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B RNA it DNA & BiE 4 B 25 a4
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B HELL RNA 557 9 HEAR AT DNA B & 510 A BEAT HIV 1956 S B89 14 M 2580
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BEHA

Y, 11T P 0 B R 30 35 T A PR 20 S35 B P 6 (13 BN
P18 3 [ PTE R YT R U TR, BURPERS (R o T 75 B S 2 4 A
RIS B A5V T PEEE A B TR L. (AT 25 B2 TR R T
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TNYRTT TR R B S A T RE T 2 FEE R Th AR, (AR SR BE A 7E (K R P R R R
B E Y.

BT B8 RNA MK#E DNA -5 8 B 3 M EsHLH], B AR R 2 T Rt 4%
FFE LRI AIDS (7% B HIV-1 5 B U0, F+ B IEX R SRR R & &
5 R BB AIDS B3
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B-L- “HJLA-ME

FERAE TR SRR I a IR & A H e E T
EHIEEAGY), HHAT LB —FhEE Fi 2y 5 a2 RO SRR SRR A

KR ZEEY TR E AR, FlnEmEI. Ok, B, 2EE,
TRl B AN SRS, VA SURIRNEG 2. B, ARIRACR I M40 S Pl &
TR IR JC B K AN JE KV VRAEIR L SRR A AR T 0 B i R TR R
a8, I E AN B 2 ] AT B AR AN AR RE o

AEWEFHAEY O 2D TR GAEE SR, TS EERERDN
PR BSOS MR B R A BRI, B R L S-RURMENE L TR AR
(citarabine)  5-BZRME . FHMOE. SFEW. fSER. BRERROA TR, BAb [
AN L S

AR RV R AR RV ST SRR L g DA IS R R R 5 R B 2L
B, AT R TR AR S G T M R A AR B T R i B R 1 B A Y ML
VBRI 2B -

AR E L 250 ] 5 — el 2 Fh L SR TE R TR 5 BRI AR £ i
RAMPUCEY), S0 TE5RRHAWRIEARRNAFAEYFRE T T 5 5AKY
2R G YIE R S WIT B R R BRI R AL E Y

EEmA RS NA B E Y IT SIS, EESEN T M,
MMEE SN EE T DR D= RIRER . B ER . AR URERR B i A U IR B
FUIA MRS AHE B, OF BN IE T A & T4 b g 00 e S B U I 4 IR0 93
TH—#n £, RZIRK.

2 A A A S R PR AR 0 & Y2 T iy BRI BRAS A Fh, BT I8 A ] A A
BARN R BRI AT 3 £ nl BRI RIT dh TR 1 4
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U AR B S A AN R AR A BRI B

L 1

ey £ 9% =5 B B RR RR(ACVMP) il %

ACVMP A4 B Yoshikawa 2 A\ Tetrahedron Lett. 1967, 50, 5065 B %% . 1g B
£ &5 (4.3mmol) 6ml BEER = ZEEMIVE-GHI7E 0°C &M A 2] 4ml Bl = ZEEAN 860
1 BEBEE(8.6mmol)KIVR &4 . JRAWITE 0-4°CHERE 12 /MEF . SRJE AN 100m] Z BRI
JE BT E R - - L

SHUEYTE F B AR T 25ml FIUKTRA B 5% NaHCO; /Kl . 0°CHiFE 1 /N IF=
VEBEEE 8 /NBTE, 1M NaOH il pH & 7.0. BB 12 /hHJE, BEVEKET, H
BT B/ MAFRBIK R 3F ERER DEAE-AF4E A, Al pH 7.5 M= LHEHRRHEMHEE
(0.05-0.8M) YEMAE T o FHEARIVEM A BATH TR AN CEFF HEREARE=
LB ERIR LIRS = 2L Eh i ACVMP  (1.28g, 2.53mmol, E=359%) .

i

'H-NMR (D0, pH 7.5, 200MHz) & (ppm): 1.17-1.21 (t,J = 7.3, 18H), 3.06-3.17 (q, ] =
7.3, 12H), 3.69-3.77 (m, 2H), 3.85-3.94 (m, 2H), 5.51(s, 1H), 7.93 (s, 1H).

3P NMR (D50, pH 7.5, 80MHz) & (ppm): 3.79 (s)-

S 2

BT B9 55 IR AR(ACVDP)Y R 4

ACVDP Fi$4 & Hoard D.E.Z8 A J. Am. Chem. Soc. 1965, 87, 1785-1788 F\J J7 V%5 bk
AL BB RS = T LRt T 4« oK IR (Sg, S1mmol)# 10ml CH,Cly 7R TG /K4
TR NG 24 BT (Schlenk tube) . SR 5% = T 2E04(12.25ml, STmmol)7E 30 7 AT
NI RS BERE 1N o CHoCly 28 5+ A R Ak R W1 H 3x10ml Jo7KREEBE AT 2> 10ml
HK DMF B, 47 Y00 IM IR RRT K DMF b, JFEA4CEs T @ AR
7o

ACVMP = Z. i #:(1.01g, 2mmol) ] Dowex SOW-X8(ntbwe B b iz E A0 A HmE e 5
Fi 50% F S K B MDE AT T PRBBAEWUE T2 R 2T, AE A 10m] FEERT 1.44ml
= T HERi6mmol). i 30 A4 E, EENIRGET. GBI R E AR BE
(3x10ml). TC/KFE (2> 10mI)FITE7K DMF3>x10ml)S T8 5% R4

B ACVMP =T B b2 T 15ml Jo/K DMF .

1,17 -8R R E(1.5g, 12mmol AR T Smi DMF 1, $ i A 2 ACVMP #
o, ZEA TR E SRR S Y. 12 /88 E, A 700 11 /K B EE(I2mmol) AT 30

16
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SERE, ¥ 13ml S IM EBERR =T 2580 DMF(13mmo)ZE i T A . EiR 12 /)
BHE, BOBRETE. LEBRFIA 75ml /K B3R 7B A 3x50ml CHCL; 228, 1#
HD AR (SmD 3+ LR DEAB-A 4 R4, A= ZRKERRENEERE (0.05-1M)
VAL T o MIELHILIRA D HITESEER ., RAERRB AL ANELNERDEN
20ml FEEFRKRI. BEETIHRE 9084mgACVDP = 2. (1.42mmol, WE=70%) .

'H-NMR (D,0, pH 8.5, 200MHz) 8 (ppm): 1.23-1.30 (t, ] = 7.3, 27H), 3.14-3.25 (q, I =
7.3, 18H), 3.77-3.81 (m, 2H), 4.04-4.12 (m, 2H), 5.56 (s, 1H), 7.98 (s, 1H).

'P-NMR (D,0, pH 8.5, 80MHz) 6 (ppm):-6.35:-6.62 (d, J=22.1), -10.62:-10.90 (d,
J=22.1).

S 3

TS 2B A5 - B F T BB ER(ACVTPAG) ) il &

dGMP 1 ACVDP =T E R #8183 5 55 A Dowex SOW-X8 il A8 Hoah Eh 8 = 2
i Eh 3 A DAy M E R SR 4%

1K (Sm)F 700mg dGMP(2mmol) % _EFEZE Dowex 50W-X8(Mthe ). H 50%
HRE KAV BRI AT o BEMR AR 2R B T, SREIIA 500 T = T EEfZ (2mmol) AN 10ml
Ko 30 A E IR EWAR DT SRR R AR A 3x10ml JL/KALHEFT 2x5ml Jo7K DMF

984mg ACVDP = Z.f% #5 (1.42mmol) &% T Sml 7K A _F 4 1 Dowex 50W-X8 13 E
F 5096 FE BRI BEN « 25 P IRGEVEVR, RGN 710 w1 =71 EEHL(2.8mmol)A1 15ml
IR T 30 b i R RVR AW AR R AT, ik i R BN AR ZE R TE /K ENE (3% 10ml)
FTEIK DMFQ2x10m) AT 5.

ACVDP 1T /K =T E M, 14ml DMF F1910mg 1,1°-57 3 BB (7. Immol) T/ 2~
o E PR TC KA TR AR I L =R 120 5, I 570 1 1 FREE(10mmol),
30 A E A 6ml & F dGMP (IE/K =T AL b i DMF. HAMEH 14 N, K
NREWZR DT, BT B/ANOREK It B2 DEAB-A 45T . = CIERRE
R (pH 7.5) AL (0.05- IMPERR AT F o B 5 ACVTP-dG MIvEIngl 4 & 3t 3+ B
WHEET o PR E R LB L P MEL IR 20ml FEEPBR %, J HRARY A
Dowex S0W-X8 # g4 4w Ay Ham sk, iR 1M NaOH T 5 AT PRARFRYGHR oAk Jo i
WE H R R Ee 8 mRU5, FUKULEESD pH . SREN T T HRN TR E
3 K(350mg, 0.45mmol, W =32%).
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'H.NMR (D,0, pH 7.5, 200MHz) 8 (ppm): 2.35-2.48 (m, 1H), 2.65-2.79 (m, 1H),
3.70-3.74 (m, 2H), 4.05-4.20 (m, 5H), 4.65-4.71 (m, 1H), 5.39 (s, 1H), 6.16-6.23 (t, I = 6.59,
1H) 7.84 (s, 1H), 7.99 (s, 1H),

3'P_NMR (D0, pH 7.5, 80MHz) 8 (ppm): -11.13:-11.37 (d, J=19.53), -11.28:-11.51 (d,
J=19.53), -22.90:-23.36 (t, J=19.53).

S 4

THEEE 2-BE-S - RH = BB IR(ACVTPIA) I il #

YR LTS 3 R R R R A 2 - AR -5 - R T W1 H (dAMP, 165mg,
0.5mmol)f8# dGMP #1 ACVDP = T #:f%#5(194mg, 0.28mmol)>k il & ACVTPdA, 15Z|
ACVTPAA 475 35 6.8 A (82mg, 0.11mmol, K ZF =39%).

'H-NMR (D,0, pH 7.5, 200MHz) & (ppm): 2.42-2.53 (m, 1H), 2.62-2.75 (m, 1H),

3.61-3.65 (m, 2H), 3.97-4.19 (m, 5H), 4.64-4.71 (m, 1H), 5.29 (s, 1H), 6.31-6.38 (1. ] = 6.59,
1H) 7.70 (s, 1H), 8.05 (s, 1H), 8.34 (s, 1H).

3'p_NMR (D0, pH 7.5, 80MHz) 6 (ppm): -11.41:-11.65 (d, J=19.53), -11.59:-11.83 (d,
J=19.53), -23.27: -23.76 (t, J=19.53).

SEHEA S

TS E A 5 -HT — BFERER(AC VTP %

F R T S 3 AR R g A M -5 IR ER AN AR (TMP. 183mg, 0.5mmol)
AR AGMP FT ACVDP = T B4 3 (194mg, 0.28mmol) K% ACVTP-T, 53] ACVTP-T
B ER K A (100mg, 0.13mmol, WHE=46%).

'H-NMR (D,0, pH 7.5, 200MHz) & (ppm): 1.95 (s, 3H), 2.31-2.40 (m, 1H), 3.83-3.89
(m, 2H), 4.12-4.29 (m, 5H), 4.61-4.68 (m, 1H), 5.59 (s, 1H), 6.31-6.38 (t, J = 6.59, 1H), 7.66
(s, 1H), 7.79 (s, 1H)«

3P.NMR (D,0, pH 7.5, 80MHz) 8 (ppm): -11.30:-11.64 (d, 1=19.50), -11.59:-11.83 (d,
J=19.50), -23.32: -23.80 (t, J=19.50).

SR 6

30 -2 UM T -5 - L I TR ) 1A

100mg 3°-2 ZWE(0.37mmol) 1 0.5ml IR — ZFEHHEG Y 0°C MBI A S
Tml B = 280 100 0 1 BEELEL (0 .0mmol) fREE YT . JREWE 0-4 CHIF: MR 16
ANET S BRFE IION 10ml A VKA 5 % NaHCOs KA IR FFT 0°CHii ¥ 1 /N =, Fl IM NaOH
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mmﬁm%%(m@%ﬂiﬁimm&ﬁﬁ%ﬁo%ﬁﬂ5%51%§%%%&'ﬁ
FE£ (0.05-0.4M) VEBAE T o X8 HHPEB R o BT E AR - INA R ERIF B IR F A LR
LR EBRBRINEN Y-BRME -SRI = 2k & B R E A (90mg, 0.15mmol,
WER=40%) .

'H-NMR (D,0, pH 7.5, 200 MHz) & (ppm): 1.23-1.30 (t, J = 7.32, 18H), 1.92 (s, 3H),
2.44-2.52 (m, 2H), 3.13-3.24 (q, J=7.32, 12H), 3.96-4.00 (m, 2H), 4.12-4.20 (m, 1H),
4.46-4.54 (m, 1H), 6.22-6.29 (t, 1=6.59, 1H), 7.81 (s, 1H).

IP.NMR (D,0, pH 7.5, 80MHz) 6§ (ppm): 2.57 ()

sl 7

2°,3°- XA U -5 - HA R R T 11 1 %

1B SR 6 A R A Ak 3 -2 B -5 - R IR P TR & 273 - U SR
SORAREERTS, [F A 23 - XU E M TF(dAC, 100mg, 0.47mmolfVE AZT, 1REIR) 2°3°-XL
P R -5 - L BE IR BS A 1 €0 [ {A (ddCMP, 145mg, 0.28mmol, YTHF =59%).

'H-NMR (D,0, pH 7.5, 200MHz) & (ppm): 1.23-1.30 (t, ] = 7.32, 18H), 1.74-2.11 (m.

2H), 2.24-2.40 (m, 2H), 3.13-3.24 (q, J=7.32, 12H), 3.85-3.90 (m, 1H), 4.02-4.11 (m, 1H),
4.18-4.30 (m, 1H), 5.88-5.92 (m, 1H), 6.04-6.08 (d, J=7.32, 1H), 8.08-8.12 (d, J=7.32, TH)-

IPNMR (D50, pH 7.5, 80MHz) & (ppm): 1.30 (s).

S 8

3 - I -5 - i R TR Y

R F s 3 R R 23 - X E M-S - R = O B R (105mg,
0.2mmol) {8 5 T2 5 19 H S R ME 0 46 20,37 - W A I AT -5 - Z S BRE(ddCDP), 15211
ddCDP 4 5 [ 14(100mg, 0.14mmol, WHE =70%).

'HANMR (D,0, pH 7.5, 200MHz) 6 (ppm): 1.23-1.30 (t, J = 7.32, 18H), 1.62-1.96 (m,

2H), 2.12-2.37 (m, 2H), 3.13-3.24 (q, J=7.32, 12H), 3.75-3.80 (m. 1H), 3.92-4.02 (m, 1H),
4.11-4.21 (m, 1H), 5.85-5.88 (m, 2H), 7.81-7.85 (d, J=7.32, 1H).
3'P.NMR (D,0, pH 7.5, 80 MHz) 8 (ppm): -4.51:-6.47 (br 5), -8.40:-9.40 (br ).

S ] 9
TR R3S E -5 - = R BE R &
YRR B SR 3 A A 302 B RS- = O MG AR (AZTMP. 90mg,
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0.16mmol)fL % dGMP 1 ACVDP =T %4 #h(80mg, 0.12mmol)#|%& ACV-TP-AZT, 155
f] ACV-TP-AZT %tk 4 3 5.8) K (30mg, 0.04mmol, HFE=33%).

'H-NMR (D,0, pH 7.5, 200MHz) 8 (ppm): 1.91 (s, 3H), 2.36-2.52 (m, 2H), 3.72-3.83
(m, 2H), 4.05-4.24(m, 4H), 4.52-4.63 (m, 1H), 5.43 (s, 2H), 6.22-6.31 (¢, J = 7.32, 1H), 7.75
(s, 1H), 7.88 (s, 1H)-

3IP.NMR (D;0, pH 7.5, 80MHz) 8 (ppm): -11.38:-11.63 (d, 1=18.30), -11.77:-12.01 (d,
J=18.31), -23.11: -23.56 (t, J=18.31).

SR 10

2> 37 - XU e -2 i -5 - S — AR R A

R P S 3 BRI R 2.3 - AR -5 - ZBER = Z 84 R (ddCDP,
100mg, 0.14mmol}f8# ACVDP = Z R A1 2° 5 S H -5 - LR —H1#(dGMP, 98mg,
0.28mmol) 4% ddC-TP-dG, BE|H ddC-TP-dG 4N h A A K A (Q20mg, 0.04mmol, K3

=28%).

'H-NMR (D0, pH 7.5, 200MHz) 8 (ppm): 1.74-2.11 (m, 2H), 2.35-2.75 (m, 41),
3.70-3.85 (m, 2H), 3.92-4.02 (m, 1), 4.11-421 (m, 2H), 4.52-4.63 (m, 1H), 5.50 (s, 2H),
6.06-6.27 (m, 2H), 7.83-785 (d, J=7.30, 1H), 7.95 (s, 1H)«

SPNMR (D0, pH 7.5, 80MHz) & (ppm): -11.13:-11.36 (d. J=18.31, 2P),
202.52:-22.99 (t, J=18.31)«
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