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THE 5
2Hol 24} vladle 4
359
o7l MM D & EES, &= H=2E9 AE A=0 2ol ML HH EESQ HEQAE AF 2Ax K
& Ol 210|Ct.(Dairy Crest-Zeparox)
A4 D
me/AA
84 4 250
Ju] AeAz A% NF15 150
400
AA E
me/AA
g4 A8 250
gEQ~ B.P. 150
oju] A 100
500

AA F(AE #& AA)

= MAMeE ZHlE SHE AME0I0 d2=5S &4 HEAIZ =0 AHOIZ4 OIOUIsS dJtotd 2=

[—

ANIIEEZM MZSHALH

10-6



1019930702626

me/AA
a4 HE 500
AEZANZRYMYHEZ A 112
(=4 K4M Z=zjo]¢gd)
gEQX B.P. 53
THE B.P. 28
2H o2 A vl 7
700
2Ol YE2 2 6~8 A0l 2 LAHUDH, 12 A2t =0 S&EEC.
[&AI0] 2]
EER
MAA
A1 AAGI12 MH D2 HE2ES S&0I0 2-2F ZZ AdE WEUH STAIIZ=N BE MHME H
XL, olJ19 HMA B |AISH galo2 HIXMCH
AA B
me/AE
g4 4 250
gE2~ B.P. 143
YEE AR ZYSYoE 25
2H o2t vl 2
420
AA C
mg/Hs
o4 HE 250
324 4000 B.P. 350
600
Mcel Z=2 0t2=22 4000 B.P.E E8=30 24 =22 A =, 1 8822 2-8& 32 et
Bl &0 SEAIA MESHALCH
AA D
me/AE
g4 48 250
glA " 100
3 100
450

N Do B=s2 g4 o
HAIIEZM HMZESHY

0 g
.
lo
=
=2}
n
0
W
2
I
=
=
rr
18]

FEJ1E MECIH H8 ab & cE L=Al
UHED AXZAIIIEZM HEZCHUCH. OI0M AXE BIAS

me/AE
(a) &4 48 250
(b) Ml2233 HE2x 125
(c) HEL 2 B.P. 125
(d) e Ag=ex 13
513

[& A0 3]
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[Z=ALE WA
AA A
_mg
4 4% 200
g3 89 0.1M EE
FAZYEE 49 0.1M pH 4.0 WA 7.0 74
ki 10 ml 744
24 422 URE2 2(35~40T)0 EoiAlZl & HBE G4 T= SAGUESS ALE6I0 pHE 4.0
WAl 7.022 Z=Z30. OI0A == AIEot YWXE 2Fe Rz 2HE1D, Eo 00II2E0 ZHE
Solil G4U5t0d EZE 10me SEHA K2l HIoIZ(Er1)0l €0 22 N D2 LSoHRACEH

g4 4% 125 mg
479, J424-%4, pH 7

AAE #59 25 ml 74
ALAIGI 4]

[
[

2L FAA]

g4 4R 200 mg
Hd 432 0.10 g
E AR ] 1.45 g
FAHES 3.00 ml 7+A
24 822 222FEFE=0 SHAZACH. OlHA BIE 2322 EIGIH SoiAIZ12, 3ot 2 MK 2
= EIIFCH. 00N =822 €2 0I0IZ=2EHEHE Soll ittt €73 3m S8 22| B0l
(Er1)0ll L=otACH
[&AlGI 5]
[AIE]
gy 4 250 mg
L2HE £4 1.50 ¢
2YAE 2.00 g
Wz YES 0.005 g
38, B450} 17.42.3169 0.0125 ml
AAF 5.00 ml 744
24 422 22dHMEN UE22 M=o ZS20 SolAIZECH O0I0A AD| SHH HIZAMN LIEE =
2Hz ISt 20 ASHIE 2HS HOlotL, zEECZ 22 HIIRO. FHEE Ao AFQ
2l2 0t & & S
[&AlGI 6]
[ ZHef]

mg/AE F%
a4 48 250
23 A% B.P.
(Witepsol H15-Fo|URE ) 1770

2020

Witepsol H152] 1/5 2= A8 N3/ = (steam—jacketed)HUHA XD 45CZ ESSAIUCH. 4 S22
200 uMAMIS Soll dgo6t), 28 JIMHHl, Ec = == AHZ(Silverson)S Al=25t0 &6t
M OIS 23516 SAMS AL, SS2S 45CT2 [AAIIHAM, H0IU= Witepsol HIEES SEHMH
ot ZLs EE20] 2UHE = UEE WEAIZCH. M2 SHEMZS 250um AHQIHA AEH AT
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210 SDAITID SERO2 WMEHAIIBIA, 40T WAAZCH 38T WX 40T 2Z0A, 2.02 g° &
S22 Mos o BtAE F0| SHAICH HAUS AR02 WAARC
[AAIO 7]
EED
me/s1Akel

24 4% 250
B& HAEZQA 380
A A8 363
I RERE SR 7

1000
AD| H2SS XF 285D, P0IE SESS IF A=A HAIRIZE MEAC
[ Al 048]
1-(2-(5IS=AINEY)-1,3-2AEIBR-5-2U)-5-Z2 22 AE4I9] HMX
[ere Al

=8 S4GI(EP) M0 382 5265 S=0I JIME H
Ns-OtMIEAIEAI-1-2)-1,3-SALEISRIS M=ot (+
+)-AlA Ol ZEME —78°COH/\-I SEZRIE L E2LEERSZEMHE(C

teb 201, (£)-Ala & (+)-EdA 2-BIZASAI0E-5-
_‘

Al + I X
SAIA L (+)-EA OIHEMZ =Z2lAICH
Cl 9

(

( F) O ECIZERLZME ol

O|ZLEZ20/EE AIEold, 28 [28IA S, Nucleic Acid Chemistry, IFE 2, 895-900(1978)]12 2+

ol et ERLLESHAIRLCH. OHE*%%OI CIHEO0oEI©O2 N-OFMIE D2 2-BIXAI|E HIHotD, MES0l

(£)-AlA-1-(2-(BISEAHE)-1,3-SMEISeH-5-2)-5-EFLZANENES 22lARUL.

[2Y B]

EP 0 382 526501l JIRHE BIQF 201 (+)-AlA & (£)-EHA 2-HIZUSAIHE-5-(R2ta-1-2)-1,3-F

MEIS2E HMXICH Z3IE HESH LZLI0LE AME0IH 2-51E2AD|IE ©E2SA2 0, 25MH2

A EtOAc/MeOHE AIE25H0 Al2|ot2 MOHA-I OIdENES 2ClIAIZCH.(EP 0 382 526&). (+£)-AlA Ol&E

HME &20F H2IEEHM OtMEM 2420 BFSAIH 2-0tNIHIOIEE £=S3CH. S0HE 30T DIDFOHA-I
o2 MAIC. 2= I

&E MARMCH. Ol A, 2-OtAIEIOIEES CHIS0 SoHAIZID SEAME =3
£ AXAI|L CHCI;E EZSS0A SEAIACEH (+)-AIA-2-0tME-SAIHE-5-(Sta-1-2)-1,3- QMEI
SEs &) ZEA SS9 -l 2o M=E HHEE A 20l ERLESAZC. 5-F-Roa FIIE
5F/\IE/\| gl dMEAIle HH=, 28[C.B. 2l0l=, J. Chem. Soc. M2IA |, 1171(1984)] &
(W.L. &, Nucleic Acid Res., 9, 6139(1981)]0 JITHE 2ol et, F=H 2=ot 2= EIEIQ’QOH/H
1,2,4—EBIO}-’EE 2 2220 4-SEREHECSETEELAHOIEESE MESH 4-(1,2,4-E2|0tE-1-2) K=
E HM=ol22MW sotACH. &I dab & ol=0l, O0lcl 22LI0t=2 Z3AIZ! HiE= O°COH/H gs
AlI213), 2-OLMIEIOIES Jt= 2aHGtH (£)-AlA-1-(2-(SIESAMHE)-1,3-SAIEISR-5-2)-5-E82=2
NEMZS =S

(S0l A& A ]

SI[OHHAIE, D.R.,J. Virol. Methods, 23, 263-276(1989)]01 JIME Bi2 &2
SYOIA BHIV S0 o BIAEHCH. MES HIVO 1A2F SO =Z A2

SO, 4252 HEHC2 2.5-Hf /A6t HIAERCH 37CHA &=
BHEEX 52 Z2WE0, HME =2 FSHIUC. HV-RTE ME BHE Ssno MHEE &MFotl, 28 [H
el2, a0 % s5l&A, J. Biol. Chem., 208, 477(1954)]01l DITHE Bt 20l FICZX0 2o &5 8=

I AA-1-(2-(BIESAHE)-1.3-SAEIS&-5-2)-5-EF LA ELY 28 Ml sZ(FIC)=
| delz2 S2 282 L=l et HASHACH (F1).
Hatel gE2 JHZ A0 ER0D, 0IZ2H AMA-1-(2-(AISEAHE)-1,3-SAMEIS-5-L)-5-EF2
SANEN E N2 g as HE0| 2 ZHags S = UL
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(2 1]
29 A% FE(FIC)S AW
70% A3
A2 (uM) S8 1(uM) FICHEYT) FIC(3HEE 1)

0.004 2.5 0.018 0.48

0.01 2.0 0.045 0.38

0.0256 1.6 0.12 0.31 °

0.06 1.4 0.27 0.26

0.22 -

- 5.2

* BHE2 12 AA-1-(2-(BISSAHE)-1,3-SAEISB-5-2)-5-Z2 22 A EL0ICH.
(57) &7 g5
=R
(a) 1-(2-(3IS=AIHIE)-1,3-SMNEIZR-5-2)-5-B22R A4 T= 019 %3N 58 &, KAHZ2
£= A2 ¥,
(b) 3'-OIXI=-3'-CISAIEIDIE E= 012 AN 518 &, WAHES E= KHAHSO S EE6HD
A7 g=2(a) L (b)= MSH(synergistic) B-HIV EHE LIEHHE HIS2 ABEs st hatH

37g 2

Higol UM, &I d2(a)= AlA-1-
H2(b)E 3'-OtX<-3'-CISAIEIDIEQl o5t HHEAl.

78 3

B8 T= R2E0l ANA, 4J S2SS 600:1 LK 1:1 Belol H2(a): S2(b)2 SHISE A5
= oFst et

78 4

HSZO SL0IK, 0] SZEE 25011 U 101 BRI S22 HE0)S BHBE NSSE =42 o
328 5

H18 WX H4Z = 0/ 8 20l UM, ARS XIBSHEG AFSSH| 918 243t BHEHH .

78 6

RIS 01 AA, A2 HAZE HIOIMAHIVZSES X T LSS0 AF5I0| I8t st tiatH.

g 7

R1g WX R4Z 5 0L 8 SOIM HOUB st BHBIRIY 1 Ol&o] %&tX 318 S T= RYME
matots oSt RN

73 8

R7&80l UM, HH E= Mz HEHol %5t MK

3289

AZE HOIE SSOH H1E WX e = ol 8 Sl Hols 9529 WEUES Sosis 1S
LESts, ARIS HQIE S2O HIV Y2 MR T olYsts g
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