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BR, MEFAEXNTHREANLFRALEYN, L5427
ERRAERNAAGAEN, EISEARSEXORGFAS
RAH. CBAENIABRRABARNBLS B FoR B,
i, BEEBEBBLEERRGEER, #Hio, ABLSH>
S ETEHE, BRALSHFLATENRaBHER. EXFRAL
T FEFA—HBEVGRABARIRALAXES KR #
3,

Ril, CRESOBAFLELAARITURE, FHHH
HEhE®, RHR, BESABIFEXMRET LRV AN RE
FRMGHEBRAKA, A4 2R, o BREAHBEBREARE
Wk AGmE, £ ALDiabetologia, Vol.28, p.119(1985)
, Diabetes Care, Vol.13, p.610(1990), HF 5. H, #AiL
e, L GmER M (self-exacerbating cycle)
N RABRABAOAGRERFRATHE.

HERBRAG —FFk, LERBIATHHHBAE
HRBE PR LB REETN.

REFZ—FHBX, RALTHFEALY (o, 2%, #
FOGAREY. Rif, AABEAHAN - HHBLBEHK
(co-transporter) ¥ —FIFHH, FLEEARRAZLETFHARYE
MBRERT, AAREAFAFTIRTEBER 4 2t
MABANREAOL BRI EHNER. ATHRAFHINH
A, BAHEXETEHRBEF AT EAREE, SBEARFH
MaBREAERE A AZHEEST KIS, BRAS G R A
WA ERHEF (B RJournal of Clinical Investigation,
Vol. 79, p.1510(1987), Vol.80, p.1037(1987), Val. 87,



p. 561 (1991) F1.

K, EREFACRFIXLHN, EPHXESBEKE
B ABARELE, CRABLFOHFRE, db, HB K
REFFEXIMMETFREAFGABERERNESH. B s
, L RAE, RAFOBFOE, RARNE —FHB LY
TRV EHMBEAIK (2 facilitated diffusion-type
glucose transporter)., Hit, XA KX EBPHAHBEAAET
M (£ LStroke, Vol. 14, p.388(1983)]1. B, ¥EHLAHE
EEQESHBE T A RA B, &b, REFHAEKAEHS
RBARGBLER.
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A, BB ALEAEAR Fld, Co oI HRBE KARR-
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-(oa-D-rh W AE)-B-D-shHMA.

AEAVGA RSP EREALSHERX(TIILESH
, R PIRERT, OYRKAHRBELNLE, 1£2,3-=-0
- (AR RBE)-B-D-hm A, 2,3-=-0- RBRR-K
BERBE)-B-D- bW ME, 6-0-(Co_20-#KBE)-B-D-
o A, 6-0- RARR-KARREE)-B-D-wrh i RE
H6-0-EFTHBmE-B-D-kwpif A .

AEPH BB P ERENALAGHLABHEZRAX[] 165148
EP L XREAR T .OYRKABRBALRLE, I22,3-=-0-(
BB REBEE)-B-D-hepg A, HHLireg£2-12,3-=
0- (KB BREBE)-B-D-bek KK (glucopyranosyloxy) -
B’ -2K-3--XHF [blekh X)) XARP2 -(2,3-=-0- KA
BRHREE)-B-D-Rep W BAER]-6 - (KAKEBAK)-3-(5
-E I [(blrk X)X HMA.

AEAHEARTAD ([ | TRELRIBHFLTERLY
U BARTEAEA. d¥HFLTRLHAETAIRER L,
¥

FAEPHALGHI]T I XA HBHFETRELHERT AR
LT UAEREBIXLH, A5 AEHHZ2LETERLYN, E4H0
BRAEBELBYEAARBFHN AR BEBHAHNBX R
REBELYE. MASEDZLETRELCHILAIAFBEHNTAR
s Blde, BeH (b, BRX, MEaHWHE, AR, LEAESH,
HEEKR, RLERSE, ¥), BBH (, L, B,
ERRES, BB, LABE, FEA%, F), BHEM (I,
B, R4, RL_8, #5, F), iRH (, 54
FEH, F), BRAHN (o, +BAE8H, F), FF.
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W, Bk, EFRk, AMNF. SUEHEBXLEN, XTEH
BEMNTUARAKBREGEZRANKXBRBEZSN, FREAALHE
&, NHBAKRERF.

AEAARSH [ IGAETHER. €. EERH, 2
BEUARBEARFAAR, 2EC RN —&AE0. 1£100ng
[kg/ R LB A, Kt E1E40ng/kg/ RALERN. AEHLH
BEALT, REAALSHITI I8 A A0 01550mg/kg/ X8 72
BA,Ki&AE0 1£10mg/kg/ KB R.

AEARHEANEH (I XA LEHEH S ITREHETUE
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M, EXAERHEART. EEMNTHABALERES.
EEBAEERREE T, BANTURZEMTERGBLA,
12k 425, 6 -8, 1L éh, 5.
EHELEENHHERREY, 2B NI TUR ST
BRARGEIE—FLB ALY, RLANITELRHNLE
EH, Hldo, LA (sodium tellurium hydride, NaTeH)
» ERAMPESynthesis, p. 545(1978) PAF M FkH &8, 3t
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s AN, i KEAKAR (b, =28, —FRAZA
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EP A RERPHER L AR LR AAMANE L, T
it de T ¥R

) BEFRAXGL4H (MIAEHE80R8KH, 4
o 15 49 15 #) (‘ﬁﬂ,Eiﬁ'ﬁx)‘i’,%iﬁﬁﬁliﬁ;?%?&ﬁiﬁﬁ
TEALGH W], AP A MEPRATURLETALRIA
» BRPEABBEFANG Sk +%, b St £
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‘P,%ﬁ;&#{tﬁiibﬁ%i&ﬁéﬁﬁ‘ﬂiiﬁﬁ:ﬁ%iﬁéﬁiﬁﬁl (F,
RE)F . EAEARBGERGESBT, USRI EH1
M, THER, - XTHRBETFEE R 4.

AXPAHRENRSHIVITi) HJournal of Medicinal
and Pharmaceutical Chemistry, Vol.5, p.1054(1962) w4
T FE, #ld, 82,60 -_RAEXL®ME2,3,4,6-w-0- 28
E-c- DR ABARALEEENNKRERGES, wELE, B
RYBERE; XiD)H,60-—A£28M52,3,4,6-w-0-2
BE-o-D-wbom A ALK 3,6-Z-0-28%-4-0-(2, 3,4, 6
"H-0-ZBA-c Db HRE)--D- RRTRLLARE S
MTRERT K BARL S, Awibs, ERPRELE
&

EAZHHAABRRAEES P, B RERZ
4E£€1£64\&ﬁ%éﬁﬁﬁﬁ.iﬁﬁi£, it EA1E 4N B
RF, #ld, PEA, ZRE, ARL, FRALK, THA,
FTERE RTEE, £,

MEHCa 2o B RBARELAA2E AR THASR R
RRBEE, v, Z8E, ARL, FASL, THA, 2-74
ABA, KBA, REABL, ABBRLE, AIZRL, Sae
A, BlEBE, ¥F.

ErROBEESELP, BRAERBEERBEA1ZEARE
T REAA2ESANABRFH AR K I B BBL.

A& B-D-Reh W BRELA w FTEIXGLH

HO

OoH

HO
OH
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ik th4-0-o -D-wh H#A)-B-D- ok AMALA v Fil X
=R R

HO HO
@) O
OH OH
HO ©
OH OH
3
LR XEOEBIHER
7ok

BESD- KA (HHIESAN, 6AH) USSR KR
Lo#Ek (AE;100mg/kg) . RIS HiE&Z1A100mg/5ml
M ERXE LSS (FRERABGHESBIREEE) PIA
Tween 80 (Nacalai Tesque, Ltd., Japan, B&RE: 0.5%
KER) H &85, stEMM0. 5% Tween 80KE# (5ml/kg) K &
RBReH. XEAPHNLERBEHEF, FAZRRLAH
LHIEREUINOR, MERAGARZE, BAB LB
R, RAHB S (Apee Co., Ltd )M EAEBEE. M2
AFRAAR @D A2 RBSbe S5, LABRE (ng/nl)
» REAE, FRATR Amg/24/0 0 /200gk . BE27 FALP
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x 1

WA 4 ARE "V
(%4 F) (mg/24 hr/200 g)
1 591 % 105
3 140 + 10
4 461 + 29
5*2 326.7 + 43.2
6 1281.9 +137.2
T 1198.8 +102.2
8 582.6 +18.0
9 719.9 +45.0
11 687.6 +47.9
13 727.7 +87.5
14 516.0 +9.4
15 235.8 +20. 4
16 412.6 +33.1
17 331.3 +39.3
& 12.7 +6.9
*TH 2.5 +1.3

1) MM+ AEEE
«2) BREBHKAERBRLLS B
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ITRERFRREAY, FEANHERRNAEDIIIZFH
BTHRESFHILEINEHEBTHER.

% 3% 4

ATEEFPREEHATE S @Bt AREH, LRHK
AR E MR

% %4 1

®2-(2,3,4,6-9-0-Z8E-8B-D- kb FHWMAR) -6’ -&
AX ¥ (965mg) . K [blekvh-5-F & (benzo[blfuran-5
-carbaldehyde) (350mg) e Z 8 (10n1) 9 RAH P H 5054 £,
RHEKER Onl), AR EREWTERILAR. ROBEALR
ZEHN, ARG PRk falt. BHERLY, FREARE
c REAKAHTRIGE KT F, AR LB LEER. AW
AMERKGEE. T8, BEASETEMN, 4542 -8-D-%
MABEE-0-BA-3-G-RA DA E2E. 5 Hm
NEZE (1) P EMLARERT (HERLITL A H (383
mg) fe S MAH 2T0m) F&-80), FREROMWETRTAS
2508, BEREY, HFEBLRA T hAAZLBELE. B
e, WEAWE, Ak, TR, 240 +548. &Y
BRBRBRAEEENL, FHY-(B-D-wwmEHAL) -6 -2 4
-3-(5-FJF (bl okwh ) - K A8 (480mg) .

NMR (DMSO-dg) &: 3.00 (2H, t, J=7.5 Hz), 3.1-3.4 (6H, m), 3.47 (1H, m),

3.71 (1H, ddd, J=1.7, 5.1, 11.4 Hz), 4.56 (1H, t, J=5.7 Hz), 4.93 (1H, d, J=7.4
Hz), 5.03 (1H, d, J=5.2 Hz), 5.10 (1H, d, J=4.6 Hz), 5.25 (1H, d, J=5.3 Hz), 6.55
(1H, d, J=8.2 Hz), 6.68 (1H, d, J=7.8 Hz), 6.87 (1H, dd, J=1.0, 3.2 Hz), 7.21 (1H,
dd, J=1.8, 8.5 Hz), 7.24 (1H, t, J=8.3 Hz), 7.46 (1H. d. J=8.5 Hz), 7.53 (1H, d,
J=1.3 Hz), 7.92 (1H, d, J=2.2 Hz), 10.98 (1H, s)

FABMS (m/z): 467 [(M+Na)*]

7 4] 2
12 -(2,3,4,6-9-0-Z8A-B-D- o HWEL)-6 -2

- 16 -



AXLHE(1600mg) . X5 [blrekog-5-F & (545mp) 7w 2 8 (15ml
VRSB T R0 E RALHKER (16n]), $BROHTR
BALA. EXAETRAMRLR 10%5 X508 (303mg) £ %
REeMBELRE. BEBMALHN, BRRBERE. RGBT i
AFERPR, BARSH. SRKEKRE, EXRDHFTAL%
EBBL, RLBLEER. HAGAENEA KL LR, T8,
EEREBZN. AEHRERES #HshL, #F2-(B-D-Hw
MREK)E -2XE-3-(6-KHF(b]lkwh X HM (982mg) . Wi
HEMRAE EAGLIHLESY.

% & 4] 3

ARl ZAG 1HE 6 5 XL22 -(2,3,4,6-9-0-Z 84 -
B-D-te M BMEKL-6-2L-K2Z8 (1268mg) o B H-5-Faz
(911mg), A 2|42 - (B -D- R W MHMAL) -6 -2 K-3-5-%H#
(blekwa) XZ 8. ZHEMR T ZE Q0ml) &= 2% 2nl) & RL>
BT, FREARSBEXLETARLIBE - (0. 5g) 1L &
. BREBRMKN, BHABLERE. AREH P A LB LER
R, FEHBEREH. LEANE, AAFBBR EAKRERSE
&, TR, ZA%:5H. REHAEG-FAsAL, #34
BARABLRKE. F T8, kB2 -(B-D- ¥ HEL) -6 -
2E-3-(2,8-=4-5-%5F [blekwh) £ 5 H (920mg) .

NMR (DMSO-dg) 8: 3.03 (2H, t, J=7.3 Hz), 8.1-3.4 (6H, m), 8.47 (1H, m),
3.71 (1H, ddd, J=1.5, 5.1, 11.7 Hz), 4.56 (1H, t, J=5.7 Hz), 4 93 (1H, d, J=7.3
Hz), 5.03 (1H, d, J=5.1 Hz), 5.10 (1H, d, J=4.4 Hz), 5.26 (1H, d, J=5.1 Hz), 6.55
(1H, d, J=8.1 Hz), 6.69 (1H, d, J=8.1 Hz), 7.26 (1H, t, J=8.1 Hz), 7.29 (1H, dd,
J=1.5, 8.8 Hz), 7.38 (1H, dd, J=0.7, 5.5 Hz), 7.70 (1H, d, J=5.5 Hz), 7.76 (1H, d,
J=0.7 Hz), 7.87 (1H, d, J=8.1 Hz), 11.01 (1H, s)

FABMS (m/z): 483 [(M+Na)+]
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L 7 ) 4
AEZAFIBRBFAIALERE R LS M, £ -
(B-D-stwg M WEL) -6 -FA-3-G6-XHF (b EHR) XFSW

NMR (DMSO-dg) 8: 3.03 (2H, t, J=7.3 Hz), 3.1-3.4 (6H, m), 3.47 (1H, m),

3.71 (1H, ddd, J=1.5, 5.1, 11.7 Hz), 4.56 (1H, t, J=5.7 Hz), 4 93 (1H, d, J=7.3
Hz), 5.03 (1H, d, J=5.1 Hz), 5.10 (1H, d,J=4.4 Hz), 5.26 (1H, d, J=5.1 Hz), 6.55
(1H, d, J=8.1 Hz), 6.69 (1H, d, J=8.1 Hz), 7.26 (1H, 1, J=8.1 Hz), 7.29 (1H, dd,
J=1.5, 8.8 Hz), 7.38 (1H, dd, J=0.7, 5.5 Hz), 7.70 (1H, d, J=5.5 Hz), 7.76 (1H. d.
J=0.7 Hz), 7.87 (1H, d, J=8.1 Hz), 11.01 (1H, s)

" FABMS (m/2): 483 [(M+Na)*]

%5

(1) ¥56-i2 —~ & ?-1-8 (6-bromoindan-1-0l) (3. 01g) #=
ZEA (1L T8) BB T AFHE Goml) P, EERLAp-¥F
XRBREAH1T8mg), RABERTHHEL 5. EERA
RAEBEALE TR FELAREEN. AEHAEEES
#EHN AR/ LELE i, -2 -1 -wERMEA—S
¢ % (6 - bromo—1— tetrahydropyranyloxyindane) (4, 10g) .

MS (m/z): 296, 298 (M") |

(2) ¥ ve S rkvd (3ml) #6945 (228mp) ok Bmg) W RO B A&
BARTRAZC, HETEOLT Hnw &kod (5ml) 846
~BR-1-wEARBAE ST, mE, OCTHBELIIH.
BkAFFT AL PHe _FEAFEE 95ng) W EtvhiEi
(2ml), FRERSHEKAF FTRELIN. BESRMAK
-~ LERSHT ALBEIRER. ERAAKER, TR #
EEAMREEHN. AEHBABKEE #E BEHN: OB/ L8 ZE
L, Bl - wE R R L SN YH -6 & (carbaldehyde)
(1081mg) - :

MS (m/z): 246 (M%)
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B LA IBRGFXLED - (2,3,4,6-w9-0 -
L&A - B-D-wmABEL) -6 -BEX-FXLBfl - O
S B A -GG -6- F&, A2 - (B-D - ads
fA)-6-FRA-3-(1-wELMAEXA-_EHF -6-H£) X
A .

FABMS (m/z): 567 [ (M+N.) 7]

4)4%2 - (B-D-kp /AR -6 -FEK-3-01 -
WA EAR —ALF-6-K) FAHEE (1160mg) HER AR
(10m) F, AR FTRALEE (1.63g), TR THRALA. %A
AuRS bR, REHERTLBRLEY, ARk, T
B, FELALFEHN B2 - (2,3, 4,6-w-0-ZBE- B -
D-keh M BEL) -6 - ZHREL-3- (1 - wWEARHEL=
St —6- &) XH8 (1438mg) . HAHERAE L (20m]) F,
wWaEw (1n) oK Gu)@ RSP HBERESH. KEH
WE, MAE, TH, #E£A%ZTEHN. AEGHAEKESE
#ER: /AWM ik, FH2 - (2,3,4,6-W9-0- T8
EA-B-D-HLAL) -6 -ZHEL-3-(1 - X
A -6- %) XAE (1071mg) .

FABMS (m/z): 693 [ (M+N,) "]

(5)%2 — (2,3,4,6-9-0-Z%A-B-D -k & 48
A -6 -LBELA-3- 1-BREA S -6-K)EXAFN
(1064mg) . FE M Foieg B0ml) ¥, FE@E P AT EREHEL
(150mg), BALHIFCTHRELAR. AERLSHPRALFTER
HAEBEE (150mg), FRERSIEALR. REHAL L R,
REMmETLHRLEY. RA0HMA K% TR ALA%:E
. ARG AAEBKEBEE & (EN: G/ 2HRTE) LKL, {2
- (2,3,4,6-wW-0-ZBE-B-D-tsWBAL) -6 -
A -3-(HF-6-K)KABEH - (2,3, 4,6-W9-0 - ZH%
A-B-D-HABER) -6 -FBXA-3-(F-5-K) XA
B (1:1) (676mg) .
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FABMS (m/z): 633[ (M+N.) *]

6)3%2 - (2,3, 4,6-9-0-ZBEA-B-D —wh# 1
FR)-6-FA-3- (H-6-R)EXARMY - (2,3,4,6 —
W-0-Z&E-BP-D-wtwh A BAL) -6 -BEL-3-(#
—5-RA)EXRFEHRLSY 6mp) ERTF&E Qonl) P, Hh
EdmAEBA (1g oK (0.2m]), RAH T FTHELM,
BERAEKSEHRTHIO SUhBETF, FOAAPRAZRLE,
KHERGH, KEAME. GAMERAKLE, FB XX
BEEMN. REDARKEE# (EHN: K6/ 78) 4k, #
|2 - (B-D-bwhHBER) -6 - BEX-3-(F- 6-4&)
XARAPY - (B-D-h @ BAR) -6 -LEX-3-(H-5
- X)) ERHE(:1) (441mp) .

NMR (DMSO-dg) &: 2.94 (2Hx2, t, J=7.5 Hz), 3.1-3.4 (8Hx2, m), 3.46
(1Hx2, m), 3.70 (1Hx2, ddd, J=1.9, 5.3, 11.7 Hz), 4.55 (1Hx2, t, J=5.4 Hz), 4.93
(1Hx2, d, J=7.2 Hz), 5.02 (1Hx2, d, J=5.2 Hz), 5.09 (1Hx2, d, J=4.7 Hz), 5.22
(1Hx2, d, J=5.1 Hz), 6.53 (1H, dt, J=5.5, 2.0 Hz), 6.55 (1Hx2, d, J=8.4 Hz), 6.58
(1H, dt, J=5.5, 2.0 Hz), 6.68 {1Hx2, d, J=8.1 Hz), 6.88 (1Hx2, m), 7.07 (1H, dd,
J=1.5, 7.6 Hz), 7.14 (1H, dd, J=1.5, 7.8 Hz), 7.25 (1Hx2, t, J=8.3 Hz), 7.29 (1H,

d, J=8.0 Hz), 7.31 (1H, s), 7.36 (1H, d, J=7.6 Hz), 7.39 (1H, s), 11.02 (1Hx2, s)

FABMS (m/s): 465 [(M+Na)*]

% 3 4 6

@2 - (B-D-h WAL -6 -2X-3-(6 -
A [(blekwh) KRR L4 o — TR Bnl) 4 RALH P oA
AP B _9P X Z %K (benzaldehyde dimethyl mcetal) (3. 04g)
Fost ¥R (0.19g), WERLCHATE THBELIME., AX
URSHBEEHN, AYBERTLELEY. AMEAKK
%, TR, RA%FEN. AEHALKELEE (BN R/
PR, FH2 - (4,6-0-XBFEX-B-D —-wkugEiE
A -6 -BX-3-(5-XKF[blekwh X)X KR (5. 848) .
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NMR (DMSO-dg) &: 3.00 (2H, t, J=7.6 Hz), 3.2-3.4 (6H, m), 3.5-3.6 (1H,

m), 4,20 (1H, 1, J=5.1 Hz), 5.17 (1H, d, J=7.7 Hz), 5.47 (1H, d, J=5.2 Hz), 5.58
(1H, 5), 5.59 (1H, d, J=5.8 Hz), 6.57 (1H, d, J=8.1 Ha), 6.72 (1H, d, J=8.1 Hz),
6.89 (1H, dd, J=1.0, 2.2 Hz), 7.21 (1H, dd, J=1.9, 8.5 Hz), 7.25 (1H, 1, J-83Hz)
7.35-7.55 (7H, m),.7.94 (1H, d, J=2.2Hz), 10.82 (1H, s)

FABMS (m/z): 555 [(M+Na)+]

(20452 - 4, 6-0-XBFE-B-D-ikwg HBELR) -
6’ — R E-3- (65— F [blekwn) XHH (5.78g) HEMRARR
(50ml) f, QL FAZEKE (6.658), REBAEF
HA4PRt. AEBRPRAZRLE, FHEROSHMAK-
10 B RAMT. HHERLS, KEFME, Kk, FB§,
EAERLEMN, #4422 - 2,3-=-0-Z8% -4,6-0 — %
ﬂE‘F’Ez— B-D-w#iBAL) -6 -ZBELA-3- 6 -%
HFIblekvh) ZEAERL TR (7.24g). >4 (520mg) BT 8
(10ml), HF@EFRAKQ 5nl)fost P EZER (45mg) . R
MAESIC THRHAI M, FOLPARKPLBELE. #HiHE
ReM, KEAME, Kk, TB, RARTEHN. AGHA
BEAE# (EN AGF/TH)4ELEH2 - (2,3-=2-0 -7
BMEA-B-D-wh#BARL) -6 -CBEARA-3- 6-XH#
[b] =k k) ¥ & M (360mg) .

NMR (DMSO-dg) 8: 1.88 (3H, s), 2.00 (6H, s), 2.9-3.1 (4H, m), 3.5-3.8
(4H, m), 4.75 (1H, 1, J=5.5 Hz), 4.90 (1H, dd, J=8.0, 9.8 Hz), 5.11 (1H, t, J=9.2
Hz), 5.50 (1H, d, J=7.9 Hz), 5.59 (1H, d, J=5.7 Hz), .88 (1H, d, J=7.9 Hz), 6.90
(1H, d, J=2.2 Hz), 7.16 (1H, d, J=8.1 Hz), 7.17 (1H, dd, J=1.7, 8.5 Hz), 7.44 (1H,
t, J=8.2 Hz), 7.48 (1H, d, J=1.8 Hz), 7.49 (1H, d, J= =8.6 Hz), 7.94 (1H, d, J=2.2
Hz) _
FABMS (m/z): 593 [(M+Na)+]
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£ BT

(1 #2 - (2,3-=-0-ZBA-4,6-0-XTFE-p
-D-tup M BELK) -6 - ZMAR -3 (65— %5 blekwg)
AW (1.200) A Tw&cknh U0n) T8 Lnl) 228 F,
WA PhANEE KM (4. 28g) Fo K (0.8ml), HBRAHAEST
THEHA6 5B, BEBEBEEH, BRBEERE. BREHET
LELE, KLiaRéds, TR, XABTEHN. A8 A
BAE# (EH: KGE/TH) s, £32 -(2,3-=--0-2
B -4, 6-0-RXEFELE-B-D-mt ¥ BEL-6¢ -2%
~3- (55— [blekwh) XA (5. 20g) .

NMR (DMSO-dg) &: 1.98 (3H, s), 2.01 (3H, s), 2.90-3.05 (4H, m), 3.70-
4.00 (3H, m), 4.25-4.35 (1H, m), 5.05 (1H, dd, J=7.9, 9.4 Hz), 5.41 (1H, 1, J=9.4
Hz), 5.58 (1H, d, J=7.9 Hz), 5.63 (1H, 5), 6.60 (1H, d, J=7.7 Hz), 6.68 (1H, d,
J=8.1 Hz), 6.89 (1H, d, J=2.2 Hz), 7.19 (1H, dd, J=1.8, 8.6 Hz), 7.21 (1H, t, J=8.3
Hz), 7.38 (5H, 5), 7.45-7.55 (2H, m), 7.94 (1H, d, J=2.2 Hz), 10.28 (1H, s)
FABMS (m/z): 639 [(M+Na)+]

()32 - (2,8—- =-0-ZB A —4,6-0- KT FHE- B
- D-wANBARE) -6 -AL-3-(5-XHF[(blekvh) £ &
FA 2 FETZH& Usn)F, @EFiAKO snl)foxt FE
BB (43mg), REBATRTHHLME. ARLEARPHA
KFLBLE, BHAaREGH. KEAWE, KXk, FR, %
AEEHN. AEGHRAEKESG# (BN R6/F8) 4L, A&
2 - (2,83-=-0-ZBA-B-D-wkFHBEL) -5 - &
A -3-(5-EHF[blekwhg) EAEE (915mg) .
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M.p. 127-129°C

NMR (DMSO-dg) &: 1.92 (3H, s), 2.00 (3H, ), 2.85-3.05 (4H, m), 3.45-
3.75 (4H, m), 4.75 (1H, 1, J=5.4 Hz), 4.87 (1H, dd, J=8.0, 9.8 Hz), 5.09 (1H, 1,
J=9.7 Hz), 5.36 (1H, d, J=7.9 Hz), 5.55 (1H, d, J=5.6 Hz), 6.57 (1H, d, J=7.8 Hz),
- 6.68 (1H, d, J=8.1 Hz), 6.88 (1H, d, J=2.2 Hz), 7.17 (1H, d, J=9.6 Hz), 7.19 (1H,
t, J=8.3 Hz), 7.48 (1H, d, J=0.3 Hz), 7.49 (1H, d, J=1.0 Hz), 7.93 (1H, d, J=2.2
Hz), 10.28 (1H, s)

FABMS (m/z): 551 [(M+Na)*]

xAH 8- 10 |
AL LA THRAG S XL EZRBGREILS Y, 5]
5 FR2GMLEH.
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HO
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HO

OH O

OR

it

| CH3CHzOCH,CO

M.p. 89-93°C
FABMS (mvz): 639 [(M+Na)*]

NMR (DMSO-dg) 5 : 1.06 (3H, t, J=7.0 Hz), 1.12
(3H, t, J=7.0 Hz), 2.9-3.1 (4H, m), 3.4-3.6 (7H, m),
3.7-3.8 (1H, m), 3.96 (2H, dd, J=13.8, 16.8 Hz), 4.10°
(2H, dd, J=9.8, 16.8 Hz), 4.74 (1H, t, J=5.9 Hz), 4.93
(1H, dd, J=8.0, 9.7 Hz), 5.18 (1H, 1, J=9.5 Hz), 5.43
(1H, d, J=8.0 H2), 5.62 (1H, d, J=5.5 Hz), 6.58 (1H,
d, J=8.1 Hz), 6.69 (1H, d, J=8.1 Hz), 6.87 (1H, dd,
J=1.0,2.2 Hz), 7.17 (1H, dd, J=2.5, 8.3 Hz), 7.19
(1H, t, J=8.3 Hz), 7:47 (1H, d, J=9.2 Hz), 7.49 (1H,
d, J=1.8 Hz), 7.83 (1H, d, J=2.2 Hz), 10.28 (1H, s}

CHa0CH,CO

M.p. 114-116°C
FABMS (m/z): 611 [(M+Na)+] _
NMR (DMSO-dg) & : 2.9-3.1 (4H, m), 3.26 (3H, s),
3.29 (3H, s), 3.5-3.8 (4H, m), 3.93 (2H, dd, J=12.9,
18.8 Hz), 4.07(2H, dd, J=8.5, 16.7 Hz), 4.74 (1H, ,
J=5.9 Hz), 4.94 (1H, dd, J=7.9, 9.8 Hz), 5.19 (1H, t,
J=9.2 Hz), 5.44 (1H, d, J=7.9 Hz), 5.64 (1H, d, J=5.5 |.
Hz), 6.58 (1H, d, J=7.8 Hz), 6.69 (1H, d, J=8.1 Hz),
6.88 (1H, d, J=2.2 Hz), 7.17 (1H, dd, J=1.8, 8.4 Hz),
7.19 (1H, t, J=8.3 Hz), 7.47 (1H, d, J=8.3 Hz), 7.49
(1H, s), 7.93 (1H, d, J=2.2 Hz), 10.28 (1H, s)

10

CH3CH,0CO

{J=8.0 Hz), 5.71 (1H, d, J=5.9 Hz), 6.58 (1H, d, J=8.4

FABMS (m/z): 611 [(M+Na)*]

NMR (DMSO-dg) & : 1.17 (3H, t, J=7.2 Hz), 1.20
(3H, t, J=7.1 Hz), 2.9-3.1 (4H, m), 3.5-3.8 (4H, m),
4.0-4.2 (4H, m), 4.70 (1H, dd, J=7.9, 9.8 Hz), 4.74
(1H, t, J=5.9 Hz), 4.95 (1H, 1, J=0.6 Hz), 5.44 (1H, d,

Hz), 6.66 (1H, d, J=7.9 Hz), 6.88 (1H, dd, J=1.0, 2.2
Hz), 7.17 (1H, dd, J=2.0, 8.8 Hz), 7.19 (1H, t, J=8.3
Hz), 7.48 (1H, d, J=9.1 Hz), 7.48 (1H, s), 7.93 (1H,

d, J=2.2 Hz), 10.26 (1H, s)
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LM 11 ’

2 - (B-D-wtgHBEE) -6 -FLE-3-(5— X
[blekwg X)X A M (88%mpg) o Z AKX Z & (250mg) 9 vbvL (256ml)
ERPAEAXKSHF FTHAN N- N (2-F - 3—- 2 R) (phosp
hiniec chloride) B £ (1527mg), TR THERLSH 198,
CEEBRPRABBE SN KRKERFRG, HERSH. K
SEME, Kk, TR ELABELEMN. REHETTH (10n])
&k (10n) G RASRFY, GEFRA=ZZE (202mg)
ESOCTHBERS IS, KA%ZEN. AEGHETL
BLE, ReoMHAkEk TR EAZFEMN. AGHAAKREE &
(EH: R/ Tk, 52 - (6-0 ~-ZH&KXZHE-B-D
- B EA) -6 - E-3- (5-XKJH[b] kwh) XAW
(377mg) .

NMPR (DMSO-dg) 8: 1.06 (3H, 1, J=7.0 Hz), 2.99 (2H, t, J=7.4 Hz), 3.1-3.3

(5H, m), 3.41 (2H, g, J=7.0 Hz), 3.6-3.7 (1H, m), .96 (1H, d, J=16.6 Hz), 4.03
(1H, d, J=16.6 Hz), 4.1-4.2 (1H, m), 4.36 (1H, dd, J=1.8, 11.7 Hz), 4.98 (1H, d,
J=7.3 Hz), .22 (1H, d, J=4.5 Hz), 5.31 (1H, d, J=5.5 Hz), 5.34 (1H, d, J=5.2 Hz),

6.56 (1H, d, J=8.1 Hz), 6.64 (1H, d, J=8.1 Hz), 6.87 (1H, dd, J=1.0, 2.2 Hz), 7.20
(1H, dd, J=1.8, 8.1 Hz), 7.23 (1H, t, J=8.3 Hz), 7.46 (1H, d, J=8.4 Hz), 7.51 (1H,
d, J=1.4 Hz), 7.93 (1H, d, J=2.2 Hz), 10.87 (1H, 5)

FABMS (m/z): 553 [(M+Na)+]
£ &H 1215

AL LA LLHARNFALERERENLSHTT TS
LRt I
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S E OO

M

12

CHZOCH,CO

FABMS (m/z):5.39 [(M+Na)*]

NMR (DMSO-dg) &: 2.99 (2H, t, J=7.1 Hz), 3.24 .
(3H, s), 8.15-3.40 (5H, m), 3.60-3.70 (1H, m), 3.94
(1H, d, J=16.6 Hz), 4.00 (1H, d, J=16.6 Hz), 4.16
(1H, dd, J=6.8, 11.9-Hz), 4.37 (1H, dd, J=1.8, 11.8
Hz), 4.98 (1H, d, J=7.4 Hz), 5.23 (1H, d, J=4.8 Hz),
5.33 (1H, d, J=4.8 Hz), 5.36 (1H, d, J=5.3 Hz), 6.56
(1H, d, J=8.1 Hz), 6.64 (1H, d, J=8.1 Hz), 6.88 (1H,
d, J=2.7 Hz), 7.20 (1H, dd, J=1.8, 8.2 Hz), 7.24 (1H,
d, J=8.3 Hz), 7.46 (1H, d, J=8.4 Hz), 7.51 (1H, d,
J=1.4 Hz), 7.93 (1H, d, J=2.2 Hz), 10.86 (1H, s)

13

CH4CO

FABMS (m/z): 509 [(M+Na)*] .
NMR (DMSO-dg) & : 1.95 (3H, s), 2.99 (2H, t, J=7.4
Hz), 3.2-3.4 (5H, m), 3.5-3.7 (1H, m), 4.07(1H, dd,
J=6.8, 11.8 Hz), 4.28 (1H, dd, J=2.0, 11.9 Hz), 4.97
(1H, d, J=7.5 Hz), 5.20 (1H, d, J=4.6 Hz), 5.29 (1H,
d, J=5.5 Hz), 5.34 (1H, d, J=5.2 Hz), 6.56 (1H, d,
J=8.1 Hz), 6.65 (1H, d, J=8.1 Hz), 6.87 (1H, d, J=2.2
Hz), 7.20 (1H, dd, J=1.8, 8.3 Hz), 7.24 (1H, t, J=8.3
Hz), 7.46 (1H, d, J=8.4 Hz), 7.51 (1H, d, J=1.4 Hz),

7.93 (1H, d, J=2.2 Hz), 10.86 (1H, s)

(& T &)
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(4 L&)

FABMS (m/z): 571 [(M+Na)*]

NMR (DMSO-dg) & : 2.37 (2H, t, J=7.3 Hz), 3.20-
3.40 (5H, m), 3.75-3.85 (1H, m), 4.28 (1H, dd, J=7.5,
11.8 Hz), 4.60 (1H, dd, J=1.8, 10.7 Hz), 5.02 (1H, d,
J=7.4 Hz), 5.28 (1H, d, J=4.0 Hz), 5.40 (1H, d, J=5.2
Hz), 5.42 (1H, d, J=5.3 Hz), 6.53 (1H, d, J=8.1 Hz),
6.68 (1H, d, J=8.1 Hz), 6.86 (1H, dd, J=1.0, 2.2 Hz),
7.06 (1H, 1, J=8.3 Hz), 7.17 (1H, dd, J=1.8, 8.5 Hz),
7.44 (1H, d, J=8.4 Hz), 7.49 (1H, d, J=1.4 Hz), 7.52
(2H, 1, J=7.8 Hz), 7.67 (1H, t, J=7.5 Hz), 7.93 (1H, d,
J=2.2 Hz), 7.95 (2H, d, J=7.0 Hz), 10.28 (1H, s)

FABMS (m/z): 705 [(M+Na)*]

| NMR (DMSO-dg) & : 0.85 (3H; t, J=7.0 Hz), 1.10- ~

1.30 (24H, m), 1.40-1.50 (2H, m), 2.20 (2H, 1, J=7.7
Hz), 2.99 (2H, t, J=7.3 Hz), 3.25-3.35 (5H, m), 3.55-
3.65 (1H, m), 4.06 (1H, dd, J=6.8, 11.9 Hz), 4.31 (1H,
dd, J=1.6, 11.8 Hz), 4.97 (1H, d, J=7.4 Hz), 5.24
(1H, d, J=4.8 Hz), 5.31 (1H, d, J=5.5 Hz), 5.37 (1H,
d, J=5.2 Hz), 6.56 (1H, d, J=8.1 Hz), 6.64 (1H, d,
J=8.1 Hz), 6.87 (1H, dd, J=1.0, 2.2 Hz), 7.20 (1H,
dd, J=1.8, 8.5 Hz), 7.22 (1H, t, J=8.4 Hz), 7.45 {1H,
d, J=8.5 Hz), 7.51 (1H, d, J=1.3 Hz), 7.93 (1H, d, -
J=2.2 Hz), 10.92 (1H, s) ' :

14
(oo
15 'CHB(C_H2)14CO
L & %] 16

B EAM IR BRI GFX L2 -(2,3,6-=2-0 - L
BLE —4-0-(2,3,4,6- 9 -0-Z8Ek -0 - D - @
£)-B-D- I BAL] -6 -BEELER (154ing) FX
# [blekvwh —5— P& (350mg), A2 —[4-0- (¢ —D-wtvh
HimA)-B-D- W BMAL] -6- 8% -3~ (6- I [b]
%) XA (415mg) .
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NMR (DMSO-dg) 8: 3.00 (2H, t, J=7.4 Hz), 3.0-3.8 (14H, m), 4.4-4.6 (2H,

broad), 4.90 (2H, broad), 4.99 (1H, d, J=7.7 Hz), 5.06 (1H, d, J=3.7 Hz), 5.38
(1H, d, J=5.4 Hz), 5.47 (1H, broad), 5.60 (1H, broad), 6.56 (1H, dd, J=0.7, 8.4
Hz), 6.69 (1H, d, J=7.9 Hz), 6.88 (1H, dd, J=1.0, 2.2 Hz), 7.21 (1H, dd, J=1.8, 8.5
Hz), 7.24 (1H, t, J=8.3 Hz), 7.46 (1H, d, J=8.5 Hz), 7.53 (1H, d, J=1.2 Hz), 7.2
(1H, d, J=2.2 Hz), 10.95 (1H, s)

FABMS (m/z): 629 [(M+Na)*]

£ AH 1T

AL EHAFIBRGFXLE - (2,3, 6-Z-0-ZKA
~4-0-1(2,3,4,6-9-0-ZBE- o -D-mwARE) -
B-D-vtop M BAX] -6 - FEXTH (1641mg) e EIHF [ b]
oy — 5— P& (389mg), FF3H2 - [4-0- (a - D —wkeg il
A)-B-D-wh#BAELAI -6 -BA-3- (5-%KH[b] &
k)X AR (646mg) .

NMR (DMSO-dg) 5: 3.03 (2H, 1, J=7.6 Hz), 3.0-3.8 (14H, m), 4.51 (1H, 1
' J=5.5 Hz), 457 (1H, 1, J=5.6 H2), 4.88 (1H, d, J=4.9 Hz), 4.91 (1H, d, J=5.6 Hz),

5.00 (1H, d, J=7.7 Hz), 5.06 (1H, d, J=3.8 Hz), 5.40 (1H, d, J=5.7 Hz), 5.47.(1H,
g J=6.0 Hz), 5.61 (1H, d, J=3.3 Hz), 6.56 (1H, d, J=8.4 Hz), 6.69 (1H, d, J=7.9
Hz), 7.25 (1H, 1, J=8.3 Hz), 7.29 (1H, dd, J=1.8, 8.7 Hz), 7.39 (1H, d, J=5.5 H2),
770 (1H, d, J=5.4 Hz), 7.77 (1H, d, J=1.6 Hz), 7.87 (1H, d, J=8.2 Hz), 10.97 (1H,
s) : | |

- FABMS (m/z): 645 [(M+Na)]

Lk 18

¥2 - (2,3, 4,6-w-0-Z8BE - B-D- & BAX
) -6 - BAEXZR g EF(blk-5- F& (1.81g (i)
BAELAG IBRAGEFILE, FHZY - (B-D- %w#
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BAL) -6 -FX-3-(5-%KHF [b] sk ) $A5™
(aerylophenone), EHAHHESKEMR T L (50ml) #210%4
AMUHFKER(ImD)REBF. HBORLBETRA4A
BALM G R (12mp) EXEEHTHFBRAENRERS. &
ERMAHN, BHARARSFTHIGESE PR, FEREAE. &
BREANTHLBLE, HARLSH, KEFME, (IDEALE
AU MRS XLE, BH£S2 - (B-D-wFHHBEL) -
6’ - 2E-3-G-FXF (bR ERENE, uBLLOHHES
#ETLE G0nl) o l0sE A KER (10n]) HRLEBH T,
#4- N, N-—_FEAREARR Qs mABmERY, FHia
HMRehBIRAEABAEHGE-F 1. I EXAE S T
THRAERERE . BEXHAH, BhREKRSHFTHID L&
Fh, BERSGE. REH P hALBLE, BERLY, ki
AME; XRUIDBARAEAF R FIXLBREFTNE.

Mt RFAGANEZ KA, TR, ZLEH. RghA=
BAE#EKEL, A2 - (B-D-hhHHBEL) -6 -5% -3
— (5-FF[blkvh X)X RE 3. 4g). THHHBE THH L
e HgmEME.
£ B 19

AEE#AAIIBANFXL BRI RBLLY, 55
- 6-0-FHRAFL-B-D-top HHEAR) -6 -L & -3
- (5-EF (bl A)ERE,
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. /OH

HO—
| o o
NMR (DMSO-ds) & =2.99(2H, t,J=T7.5Hz), 3.1-3.4(5H,m), 3.63(1H,m),
3.64(3H.s), 4.15(1H,dd,J=6.4, 11.6Hz), 4.36(LlH,dd,J=2.0, 11.6Hz),
4.98(1H,d,J=7.6Hz), 5.21(1H,d,J=4.9Hz), 5.34(1H,d,J=5.4Hz),
5.35(1H,d,J=5.4HZ),‘ 6.56(1H,d,J=8.1Hz), 6.64(1H,d,J=8.1Hz},
6.87(1H,dd,J=1.0, 2.2Hz), 7.20(1H,dd,J=1.8, 8.5Hz), T.22(1H,t,J=8.3Hz),
7.46(1H,d,J=8.4Hz), 7.51(1H,d,J=1.50z), T.92(1H,d,J=2.2Hz), 10.88(1H,s)
FABMS (m/z): 525[(M+Na)*] '

LD

B2, 6 -~ —FEXXZH(1.065g), B4 4.830) A F
XQmD M RAE S, At Aids - ML %% KK Dien— Srark
trap) R EEM. % L3mIEHNUE, ABERERLH TR
A2, 3 6-=-0-Z&EK-4-0-1(2,3,4,6-m9—-0 — ZBA
—o-D-wtegHBE) - B -D-wtuh W B ARILYS (11.429),
RESMERLITIE., AHE, BEREY, KGR LE. A7
AR E &L, F2 -0-12,3,6-=-0-28E-4-0
- (2,3, 4,6-9-0-ZBE - o -D-wh®B/A) -8 -D-
W EA]l -6 - B AXTHE (4. 30p).
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IR {nujol) cm~1: 1750, 1630 _
NMR (CDClg) &: 2.01 (3H, s), 2.03 (6H, ), 2.04 (3H, 5), 2.06 (3H, 5), 2.08
(3H, s), 2.10 (3H, ), 2.59 (3H, 5), 3.8-4.35 (6H, m), 4.46 (1H, dd, J=2.9, 12.2 .
Hz), 4.87 (1H, dd, J=4.2, 10.5 Hz), 5.06 (1H, t, J=9.8 Hz), 5.21 (1H, d, J=7.3 Hz),
| 5.32 (1H, d, J=2.5 Hz), 5.35-5.47 (3H, m), 6.49 (1H, d, J=8.3 Hz), 6.71 (1H, d,
J=8.3 Hz), 7.36 (1H, t, J=8.3 Hz), 12.96 (1H, s)
FABMS (m/z): 793 [(M+Na)*]

AEHHHER

AZAHELANERBHAS(]] ALBEHLLETESH
SEATEATHNGERBERARAFFHERREAFEAAY R 0B
Eh, AdE, RBEASHTATRARAGHEA. # b,
ERATRAOBLHR, AL ALSHAEABO T SETSTH
KE#11£10042.

i, REARAMERGERAMNAS(]] REHEHE ET
BEHERLAKEHR. Fldo, ¥2° - (B - D-kh @ BEAEL)
-6 - RBRE-3- (5-FHF (bl X)EFB\KL (2,3-=-0
-~ LEBEEA-B-D-wwmEBAL) -6 -£L- 3I- (5-%HF
[blekwh) X AMEI00ng/ kgl E— AL XA R, AXEL
. i, MEEANERARLSG (I ETRE,
KEZH, EFr#B KRG T RVGHBEZ LA AN REBRE N
HHEM,

M, AEAAMEZRELLSBTATAFSLE, AT
THINABY AL EFHEN, REAEXAREFAS (] &
P EITELHETATRERLABEAR, PREFK
BUBRR(I-ABEAR), FRETRAYBAL (II-ABA
).
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