[19)hEARFMEEFR

11] 27 % CN 1131672A

n % BERHIEA TR AR

[21)H1i% 5 95121896.4

43aFH 199649 H 258

[51]Int.CI®

CO7TH 9/06

[221%i%E  95.11.21
[301{R 5%
[32194.11.22(33)JP[31]311264 / 1994
TNERA e FET I HRRASH
it A FRFE
[TARBA /PMR—BE REBH  KEHE
FAL—

PaeHfENNG PEEHRBFEREFRAR

REA ZHR

CO7TH 5/05 A6IK 31/70

RFERS 9 W HHH 44 W HEITE 2 T

SaEMEHF BEXRAKTEY
I5TIiR %

R PRI EIR TS, RATEOEAA
BN TR NGERFAAGHVEHNEL
WAL THARATRERTHHRRELAE
fhe —HAR (1) &SRRk Ly, Kb
R, #7 H i R, %7~ CH,0H, &K R, %7~ CH,0H
ifi R, #&7~ H 1 Ry BN SCRIRHFER 1—
10 MR T, BRE RERRREE ATHR
A RA i fR, il ) Y O Bk R A R IR g
Ry T e

(BJ)E 1456 S

I 11



WHEKRK B

1. —fg X (1) AFHRAF R A

h’\
T’J
N
IR
<=
N \ (1)
s 0°
_ 4 [
=4 :\ - =-=f
\ /D
I S -
=0 0}

$ PR, & FHARLF T CHL0H, RR1 & FCH0HAR K TH; R K FHR
R B ARRGFEREFL- LR T ook A A RE -

2. i A BRI E G ERAFRRAT A FF AR EEX (1)
RFHELERRFEAT AT R R TIAR Y B AR F X,

3, 4o R R 2T R A RS AN AP ALEX (1) &
FHELIRRBEAT A it A BT &M (1-1L) &7 (1S, 5R, 68,
7S,8R) -6- 2 F A -3-F AL -2 0% -4-FENIR[3.3.0] F-3-H%-6,
7,8- =8, A T&@L£MX (1-1D) £ 749 (1R,55,6R, TR, 8S) -6- #F



E-3-EERA-2- o&-4-HHEWIR(3,3.0]F-3-4-6,7,8- =85, AT
E kX (1-20) 748 (1S,5R,6S,7R,8S) -1- 2 F A -3-KRAK-2-

o -4- fAMER[3.3.0]F-3-14-6,7.8- ZH A AT &L M (1-2D)
% 7#9 (1R,55,6R,7S,8R) -1- 2 F A -3-KRAHK-2- w&-4- L HRWA
[3.3.0]F-3-%-6,7,8- =&



4 e R BRI RAFRRST AR LT ERAE&EX (1)
RTFHEATKREATEDT RaBFAHL- LB R T 69k,

5, 4oA Rl B R AT R G RA RS A AT ALEX (1) £
THEAFRSELTE ik B AT &E4EMRX (2-10) &7 # (1S,5R, 6S,
7S,8R)-6-FZ2F A -3-TRE-2- o -4-F LMIHK[3.3.0]1F-3-%%
-6,7,8-=8, A TFT&E%EMX (2-1D) & 7# (1R,5S,6R,TR,8S) -6- #
WHh-3-THRE 2-o%-4- UK (3,3.01F-3-%-6,7,8- =58, A
TFEeHX (2-2L) 74 (1S,5R,6S,7R,8S) -1-BF 4 -3- THRA -
2- o -4- W IR[3.3.0]F-3-%-6,7,8-ZFEFATELEHKX (2
-2D) £ 775 (1R,55,6R,7S,8R) -1- £ F 4 -3- TR A -2- v&-4- &%
SLER[3,3.0]1¥-3-4%-6,7,8- =&%:



(2-1L) (2-1D)

6. (3S,4R,5S,6R,7S) -7- L&k BE-4,5,6-=-0- L&A - w&3E[2
Al BrS-4,5,6- 28, B R AT @i X T aLed:



AcO NHAc
OAc

AcO

(2)

FEPRARE AL R FHRRR G RABRRGFARAAL 10
NEERTF ek B R R ARA,

8, doA A B K THTE M BARRLAT A4 £ P EEX (2) &
FHRARRSEIADE H ATEEMK (d) LFE1L-(1,2,4,5/3)
S-RE-IC-BFA-L2,3,4-FAREE, ATHEMX (d-1) F
891L- (1,2,4,5/3) -5-—TREA-1-#FL-1,2,3,4- RRREEF



AT&EEHX (d-2) ZFM1L-(1,2,4,5/3)-5-TREA-1-FF4-1,
2,3,4-FRREEE:

=0
(d)
N{/ N CHs ) i\(/\/\(_:f:
HO OE H? 5 _?,__Oﬂ
{ 50

9.1D-(1,2,4,5/3)-5-& & -1C-FLA-1,2,3,4- KR HEH,
TR Y T EaEHXETHILESH:



10.N-[2-72F%-2,3,4,5-WEEFRRA]-N -EAFK, X
B T EE4X LT sdhm:



11, —# oA 4oi Fl 2R 1RT R REIFRIRAITEBIEAE
T RON T 2 TN

12, 4ot A1 B RLLTR 9 F B MR R, APt eBaegs
HIH R a - e Hl,

13, 3o Al 2 K 1287 6945 F 8 W 4l |, L P ATk e is e an
oA F| B K2, 4R8P AT ¢ R IRIATE M,

UL e AR KD OB TR HN, AP AR EREN R

4o A E R IR P AR 4 BAF SRR AT A,

15, —FH &R A B RNESHEFT &, CIEEERRE
TR TaEEAX R Teisd:

16, —Hr & Al Z2 R I A M REFRRIITE IO FT %, €
WX 3) RF BRI 3 T AFFHk:



l\lTH
e
NH (3)
EO ~ QH
Ry R,
=0 Ox

E PR RaPREX 5 L& (1) Frid 6548,



i BH ot

BAF AT A

A& B AR 4 M BAIRIEAT A B RARIZAT £ 8 T
w4k, B RAKBL, 3 RO R R A,

BT CANMBT AmRREENBRYEHAR, EX,
M (Construct) HR4FRE ik B F AT IR T ARETE
EHBFRNOCETEORBATT I RGAL, WM EFR, T
B TR THA RO WARNCERAXZHESL, Fle, A
X EFE —F R 5 E Fase s gasmanisdn, SFLs
B3 2 o - BT KR, — R HR T s enFRTR
b 5 — B LA, M BR F R ik Bl B T
& 3650 0 KA T E 4R8P R e B 2 5 45 Rl I 8y
M. OAERATE L R AT AR BEE M AR
(lead) fLA-4 89 5K BREE 3P R, X SeB il KA 5 K RBENE
it.3% (Carbasaccharide) , § 24 b4 Bl dBiLdy , B LA,
¥,

0I5 ) 3 ik AR A R A RS LT BT B3 B
W R B E st b B A s, B, FRBFANHEN
WER, EAHLHC TR AREL, AHTHRZLEF
H,OB0RMRETR MNP ESLEH, C-HWong FARE
AR B R Jenkvdi#E (G.C.Lock,C. H.Fotsh and C-H



.Wong,Acc. Chem. Res. ,26,182-190 (1993) | # & F| & =k “##E [Y-F
.Wang,Y.Takaoka and C-H.Wong ,Angew. Chem, Int,Ed. Engl. .,
33 ,1242-1244(1994) 1, RLCLH THERHAFET RS, &
WP 2R T HE LB LB TR R INIIEGZEK ) ¢
.Papandreou,M.K,Tong and B.Ganem,J.Amer.Chem.Soc., _115
11682-11690(1993);b) Y.Bleriot,A, Genre-Grandpierre and C,
Tellier,Tetrahedron Lett,,35,1867-1870 (1994)1,

@, o - FETAEELE - BTSRRI SIS
T Pre TR, £ F B8, AL TEE, BRSPS REE
sy E G A AR AR R, &L, AMLEE BB
X BB 4 39 5] KA T H o fe R AT S df ERAE LT A LTAT
LﬁﬁﬁﬁﬁﬁﬂoW#ﬁmmmaﬁia-ﬁﬂﬁﬁﬁﬁﬁﬁﬁ
HF], R ARBR AN ISR EE ( &L : Glucobay,
Bayer#4 /) Ak EE., EHHEEESE  AMEARRELR (
stripe) &9 R WAL F Btk £ (F &b £:Validacin,Takeda Chemical

Industries ,Ltd. 4 *)FFitEAF & M_A M, WM £E
JHREFREEFTESEASS (RAEEFXN) HATERRIE, #F
A, EEBIFOFTARAHAINEALLFFRBOR b, R
i, AERSHEMETFAEE DN sTFEAAR, AR, §E
FEEHH N LA RAAMEEGEL, BRAMNEAWEZTLER
T st R AL 5 S 49 FT R 45 H RO BE B I, ' »

AERHBOERBEARRRATEYS, CREAHVLEHE
WEH Q- GETEEalE Rt XA TR ARERATH
4 B R AT S,



A A BRRAE: .
(1) AR (1) £ TFEREFRAT LM

# PR, & FHARL K FCHL0H, HR1 K FCH0HMR K FH; FoRa TR
ReGXABRRGFALARALFLOM B R T oA, #HA, Xk
EXREHEEALH, -

(2) 4o b3k (1) PATR G RARARIAT A M, L P ABK (1) &TF
HRARBRBEATED T R R FRAR KA GG FE,

(3) 4o bif (2) PAT R 9B FALATAS, P AKX (L) L7
RAFREATE ik A TELEHA (1-10) K749 (18,5R,6S, 7S,
8R)-6-FFE-I-XEL-2- v&-4-FLMIHK[3.3.0]F-3-%-6,7,
8- =&, TELEMK (1-1D) &-749 (1R,55,6R,TR,8S) -6-FZF i -
3-FEL-2- vE-4-FEWIR[3.3.0]F-3-1%6,7.8- 28, wTH



2 # X (1-2L) 7744 (1S,5R, 65,7R,85) -1- 2 F A -3- KA L -2- 2%
4- B JeSUIR[3.3.0]F-3-4-6,7,8- ZEAh FTEHEMK (1-2D) &
745 (1R,55,6R,7S,8R) -1-ZF & -3- X584 -2- v&-4- L EMHF
[3.3.01F-3-%%-6,7,8- =& :

O O
N 0
OVN'\HOOH HO
I < -
=0 . | OH
(1-1L) : (1-1D) ;
N N
A /\\\\
mo N e 0 OH
~—
. OH
OH EO '
H0 (1-2L) (1-2D) - OE



(4) 4ot (1) AR e REAFRIEHT AN KT AN (L) RF
B ELAF RIS E S T RaRTFL- 1O BT AL E,

(5) 4o b & (4) P Ak g RARRIATE M, X P HX (1) T
AARKIEF A ik B TEEMK (2-10) 74 (1S,5R,68, 7S,
8R)-6-FZFA-3-THRE 2 oB-4-FEMIHK[3.3.01F-3-%-6,7,
8- =&, FT@E&MX (2-1D) & # (1R,5S,6R, TR,8S) -6-F2F A -3
CTEE-2-0%-4- R EWIK([3.3.0]F-3-%-6,7,8- 8%, T @4
#X (2-2L) 274 (1S,5R,65,7R,8S) -1- ZFA-3-TREL-2- &
4§ IR (3,3, 01 -3-4-6,7,8- ZB Al T EEMX (2-2D) R
¢4 (1R,5S,6R,7S,8R) -1-FZFHA-3- THRL-2- B-4-FEMIK[3
.3.01¥-3-%-6,7,8-=8%:



: 2
\‘- {I
N 3 : 0
O o - HD
@@a 1200 @
i -
EO 0H
(2-1L) (2-1D)

HO

(6) (3S,4R,5S,6R,7S) -7- LBk -4,5,6-=-0- LlkA -1- o3
[2.4] &¥%-4,5,.6- =8, R & T EHEMILTONLEH:



A NHA
OAc

AcO

(7) dXQ)RFHERAFRKZLTLY:

NR,R
HO s 00X
0

| |
. : - JLOH (2)

HO

A PRARE B L3R FHRRA M RARRGFESIAFL-10 4
BRET A BFE, RASRRAE.

(8) Jw L& (7) ¥ AT 9 BASRRILAT A, o b X (2) 7wy
REFNRATE DL BB T EHEMKX (d) LFH1L- (1,2,4, 5/3)



5 EA-1C-ETA-1,2,3,4-RAK-9E,  TEEMA (d-1) r
F#j1L- (1,2,4,5/3) S THRE-1-#FA-1,2,3,4- FRIXIEH
foly TEEMHX (d-2) L FH1IL- (1,2,4,5/3)-5-TRE-1-ZF XK
-1,2,3,4- RN IR I EF:

=0 l ~ 0=
l =0
o
l
=0
| (d)
N(/\/\CH3)2 ‘ N/\/\(_:_Hs
HO OH HO ] gt
| =
‘\_’____\/L—OH \___/—oH
(d-1) (d-2) ;

(9) 1D-(1,2,4,5/3)-5-f&-1C-#F£-1,2,3,4-FRIAEE,
g Rw TaERXRTHLCH:



(10) N- [2';'%-?%'2'3'415'[?}}%%&&»] ‘N"iMﬁl 'i’:

& TREHXRT LS

s=C
f
NH
| 0=
=07\ CH70x=
/ N
HO 0=




(11) —# 4 4o L& (1) K (7) R 9 R RINT L MR F 78
P 48 43 4 4 S Bl 3 40

(12) 4o b & (11) B3k a8 T 394 1, b i 4 T T )
2 o -HBEFHERFR,

(13) 4o b & (12) FFif 498 B HIA, P ATEaEaf R
#L@&LMMUM%&%@%%&%%&%O

(14) 4o b & (13) Frik e H e ap A, R P AT a5 e iR
4o b & (3) & (5) BTk i R A FRILAT £,

(15) —Fr &1 &-4o b & (6) ATk ALt 7 ik B3 A B R T RAL
® T BEAXRTHILESH:

AcO NHAc
OAc
7—CH;
AcO

) —FrdlEdo L& (1) TR RARRRAIT AT ik, OIE
¥ X (3) kT BRI S 3 T R Bk

_10..



_é- ww

EO OH
R] R2

£ PR, RaAR, 5 @ (1) FATEAE L,

1.2 & 9 aif it JAHIVA 4 69PHATE 1L 89 PBMC /= A HIV e 57 #l4F
A&AE,

B 22 & 9 stif it JFHIV AL f #9Molt-4/Cledm g HMolt - 4/T1IB
e ek 5 R A A A (B ALE i) 94 RIFE A a9 B,

T&EFFmpE AL, .

# 23y X (1) (TP BARARESS (1) R FHRKARETF
B b A T ERAFHRGLER, B, £X (1) BEAXT
B R R AR, esh, LA (1) BLiE R FAFe94E B SRS
FI,

_11-



i |
o, 0 N mo. |
Rl>/\?~2 ?w?

REF EAEMNSH (1 ‘sz.ﬁaﬁvﬁ‘?ﬁaéﬁ 61, CHALAFF
R4t 69 S ERER S, K*Aﬁ€§%ﬂfﬁﬂﬁk%¥ﬁﬂﬁ%A%
WER I RIEN, BEARSH (1) EHTABRMNARTGFRIAS
& B3 E 60 B B A4 (1 %%Wm%A%ﬁ&aAﬂéﬁ?m
ioﬁ#%k%ﬂ%%%é&Tu%ﬁﬁﬁﬁ*ﬁﬂm+o
BAEX (1) F R EAFTRRGIARKGFEXAL- LMK ET, £
3BT A B A A RARE MR AEERL, &
T, FEAARARKRESTEIEL- s/\&ﬁ%%m 4 I B Aotk
A B EFAL BAPRE,

AE A AH (1) 69K BT G4 T AT 694o4 (1-1), (1

2}, (2-1)#=2(2-2),

_12_



20 OF HO OH
(1-1) (1-2)
NN, NNl
! H 'P
N \\ I \
- | :
=40 0 Q
TN
ke ,.\/\/ /\/\j<C‘—'-’“‘;
_.'.':)—;2'\_, \\ —:_O ‘\ / = _L.a
I\ Jamm
Z0  0OH =0 oH
(2-1) (2-2)

(At (1-1) e (1-2) B R ARG, RALEH (2-1) F2 (2-2)
Rk B, e @ (3) TR ALSH (1-1) Sdsh MK
(1-1L) #= (1-1D) B 9ateth, AUk, feb-4 (1-2) do iz B (3)

-13_



Pk b ded 2K (1-2L) #= (1-2D) 3 regstaedk, b e (L
-1)#(1-2)@,%4‘56-:7-#8-@L@$§£Fiéﬁ4ﬁ%é@ﬂ?ﬁﬂkm
-,&u.l:@(S)ﬁfr:‘i.m/a\#h(z-l)@%@%%&(2-&)#(2-113) &0
sk Ak, imﬂt,,&u,l:@(s)ﬁfrii.4t/a\%(2-2)@%@%#@ﬂ(z-zm
#a (2-2D) R T AT BRAK, SLAb Aot (2-1) A= (2-2) L4586, T- A0
8-13 b g 2k = A e E e xR AR,

A (1-1) 4= (1-2) B A FEE 615, A, 2MNE
SR F R o - BAEFEE S, AR A RHIVIE, £4UE,
m@%04Mﬂzmﬁ#ﬁ%%%%%%&,%ﬂm,@m&ﬁa
MG o - BEEEYEN, AN FHIVIE T,

$ﬁm%we%uam#uamwuﬁ%T@&ﬁ@ﬁl%ﬁ.

-14-



(12

P -

1)

SR + (-1 B

P H=U
QHU<”.~H O.ﬁm

i{e) A?i .
}_ oﬂ/ﬂ
HO (o}

ULIN

~

q 2y
AN
Ao |

VN (ORA

~ |5 -



M4 VE A A M (R 4k A4 (a)) (R f£C. Uchida, T. Yamagishi
and S.Ogawa,J.Chem, Soc,Perkin Trans.1,1994,589-602 P ATiE
8k OB AWM (i1, 2- —ROR) BRRMY, FIE
BB AAKE R P RAHETE, Z0°CE YRR RA-4h i SR
B (AEAERT) mAde s TRFLEHL-10 3 £ & EALXH
JoitEs (ol - R R Tag, X Fag, FERAAR TR ZR
28, S TR Rt fdbs (Fe —F ALK, 5—7 @, E0CE
g BRA b ERE (EEAZHT) G A A R AT AL
Syt e BB ALF] 14, EBAL AR (V205) /AR T AR St A fLd ( ¢
BUOOH) , &84 4% (NaW0,) /it fLL & (H202) , REA4R (Mo0s) A F A
5k fic (HVPA) /tBUOOH), AR E7%5eyiR a4 /e Rg F $L470.5- 120
WA R LA (a), BBtk R RESANEN (R, O
8 7, B ) A RAKE N (B AR P fefe KiE R, BB SN
AR , B ) AN R #F 5|44 (b) [(35, 4R, 5S/6R, 75)
-7-&@5}*&-4,5,6-3_-0'-5&,3-1-v.%k%[z.z;]g‘t%-z;,s,s-f.ﬁ]o
236 F T A —F R e EF i, AcRTFLaA,

M A A4 (b) I T A AUE R AR R BleN, N- = F A F i
(DMF) K3 , = F & T4, (DMSO) Ak ik K.2- T RA LB AREHRT
2 E G EMALEBA ETRATF, AEREISCCEETHTL 48
N2 E R ERAMESETRSE, RE RAGRAH AR, FI
ok 4- = F A B, ST AR R E AR A URE, LEL
S ELE, REEFALE FRFRRLSH(c) IL- (1,2,4,5/3
)-5—aﬁtﬁz‘%—l-L&g?g-z,mmz-o-z;wt)_;&-1,2,3,4-%&%
WEE], |

-16-



At () BilE B0, 5-6M BB AFMMLBAFEERE
100°CiBE T HE3k0.5-5.00 0, ERELAHTREE, FIANARY
A8 & T HAmAG [Fl4e, Dovex  SOW- X2, X4, X8( H&E ) .
Amberlite IR-120B ,CGS0 (&%) ]Fshuik, mmfF B RIKAE
(d) [Fosdmm-10- (1,2,4,5/3)-5- R4 -1C-#F%-1,2,3,4- X
Rr-wEE],

B— @, A (d) A REE T, A4 () & 7T i ARAL
A (VITI) (050.) EREAZR T X REAME TS (@)L 5
5§, 5,0.05-1% F450s0,.F01-5% F e H ALK FldoN- F A5 - N-
F A, EALL- T2, RELBALIE S A &8 B iLem ()
&4 JE ST B AR M R TS AL A4 (b) AR B4 A F |k AL e-am (c) (J.
Chem. Soc.Perkin Trans.1,1994,589-602),

Wit () BB AERFOKERT, REGRMAAGE T
At (d)1-5% SR A FE RS FH R 210 RAH £0-80°CHAFL
TN, EAEABTRERLRAME FRAERHET AL
8o Ak 6,38 Sh AL AT B R L FRIL S0, BT & & B4k e 1L 54 (e)
N-[(1R), (1,2,4,5/4) -2- 2 F5%-2,3,4,5- WHAAFRRE] N - ¥
EHK],

WisHh (o) EBERABENT, REAXMAME TS
M (e)1-10 5 BB H [REAH (FERL L), R AR,
Z 7 AT R 3, = FUBL T B (methyl triflate)  RRAMMAE
SEfMRLY, ZELARERE AR —LERSY, FF] I
RKiamAMECCEZR AR MR E (ETAKFHT) BETH
H1-72.00, ARSI SRR RS, RAEkRBiTaERE EFER

-1'7-



#RAFHERE, BERERARSFE-RIEAEFMT R,
Ky Balnsem AR ETLE, MmN AR AR T
£ GBI kM BT AR, FraalLtdn (L-11), HERFH
o ik a4 18 & F X Batig s R i 5 & & Bl ks e ( 1
-1L),

ETR A EEEEEEFFMEL- 2T A7 raem( 1
2L) 3 A ik PR & F X AR SR R 13 2] 6 & Bk ey e (1
2L),

£ TARAAH (1-1D) 4= (1-2D), £ ERTBREATELAE
F M4k (ad) (AJ.Chem, Soc, Perkin Trans.1,1992,1939- 194 2B &
WA AR BARAL A (), A AR B L2005 R LSS R 2
{24 (1-1D) #= (1-2D),

-18-



(az-1) @B} + tar-n HSY

PP =1
do ﬁu UJQ.”H—..

, ou
IA.'II

HO
uan  OH

O P2
d OH
mo/ OH <
. HN
5=
mwg

oyp  P¥

g ol

VO
VIIN

_19_



EH1fed, BAEEEAX Q) FRoGULEH () K (ed) X
@it Al B RE R A A AL A () K (dd) A, ARAFE 7 &,
B R EIRS 69 ARAL A4 7T vAl i A AR B BR 49 FAAAC
VR AR B A (R R T e FBR s ir A R3], RER 5
bk B0 R IR AR S B RIS s AL, T AR
AL BT E AL RREAT A, RTZ, Wi ¥ bk F ik

o A BB T B R AR AU A B8 T VA 72 5| 4L5-41(2-1L),(2-2L),
(2-1D) #= (2-2D),

ERX(2) [T Bk AL (2) | R TFHRLANRIIL
B A M RaARE B AT W R FHRBRR S RABRK G FEARA
1- 10488 B oabnsh A Bk BRA FEAHRRANGHTE
HAAL-ARET kA BH AP RA G RTFEL HMEMR
%, | | |

AKX PS4 (2) kB T adsfed s (d), (d-1) A (d-2),

AE BB ESL A (d-1) Fo (d-2) TAA B3 T, HiLewm(d) &
MBERGAERY R EE, LTARASTHF EHE4-40 °C
BAR A0, 5- 50, R E AR T4 (d) #91-105 8, ik
15 B TR, ACCELRERAMHE (ETALHT)BERI
0.5-5.NEFZ B, mAda % T b4 (d) $91-105 9B RIXF], Blde
FAMEAH, HRAMECCE YR BRAMEH L ( BRAH
T)REHREL-T20H, BRAAKAATSETIFIRFATES
k. BiEe BARRKRSFERELEM TR, Hiotfralex
A REEGEEAE, EEARARELSH A1), X—AF
My A de B AT 6918 B T LRGP B S (d-1),

-20_



TR, A LA &R #F3mL s (d-2) 5 Ade AT TR
& F 3 et g sh ALK R AR LA (d-2)

B E A (d) BETERE, HE&X (2) FRA/ HRs B T H 4
A, sk, @it A TGO TARRARAE Z 0 BAR ETAXR
HEE AT My T AR B R AT T S R IRRBLAT L 40,

ALK e BRSBTS, LA RS (1-1) . (1-2),
(2-1) #= (2-2) , ENREAH EMATDIN &K &A= XA T mannostatin
I AR, TRTH G MA R LA E R, EFHAE
2 B g4 2 R A AL B A R AP R AL B T AT A
4, -
E 3k, AKPA it e G A B T oA L X Hea R T
R E R e R A LA E R AR F 6T 5L, B gbix b AdmiE AT
Fo % # 8 B 4, Blde, Fom AR RHIVIAN, &3 AR AT
e L B T YA R LB X CACE L
Blde G AR, BB RN, KA A (GRS R, % A AT T
) OREAF S, KB Nt A, it T ERREIVENE, &
# B 51 A 1k F FHIVIX AR A 24,

£ T @ iEmbm REARS e Xt —FHARL A, el
T & 5236451,

AFFEEaBTGTR, ML EPFERPT,

%
2

1) BE&# (TLC)
Y& A F &, 36950k (Kieselgel 60GF 254, Merck &  Co
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Inc. & ) S s e b ET0CHEI00 A, B HRAER
Eigik b L A, ETRRABZE AR T (2540m,
Hirai Rika Kenk)rusho‘;l%l ) AT 8 SRR,

) A#AFE([a]p)

4% JAM 5 #% AL (DIP-370, wNippon Bunko-sha#li&), 4
Tt (10X 10mm) A4ARDA AT E,
3) MmEERiE (“H-MMR, T3C-NMR)

ATH-NMRAE P 48 FINVRIE 3L (JNM- 270 FT,270MHz, #7JEOL
Ltaklis). €EHREAREEN, M FAIE(50.00) ( £F
SHEALT) REH(52.08) (EEKFALT) B R AT,

A13C-NMRALE &, 4% AINMRi #43L (ONM- 400 FT, @yJEOL  Ltd
#ig) +HE AL RRE T AR (5 0,00) AR,
1) 41 SPIRIC 38 (IR) |

AT (SL6Y) WML T A 548 BB & 1 BSR4
sk %324 (IR-810%!, yNippon Bunko-sha#li&) ME, BB R T ik
(KB B ) 694 L F .48 FiHitachi 22547 4¢ % MBIO-RAD  DIGITAL
FTS-65% E vt i 341 s 8 ATRIZ,
5) RS

/EHR-FAB-MSW ,4# MIJEOL  JMS HX-110 (¥gJEOL,Ltd. #lig),
& AL X 2 FABE H A+ (B T8 (93+(92)n] ") 4?%3%& 1%
R arit4s (CsI) ¥ AR R EMJa,
6) H 8-t ¥ 1% &, 4% (PTLC)

15 B — itk A5\ & H 8B 6% (Merck ATt 5744, dMerck
& Co.,Inc.#lig), & A FEHATHM,
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7) RS
4% FlWakogel C-300(200-3008 ,#Wako Pure Chemical
Indestries,Ltd. £ /),
8) BWEKYGE
BELEM T k42 A H40°CRE T Aiedt iiE A—R
88 EREEATIHATH,
9) BB
ER B PR HE—ERNARRREBEY,
10) BB iX F|
oh fE 70%69mCPBA (18] - | K.it K F8L) R MTokyo KaseilgFK#y,
B4 MWako Pure Chemical Industries,Ltd. B & &,
B f AL £ B 2 MTokyo KaseiMg& &4,
Z AR AR EAAFRAR (IT) #1447,
BRI AR X e T 8GR,

B R
1) RAE

4 963 (Well) A, AMAR =4 E ( MPR- 4Ai, & Tosoh
Corporationdlid ) M Bk 495t - HAR- AR By 9B LR (£
405nm),
2)F

FE3T°C B #83=F 48 (Compact NIB-10,dyIwaki Glass Co
Ltd, $i¢) 4T3 F,
3) B |
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AP AT A - AT (KagE), 0 - a8EE (514,
Q- £ T8 (E.coli), B - F5UIEHEE (E.Coli) 3 - FIEH
B (4 AT) ] 3 MSigmaly &,
4 ) EERY

i S 64 EEVE A4y (- 38 - R AR A ) M A Sigma.

F AL

(3S,4R,5S,6R,7S) -7- L& BE-4,5,6-=-0- Z &2 -1- vE&3E (2
LAl ENR-4,5,6- 28 (a4 (b )é’J/\}?SL

Y A4 (a) (21.7mg,0.0725mol ) iE & F1,2- =& 2% (2m1) F,
BB TR GERT, £ZEE T AT mCPBA(S3. 4ng,
0.218mmol,3% %), AR THF6IRE LEKR AR ( (30m1)
AR 12 B AR AEE P de KIS (Sml) fesiik e ik
(5ml) skik, AAEEZE LTI dE, ARELFHTRERR
HF Yo 13 5 69 5K 4 4 s €98 (Wakogel C-300,1g, AR/ F
E=1/2) sidl, XAFF BRI 694644 (b) (19. 8ng, HLF86.5%),

RE 0.41(Z8/FE=1/5, W)

[]?7, -63.7° {C 0.96,&A%),

IR (4h#5) 3360 (OHA=NH) ,1740 (OAc) #21670 (NAC)cm™ ™,

1H-NMR (270MHz, CDCL,)

S5.59 (1H,d,J~, e 9. 2HZ,NH) ,5, 26 (1H,dd. T4, s~1,Js, 6
2.9Hz,5-H),5.21-5,17 (2H,m, 4#26-H) , 5. 00 (1H,dd, Js, »5. 1,7, nm
9.2Hz,7-H) ,2.98%02, 68 (A4 1H,ABq, Jgemd. 8HZ, 2X 2-H) , 2. 14,
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2.12,2.,094922, 00 (&A-3H, 4s, 4Ac),
Y #C1 aH1 oNOG 89 L F 247
T+ % (%) :C51.06,H5.82,N4. 25
S 354F (%) :CS51.61,H5, 82,N4, 20

% #4502

1L- (1,2,4,5/3) -5- 84 -1-2F4-1,2,3,4- R RRTE (L
o (d) #98-AL:

Y54b. A4 (b) (19. 8mg, 0. 0628mmol ) i T 80% a4 DMF K& %% (1ml)
3 pu N\ 2B 45 (30.9mg, 0, 377Tmmol, 65 F), E120°CHA20 BT
B, ¥R ERAMEBRLHTRSE, IHFIGERS AT
(1ml) #8285 ( 0. Sml) ZEtk, FIGFHRASEREE R
(Wakogel C-300 1g, F&ER/F#=1/2) sl iR R ETHE
(424 (c)) (16.0mg 4 %:65,3%), |

A% (c) #9438 5 Lk (C.Uchida, T, Yamagishi#»S, Ogawa,J
.Chem. Soc. ,Perkin Trans,1,1994,589-602) ¥ A& ég—2L,

1A (c) (42.5mg, 0, 109mmol) i F2M#BE T, ARBZER
280 CHt#H2 D AREFMTRE, AR R G A
Dowex SOW-X2 (H,1ml,IMEJK) shib A M3 2] R KR F MR ( 1L
At (d)) (19. Tmg, 4 B : K ik 100%),

REf 0.38 (K/TBE=1/4),

(]33, -3.8° (C 0.98,K),

IR(4h &) 3350 (OHANH,)cm 2,

_25_



1H-NMR (270MHzZ D20, 2/, A ER),

$3.96(1H,dd,J5,28.1,05,44.8Hz,3-H),3.87(1H,dd,J5, 44. 8,
Ja.s7.7Hz,4-H),3,69(1H,d,J,,5 8.1Hz,2-H),3.51(2H,s5,2X6-H),
3,27(1H,d,J4,s7. 7Hz,5-H)

5k #1513

N-[(1R) - (1,2,3,5/4)-2-2F % -2,3,4,5-WH LKL -N -
£ AL (Lo (e) ) 98

Y4k A% (d) (15.3mg, 0. 0854mmol) i5 F 605 Z B A& (1ml) F
AN FE F AR E AR (2341,0.171mm0l,2. 0% &), HHAIDEE |
R RRAMERETREH LFHNGRA Y AEBAEE R
Wakogel C-300,2g, F¥-Z8/F&-1/5) fithmFHage Eai
¥ A BRAL A, B4 A4 (o) (23, 6mg, i &1 88.1%)

Rf 0.41(Z.8/FX=1/2),

[]22, +43.9° (C 1.18,AH),

IR (KBr ¥ ) 3280 (OH#=NH) #21540 (NH) cm™*,

1H-NMR (270MHZ, DL0, A, ER),

$7.38-7.17(SH,m,Ph) ,4.66 (1H,m,1-H),3,.97(1H,dd,J.,s 8.
1,J..s 4.6Hz,5-H),3.87(1H,dd,Js,4 8.4,J4,5 4.6Hz,4-H) , 3,
67(1H,d,J5, . 8.4Hz,3-H),3.38%23, 33 (&4 1H,ABq, Jgenl2. 1 HZ,
2% 6-H), ‘

YE #HC13Hie NaOsSEYAE L HT:

++H.44 (%) :C 49.67,H5.77,N8.91

8% (%):C 49,93,H6,17,N8. 59
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KB

(1S,5R,6S,7S,8R) -6- B F A -3-FARHK-2- & -4- F AKX
[3.3.0]F-3-4%-6,7,8- =& [{t4-4 (L-1L) ] % (1S, 5R, 6S, TR, 8S)
1-BFTA KRR 2 0%-4-RENIK(3.3.0]1F-3-K%-6,7,8-
ZBE (a4 (1-20) ) 896 A

Y144 (e) (23,6mg, 0, 075mmol) 5T A B/ L8 (1.5m1,V/V)
P3N E B (58 (55.2ng, 0. 256mmol , 3L &), EZTEBHH
DI B Rk AR AR LTEFATEASRE, WERER
B AR AFAEREENTRE, IHFHNERH APILC(LE/T
B/ =1/2/4, 8RBT )08, IR TAREIES BFATRI AL
Ay (1-1L)], #XJE MADowex 50W-X2(H™,1ml ,14M&EAK: FEF=1/28)
B EH AR 2] G & Bk e g (1-11) (9. 2mg, 3 1 43, 8%),

Rf 0.22{Z.88/F%=1/2),

[a]28, +50.1° (C 0,15, ¥&),

TR (KBr 2 ) 3430 (OHA»NH) , 1660 (C=N) #21580 (NH) cm' 2,

1H-NMR (270MHz,D.0, &k, AEA),

8 7.26-6.97(5H,m,Ph) ,4.56(1H,dd,J,,s 9.5,01,e 4. 2HZ,
1-H),4.25(1H,d,J.,s 9.5Hz,5-H),4.13(1H,dd,J;,s 4.2,07,a
9.5Hz,8-H),3.67(1H,d,J-.s 9.5Hz,7-H),3.46(2H,s,2X9-H),

YE #C1aH1e N2Os8 A E ST

i+ 4% (%):C 55.71,H5,75,N9, 99

FI64E (%) :C 55.30,H5.81,N9,84

Hok, FFAL-FF LML A % (1-2L) ] 5+ AiDowex  50W
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-X2 (H*,1ml, 14ME K : 508 F BEKiEik =1/28) s LA 45 2| & & B4k
- #44e a4 (1-2L) (L0, 6mg, 4 F: 50, 5%),

RE 0.17(Z.85/F&=1/2),

[a]28%, -27.5° (C 0.26,F&%),

IR (KBr ¥ ) 3420 (OH#=NH) , 1670 (C=N) #1560 (NH) cm™*,

14-NMR (270MHz, D0, 2 &, A ER),

8 7.29-6.97(5H,m,Ph) 4,06 (1H,d,Js,s 5.9Hz,5-H),3.76%=
3,56 (#/~1H,ABq, Jgem 12.5HZ,2X9-H),3.72-3,61(3H,m,6.74=8
-H), |

Y #C1sHie N2OsEILE ST

i+ 4% (%):C 55.71,H5.75,N9.99

$104E (%):C 55.25,H5. 75,N10. 01

LA
‘é’ii@??f&{? 1-464 7 & B FRIESS 245 34545 (1-1D)
#a (1-2D),

% #1506
N-[(1R)-(1,2,3,5/4) -2-2F &£ -2,3,4,5-WHEAFRLL]-N
T RIS R ' o
42 35 FurukawaZ: A [Nippon Kagaku Kaishi(1989),P.822-825]
HFEFRAT I XFEFARBRTE, F=F4580G1, 473, 0.
12mol) s 8 F # (20ml) #= = 7, (41. 8m1, 0. 30mol) P F fm A —5iiL
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5 (7.3ml,0.12mol), AwAZ AL (150ml) &, H R Btk 24 £ -15°CH
e T B (9.9ml,0,10mol) feug f LA (9.7ml, 0, 10mol) , 3¢ F 4,
305405, R Bk R M B0CHBHLIN, REFRARRSW
#—F ek E T B F RS, HRARSHILEFETENR,
& B R AR £ TR 45 £ 44950nL 3 Al 2k (100mL X 5) IR,
AAENEFELH TR, EERLEFEERSGES, FEOR
A i R R A AL, XA AR R ST BB T 87 (6. 349,
Je 55, 0%),

# .:75-76°C (31mmHg) [ (L& 5] A LakBF49#h 2 A476-77 °C
(22mmHg) 1,

Yeib bt (d) (B EAER:) (21.4mg, 0. 119mmol) 5 A T 605 BF
AR (1.5m1) P, REMNATEHE LiE AAREB T (
44441,0.358mmol, 3% &) F ¥ B RAHET RS, 3,5419 )
B2 5, A FIFEE (FP 8240k, 176ml, 1. 43mmol, 125 &) #9745
Fo TE IR M2, RERER BRSHT ARAE
j& (Katayama 60 (% &% %, yKatayama Chemicalii€)8g, 785/ ¥
#=1/3) LT R A WA RITE G € BiRe) T ABIRAT 22 (
35, 2mg, I R & 5ik100%),

Rf 0,36 (ZBF/FH&=1/2),

[a]2*, +38.1° (C 2.06, F&),

IR (KBr } ) 3370 (OH#=NH) #21560 (NH) cm™?,

1H-NMR (270MHz, D20, & &, R &),

S 4.70-4.60(1H,m,1-H),3.95-3.87 (2H,m, 44»5-H) , 3, 67 (1H,d,
Js. 8. 4Hz,3-H)3.40-3, 25 (2H,m,NCH,CH.CHoCH,) ,3.37#93.30 ( &
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AN1H,ABq, Jgemll. 9HZ, 2 X 6-H) ,1.49-1.37 (2H, m, NCH2CH-CH=CHs)
1.29-1.14 (2H,m,NCH.CH.CH,CH,) , 0. 76 (3H,t,J5-,4- 7.3  Hz,
NCH,CH2CHCHa) ,

Y #C11Hao NaOsSESTLE 94T

$HE4E (%) :C 44.88,H7.53,N9.52

S ¥4E (%) :C 44,26,H7.94,N9. 38

& #AF7

(1S,5R,65,7S,6R)-6- 2 F L -3- THEL -2- vE-4-FHEWFK(3
.3.0]%-3-%-6,7,8- =8 [4L&4 (2-1L) | #= (1S,5R, €S, TR, 8S) -1-
£EE I THRA-2- 9%-4-FHENH(3.3.0]F-3-4-6,7,8- = &F
(A4 (2-2L) ] 854 A,

3 f5 534506 P 15 3 69 T A BBk AT & 4 (35, 2mg, 0. 119mmol) &
BT RE/CE(2ml, 1/1, V/V) $HmAKkEH( 77, Ong, 0
.357mmol, 3% &), EEETHBMFRLSM, 6D E, AR
K% (77ng) 9 R AL B30, RERBKABT#FL
iR R T EMmEREE, WERBEARRERSIFRERE, ARK
¥ ¢, 7% (Katayama 60 (% &%, yKatayama Chemicalii£),8g,Z
B/ LB/ FE=1/2/4) 2 BT R E4AH, LTI £TF
2 FHR (444 (2-1L) 1 F ADowex  50W-X2 (H”,1ml, 1AM K : F &%
=1/28) shAiL A R #E 2] & & B Ak e Adh (2-11) (8. 4mg, i & : 23, 1%),

Rf 0.14(Z.BR/ZBF/F#H=1/2/4),

[@]23, +35.2° (c0.41,F &),

IR (KBr ¥ ) 3400 (OHA=NH) , 1655 (C=N) #1555 (NH) cm ™ *,

-30-



1H-NMR (270MHzZ, D20, & &, B ER)

S4.45(1H,dd,J1.s 9.2,J.,4.4Hz,1-H) ,4,18(1H,d,J1,5
9.2Hz,5-H) ,4.02(1H,dd,J,. ¢ 4.4 Jo,s 9.7Hz,8-H),3.63(1H.d,
J.a 9.7Hz,7-H),3. 44423, 39 (#&4~1H,ABq,Jgem 11.7Hz,2X9-H),
3,01 (2H,t,J1-, - 7.0Hz,NCH,CH.CH,CHs),1,41-1, 31 (2H, m, NCH.
CHoCH2CHs) ,1.25-1,11 (2H,m,NCH,CH2CHoCH,)
0.74(3H,t,Js-,4- 7.3Hz,NCH,CH,CH,CH,),

13C-NMR (100MHz ,CD50D, A & TMS)

S 164.89,87.34,82.24,78.57,77.19,67.78,64.23,43.47, ,
32.83,21.01,14.16,

Y AC11H20N20s 89 L FE £#T:

++E 1% (%) :C50, 76,H7.74,N10. 76

314 (%) :C50. 35,H8. 09,N10, 46

Hok AFFL-FF A LS4 (2-2L) ] 3 FDowex S0W-X2
(H,1ml, 14ME K : 505 F B KiE& =1/28) ST 2] & & Blika)
A4 (2-2L) (11, Tmg, 4 F:32.1%),

Rf 0.12(Z88/Z8/FH=1/2/4),

[a]23, +16.7° (c0,58, F&),

IR (KBr 5 ) 3400 (OH#=NH) , 1660 (C=N) #21560 (NH) cm ™ *,

1H-NMR (270MHz,D.0, &%, FEA)

53.97(1H,d,J,,s 6.2Hz,5-H),3.684=3,49 (&4 -1H,ABq,
Jgem 12.5Hz,2X9-H),3.64-3.54(3H,m,6,7#28-H),3.02(2H,t,
J.-,2- 6.8Hz,NCH,CH,CH,CH,) ,1.42-1. 32 (2H, m,NCH.CH,CH.
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CH,),1.26-1.02(2H,m,NCHaeu2CH2CHs) , 0. 74 (3H, £, 057, a- 7.1Hz,
NCH2CH.CH.CHs),

13C.NMR (100MHzZ, CD50D, 2L & , TMS)

§ 163.59,91.02,80.12,75.90,75.16,68.78,63.31,43.49,
32.86,21.05,14,19,

Y #C11Ha0N20s 8 L E 997

i+ F & (%) :C50,76,H7,74,N10. 76

S %{# (%) :C50.41,H8.16,N10,61

#1458
1L-(1,2,4,5/3) 5,J@walh?ﬁgL234%mr HEs (
fe Ay (d-1) 14910 (1,2,4,5/3)-5-TERA-1-£#F4-1,2,3,4- &
BIE R (e (d-2) 1 894 A
WL bedn () (FiB#E ¥R £ 885 51, 8mg, 0. 1331mmol) & 4%
FoMiEs (2ml) PR ESOCH 2N, A EFTRE, AEKR LR
EEMTRGAAFINRLHREERERLEA LS, REREZAR
ME T PEE (1.5m1) P mAS-FiF4a(50.0mg), AEBEF2IH
B, e AN TE (13.241,0,1464mm0l,1. 15 8) FETETHERHAMN
BRAMLINE, TR, AFLEME (26, 4ng,0,3992mmol , 3
%) HERMEE FTHERSHIN, Bidsdd itER BIKA
FRFEAS A, REBERGERR, T AEAEEE ( Wakogel
C-300,29, LBy / FEE /& A5=1/4/12) 9 B R AR ], IAF
4 AFHE ST ARE R b (d-1)], EEFmE—T A
Dowex SOW-X2(H*,1ml)e& M, Ao skA it A1aMak/ Far( 1
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:13) BB R 2| R AR A4 (d-1) (4.2mg, 45110, 9%),

RE 0,47 (12ME84 /2 8=1/8),

[@]?%, -18.5° (c0.21, F&),

IR (KBr ¥ ) 3400 (OH#=NH) ,1620 (NH)cm™*,

1H-NMR (270MHz,D.0, %%, FER)

§3.95(1H,dd,Js, . 4.4,J.,s 6.4Hz,4-H),3.89(1H,dd,
Jo. s 6.0,05,. 4.4Hz,3-H),3.53(1H,d,J=,s 6.0 Hz,2-H),
3.49%03, 43 (/4 1H,ABq, Jgem 11.7Hz,2X 6-H),3.06(1H,d,Ja.s
6.4Hz,5-H) ,2.83-2, 65 (4H,m, NCHoCH,CH-CH;) , 1.42-1.28 (4H, m,
NCH.CH,CH,CH,) ,1,22-1, 08 (¢H,m, NCH.CHACH,
CH.),0.76 (6H,t,J5-,a-7.1Hz, NCH2CH,CH-CHs ),

13C-NMR (100MHz, CD50D, & /& , TMS)

S 84,77,80.28,78.84,78.20,67.12,64,05,53,33, (2C),
31.70(2C),21.58(2C) ,14.50(2C), |

HR-FAB-MS [M+H] *

FIE:292,.2124

++H {4:292,2124

Bk IFEE T & RO E R (1La 4 (d-2) ] Jf JiDowex SOW
X2 (H*,1ml) vAB =T A HIFAL TR A lﬁl#ﬁf%ﬁ#ﬁtmm%
)% a4t (d-2) (4.6mg, 4L F14.7%),

REf 0.43(12M#8k /2 H=1/8),

[a]133, +10,9(c0,23, ¥&F),

IR (KBr 4 ) 3350 (OHA»N) cm™*
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1H-NMR (270MHzZ, D0, & & , /M ER)

S 3.84(1H,dd,Js. . 4.8,J4,s 7.3Hz,4-H),3.78(1H,dd,J=. 5
7.7,3s.4,4.8H2,3-H),3.54(1H,d,J2,> 7,7Hz,2-H),3.42 F 3.
38 (/M 1H,ABq, Jgem 12.3 Hz,2X6-H),2,94(1H,d,Ja,s 7.3HZ,5
“H),2.59-2.41{2H,m,NCH,CH.CH.CHa) , 1. 39-1, 26 (2H, m, NCH2CH>
CH.CHs),1.23-1,12(2H,m,NCH;CH2CH»
CH.),0.75(3H,t,Js-,a-7.1Hz,NCH.CH2CHCHs),

13C-NMR (100MHz ,CD50D, A /# , TMS)
3.25,77.93,76.85,74.,27,565.76,60,75,53.29,33.32,
32,
FAB-MS [M+H] *
A4: 236,1492
F{E: 236.1498

8

1

aI>~

3
21.40,
HR-F
;Z

+

LBk AL

A b &R #6944 (d), (d-1), (d-2) , (1-10), (1-1D),
(1-2L), (1-2D) #= (2-2L) LAF RE £ (ON) N- TAMEFRER
(#:2 AN-B-DNJ) Aoid B R AE A AR S T U8 6 #0558 1,
1) o-EHEFE (X @8, EC 3.2.1.20) [f£H, Halvorson and
I.Ellias,Biochim.Biophys.Acta. 30,28-40, (1958) ¥ A& it ]

FAEA3L (Well) F 3L XA e A& (1 441) , 0, 66mMxT - BEAZ
£ o -D-dbeh FAET AL T A (98 41) ¥ t4ik kA= (0. 4ng/ml) LR T
FlP ehEET R (11 1) AmAT ] B kAr100 21, E3T°CIEFINHE,
i it Am A IMEE B AR (100 4 1) R BT, RERIZE diZBER
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B st - AR EB B RE (Awos)e ATRETEEE (
Aur o) IXAE (1 41) FoBi ik A4 (99 £ 1) A R0 7 X3 R H s
B AR (100 #41) 2 AT ERE, F—F &, A THESLA
F B Aeprn) A (LHL) Btk Ay (98 1) FeBiiik (1 A1) VAR

7 XIEF I mABBRAKERIEFEMNTEAE, FIERITSBH
P AL EAEAKE XA, T otk (KR, M0, IMBeE H 4%
#7534 (DHG. 8, KH.POL FwK HPO 414-) 1E A48 7 1,

IR ik AR B e X AEK B [BF100,50,25,12.5,6,25, - ( M

g/ L) ] TR AE AT EERS0sHFIRE [ICo M ],

2) B - ##% 3% (£4=,EC 3.2.1.21) [fEA.Kobayashi, Agr.Biol
.Chem., 26,203-207(1962) P & #if ]
P XA AR (1£1),0.33mMed - A AR A B -D- kA HE

4% % F P gk (98 £21) Fe (0. 4mg/ml) BE 225 78 R P 898k (LA 1)
SIANBALF F R EARAL00 4], A3TCRFLASHHE  ANIMEK
B AR (100 £1) Pak R B, RBRE diZBE R B 6% - 76
EEBEEIE (Asos)e ATHREHATEAREAE Ae o) ZERMF(L

1) Ao i%Be1E A 4 (99 £ 1) vABIAE 77 X3& 7 - mABRBR 4K & ( 100
L) EE T RAE, F—F &, ﬁTﬁédﬂtbﬂi&(Amb) 7I<
(121) ,Z87E A 4h (98 £ 1) A gk (LU L) AR X3EF
N AR (100 £ 1) e F A BB, 42 A0, 1Ma§£££7+«e~&
(pH 5.0, WNaOACAACOH#|&) AL T M, M5 o - #EFEatE
LT R BIEF ik AL ICso,
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) o -¥3L4s3# (E.Coli. EC.3,2.1.22) [&H, Suzuki,S-C. Li

and Y-T.Li,J.Biol.Chem.,245, 781-786(1970) ¥ F it ]
Joda—FU% I NIRREARRR (1 41) ] (T4 £1) 9. 9mMsf

FEE A o -D-abehF B FE AL A R T AR ( 20#1)7?0(50#
g/ml) B A P a9k (S 1) R B BkArL00 4], EEE( 20-
30°C) 32 P RRA- WIS 4P B, fa 0.2M A0 BR 3 2% # F(pH 9.8,
NaOH#wH,BO. %1%, 1004 1) PlL R B, AREAE §iLEER LT
s R E AR AE (Baos), HERAF(LLL), ZEEERM (204 1)
m?%fume-&wwl)uﬂﬁéﬁf,\w; Hu0.2M BB 4 FIE

(00U EERERAAEFRITGEAE A ), A7 . VA
RAes 7 XIEEAR(LLL) g8 1E Rdn (20 41)  RE TR (T4 4 1)
FoigEsiRi (S ML) S AATL AR, 45 FIA R (1004 1) i AR A A
BB R E (Aeper). 42 0. IMBERS 342 M5 (DH 6.5, &
KH,PO.A°K,HPO, #|4-) ¥F ABE BB 4% i Hl, A B E o - FHEFER L
TH RGBT A ALICse

B - ¥ #l# 38 (E.Coli,EC.3.2.1.23] [£ G. R, Graven, E.
Steers,Jr.and C.B.Anfinsen,J,Biol,Chem.,240 , 2468- 2477/
1965) ¥ A #i4 ]

B AL Gl NRAE AR (241) &P A (153 41) , 20mMAR -
FAFE AR -D-wdF LT AL T M T e (2541) ,100mM 2
é*uﬁ»m?(loﬂl)#(lﬂﬂg/ml %E%&ﬁd?éﬁﬁi&(m#l)ﬁﬁ]é
HRAR200 41, TR (20-30°C) FIF 05475, MR ZEE R LB
6 4%- T A R B TR (Aaos), WA m#a&fi&ﬁ%&#(zw,
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GEEE RS (25 41) EE R (1634 1) F2- 30 X 87 (L0£1) , 38
EMEERERINTOQRAE Qe ). A—F &, ARFHF X
EER(2£1), FEEERM (251)), HEFEE (15341), 2- &
R B (10 41) FeizBligik (L0 1) 5 R E B AR F B LB A
(Angre) . 4% JASOMMEESS 248 Ak (PH 7.3, §KHPO AKouro o]
%-,41.3mM MoCL,) tEABER RN K, w5 A -HBFHHALT
B i #5 B AE7 X A2 ICso,

5) B-%24E5as (45F,EC 3.2,1.23) [£T. Aoyagi, T.Hazato,M
.Kumagai,M.Hamada,T,Takeuchi and H. Umezawa,J.Antibiot.,
28,1006-1008 (1975) ¥ A& #ik |

FHAFLE IR (241) , 8 H] (158 £1) , 20mM4TR -
FEEEE R -D-abvdF AT AL FH P 5K (2541) ,100m4 2-
%ﬁeaﬁ-(mﬂl ﬁra(Smg/ml VB AE R ATk (S 1) B B4k
#7200 41, ETiB(20-30°C) I F 30545, AL EEER BB AR
- P A RE B (Auos), ARBREYF RIEFIZAAE(2L41) 48
YR (25 141) , B PRk (1634 1) Ao2-30 A B3 (L0 £ 1) i & m)
REARERINTHEAE Axg), A—F @ ARFFREFTK(2

1), ZEEE A (2541) %5 Ak (158 41) ,2- IR L BE (10 41)

Foiglrak (S11) AT RAEFIMNILE K Aerre), 50mMM
Bisg 3 4% PSR (DHT. 3, dyKHLPO AwKHPO. H) 4, 4-F 1. 3mM MgCl,)
BAYEZSER REFF, - FET8ET RGNS XAL
ICso,

ERIFHHETS

-37-



%\ 1:ICs0o (M)

feddp  o-WMERH MBS o-FIBWs BRI B-FiliEves

(& & &%) (F4=) (E.coli) 55 (4 57)
(E.coli)

d 4.02X10°7  2.93X10°S - - 3.63X10°*
1-1D  2.32X10°° - . - 3.00X10°°
1-1L  2.93X10°° - . - 1.53X10°%
1-2D  9.99X10°7 . : - 1.89X10°S
1-2L 5.0X10°%2 . . - 5,17X10°®
2-2L 7.0X 107 %%

d-1 '5,0X10°7  1,3X10°%
d-2 1,7X16°®  3,0X10°°
DNJ 9.19X10°%  1.47X10°*

N-B-DNJ  8.0X10°5 5.0%10°*
&R 5.0X10°* 9.9X10"°
) -i&i3,.0X107°M

e RME

fo bR G4 A (d) (ROEFEMERER) , (d-1) F= (d-2) Fo5A
FeBRAL S5 [Bp4bA-4% (1-1L), (1-1D), (1-2L), (1-2D) #= (2-2L) ] 89K
KM o - BT HER HAKET AL E6910%-2X
10°4%, RO HatT o - FBHER 5 A A, It
LESAFRRA S IAE S FRRA R SOHERFE Y,
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B- iEM, XRVUCSMALEFTHAGLES,  IHEEARS
(participates in) FAR4E&91Lady (1-11) HRAZRS 56
fe A% (1-2L) Z B M 4)iE e @ eI bei KRR B — 1L 54 i el g
—t, E-FEREEAAETEH OB LG RLLFRBEAR T
e SRS AT AL, B, BEALFIIAEL
TREERFHLSM (e a, B -kEh, REI-FL BER
KA ALK b F R IR,

EIHE 2

LA T IRE 6540 A4 (d), (1-2L) A= (2-2L) Bk
EBEBEAN-TANAF AT ZRE S o - HBFHIGHFIEHE,

#%3E1.Neverova® AfZAnal.Biochem.,222,190-196(1994) ¥
HrEREALTRAG Q- HBEFEL (K aEE) P LBEERD (
& -D-Glc 1—>2Q -D-Glcl—>3 @ -D-Gle-0(CHa) sCOOCH,),

R #RPTE 6 7 AT T @R,

B REB BB LLH Q- HBETHRINETERMNESH L
X Aess1E A4 (2 -D-Glel—>2 0 -D-Glc1—3 -D-Glc-0( CHz) «
COOCH,) 94 % F, E3T°CEFLINE, GE Al 25M= B3 1L
% Mgk (pH7.6,25 4 1) PuER B, AEBWHER EEAHIFS R
E3EE NS0 L LR E R [BIT R ISR & AR LE
(5%#43/ %4, Sigmat =) AR LB (140 5 Br£4%, Sigma
A ) Ao dR-BE () B A B sl (40 £ g/ml) 84 = 3EE kg
K% (404g/ml) (pH7.2)], RE, E3T°CRFZRSHI0 4 RE
ERAEARARN—TRE, RERE b KRR B A RAL 4T
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B (=) AR IE (Aaso-ss0), EA EEEREAZBEA
HEF R LA EE AR LB AT S, A EER M
3% ik pa N B O 4k B 44D- R BT SR F ARG HEE AL
B REMBRAED- HEBRE PR LEZAGL R, R AEBANIL
¥ RARE—RE,

b a2 AR R SR B E (0.25-4. 0omM) A FeiXARR R
6 E A S EAES  HIC ML ATH, RIELXD-HABRE S
BHREZFAGLEE AL ELEXMN YT o - §BTHOBRNENE
Ve AR e R BB, KREHFHOLRATEN, RERBEF
#F #9Kn{E # K1,

Rtk TiX s R, W 2HT, AL ARG hips o -FHE
FEIEER, BNZT. 8 H(2-2L) EERFETS5LEHMR
FFFE R ARHIVIE A 64N- TR M EBFRE F4ark, BERFTEL
Ay (2-2L) d4E AERHIVIX ],

_R 2
£ & Ki (4M)
d 300
1-2L 51
2-2L 4.2
N-TABREFAEE 3.6
o A R 1500
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5% B 5k 564543

SRR IBAT A ATHIVE A 9 3 4)1E A (HIVF Feille) :

i@ it B ALE§ S fuik #4408 (PBMC) s & F AR Ie A KK
BR A A4 S HIV P Foid b,

¥ £ E 5P 1569454 (d) , (1-1L), (1-2L) F= (2-2L) &b
BALAN- T A BT AEE (R AN-IDNT) N- TEAMEFAE
& (#RZ AN-B-DNJ) , i 4 e A & UM (AZT) E ARAE 40 F
#0.14mAel UM, HTCIDs010018 & (P FALIBRBENE) &9
HIVia B RE EITCRF 04, WRAMHBESFLIXLILE
5 1 gk do 308 £ (PHA) 551K T 24/ B} #9PBMC#9EppendoTf S ¥,
F37°CASB £ 260447, FAPHA #9iEib2ifiit £ pMA-RFEF
PBMCZ4/NEF AT, i RIS RR i S- A B ik (2mM) , R FE )
10% 5 HEM dnid,0.01% PHA(Difcod =), LINFQ ik (50243/ £
4, M Cosmobio JWaAR) , FrEF 50245/ EH) s T4 (50 4g/ml)
AANEIRPMI 1640 F #1449, APBSHAZARZE HiE@mEE
FAEIMGEKNRAT REREFRBEETE (A- 5 Nunc,
Roskilde,Denmark) 3E F7X, ZA KM ML BTHS BB 21
M), %k EWLOSAHE i Tamae 2 KB F (IL-2) (40F43/ £ ,
#yShicnogi & Co.,Ltd, % /), INFQ -$ifk (5024%/EFH . A
Cosmobiol#¥) , HE & (50#£43/EH) P& EE (504g/ml) e
RPMI1640% %464, K& FHIV-1 p244% BELISA (Dinabot & /) @l
# b B d 4 e9HIV [T, Inmunol. , 142,4248-4255(1989);7.
Immunol. ,148,2175-2180 (1992) 1 5f A4l R (%) F 7 XAFATHIV &
A 3 FE A,
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AT & AeiX I e HI Vi R @ it CL 22 A5 £ g/ml PHAGEAL T TR
PBMC 5 8 ATCIDs61004% #9HI Ve | H9/HTLV- III wo . AIDS
Research and Reference Reagent Program,NIH, Rockvill,
MD) 3 TR MRS LB E R mn Rl &0 i E A R E
-130°CAR 4, JFIPHASE 1L 64 PBMCiE & ZHIVameh 0 A E & £+
TCIDso, -

Bigh ik TIXBER, ALRRFENSEGHAERL, €1
VAL UM AZTH P RIE AR A TOSH B B 493412 (%) R T,
S B 1T, AL LS A HHIVIE K,

E I 344

AT RIS A HEIVEL Y miaiee (BRERER) &
HHRER:

@144 10° MoltdsmAg £ 10°Molt4/HIV-IIIB A& R ¥ &
R Ao A T AP 45 B 694 A 4 (1-2L), (2-2L) . (d) , {d-2) #= (d-1)
B b AL AN -NDNT, N-B-DNJAoAZT A4E 54, £ & #0. 14nfel £m,
BEREIR, AL FPHEANE-NRAABTESRE (2) , &
% E G 10% I HEM fuiE , L (503243 /B4 #E4 (S0mg/ml) Fu
A ZE|REMIL6400 R F #1449, TAETR B Moltdsmie 5 FIAAKE 4
Molt4/HIV-III B#mfeiAH E3TCEF 24N, REASEHS
M. (Coulter#lit) AT M R + R e, HERLL20/4ne)m
Jo AR A i R AT A E deit, XAFRNE A AR
B E mie) 9 FE (%),

Bothh TiX e R, YALRETHHE (%), BT 2K
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B {L A4 A SLHIVIE

5 1 5 36 45(5

Yog A28, CHER T AL ey s4p (d), (1-1L0), (1-2L),
(2-2L), (d-1) #= (d-2) G e L A WHERGHATF AT R /0L, £
HAEE R - FAEFE GBS, 300, 84 (1-10), (1
2L, e (2-2L) 5 B - FE A B REN, RAIBNSHR
st o - AT A E AR A, b A E sy GaAs Rl
Tix sk i,

&£ 7 20mMAL A4 (d) KIS, 10mMik A4 (1-1L) /£50%DMSO
35 e A2 10mMAL &4 (1-2L) ZE50%DMSO Y 4253 , 44 F A AF SR EiX

4% B12- 3645 (3.8 FF E& /3L, Corning 4 &), #£37 °C,
5% CO,. A A2XL10%mM/ £/ ILEHT, £2H LOSEHER /&
(FCS) #9Dulbeccof tt éyEagle /i (HGibcoE B % 4 &) ¥ 32 F B16
EEmm, 240 B BN A A HEAXAE4Dulbecco Bty
Fagle/MFiE#, ARMFHTagRF2 o, KREBidRA
EDTAMK 25 i 28 0, FIPBS7u A 0. 3%4 d TRk k6 AR AL iZm
B HEER,

Yo E 3BT, AR TR E RSB RNE A RE S mieat, 1L
At (1-2L) £ £ EFHAS0% O - Fj 48537 #Kk B (ICso) $910000 43
RETLEAETH@meEE, XEBAHCTUARAERELTENS
#, |
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e feo- i B (M)
100 50 10 5
d - - - -
1-1L : i i
1-2L . i .

BT A0 3SR BIEREE AL GFEF (P01 100%),
+:25%, = :50%, —:>95%.

R o Zi#mbit 5 AL ARG TRT FRETRALA, 21
BRAREERRARTREFKE EHRAEENERTHE
Frac ik Fa i, |
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