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1 AH H CPCHI469138

PRV REAT £ U B3 B AT A 4
B PLIA B

FEAFBRRAGREEREARLRMNTAE- - FRAESHED
B SREARNF NIRRT, B REH AT EWNIR
o

A~ — WRAFHEFEBILAEHHEER, I RRATR
BT, BRI ERE. —BRREFANGwAE AT EHELENE
AAREZTAREERAETERSARENC Ao, T, Med., 85,
(Suppl «2A) , L16-122(1988), JP-A-56 /87599, JP-A-5 /78357) »

FRAEEHWRRGEX TAR - - FRAFRERA RN E e
AT EHEE2H AT,

REAHE N ER EREBMETTHEANFR, FRAATEERN
(1) FERFTEHIAE - — FRAESRER LA T RERAR
AR EFEN, FEKTAZLH. EX(T) &

HN/“TRJ
I
L g

v AR TUEHENR TR, SEREARETRESE VAR
BRET. EHIBSARETFHELE. ZRFE. 1 - RRE. -4
WA 1— ER— |- AR - R,
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ER(D) F, dR FCRENGERTHEERLE | E (A%
BEFHEGRNEEE, flolE i, LBE. WER. TEX,
RELEE. FRBEHE. HABLE. OB, FFABRETHRFIEESFH
B, B4 153 BT AR B 2 5 K W B

FREEFIUREEWEET. RET. RRETFBETF.

FrREA BESARBEFHE LR HE. B, REE. T, B
TH., REF,

Pkl — EREERBEA ESAREFHI - WAKRE, #ld
Fl- fTE, 1—- FRE. 1- A, - AFE. 1- BTE, 1-
RS, 1—- 72— BwE, FARENRI- ATENI-RT
#, IRl - SEHEREA ESMRETHI - BHE, ©iEOmE.
|- WHE%E. FRRETHEE.

Bkl — - | — B2 A ESARETFHI- BA- - 4
W, RENEFLEEI- ROEHE. 1- R, 1- RO
Fol— B E. BAREWRI- AUHEE. 1- ROFHHM- 8T
o

Bkl — AR A S AR F M1 — Jh3t, Rk dn 2k fe
| — Pk,

T BT R B SR = AR K VA LA A AR B SE B .

I—[ l'a, 2a—=( BFH) FFE-1'p—#] FH-5-H
—2,4(C 1H, 3H) ®Fvg — 04

I—=[ Ve, 2/ —Z( #FH) FXHE-1'p —F] FH-5- R
—2,4( 1H, 1H) =sve — 8

I—[ 'a, Ya—Z( £FH) FFH—1'f - #] FE—5-4
—2,4( IH, 3H) =mEed _BH

= [ Ve, 1B ——( £F%) FFH- ' —#] FX—5— &
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—2,4( LH, 3H) "% —Hd

I=[ Ve, Ya—Z( £FE) FFE-1'f - HX] F&-5- %
—2,4( LH, 3H) =Fwg —Hd

[=[ Ve, VB—Z( #F&) FF-1'p—&] FE-5-#&
—2,4( 1H, 3H) =5vg

I=[ Ve, Ya—Z( 2FE) FE-1'p—H] FH—5—
—2,4( 1H, 3H) ®kvE —_%H

I—[ e, 2B —( #¥H&) FF-1'f — &X] WHE- - 8t
—2,4( LH, 3H) #Fvg —Hd

I=[ Ve, 2o —Z( ZEBREXFR) FEH-1/p - #] ¥
—S5—]R—12,4( IH, 3H) =EvE A

—[ Ve, VB —Z( ZEBREXEFHE) HXF-1'p - &) ¥&
—5— ®—1,4( [H, 3H) =rvE 8

I=[ Ve, 2Va—-Z( ZHREEFE) XF-1' - FE] Fi
—S5—&4—1,4( H, 3H) =EvE K

I—[ Ve, VB —( ZEEERE) FHE-1'p - H] 7F
—5—&—21,4( K, 3H) ®hwe _ W

[—[ Ve, Va—=( ZEEEAEFHE) FH-1'f — F] ¥
—S5— #—1,4( 1H, 3H) =Evwg —_Hd

I=[ Va, VB —Z( ZERAEFE) FFH-1' B — F] FH
—§— H—2,4( 1H, IH) mEwg - A

I=[ Va, Va—Z( ZEBRAEFRE) FE-1' - F] FX
—S—#t— 2, 4( IH, 3H) wFvg B

I=[ Ve, 28— Z( CEBRAETFH) FF-1'f - H] ¥
—S—AE—1,4( |H, 3H) =eE — 5

I=[ Vo, Ya—-( BFXE) FEH-1' -] ¥F-5-7
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FH—2,4( 1H, IH) =5vE — &

I=[ Ve, VB —Z( BEFH) FE-1'f-H#] ¥H-5-7
F—2,4( LH, 3H) =5ve — M

I=[ Ve, 2a—-Z( #FH&) FKFE-1'p - #)] ¥H-5-7
#—2,4( IH, 3H) =5ve — B

I=[ Ve, 28— Z( #¥HE) XE-1'p - #] ¥HE-5-F
F—2,4( LH, 3H) =vE 8

I=[ Ve, Y a—Z( TEHAXEFHE) XE-1'p - H] 7
—§— 7= 2,4 1H, 3H) =5ve — B

I=[ Ve, 2B —Z( TEHEXFE) FF-1/p —#] ¥
—§5— Z#E—2,4( 1K, IH) =5egE M

= Ve, Va—Z( ZEBRAKFEHR) FFFE-1'p — H] ¥
—5— WH—12,4( 1H, 3H) =

I=[ Ve, V'B—Z( CEEEEAFHR) FF-1'p — #] wit
—§S— WH~2,4( H, 3H) w5 —Fd

I=[ e, 2a—-Z( #9&) FE-1'p - &) ¥ 5- =
AEFE—2,4( 1H, 3H) w5 K

I=[ e, 28— Z( #FH) AEF-1'p - F] FH-5- =
FEAE— 2 4( LK, 3H) =M

I=[ Ve, Va—-—( ZEBEEEFHE) FHE-1'f — #] ¥
—S— ZHREH-2,4( [H, IH) =5eg —F

I=[ Ve, 2 p—Z( TEHEEFHE) FHE-1'p - HK] #x
—S— ZHEWH—2,4( IH, 3H) mEve B

=[ Ve, 2Va—-Z( £FH) FH-1'p — HK] FH-5—(
1—RTE) — 1,4 LH, 3H) =g

I=[ Ve, Vf—Z( B#¥E) XHE-1'f — &) FH—5—(
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1— RZHE) —1,4( 1H, 3R) =g B

I=[ Ve, 2a—Z( £EH) FH-1'B — &]
1— A ) —2,4( 1H, 3H) v

= Ve, VB —=( £FH) ZFF-1' p — #]
1— A7) —1,4( 1H, 3H) =Evg A

I-[ Ve, Va—-—( ZFE) XE-1'B - H]
2— R LAY —2,4( 1H, 3H) =w

I—=[ Ve, VB —=( #FH) FXEF-U B — K]
1— R TE) —1,4( 1H, IH) wEve — A

I=[ Ve, Va—Z( #TH FF-U' - H]
1— B E)Y —2,4( |H, 3H) e W

I—=[ Ve, 28— Z( B¥H) ZFFE-1'B — ]
1— B ) — 2,4 1M, 3H) mEw ZEH

-5 (

B AE— 5— (

- 5= (

HAE— §5— (

B AR— 5 — (

- 5—(

I=[ 'a, YVa—-Z( ZBREEFHE) FH-1' - %] Fi

—S§—(1—|ZE) —2,4( IH, 3H) =8

I=[ Ve, 2'f—Z( TBAZEFHE) FH-1'p - H] ¥

—5—( 1= ]THE) -1, 4( IH, IH) e —W

= Ve, 2'a—Z( ZEERIEFR) FFF-—1' — 3] Wit

—S—(1— A7) —1,4( [H, 3H) =8

I=[ Ve, V' p—Z( TERAXFE) FR-1'f— 2] wit

—5—( 21— RZTHE) -1, 4( LH, 30 =g —_H

= Ve, Va—Z( ZBEAREFH) FR-1'f - H] FH

—S5— (1= R —2,4( H, 3H) e A

=0 Ve, 2B —Z( ZBHAETFHE) HXH-1'p ~ ] ¥

—=S5—=( 1= RZH) -2, 4( 1K, 3H) #Hw_H

[ V&, Va—- Z( ZHAHKFR) FXH-1'p - &] ¥H
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—§— (2= BZTE) — 2, 4( IH, IH) =EuE — W

I—[ Ve, 2/ p—Z( TEEEREFHE) FHE-1'f — ] #F
—§5— (21— BLH) —1,4( 1H, 3H) =5 —H

= l'a, Ya—Z( #FH) FF-1'L - &E] FH—5- 7
-1, 4( 1H, IH) #FvwE —Bd

= Ve, VB —Z( #FE) HHF-1' -] ¥HE-5-C
WER—2,4( 1H, 3H) %o — M

I—[ e, Ya—-Z( BFYX) FH-U'B - H] FHE—5-[
(B)— 1— WReZk] —2,4( LH, JH) #5wg —Hd

= [ Va, 2'B—-Z2( #+8) FTF-1'B— ] FH-5-[
(B)— 1— WZE] —2,4( LK, 3H) =we B

I—[ Ve, 2o —Z( ZERARXFHR) XF-1'p — %] ¥H
—§5— THEH— 24— ( 1H, 3H) =EvE

I=[ e, 28— Z( LEBEAEFE) HAHE-1'p - H] ¥HE
—§— THE—2,4— ( LH, IH) =

= Ve, Voa—( CHREAEFHR) FKE-1'p -] wH
—S—[ (B)=I— A&l —1,4( 1K, 3H) %®=®|

I=[ Ve, 2B — Z( LEHEAERHE) FE-—1'p— F] #x#
= 5= (B)—1— WikE] —1,4( 1H, 3H) #we — 8

I=[ Ve, Ya—=Z( #FH) FEF-1' — F] FHE-5-|
(B)—2— B THHE] —2,4( LH, 30 =v — &

I—=[ Ve, 2B —Z( £FX) FF-1'f— &) FHE-5-[
(B)—1— W Zg#] —1,4( 1H, 3H) #5we — B

I=[ V'a, YVa—Z( B8 FE-1'F - F] F&E-5-|
(BE)—2— R THAE] —2,4( [H, 3H) #vE — B

= Ve, V-2 #FH) FH-1'p - F] Fi-5-]
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(B)— 21— A TH&] —2,4( IH, 3H) #Ewe —Hd

I—=[ Ve, 2a—Z( #EX) FF -1/ - F] FHE-5-[
(B)— 21— RTHHE] — 2, 4( 1K, 3H) HE=W

I=[ Ve, VB —Z2( £E8H) FH-U'F - FE] w5
(E)— 21— @231 —2,4( 1H, 10) "5 &

I=[ Ve, Ya—Z( B¥R) XF-1' B — FE] FH-5-
(E)—1— B ZE&] —1,4( 1H, 3H) % — M4

I=[ Ve, 2B —-Z2( B8E) FF-1'p - &) FHE-5-]
(B)—2— B Z ] —1,4( IH, JH) e — B

I=[ Va, 2Ya—( ZHAEHXEHE) FE-1'f—F] ¥
—5—[ (E)—2— BTHHE] —2,4( 1H, 1K) e 8

= Va, VB —2( ZBARAFR) FH-1'p - H] ¥}
—S5—[ (E)— 21— MTWHH] —2,4( IH, JH) #re &

I=[ Ve, YVa—-( ZHRAXFE) FFH~-1'p - F] ¥
—S5—[ (E)—1— Q2] —2,4( 1N, 3H) = — %

I=[ Ve, ¥ —Z( ZHEEWE) FFHE-1'p - &) X
—S5—[ (E)—2— R THm&] —2,4( 1K, 3H) #E5ve _HH

I—=[ Va, Va—Z( CEHREXEFHR) FE-1'p — H] #H
—§5—[ (B)—1— R 2] —1,4( 1H, 3H) =we B

[—=[ Ve, 2B —Z( ZBREXFH) FFE-1/f — #] X
—S—[ (E)—1— R HH&] —2,4( IH, 3H) =5ve B

I—[ Ve, Ya—Z( ZEBRAEFR) FFH-1'p— &) ¥
—S—=[ {E)—2— B &) — 2, 4( 1K, 3N) % 8

I=[ Ve, 28— Z( TEBREETFR) XFE-1'p -] ¥E
—S—=[ (B)—1— BEZ ] —1,4( IH, ) e M

l=[ Ve, VVa—=( #FE) FHE-1'p - H] ¥&-5-7
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Ye3—1 4( LH, 3H) =Fw — W

I—[ Va, V'B—=( BFX) KF-U'f—#] FH-5-7
¥R3E—1,4( LH, DH) M

I-[ Ve, Ya—=( BFHE) FHE-1'f — &F] FH-5-(
|- Fagedt) — 1, 4( 1H, 3H) " ¥

I—[ Ve, 2B —=( BFH) FKF-1"f — F] FHE-5-(
[— Fagk) —2,4( IH, 3H) %o M

I—[ e, Va—=( ZEHEXFHR) FH-1'p— F] Fit
— §— ZopRFE—2 4( 1H, 3H) e K

I—[ 'a, VB — =( LEREAXEFHE) FF-1'F - &] F&
—§— -2 4( LH, IH) "5

I—[ l'a, 2a— =( CEEEAEFH) HFE-—1'p - H] F&
— 55— ( I—FRRE) —1,4( IH, 3H) %W M

I—[ 'a, 2*8— =( ZEEAXFHR) HFE-1'f - X] FH
—5—( 1= FRE) —1,4( 1K, 3H) R

R 1) IRTEAT & W55 AN AR, LRI LR R
the ZRIEMAWHHNYE, BFEFRBLIEFERZE—ATE
b, T TEZ TR “a ” &7, TETRTFEZIEHK
REH “B 7 £

A Z R A Y] 2o 5 K A T % A

0 o]
3 RJ
X O HN R HN l
Re A A
HN — —_— 0 N
/54 + )\ I 0] N
RO on* o
H
1 2 a‘o 0R4 HO OH
3 4

IR AZEWEFEE, XRES LB oxt B RABEAL.
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FRBEEREEL; ¥ 5z XA,

AV, TARE B RERATFHHE — 10351 SR T EH %
WR( 1) LEMEELEBRERANZKNBEET, Lo
WEH. PR PBERMRAHFET, SR 1) SEBR RS
RERBWNT RS, BEHR(I) HbH. EXPF, THRLK
ANl - BH- 6. 85, BERPLER , BHR(H) oY

HF—XNW, |=[ 'S, VR—Z( #9H) KE-1'— K] ¥
—S[ (B)—1— RZHHE] —1,4( 1N, 30) WREE( RheMELR
RO AW E W) & TH T F 41,

0
X 0 0
Y HN | HN
N
[A< + | — OA\N O)\N '
R*0 OR* © t?l Aﬁ) '/Q<
1 H
2] OR* HO On
s 6
o}
| o)
H)N\ f HN X CO,Me
—_— N — OJ\N
d /A<
, OH HO oH
8
It o}
HN , - CO:H N . _Br
— 0P~y
"o OH HO’/A%JH



R s b AL

B, ERLERTREAN L RNBREET, R T
TH. —FERRBEREEREET, HR( 1) ol s ek
ERBMPTRE, BAR( ) Lo, EXFF, THEEKEP
NIS— EE— 6, BH, BEEFRER , BHAR( ) Lo, #
Pofl &Yy JR Ao A LA TR A S AT, 2E|R( 1)
i, RESHEZREC 1) . SEBFZLHREET, £
Wb R R, BER() ey, HEERL WP
BEEAEHR(Y) oY, BREBHNR(I) LoWERER
AP EETRBEEET, CRREFEHET, FAN- A
BEE R EBER( 1) a4,

ERFEL A AEGAE SN, TAITELSRER. TR
S T AL M XA M. o4 A B LBk TR A BR A
Fo 2 LB B AME B AT R — BB, HFIE N0 1-
S00ng / kg / Ko ¥RZAA 5B ARMRAT RIEE
Yoty BHEAFAER. ETHARRELAMEHR, FlETR
RAT AR, FH. BORA. @EORA. WAL BB, L.
BH . EHEMBRE P TRANELE. HEE. - HEE.
R, BEARE. BBRE. BHL. UK. REESEE. BAL
EREAHE. ROAUBRN. LB, AVEAEE. BFLESEE
. BB, BER. CBRARE. A, THRMK. XER. A
BRFXTREEL. WEATRH. Fitnik. 5K, FTEFEE.
B, REEMRA. BN, HRR. BEA. BH. BoBE. BZ
SE. BBR—EH. BBRAN. BRA. KA. B salo-
methyl . TARBANE, HRBYIF L RE VLAY RA U KA H
AL LD
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EXRRATFELAAWFHRRLAEERS N ERLRERK
, XA THWALWHER, BRTERIRE, E—8KkiF, M
HTFHRAAGWEEE, HEETHI.01-100%( E&E) , hikl-
100%( EE) .

TE, WEIT SRR RFLRL A,
LML

I—[ 'S, VR—=( BFH) XF-1'— &] FE-5- F—?
CAC LH, 3H) g Wy &) 5

F B
(18, SR) —3— BHE—1-HARZIF[ 3. 1. 1] BE-1—- %R
7. B8 B ] &

HEICEAAT, ¥ 2.42¢( 105omol) 2BHEFI00nl WP
o WBZEHFANIG. Tg( [10mmel) W_BR_ZH,;, HEZETHE
PR FSnl ZEEF BT 8ol ( 100mmol ) R—(—) — AW, K&
BRAES Chodhao b, REAHEIT, ABELTRBR LR
B BIERG TR, MARWFWANK, REHA_AFHR
Ro AEAGRHTHRAIE, REXFEREILFEN. HXHFE
HWAKWARKEHE( CR: CROE=5:1E1:1) “&k5512.0g
(T0mmel, 10%) ARMALEM. Zibd Ttk 3 BA Tty
o3 ¥

'"H-NMR(CDC1,)6: 1.31 (t, J=7.1Hz, 3H), 1.37 (dd, J=4.8, 5.4Hz,
1K), 2.08 (4ad, J=4.8, 8.0Hz, 1H), 2.72 (m, 1H), 4.18 (d,
J=9.6Hz, 1H), 4.27 (q, J=7.1Hz, 2H), 4.36 (dd, J=4.5, 9.6Hz,

1H); FD  Sil: 170(M")
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HIRY:
(18, 1R) —1,2— —( #£¥E) AERAR CHNH A&
He12.0g( T0mmol) ( 1S, SR) —3— & —1— BRI 3. 1
0] B~ 1— BB EHET000 ZEBY, FHE PN 05( 53
nmol ) A M. EE R T ZBE BRI M, REMI P AT
mtINFEBRFr100nl 28 28, ILRIREXFHRGIVEY, FREK
ERBe WRKYF AKX, RERA_EKFHRIR. FXHFFEWH
MLE R BARGRERAN T, ZAWREEN. HXEFR R EL0 A
BEREH( ATk FE=15:1) 4, 5208 35( 48omol, 69%
) HANAW. HhEWH TR HEA T5 HE K HE:
'H-NMR(CDC1,)d: 0.76 (dd, J=4.8, 6.6Hz, 1H), 1.27 (t, J=7.2Hz,
3H), 1.49 (ad, J=4.8, 9.0Hz, 1H), 2.05 {(m, 1lH), 3.23 (4,

J=12.8Hz, 1H), 3.33 (d4d, J=11.1, 12.5Hz, 1H), 4.08 (d4d, J=5.1,
12.5Hz, 1H), 4.17 (g, J=7.2Hz, 2H), 4.52 (d, J=12.8Hz, 1H):; FD

Bt 175 (MH')

g SF

(IR, TR) — 44— -3, 5— —@A K 5. 1. 0] FH
— - RBR T &

$6.81g( 0mmol) ( 1S, 2R) —12,3— —&—5, 6— —&GHE~—1,
d= FBETISO0L, 1- RO, FHETES Rl 5L E LK
BILEy BB P AR EIS. 230 ( 30amel ) 1,01— Z( BFHE) FERARR
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ZEeFu5 . 83g( Y0mmol) —HEEFEFHERAETIN0L, - —ATKEWE
WREWER, REEZERTHII D WEREHEEHER,

REBTHERY. ARBREHNEFORBRER LT ERBR, #AL
ARBRATER, ARBREEEREEFHERN, HXFFIHNERRY
JEERAH( —RAFK) 4it, B38.725( 25.77mmol, 85%) AR
e WA FE R FRA TH HEERE:

IH-NMR(CDC1,) 8 : 1.22 (t, J=7.0Hz, 3H), 1.33 (dd, J=3.6, 7.1lHz,
J=3.6, 9.3Hz, 1H), 1.8 (m, 1H), 3.68 (d,

iH), 1.43 (44,
12.9Hz, 1H), 4.1 {(m, 3H),

J=13.3Hz, 1H), 3.76 (dd, J=3.1,

4.65(d, J=13.0Hz, 1H), 7.2-7.6 (m, 10H); FD il : 338 (M")

FBY

(18, TR) — 4, 4— —3K¥E—3,5— —GPL I 5. 1. 0] Fx
— |- FEEmH A&

#1.015( 20. Tamol) ( IR, TR) — 4 4— —FH—3 5— —H P
ZERLS. 1L 0] FE-I-KBRIWAE Tl BAEEREF, mH
PAN 1ol N A4/ WEAKHBEAFAERAAT FILTHP6 D
Bte EWHAHEINTE, HEFWAERACEABER. REAT
BTN, AAREFHENWEHFRALARERNTH, ., REEXERE
HopeEf. WX HRIANARYARERECHE( —AFK: FE=
19:1) #4325, S4g( 18. Tomol, 90%) ML ZLeWH
BEEE, BEAENIT, FELHETIHWELKE:

lH-NMR(CDC1,) 6 : 0.67 (dd, J=4.4, 8.9Hz, 1H), 0.96 (dd, J=4.4,
5.8Hz, 1H), 1.08 (m, 1H), 3.42 (dd, J=11.0, 27.9Hz, 2H), 3.65
(dd, J=3.Y, 12.9Hz, 1H), 3.76 (d, J=12.7Hz, 2H), 4.1 (m, 2H),

7.2-7.6 (m, 10H); FD [ii#:296 (M")
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BIRS:

(IR, TRy — |— BEH— 44— —FFH— A F-3[ 5. 1.0
1 Freuy &

He5g( 16.87mmol ) (1§, 72) 44— —FKHKE -3 §— —FL K
[ 5. 1. 0] FHE~1- FEETIL,1- ZRTKEF, HEFA
|.2ml ( 3. 4mmol) = ZJE. 7.97g( 30. 4mmol) ZZFKBF10.1g( 304
nmol ) W& MEK, THL0 8. WEPNERRREHAER, F#
HEREWREHA OB R AAERFINE A LAFKRH TR,
BETHBRELFHEN. FXHEFHARYARERKEH( S
CERRTEE=3:1) £, FE5.455( 15. lmmol, 90%) AFRMILE4.
ZAGE Y e R I B T 5 4 1
'H-NMR(CDC1,)d: 0.83 (dd, J=4.2, 8.5Hz, 1H), 1.16-1.28 (m, 2H),

3.13 (4, J=10.2H=z, 1H), 3.60 (44, J=3.5, 12.9Hz, 2H), 3.80 (4,
J=12.9Hz, 1H), 4.07 (4d, J=4.8, 13.0Hz, 2H), 7.2-7.6 (m, 10H);

FD KRt : 358(M")

BB :

= 1"§, VR— Z( #WHE) FE-1'—&] FH—5- F—
2,4( TH, 3H) #Fve —BH 09 4 4

#1.60g( 4. 48mmol) ( IR, TR) —1— RPEH -4 4— —FH—
3,5— ZHRRZIH[ 5. L 0] FRAET0 —WEFBRKY, FHH
FAAI00mg (5. 38mmot) S— f&—2,4( 1H, IH) =EvE . 620mg(
$.49nmol ) BEER4FFL. 19g( 4. 48mmol) 18— FEh— 6, 7860 THLHL
MNeE, HREMAHEZRABITRBEL P TBEY. BEKRE
R, FHWEFmAlin PRIl NER, B THRAYIHE
54050, BMEABRFIEPH IR, BadmEt P NRBReEgLHIE
WE pH, FERAECIS B A: FEE=9:1) 4, F2177n
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( 0.72mmol, 16%) FRAMEW. ZMEWHLEBERFRA TF
o 38 3

H-NMR(CD,0D) 6 :0.56(t, J=5.3Hz, 1H), 0.99 (dd, J=5.3, 8.7Hz,
1H), 1.37-1.47 (m, 1H), 3.46 (dd, J=9.3, 11.8Hz, 1H), 3.52(d,
J=12.0Hz, 1H), 3.78(d4, J=12.0Hz, 1H), 3.80(d, J=15.0, 1H),
3.84(d, J=15.0Hz, 1lH), 3.87(dd, J=6.2, 11.8Hz, 1H), 7.89(d,
J=14.4, 1H)

B (CoH, FN,O,, ‘M+H):
iHE{i : 245.0938
XIE. - 245.0941

SE 2
|—=[ 1’8, VR—Z( #¥FH) FFHF-1'— X)) ¥F-5-4-1,
4 1H, 1H) mEsE BB H 4
1. 43g( 3. 98mmol) ( IR, TR) —|— REHH—4 4— —FKH-—
3,5— ZHAETIR[ 5. 1. 0] FREF ol ZFRFEBEY, HEH
B AT0Img( 4. 78omol) S— A—2,4( 1H, 3H) #5ee — B, 550mg(
1.98mmol ) BEER4FrL. 055( 3. 98nmol) 18— FEEME— 6. FEG6O TP
1.SANEHE, HRAYAHEZRFATRBREZHFH FTEN WER
YR, FEHEF MmN FEFR ol INGKR. EEERTHESY
WL SANEE, MERER XL PHERE, WM NRREH L
Epld, FARAMCIVAEREHE( K FE=I:1) #it, F322ng(
|.24mmol, 31%) FAEAEY. ZheahLEEERFRE T HHAE
¥
8.7Hz, 1H), 1.38-1.48(m, 1H), 3.46(dd, J=9.3, 1l1.4Hz, 1H),
3.52(d, J=12.2Hz, 1H), 3.78(d,J=12.2Hz, 1H), 3.85(d, J=14.6,

1H), 3.87(dd, J=6.9, 11.4Hz, 1lH), 3.87(d, J=14.6, 1H), 8.02(s,
1H)

'H-NMR(CD,0D)$ : 0.56(t, J=5.5Hz, 1H), 1.00(dd, J=5.5,
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B4R it (CloHuClNzo4 , M+H):
iHHE - 261.0642
Pl : 261.0638

M]3

I—[ 'S, VR—=( #FE) FH-1'—F] FFE-5- ¥-1,
$( LH, 3H) "Ewe Z BRI o %

1. 10g( 3.07mmol) ( IR, TR) —1— BPH— 4, 4— ZFKH—
3,5— ZH&AL I 5. 1 0] FRET —FEFEEP, sFEH
B AT02mg( 3. 68mmol) S— E—2,4( IH, IH) =vd —BH. 422mg(
3.06mmol ) BXER4EA0809mg( 3. 06mmel) 18— BHEE— 6. 760 CH
{ NEE, BWRAYAHEZRFATRBRERFHTED. HEK
R, FFMIEF NS 4ol FEERT 40l INSER. BERTHRE
WA 4 E, BEAMREE PO, B\ HILH
FE, FHRMCISEEREHE( &) sif, FETIng( 2. 20mmol,
11%) FFEtEH. bW h T BEFEA T B KRE:

'H-NMR(CD,0D) & :0.56(t, J=5.3Hz, 1H), 1.00(dd, J=5.3,
9.0Hz, 1H),1.38-1.48(m, 1H), 3.45(dd, J=9.2, 11.8Hz, 1H),
3.52(d, J=12.2Hz, 1H), 3.77(d,J=12.2Hz, 1H), 3.86(s, 2H),
3.87(dd, J=6.3, 11.8Hz, lH), B.11l(s, 1H):

o (C,H,,BXN,0O,, M+H):
HHE:307.0117
Xl : 307.0110

52 36,14
I—[ 1'S, 2'R— =( W) FFHF-1'— K] ¥HE—5—p—1,
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4( LH, 3H) =Ewe B e 4%

#3.77¢( 10.5mmol) ( IR, TR) —1— BPH—4, - Z KK~
3,5— ZHRA IR 5. 1. 0] FREFI0l ZFEFEEY, FeH
MmN, 269 13, Tomol) S— AE— 1, 4( IH, JH) mEwE =B, 1. 465(
10. 6mmol ) ZEER4EAr2. 765( 10. 4dmmol) 18— HBE— 6o 760 CHhHE
14 Met)E, WRAWAHZZEFHTRBREILFPRNTED. BHEK
myeik, FHEAE P30l FERMT ol INER. 22 THESYS
WS040 e, MEREREL P PR, BRI
EFpl4, FRRACISERAW( A: FEE=8:2) #if, 21 455¢(
{.10mmol, 712%) AR &M, ZHAEY N LEBEERFER TH 4E
> iR

'H-NMR(CD,0D)8 :0.55(t, J=5.4Hz, 1H), 1.00(dd, J=5.4,
8.7Hz, 1H), 1.36-1.47(m, 1K), 3.45(dd, J=9.0, 11.7Hz, 1H),
3.51(d, J=12.0Hz, 1H), 3.76(d,J=12.0Hz, 1H), 3.86(dd, J=6.3,
11.7Hz, 1H), 3.86(2H, s), B8.17(s, 1H):

HARB# (C o H ,IN,O,, M+H):
HHE{ :352.5998
Ml 353.0007

5K H6 1 §

I—[ 1'S, 2'R— Z( BFH) HF-1'—HK] ¥FH-5- =ZHF
#Z—1,4( IH, 3H) #ve —BRH 4| &

#830mg( 2.3 mmol) ( IR, TR) — |— W4 4— —FH—
3,5— &AL 3R[ 5. 1.0] FHRETH. Sol —WEEEBEY, FEH
A AS00mg ( 0.278mmel ) S— ZHFE—2,4( IH, 3H) #we _H.
320mg( 2.32mmol) BRER4EFocllmg( 2.3 mmol) 18— EBE— 6o TE6D
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Fﬁ%wd¢%ﬁ,%ﬁ%%@ﬂéiﬁ#ﬁ%%%ﬁ#%$%%o
WERGERE, FrddimNisn FBEfoTol INE®R, £FEBTHR
%%ﬁ#u#@ﬁ,ﬁ&%%%%ﬁ*%?ﬁoﬁﬁmAﬁﬁwﬁﬂ
ﬁfﬁﬂuaﬂwﬁmm@ﬁ@%(m:%ﬁ=m0£ﬂ&ﬁ%mw
mg( 0.835mmol, 36%) AN EN. A H TAEEKS ~
F 4y 2 3 2 i

1H_NMR(CD,0D)§ :0.57(t,
1.41-1.51(m, 1H), 3:45(dd,

3=5.3Hz, 1H), 1.00(ad, J=5.3.

8.9Hz, 1H), J=9.3, 12.0Hz, 1H),

3.54(d, J=12.3Hz, 1lH), 3.77(d, J=12.3Hz, 1H
1H), 3.8.7(dd, J=6.2, 12.0Hz, 1H), 3.98(d, J=14.4, 1H), 8

y, 3.87(d, J=14.4,
.28(q,

J=1.1H=z, 1H):

54 3% A (Cy H1 FaNLOy, M+H):

HEl :295.0806
L : 295.0899

SE B 6

I=[1'8, 2'R— Z( £FHE) FE-1'-HK) FHE-5- Tm#
=2, 4( IH, IH) #EvE BB 4 4

F325mg( 0.905mmol) ( IR, TR) — |— HEH— 4 4— K3
3,5— ZHRARTIR 5. 1.0] FHEF ol ZWAFBEP, FHEE
#mem(LMmmus—aﬁE—2A(m,m)%%:m\
[25mg( 0.905mmol ) ARER4EF239mg( 0.905mmo}) 18— T8k~ 6o /ﬁ;
bOTHEFIS. ARG, HRAUARHFEZRHAIREB R PO EY
o WIEWRMHIM, HMEF NS, Sol FEF4. 0nl INBBEE., EXE
THREUWWHAIN 4G, WEABRZHEPFHIR. B WNER
FHEEY ZpH, FRARMCISEREH( K ¥FE=9:1) 4k
299 8mg( 0.395mmol, 44%) AFANAH. i,’/?‘ft%%ibﬁﬁ:é.@}di
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FHRA T WE L

'H-NMR(CD,0D) d : 0.55(t, J=5.4Hz, 1lH), 1.02(dd, J=5.4,
8.6Hz, 1H), 1.38-1.48(m,1 H), 3.46(dd, J=9.3, 12.1Hz, 1H),
3.51(4, J=12.2Hz, 1H), 3.77(d,J3=12.2Hz, 1H), 3.87(d4d, J=6.2,
12.1Hz, 1H), 3.88(s, 2H), 5.21(d, J=11.3Hz, 1H), 5.99(4d,
17.8Hz, 1H), 6.47(dd, J=11.3, 17.8Hz, 1H), 7.81(s, 1lH):

AR (C,H,,N,0,, M+H):
WHiE :253.1188
FRE: 235.1184

ST

I=[ 'S, YR—Z( ZWE) FXF-1' - H] FH—5—[ (F) -
1— RTHEE] —1,4( 1H, 3H) =R —EHH#H &

H30tmg( 0.866mmol) ( IR, TR) —1— JREH ¢ 4— —F3—
3,5— ZHRRIA 5. 1.0] FrETFI 6ul ZWEEERY, FEt
AL 0mg( 0. 869mmol ) S—[ (B)—2— & Z8H] — 2,4( 1K 30
) MEWEBA, 120mg( 0. 868amel) BHER4FF19 ng( 0.723nmol ) [8—
B . ESOTHFE SAHGE, HBRAWAHETEF TR B LK
THA BN WERERAE, FEEFRANT ol WBF). 3ul INZH,
EERTHREUFEBN 295, BEXEREL T AR, Bt
NEBRAHHFET Eold, FARMCU KA A FB=1:1)
Hif, FFE108 mg( 0.378 mmol, $1%) ARHEMEH. HibWHy L
& BRIt EA T 5 4 2 ¥ 42

lHINMR(CD,0D)d : 0.56(t, J=5.4Hz, 1H), 1.01(dd, J=5.4,
8.7Hz, 1H), 1.38-1.49(m, 1H), 3.45(dd, J=9.3, 12.2Hz, 1H),
3.51(d,J=12.3Hz, 1H), 3.76(d, J=12.3Hz, 1H), 3.81(4d, J=14.4\'r;“:ﬁ,
3.88(dd, J=5.9, 12.2Hz, 1H), 3.92(d, J=14.4Hz, 1H), 6.56(d,
J=13.4Hz, 1H), 7.26(d, J=13.4Hz, 1H), 7.78(s,1H):

_.lg_



BB (C H,C1N0,, M+H):
i :287.0799
il : 287.0812

5EHE B8

I—[ 1'S, 2R— =( BEHEE) FH-1'—H#] ¥&-5-[ (F)-
1— RZHHE] —1,4( LH, 3H) = ZEHeH &

#11. Ing( 198 pmol) (IR, TR) —1— B4 4— — K3
—3,5— ZAALZI[ 5. 1. 0] FREFn ZWEFEREF, Hm
HE AL Img( 198pmol) S—[ (B)—2— B ZEH] — 2,4( N,
3H) =Eve — A, 27.4mg( 198 mol) BKBE4PF0S52. Jmg( 198 4 mol) 13
— AE— . HOTHMINHG, HFRAUAFEZRAIRKZH
B R, WERE R, F#mE P iAol FEM. Sol INER.
EZRTHRGURMIH)E, REXERELXPH TR, Bdh
NRBRAE A EpHd, FARRMCISERE#H( A FEE=1:])
i, BEN3. 0ng( 39. 34 mol, 20%) ARENEH. ZHESUHE
o B AR B A T 7 4 8

'H-NMR(DMSO-d,) 8 :0.42(t, J=5.4Hz, 1H), 0.80(dd, J=4.8,
8.7Hz, 1H), 1.20-1.30(m, 1F), 3.24-3.37(m, 2H), 3.50(dd, J=6.0,
12.0Hz, 1H), 3.61(dt, J=12.0, 6.0Hz, 1H), 3.61(d, J=14.1lHz,
1H), 3.77(d, J=14.1Hz, 1H), 4.50-4.59(m, 2H), 6.81(d, J=13.5Hz,
1H), 7.23(d, J=13.5H=z, 1lH}, 7.91(s, 1lH):

waPRE (CH (BrN,O,, M+H):
HHE:331.0293
XWE :331.0298

SR 9
[—[ 17§, 2'R— =( BFH) FH-1'—&] FH-5-1[ (E)~
1— RTEEHE] —2,4( 1H, 3H) v B H 45
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R

I—[1'S, 2'R—=( #£%#) FFF-1'—&] FE-1 4( I}
SH) o e — B oy 4] &

¥973mg( 2.26 mmol) ( IR, TR) —|— S EF—4 4— —FKH—
35— ZRHEZIFK[ 5. 1 0] FRETSH _FERAY, FeHEP
MA304mg(2. Tlopol ) JRAEWES 375mg( 2. T1nmol) B AR4FFnS9Tmg (
2. 26mmol) 18— BB~ 6. EINCTHISK)E, HRERAYWAHERE
FiERBREHLPHABEY. BERERA, FrHEFmN 2ol FEE
fo0. Sml INZhER., ZEZEETHRAHB|HEI IS4 E, BREAEREHE
Foh R, IR E T Eo 4, A RAECHS B B 3 (
A: FE=3:1) dift, BE11Ing( 0.497 nmol, 22%) AFMEfhe 4
o BNAWN B e BEEART T W K E:

'H-NMR(CDC1,) 6 :0.55(t, J=5.4Hz, 1H), 1.00(dd, J=5.4, 9.0Hz,
1H), 1.35-1.46(m, 1H), 3.46(dd, J=9.3, 12.0Hz, 1H), 3.49(d,
J=12.3Hz, 1H), 3.77(d, J=12.3Hz, 1H), 3.83-3.92(m, 3H), 5.68(d,
J=7.8Hz, 1H), 7.69 (d, J=7.8Hz, 1H)

MSHRN (C, H (N,0,, M+H):
R '227.1032
XMl : 227.1008

P B

I—[ 1’8, VR— Z( B¥E) FXFE-1'— H] ¥F&—5- 8-
JAC TH, 3H) #ue Z B ey &) &

45 0mg( 0.199mmol ) 1= 'S, 2'R— —( WH) FF-1'
— ] ¥a-2 4 10, 3H) = ZBE Tiol Z% P, w3 F i
ANL02mg( 0. 40mmol) BEF0. 267nl 0. SNFY BRo 7EIS CAEFH MHE %S
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HEZE R, FEEP N5 AR BR  AE R E B KRB0 B
%o BEEBBREERN, ANARKYARRKEH( —AFkK: Fl=
19:1) 4k, 2233.5mg( 95.5u mol, 48%) HFAMLY. Lt
WA aeER, FEA T 4EHE:

'H-NMR(CDC1,) § :0.55(t, J=5.4Hz, 1H), 1.00(dd, J=5.4, 8.7Hz,
1H), 1.36-1.47(m, 1H), 3.45(dd, J=9.0, 11.7Hz, 1H), 3.51(d,
J=12.0Hz, 1H), 3.76(d, J=12.0Hz, 1lH), 3.86(dd, J=6.3, 11.7Hz,
1H), 3.86(2H, s), 8.17(s, 1H)
HAPEHM (c H  IN,O,, M+H):
HHEE: 352.9998
XHE. 353.0007

F B

I—=[ V'S, 2'R— Z( ) FXFE-1'— FE] FH-5-[ (F)
—1— HEBRETHEE] -2, 4( LH, JH) mEE —EHEH A&

W RAE (6. o), ERWEAMBELEL) KE. WEMEA
th A ol A NAS. Img( 0.2001mmel ) Z.BB4E( II) - 104, 6mg(
0.399mmol ) = FBEFsS6mg( 5. 49mmol) = ZRE. WEORAMWAEINT
PR 4, SKEMEF N 04ng( 200mmol ) 1= 'S, 2/R— =
( BEHE) FE—1/— ] FH-5—8t—2,4( 1H, I0) =g
BB FE( 356mg, 4. 3mmol) , FHMFREWAETI THI A,
KR EBAYLR, BETRERE HReGWHARREH( —4F
Yoo HEE=19:1) #4B2458ng( 1. 48amol, T4%) MM EY.
ZhAEH N EEEER, FEA T HE:

'H-NMR(CD,0D) S : 0.57(t, J=5.4Hz, 1H), 1.02(dd, J=5.4, 8.7Hz,

1H), 1.41-1.51(m, 1H), 3.45(dd, J=9.5, 11.8Hz, 1H), 3.53(d,

J=12.3Hz, 1H), 3.78(d, J=12.3Hz, 1H), 3.78(s, 3H), 3.81(4d,
- 22 -



J=14.2Hz, 1H), 3.88(dd, J=6.3, 11.8Hz, 1H), 4.01(d, J=14.2Hz
1H), 6.96(d, J=15.6Hz, 1H), 7.45(d, J=15.6Hz, 1H), B.12(s,1H)

FAB Bl :311(MH+)
g X

t—=[ 178, V'R— =( BFHE) HFH-' - &] F&F-5-1[ ()
— 1= RETHEHE] — 1,4 1K, IH) HRE W H &

H206mg( 0. 6%4mmol) 1= U'S, 2'R— =Z( BHHE) FH-'
—H] FE-S[ (B)—1— WEHETHER] —2,4( 11, 3H) HeE—
BAETL Sol INEREAHEAFY. B ZEREZRBHI 4, RE
e WIRBAHEIT, FHEA044r, Fadw N6 NE By R
ZopH2 0 o HRILE, RERRAEE, AT, AEEZRTER
THRAFTGE 4 ng( 0.47Tmmol, 69%) FHEAAH. HREWNE
& BRI A T 5 Y 2 8 3

H-NMR(CD,0D) 6 :0.41 (t, J=5.1Hz, 1H), 0.82(dd, J=5.0, 8.6Hz,
1H), 1.23-1.33(m, 1H), 3.46-3.61(m, 4H), 3.65(d, J=14.1Hz, 1H),
3.82(d,J=14.1Hz, 1H), 4.57(2H, bs), 6.76(d, J=15.8Hz, 1H),
7.27(d, J=15.8Hz, 1H), 8.19(s, 1H), 11.5(bs, 1lH)

FAB Wi#f :297(MH+)

¥ RS

= 'S, VR— Z( £FHE) FH-1'— 2] BH-5-1[ (E)
— 1= RO — 1,40 UH, 3H) v ZEEH &

10, 0mg( 0.034mmol ) 1—[ 1/S, 2/R— —( BEH) FH- I
—#] WE-S-[ (B)—21— BETHHE] —2,4( I1H, IH) =vg &
BF8iu | TAZFEFEBEF, FrEFmAL0 3ng( 0. 102000l
) RELEA A6 Smg( 0.038nmol ) N~ RAFHBEKL. BHRTHH
2S/NEEE, WBAMIIR, BUE RS R, HORA A KAIC! § B R
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3 A: FEE=9:1) £AEE8. 4ng( 0.025omol, 75%) AR
Ao A4k H-NMRIEARFAB B 5 L H8 #15 hL& 4 oM
& o
L0

I—[ 1S, VR—Z( #¥H) FHE-1'—H#] ¥H-5-[ (F)—
- BRREA] — 2, 4( 1K, JH) mEvE —EBHA

61mg( 0. 17Immol) ( IR, TR) —|— REHK—4 4— —FKH—-
3,5— Z8RIIR[ 5. 1 0] FREF Il ZFRFEBAY, Hm
HEPmNaSmg( 0. 170mmol) S—[ (E)—2— BRZIEH] — 2, 4( IH,
JH) #5vd —HH. 24mg( 0. 174mmol ) ZRER4FF38mg( 0. 144mmol) 18—
AE— (o HEOTHA.SADE, WRAHAHEZRAIRKEH
FHR B, WERGERA, w0 sinl FERM. 0l INE
B, EZETHRAPMANIHE, REABRELFHTE. &
TN KBRFHEE Y Fpld, FARMCIS B A E( A FE=1
3) #ifb, FE. 2ng( 29.6p mol, 26%) FRAMLAH. HNEWN
Tt B B A T 7 4 22 3 3

H-NMR(CD,0D){d :0.56(t, J=5.4Hz, 1H), 1.00(dd, J=5.4, B8.7Hz,
1H), 1.38-1.48(m, 1H), 3.45(dd, J=9.6, 12.3Hz, 1H),
3.51(d,J=12.3Hz, 1H), 3.76(d, J=12.3Hz, 1H), 3.81(d, J=14.6Hz),
3.88(dd, J=5.6, 12.3Hz, 1H), 3.92(d, J=14.6Hz, 1H), 7.16(4d,
J=14.7Hz, d), 7.34(d, J=14.7Hz, 1H), 7.80(s, 1H):
W5 H IR (C,,H,, IN,0,, M+H):
HHE :379.0155
KXW :379.0156
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LM

I—[ I'S, VR—=( £FH) FH-1' - HK] ¥X-5- TLh#E
—1,4( 1H, 3H) #5ee —EHMY 44

#165mg( 0.460mmol) ( IR, TR) —1— B EH—4 4— —HKH-
3,5— ZRF AL S 10] FRETFE 0l ZWEFREP, FAR
P 15mg( 0.55 mmol) §S— Z¥3E — 2,4( IH, 3H) #ve — B,
63.5mg( 0.460mmol ) BRER4FA0122mg( 0.460mmol) 18— FEE— 6, £
GO TS, S, HRAUWAFZZRATRREELFTHTEY
o WERMBMIEA, FHMEF MmN, Tnl FEFIL $nl INRKR. £EE
THEAHWHAI 4G, REAEREXPHTE, B \KR
Y Fol, FHARACISEEREHE( K FE=9:1) 4k,
2222, 6ng( 0. 106mmol, 23%) AFMfAM. HLEYHLEERK
FEA T 5 4 7 $

'H-NMR(CD,0D)d :0.56(t, J=5.6Hz, 1), 1.01(dd, J=5.6, 8.7Hz,
1H),  1.38-1.48(m, 1H), 3.46(dd, J=9.2, 12.3Hz, 1H),
3.51(d,J=12.3Hz, 1H), 3.59(s, 1K), 3.77(d, J=12.3Hz, 1H),
3.86(dd, J=5.7, 12.3Hz, 1H), 2.87(s, 2H), 8.05(s, 1H):

RAPBH (CH N0, M+H):
itHi:251.1032
FAME 251 .1027

S

I—[ 1'8, VR— Z( BFH) FF~1'-F] FH-5-( 1-
BhEE) —2,4( 1H, 3K) v —ME# 4%

# Tomg( 0.195mmol) ( IR, TR) —|— MEH—4 4— Z kK-
3,5— ZAA I 5. 1.0] FRET ol ZWEFEBEY, FmH
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A 35mg( 0.233mmol ) S—( 1— F®HFE) — 2,4( 1H, IH) =
Mg B, 28. 5mg( 0.206mmel ) EXER4FAT S3mg( 0.201nmol) 18—
B—t. ZITHII ARG, YRGB HEZRALRGEETH
FHE. WMERGERA, HEEF Aol FEEF0. 8ol INRRR, &
Fim THBRSUHLNLHE, REAXFREL PO TR, EdA
BRAWHEEAYT o, FHARMCIVEREEWH( A: F8H=9:1) &
1, FE3 . 4mg( 0. 126mmol, 61%) AFAtA4. ZHEWHLE

B4 RA T E &

1H-NMR(CD,0D){& :0.55(t, J=5.4Hz, 1H), 1.00(dd, J=5.4, 8.6Hz,
1H), 1.36-1.46(m, 1H), 2.03(s, 3H), 3.46(d&d, J=9.3, 12.0Hz,
1H), 3.50(d,J=12.3Hz, 1H)}, 3.76(d, J=12.3Hz, 1H), 3.80(d,
J=14.3, 1H), 3.86(dd, J=6.2, 12.0Hz, 1H), 3.90(d, J=14.3, 1H),

7.87(s, 1H)
WARER (C,H,,N,0,, M+H):
HHl . 265.1188
Ml : 265 .1190

SEHEH1 3

I=[ 1’8, V'R— Z( £HE) FHE-' - F] ¥HE-5- LE-
2,4( 1H, 3H) #wg — B o4 ) %

429 8mg( 0.090mmel ) I—[ 'S, 2'R— —( £EH) KXK'
—&] FHE-5-[ (E)—1— RTHHE] —2,4( 1K, ) #Fug %
F0.9m FEER, mEFEMANL 1TngdEHR( 10%) FHBEWELAL
ATWRIO N, HRBEWR, BMERERA, 7+ RAHCI R
B A PEE=9:1) i, BE22 Img( 0.090mmol, 100%) 4%
Mt el LeBEEFEAE T WEKE:
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'H-NMR(CD,0D) & :0.54(t, J=5.4Hz, 1H), 1.00(dd, J=5.4, B8.9Hz,
1H), 1.17(t, J=7.5Hz, 3H), 1.36-1.46(m, 1H), 2.37(dq, J=1.1,
7.5Hz, 2H), 3.46(dd, J=9.2, 11.7Hz, 1H), 3.49(d, J=12.0Hz, 1lH),
3.77(d,J=12.0Hz, 1H), 3.84(s, 2H), 3.87(dd, J=6.0, 11.7Hz, 1lH),
7.51(t, J=1.lHz, 1H)
B BRI (C H N0, M+H):
5l : 255.1345
3LHIE ; 255,135

S 14

[—[ 'R, 28— =( £¥H) FH-1'—F] ¥X-5—-[ (F) -
21— RTHEFH] —1,4( 1K, 3H) wEve ZEHEY & &

#261mg( 0.561mmol ) SHPEBEER( /R, 2'8) — =( XFEL4A
FEHE) FE- - &] FPHET o ZFXFBREY, FHEdh
AL21. Tmg( 0.561mmel) S—[ (E)—2— M Z ] — 2,4( 1H, 34
) HEvE A, T8wmg( 0.56lmmol ) BKER4FAI49mg( 0.56Immol) 13—
AB— 6. ESOTHBISARE, HRAWAHNEZRIFTRBF LR
FRREW. BERE R, FEHFmAS. inl FEHO0. IMFE
Biko EEBTH RSB E BT AN RIF ZE)H,
WEXEWHREHPHIBARMACIIERARH( A FE=11) 4
., BE25. 6mg( 0.077omol, 14%) FHAEAMEY. ZhEHH LA
B4R LA T 4 H I

'H-NMR(DMSO-d,)§ :0.42(t, J=5.4Hz, 1H), 0.80(dd, J=4.8,
8.7Hz, 1H), 1.20-1.30(m, 1H), 3.24-3.37(m, 2H), 3.50(dd, J=6.0,
12.0Hz, 1H), 3.61(dt, J=12.0, 6.0Hz, 1H), 3.61(d, J=14.1Hz,
1H), 3.77(d4,J=14.1Hz, 1H), 4.50-4.59(m, 2H), 6.81(d,J=13.5Hz,
1H), 7.23(d, J=13.5Hz, 1H), 7.91(s, 1H)

AW (C,,H ,BrN,0,, M+H):
WA~ 331.0293
MW 331.0295
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SLHBS

I=[ Ve, VB —Z( #FX) FH-1'— 3] FE-5-[
E)—2— RTHH] —2,4( 1H, IH) #5we B oy ) &

¥47505( 0.960mmol ) SAEHXEBER( 'a, 2'8) — Z( XFEE
AAFHE) RF- /- E] FRETo —FXFEBREF, Fuiy
FuN250mg( 1. 15mmol) §5—[ (E)—2— MZw&HK] — 2,4( IH, 30
mivg B, [59mg( 1. 1Smmol) ZKER4FAM12Tmg( 1. [Somol) 18— TEEE
—bo FECOCTHBIZARE, WFRAPRHEZRATRR LI T
FHEW. WERERA, FrFEP NI Spu | FEHNI % FEE
B0 Il FEE, EERTHBAHHIIL9)E, WAL dnl INZE
B, REAMREPE, KRRAWAEREHE( —AFiK: FE=1]
1) Sk, BF)27.0mg( 0.082nmel, %) ARFEELEY. Eb Y
Tt B AR R A T 7 4 38 4

'H-NMR(DMSO-d,) 0 :0.50(t, J=5.1Hz, 1H),0.58(dd, J=5.1, B8.8Hz,
1H),1.05-1.15(m, 1H), 3.11-3.37(m, 3H), 3.65-3.75( m,1lH),
3.85(d, J=14.6Hz, 1H), 3 .92(d, J=14.6Hz, 1H), 4.55(t, J=5.4Hz,
1H), 4.65(t, J=5.4Hz, 1H), 6.80(d, J=13.7Hz, 1lH), 7.22(d,
J=13.7Hz, 1H), 7.99(s, 1H), 11.48(bs, 1H)
M HBGH (C H, BrN,0,, M+H):
HHE :331.0293
LH{E +331.0313

SEHEH1 6

MFRAFETHENTREES

TR Mg Rk E( teutral red dye—uptake method) (
J. Tnfect. Dis. 148, 868(1983)) By¥FFEREHlFHLAEH

- 28 -



X F 2 S 5% PR 08 M

Y, EIOHTRTRGAFEI00 0 | ERRAFFRE T
RIS YRR, REW6u | VeromM( 3 X100 ML /nl) BE&
WS REFENHF. EREFEFHIV-1( Tonioka k) HEEY
100 TCIDg,/ 40 |, ( WA oy JoR Bl 5 o B 46 T2 U 48)
, HEAEFF N | HEEFK, ELETFRFEHETSNRALE
iR E( AHRME) X EB( BREAE) WATRH. #I1T
SUCOARFRHR I KB, # Sipl dHELEB(0.15%HARK,
pHS.§) AWAESFF, Y T L HIFHR 447, BLHPBS
EnBERE6H LR REUWTARELH IR TR0 /
AR E— TRENH( pH. 2, FHHAE0. IM SorenscadF R
EwkAn ) P, REBERS Aok BRIk, AT B s R 4
R 100 %, B &I A 8 R0 %, IR AAE W0 % Bl
WE( IDg,) o BHAWMWID,, EF TRl Fo FRECET HES

7t fb A4

% 1

Wikt & ID,, (pg/ml) BT (CD, (pg/ml))
THisy 1 >500 >500
K 2 295 >500
XK 3 215 >500
X 4 90 ) >500
XHE S >500 234
XWt4 6 3.20 >500
Xuagi 7 4.30 >500
X6 8 14.5 >500
XK 10 24.6 330
Xhpt 11 310 >500
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l WD {ﬁ {(npg/ml) mWeH (co,,(pg/ml))
N xEH 12 325 >500
LH 13 24.3 >500
X 14 >500 >500
LN 15 78.0 >500
BZ AP 0.80 >500
LM

N FAE- FRAESRFNTR T TN

FRIER D WL HE( plaque reduction assay) R EH XA
MPiAT— W R IREN . 76 H PR P & KW ABEM( HEL
) ERHEEEES Y AR HRAESE( avaguchi %) , B4
HARAONMEIERM. EITT §%C0, AR FHEFR—IB)E, BE
R, FEEF N30l SHEMARENR YN ERHR. S
ERIKe BH)E, BHRERH$E, AEMF T RMEENEKE.
Lt maitith, #EMNRAAWH %EERDRE( P ,) o E4

SRR TR AETEAT L ESExt &4,

R 2:

MLAY

Pls, (ng/ml)

>100

>»100

97

9.3

, =
o th 'S w [ M) =

>100

11.1
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” WMLED PI; (ng/ml)

7 0.07
SHp 8 0.031
S 10 0.054
B 11 >100
W 12 19.8
LM 13 95
KB 14 7.4
X 15 87

eerat LD L 4.1

LB
S BT o0 7 BRI 14 ) %

Hlgi—[ 'S, 1'R] — =( £¥H) FE—-1'— H] FH—s5-
[ (B)—2— BZTHHE] —2,4— ( 1H, 10 =5 —FAEF600nl Xmk
B, HMillipore 3B IARMKE. #I15g WABEN 00l MR F %
FTR, #2450 / DMCEE W ERT HHo
SEHH) 19

] A

Flog 1= 1'S, 2'R— Z( BFH) FH -1/ — &) #H—5-
[ (B)—2— RZHH] — 1,4~ ( IH, 3H) = 8. 40g fLAE. 49y
ZERAEE ERRBE )RS, FRAERVERRE . FRKE
F2150mg / R E MR A
SEHEA 20

AL B ) &

Fiog 1—=[ 'S, VR— Z( £FH) FKF-1'— #] #FH—5-
[ (B)—2— B ZHEHE] — 1,4~ ( IH, IH) =5ew 8. 90g SLAE. 100g
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ERAHETSRE, ARAEHVES. BBHFIR, F220 E067
B B AL
AR Z AR

FRANA WA~ R FHF R R BB A REN
REEN, TERERLRER.
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