬂp)
' H

an NaCH, M0
1 (CADA)

12
l—* T Ts

1) RBH, MCPEA

o

14
) g | fq |
' DM paCc -
| ] i

Bn Bn H
15 18 17

13

a. a1 (CADA) ¢9F¥AdidH 8 Fo - AT A B ( ACE-Cl)
B R g M, #libr (adm 12) .

b @il ZMARBH#TLEY 12 95FAALRNL, M2 HAFE0
R, RERGBETLREAME, BERIRE3 (53%) .,

c. Mig) - ALK FE AL S 12, LB FTLE 14 (20%), 8
KL R LR AR, B kT IR B ALER SR 4k,

d HEFSOFTRLERAZELIR1,1,2 - =FEHL ( thexyl ) M
Had | @ MEMR B#RITH, ARkt RAEsEE, 255
15 .

e WITREW IS5 X EBIwENMRE LM ER G L0 16, i3
A AH 16 EPBf S4ER I F R 417,

L 144 18,19, 21,22, 23,24, Fa 26 #4545
18 N,N-R (3 - FEHBRILRLE) FEE5 K,
19 1,59 - = (PR#BA) - 15,9 - ZRAK+T R,

20
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21 11 - ®2FE- 1,59 - ZRERRK[T,3,3]+ 585K,
22 3 -BFH- 1,59 - = (PEasEL) -

23 3 -f#Z@h- 1,59 -
24 3 -HFH- 1,59 -

N
A,

=2
= (

VR A mA) -
WARRBIL) -

26 1,59 - Z g M9, 1, 1]+ =%

MR TR A3 &,

21

1,5,9 - =
1,59 - =
1,5,9 - =



Bl ¥ 4, 3

MQ/\N/\ZDN
|
H
ENTs
|
Ts
18
1) NaH 2)
DMF l
|
Ts

TshNH

10
15
20

25

- R

30
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a. B FERBNN - R (3 -FLAHE) & (FLTWE) 44
Z P KA BB ({4 18 ) |

b MA B WEABRKEIRL 18 6 — M, %d ks 19
( 50%),

c. @iLH] 98 % A 100 CHE, KIS 19 BLP Rt 2 1,
59  ZREXKT 20 (60 %),

d KIR=ZH20 ZHLTHFN, RELIUAKRFLKES, DA
1965 ECRFET0 %,

e. WEHM2053 - m- 2 -BFL - | - AHBAGELLE WK
21, d&H60% - 70 %,

£ oMt 22 (59 %) @A 3 -R- 2 - KIE- 1 - B#sT
Richman-Atkins 2:4t 18 & 4] & 65.

g HEARIGEMY HEE 22 44,

Wi AT B AL F kTS 2 (R ERE 1), #MEAL
FAALS M 22 4585 23, Z B EHALRANY 24, B FEE KT 90
%’WM%ﬁ%ﬂvﬁﬁﬁﬁﬁﬁﬁ% MR & g R A T AR AT

e, FEEY 2. Kb h R F AEmir R, KBTe
A IRAL, BAFE] SO % R AR TR 26 Fn b SH Kk =4 ( 27 ),

BREHE (1 -3) $PHAGHAEMY TRXEF 2L F 2
BB, RIFSTRELD AL, X3 2 5] P ag — BB )l 548 0 33k 3
Kb, BEFSHEATIRASLGABE, LAHETHAY 1 fo
209 E, UBMBR K MAEIE S TR K g4y,

IV fbad a1, 42, 43, 44, 45 F0 46 94 4%

AR R R G Z R % LB s fag £
41 9-FK -3 -8- 1,5 - (PE#BRE) - 1,59 - =8 %
+ =k
42 9 -FR-3-FH- 1,5 = (PEEBEL) - 1,59 -
57 Ny ey
43 9 -FR-3-BFE- 1,5 - (FEHHBE) - 1,59 - =&
AE+ W - 9 - A4 |
4 9 -BE-3-BFE- L5 - (FEHBE) - 1,59- 28

%
N

R 2

ﬁh

23
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45 9 " RE-3-BFHE- 1,5 = (FHEBBA) - 1,59 - =&
E 7 g
46 9 -BA-3-BFR- 1,5 - = (PEHBRE) - 1,59 - =&
LI+ IR IR E AL
TTREESR 4 F,

B 4%, 4

e e
GO —Co—Co—C

Bn Bn
41 1(CADA) 12 44

CH

o T o
SERSIR LIS

43 45 45

et 41 £ 46 5 CADA £ %48%, SR A miBREMHF 0
A S TR, MIGH R NGALF A0 09 3,5 K b Al B 4
RE—&&af wHIVHREEG, %48 33% 54 DNA @i S
#HAWEHSO, NRSEF, mALTiHELY.

e al, 42443 ZRTE-FPELRLR | m41&8. M
4 AL AEFTHT LEM -HCL, M2 FREE RS LT mHH 4
6. IR BLENENTRF 42, HELERH C it ins
RREAALET SR GFRG LM, KB BT AERA 24
5 1 AR 69480, @Ay R bt S Mg aainm,

B 41 Tk A K (oM B BRAN4E E6g) BATRA-BELS. Al L
HAMEETE T4 &5 N-Biudh 43, BiLome Raks ks
LHCI AR, F&A FARRFAERTH (1ol H) st4ANELT

24
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TE W12, RN EGHRBAEBE2HE, 2—F520 1 49K
IR 44-46 09 F ik, AR REMARHBMA I (R=H,
AR F ) BARFEURBZEEAT b MG EL, Wi & B
TOHORTRAERARER, B2 12REKEL (R-FHR R, pB-
LA, FRE, F) VAJE LK B e B 45 B b 64 o8 18) 45 FRL A AR 64 S
TAHEX 45 9 — ZF1 s, AP R A—-$HRMRAL ( OH,
NO;, SOsH, COH, NH,#% NMe, ) t9¥F %, amsy, RE,
A m-CPBA it #185 47 4] A ZREAL 44 40 46, VUK hudg b Fo 5 25 91
15 B 5t F AUt L 0 BB
54 43 646 Pde T BT 7

30%H,0,, 282

3,
J\ i BREL S AP R,
Ts. T3

LD — Cﬁ

Bn

9 - FE-3-BFHE- 1,5 — (PEBBL) - 1,59 - =&
-9 N-&4dh - K+=% ( ARB95-212 ) (fbiody43 ) .

Hy0p . f£— 250mL 69 B R BAL P, A 100mL 28 F 30 %65 30
% HyO ## 3.00 £ ( 5.2mmol ) # CADA. AeAB Ak, 2%A
REFMiSm#ERFR, S MG, BENERKE LA, HAnk
HEORE. AWM S0mL 6 CHCL; 40 30mL 64 KA, 4 8t ia 54
BRAEH. SBEAIE, RK (2 x 25mL ) FA 25mL 844 f= NaCl
Bk s Rk, TR (MgSOs) . SEFEA, KB RREIDH GIEIR
. RAPHAMALE (FHE1,60-325 8 ) € H4EH, B CHCL M2 & A
20:1 Cwiv) R4y TEERBAL-E4 43 ATt —F thib, R4 =4
W RBLR AR G E AR, M AEATE, B 144 £ (47 %) (kA
W43, Aa& Bk, k5.5 129-130 C,

LA S A%, Hd 250 & ( 429mmol ) 5 CADA, 1.25
5o ( 14.8mmol ) &9 B &4, 2.71 £ ( 44mmol ) #4 it 58 £.47 4]
Fl,  25mL &g K Fe 75mL 64 Z B2 643044 B B ) S AR B 5 A (i
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) R 4550 C 24 e, AFHETRE, HEREEAEA 40mL 2,
ﬁ%%(ﬁﬁmcmm%%@%%x%iﬁﬁﬁﬁmﬁcmm)o%ﬁ
%%%Lﬁﬁﬁ%%ﬁ%%%ﬂﬁﬁﬁmh@xu+ﬁ,ﬁ%%%%ﬁ
%,%%ﬁﬁﬁLmﬁJ46%)%%%%43(Tnmm),%ﬂ&%u
ﬁﬁﬁﬁf%m?ﬁi%%ﬁﬁfﬂﬁ%ﬁﬂﬁimﬁmﬁﬁwﬁOﬁ
RS, HQERKR. A TFAEIMEHSE 40T ( 0.2mm )
+ﬁ4¢quﬂ(im%):miomgauwwiﬁzaﬁw

'H NMR (CDC1,/TMS) & 7.65 (m, 2 H, BnArH®S), 7.62 (d, J =
6.1 Hz, 4 H, TsB**), 7.40 (m, 3 H, BnArH2%5),6 7. 32 (@, gd
= 8.1 Hz, 4 H, TsBE*®), 5.33 (s, 2 H, C=CH;), 4.29 (s, 2 H,
PhCH,), 3.70 (s, 4 H, allylic), 3.45 (t, 4 H, Bn-N(0O) -
CH;), 3.10 (t, 4 H, Ts-NCH,), 2.45 (s, 6 H, TsCH;), 2.10
(m, 4 H, NCH,CH,). »C NMR (CDCl,) & 144.0, 141.7, 133.7,
132.4, 130.0, 1259.8, 129.3, 128.3, 127.5, 118.8, 71.9,
61.2, 52.7, 48.8, 22.0, 21.5. IR (KBr, cm) 3063 (w),
3032 (w), 2951 (w), 2925 (w), 2867 (w), 1598 (w), 1458
(m), 1339 ({s), 1162 (s), 1090 (m), 1034 (w). UV (CH,0H) :
Amay (loge), 230 (4,4). FABMS: m/z 598 (M + H*, 41). TES
#r, Bib{d CuHy,N;S,0: C,62.29; H, 6.58; N, 7.03; 8, 10.73.
FME: C, 61.92; H, 6,53; N, 7.24: S, 10.97%.

IX &4 211 644 A%,
ot 44 8 —NEMHZLSH 213, 9 - (ZEAZER) - 3
CEWE- LS - (FESHL) - 1,59 - R LTt t
a4 213 454 B4 T

Ts..* Ts csj\o’\ Ts*;q(“\ TS

N -
_—— !
C/‘ CICHaCH,C! ‘\g\ 213

1 .
Bn Q” "CEt

26
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O - (ZREAEE) 3 -2¥HE- 1,5 - (PEHEBL) - 1.5
9 - ZRERT I (A 213 ) . ABH TRt 250mL H A
. A 65SmL #Z&EMey ( POs ) 1,2 - —RLKAB 820 £
( 14.Immol ) &5 CADA . % BEA#I#kE, H—hA oo Ginbg
i, REBENRAKRE, AEHEMALTHZE ( 1.70mL:
17.8mmol ) JFaw# R A 5 B, f2 40 CAHRIB T Rist %% Bt
HM. R 60mL 823 (viv) ZERLE: TREBHESHRELY, &
FEEZRTEBIBELAR— G E K. TEMEK, #8 3x30mL 23
(viv) LB LBs: TR %k, 15 6.63 £,(83%)1LAd 213, B &
125 =126 C (£ 78°C 0.9mm F# 19 1862 5), TLC (&) R.=
0.24, T (viv) LR L8 T, 'H-NMR(CDCI/TMS) 5 7.68(d, J=8.3 Hz,

4 H, SCArE*®), 7.33 (d,J = 8.3 Hz, 4 H, SO,ArE>S), 5.21

(s,2 H, C=CH,), 4.07 (quart., J = 7 Hz, 2 H, CO,CH,CH,),
3.85 (s, 4 H, allylic), 3.33 (t, J = 6.4 Hz, 4 H,
EtO,CNCE;), 3.11 (m, 4 H, SO,NCEH,), 2.44 (s, 6 H, PhCH,),
1.85 (m, 4 H, NCH,CH,CH,N), 1.21 (¢, J = 7 Hz, 3 H,
CO,CH,CH,) . ™C NMR (CDCl,) & 157.0, 143.6, 139.4, 135.7,
129.8, 127.2, 116.9, 61.2, 51.4, 45.5, 45.2, 28.0, 21.4,
14.7 IR (KBr, cm’') 29390 (w), 2990 (w), 2948 {(w), 1688
(s}, 1598 (w), 1485 (m), 1424 (m), 1343 (s}, 1230 (s), ‘
1154 (s), 1093 (s), 1027 (m), 903 (m), 818 (m), 788 {(m).
FABMS: m/z 564 (M+H*, 100). L E4#, ®it{f CpHyN,S,0, ¢
C, 57.53; H, 6.62; N, 7.45; S, 11.37. SRMa: ¢, 57.36;
H, 6.54; N, 7.73; S, 11.74%.

V. dbaam 50, 51, 52, #0353 894%
EE RIS AX R, Xibsd i
50 9 - FH-1-FRA-3-EFE- 1,59 - ZRLER+E
51 9-FR-1-98K -3 RPLE-5- FEZHSHL- 1,59 -
ZREAR M

27



10

15

20

25

30

52 9-FE-3-BFE- 1 - PESESE- 1,59 - = flmto
5

33 Bl 9 - FER-3-LFHE- | -#A -5 - PEHEsL- 1,59
CEIRERT R

w

(""z“)/d%l"’z)a

X

Y
gﬂ EWI
H2C)e | Ho)p

Z
29

TELSHE 12 LRAGZARBRT EEZARAGRAL ( X Y,
Z)O%ﬁﬁﬂ%%T*%ﬂ%&ﬂ,%ﬁ%?ﬁ#%,ﬁﬁ%%ﬁﬁ1,
59 - ZRAF+T K. FEAKRI -BFHE- 1,59 - =R Axm+ =
Fo(27), ETHARKLE 3M 25K HCl @z 5785, 4 DMF —
VTEGEHEL TR R, VGRS 47, B ERES Fa, MALTe
%E%%£%§A9Li%£)ni%ﬁﬁﬁ%ﬁiﬁm,%ééﬂ%
AR 48 g,

B, S

A O O Qe
Q\bmmmm@_@.ﬁj @\"j

H én

reg & « 48 49

T & Y T l/ﬂ\ T CHDO H\Aw CHO
NaoOM TsCl!
H0 N
- én )

8n
53 52 51 5o
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AR BN A T LK 50, €RX 29 89— AR F, L X
= H,Y=CHO #= Z = F . FARBBLAL 50 Forb K BB 5 5 2k 51 o
52. oW S2 R 1 Y ELTRABI A LY, Sk T REEL T
RILFE— S ARG EE, Bk, A Bt & 35 A A UK
(53, Y=3%). #ide, Y-FAEFEBARTHATHRE,
M Y = SRR B R TR RARE SRR, RN
RS EIEX 29, £ P Z -FAFXE Y S8 Hmp
A M@, 4= NH,, OH 3, CO,H o K AE B I H .

VI RBEIZFRADN KR Z Bty & d-9 55 Fo 60

ARE QIR I DA e KA BLAR 7 69 KL P A BB B 4L 1) 4 BB 24

% 6 Fr 7,

B 2% 6
R N T - T et
HaN(CH2)nN(C H2)mNF; Fw N N
O
Cl R R
&35 56

JUFAEATX 5S4 9 e =/ ( m, n=2-6, R=IE 4, T AImL) 2
THEREH G Fe KRG BT E4K, AAKSE TEXLLEHLIK
ik =gk, SBIMBEHRIRLYD (55 a=0RHA 2K 1) .

WA AHRETEL Z kAN, AHEEILELETHASS ( a=2,
m=1, n=1, R=H ) 693K - BReh £dh. @IABes “BH" 7,
ALBMACH TERRSHRRARIILAY, CAELTAN LE T
HAT, AREEHE - HHERE, 556980 £ LR T 09I EMARIZ T
NG THRALE ZARETF, 24 56 (Y =L, L s
BARFTAHBK) . KRB, HAAIGKITABE (55456 ) 1
LR BB ERe e R £ THIE B 2RI 0. 15565492 X,
29 itate KM, FHEATRRAWX, Y, ZER, LPEq—Ay T8
AKBEMGERARE, A9 - 18 sk f BB T 69 3F.
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VII 744 2 3k K 3R £ a4 58, 59, 60, 61,
62, 63 F= 64 # 4 %,
Frédfedf KA MM T TR BBET.

B 4%, 7
,/K ¢ /ﬂ\ /K
% X + @:N—(CHZ)W-NHT s — Ts_;lq X Ts——}\! h{-Ts
o s CHJn O (GHIn CHyq
PrthN PhthN NPhth
58 53
Ts—N  N-Y Ts=N  N-Y YNHR
I R -~ | &
(cl:"b)n ((':H:’)n
H.N PHAN
61 \ 60 Ts=N N-Ts
/ \
 GHdn CHa
_ N NH
Ts '|\[ g' Y Ts—N N-Ts k z
CHyn / \ &3
| (CIJHz)n (Csz)n
z-g Z-N N-Z
R R
62 64

REXMHZBL N - PREBARE - FEEBEITLY (57,
n=2-7), A—AFe51, n-BMEA_KERNG. A2 -KFL- 3 -
Aol -AHR2  B#PR- 38— | - RS ST ahdh, 47, K4
B, FALBERGTRAESS RS9, @i AL E FH0 55 Al Ao
NGNST, TABFALFHey il X SSHPRASFE-_AE £
BE (X)), CHRRF M HERFBE FEARRK, 5560 (Y = R
SOR', & SO,Ar ) . H BBLR4RE = 8t I e fR 37 L5125 1055 61
C T BAC R AR BAL £ £ £ ) 62 . B4 Gabriel A% 5 i T A T
59 (n=2-8 ) ; —Raihe) 254, ESK LR 9 XF, T&
{58 5 57T R4l . FTiTed 2514044 636 st #R 84 Ao R ab AR 6g 1 F4k
R, QEFREATERABRBETRBARLIKAI - 4585,
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VIIL 3L ER4L44h 66, 67 F= 68 4544
71 90 R T 6Y K 38 SURAL A4 34 - 36, deF Hra

w ‘ w w

SV MM

o G0

Z y
34 35

B IAA WG R Fo TN B AT TR 8

31
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—_— H —_ y4 _
}'s
I
X
—i Z ———————
|
y4
&7
———lee e e e
| |
H z
Iy A fﬂ\!
T T
SNH X
—————— ——



10

15

20

25

30

EHE RIS 66 F, xt B T 34, REES MM E MR
BB F AR BLF FF R F AT AL, B54 Richman-Atkins
BRF F ORI TH A& b ki S ey s &, BT
#2665 (n=1 ) AR E, 52 - FFE-3 - 87K -7
-3 - BAKESEARBEREGT AR, ,awew}% 66 ( n=1), K
n=1 - 6 89 A A5 T A4l &, £ 354036 P, H — A 314845 CADA
WANKRT, EHPRORRTTEUERBRARAZ,. 3553645
MNERESHH TR 67 F0 68, CMNARLLRTTRERE S b, fLls
BATHRHALG F/7T CADA (A EBE 1) EFEK, MEL~E
ARG, A6 R £ CADA 9 ¥ &, BRBRARLAZTE. A&
AEAAERT ( 66-68 ), A4 F AL THEAREIR LR
1,

LEey R, do ARl g A R AR R E e, T
A B A7 ik Bde b 8k A B Bl 4e T. ] Richman et al., K % B
1,4,7,10,13,16 - L& FE 2+ A%, & Organic Synthesis, Coll. Vol VI,
Noland, WE., Ed., Wiley, New York, 1988, pp. 652-662; Bradshaw et al. #
% - BRI AE4, Wiley, New York, 1993, chap. [V, & i i& ¢4 & 4 g &
2 B vl A AL,

MM IR B 645, 42, NO, NO,, NH,, OH, SH, OR, SR, COR,
SO:R, SOR, g% /& ( F,CL,Br,1) ,NHR, NR,, HCO, COOH, COOR,
C=N, WA ®%F. (R=1-108a9L) .

IR A E e T X B

%A 1
ik X B dr, ICso ( 50 % Fp4] B R = & 50 % 28 b A bk 64 3 i,
ECso ( F#MARRE) MY 50 % BREMEHAYRE, bt
MmN RREM Tl (EHABFIH) £7, TW ICso /ECsp s Tk
.
SPACK R 69 AL S HEAT T R B VAR L A4 2t HIV 9445 B 69 %
b, %t &M Weislow et al. J. Natl. Cancer Inst. 81:577-586, 1989 &5 vg
Rk, £ formazan 447 & #E 4T
HWHEHERT _FRER ( DMSO ) P ORERENT25%),
REVA LI00 AFF Tk, BDMSOZRAEKRT 1 % orstmig

33
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HAM, Froftddhi DMSO PR BEEAKERFBENE 2 )
10uM . B T KRR E eGLE-4h £ CEM-IW # f8 F 3347 HIV-1. F 37
CTES % —RMUEARFTHE 6 25, A AGWIETEL A D
e XTT HFMEZ 9% F vA 4 & formazan & #4744, SHMET 0K
ML T & B-bESF B 9 R 4w £ -F formazan 69 4 g%,

F3f3 HIV-L ( 6S ) - AZT A 6455 F, X I4i44 CADA
(fba-# 1 M EMH., ICso 454 K F 5.00x10°M; ECs0 3 1.20x10°M: Tls,
( IC/EC ) RF 2.6x10™, |

FoRKETP, RAH—$FTH CADA AW HANEMTE P E
M, ICs KT 6.00 x 10°M; ECso 34 240 x 10°M; # H Tls k F
2.50% 10°,

gz 45) 2

K e ) 1 P PR AT 230 B sheg HIV smd4k. 1644 CADA st
DEAECELEECE ) XL E-F S R &

HIV-1/MT-4 4g 8 % 11IB #

HIV-2/CEM % g %

SIV/MT-4 % fitL %

AZT-#0 HIV-1/MT-2 #= MT-4 a8 %

AZT-# B¢ HIV-1/MT-4 tm g, %

A1T , 3R dF B H R B 4 M ke HIV-1 #%/MT-2 Fe
MT-4 28 j, %

Welo, &k 4 & 69 HIV-1/PBMCs ( #7 &L A 9B fo £ 45 2m il )

B LA G-y 331X 2o 9% &4 &, ECso 4 2uM, ICso K T 30uM #»
Tlso K F 15, iX & BAAL-E-4h F2 OB /R R JE 8 B A LR ) 4F 09 75 M Fe ik, 69
o e Ak

545 3

HATT AR A LSS E AV A4 B8 a4 A, £ HIV &
AR TCETHEVRE IO FTHALFRTFIOTRS, Rmitd
P £ BT R-HIV 254 ( AZT, ddl 2 ddC ) #552 HIV #4i%
38 ( RT ) YEFHHH. 2 —HRKHBER, bicyclams, 94524
ATE#ZARZLHARTOTHENE, ZAZ N TRENKRE. £
© #-HIVs # dovdak 6545 A K04,
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FE R T AW AT FIE A © 4w 6h HIV-1 695542, Lo dp
BT ) B s R R AR RS, A R KT
( ECsp ) LAFEHAAIMMGMmBEN ( ICs) . FHRNBHATLER
B4 T A&

F 1

PE 1 22

A B
PBL/HIV-1Wejo & # ECso(uM)  0.55 0.16 0.65

ICso (uM)  >100 >100 >100
R Bt ATFp24 ‘v
RT %M (rA. dT ) IDso (M) 374
YE A B 1) A B ad A2 LTR/gag #3775 & DNA 4%
T4

OB EM(rpHPLC)  IDso(uM) 40
Mo-Mo/HIV-1 Ba-L &% ECso(uM) 1.5(3 &)

ICso(uM) K F 30(& K1)
AR B (UITNF) & 474

R MEBR AR, £S5l faé’liu‘ﬁiﬁli‘lf
CADA f-f- 3 R #r4) HIV #4663, HIV & G 8. 312 CADA #44 A
FTREXSEROARAM, 2EM-FF R4 5%E0R WD R WKk
89 GR4-,

BRAETZERNSHAOANEZ LR TR TEFAORAGETS
T (HEHFEEREQBERANN) YEBER L LRSS,

= 4

WATT R TFAEH, BRAE, #HFERDAFERMEL, 5
THES %Fad&%mﬁm%ﬁkﬁ*ﬁﬁﬁaﬁﬁ?%%%ﬁk,
PR, KRR aRBERTGEME, NETHAMEARRTH
Y e

AR W e T

1 it S Fk R R PHE ( t1n KT 200 b8) 5F 4 pH
HA0MEARF (4139 D) FoA s d (4,126 BF) 8%,
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2. AL HEITCTETALYE ( 1-2ug/mL =2-3uM ) .

3. dAea e 1:20 64 DMSO A4 5 &K ( pH2.7 ) #4i%d sk b T
WA RSREH 1.2uM 43 4 57 5

4 BRBELBEES2 DA TAENZ oL bk ity

A S

HATT MM & IR AL P LWt AL B a4
CHCMV ), #4858 %% (HSV ), $HMABMEHEE ( RSV) H
#B9% A& ( FLUWSN ) #93ek.

%%%A%ﬁﬁmmk%m)memﬁﬁﬁﬁﬁﬁﬁmA%m
SERWAE 0 T

%2
P 3 ICs,, ug/mL

20HC1 CADA (1) 1eHC1 12eHC1
HCMV 5 >30, >50 PDR 3
HSV 11 10, 30 PDR 1.5
RSV 4 >30, »50 PDR 4

PDR

FLU WSN >50 >30, »50 >50 12

PDR = Z8 78R 5
AP BEREM AR A 50 %R 4B e 1e ¥k B

BRARRH BWAEST —FE R, R—AMEEE, ARTHGHEEMN
ﬁ%,%%ﬁi%eﬁHwﬁ%%éi%%$k%%uwﬁﬁ%i%$
Wi, — RINHAKAAY, 4o disoxaril &, Win 51711 2 & 4e 84 18 38 A0,
BAGH D GERREGES, FAFSACHIUTELE ERERE
RAEOPHLORRELES AP RERE, T84 HV REE S
(p24) A—Hfkthie, BRAHAEAVIHGUAMRIEOBREETS
CNRAME_ T BRBEAE-H AL, R-AE A SHLRIEE
rhimantidine @ FAH L R - &G M2 A EFidiE kW mENE
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1, B T K 9% A 6 B A

bicyclams Z "¢ —3iRi 69 HIV B Ee949 4l #l. CADA £& k15
WMmMﬁM,%*k%%§%oCMM%&%ﬁiiﬁﬁiﬁﬁﬂi
TREBR T LZRAEWY TALBERESMNEEAR, Xkb
bicyclams #j A8 Z &AL A £ ey, Ko, B 1 M RRBRAH B
CA—FEFHOLEELSW @A | Bk bicyclams #5258 (A, =E
AL pH F ML S AT, & RABBRE, CADA HHETFmRLM
BT AT THH R AR L el 4 50 HIV 7 ¥ 09 5 19 & 722
B B

¥# HIV S5 8682 % — AR EMERANE, K2 50K835 4
CADA 4R F HIV A H 6 T B BA . 240854 %54 % DNA #
ANEFENRAME, ARHIVEH PR AR Y B, T RRH S % ko
BEAR S B o 45 GoFodn b HIV 69 8086, 12X b b A % H — N A 3 5 oy
M BAEHIV £ #1469, CADA A 7T 42 i@ i 4y 4 4804 & — AT 38 575
AR 2,

Fie CADA R B Z — ML sl A, #4083 Al B¢
RER, CHERSBE AT —EHOGY, CHALTERFEREY
By d A, TARBREIKAES S PIEA. CADA B ikskad g thad & 5t
HERBLHHRN, bR E R dr s $EAER T HIV 4 4652
BB, ZARALFTTLBRLELEFHF RAOBRA, BRATELS
BREENEND B A LS T EME oA WA B B 286550 HIV
il

=45 6

AT T WAt A b E AL LS WAL E mib 4
( HCMV ) kA hmE, REFRESRE (VIV) . 2kt
GWAEY (1), it (1) hiatdh, 14211, 43, 213 4
214,

HRBERT A
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P
WEZRCE R SR

Ay ARE MR’ KGR &

EC,, CCqy ST ECe, CCe, ST
CADA (1) >34 133 <3.5 5.3 89 16.8
1-HC1 5160 >160 0 3.4 >160 >47.1
211 . >170 . >170 0 91.7 >170 >1.8
43 >170 >170 0 24.3 >170 >7.0
213 3.0 167 55.6 170 >180 >1.0
214 2.2 5150 >68 25.2 68.5 2.7

{20.5) (147) (7.1)

Rk ARG AR REM, DCs {2 50 % A4 7 A 4 R B i
P& RE (UM ), CCso {52 50 % 4| b pa i 54 ( mig A ) g
B (uM ) . ST (#4848 #) = CCso/ECs,.
EORA =AM RROUAH T LGB EE (HSVIE R 28 ) K 2%
MBEELREARAE (EBV ) BFRFeEMN, b T4% 213 £ %4
- EBV &M ( EC506.7 uM: CCs5p>180uM: SI >26.9 ) |
‘HENBEATARE MRS ( HOMV ) 6 % 4 2 CPE-#v 4] &
RER, H5 PORIER O sm v m g,
'VZV ( Ellen #) 94k 808 VM R 6§ 4 2
A7) 7

he W] 1 PTR AT R 3 4R % sh HIV # MB48 4o 2h . 4 B 48 45 4o

T A&,
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# 4

1&a-4h EDgo (uM) *
MB48/MT-22 MB48 /HeLa? 2h/PBMC*
CADA (1) 0.8 0.5 0.15
1-HC1 0.2 0.1 0.15
211 1.9 1.5 0.5
43 1.8 3.5 0.5
004 2.6 3.5 0.5

"3t HIV %A 3580 400 2 50 % 7 4 % B fm RO B IR M BT 6

PEMT-2 v ehis st 28 ( RT ) M &

"HeLa-MAGIC %164 MAGL #| 2 ( 4k sedn ) )

P EZHOUH I RS 69 PBMC M85 2h it i B g ( p24 ) &,
TEERAPALMERERA NGB EFRE,

554 8

METARRRGKEFRAABE ( VZV ) Bk, ¢ REX g
CADA-HCI #9838, W T Al Smgkg/X CADAHCI #2485 11 £4
20mgrkg/ K69 R R B3 ( ACV ) #3857,

H M A 10°/mL, 4 McKrae # VZVI100uL & & A 2 5 F #5042
HER. BEME (PL) B2E5 3 KA H TR 4o Amesy
75 4,

B 4 WG LB 46 CADA-HCL, 3R & 3 Aok @ st B8 2 K 45 8
EENAFGEHEREOE 11 K. BAHEEE CADAHCI 654254
719K, —4v Smeglkg/ K6y KA F” Fo B —EL 10mg/kg/ K &5 ¢
ME” . REEBELA ACV 20/mg/kg/ ® Fo 5 & 5 1B 64 A0l 69 8 52 32

BRA, VIV-BEF A ABRARAAEEGER S 5 48 45
CADA-HClI = ACV & 7 69 B R f2. CADA-HCIE B\ AR & T s v
BRGBRGRRAR, EHNEE 6 R, ARLYAREATEG
*t B8 Fe K #) & CADA-HCI = 4.
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CADA-HCI #o ACV AMKILIE R B AR & 25 R EMWLF R
B shpEksA (IREEEKX) CADAHCl A ACV £ ade b1y 40
BERAER., ERAEE S K, CADAHCI f MAKKC IS X 69 % & Fo im
I VZV RmegHE P EARL 5P AR
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