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(57) Abstract

Compounds of general formula (I)
exhibiting an estrogenic activity and/or
anti-estrogenic activity, geometrical isomers of
them, and pharmaceutically acceptable salts
thereof, wherein R® is hydrogen or a
hydroxyl-protecting group; R' is hydrogen,
halogeno, C, -C; alkyl, hydroxyl or protected
hydroxyl; R? is hydrogen or -(CH, ), -X-R?;
the solid lines with short dashes are each a
single bond or a double bond; A is (1)
methylene, oxygen or a single bond, or (2)
methyne; E is (1) -GR’ - or -CO-, or (2) =CR’

0]

- or nitrogen; and Z is carboxyl, carbamoyl, hydroxyaminocarbonyl, hydroxymethy! or a protected functional group derived therefrom.
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0. 97 (38H, t, J=7. 4Hz), 1. 36 (8H, t, J=7.
THz), 1. 76 (3H, s), 2. 68 (2H, q, J=7. 4Hz=
), 3. 93 (3H, s), 4. 28 (2H, q, J=7. 2Hz), 7

14~7. 26 (83H, m), 7. 51 (1H, d, J=1. 3Hz)
, 7. 70~7. 74 (2H, m) .
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Y, 4. 29 (2H, q, J=7. 83Hz), 7. 08~7. 25 (3H

"m), 7. 49 (1H, s), 7. 62~7. 74 (2H, m).
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BISEKTHRELBBT IR VLTERLz, BREBEERELRESSH
REBEI/OT TS+ —THELENY (0. 039g ) %2157, A
114~116°,
"H=NMR (CAFLRILKRFS K—d, ) & : ppm
0. 87 (8H, t, J=7. 83Hz), 1. 68 (3H, s), 2. 6
7 (2H, g, J=7. 3Hz), 7. 05—7. 15 (2H, m), 7
19 (1H, dd, J=1. 6&8. 3Hz), 7. 55 (1H, s)
, 7. 69 (1H, d, J=8. 6Hz), 7. 77 (1H, d, J=8
. 6Hz), 9. 76 (1H, br. ), 12. 48 (1H, br. ).
EHEH 4
(E) —B&U (Z) —2—IFIL—3— (6—ArFIA XL+ T4
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33. 2m) ZMA. UFOLSAVTOELT7 S FERABLE, ZCIC
SEPS T/ONIZIRXTI (10. 6g) DF,IERAISY (20
mL) BREETL 1ML, 2512 BBT. 3EHM3I THELNT:
7> (10. 0g) DT FFEFQISY (50m) BEFEDP-YTE
TL. BTRT®7. SEHRERKEL, ARIEK (300m) £mMAE
BIF)I (80mLx3) THHL, AREZED. BB IR IALT
RIEL. BEEREL. BONERYES VA LASLIOT Y
74— (NFZHUEBEIFILZ30: 1) TARELT (E) 4k (0. 3
9g ) BLU (Z) K (2. 41¢g ) ZHHLT-,
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(E) #4: '"H—NMR (CDC I, ) & :ppm
0. 95 (3H, t, J=7. 2Hz), 1. 47 (3H, t, J=17.
2Hz), 1. 57 (9H, s), 2. 10 (2H, q, J=7. 2Hz
), 2. 56 (2H, q, J=7. 2Hz), 3. 52 (3H, s), 5
30 (2H, s), 7. 21—=7. 25 (2H, m), 7. 41 (1H
, d, J=2. 6Hz), 7. 581 (1H, br. ), 7. 73 (1H,
d, J=8. 2Hz), 7. 74 (1H, d, J=8. 5Hz) .
(Z) tk: '"H—NMR (CDC !, ) & :ppm
0. 91 (3H, t, J=7. 2Hz), 1. 00 (9H, s), 1. 1
3 (3H, t, J=7. 2Hz), 2. 42—2. 55 (4H, m), 3
53 (3H, s), 5. 30 (2H, s), 7. 19 (1H, dd, J
=2. 3&8. 9Hz), 7. 27 (1H, dd, J=1. 9&8. 2H
z), 7. 37 (1H, d, J=2. 6Hz), 7. 50 (1H, br.
), 7. 66—7. 70 (2H, m) .
EHEH 5
(E) —2—IFNL—83—(6—FA XA FTELUY—2—41)L

) —2—RUFUEt—TFIL
/@/W/Q/COOBU*
MOMO™™ XX \) I\

EHEF 4 THONT (Z) —FITFLIRAFIL (1. 7g) DFPELY
(250m) BRICEESERT 20 CTEEKIBITT 1 BRIALRES LT
BRERERAYEIVATSLNAILIARN T T T4 — (NFHU/BE
BETFNL30:1) THELEBENY (0. 38g) Z6H1.
(NMRZRRY kLITEEH 4 (ZEER. )
EHEH 6

(E) —2—IF)I—83— (6—EFAFIFIALU—-2—-4)) —2
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— RN Tt —TFIL

o~ I,/[;;,cooau4
AL
HO

KA. RIEFS THONI-IXTIL (0. 38g) DAR/—)L (5
mL) BRI, PEFALYO54 K (0. 3nl) 2> YFFL. 304
5 BRF LIz, EHIZ. PEFALIOS5C4F (1. 5nl) 2REESHI-M
Atk 1 OSMEM LI, BAMBIEK (1 00nl) EMIFHIFIL (
30m.x 3) THWHL . AREZRD. BB TR HLTERL, X
BEREL-. BONBREMESUAFLHASLIOT TS T4 — (
NFYUBBIFILZ 1) THRULENY (0. 30g) #@1-.
10 '"H—NMR (CDC 1, ) & :ppm
0. 90—0. 99 (6H, m), 1. 57 (9H, s), 2. 12 (2
H, a, y=7. 2Hz), 2. 55 (2H, q, J=7. 2Hz), 7
12 (1H, dd, J=2. 3&£8. 9Hz), 7. 16 (1H, d,
J=2. 6Hz), 7. 20 (1H, dd, J=1. 6&8. 6Hz) ,
15 7. 49 (1H, br. ), 7. 65 (1H, d, J=8. 6Hz), 7
.71 (1H, d, J=8. 9Hz) .
K| 7
(E) —2—IFL—3— (6—EROFLHFTHLU—2—q)) —2

—RNTUB

oo
20 HO X

EH (5mL) #EEH6 THON-TXFIL (0. 3g) =Mz, 20
%fsaﬁﬁ#Lto&m%3Mtx9/—»(5m)£¢02ﬁimﬁ
fEFr bUDLRRK (5m) 2MZ 5 9MEHE L1-%. 8SHNEEK (50m
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) #MMAZI—FI (20mLx 3) THH L1, KEZ2M-HCI TpH4 & L.
I—FJ) (20m.x 3) THE LT, AREZERS. aMBIEK (3 0n
) T2 L1-%. MBI ITRUILTERL, BEEREL-, Boht
BeMEAXHU  CroooravhoBEGLENY (0. 15g) #
BEHRRE LTHR .

'"H=NMR (7H+>—d,; ) & :ppm

0. 95 (3H, t, J=7. 2Hz), 0. 96 (3H, t, J=7.
2Hz), 2. 15 (2H, q, J=7. 2Hz), 2. 68 (2H, q
. J=7. 2Hz), 7. 17 (1H, dd, J=2. 3&8. 6H2z)
, 7. 20—7. 24 (2H, m), 7. 57 (1H, br. ), 7. 7
3 (1H, d, J=8. 6Hz), 7. 81 (1H, d, J=8. 6Hz
) .

A 8

(E) —B&U (Z2) —3— (6—ArFLALXLFIHLI—2—4A

L) —2—AFp—2—-TFUBt—TFIL

-t
MOMO \/I\) MOMo” N COOBu

HEYEI-SEHR 8 THON b (2. 57g) ZFEAL2-HY
AFLOYLTE Bt —TFLOKRDLYIZSEN A THON-VI LT
A7) (2. 82g ) #FERALEEHSICEBOFELERBDEETEDL
nt-, (E) k2. 04g . (Z) k1. 38g,

(E) #45: '"H—NMR (CDC i, ) & :ppm
1. 56 (9H, s), 1. 76 (3H, g, J=1. BHz), 2. 2
8 (3H, g, J=1. BHz), 3. 52 (3H, s), 5. 30 (2

H, s), 7. 23 (1H, dd, J=2. 6&8. 9Hz), 7. 26
(1H, dd, J=2. 0&8. 6Hz), 7. 39 (1H, d, J=2
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6Hz), 7. 54 (1H, d, J=2. OHz), 7. 73 (1H,
d, J=8. 6Hz), 7. 74 (1H, d, J=8. 9Hz) .
(Z) 5: '"H=NMR (CDC I, ) & :ppm
1. 03 (9H, s), 2. 04 (383H, g, J=0. 9Hz), 2. 1
2 (83H, g, J=0. 9Hz), 3. 53 (38H, s), 5. 29 (2
H, s), 7. 19 (1H, dd, J=2. 6&8. 9Hz), 7. 28
(1H, dd, J=1. 9&8. 6Hz), 7. 36 (1H, d, J=2
6Hz), 7. 51 (1H, d, J=1. 9Hz), 7. 68 (1H,
d, J=8. 6Hz), 7. 68 (1H, d, J=8. 9Hz) .
EHEH 9
(E) —3— (6—EFAFLFTEALUY—2—AJL) —2—AFJL—2
— T Bt —TFNL

/C@&COOB{H
HO X

HEMEICEER 8 T/ONI- (E) —IT XTI (2. 04g ) #EH
LEREM 6 ICEBOFELRBOAETHONE (1. 82g) ,
"H=NMR (CDC 1, ) & :ppm

1. 67 (9H, s), 1. 77 (8H, q, J=1. 7Hz), 2. 2
7 (3H, g, J=1. 7Hz), 7. 12 (1H, dd, J=2. 4¢&

8. 9Hz), 7. 15 (1H, d, J=2. 4Hz), 7. 24 (1H
, dd, J=1. 7&8. 6Hz), 7. 52 (1H, d, J=1. 7H
z), 7. 65 (1H, d, J=8. 6Hz), 7. 70 (1H, d, J
=8. 9Hz) .

ERMEH 10

(E) —83— (6—EFAFLFIBLY—2—AJL) —2—AF)—2
—IToB
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:: A~ §7/COOH
HO A

HEMEICERER O TH/ONEIRTIL (1. 82g ) ZEALEREH
7ICEBOAEERHEOAETHELONI (0. 90g) &
'"H—NMR (CDC 1, ) & :ppm

5 1. 83 (3H, q, J=1. 4Hz), 2. 839 (3H, g, J=1.
4Hz), 7. 13 (1H, dd, J=2. 6&8. 6Hz), 7. 14
(1H, d, J=2. 6Hz), 7. 22 (1H, dd, J=1. 7&8
6Hz), 7. 52 (1H, d, J=1. 7Hz), 7. 67 (1H,
d, J=8. 6Hz), 7. 71 (1H, d, J=8. 6Hz) .

10 EEH 11
(E) =&Y (Z) —2—IFL—83— (6—ArFIALXIFTA
Ly—2—A40L) —2—TF Bt—TFIL

J/\/Al)\/cooau-t N\ | %‘)

MOMO

MOMO
WEMEIZSER 8 THON FY (3. 41g) ZERALERSI4

15 IZRBEOHELABRDOEETR/ LN, (E) 0. 53¢ . (2Z) kO

61g
(E) h: 'H—=NMR (CDC I, ) & :ppm

0. 94 (3H, t, J=7. 6Hz), 1. 587 (9H, s), 2. 1

5 (2H, g, J=7. 6Hz), 2. 21 (3H, s), 3. 52 (3

20 H, s), 5. 30 (2H, s), 7. 22 (1H, dd, J=2. 3¢&
8. 9Hz), 7. 26 (1H, dd, J=1. 7&8. 6Hz), 7.

40 (1H, d, J=2. 3Hz), 7. 54 (1H, d, J=1. 7H

z), 7. 72 (1H, d, J=8. 6Hz), 7. 74 (1H, d, J
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=8. 9H=z) .
(Z) tk: "H~NMR (CDC 1, ) & :ppm

1. 04 (9H, s), 1. 14 (3H, t, J=7. 6Hz), 2. 1
2 (83H, s), 2. 48 (2H, g, J=7. 6Hz), 3. 53 (3
H, s), 5. 29 (2H, s), 7. 19 (1H, dd, J=2. 3¢
8. 9Hz), 7. 29 (1H, dd, J=1. 7&8. 6Hz), 7.
36 (1H, d, J=2. 3Hz), 7. 54 (1H, d, J=1. 7H
z), 7. 68 (1H, d, J=8. 6Hz), 7. 68 (1H, d, J
=8. 9H z) .

RHEH 1 2

(E) —2—-IFN—3— (6—EKFAFLFITRLL—2—()L) —2

—ITUBt—TFIL
A~ )\/COOBu-t
A L

HEMEICKES 1 1 THONI (E) —IXFIL (0. 53g) 2fF
RALREDI6 ICRBROFELRABOSEEZTHELNI: (0. 455 ),
"H-=NMR (CDC 1, ) & : ppm

0. 95 (8H, t, J=7. 6Hz), 1. 58 (9H, s), 2. 1
6 (2H, g, J=7. 6Hz), 2. 21 (3H, s), 7. 12 (1
H, dd, J=2. 6&8. 6Hz), 7. 16 (1H, d, J=2. 6
Hz), 7. 22 (1H, dd, J=1. 7&£8. 2Hz), 7. 52 (
TH, d, J=1. 6Hz), 7. 64 (1H, d, J=8. 2Hz) ,

7. 70 (1H, d, J=8. 6Hz) .
=M1 3
(E)—2—1?»—3—(s—tPu#>T79u>—2—4w)—2

— 75 B
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/\)\/COOH
S

HEMBRICKEMN1 2 THONIXTIL (0. 45g ) 2FERALER
B 7IZRBBOFEERABEOBLETHLNT: (0. 356g ),
"H—NMR (CDC 1, ) & :ppm
5 0. 99 (8H, t, J=7. 6Hz), 2. 25 (2H, q, J=7.
6Hz), 2. 37 (3H, s), 7. 13 (1H, dd, u=2. 6¢&
8. O9Hz), 7. 16 (1H, d, J=2. 6Hz), 7. 24 (1H
., dd, J=1. 7&£8. 6Hz), 7. 54 (1H, d, y=1. 7H
z), 7. 69 (1H, d, J=8. 6Hz), 7. 74 (1H, d, J
10 =8. 9H=z) .
ERH1 4
(Z) —4, 4, 5, 5, 5=RUBATNFA—3— (6—A+rFI AL
XFTRLU—2—4N) —2—AFI—2-=-RUTFUBt—TFI
F,c” CF

/©/ l \/
COOBu-t
MOMO X

15 HEWHICSEZR 11 THOoNZZ LY (1. 0g) ZERL2—-FY
AFILIYNLTE VBt —TFILORDOYIZSER 4 TH/ON-VY LT
AT (0. 72g ) ZHEALEREMN4ICRBOFEEFHRDAETHESL
hf- (1. 15g),
"H—NMR (CDC 1, ) & :ppm

20 0. 94 (9H, s), 2. 23 (3H, t, Jy., =2. 8Hz), 3

52 (3H, s), 5. 29 (2H, s), 7. 22 (1H, dd, J
=2, 6&9. 1Hz), 7. 30 (1H, br. dd), 7. 37 (1
H, d, J=2. 6Hz), 7. 59 (1H, br. ), 7. 67—7.
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73 (2H, m) .
EfEH 15

(E) —4, 4, 5, 5, 5—RUBILAO—3— (6—A rx 4|
FUFTBLY—2—AL) —2—AFN—2—-RUFUEt—TFL

ﬁl)ﬁ _CO0Bu-t
MOMO~ ::: X

HEVHICEEH 1 4 TRONE=ZRATIL (1. Og ) #HEHLERES

SICRKRBOAELERABKRODAETHONE: (0. 24g ),

"H—NMR (CDC I, ) & :ppm

1. 65 (9H, s), 1. 78 (3H, t, Jy.s =2. 4Hz), 3
10 . 51 (3H, s), 5. 30 (2H, s), 7. 25 (1H, dd, J

=2. 6&£8. 9Hz), 7. 26 (1H, br. dd), 7. 42 (1

H, d, J=2. 6Hz), 7. 66 (1H, br. ), 7. 76 (1H

, d, J=8. 6Hz), 7. 77 (1H, d, J=8. 9Hz) .

EEH 1 6
15 (E) —4, 4, 5, 5, 5—RUAIJ)LAO—-3— (66—t FOoxi+
FZE3L—=2—=AI)) —2—AFI—2—-RUFUBt—TFIL

~CF3

F2
/(:@ X COOBu-t
HO X

HEMBICKERN 1 5THONEIRATIL (0. 48z ) #FHALER
pieICRRBOBEELRABROAEETHEONE (0. 2g) .
20 '"H=NMR (CDC 1, ) & :ppm
1. 55 (9H, s), 1. 79 (38H, t, Jy.s =2. 5Hz), 7
12—7. 17 (2H, m), 7. 23 (1H, br. d), 7. 62
(1H, br.), 7. 68 (1H, d, J=8. 3Hz), 7. 74 (
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1H, d, J=8. 6Hz) .
EHH 1 7

(E) —4, 4, 5, 5, 5=RyA7)14#0—-3~ (6—EFAFXL¥+

TRALY—2—=)) —2—AFI—2-—-ROTFUE
CF,

Nog

Z N\/COOH
L
5 HO
WS I EREF 1 6 TBONF-IRTIL (0. 2g ) *ERALERER
7IZRBO S ELRHEOAETEHEONT- (0. 15g ) .

"H—NMR (CDC ;) & :ppm
1. 90 (8H, t, Jyy =2. 3Hz), 7. 11—7. 18 (2H

10 , m), 7. 26 (1H, br. d), 7. 66 (1H, br. ), 7.
72 (1H, d, J=8. 6Hz), 7. 77 (1H, d, J=8. 3H
z) .
EiEH 1 8
3— (B—AFXIUAPEL—3, 4—CEFOFTTELY—2—A)L)
15 —2—AFI—2—RUFUBt—TFI

josg
COOBu-t
MOMO” X ‘\/J

HEMBIZSERM1 7THONIZ MY (3. 0g ) ZEAL. 2—+
DAFLYLTE VBt —TFLORDLYIZEEH 4 THRONE=DVL
IRTFLEFERALEEM4ICRBOFELRZRDGETHELONT- (4. 6

20 9g ) ., —hiE (E) fx& (Z2) kD2 : 9BDEEMTH S,

(z) 5: '"H—NMR (CDC 1, ) & :ppm
0. 97 (3H, t, J=7. 6Hz), 1. 31 (9H, s), 1. 9
0 (3H, s), 2. 23 (2H, g, J=7. 6Hz), 2. 34 (2
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H, br. t), 2. 83 (2H, br. t), 3. 48 (3H, s),
5. 15 (2H, s), 6. 15 (1H, s), 6. 65—6. 81 (2
H, m), 6. 89 (1H, d, J=8. 6Hz) .
EREFI1 9

5 (E) —8— (6= A XTI AKX -3, 4—-VEFOF+TELY—2
—A)\N) —2—FAFN—2—-RTUVEBt—-TFIL

y ‘/QQV/E;,cooswt
IOOh
MOMO

HEMEIZERED 1 STHON-IRAFI (4. 695 ) % FEHBLER
BsICRRBOAELRBEOAETHONT- (1. 83g) .
10 "H—NMR (CDC I, ) & :ppm
1. 01 (38H, t, J=7. 2Hz), 1. 52 (9H, s), 1. 8

9 (3H, s), 2. 27—2. 35 (2H, m), 2. 839 (2H, g
, J=7. 2Hz), 2. 83 (2H, br. t), 3. 47 (3H, s
), 5. 16 (2H, s), 6. 19 (1H, s), 6. 80—6. 89
15 (2H, m), 6. 97 (1H, d, J=8. 9H=z) .
EfEH 20
(E) — 83— (6—EFOXL—3, 4—oEFnF78LVv—2—-4]L
) —2—AFIL—2-ROFUBt —TFIL

= \\/J;;/COOBwt
\/LJ l
HO

20 HEMEIZEEMN1 9O THONIZIATI (0. 5g) #FEHLEEH
BICRBMODEELRHRDAETHONT- (0. 428 )
'"H—=NMR (CDC 1, ) & :ppm
1. 01 (3H, t, J=7. 2Hz), 1. 54 (9H, s), 1. 9




WO 97/32837 6 PCT/JP97/00600
O (3H, s), 2. 26 (2H, br. t), 2. 38 (2H, q, J
=7. 2Hz), 2. 78 (2H, br. t), 6. 16 (1H, s),
6. 24 (1H, br. ), 6. 61—6. 68 (2H, m), 6. 89
(1H, d, J=8. 9Hz).
5 EEH 2 1
(E) —3— (6—EFRA¥XL—3, 4—-2EFOFI748LY—-2—4)L
) —2—AFI—2-RUTUE

HO” X \)

HEYRIZEEPN 20 THONE-IRATILEZFEHALERG 7 288D H
10 EERBRDAETHE/LONT- (0. 10g ),

"H—NMR (CDC I, ) & :ppm
1. 05 (3H, t, J=7. 2Hz), 1. 97 (3H, s), 2. 3

O (2H, br. t), 2. 58 (2H, q, J=7. 2Hz), 2. 8

3 (2H, br. t), 6. 18 (1H, s), 6. 61—6. 66 (2
15 H, m), 6. 93 (1H, d, J=8. 9H z)

ErHl 2 2

(Z) —2—IFNL—3— (6—A+FIALXL—3, 4—-FOF

Z3Ly—2—A)) —2=-RUTVBt—-TFIL

\)\/l COOBu-t
MOMO X

20 HEMBICSED 1 7TRONET R (4. 47g ) EHERLERES
AIZRBOAEELRZOAETEONT: (1. 49g ),
(Z) %: '"H—NMR (CDC ;) & :ppm
0. 97 (3H, t, J=7. 6Hz), 1. 05 (3H, t, J=7.
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6Hz), 1. 32 (9H, s), 2. 22 (2H, q, J=7. 6Hz
), 2. 33 (2H, q, J=7. 6Hz), 2. 35 (2H, br. t
), 2. 83 (2H, br. t), 3. 48 (3H, s), 5. 16 (2
H, s), 6. 18 (1H, s), 6. 70—6. 81 (2H, m), 6
5 . 90 (1H, d, J=7. 6Hz).

EHEH 2 3 |

(E) —2—IFN—-3—- (6—AFFLALXL—3, 4—SF Ko+
THALY—2—q)) —2—RUFUBt—TF)I

/@I XN YOOBu-t
MOMO

10 HEVHEICKEF 2 2 THONEIRTL (1. 19g ) 2EHLER
BISICRBOFELRBEDHETELNT (0. 455 ),
'"H—NMR (CDC I, ) & : ppm
0. 99 (3H, t, J=7. 6Hz), 1. 01 (3H, t, J=7.

6Hz), 1. 53 (9H, s), 2. 29 (2H, br. t), 2. 3
15 1 (2H, q, J=7. 6Hz), 2. 33 (2H, q, J=7. 6H z
), 2. 83 (2H, br. t), 3. 48 (3H, s), 5. 17 (2
H, s), 6. 19 (1H, s), 6. 80—6. 86 (2H, m), 6
97 (1H, d, J=9. 2Hz) .
EEH 2 4
20 (E) —2—IF)I—3— (6—EFOFL—3, 4—SF FR+I4L
v/=2—4A)L) —2=RUFUEt—TFIL

/(Ij X COOBu-t
HO X

&%%EE%Mﬂzsﬁﬁéht(E)—IZ?»(O.45g)§ﬁ
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BLERS 6 ICEBOAZLEFAHKOFETHONT- (0. 408 ) .
"H—NMR (CDC I, ) & :ppm

0. 98 (3H, t, J=7. 6Hz), 1. 01 (3H, t, J=7.
6Hz), 1. 53 (9H, s), 2. 28—2. 34 (6H, m), 2

5 .80 (2H, br. t), 6. 17 (1H, s), 6. 62—6. 65
(2H, m), 6. 92 (1H, d, J=8. 9Hz) .
EfEH 25

(E) —2—IFI—3— (6—tFOX>L—3, 44— FO+I748L
U—2—AJ)) —2—RUTUB

i I\ \/COOH
10 HO
EHEH 2 4 TRONEIZAFI (0. 40g) OPy/ARXA%22 (10
) BEICoCTmE{FA (0. 13m) MR IFWELIz. RIE
BEKKPISEEI-FIICHE L, FREZRAMNEEK. KBHUD
LABETHE L. KE*6HEEM CHBEICLI—TILTHRE LT
15 HHBBEREBIIACOLTHBRLBEZRELEL, BREZD/0044
ARG UNLEBREALTENY (0. 10e) 871
"H—NMR (CDC I, ) & :ppm
1. 04 (3H, t, J=7. 6Hz), 1. 05 (3H, t, J=7.
6Hz), 2. 28—2. 53 (6H, m), 2. 83 (2H, br. t
20 ), 6. 18 (1H, s), 6. 60—6. 67 (2H, m), 6. 94
(1H, d, J=8. 9Hz) .
EfEH 2 6
(E) —3— (6—A XTI ARXIFTELY—2—A)) —2—*F
=2 —~"ZHUBIFI
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65

IOOh
MOMO

AUGLAFHAFIILSOSOR (10, 228 ) OCAFLAKRILLTE
K(22. 1ml) B&RIZ2 KRR/ FONVEBRYIFIL (12, 2¢
) OCAFARILLTIR (22, 1nl) BEEMZ180ETI 04
HLf-. 3EW20THLNIT L2 (8. 82g ) OV AFILKRILLT
S K (35n) BHEEMZ 1 80 CTOMEIERL-. MARRTERY
FERAMEEK (500m) HIZEFEFFI—FI (150mx 3) THHELE
s HHEAENHEAMBIEK (100mx3) THEELBBEIIRLYIALT
BMR 1=, BEERERELBREZ VAL ASLIAR IS T4 —
(NFH U BFBEIFILEG0 : 1) IZMTENY (2. 14g) %81,
'"H—NMR (CDC !, ) & :ppm
0. 85 (3H, t, J=7. 4Hz), 1. 33—1. 39 (2H, m
), 1. 36 (3H, t, J=7. 1THz), 1. 75 (3H, s), 2
. 64 (2H, t, J=7. 7Hz), 8. 53 (3H, s), 4. 28
(2H, q, J=7. 1Hz), 5. 831 (2H, s), 7. 23 (1H
, dd, J=1. 6&8. OHz), 7. 25 (1H, dd, J=2. 3
&8. 9Hz2), 7. 41 (1H, d, J=2. 8Hz), 7. 51 (1
H, d, J=1. 6Hz), 7. 74 (1H, d, J=8. OHz), 7
74 (1H, d, J=8. 9Hz) .
KiFl 2 7
(E) — 83— (6—EFAFIFIFLU—2—A)L) —2—AFJL—2
—ANFEUBIFIL
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HEVEICREM26 THONEIRATIL (2. 14g) 2FEALER

FleICRBOAELRMDAETHLONT: (1. 59g) ,
"H—NMR (CDCl, ) & :ppm

0. 86 (3H, t, J=7. 3Hz), 1. 26—1. 43 (2H, m

5 ), 1. 837 (3H, t, y=7. 1Hz),

1. 76 (3H, s), 2
. 64 (2H,

t, J=7. 6Hz), 4. 29 (2H, q, J=7.

1
Hz), 5. 15 (1H, s), 7.

12 (1H, dd, J=2. 6¢&¢8

. 6Hz), 7. 16 (1H, d, J=2. 6Hz), 7. 21 (1H,
dd, J=1. 8&£8. 3Hz), 7. 50 (1H, d, J=1. 8Hz
10 ), 7. 67 (1H, d, J=8. 83Hz), 7. 73 (1H, d, J=
8. 6Hz) .
EiEH 2 8
(E) — 83— (6—EFAXIFIEZLU—2—4)L) —2—AF)—2
— At B
_ /,I §j/COOH
15 NN

HO
HEMBIZEHEH 2 7 THONEIRATIL (1. 59g ) *ERLER
B3RO AELRAHBDAETELN- (1. 04g ),
"H—NMR (CDC I, ) & :ppm

0. 85 (3H, t, J=7. 3Hz), 1. 20—1. 43 (2H, m

20 ), 1. 77 (3H, s), 2. 75 (2H, t, J=8. 3Hz), 7

11—-7. 25 (3H, m), 7. 58 (1H, br. ), 7. 72 (

1H, d, J=8. 3Hz), 7. 80 (1H, d, J=8. 6Hz) .

EEH 2 9

(E) — B4V (Z) 83— (1—TFI=—6—F+bFIALXLF T4

25 Ly—2—A)L) —2—AF)—2—-RUTVEBt—TFIL
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A I/l;l,cooau-t K\%/
COOBu-t
MOMO \)\/I MOMO” X Q

HEMEIZSER 2 7THONIT LY (2. 4g ) ZEAEL2—FY
AFLINTE VBt —TFLOKRDYIZBERN 4 TRON-DYLT
ATIN (2. 1g) ZERLEEF4ICERMOFELERBEOSETELA
=, (E) k0. 25g . (Z) k0. 79g,

(E) k: '"H—NMR (CDC 1, ) & : ppm
0. 97 (3H, t, J=7. 83Hz), 1. 01 (3H, t, J=7.
3Hz), 1. 43—1. 62 (4H, m), 1. 56 (9H, s), 1

57 (3H, s), 2. 21—2. 34 (1H, m), 2. 78—3.
01 (3H, m), 3. 53 (3H, s), 5. 30 (2H, s), 7.
06 (1H, d, J=8. 6Hz), 7. 25 (1H, dd, J=2. 6
&£9. 2Hz), 7. 40 (1H, d, J=2. 6Hz), 7. 58 (1
H, d, J=8. 6Hz), 7. 97 (1H, d, J=9. 2Hz) .

(z) h: '"H=NMR (CDC I, ) & :ppm
0. 92 (9H, s), 0. 97 (383H, t, J=7. 2Hz), 0. 9
8 (3H, t, J=7. 6Hz), 1. 42—1. 76 (4H, m), 2

05 (3H, s), 2. 11—2. 25 (1H, m), 2. 64—3,
00 (3H, m), 3. 53 (3H, s), 5. 27—5. 32 (2H,
m), 7. 06 (1H, d, J=8. 6Hz), 7. 22 (1H, dd,
J=2. 6&9. 2Hz), 7. 35 (1H, d, J=2. 6Hz), 7

51 (1H, d, J=8. 6Hz), 7. 92 (1H, d, J=9. 2
Hz) .

ERERH 3 0
(E) =83— (1=FL—6—EFKAXIFITRLY—2—4AJ) —2

—AFIN-2 —ROUFUEt —-TFI
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N \/COOBu-t

|
HO\\

HEMBICEEH2 9 THON (E) —ITXFIL (0. 50g ) &
FALEBHI6 ICEHMOSZLRBOAETHON (0. 43g),
'"H—NMR (CDC 1, ) & :ppm
0. 97 (3H, t, J=7. 3Hz), 1. 01 (3H, t, J=7.
3Hz), 1. 47—1. 64 (4H, m), 1. 56 (3H, s), T
. 57 (9H, s), 2. 21—2. 34 (1H, m), 2. 78-23.
00 (3H, m), 5. 12 (1H, s), 7. 04 (1H, d, J=8
. 8Hz), 7. 13 (1H, dd, J=2. 3&£8. 6Hz), 7. 1
5 (1H, d, J=2. 3Hz), 7. 52 (1H, d, J=8. 3Hz
), 7. 95 (1H, d, J=8. 6Hz).

EHEHI 3 1

(E) = 8— (1 —FFL—6—EFAXIFIHLY—2—q)) —2

—AFIL—2-RUFUE

A~ COOH

XX
HO

OCT. EWH 30 TR/ONI- (E) —ZRXATFTI (0. 43g) DY
BAA%ZY (10m) BRICEIEEFZ2> (0. 13m) ZMZ 104/
MiELf-, K (100m) ZMA. T—FJL (30mLx 4) THRHE LT,
HHBZEROBHEZREL 6 REBEKRBIES F)VLBK (30m) M2
SR L, T—FJ) (30mLx4) THEL. KBZ6REEMT
pH=4DB&KEL., IT—F/L (30mLx 4) THHEL, FEEED
B TCKTRBELFBI IR OVLTRBRLBEERE L, BonfRE
TEER (NFHr oo onniay) LEMY (0. 30g ) 281,
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"H—=NMR (CDC l, ) & :ppm
0. 97 (38H, t, J=7. 1Hz), 1. 05 (3H, t, J=7.
4Hz), 1. 42—1. 67 (4H, m), 1. 67 (3H, s) 2.
33—-2. 46 (1H, m), 2. 77—3. 01 (2H, m), 3. 1
8—3. 32 (1H, m), 7. 02 (1H, d, J=8. 6Hz), 7
14 (1H, dd, J=2. 6&£9. 9Hz), 7. 15 (1H, d,
J=2. 6Hz), 7. 52 (1H, d, J=8. 6Hz), 7. 96 (
1H, d, J=9. 9Hz) .
EfHEH 3 2
(E) —3— (1 —TFIL—6—ArFIFIT72L—2—-A)) —2—
JTUBITFIL

oo
MeO N \)

SEH29TH/RONI=Z LY (3. 05g ) #FEAL2—-FkRXK/ FO
NOBMIIFLORDYIZRRAR/ BB N I FLEERAL TERS 2
6ICRBDOAETHERMY (0. 8g ) %51,

"H—NMR (CDCl, ) & :ppm
1. 28 (3H, t, J=7. 6Hz), 1. 32 (3H, t, J=7.
2Hz), 2. 52 (8H, d, J=1. 5Hz), 3. 02 (2H, q
, J=7. 6Hz2), 3. 92 (3H, s), 4. 23 (2H, q, J=
7. 2Hz), 5. 82 (1H, q, J=1. BHz), 7. 13 (1H
, d, J=2. 6Hz), 7. 13 (1H, d, J=8. 6Hz), 7.
19 (1H, dd, J=2. 6&9. 2Hz), 7. 57 (1H, d, J
=8. 6Hz), 7. 96 (1H, d, J=9. 2Hz) .

EHHHM3 3
(E) = 83— (1 —IFL—6—EFRFIFTELY—2—A)) —2
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—JTUBIFIL

A A/COOEt

NG
HO

—78CTF. EEMI2TH/OLNI-TAFI (1. 73g) OoTrOon
AR (1 7ml) BRIZZRIEKRVE (2. 17g) #FFL. 20CT

5 1BFRRHE Lz, RIGBEZHENERKDIIEFTMIF L CHE L. &
BEZEOMMBIBEKTESE LEET TR DLTERL-, BIRERT
BRELBREEUISNLASLIOTRN TS 74— (ANXH U /BRI F
JL10: 1) THELBEM® (1. 18g) #81-,
"H—NMR (CDC |, ) & :ppm

10 1. 28 (3H, t, J=7. 6Hz), 1. 33 (383H, t, y=7.
3Hz), 2. 53 (3H, d, J=1. 2Hz), 3. 01 (2H, q
, J=7. 6Hz), 4. 25 (2H, q, J=7. 3Hz), 5. 75
(1H, br. ), 5. 84 (1H, g, J=1. 2Hz), 7. 11 (
1H, d, J=8. 5Hz), 7. 16 (1H, d, J=2. 6Hz),

15 7. 17 (1H, dd, J=2. 6&6. 9Hz), 7. 50 (1H, d
, J=8. 6Hz), 7. 97 (1H, d, J=6. 9Hz) .
EHERH 3 4
(E) — 83— (1 —IFIL—6—EFOFXIFIRALI—2—A)) —2

A
@%COOH
HO X

EHF I3 TEBONEIATIL (1. 18¢ ) #HEYEIZFERALER
B ICRBMOAFEZERBZBDF ZZTWVHERMEB-, 2—Jan/—L
SANFHUMCBHERKLTEEY (0. 71g ) 281,

20
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"H—NMR (CDC I, ) & :ppm

1. 28 (3H, t, J=7. 5Hz), 2. 47 (3H, d, J=1.
3Hz), 8. 02 (2H, q, J=7. 5Hz), 5. 77 (1H, q
, J=1. 3Hz), 7. 08 (1H, d, J=8. 3Hz), 7. 10
(1H, d, J=2. 6Hz), 7. 11 (1H, dd, J=2. 6&8
. 6Hz), 7. 49 (1H, d, J=8. 3Hz), 7. 96 (1H,
d, J=8. 6Hz).

SEHEH 3 5

(E) —BLU (Z2) —3—= (1 —IFIL—6—A XA RFLFT4
Ly—2—A)L) —2—AFIL—2—-RUOTFTVEBt—TFIL

SN \) MOMO” COOBu-t

BEFI0OTHONES LY (6. 25g ) #*FERALSE 2IZEEKD
FET1— (1 —IFIL—6—EFAFIFITELY—2—aJ)) TAN
v—1—#> (3. 55g) BEohtz, COLSIZLTHONI-FTF
—JL (3. 50g) BLUVA=ZHJ—J)L (2. 60g) DT +FEFKODD
S (50m) BFRICt—TFLIAFALLILIOSA K (5. 76¢
) ZMZ 1 ORFMEIR L=, BBk (500m) M IT—FIL (1
50mLx 3) THIHL,, BHEBLEROTEBM T IR OVLTERLUBKS:
BELIz, BEZIVASLASLIAR KIS 74— (AXY L /Bl
IFNL10:1) THELI— (1—-IFIL—6—t—TFILZSAFILD
DILAXFOFITRLY—2—4)L) TANR—1—F>2 (5. 20g) A
J/ohlz, COLSIZLTHRLNET Y (5. 20g ) ZEAL2-F
JAFLOYLTE VBt —TFILORDLYIZBER I THEONI=-VYIL
IXTIN (3. 70g) #FEALEEFN 4 ICERBOAELERHDOEETSI
— (1 —IFL—6—t —TFILSAFLIYLFFIFITRLY—2—




10

15

20

25

WO 97/32837 PCT/JP97/00600

72

AN) —2—FAF)—2-RUOTUVEt—TFILH@ontz, ZhiX (E
) K. (Z) hD6 : ADEBEMTHS. COLIITLTELNI-IRT
LOTEZERFATSY (10m) BRICIREIVIETFSn—TFL
FUoEZOLOTFSERATISUEK (3. 9ml) M2 1 09ERL
T=. SAFIRIEK (1 00m) ZMAEFEETFIL (30mx 3) THHELL
o AMEEROMBT IR ILTHER LI, BEERERELETE Y
DATNAZLYAR NI ZT4— (NFH U/ EFBEIFIL10:1) T
BRMLT3— (1—IFIL—6—EFRFIFIELY—2—-AL) =2
—AFL=2—-RUTFUBt—TFIL (1. 30g) HEsht-, D&
SIZLTELNAF-TRATI (1. 30g) #*EALSERNIICRBOFE
ERBDAEEETVI— (1 —IFIL—6—FA XA LFIFTELY
—2=AJ) —2—AFN—2—-ROTUVBt—TFILER/. PUATL
ASLHPATRTS5T74— (50 : 1) THEL (E) & (0. 40g)
& (Z) & (0. 53g) ZHRLT,

(E) %: "H=NMR (CDC 1, ) & :ppm
1. 01 (3H, t, J=7. 6Hz), 1. 26 (3H, t, J=7.
6Hz), 1. 56 (3H, s), 1. 57 (9H, s), 2. 256—2

40 (1H, m), 2. 83—3. 11 (3H, m), 3. 52 (3H
, s), 5. 30 (2H, s), 7. 06 (1H, d, J=8. 3Hz)
, 7. 25 (1H, dd, J=2. 6&9. 2Hz), 7. 41 (1H,
d, J=2. 6Hz), 7. 59 (1H, d, J=8. 3Hz), 7. 9
9 (1H, d, J=9. 2Hz).

(Z) 6: '"H—NMR (CDC I, ) & :ppm
0. 91 (9H, s), 0. 98 (3H, t, J=7. 6Hz), 1. 2
7 (3H, t, J=7. 6Hz), 2. 06 (3H, s), 2. 11-2

28 (1H, m), 2. 64—2. 75 (1H, m), 2. 80—3.
11 (2H, m), 3. 53 (3H, s), 5. 30 (2H, s), 7.
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06 (1H, d, J=8. 3Hz), 7. 22 (1H, dd, J=2. 6
&£9. 2Hz), 7. 37 (1H, d, J=2. 6Hz), 7. 52 (1
H, d, J=8. 3Hz), 7. 95 (1H, d, J=9. 2Hz) .
EHEH 3 6

(E) = 83— (1 —IFL—6—EFAXLHIELY—2—A)L) —2
—AFL—2—RUTUBt—TFI

/O;\\IJZI/COOBu-t
_ HO _xn \)

HEMEICEEH 35 THLONT- (E) —IT XTI (0. 4g ) %R
LEBHIG ICRBOAELRAHEDAETRLNTE (0. 28 ),
"H—NMR (CDC I, ) & :ppm

1. 01 (3H, t, y=7. 6Hz), 1. 27 (3H, t, J=7.

BHz), 1. 57 (9H, s), 1. 60 (3H, s), 2. 23—2
40 (1H, m), 2. 83—3. 05 (3H, m), 5. 15 (1H

, s), 7. 03 (1H, d, J=8. 6Hz), 7. 11—-7. 15 (
2H, m), 7. 52 (1H, d, J=8. 2Hz), 7. 98 (1H,
d, J=8. 6Hz).

I3 7

(E) —8— (1 —IFL—6—EFAFSFITALUY—2—AJ) —2

—AFIL—2-RUTFUB

A %/COOH

A
HO

HEMEICEREF I 6 THOMNT (E) —ITXATFI (0. 25g ) %4
RBLEESI1IZEBOAELBRBRDAFETHEONT- (0. 20g) .
'"H—NMR (CD, OD) & : ppm
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1. 00 (8H, t, y=7. 2Hz), 1. 24 (3H, t, J=7.

2Hz), 1. 59 (3H, s), 2. 832—2. 40 (1H, m), 2
86—3. 07 (83H, m), 6. 97 (1H, d, J=8. 3Hz)

, 7. 11 (1H, dd, J=2. 6&£10. OHz), 7. 11 (1H

, d, J=2. 6Hz), 7. 51 (1H, d, J=8. 6Hz), 7.

95 (1H, d, J=10. OHz) .

EH) 3 8

(E) —3— (1—=7OEL—6— I rXxIAMELFDHELY—2—«

V) —2—AFIL—2—RUOFUBt—TFIL

/(% __COOBu-t
MoMo” X \/‘

SEMIITHONI-YFY (3. 1g) 2FEL2— MY AFLIY
LITZOBt —TFLORDYIZBER I TEONI-DYILIRATIL (2
83g ) *FHALERES 4IZRBOAZELERAHOEEZTHELNT (0.
30g),

'"H—NMR (CDC I, ) & :ppm

1. 01 (8H, t, J=7. 6Hz), 1. 07 (3H, t, J=7.
2Hz), 1. 57 (3H, s), 1. 59 (9H, s), 2. 23—2
38 (2H, m), 2. 76—3. 03 (4H, m), 3. 52 (3H

, s), 5. 30 (2H, s), 7. 06 (1H, d, J=8. 6Hz)

, 7. 24 (1H, dd, J=2. 6&£9. 2Hz), 7. 40 (1H,
d, J=2. 6Hz), 7. 58 (1H, d, J=8. 6Hz), 7. 9
5§ (1H, d, y=9. 2Hz) .

KM 3 9

(E) —83— (1—7OEL—6—EFRFLFIZLU—2—A)) —
2—AFN—2-—-ROTUBt—TFIL
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P /;\T/L;%,cooawt
HOW

HEMEICEEN3I 8 THLON- (E) —TXFIL (0. 30g ) %
ALEEH 6 ICEBOFEZLRBOAEETELON: (0. 17g) .,
"H—=NMR (CDC 1, ) & : ppm
5 1. 01 (83H, t, J=7. 2Hz), 1. 05 (3H, t, J=7.
2Hz), 1. 50—1. 69 (2H, m), 1. 58 (3H, s), 1
59 (9H, s), 2. 20—2. 40 (1H, m), 2. 77~—2.
98 (3H, m), 7. 02 (1H, d, J=8. 5Hz), 7. 15 (
TH, dd, J=2. 6&£9. 6Hz), 7. 17 (1H, d, J=2.
10 6Hz), 7. 49 (1H, d, J=8. 5Hz), 7. 92 (1H, d

, J=9, 6Hz) .

EEH 40
(E) =3— (1 —JAEL—6—EFAFIFITELY—2—()L) —

2= AFN—2—-AR2TFUB

A
15 HO

EEMI OTALNI-ITZAFIL (0. 16g ) #FERALEHEMI 1=
BOBXICRHOEETEONI- (0. 13g) .
"H=NMR (CDCl,, 1%DMSO—d, ) & : ppm
1. 00 (8H, t, J=7. 2Hz), 1. 05 (3H, t, J=7.
20 2Hz), 1. 51—=1. 72 (2H, m), 1. 64 (3H, s), 2
27—2. 45 (1H, m), 2. 76—2. 91 (2H, m), 3.
08—-8. 22 (1H, m), 6. 98 (1H, d, J=8. 2Hz),
7. 13=7. 17 (2H, m), 7. 49 (1H, d, J=8. 2Hz
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Y, 7. 88 (1H, d, J=9. 9Hz) .

EEH 4 1

(E) —3— (1—=IFIL—6—A XA FTELU—2—F)
) —2—AF)L—2—-TF o8t —TFI

/@ . - CO0Bu-t
|
MOMO” X %)

SEZPI4TEBONISFY (3. 36g) ZERL2-FYAFILY
JLTE2 Bt —TFILORDYIZBER A THRONI-DUIILIZATFILE
FRLTEEMIICEROFELRAKROAETH SN (0. 50g) .
"H—NMR (CDC 1, ) & :ppm

10 1. 25 (8H, t, J=7. 6Hz), 1. 56 (3H, s), 1. 5
7 (9H, s), 2. 25—2, 26 (3H, m), 2. 93—2. 99
(2H, m), 3. 53 (8H, s), 5. 30 (2H, s), 7. 07
(1H, d, J=8. 4Hz), 7. 26 (1H, dd, y=2. 6¢&9

. 2Hz), 7. 40 (1H, d, J=2. 6Hz), 7. 61 (1H,
15 d, J=8. 4Hz), 7. 99 (1H, d, J=9. 2Hz).

KR 4 2

(E) —3— (1—IF)I—6—-tFOXIFIELY—2—A)) —2

—AFN—2-TFUBt—TFIL

= ,/\T//L§T,coosu4
A

20 HEMEIZEEH 4 1 TEONT- (E) —IATL (0. 50g) =&
B LKA 6 (CEBOS % ERBOAETEONT (0. 458 ) .
'"H—NMR (CDCl, ) & :ppm
1. 25 (8H, t, J=7. 6Hz), 1. 57 (9H, s), 1. 5
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7 (83H, s), 2. 24—2. 26 (3H, m), 2. 92—2, 98
(2H, m), 7. 05 (1H, d, J=8. 6Hz), 7. 13 (1H
, dd, J=2., 0&8. 3Hz), 7. 16 (1H, d, J=2. OH
z), 7. 54 (1H, d, J=8. 83Hz), 7. 97 (1H, d, J
5 =8. 6Hz) .
EHEH 4 3
(E) = 3— (1—-IFL—6—-EFOFVFIRLU—2—q)L) —2
—AFN—2—-TF 8

/©/ I \/COOH
X
HO

10 EHH 42 THONEIRTIL (0. 45g ) 2FERALERFIS3 11282
BOFEICERHROFETHONT: (0. 31g ),
"H—NMR (CDC I, +CD, OD) & : ppm
1. 26 (3H, t, J=7. 6Hz), 1. 67 (3H, s), 2. 4

O (8H, s), 2. 87—3. 03 (2H, m), 7. 03 (1H, d

15 , J=8. 83Hz), 7. 14 (1H, d, J=2. OHz), 7. 16

(1H, dd, J=2. 0&8. 6Hz), 7. 56 (1H, d, J=8
3Hz), 7. 98 (1H, d, J=8. 6Hz) .

EEH 4 4
(Z2) —3— (1 —IFIL—6—FEFAFIFIEZLIU—2—A)) —2
20 —AFNI—2—RUOFUBt—TFIL

e N
HO X COOBu-t
HEMBIZERPI 5 THLON- (Z2) —IXFI (1. 80g ) #*&#

BLEHER6 CEBOAELEBABOFETHLONE (1. 09g) .
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"H—NMR (CDC 1, ) & :ppm

0. 93 (9H, s), 0. 98 (3H, t, J=7. 6Hz), 1. 2

6 (83H, t, J=7. 2Hz), 2. 07 (3H, s), 2. 13—2
26 (1H, m), 2. 63—2. 76 (1H, m), 2. 78—3.
11 (2H, m), 7. 03 (1H, d, J=8. 2Hz), 7. 10—
7. 18 (2H, m), 7. 41 (1H, d, J=8. 2Hz), 7. 9

0 (1H, d, J=10. 2Hz) .

EHEM 4 5

(Z2) — 83— (A —IFL—6-—EFAFXFLFTIRLU—2—AJ) —2

—AFI—2—-RUTFUE

X Q COOH
HO

KP4 4 TEHONF-ITRATI (1. 09g ) EFEELEHEH3 1128
WOAZICEHROAZTEONRERYMEATY O Sooarauh
CEFERLEMNY (0. 13g) #8B1,
"H—NMR (CDC I, ) & :ppm
0. 98 (3H, t, J=7. 6Hz), 1. 20 (3H, t, J=7.
6Hz), 2. 16—2. 34 (1H, m), 2. 66—2. 91 (2H
, m), 2. 92—3. 09 (1H, m), 7. 00 (1H, d, J=8
2Hz), 7. 09 (1H, d, J=2. 6Hz) 7. 13 (1H, d
d, J=2. 6&£9. 6Hz), 7. 44 (1H, d, J=8. 2Hz)
, 7. 91 (1H, d, J=9. 6Hz) .
KR 4 6

(E) =8— (1 —IFL—6—A XA LFIFTRELY—2—AJ
) —2—RUFUBt—TFIL
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A A CO0Bu-t

x>
MOMO X

BEMISTHOLNZ LY (1. 5g) 2BEHL2— Y AF LY
NIBUBt —TFLORDYIZTRYAFLIYLEEEt —TFIL (1.
35g) EEALTEEN4ICEBOSELRABOSETH/LNT: (O,

5 52g),

'"H—NMR (CDC 1, ) & : ppm
1. 01 (3H, t, J=7. 6Hz), 1. 29 (3H, t, Jy=7.
6Hz), 1. 63 (9H, s), 2. 98 (2H, q, J=7. 6H=z
), 3. 03 (2H, q, J=7. 6Hz), 3. 52 (3H, s), 5

10 . 30 (2H, s), 5. 67 (1H, s), 7. 11 (1H, d, J=

8. 4Hz), 7. 26 (1H, dd, J=2. 6&9. 2Hz), 7.
39 (1H, d, J=2. 6Hz), 7. 66 (1H, d, J=8. 4H
z), 7. 99 (1H, d, J=9. 2Hz).
=R 4 7

15 (E) —83— (1-IFL—6—EFOXIFIELL—2—()) —2

—RUTUEt—-TFL
A~ /(/COOBu-t

HO\\

HEMBEICKEM4 6 THON (E) ~TRXFIL (0. 52g) &
HLEED 6 IZRBOFELRAHBDEETEBONT (0. 44g ),
- 20 "H—NMR (CDC I, ) & : ppm
1. 02 (83H, t, J=7. 6Hz), 1. 27 (3H, t, J=7.

6Hz), 1. 53 (9H, s), 2. 98 (2H, q, J=7. 6Hz
), 8. 02 (2H, g, J=7. 6Hz), 5. 08 (1H, s), 5
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68 (1H, s), 7. 11 (1H, d, J=8. 6Hz), 7. 15
(1H, dd, J=2. 6&£9. 2Hz), 7. 15 (1H, d, J=2
6Hz), 7. 50 (1H, d, J=8. 6Hz), 7. 98 (1H,
d, J=9. 2Hz).
5 EEH 4 8
(E) —8— (1 —IFIL—6—EFAFIFIFLU—2—-AJL) —2

—ROTUE
HO AN \/‘

EER 4 7 TEOSA-TATI (0. 44g ) ZFEALEBHI 1128
10 BOHEIBEBROFEZTHBLONZRERMEAT Y DO A2

CEERLENY (0. 32g) Z#81

"H—NMR (CDC 1, ) & :ppm

1. 05 (3H, t, J=7. 6Hz), 1. 31 (8H, t, J=7.

6Hz), 3. 083 (2H, q, J=7. 6Hz), 3. 06 (2H, ¢
15 , J=7. 6Hz), 5. 83 (1H, s), 7. 12 (1H, d, J=
8. 3Hz), 7. 16 (1H, dd, J=2. 6&9. 9Hz), 7.
16 (1H, d, J=2. 6Hz), 7. 53 (1H, d, J=8. 3H
z), 7. 99 (1H, d, J=9. 9Hz).
EHEH 4 9
20 3— [6—ARFIAPFL—1—(3—Tzx=)LTFOENL) —FTFL
U—2—A L] —2—AFNL—2—-RUTUBt—TFIL
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SERIOTH/ONIZT LY (10, 7g) #FEBL2—FYXAFLS
JILTEZ Bt —TFILORDYIZSERN I TEONI-DYLIZATFILE

AL TEES 4IZEBOFZLERABOAEZTEONE (2. 83 ) ,
ChiZ (E) hE (Z) AD1 : 20EEMTH D,

5  EEHSO

(E) =83—[6—A XL APFI—1—(3—Dxz=LTFOFEL) —
FTIRL—=2—AN] —2—AFIL—2—RUFUEt—TFI

C /\I/QI/COOBUJ
MOMO” X Q\/J

HEDRICEFEHN 4 9O T/ONI-IAFIL (2. 83g ) EMLEM
10 PISICEERDAELRBROAETHONT- (0. 71g) ,

"H—=NMR (CDC 1, ) & :ppm

0. 99 (3H, t, J=7. 2Hz), 1. 55 (383H, s), 1. 5

8 (9H, s), 1. 86—2. 02 (2H, m), 2. 21—2. 34

(1H, m), 2. 78 (2H, t, J=7. 2Hz), 2. 81—3.
15 05 (3H, m), 3. 51 (3H, s), 5. 28 (2H, s), 7.

05 (1H, d, J=8. 6Hz), 7. 18 (1H, dd, J=2. 6

£9. 2Hz), 7. 19—7. 35 (5H, m), 7. 38 (1H, d
J=2. 6Hz), 7. 58 (1H, d, J=8. 6Hz), 7. 78
(1H, d, J=9. 2Hz).
20 EHMEF S 1
(E) —3—[6—-EFEFL—1— (3—DzZ)FOENL) —F T4
Ly—2—A)] —2—=AFI—2-RUOF Bt —-—TFIL
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82

Kj/\l/gl/COOBu-t
HO A \)

HEMBIZERH S 0 THOAE (E) —TATI (0. 70g) =ff
ALERG 6 ICRBOAELERBOAETHLON (0. 59g)
"H—NMR (CDC 1, ) & :ppm

5 1. 01 (3H, t, J=7. 2Hz), 1. 87 (3H, s), 1. 5
9 (9H, s), 1. 856—2. 02 (2H, m), 2. 17—2. 32

(1H, m), 2. 78 (2H, t, J=7. 2Hz), 2. 80—3.
04 (3H, m), 7. 02 (1H, d, J=8. 6Hz), 7. 09 (
1H, dd, J=2. 8&£9. 1Hz), 7. 16 (1H, d, J=2.

10 6Hz), 7. 17—7. 33 (5H, m), 7. 50 (1H, d, J=
8. 3Hz), 7. 75 (1H, d, J=9. 2Hz) .
ERMH S 2

(E) —3— [6—EFAFXY—1— (3—Tx=)TBEL) —F D2

Ly—2—AL] —2—FAFN—2-RUTUE

PN l/[;:‘/coou-i

N

15 HO
EWHH S 1 THLNI=TRATI (0. 59g ) #EALEEM3 1128
BOSECRBOAEEZTCESNEHRERMEAFY /D004 700
CEHERLENY (0. 468 ) 81
"H=NMR (CDC 1, ) & :ppm

20 0. 97 (3H, t, J=7. 2Hz), 1. 59 (3H, s), 1. 8
2-2. 01 (2H, m), 2. 18—2. 34 (1H, m), 2. 65
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—2. 84 (3H, m), 2. 85—2. 98 (1H, m), 3. 03—
3. 17 (1H, m), 6. 94 (1H, d, J=8. 6Hz), 7. 0O
4 (1H, dd, J=2. 6&8. 9Hz), 7. 10 (1H, d, J=
2. 3Hz), 7. 11=7. 27 (5H, m), 7. 47 (1H, d,
J=8. 6Hz), 7. 71 (1H, d, J=9. 2Hz) .
EHEH 5 3

SB—[6—APFIVALFL—1— (B—AFILTFIL) 4L -2
—AL] —2—AF—2—-RUFUBt—TFIL

//;\/l: COOBu-t
MOMO

BEPAOTHONIT LY (14, 0g) ZEAL2-FYAFLS
ULTE Bt —TFILORDYIZBERNITEON-SYILIRATILE
ERLTEER4ICEROFZERABROEETELONT (4. 01g) ,
ShiF (E) th& (2) A1 : SOREMTH 5.

KRR 5 4

(E) =3—[6—ArFXIALFI—1— (B=AFLITFIL) +74

bo—=2—AL] —2—AFI—2-—-RUFUEBt—TFI

\/)\/(

~

/©/ I \I/COOBU-t
MoMO” X Q§/J

HEMBICKEH S 3THOLNIEZIRAFIL (1. Og ) #EHLEEH
SICRRBMDAEELEBBRDAREITL. BON-HERYE L) HFILHS
LT RTST4— (ANFH U/ BEBEIFIL20 : 1) THULENY
(0. 10g) #8171,

"H—NMR (CDC 1, ) & :ppm
1. 083 (3H, d, J=6. 6Hz), 1. 04 (3H, d, J=6.
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6Hz), 1. 06 (3H, t, J=7. 6Hz), 1. 45—1. 70
(2H, m), 1. 60 (8H, s), 1. 680 (9H, s), 1. 71
—1. 86 (1H, m), 2. 23—2. 38 (1H, m), 2. 70—
3. 07 (3H, m), 3. 56 (3H, s), 5. 34 (2H, s),
7. 11 (1H, d, J=8. 6Hz), 7. 30 (1H, dd, J=2
6+£9. 2Hz), 7. 44 (1H, d, J=2. 3Hz), 7. 638
(1H, d, J=8. 6Hz), 8. 01 (1H, d, J=9. 2Hz)

EEHIS S
(E) —3— [6—btFABFL—1— (B=—AFITFIIL) +748L2—
2—AN] —2—AFIL—2—-ROFUBt—TF)L

N COOBU-t
oA

HEMEICEEHS 4 THOMz (E) —TXTIL (0. 255 ) %f#

ALEBER G ICERBOAZERBOAETHOAI: (0. 22g) .
"H—NMR (CDC 1, ) & :ppm

0. 98 (6H, d, J=6. 2Hz), 1. 02 (3H, t, J=7.
3Hz), 1. 42—1. 78 (3H, m), 1. 57 (3H, s), 1
57 (9H, s), 2. 17—2. 36 (1H, m), 2. 82—2.
99 (3H, m), 5. 70 (1H, br. s), 7. 03 (1H, d,
J=8. 6Hz), 7. 14 (1H, dd, J=2. 5&7. 8Hz),
7. 16 (1H, d, J=2. 3Hz), 7. 49 (1H, d, J=8.
3Hz), 7. 94 (1H, d, J=10. 2Hz) .

EHEH S 6

(E) —3—[6—EFAXIL—1— (B—AFILTFIL) +782L 22—

2—A)] —2—AFIN—2—-RUTUH
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>

A COOH

SN
HO

KPS S TH/ONI-ITRATIL (0. 22g ) 2FEBLEHEHI 1128
BOFZICEHROAEZTENY (0. 158 ) #4E1-,
"H—NMR (CDC 1, ) & :ppm
5 1. 00 (3H, d, J=6. 5Hz), 1. 01 (3H, d, J=6.
8Hz), 1. 06 (3H, t, J=6. 9Hz), 1. 42—1. 60
(1H, m), 1. 62—1. 83 (1H, m), 1. 67 (3H, s)
2. 31-2. 50 (1H, m), 2. 70—3. 13 (3H, m),
8. 14-3. 383 (1H, m), 7. 03 (1H, d, J=8. 3Hz
0 ), 7. 16 (1H, dd, J=2. 3&7. 9Hz), 7. 17 (1H
, d, J=2. OHz), 7. 66 (1H, d, J=8. 3Hz),6 7.

)

97 (1H, d, J=9. 9Hz) .

FEHEH S 7
(E) =3— (6—AFrFIAPFL—1—n—FKFIILFTELU—2
15 —AL) —2—=FAFIL—2—-ROFUBt—TF)L

\/\/\/\//Cv:‘l\l/gl/ COOBu-t
MOMO™ X *i/J

EEMA1T/HONI=ZF> (10, 0g ) #FHL2—FYAFLS
VLTEZUBt —TFILORDYICBSER 4 TRONESYLIZRTFLE
EALTERER 4 ICEBOFZLERBOAETESLN (0. 85 ),

20 '"H—=NMR (CDC I, ) & :ppm
O. 88 (3H, t, J=6. 8Hz), 1. 01 (3H, t, J=7.
6Hz), 1. 21=1. 37 (16H, m), 1. 40—1. 62 (4
H, m), 1. 565 (3H, s), 1. 57 (9H, s), 2. 21—2
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32 (1H, m), 2. 77—3. 00 (3H, m), 3. 52 (3H
, s), 5. 30 (2H, s), 7. 05 (1H, d, J=8. 6Hz)
., 7. 25 (1H, dd, J=2. 5&9. 4Hz), 7. 39 (1H,
d, J=2. 6Hz), 7. 568 (1H, d, J=8. 3Hz), 7. 9
5 6 (1H, d, J=9. 2Hz) .

EfE# 5 8

(E) —3— (6—EFEFY—1—n—=FFIILFTI7E2L—2—-q)
) —2—AFN—2—-RUTVUEBt-TFI

\/\/\/\/b/;\l/lil/cooﬁﬂ
HO x \/'

10 HEMEICEEMNS 7 THONTz (E) —ZXTL (0. 85g) =&
ALEREFG ICEBOAELERZEDFETHRLNT- (0. 75g)
"H—NMR (CDC 1, ) & :ppm
0. 87 (3H, d, J=6. 8Hz), 1. 01 (3H, t, J=7.

3Hz), 1. 24—1. 31 (16H, m), 1. 44—1. 65 (4

15 H, m), 1. 56 (3H, s), 1. 57 (9H, s), 2. 24—-2

34 (1H, m), 2. 77—38. 01 (3H, m), 7. 04 (1H

, d, J=8. 3Hz), 7. 10—7. 16 (2H, m), 7. 51 (

1H, d, J=8. 6Hz), 7. 94 (1H, d, J=8. 9Hz).
EHEHIS 9 |

20 (E) —3— (6—EFAFXF —1—n—FFUILFI7EL—2—4)

) —2—AFN—2—RUTUE
~ ~ /’;/COOH

SN

HO
EHHM S 8 THEOLNI-TXAFIL (0. 85¢g ) #FEHLEREHSI 1125
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BOAERICEBHROFETEMY (0. 18g ) %81,
"H—=NMR (CDC I, ) & : ppm

0. 88 (3H, d, J=7. 1Hz), 1. 04 (3H, t, J=7.
4Hz), 1. 20—1. 39 (16H, m), 1. 41—1, 52 (2
H, m), 1. 656—1. 66 (2H, m), 1. 66 (3H, s), 2
. 832—2. 45 (1H, m), 2. 783—2. 99 (2H, m), 3.
17—-3. 30 (1H, m), 7. 02 (1H, d, J=8. 6Hz),
7. 12—=7. 18 (2H, m), 7. 54 (1H, d, J=8. 2Hz
), 7. 95 (1H, d, J=9. 9Hz) .

EMEFI 6 O

(Z2) =83—-— (1 =TFN—6—EFOXLFIHALU—2—4)) —2
—AFIL—2-RUTFUE

///Q/

| !
COOH
HO > x>

HEMEICEEH 2 9OICRBOAETEONDS (Z) —TRXFIL [1.
18g. ChIFT1T— (1 —TFL=6—AFFLALXFIFIHLU—2
—AL) TANR—1-F2EDH40%REMTH D] 2 EH LEHEH
CICREBMDAEZELBBEDAET (Z) —3—- (1 —TFL—6—E KOF
DFIRL—2—AN) —2=AFIL-2-ROFUBt—TFNL [1
. 07g . ChF1T—-— (1 —=TFL—-6-EFKOXLF+TE4LY—2—+4
W) Tany—1—-F2eDH40%REYWTHD] ®8f-. (Z2) —T
ATIL[0. 82g.,. ChIF1— (1 —=TF)—-6—-EKOXLFT74L
=2—4)L) TANRY—1—-FEDHAI0%REEYTHAD] 2HEHEL
EEM 3 1 ICERBOFELRBOAEETVENY (0. 23g ) 81

o]

"H=NMR (CDC !, ) & :ppm
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0. 92 (3H, t, J=7. 1Hz), 0. 98 (3H, t, u=7.

6Hz), 1. 37—1. 61 (4H, m), 2. 08 (3H, s), 2
14—2. 30 (1H, m), 2. 66—2. 80 (2H, m), 2.

87—2. 98 (1H, m), 6. 98 (1H, d, J=8. 6Hz),

7. 03—7. 10 (2H, m), 7. 39 (1H, d, J=8. 2Hz

), 7. 87 (1H, d, J=8. 9H=z) .

EHEHI 6 1

(E) — 83— (6= A XA XL —1—n—TFIFITELV—2—

AI) —2—RUFVBt—TFIL

>
MOMO

HEMEIZSEM2 7 THOoMIT LY (2. 16g) ZFERAL2-+
JAFILYLTR OBt —TFILOKDOYIZRIYAFILL ) ILEFEE t —
TFLEFERALERF4ICEHBOFELRABROFETHONI (0. 42
g)o
"H—NMR (CDC 1, ) & :ppm
0. 97 (83H, d, J=7. 3Hz), 1. 01 (38H, t, J=7.
4Hz), 1. 42—1. 69 (4H, m), 1. 53 (9H, s), 2

90—3. 02 (4H, m), 3. 52 (3H, s), 5. 30 (2H
, s), 5. 67 (1H, s), 7. 12 (1H, d, J=8. 6Hz)
, 7. 26 (1H, dd, J=2. 6&£9. 2Hz), 7. 38 (1H,
d, J=2. 6Hz), 7. 56 (1H, d, J=8. 3Hz), 7. 9
7 (1H, d, J=9. 2Hz) .

EHEHI6 2
(E) —3— (6—EFAFL—1—n—TFILFI7E2LU—2—-1)L)

—2—RUTFVEBt—TFIL
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= /\J;COOBu-t

A AN
HO

HEMBICEREH 6 1 THONI: (E) —ITXTIL (0. 42g) %{&
ALEEMG6 ICRHBMDAELRBROFETHLNT- (0. 37¢) .
"H—NMR (CDC 1, ) & :ppm

5 0. 97 (3H, d, J=7. 3Hz), 1. 02 (3H, t, J=7.
83Hz), 1. 41—1. 56 (2H, m), 1. 52 (9H, s), 1

57—1. 72 (2H, m), 2. 88—3. 038 (2H, m), 5.
67 (1H, s), 7. 11 (1H, d, J=8. 3Hz), 7. 12~
7. 16 (2H, m), 7. 49 (1H, d, J=8. 6Hz), 7. 9

10 4 (1H, d, J=9. 2Hz).
EHEH6 3
(E) — 83— (6—EFAXL—1—n—TFILFITELL—2—4C))

—2—-RUF VU

15 ERFI6 2 THONI-TXTIL (0. 37g ) #FERALEEHI 1128
BOFEICRHRDOEETENY (0. 23g ) #8Bf=.
'"H—=NMR (CDC 1, ) & :ppm
0. 98 (3H, d, J=7. 3Hz), 1. 04 (3H, t, J=7.
3Hz), 1. 41—1. 56 (2H, m), 1. 57—1. 72 (2H

20 , m), 2. 88—3. 10 (2H, m), 5. 82 (1H, s), 7.
11 (1H, d, J=8. 6Hz), 7. 13—=7. 19 (2H, m),
7. 52 (1H, d, J=8. 6Hz), 7. 96 (1H, d, J=9.
6Hz) .
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EiEH 6 4
(E) = 83— (6= A FFIUAMTL—1—n—FIFIF+T748L -2
—_f ) —2—AFN—2—ROFUEBEt—-—TFI

= /\I/Q/COOBLH
x>

5 SER 4 2THEONEY R (15, 0g) 2EBEL2-FYAFILY
DILTE VBt —TFILORDYIZEERNATHEON-VULIRAFILE
ERALTERR4ICERBROAZLEHROE ETHLN (0. 50g),
'"H—NMR (CDC I, ) & :ppm
0. 89 (3H, d, J=7. OHz), 1. 01 (3H, t, J=7.

10 4Hz), 1. 23—1. 37 (8H, m), 1. 38—1. 67 (4H
, m), 1. 55 (3H, s), 1. 57 (9H, s), 2. 23—2.
37 (1H, m), 2. 78—38. 04 (3H, m), 3. 51 (3H,
s), 5. 30 (2H, s), 7. 06 (1H, d, J=8. 3Hz),
7. 25 (1H, dd, J=2. 6&,£9. 6Hz), 7. 39 (1H, d

15 ., J=2. 3Hz), 7. 58 (1H, d, J=8. 3Hz), 7. 96
(1H, d, J=9. 6Hz) .
EiEH 6 5

(E) —3— (66—t FOX> —1—n—FUFILFTI79L—-2—4a4)L
) —2—AFI—2—RUFUBt—TFIL

N\ COO0BUt

PSS
HEMBEICERH 6 4 THONT- (E) —ITXTI (0. 50g) *f&
BLEREMG IZEHBOALELRBBROAFETE LN (0. 32¢ ),
"H—NMR (CDC I, ) & :ppm

20
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O. 88 (83H, d, J=6. 9H=z), 1. 01 (3H, t, J=7.
4Hz), 1. 18—1. 37 (8H, m), 1. 40—1. 67 (4H
, m), 1. 57 (83H, s), 1. 58 (9H, s), 2. 18—2.
36 (1H, m), 2. 75—=3. 01 (3H, m), 7. 02 (1H,
d, J=8. 6Hz), 7. 11—=7. 18 (2H, m), 7. 50 (1
H, d, J=8. 6Hz), 7. 983 (1H, d, J=10. 2Hz) .
K6 6

(E) —83— (6—EFAFL—1—n—FIFILFIBLY—2—qJ
) —2— FFI—2—-RUTUE

N A\ -COOH

X
HO

EEHI6 5 THROSNIZIRATI (0. 31g ) ZERALEHEFII 1125
BOBEICRBDOAZTENY (0. 20g ) %81,
"H—NMR (CDC I, ) & :ppm
0. 89 (3H, d, J=6. 8Hz), 1. 05 (3H, t, J=7.
4Hz), 1. 18—1. 37 (8H, m), 1. 38—1. 72 (4H
, m), 1. 66 (383H, s), 2. 29—2. 47 (1H, m), 2.
73—3. 02 (2H, m), 8. 15—3. 32 (1H, m), 7. O
2 (1H, d, J=8. 3Hz), 7. 11—=7. 18 (2H, m), 7
55 (1H, d, J=8. 6Hz), 7. 95 (1H, d, J=9. 9
Hz).
EHEHI6 7
(BE) 6LV (Z2) =83—[1— (2=—p—=RUILFFLTIZ)LI
FI) —6—APFXIVALERSFITILU—2—A L] —2—AF)L—2
—ROTVBt—-TFIL
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BnO Z
N
/J:::j COOBut /J:::j
0OBu-t
MOMO \) MOMO C OBu-

SEPASTHLONIZZ LY (16, 4g) 2FEL2—FY AFLS
ULTZUBt —TFLORDYIZBEPATRON:SYLIZFLE
ERALTEEM4ICEBOTEERBOAETE SN, (E) tho. 8

5 8g. (Z) 43. 88¢,

(E) tk: '"H—NMR (CDC1,; ) & :ppm
1. 05 (3H, t, J=7. 4Hz), 1. 58 (9H, s), 1. 6
2 (8H, s), 2. 20—-2. 37 (1H, m), 2. 71—3. 47
(6H, m), 3. 51 (3H, s), 5. 05 (2H, s), 5. 29

10 (2H, s), 6. 92—7. 02 (2H, m), 7. 11 (1H, d,

J=8. 6Hz), 7. 21—7. 28 (2H, m), 7. 28~7. 4
8 (7H, m), 7. 63 (1H, d, y=8. 3Hz), 8. 08 (1
H, d, J=9. 2Hz) .

EEH| 6 8
15 (E) = 83— [1— (2—p—EFOFSTIZILIFI) —6—2A Rx
VALRUFIRILI—2—A )] —2—AFIL—2—-ROFUHt—T

FIL
MOMO

EEHE6 7THONT (E) —IXAFIL (1. Og) . 10%/35SY
20 LRE (0. 10g) DIH/—LBERE (30nL) 2KEPREETTLE
R LIz, 54 F ORI LBREREZELEYY (0. 86
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g) &8/,
"H—NMR (CDC 1, ) & :ppm
1. 03 (8H, t, J=7. 4Hz), 1. 59 (9H, s), 1. 6
0 (8H, s), 2. 15—2. 36 (1H, m), 2. 71—3. 47
5 (5H, m), 3. 54 (3H, s), 5. 32 (2H, s), 6. 78
—6. 88 (2H, m), 7. 10 (1H, d, J=8. 6Hz), 7.
16—=7. 28 (2H, m), 7. 23—7. 835 (1H, m), 7. 4
1—=7. 47 (1H, m), 7. 63 (1H, d, J=8. 9Hz), 8
. 08 (1H, d, J=8. 9Hz) .
10 EiEH 6 9
(E) =3— {6—AFrFIAFL—1—[2—p— (ERYT—1
TANTEFY) TIZIIFL] FITBLUY—2—A4L) —2—AF)L
—2-RUTVBt—TFL

N/\/O\ Z
A
yZ % X /COOBu-t

MOMO

15 OCT. N— (2—/00IFL) ERYSUERE (0. 81g) O
CAFIRILLT S FBHE (2mL) 126 0%KFEIEF FU™SDL (0. 26
g) TMA 1 BB L. JDOBRBTEEH 6 8 THONETT/ — )L
(0. 86g ) DTAFIKRILLT S FBRE (3mL) 126 0 %KELF ~
UL (0. 11g) ZMA1EHMEBRELE, CCITRICHERLEN= (
20 2=900IFN) ERYDUBEEMZAEET 1 BRI LI-#80°C
TI1REES L. MRSk (100m) #MATro04r4> (20
m.x 5) THHL:, ARELZESD. FEF M) HYLTERL, BEER
%Ltoﬁ%ht&ﬁﬁ%%%&Uﬁ$»ﬁ5A7D7h7574—(7
ROARLL A%/ —)L95 :5) THELEMNY (1. 0g ) *B81,
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'"H—NMR (CDC 1, ) & :ppm

1. 04 (38H, t, J=7. 6Hz), 1. 39—1. 52 (3H, m

), 1. 59 (9H, s), 1. 61 (3H, s), 1. 52—1. 69

(3H, m), 2. 20—2. 37 (1H, m), 2. 46—2. 57 (
5 4H, m), 2. 79 (2H, t, J=6. 1Hz), 2. 79—3. 3

3 (5H, m), 3. 53 (3H, s), 4. 12 (2H, t, J=6.

1Hz), 5. 31 (2H, s), 6. 85—6. 95 (2H, m), 7

11 (1H, d, J=8. 3Hz), 7. 20—7. 27 (2H, m)

, 7. 31 (1H, dd, J=2. 6&£9. 2Hz), 7. 44 (1H,
10 d, J=2, 6Hz), 7. 63 (1H, d, J=8. 3Hz), 8. 0

9 (1H, d, J=9. 2Hz).

EEH 70

(E) —3— (6—trFAXY—1—[2—p— (EXRYD—1—-qL

IrXY) JxZVIFN] FIBLY—2—AL} —2—AFN—2—
15 ROTUBt—FIL

AT I \/COOBu-t
NS NS

Effl6e OTHELONI-TATI (0. 23g ) #FEHALEEHG6 IZEEE
DHEEERBDAETHDLONT: (0. 21g ),
EHERF 7 1

20 (E) —3— {6—EFBX —1—[2—p— (ERYDU—1—-4a4L
ITrFXY) JzZMNIFA] 8L —2—A )L} —2—-AF)p—2—

RoT U
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EHH 7 0OTHLNIZIXTI (0. 45g ) ZEALERFI 11258
WOFEICRBRDOFETHERYEZR/. FPREERAIOR ST 40—
(ASLYMC—PackR—355-20 (50¢) . 0. 1%pY
5 ILADEFBKBER 0. 1%M)ILFAOBBTELr=FYLRER) T
ARLBMY (0. 20g) %2687
"H—=NMR (CD, OD) & : ppm
1. 01 (3H, t, J=7. 4Hz), 1. 61 (3H, s), 1. 7
5—2. 00 (5H, m), 2. 25—2, 34 (1H, m), 2. 65
10 —2. 92 (2H, m), 2. 94—3. 25 (5H, m), 3. 51 (
2H, t, J=4, 8Hz), 3. 45—3. 69 (2H, m), 4. 3
8 (2H, t, J=4. 8Hz), 6. 89—6. 96 (2H, m), 7
. 00 (1H, d, J=8. 83Hz), 7. 12=7. 25 (4H, m)
, 7. 55 (1H, d, J=8. 6Hz), 8. 01 (1H, d, J=9
15 . 9Hz) .
EHEH 7 2
B—[6—ArFLAPFL—1—- (2—TTZAIFIL) +78LY—~
2—AN] —2—AFL—2—ROFUBt—TFI

/@ ~ | YCOOBu-t
MOMO N

20 SEP46THLON-7 b+ (3. 5g) 2FEAL2~ MY AFLIY
LWIBZ VBt —TFILORDYIZSERATBONESYLIRATFILEE
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ALTEBRMAICEBOAELBAZRDOAETEHEONTz, (E) 0. 37
g. (Z) 1. 11g,

(E) 4: '"H—NMR (CDC I, ) & :ppm
1. 04 (3H, t, J=7. 6Hz), 1. 59 (9H, s), 1. 6
1 (83H, s), 2. 20—2. 36 (1H, m), 2. 77—-3. 37
(5H, m), 8. 53 (3H, s), 5. 32 (2H, s), 7. 12
(1H, d, J=8. 3Hz), 7. 22—7. 40 (6H, m), 7.
44 (1H, d, J=2. 6Hz), 7. 64 (1H, d, J=8. 3H
z), 8. 10 (1H, d, J=9. 2Hz) .
EHEHI 7 3
(E) —3—[6—-EFAFXF —1— (2= ZLIFI) F73 LY
—2—AN] —2—AFN—2—-RUFUEBt—-—TFIL

J

7 X

X
HO

EHEH 7 2ITRMOSETHONSIATIL (0. 64g ) HHEMALE
EHl 6 ICRBOAEERAKRDAETHONT: (0. 58g) ,
"H—NMR (CDC |, ) & :ppm
1. 05 (3H, t, J=7. 4Hz), 1. 62 (9H, s), 1. 6
5 (3H, s), 2. 22—2. 40 (1H, m), 2. 75—8. 05
(3H, m), 3. 05—3. 21 (1H, m), 3. 21—3. 37 (
1H, m), 6. 67 (1H, br. s), 7. 06 (1H, d, J=8
6Hz), 7. 16—7. 38 (7H, m), 7. 52 (1H, d, J
=8. 6Hz), 8. 06 (1H, d, J=8. 9Hz) .
XHEH 7 4
(E) —3—[6—EFAXY—1— (2—TJIZILIFI) +78LY

COOBu-t
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—2=A)] —2—AFIJ—2—-RUF

: yZ I \rCOOH
HO X

K7 3 THONLZIXTI (0. 58g ) #FALERFII 1/-8
BOFEICEHRDAETENY (0. 525 ) #871-,

5 "H—NMR (CDC 1, ) & :ppm
0. 99 (3H, t, J=7. 4Hz), 1. 683 (3H, s), 2. 2
2—2. 46 (1H, m), 2. 89—2. 91 (2H, m), 2. 96
—3. 38 (3H, m), 6. 94 (1H, d, J=8. 6Hz), 7.
05—7. 25 (7H, m), 7. 45 (1H, d, J=8. 6Hz),

10 7. 97 (1H, d, J=8. 9Hz), 8. 76 (1H, br. s).
EHEH 7 5
(E) =83—=[1—(2=p—=RUSLFFLITIZ)LIFI) —6—F
FEXSFTRLU—2—A)] —2—AFN—2—-RUFUHt—TF
)L

A\ COOBU-
L

15 HO
EEM6E 7 TH/ONT: (E) —TRFIL (0. 88g ) %#&EHALEREM
BICKEMOAZLEFAHOAETESNT- (0. 60g) .
"H—NMR (CDC 1, ) & :ppm
1. 04 (3H, t, J=7. 3Hz), 1. 61 (9H, s), 1. 6
20 4 (38H, s), 2. 21—2. 38 (1H, m), 2. 71—3. 33
(6H, m), 5. 05 (2H, s), 6. 53 (1H, s), 6. 91
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—6. 98 (2H, m), 7. 06 (1H, d, J=8. 3Hz), 7.
16—7. 46 (9H, m), 7. 52 (1H, d, J=8. 6Hz),
8. 04 (1H, d, J=8. BHz) .

£ 7 6

(E) —83—[1—-(2=—p—RUIDNAXLTIZIIFI) —6—L
FOFX ALY —2—AL] —2—AFL—2—-ROTUH

y /\J; _COOH
ISR
HO

EEH 7 5 THONEIATIL (0. 60g ) ICEBTHRY ZILADOE
BMEMZ1 O LT-, 20024y (30m) ZMARERE L%
BEVYAFLNASLYIOAT LTS 74— (VBAXAEZ AR/ -
20:1) THRELEMY (0. 30g) =/,
"H—NMR (CDC ;) & :ppm
1. 09 (3H, t, J=7. 4Hz), 1. 72 (3H, s), 2. 4
3 (1H, qd, J=7. 0&14. 4Hz), 2. 76—2. 95 (2
H, m), 3. 04—3. 37 (3H, m), 5. 05 (2H, s), 6
97 (2H, d, J=8. 6Hz), 7. 05 (1H, d, J=8. 6
Hz), 7. 16—7. 45 (9H, m), 7. 56 (1H, d, J=8
6Hz), 8. 05 (1H, d, J=8. 9H=z) .
EHEF 7 7
(E) — 83— [6—EFAFI—1— (2—p—EFOAFLTIZAIF

W) F72L0—2—A4)L] —2—AFNLN—2-—-RUTUHE
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HO

/\/‘;/COOH

7

KikH 7 6 THONFEE (0. 18g) . 10%STHLKE (0.
02g) DAR/—)L (3mL) BREKEZHET C78MBIE L, /¢
SUVLRRZIRAILUBBEEMERE L CEMY (0. 15g ) *181-,
"H—NMR (CD, OD) & : ppm

1. 03 (38H, t, J=7. 6Hz), 1. 64 (3H, s), 2. 2
4—2. 40 (1H, m), 2. 66—2. 87 (2H, m), 2. 99
—3. 28 (3H, m), 4. 96 (3H, br. s), 6. 74—6.
81 (2H, m), 7. 00 (1H, d, J=8. 3Hz), 7. 07—
7. 14 (2H, m), 7. 16—7. 23 (2H, m), 7. 54 (1
H, d, J=8. 2Hz), 8. 083 (1H, d, J=9. 6Hz) .
KR 7 8

S— [6=AFHFI AR —1—TIZLFTELY—2—q)L] —2
—AFI—2—TORVEA FFIAFIL

@

SEM 49 TRHONIZFALTER 69g ) ZFERAL2—-FYAF
wyuwjayﬁt—jimmﬁbUt SEPATHLONI-D AJIIRT
LNEFERLTEEHN4ICRBOALERABEOSETI— [6 —RUTNUT
FO—1—=DIZNFTELY—2—()L] —2—AF)—2—FORY
Bt—JFIL (1. 71g) HBdht-, L (E) hE (2) HhOER
BMTHS, COLSICLTHBONEIRTFLEERLSER 2 6 1288
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DHEET3— [6—RUVLFFV—1—-TzZ)IFTT7ELr—2—-1)
] —2—AFN—-2-TORVEZR, COLIITLTHLON-BE (1
. 37g) EFFFV—ILIZBELERTAZILY—IL (10m) &
UMY INLADER (100m) ZMA2EEIRKE L, RIEEZK (
600m) thizimzo/aBOAR> (200mx 3) THE Lz, HHE
FHEOBBT IR OLTEBLBRZHERE Lz, BEZSUASL
HSLYAT TS T4— (NFHU/BBMIFILA . 1~/ 0024
/AR —=)L10:1) THAML33- [6—EFOFXY—1—-TJzZ)L
FI8Lr—2—4L] —2—AFNI—2-TORE (0. 79¢) %
Bz, COESIZLTHONT-E (0. 79¢ ) 2FRALSEHM3 9IZE
MDA ETENY (0. 79g ) @1 ThiX (E) & (Z2) ADE
EMTHD,

RHEH 7 9

(E) —B&LU (Z2) —3—[6—EFRAXY—1—JIZAFTTELY
—2—4)] —2—AFIL—2-—-TOXE

I
NG | I \/KJ COCH
HO HO

EHEH 7 8 THON-T XTI (0. 78g ) ZHEMALERF 6 IZERK
DHEEERBOSETEONT-HERMEL Y AT LIS LA LTS
Jq4— (CHpRrer /AR /7—)1L50: 1) THREL (E) & (0.
52g ). (2) % (0. 10g) @7,

(E) h: '"H—NMR (CDC ;) & :ppm
2. 05 (3H, d, J=1. 7Hz), 6. 97 (1H, dd, J=2
. 5&9. 1Hz), 7. 17 (1H, d, y=2. 6Hz), 7. 19
—~7. 25 (2H, m), 7. 837—7. 55 (6H, m), 7. 67 (
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1H, d, J=8. 9Hz) .
(z) 5: '"H—NMR (CDC I, ) & :ppm

1. 93 (3H, d, J=1. 3Hz), 6. 44 (1H, d, J=1.

3Hz), 6. 96 (1H, dd, J=2. 6£9. 2Hz), 7. 15
5 (1H, d, J=2. 83Hz), 7. 28—7. 35 (2H, m), 7.

36—7. 42 (6H, m), 7. 67 (1H, d, J=8. 6Hz).

EiEHI 8 O

(E) — 83— (6= A rX—1—p—ArFIA XL TIZINF TR

Ly—2—A4)) —2— AFL—2—TaAREIFIL

OMOM

]

NN
A~ I//§§T,0005t

0\\

SEHIS 1 TRONI-TALTEFR (2. 86g ) #ERLEMEH 1125

ROFEERBHFOAZTENY (3. 03g) AHBELII,

"H—=NMR (CDC I, ) & :ppm

1. 23 (3H, t, J=7. 1THz), 2. 07 (3H, d, J=1.
15 3Hz), 3. 55 (3H, s), 3. 93 (3H, s), 4. 16 (2

H, a, J=7. OHz), 5. 25 (2H, s), 7. 04 (1H, d

10 Me

d, J=2. 6&9. 2Hz), 7. 09—7. 21 (5H, m), 7.

45 (1H, d, J=1. 83Hz), 7. 49 (1H, d, J=8. 6H

z), 7. 85 (1H, d, d=9. 2Hz), 7. 73 (1H, d, J
20 =8. 6Hz) .

EHEH 8 1
(E) —3— (1—p—EFAXFYTIZ)L—-6—A XL FTALL—

2—A)) —2—AF)|—2—-TORVEIF)L
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A~~~ COOEt

EHEHB8 O THRONIIRATI (2. 96¢ ) ZFEALEEH 6 2R
DFHETEMY (2. 83g ) #8B1-,
"H—NMR (CDC 1, ) & : ppm
5 1. 28 (3H, t, J=7. 3Hz), 2. 11 (3H, d, J=1.
3Hz), 3. 96 (3H, s), 4. 22 (2H, g, J=7. OHz
), 6. 52 (1H, br. s), 6. 91—7. 00 (2H, m), 7
06 (1H, dd, J=2. 6&,9. 2Hz), 7. 10—7. 17 (
2H, m), 7. 19 (1H, d, J=2. 6Hz), 7. 52 (1H,
10 d, J=8. 9Hz), 7. 55 (1H, d, J=1. 3Hz), 7. 6
O (1H, d, yJ=9. 2Hz), 7. 75 (1H, d, J=8. 9Hz
) .
EHEH 8 2
(E) = 3— {(6—AbFL—1—[p— (ERYIVU~1—A)LI}+F
15 V)Y 2xZ)L] FIBL—2—A)) —2—AFI—2-—TORVET
FIL

KEM 8 1 T/ONT-Tx/—) (2. 65g ) *FALEREMFG6 9IZ
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RROAETENY (3. 128) 281
"H—=NMR (CDC I, ) & :ppm

1. 23 (3H, t, J=7. 1Hz), 1. 38—1. 53 (2H, m

), 1. 53—1. 69 (4H, m), 2. 06 (3H, d, J=1. 6
Hz), 2. 55 (4H, t, J=5. OHz), 2. 83 (2H, t,
J=5. 9Hz), 8. 93 (3H, s), 4. 16 (2H, q, J=7
3Hz), 4. 18 (2H, t, J=5. 9Hz), 6. 96—7. O
2 (2H, m), 7. 04 (1H, dd, J=2. 6&9. 2Hz), 7
11=7. 19 (3H, m), 7. 45 (1H, d, J=1. 7Hz)

, 7. 49 (1H, d, J=8. 6Hz), 7. 55 (1H, d, J=9
2Hz), 7. 73 (1H, d, J=8. 6Hz).

=i 8 3

(E) —3— {6—EFAFXxI—1—[p— (ERYSU—1—AJLIT}H

X)) Dx)WV] 773 —2—4)] —2—FAFiL—2-TaOXRE

IFIILIERSIE

OCTF. BIE7IALS=9L (5. 63g) D1, 2—400T8Y (
6 7nl) POBBREICA—FIZFA—I (10. 4nl) #MATI15
DERE LIBIET LSO LEBRE L. 8EHM1 07 THLNEIRT
V(2. 77g) D1, 2—o900IT42 (3m) BEEMZ 1 EME
¥l FESEFODS5Y (600) £#MA. E5ITBIER (6m) %
BLK (300m) MR, AREZFWMLES200A42 2 (1000
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x2) THIHLHET YUY LTHBLE, BRERERELBEE Y
ATNASLYIAR TS T4— (CUVBRAARL A8/ —)L9 : 1)
THELEMY (2. 83g) &8/,
'"H—NMR (CDC !, ) & : ppm
5 1. 21 (3H, t, J=7. 1Hz), 1. 61 (2H, br. s)
1. 94 (4H, br. s), 1. 98 (3H, d, J=1. 3Hz),
3. 05 (4H, br. s), 3. 23 (2H, t, J=4. 5Hz),
4. 13 (2H, q, J=7. 2Hz), 4. 33 (2H, t, J=4.
8Hz), 6. 61—6. 70 (2H, m), 6. 86—6. 95 (2H
0 , m), 7. 04 (1H, dd, J=2. 5&9. 4Hz), 7. 32 (
1TH, br. s), 7. 36—7. 44 (2H, m), 7. 65 (1H,
d, J=8. 6Hz) .
KR 8 4
(E) —83— {6—trFAFXL—1— [p— (ERYDU—1—ALIFH
15 FV) TxZN] FIELY—2—4)) —2—AF)—2—-TaORE

1S ERR
N\/\o
_/\\//\\/COOH
HOQJ A

EERB8 I THRONFTATI (2. 69g ) DA%X/—)L (6m) B
RICEREKELST )V LKER (5. 5ml) #MZ 5 0°CT3ERM
20 EMEMLT-. BUOARBEETRERELERBIC2HFEIER (50nm) X
FEMERDMLERLTENY (2. 48¢) #BEEGF L LTHI,
'"H—NMR (CD, OD) 6 : ppm
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1. 50—2. 10 (6H, br. m), 2. 01 (3H, d, J=1.
3Hz), 2. 95—3. 40 (6H, m), 3. 50—3. 80 (2H

, m), 3. 62 (2H, t, J=5. OHz), 4. 46 (2H, t,
J=5. OHz), 6. 96 (1H, dd, J=2. 5&,£9. 1Hz),

5 7. 09—7. 23 (5H, m), 7. 835—7. 43 (2H, m), 7
46 (1H, d, J=8. 6Hz), 7. 69 (1H, d, J=8. 6

Hz) .

EMEHI 8 5

(E) —3—(6—EFOFL—1—p—EFAFI I NFTELY
10 —2—4AL) —2—AFIL—2-—TORUEBIFIL

OH

! ] N COOEt
HO

EEHI8 1 THLONI-D/—IL (1. Og ) %FEALEHKHS 3152
BOAZTENY (0. 60g ) %281,
"H—NMR (CD, OD) & : ppm
15 1. 17 (3H, t, J=7. 1Hz), 2. 01 (3H, d, J=1.
3Hz), 4. 09 (2H, q, J=7. 2Hz), 6. 86—7. 06
(7H, m), 7. 19 (1H, d, J=2. 3Hz), 7. 35 (1H
, d, J=1. 7Hz), 7. 42 (1H, d, J=8. 9Hz), 7.
47 (1H, d, J=8. 6Hz), 7. 71 (1H, d, J=8. 9H
20 z) .
EHEH 8 6
(E) —3—(6—EFAFxY—1—p—EFAXFLIIZULFIHLY
—2—AJI) —2— AFIL—2-TOXRE
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1

OH

! ! X COOH
HO

EEM 8 5 TH/RONIITRATI (0. 89g ) 2FHHLEMMS 4128
WOFETEMY (0. 78g ) B,
"H—NMR (CD, SOCD, ) & : ppm

5 1. 96, 3H, d, J=1, 3Hz), 6. 84—7. 05 (5H, m
), 7. 17 (1H, d, J=2. 6Hz), 7. 833 (1H, d, J=
1. 3Hz), 7. 39 (1H, d, J=9. 2Hz), 7. 45 (1H
, d, J=8. 6Hz), 7. 69 (1H, d, J=8. 6Hz) .
EiEH 8 7

10 (Z) — 33— (B—AFFL—1—ArFIAPFIFTELL—2—4A
L) —2—=AFI—2—ROTUEBAFIL

X
COOMe
MeO

BEH S ITEBONT-F L (8. 29g ) ZFBWL2—FrYAFALY
LWITRUBt —TFLORDYIZ2—F)AFAYILTOINVEAFIL
15 ZFERALTEEM4ICEBOBEEEBBOAETHE N (9. 275 )

"H—=NMR (CDC 1, ) & :ppm

0. 92 (3H, t, J=7. 6Hz), 2. 09 (3H, s), 2. 4

6—2. 75 (2H, m), 3. 38 (3H, s), 3. 56 (3H, s
20 ) 3. 92 (3H, s), 5. 07—5. 20 (2H, m), 7. 04 (

1H, d, J=8. 6Hz), 7. 10 (1H, d, J=2. 3Hz),
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7. 16 (1H, dd, J=2. 6&£9. 2Hz), 7. 43 (1H, d
., J=8. 83Hz), 8. 13 (1H, d, J=8. 9Hz) .
EiEH 8 8
(E) —3— (B—APFL—1-APFLALFIFITELY—2—4
5 ) —2—AFILN—2-—RUFUBAFIL

MOMO

! ! N COOMe
MeO

EEH 8 7 THOMN- (Z) —IXFIL (3. 14g ) %A LEEH
S5IZE#DAEET (E) K& (Z) ROREMESR. UAST LIS LY
AT rTST4— (ANFYUBEETIFIL50: 1) THRYELEMY (O
10 . 93g) =¥ LT,
"H—NMR (CDC 1, ) & :ppm
0. 95 (3H, t, J=7. 6Hz), 1. 78 (3H, s), 2. 4
6—2. 64 (1H, m), 2. 87—3. 05 (1H, m), 3. 56
(3H, s), 3. 81 (3H, s), 8. 92 (3H, s), 5. 07
15 (2H, s), 7. 10 (1H, d, J=8. 6Hz), 7. 13 (1H
, d, J=2. 3Hz), 7. 18 (1H, dd, J=2. 6&9. 2H
z), 7. 581 (1H, d, J=8. 6Hz), 8. 10 (1H, d, J
=8. 9Hz) .
EiEH 8 9
20 (E) =83— (1 —tEFAOFL—6—ArXLFTHELU—2—-4)) —
2—AFIN—2-RUOFUBAFIL

OH
l . N COOMe
MeO

EHEH S 8 TH/LNI-T AT (0. 90g ) *FHBLERM 6 I-10#
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DFHEZTEMY (0. 76g ) %81,
"H~NMR (CDC I, ) & : ppm

0. 99 (3H, t, J=7. 4Hz), 1. 77 (3H, s), 2. 3
9—2. 56 (1H, m), 2. 756—2. 93 (1H, m), 3. 83
(8H, s), 3. 90 (3H, s), 5. 71 (1H, s), 7. 06
(1H, d, J=8. 6Hz), 7. 09 (1H, d, J=2. 3Hz)
, 7. 15 (1H, dd, J=2. 6&£9. 2Hz), 7. 32 (1H,
d, J=8. 3Hz), 8. 17 (1H, d, J=9. 2Hz) .
EHEHI9 0

(E) —3— (6—ArFL—1—-TORFLFITAELU—2—( L) —

2—AFIN—2—ROFUBAFI

\/\O
l ] X COOMe
MeO

KM B8O THONT=FT T b—I (0. 50g ) DTCAFLRILLTE
F (4. 5ml) B&KIZT60%KELF )DL (0. 083g) #MZS
SR L, 2121 —-FRELTOTS4 K (0. 23m) Mz 1.
SEFRRIE L1-. 88FIRIBK (50ml) ZMABMIFIL (20mx 3)
THELURET M) VLATHERL, BEEBXLBEER2HSLIAOTH
T274— (NTHUAABEAFLUT 1) THELBENY (0. 44
g ) 81
"H—NMR (CDC 1, ) & :ppm
0. 95 (3H, t, J=7. 4Hz), 1. 06 (3H, t, J=7.
4Hz), 1. 73—1. 90 (2H, m), 1. 77 (3H, s), 2

51—2. 73 (1H, m), 2. 84—3. 03 (1H, m), 3.
82 (3H, s), 3. 88 (2H, t, J=6. 4Hz), 3. 92 (
83H, s), 7. 08 (1H, d, J=8. 2Hz), 7. 10—-7. 1
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9 (2H, m), 7. 47 (1H, d, J=8. 3Hz), 8. 08 (1

H, d, J=8. 9Hz) .

EHEH 9 1

(E) — 83— (6—tFOX>—1-—TJORFI+I8L—2—-9qL)
5 —2—AFL=2—RUFUBAFI

\/\O
l ! X COOMe
HO

EEFOOTHOLONIIRATIL (0. 44g ) %#FEHALEHEMG S 3128
BoszTcHMY (0. 15g ) %8B,
'"H=NMR (CDC 1, ) & :ppm
10 0. 96 (3H, t, J=7. 4Hz), 1. 06 (38H, t, J=7.
4Hz),1.74—1.90(2H,m$,1.78(3H,s),2
§52—2. 71 (1H, m), 2. 84—3. 04 (1H, m), 3.
84 (3H, s), 3. 88 (2H, t, J=6. 4Hz), 6. 42 (
1H, br. s), 7. 05 (1H, d, J=8. 3Hz), 7. 12—
15 7. 19 (2H, m), 7. 38 (1H, d, J=8. 6Hz), 8. O
8 (1H, d, J=8. 6Hz).
EHEH O 2
(E) — 83— (6—EFAXI—1-—TaRFLFIELU—2—-A))
—2—AFI—2—RUFUE

\/\O
l ] N COOH
HO

HEMO 1 THON-TAFI (0. 15g ) 2FERALEKHS 4128
BoAEZCcENY (0. 10g) %81,
'"H—NMR (CDC1I, ) & :ppm
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0. 99 (3H, t, J=7. 4Hz), 1. 08 (3H, t, y=7.

3Hz), 1. 74—1. 93 (2H, m), 1. 83 (3H, s), 2
57—2. 77 (1H, m), 3. 07—-3. 27 (1H, m), 3.
90 (2H, t, J=6. 4Hz), 7. 07 (1H, d, J=8. 6H
z), 7. 11—=7. 19 (2H, m), 7. 41 (1H, d, J=8.

6Hz), 8. 10 (1H, d, J=8. 6Hz).

EMEH 9 3

(E) —3— (6= A FHL—1—p—A XTI ARFIRUYSILFTD

BLO—2—q)L) —2—AF)L—2—-—TOXRUEBIFIL

MOMO

s

] ] X COOEt
MeO

SERS 7T TRONETLTEFR Og ) ZERAL=ERA 1 IR
wﬁ%tﬁ#wﬁﬁfE%%(1.o1g)ﬁﬁ5nto
"H—=NMR (CDC 1, ) & :ppm

1. 21 (3H, t, J=7. 1Hz), 2. 01 (8H, d, J=1.
83Hz), 3. 47 (3H, s), 3. 93 (8H, s), 4. 13 (2
H, g, J=7. 1Hz), 5. 21 (2H, s), 6. 97—7. 20

(2H, m), 7. 08 (1H, dd, J=2. 6&,£9. 2Hz), 7.
18 (1H, d, J=2. 6Hz), 7. 47 (1H, d, J=8. 6H
z), 7. 51 (1H, d, J=9. 2Hz), 7. 56 (1H, d, J
=1. 7Hz), 7. 68—7. 76 (2H, m), 7. 83 (1H, d
, J=8. 6Hz) .

EHEH 9 4

(E) = 83— (1—p—EFOXIURIIAMIL—6—ArFIFTHLY
—2—AJ)) —2—AFI—2—TAORVEIFIL
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HO

s

] ] N COOEt
MeO

EEHMO I THONI-IXTIL (0. 91¢g ) %ERLEKH 6 I-2%
DHETEMY (0. 81g) %8B,
'"H—NMR (CDC 1, ) & : ppm
5 1. 79 (8H, t, J=7. 1Hz), 1. 99 (383H, d, J=1.
7Hz), 3. 89 (38H, s), 4. 12 (2H, q, J=7. 2Hz
), 6. 68—6. 78 (2H, m), 7. 05 (1H, dd, J=2.
5&£9. 1Hz), 7. 16 (1H, d, J=2. 6Hz), 7. 44 (
1TH, d, J=8. 6Hz), 7. 48 (1H, d, J=9. 2Hz),
10 7. 56—7. 67 (3H, m), 7. 79 (1H, d, J=8. 6Hz
), 8. 32 (1H, br. s).
EEHI9 5
(E) —3—-[6—AFrFI—1-p— (2-ERYTU—1—A LIk
X)) RVIALFIBLU—2—A)L] —2—AF)L2—-TARVEI
15 FI

REMO 4ICRBOAETHLND I/ —IL (2. 49g ) #FEAL
EEF6 QICKRBMOBELABROFETENY (2. 40g ) £B1-,
"H—NMR (CDC 1, ) & :ppm

20 1. 26 (3H, t, J=6. 9Hz), 1. 38—1. 49 (2H, m
), 1.62—1. 65 (4H, m), 2. 00 (3H, d, J=1. 3
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Hz), 2. 49 (2H, t, J=5. OHz), 2. 76 (2H, t,
J=6. 1THz), 3. 92 (3H, s), 4. 07—4. 17 (4H,
m), 6. 86 (2H, d, J=8. 9Hz), 7. 07 (1H, dd,
J=2. 6&9. 1Hz), 7. 18 (1H, d, J=2. 6Hz), 7
5 . 46 (1H, d, J=8. 6Hz), 7. 51 (1H, d, J=9. 2
Hz), 7. 566 (1H, d, J=1. 7H=z), 7. 71 (2H, d,
J=8. 6Hz), 7. 82 (1H, d, J=8. 6Hz).
EEH o 6
(E) —3—[6—EFAFY—1—p— (2-ENYI—1—-A)LT
10 FES) RUVANLFIRLY—2—AN] —2—AF)—2—-TORY

BIFIILIEEIE
N0
HCi o)
! ! X COOEt
HO

EHEHOSTHONEITATIL (2. 35g ) #EALEMRKH 8 3ICEC
FOAETEHNY (2. 40g) 2871
15 "H—NMR (CDC 1, ) & :ppm

1. 21 (3H, t, J=7. 1Hz), 1. 41—1. 56 (2H, b
r.s), 1. 68—1. 82 (4H, br. m), 1. 97 (3H, d
. J=1. 83Hz), 2. 78 (4H, br. s), 8. 00 (2H, b
r. t), 4. 12 (2H, q, J=7. 1THz), 4. 25 (2H, b
20 r. t), 6. 71 (2H, d, J=8. 9H=z), 6. 97 (1H, d

d, J=2. 3&£9. 2Hz), 7. 16 (1H, d, J=2. 3Hz)
. 7. 35 (1H, d, J=9. 2Hz), 7. 36 (1H, d, J=8

6Hz), 7. 51 (1H, d, J=1. 3Hz), 7. 56—7. 6
7 (3H, m).
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EEH O 7
(E) —3—[6—-ERAFY—1—p— (2—-ERYSL—1—( LI
b)) ROVANFTELY=—2—AL] —2—AFj—2—FORS

IR ELIS
N/\/O
HCI o)

O ! N COOH
HO

EEH O 6 T/HONIIRFI (2. 35g ) #FBALEHHIS 4128
BOKETEMNY (2. 225 ) 81,
'"H—NMR (CD, OD) & : ppm
1. 43—1. 63 (1H, m), 1. 72—2. 05 (5H, m), 1
96(3H,d,J=1.3Hz),3.06(2H,br.t),3
50—-3. 68 (4H, m), 4. 37—4. 51 (2H, m), 6.

88—-7. 10 (8H, m), 7. 22 (1H, d, J=2. 3Hz),
7. 37 (1H, d, J=8. 9Hz), 7. 48 (1H, d, J=8.
6Hz), 7. 6561 (1H, d, J=1. 3Hz), 7. 69—~7. 78
(2H,m),7.82(1H,d,d=8.9Hz).

| O 8

(E) =3— (3= ZN—6—ArFLFTRLU—2—()) —2
—AFI—2-ROFUBAFIL

' l X COOMe
MeO |
0]

%%%58?@6%&7#)(1.7g)§ﬁ%L2—hU}?»9U
LITZ VBt —TFLDRDYIZ2~ R AF LSy LTanRoBgrAFIL
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ZEALTEENSICEBOAEEBRHEDAET (Z2) —3— (6—A+
XFO—B—APFUARFIUAFIIFTRLY—2—0)) —2—2AF)
—2—-RUTVBAFLELBEVWTEER S ICREBDGET (E) e (
Z) hORBREMELVVAFLASLIATI N TS D4— (NFY U/ B
BIFILS50:1) T(E) K (0. 44g) & (Z) & (0. 70¢g)
oMLz, COLSIZLTHLONT (E) —TRXTI (0. 44g) %
EALEES 6 ICEEBOAET (E) —3— (3—EFAXLAFIL—6
—ARFIOFTEALU—2—A)N) —2=AFI—2—-RUFUVBAFIL
(0. 28g) &L. ZD3B0. 23g #/ 00V 0LBEYS=HL
THIELLTEBM®Y (0. 1 7g) 281,
'"H—=NMR (CDC 1, ) & :ppm

1. 01 (8H, t, J=7. 4Hz), 1. 64 (3H, s), 2. 5
2—2. 68 (1H, m), 2. 79—2. 97 (1H, m), 3. 84
(3H, s), 3. 95 (3H, s), 7. 26—7. 33 (2H, m)
, 7. 52 (1H, s), 7. 77 (1H, d, J=8. 6Hz), 8.
41 (1H, s), 10. 17 (1H, s).

EHEH O 9

(E) —8— (83— 7FIL—6—EFOXIFTELUY—2—q)L) —2
—AFIN—2—RUTFTUBAFIL

l l X COOMe
HO

OCT. RUHEUTHBLERLEn—TOELFY T ZAKRRKRZ
DALTATA K (0. 93g) DT FIEFATS Y (8m) BRIZI.
6OMEN—TFLNFIOLAXYUBEE (1. 30m) BEEMZ10
FREL=, CTICEER OB THLON-TILTEF (0. 17g) BT
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FSERRTSY (1ml) BEREMZ 1 ONEHE Lz, BAMELL7 V€=
DLBE (10m) ZMADI/EO0A4S (10mx 3) THH LEET
FUDLTERLIz, BREZEBEERELREZ YA LASLIAOT R
TJS5T4— (NFH U /EBEIFLI10: 1) 1T/ (E) —3— (33—
(1=TTZIL) —6—ARXLFTEALU—2—qJL) —2—AF)L—
2—RUTUEBATFIL (0. 19g) &L, \BOTAS OO L—HEmE
ZEALTKEFMRIGZEITL (E) —3— (3—TFIL—6—A XS
FTIBL—2—AL) —2—AFI—2—-RUFUEAFIL (0. 18
g) 8. COLSITLTHONIZIXTFI (0. 18g) £#HULER
pl8 3IcRMOAETEMY (0. 08g ) ##/1=.
"H—NMR (CDC 1, ) & :ppm

0. 93 (8H, t, J=7. 3Hz), 1. 03 (3H, t, yu=7.
4Hz), 1. 30—1. 46 (2H, m), 1. 57—1. 71 (2H
, m), 1. 64 (3H, s), 2. 22—2. 39 (1H, m), 2.
59 (2H, t, J=7. 9Hz), 2. 91—3. 08 (1H, m),
7. 04—7. 15 (2H, m), 7. 831 (1H, s), 7. 54 (1
H, s), 7. 66 (1H, d, J=8. 9H=z) .

EEM100

(E) —3— (83—TFI—6—EFOFIFITELY—2—4)L) —2
—AFIIL—2—RUOTFT U

] l X COOH
HO

EEHMO O TH/ONI-TXTI (0. 08g ) #FHLEHRMHS 4128
BOAEZTEHNY (0. 08g ) #81-,
"H—=NMR (CDC 1, ) & :ppnm
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0. 95 (3H, t, J=7. 3Hz), 1. 06 (3H, t, J=7.
4Hz), 1. 33—1. 48 (2H, m), 1. 59—1. 73 (2H

, m), 1. 68 (3H, s), 2. 29—2. 46 (1H, m), 2.
61 (2H, t, J=7. 9Hz), 8. 12—=3. 26 (1H, m),
7. 06 (1H, dd, J=2. 5&8. 7Hz), 7. 12 (1H, d

, J=2. 3Hz), 7. 33 (1H, s), 7. 57 (1H, s), 7
69 (1H, d, J=8. 6Hz) .

SEH 1
1= (6—ArFTFTRLY—2—4)) TFONRY—1—F>

o]

MeO II II

ZEEXT. ZIBIEPZILESZDL (10, 78g ) 2—ALFFI4L
»(10g) O=rARUEY (50m) BRIZKATTIEELTIOEA =
W (7. 5g) 22090 FTHETFLIz, RIBET3 0OHE#RDE. RE
BEKAZEMZ - REEE (50m) PITMZT/O0I 2L TIEHMEL
=o AHEZ 1 AEEE. K. BNBEKTHELUBEERERE L.
BREZVUNTNASLIAR TS T4 — (ANXY U~AXH L /Bl
IFIL50:1) THREL. BLTAFYUTYNLTERELTENY (
4. 26g ) ZBEA104~105COBBBERSE LTES]-,
"H—NMR (CDC 1, ) & :ppm

1. 28 (3H, t, J=7. 3Hz), 3. 12 (2H, q, J=7.

3Hz), 3. 95 (3H, s), 7. 15 (1H, d, J=2. 3Hz
), 7. 20 (1H, dd, J=2. 6&8. 9Hz), 7. 77 (1H
, d, J=8. 6Hz), 7. 85 (1H, d, J=8. 9Hz), 8.
02 (1H, dd, J=1. 6&8. 6Hz), 8. 40 (1H, br.
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s) .
sEH 2
1—(6—EFKOFLFI28LU—2—4)) TJaAns—1—-F2

0

Jeen

SEH1THONET LY (4. 30g) EEYDUIEMIE (23, 2
g) OREYME 1 80 CTARMEH L, BUSEEAFRIEK (200m
) ZMAEEETFIL (50mx 3) THE L. AHEEKTHERS LHET
TR LTHEL, BREEERELREZ SV ASILAS LI AT
S T4— (NFHU/BEBIFILS : 1~1: 1) THELENY (
2. 2g) ##®I-

"H—=NMR (Pt t>—d ) & :ppm
1. 19 (8H, t, J=7. 2Hz), 3. 13 (2H, q, J=7.
2Hz), 7. 21—=7. 27 (2H, m), 7. 75 (1H, d, J=
8. 7Hz), 7. 94—7. 98 (2H, m), 8. 52 (1H, br
. ), 9. 04 (1H, s).

SEH 3
1= (B=—ArFIAPXIFTELY—2—-A)) TONR—1—-F

0

MOMO II I|

SEP2TEONES LY (2. 2g) . REEHYSL (7. 60g)
DFE LY (150nL) BRICVOOQOAFIAFALI—FIL (1. 77
) D7 by (100L) BREMZ2EHRERL:. RARTEYEZRT
LEaM&iE/K (500m.) ZMAEEETFIL (200mx2) THIKLE
BEEZHBT /RO OLTERLEL, BREZEERELREZ LV ASL
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ASLIARETS 74— (NFHU /BBIFILS 1) THHELAY
¥ (2. 10g) #8B1.

"H—NMR (CDC I, ) & :ppm

1. 27 (83H, t, J=7. 2Hz), 8. 10 (2H, q, J=7.
2Hz), 3. 53 (3H, s), 5. 32 (2H, s), 7. 27 (1
H, dd, J=2. 6&8. 9Hz), 7. 41 (1H, d, J=2. 5
Hz), 7. 77 (1H, d, J=8. 6Hz), 7. 87 (1H, d,
J=8. 9Hz), 8. 00 (1H, dd, J=1. 7&£8. 6Hz),
8. 40 (1H, d, J=1. 6Hz) .

BEH 4

2—RFYAFLIYLTONR Bt —TFIL

TMS\T/

—70CTF. P4V7TRELFIY (113m) OF+SERAISY
(800m) BHIZ. 1. 6MEN—TFILUFILAXYUERE (40
OmL) ZMZA. UFILSAVTRELTI RERAM LI, CCICEBE ¢
—TFL (72. 1g) #BFL. 200MEEL-, SSIZAEBT.
ARRYAFLOZ (83m) 22K YBTL, BTERTH30LM
L, OCICHEBE. 1HEBEMEK (1. 5L ) #ME n—~FY
>~ (500mx 3) THHL:, AREZES. 1REERE (1. OL)
. K (500mLx 3) THFLI-KR. MBI ITRIILTESRL, BR%
BRELz. BONEEEMERBLEYAFLOYLEEt—-TFIL (8
5. 566g . #HR174~175%C) 8B, COL3IZLTHENIY
DIEFBETRFJ)L (20. Og ) DT FSEFOTZSY (20m) BEE
. —TOCTNFIOLISAY)TAELT7ZFBHR (—70CFsv 70
EL7ZY (20. 3nl) OFFSEFAISY (106m) B&IC, 1
BB —TFILIFOLAFYUER (73n) ZMAFAMLLE) b

COOBu-t
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ICHETL1RMERE L, S5I12. BRT. 3D{EAFIL (6. 5 7nL)
EHOCYBTL, BTRTER1BEERLZ. 20°CIZREEL 1 B4R
#LE-&R, AMEETEZVLK (300m) #ME. n—~AFH> (
100m.x 3) THHL, AWEZESD. K (100mLx 3) THEL
k. BEBYIROVLTHERL, BEEFRELE:. B8on-EeYER
EFBLEMY (16. 7g. #BR69~71°C~10mHg) %81
"H=NMR (CDC 1, ) & :ppm

0. 06 (9H, s), 1. 10 (3H, d, J=7. 2Hz), 1. 4
2 (9H, s), 1. 92 (1H, q, J=7. 2Hz) .

SEH|5

2—=FYAFLIYLTROBt —TFIL
TMS COOBu-t

C

PUAFILYLEEBEt —TFIL (20. Og ) IZRIGIEZIAHEAF
LOKDYIZIAZIEIFI (8. 46m) ZAVEIZLEKRE. SEH 4
ICREBOFELFFEDOFEICEYBLNT-, 15. 19g . #$580~8
1°C.” 1 OmmHg,

"H—=NMR (CDC I, ) & :ppm

0. 05 (9H, s), 0. 93 (38H, t, J=7. 1Hz), 1. 3
83—1. 48 (2H, m), 1. 43 (9H, s), 1. 783—1. 75
(1H, m).

SEHl6

1— (B—AFFXIFTELUY—2—A4L) TR—1—F

o]

MeO II II

2= A +XFT742L2 (100g) ZRVMELETOEAZLOKDYIZ
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IBIE7EFIL (59. 5g) ZHEMAL. BELLTZ FARVEU OKD
VIZSoonrA3 % ERTHEERE. SEH 1 ITRBOFZE &Rk
DHETH/HLNT- (20. 58 ),

"H—=NMR (CDC ;) & :ppm

2. 69 (3H, s), 3. 94 (3H, s), 7. 15 (1H, d, J
=2. 6Hz), 7. 20 (1H, dd, J=2. 6&8. 9Hz), 7
. 76 (1H, d, J=8. 6Hz), 7. 85 (1H, d, J=8. 9
Hz), 8. 00 (1H, dd, J=1., 8&8. 7Hz), 8. 38 (
1H, d, J=1. 7Hz) .

SEH 7
1—(6—EFOXIFTELY—2—4A)) T2 —1—FY

0]

Jesp

ChizHEMBIcsEM6 THON b (20. 5g) #ERALSE
F2IciBOBEELERKOAETHBLONT, 5. 82g,
"H—NMR (Zt r>—ds ) 6 :ppm

2. 65 (3H, s), 7. 21—7. 26 (2H, m), 7. 74 (1
H, d, J=8. 6Hz), 7. 92—8. 00 (2H, m), 8. 52
(1H, br. s).

SEH 8

1— (B—ARXIARERLFIRLY—2—A)L) IR —1—F 2

o

MOMO I I

HEMBEIZSER 7 THON-Y L (5. 82g ) #FERALESEMS
IcRBOAELEBRBROAETEONT-, 5. 578,
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"H—NMR (CDC 1, ) & :ppm

2. 71 (3H, s), 3. 54 (3H, s), 5. 33 (2H, s),

7. 28 (1H, dd, J=2. 1&8. 7Hz), 7. 42 (1H, d

, J=2. 6Hz), 7. 78 (1H, d, J=8. 9Hz), 7. 89
5 (1H, d, J=8. 9Hz), 8. 01 (1H, dd, J=2. 0&8

6Hz), 8. 41 (1H, br. s).
SEH 9
6 —APFXIAMRIFITRLU—2—HINILTEFR

°
MOMO

10 HEMRIC6—EFAFIFIFLU—2—HANLTFER (2. 6¢
) ZERALSEMIICEROFZLRAHOIETHEONT, 3. 1g.,
"H—NMR (CDC 1, ) & : ppm
8. 54 (3H, s), 5. 33 (2H, s), 7. 37 (1H, dd,

J=2. 6&8. 9Hz), 7. 44 (1H, d, J=2. 3Hz), 7

15 .81(1H,d,J=8.6Hz),7.90—7.94(2H,m)
, 8. 26 (1H, br. ), 10. 10 (1H, s).
SEH10

2, 2, 3, 8, 3=RUA2LFAO—1— (6—XA rFIA XL+ T
ALo—2—4)) TAanNr—1—*+—)

cm/CF3

"’
20 MOMO

—70%CTF., AVERUEILFOIFL, BEIUSER O TE LN
FILTEFR (3. 0g) OF FZEFATSY (30m) BHEIZ1. 15
REAFL)FOLI—TLER (38m) 2FTFL30OSMBELT-,
FAMIBIEK (300m) #MXI—FI/L (50mLx 3) CHIKLLT-, A
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BEROFMT IR VLTIBRLBEZRERE L=, BEEUHY
WASLIARMISO4—THELBMY (1. 65¢ ) %81,
"H—=NMR (CDC I, ) & :ppm

2. 79 (1H, d, J=4. 6Hz), 3. 51 (3H, s), 5. 2
9 (2H, s), 5. 18—5. 29 (1H, m), 7. 24 (1H, d
d, J=2. 6&£8. 9Hz), 7. 39 (1H, d, J=2. 3Hz)
, 7. 50 (1H, br. d), 7. 76 (1H, d, J=8. 6Hz)
, 7. 77 (1H, d, J=8. 9Hz), 7. 83 (1H, br. ).
SEH 11

2, 2, 3, 3, 3=RUBI)LFO—-1— (6—AFFIAREIH+ D
BLo—2—4)) Fanr—1-F

FZC/CF3

O
MOMO

SEM10THLON:-7ZLO—)L (1. 65g) . ELFa25—2—T
A4A (2g) N=AFLELKYUN-—FFK (0. 86g) . B
WTZOLBT I n—OELT7UEZYAL (0. 18g) @y AN
AR (30m) BRE20CTI0ONMIELI-, TAMEREILBEE
BEREL,. BBEZDUDTSLASLIAR NS T4— (AXH Y/
HEETFIL2 : 1) THELEMY (1. 38g) %81
"H—NMR (CDC I, ) & :ppm

3. 53 (3H, s), 5. 34 (2H, s), 7. 31 (1H, dd,
J=2. 6&8. 9Hz), 7. 42 (1H, d, J=2. 3Hz), 7
79 (1H, d, J=8. 9Hz), 7. 90 (1H, d, J=8. 9
Hz), 8. 02 (1H, br. d), 8. 57 (1H, br. ).
EEH 2

6—ErFAFI—1—-FF5OY
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0

L0

|AKIEIETILE=DL (236g ) OP7OOARY (500m) OF
BESCIZAHL. n—FV2FF—)L (307m) ZME. T5IT6
—ArFO—1-—Fr5O2 (125g) D¥H/O0A8> (200mL)

5 BBEETL, BTHTH. SoIC5HEMELI. kKkENZ, BRE
IFLTHEL:. ARBEZRN. MBI IR OLTERL. THER
EHEL-. BOoN-RIGESMES Y HFILASLIAT TS D4— (A
XHU/BEIFIILI ;1) ITHhITENY (75¢ ) 281,
'"H—NMR (CDC 1, ) & :ppm

10 2. 06—2. 19 (2H, m), 2. 60—2. 65 (2H, m), 2
. 88—2. 93 (2H, m), 6. 70 (1H, d, J=2. OHz)
, 6. 78 (—H, dd, J=2. 6&£8. 6Hz), 7. 98 (1H,
d, J=8. 6Hz).
SEPHI1 3

15 2— VI RFVAFII—6—EFOAXL -3, 4—PEFO—2H—F7
ALy—1—%v

0] OEt

HO

AILEXBRYIFI (190m) Z2—30CIZAHL. =7 v{LtRS
VI-TFILEEK (168m) OP/O0AR2Y (200m) OBEEAET

20 L. BT#THOTCIZREAL. 1 59HRELIz, —30CIZANEK. &
EZM12THBONETRFSAY (75e) OCH/ 002482 (200m)
BREMR . IFLSAVTAELTIY (300nL) o< YUiH
TL. BF&ISIC1 MR L. ANREKENZ, Coooxsy
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THRELT-, ARBEBZES. MBI RHLTERL, BEERELT-
o WONT-RISEEMEL)ATLASLIARNITST4— (AXHY
BRI FILS : 1~2:1) ITHTENY (95g ) #E1-,
'"H—NMR (CDC I, ) & : ppm

1. 183 (3H, t, J=7. 1Hz), 1. 26 (3H, t, J=7.
1THz), 2. 02—2. 33 (2H, m), 2. 73 (1H, ddd,
J=3.1, 5.3, £8. 5Hz), 2. 80—3. 05 (2H, m)
, 3. 51—3. 64 (2H, m), 3. 72—3. 84 (2H, m),
5. 18 (1H, d, J=3. 1Hz), 5. 59 (1H, s), 6. 6
5 (1H, d, J=2. 3Hz), 6. 74 (1H, dd, J=2. 3¢&
8. 6Hz), 7. 96 (1H, d, J=8. 6Hz) .

BEH1 4

2—CIPXIAFL-B6—A+FLUAMEL—3, 4—JEFKA—2H
—+78Lv—1—-%>

O OEt

~ MOMO

HEVHICSES 1 3THONI7 L2 (90g ) #FEALSEMIIZ
REROFZLEABDAFETHELNT,
'"H—NMR (CDC 1, ) & :ppm

1. 13 (3H, t, J=7. 2Hz), 1. 26 (3H, t, J=7.
2Hz), 2. 13—2. 38 (2H, m), 2. 68—2. 77 (1H
, m), 2. 82—3. 10 (2H, m), 3. 48 (3H, s), 3.
52—3. 62 (2H, m), 3. 73—3. 81 (2H, m), 5. 1
8 (1H, d, J=3. 3Hz), 5. 22 (2H, s), 6. 85 (1
H, d, J=2. 3Hz), 6. 93 (1H, dd, J=2. 5&£8. 7
Hz), 7. 99 (1H, d, J=8. 6Hz) .
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ZEH 15
6—ArFIAPFL—3, 4D FBFTELU—2—HINLTE

K
°
MOMO

5CT. KRILUFVLFLIZIL (6. 45g) DI—FIL (20
OmL) BERIZ. SEH14THELNE LY (105g) DI—TFI (
300m) BRZMA. 1 2BHEME L1z, SANBEKEWMZ, T—FL
T L. ARBZEZERS. BB/ A HLTERL, BBEREL
o BONERIGEEMEL)ATLAS LIRS T 40— (AFHY
SEBIFL1I0: 1) ITHhH2—CIFFIOAFIL—6—A REI AR
*¥—1, 2, 3, 4—FrSEFAFIELY—1—F—) (80g)
W/, COLSITLTR/BSNEFIO—IL (75 ) DRUEY (50
OmL) FBRICp —bLIVRLKRUBEY =9 L (6. 05g ) X
. S0CT3 0Bt L-, ANBEAKEZMZ. I FI THE LT
o ABEBZERO. MBI IR ILTERL, BHERELE. BoNT-
RICGEEMET7EF=FUJIL (100m) IZBEMLFILSF (3g) &0
Z. SOOFEMBELI-R, PILZTEREXBHEETREL-, BEZY
ATFVASLIOI TS T4— (NFYU/BFBIFIILI10 1) I2H
B8 (1 9. 5g) #8B71,

"H—=NMR (CDC 1, ) & :ppm
2. 55 (2H, t, J=7. 83Hz), 2. 86 (2H, t, J=7.
3Hz), 3. 49 (3H, s), 5. 21 (2H, s), 6. 89—6

93 (2H, m), 7. 21—7. 24 (2H, m), 9. 62 (1H

, S) .
SEP1 6
1— (6—A+EIAPRL =3, 4—-DEFROFIELY—2—-AJ)
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JOnNy—1—F—)

™
MOMO

—78°CT. BEH15TRONILZTILTER (17. 0g) OF+S
ERFATZSY (80m) BHEICT. O4BMBIFILITRLYLTOTS
5 FTrZEFODS2 (89ml) ZMA. 30LMMM L, BHBEK
EMA. BRI FILCHRE L=, BREBZED. BB TR Y LTER
L. BEZRELE. BOoN-RIGEEMEL U ASFLASLIQT Y
74— (NFHUEEBRIFIL10 1) I2HAHEMY (1 7. 1g)
s
10 "H—NMR (CDC I, ) & :ppm
0. 91 (3H, t, J=7. 4Hz), 1. 59—1. 71 (2H, m
), 2. 11—2. 41 (2H, m), 2. 78 (2H, t, J=8. 1
Hz), 3. 47 (3H, s), 4. 10—4. 16 (1H, m), 5.
16 (2H, s), 6. 36 (1H, s), 6. 80—6. 83 (2H,
15 m), 6. 95 (1H, d, J=8. 9Hz) .
BEH1 7
1— (B—ArFIARRL—3, 4—CEFOFTELUY—2—4)L)
JaNrv—1—-%

MOMO
20 HEVEICSEMI 6 TEONETILI—IL (1 7. 0g) 2FEALS

EZH1VICEBOFELEBHROAFERIZLYBONE (9. 52g)
"H—=NMR (CDC 1, ) & :ppm
1. 16 (8H, t, J=7. 83Hz), 2. 57 (2H, t, J=7.
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9Hz), 2. 76—2. 84 (4H, m), 3. 48 (3H, s), 5
19 (2H, s), 6. 87—6. 90 (2H, m), 7. 16 (1H
d, J=8. 9Hz), 7. 37 (1H, s).
BEZH 18
5 1= (6—ARFIFIRLU—2—4)) TRU—1—-F>

SO
MeO

2—AFFFTHLY (31, 6g) ZRWMELETOEFZLDORD
YIZEIETFIYIL (25. 6g) 2FAL. BRELLTZrORVELD
KbUIZZrOX L U2 ERTHILEEZRE. SER1ICRBOSE LR
10 BROAETHLNT- (15. 3g),
"H—=NMR (CDC I, ) & :ppm
1. 04 (3H, t, J=7. 4Hz), 1. 76—2. 00 (2H, m

), 3. 06 (2H, t, J=7. 3Hz), 3. 95 (3H, s), 7
16 (1H, d, y=2. 6Hz), 7. 20 (1H, dd, J=2.
15 6&£8. 9Hz), 7. 77 (1H, d, J=8. 9Hz), 7. 85 (
1H, d, J=9. 2Hz), 8. 01 (1H, dd, J=1. 8¢&¢8.
7Hz), 8. 40 (1H, d, J=1. 7Hz) .
SEHM1 9
1—(6—EFrFAXFIFIRLY—2—A)L) TREU—1—F>

SOh
- 20 HO

HEMEICSEM1 8THEON-7 > (10g ) 2FEHLESEH 212
REBOFEEEHOAETELONT (9. 5g) .
"H—NMR (CDC I, ) & :ppm
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1. 04 (3H, t, J=7. 4Hz), 1. 756—1. 88 (2H, m
), 8. 06 (2H, t, J=7. 4Hz), 3. 80 (1H, br. s
Y, 7. 17=7. 21 (2H, m), 7. 69 (1H, d, J=8. 9
Hz), 7. 85 (1H, d, J=9. 6Hz), 7. 92—7. 96 (
5 1TH, m), 8. 40 (1H, br. s, ).
BEZH 20 ‘ |
1= (6=ARFIVALFIFTRALU—2—A)L) TRU—1—F

SO
MOMO

HEVEIZBSER 1 9THONI-FT T +—I (9. 5g) 2FEALBE
10 B3 CRMOAELBKROFETHEONT- (10, 2g)

"H=NMR (CDC 1, ) & :ppm

1. 04 (3H, t, J=7. 4Hz), 1. 76—1. 87 (2H, m

), 8. 06 (2H, t, J=7. 4Hz), 3. 63 (3H, s), 5
82 (2H, s), 7. 27 (1H, dd, J=2. 6&8. 9Hz)
15 , 7. 41 (1H, d, J=2. 3Hz), 7. 77 (1H, d, J=8
6Hz), 7. 88 (1H, d, J=8. 9Hz), 8. 01 (1H,
dd, J=1. 8&8. 7Hz), 8. 41 (1H, br. s).
BEH 21
4—TFh—7—ArFL—1, 2-DEFOFTELY

MeO I I

—40CF6—ArFT—1—F+502 (60g) OTFSEFAD
(1. 2L ) BRIC1T., 63HMEN—TFIN)FHOLANXTYUBE (
230m) #mMX. 3O0LMM#ELIz. 3T7vkARS I —FIEE (1

20
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65m) ZMASHIZIONRMAEL, BaMELE7 o EZDLK (1.
OL) ¥z, BFEETFI (500mx2) THIHL-, BHBEED.
BB U RO LTERL, BREBRELZ. BohRIEESYEIY
ATFNASLIAT T ZT4— (NFY U/ EEBBIFILS - 1) THY
LE#Y (36. 05g ) *#81,

"H—NMR (CDC 1, ) & : ppm

0. 92 (3H, t, J=7. 8Hz), 1. 31—=1. 53 (m, 4H
), 2. 18—2. 25 (2H, m), 2. 40 (2H, t, J=6. 9
Hz), 2. 71 (2H, t, J=7. 9Hz), 3. 80 (3H, s)
, 5. 71 (1H, t, J=4. 6Hz), 6. 70—6. 74 (2H,
m), 7. 17 (1H, d, J=9. 2Hz) .

SEF2 2

1—TFIL—6—*rXxP—3, 4-CEFA+IELU—2—ALL

TEF

SOh
MeQO

OCFLAFARILLTIHR (92. 9g ) IZAF LY (408
) ZMA. 205MMHELS-, &EH 21 THLONI=FT42L Y (50¢
) DOAFIRILLTIFR (25m) BEREWHO-CYBFL, BFRTH
1 6 Lz RIGESMEKIZHITI—FTIL (500nmLx 3) T
HUf-, BREZED., K BMNEEKTREE. BB/ RIILTYE
BLBEZREL, SONERGREESMZEDVASLASLIOT MY
74— (NFHUEFBIFII20: 1) THELBEMNY (31. 3¢
) &8/,

'"H—NMR (CDC !, ) & :ppm

0. 94 (3H, t, J=7. 83Hz), 1. 37—1. 50 (2H, m
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), 1. 53—1. 65 (2H, m), 2. 46—2. 52 (2H, m)
, 2. 68—2. 74 (2H, m), 3. 00 (2H, t, J=7. 3H
z), 3. 85 (3H, s), 6. 76 (1H, d, J=2. 6Hz),
6. 81 (1H, dd, J=2. 6&£8. 6Hz), 7. 49 (1H, d
, J=8. 6H=z), 10. 28 (1H, s).

EEH 23

1=TFL—6—RArXIFITELU—2—ALNLTEFR

SOh:
MeO

SEF22THRONI-FILTEFR (31. 3g) ODRUHEY (500nL
) BRICoOODLTFTI/IRUYIX/ L (33, 4g ) EFMAMBBET
TRRERH L. FBEVEESA FTHRLBRERELE:. Bohi-R
WREMELUATLNASLIRAR NS T4— (NFH U/ BBIFIL
5:1) CRELEMY (25. 83g) %81,
"H—NMR (CDC 1, ) & : ppm

0. 99 (38H, t, J=7. 83Hz), 1. 46—1. 60 (2H, m
), 1. 67—1. 78 (2H, m), 3. 48 (2H, t, J=8. 1
Hz), 3. 96 (3H, s), 7. 14 (1H, d, J=2. 6Hz)

, 7. 23 (1H, dd, J=2. 6&£9. 2Hz), 7. 65 (1H,
d, J=8. 6Hz), 7. 90 (1H, d, J=8. 6Hz), 8. 1
3 (1H, d, J=9. 2Hz).

SEH2 4

1— (1 =FTFIL—=—6— A FIFI78L—2—A)L) FONV—1—
F—I
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SOhs
MeO

HENHEICSEM2 3THLONEZZILTEER (13, 0g) ZFEHLE
EZWM 1 6ICREBOAELRABRDFETHELONT- (14, 46¢g) .
"H—NMR (CDC I, ) & :ppm
0. 99 (3H, t, J=7. 4Hz), 1. 00 (3H, t, J=7.
1Hz), 1. 44—1. 70 (4H, m), 1. 77—1. 98 (2H
, m), 2. 97—3. 16 (2H, m), 3. 92 (3H, s), 5.
04—5. 15 (1H, m), 7. 12 (1H, d, J=2. 6Hz),
7. 17 (1H, dd, J=2. 6&£9. 2H=z), 7. 58 (1H, d
, J=8. 6Hz), 7. 64 (1H, d, J=8. 6Hz), 7. 96
(1H, d, J=9. 2Hz) .

BEH 25
1— (1 —TFIL—6—ArFLFI78L—2—4)) FANRV—1—
*

oy
MeO

HEVHEICSER 2 4 T/HON-7ZILO—L (14, 46g) ZERBL
SEPVVICEROFELRBOFEICLYE SNz (13, 87g) &
"H—NMR (CDC 1, ) & :ppm
0. 98 (3H, t, J=7. 7Hz), 1. 23 (3H, t, J=7.
3Hz), 1. 44—1. 57 (2H, m), 1. 63—1. 74 (2H
, m), 2. 95 (2H, q, J=7. 83Hz), 3. 09—3. 15 (
2H, m), 3. 94 (8H, s), 7. 13 (1H, d, J=2. 6H
z), 7. 21 (1H, dd, J=2. 6,£9. 2Hz), 7. 51 (1
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H, d, J=8. 6Hz), 7. 62 (1H, d, J=8. 6Hz), 8

. 06 (1H, d, J=9. 2Hz) .

&sEpH 26

1— (1 =FFL—6—EFAxIF+I78L0—2—4)L) Fo/krv—1

-

SO
HO

sEZP 25 TH/ON-F 2 (13. B87g) OFEFZFYL (10
omL) B/EIZIHEF FUDHAL (23. 87¢g) #MxETBIZH/OA LY
AFILTUSY (20m) EHTFL. SEMMBEREITo1=, kK (1.
5L ) #mMzToonsi4sy (200m.x3) THRHLE. EBEE%EYD
BB IRUOALTERL., BREREL:. Bon-RIGEEHZE Y
JAFLASLYIAR T T T4 — (NFH U/ BHBIFLI : 1) THR
SLEMY (4. 66g ) =W/

"H—NMR (CDCl; ) & :ppm
0. 97 (3H, t, J=7. 3Hz), 1. 23 (3H, t, J=7.
3Hz), 1. 43—1. 57 (2H, m), 1. 865—1. 74 (2H
m), 2. 95 (2H, q, J=7. 4Hz), 3. 09—3. 15 (
2H, m), 5. 90 (1H, br. s), 7. 14 (1H, d, yJ=2
. 83Hz), 7. 18 (1H, dd, J=2. 6&£9. 2Hz), 7. 4
8 (1H, d, J=8. 6Hz), 7. 53 (1H, d, J=8. 6Hz
), 8. 06 (1H, d, J=9. 2Hz).

SER27
1— (1—TFL—6—FArFLAPFLFTELY—2—4)L) TON
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SN
MOMO

6 0%KFEF DL (0. 73g) ODTFFIEFATSY (30m
) BRIZBEH 26 THLONI=S L2 (4. 66g) DT +SEROTS
v (24nl) BEEZHTL. 200MMEL-, JODAFILAFILI—
T (1. 4nl) ZMZ. 1EREE$EL-. SAFBRIIEK (200m) %0
A. I—TJ) (50mLx 3) THHLE:, AREZERD. BT
LTHERL. BRZBREL-. SGohEREESVMEIVHSILAS LY
AR IS 74— (NFYU/BFBIFIL1I0: 1) HRULENY (2.
4g ) %1®1-,

"H=NMR (CDC 1, ) & :ppm
0. 98 (3H, t, J=7. 1Hz), 1. 23 (3H, t, J=7.
8Hz), 1. 43—1. 57 (2H, m), 1. 63—1. 74 (2H
, m), 2. 94 (2H, q, J=7. 3Hz), 3. 09—3. 15 (
2H, m), 3. 53 (3H, s), 5. 832 (2H, s), 7. 29 (
1H, dd, J=2. 6&9. 2Hz), 7. 39 (1H, d, Jy=2.
6Hz), 7. 50 (1H, d, J=8. 6Hz), 7. 62 (1H, d
, J=8. 6Hz), 8. 08 (1H, d, J=9. 2Hz).
sEZH28
1—IFIL—6—ArFIFITRLU—2—ALNLTEE

e
MeO

HEMHEIZ6—AFP—1—F+502 (0. 88g ) #FEHAL, J
FIFOLODEKDODYIZIFARITROODLITOTA FEFERLTSER
21IZEBRMOBEZERBDAEETLA—IFIL—T -+ rFP—-1, 2=
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EFRFTD4L2 (0. 66g) H@oht-, COLSICLTRONI-F
TJRL2 (31. 0g) ZERLSEM22I1ZEBDAETT —IFIL—
6—A+FXL—3, 4—CEFAFIRLUY—2—-HALNLTER (15
31g) N@ENTze COLSITLTEHELONEZZILTER (10g) %
FERALESER2 IICKEMOAETEHNY (6. 645 ) HNEBSIT,
'"H—NMR (CDC I, ) & :ppm
1. 40 (3H, t, J=7. 6Hz), 3. 52 (2H, q, J=7.
6Hz), 3. 95 (3H, s), 7. 15 (1H, d, J=2. 6Hz
), 7. 23 (1H, dd, J=2. 6&£9. 2Hz), 7. 65 (1H
, d, J=8. 6Hz), 7. 90 (1H, d, J=8. 6Hz), 8.
156 (1H, d, J=9. 6Hz), 10. 55 (1H, s).
BEH29
1— (1—IFN—6—FFrXLFI78LU—2—4A)L) TR V—1—F

=

SO
MeO

BEH 28 THONEFILTEFR (5. 25g ) ZHEALIFLIITR
OHALTATALA FORDLYIZAFILITRIHILTOTS FEFEALTS
EZH16ICBBOAETTI— (1 —IFIL—6—FFFLFI748L0-2
—AL) TRU—1—F—)L (5. 93g ) B’ESIIz, TD&KSIZLT
Bont=7ILa—I (5. 64g ) ZEALSEMN1 1 IZEROAETE
MY (6. 07g) MELHIT=
"H=NMR (CDC 1, ) & :ppm
1. 356 (8H, t, J=7. 6Hz), 2. 64 (3H, s), 3. 2
3 (2H, q, J=7. 5Hz), 3. 94 (3H, s), 7. 13 (1
H, d, J=2. 6Hz), 7. 22 (1H, dd, J=2. 8,9. 4
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Hz), 7. 59 (1H, d, J=8. 7Hz), 7. 63 (1H, d,

J=8. 7Hz), 8. 10 (1H, d, J=9. 6Hz).

£EH 30

1— (I —IFI—6—ArFIFTBLU—2—4AJL) TONRY—1—

5 v

e
MeO

BEZP 28 TROLNI-FLTEFLR (2. 58¢ ) 2FEHALTSEH 16
ICEBOFET1I— (1 —IFL—6—A I FIFTELU—2—A))
Fanv—1-—#—) (2. 83g) H@&cht, COLSIZLTEDN

10  f=7)3—)L (2. 83¢g) 2FEALSEM1 1 I1ZEBOAEEZTHRY (
2. 39g) HE5hit=,

'"H—NMR (CDC 1, ) & :ppm
1. 283 (8H, t, J=7. 3Hz), 1. 36 (3H, t, y=17.
4Hz), 2. 95 (2H, q, J=7. 3Hz), 3. 16 (2H, q

15 , J=7. 5Hz), 3. 94 (3H, s), 7. 14 (1H, d, J=
2. 6Hz), 7. 22 (1H, dd, J=2. 8&9. 4Hz), 7.
52 (1H, d, J=8. 6Hz), 7. 62 (1H, d, J=8. 6H
z), 8. 09 (1H, d, J=9. 2Hz).
BEH 3 1

20 1—7aEL—6—4A XL FTRLY—2—HILNLTFER

o9 h
MeO

HEVEIZC6 -A XL —1—FT+3082 (180g) #FAL. TF
WIFoLOKDLYIZTaELT TR OALATOTS FEFERLTSEN
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2 1ICRBOARLERABDAZTA-—TOEL—T7T—A XL -1, 2—
TeErOFIRLY (97. 5g) MBOIT-, COLSIZLTELNT-
TI72L2 (95¢) ZERALSEM2 212BBOAET 1 —JoEL—
6—AP¥L—3, 4-CEFROFIELY—2—HLNLFEER (49
dg ) BFoNf-. TOELIITLTHELAETLTER (49g) %
ALEER 2 3IHEMOAZTENY (37. 4g) HBESAT-,
'"H—=NMR (CDC 1, ) & :ppn
1. 08 (3H, t, J=7. 2Hz), 1. 71—1. 82 (2H, m
), 3. 42—3. 48 (2H, m), 3. 95 (3H, s), 7. 14
(1H, d, y=2. 6Hz), 7. 22 (1H, dd, J=2. 8¢9
4Hz), 7. 64 (1H, d, J=8. 6Hz), 7. 90 (1H,
d, J=8. 6Hz), 8. 12 (1H, d, J=9. 6Hz).
SEPI3 2
1— (1=FAEL—6—ArXLFTELY—2—4JL) FONRY—1

—Ay

e
MeO

BEH3 1 THONFILTEFR (15g ) 2FERALSEH 1 628K
DFHETT— (1 —TAEL—6—F rXIFTRLV—2—4q L) FO
NRo—1—F—)L (16. 8g) BN, ZHLSIZLTELNI-T
La—J)L (18. Og) ZERALEEM1 1 IZEBOFETEMNY (15

8g ) B 5Ntze 'H—NMR (CDC I, ) & :ppm

1. 07 (3H, t, J=7. 4Hz), 1. 22 (3H, t, J=7.
8Hz), 1. 65—1. 80 (2H, m), 2. 93 (2H, q, J=
7. 3Hz), 3. 07—3. 13 (2H, m), 3. 91 (3H, s)
, 7. 11 (1H, d, J=2. 6Hz), 7. 20 (1H, dd, J=
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2. 8,9. 4Hz), 7. 50 (1H, d, J=8. 6Hz), 7. 6
0O (1H, d, J=8. 6Hz), 8. 04 (1H, d, J=9. 2Hz
) .

SEH 33

1— (1—FAEL=—6—A XL AR FTRLY—2—4)) T

NI—1—F2

e
MOMO

SEP I 2 THONE=7 2 (15. 9g ) 2FRALSEH 2 6 128K
DAET1I— (1 —JREL—-6—CEFOFIFTELY—2—q)L) F
ANY—1—42 (11. 75g) ABLOAT. COESITLTHRLNT
FTIOb= (11g) 2FALSERIITRBOSETHNY (3. 1¢g
) @1,

"H—NMR (CDC I, ) & :ppm
1. 07 (8H, t, J=7. 3Hz), 1. 23 (38H, t, J=7.
3Hz), 1. 67—1. 80 (2H, m), 2. 94 (2H, q, J=
7. 3Hz), 3. 07—3. 13 (2H, m), 3. 52 (3H, s)
, 5. 31 (2H, s), 7. 28 (1H, dd, J=2. 6&£9. 2H
z), 7. 38 (1H, d, J=2. 6Hz), 7. 50 (1H, d, J
=8. 6Hz), 7. 62 (1H, d, J=8. 6Hz), 8. 08 (1
H, d, J=9. 2Hz).

SEH 3 4

1— (I—IFNL—6—A XA LXIFTRLY—2—4J) TR Y

—1=-F2
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9SS
MOMO

SEB29THONI-T LY (28, 1g) 2FRALSER 26 128K
DAETC1— (1 —IFL—6—EFRFIFTELY—-2—A)) T4
v=1—=7F>2 (19. 4g) H@oht, COLSIZLTRONE=FD F

5 —I(19. 4g) ZEALSEF2 7ICEROAZTHMY (1 7. 1
g) =81,

'"H—NMR (CDC 1, ) & :ppm
1. 35 (83H, t, J=7. 4Hz), 2. 64 (3H, s), 3. 2
3 (2H, g, J=7. 5Hz), 3. 53 (3H, s), 5. 31 (2

10 H, s), 7. 29 (1H, dd, J=2. 6&£9. 2Hz), 7. 39

(1H, d, J=2. 6Hz), 7. 58 (1H, d, J=8. 6Hz)
, 7. 63 (1H, d, J=8. 6Hz), 8. 13 (1H, d, J=9

2Hz) .

BEZH 35
15 1— (1 —IFIL—6—AFIALFIFTIELY—2—4J) FON

v—1-#Y

Sk
MOMO

BEPI0OTHONY+2 (45. 0g) 2FALSER 26 IZKER

DAHEETTI— (1 —IFI—6—EFAFIFTTHELU—2—-4)L) 7O
20 /Nr—1—-%> (35. 0g) AEoht, ZOLS3ICLTRLNEFTD

b—JL (35. O0g) ZERLSEF 2 7ICEBOAETENY (40.

5g) 81

"H—NMR (CDC I, ) & :ppm
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1. 23 (8H, t, J=7. 2Hz), 1. 36 (3H, t, J=7.
6Hz), 2. 94 (2H, q, J=7. 6Hz), 3. 15 (2H, q
, J=7. 2Hz), 3. 53 (38H, s), 5. 31 (2H, s), 7
29 (1H, dd, J=2. 6&9. 2Hz), 7. 39 (1H, d,
5 J=2. 6Hz), 7. 50 (1H, d, J=8. 6Hz), 7. 63 (
1H, d, J=8. 6Hz), 8. 11 (1H, d, J=9. 6Hz).

ZEH3 6
6—AbrFL—1— (3= )LFAEL) +TRLU—2—H)LNL

TEF
SS9
10 MeO

HEMEIZ6 —A XL —1—Fr50Y (200g ) 2EAL. TF
LW)FOLOEDLYIZC3 =Tz TAELITROILTOTAR [
TxrV9L (31g) . 83—z )7FaE.LJOovA4 K (225 ) »
bTFSEFRATIY (1. OL) PTHRE] 2EALTSES 21128

15 BOFEERBDAEETT A X2 —4— (3—Dz=)7AENL) —
1, 2—=YEFA+2742LY (189. 0g) AEoht-, COLSIZL
TH/OoNT-FT24L> (180. 0g) ZEALBSEF2 2I2BBOAE
T6—APFL—1—(3=2zZ)070OFEN) —3, 4—CEFRAFT
BLU—2—hLNLTEFR (126g) RO, COLSIZLTHE

20 bNFFZLATEFR (126g) 2FERALSEN 2 3ICEBOFETENY

(94. 0g) KELNT-,

'"H-NMR (CDC 1, ) & :ppm
1. 98—2. 07 (2H, m), 2. 82 (2H, t, J=7. 2Hz

), 3. 43—3. 49 (2H, m), 3. 92 (3H, s), 7. 11
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(1H, d, J=2. 3Hz), 7. 15 (1H, dd, J=2. 6,9
2Hz), 7. 19—7. 34 (5H, m), 7. 63 (1H, d, J
=8. 6Hz), 7. 87 (1H, d, J=8. 6Hz), 7. 91 (1
H, d, J=9. 2Hz), 10. 42 (1H, s).
5 SEH 3 7
1= [6—AbH—1= (3=Tx=ATAEL) $I8LV—2—4

L] TanRs—1—-7%2
e
MeO

SEMI 6 TRONT-FILTEF (94. 0g) ZERALBEM1 61
10 BEOFETI—[6—-AbrFP—1—(3=TzzZT7OEL) +74
Ly—2—4)0] FANRY—1—F—)L (94. 0g ) KBSht-, COD
LK3ICLTE®SNEFILO—)L (35. Og ) 2FALESEH1 11288
DHEETEMY (33. 0g ) NELNIT-,
"H—NMR (CDC 1, ) & :ppm
15 1. 21 (8H, t, J=7. 2Hz), 1. 93—2. 12 (2H, m

), 2. 82 (2H, t, J=7. 6Hz), 2. 93 (2H, q, J=
7. 2Hz), 8. 11—=3. 17 (2H, m), 3. 92 (3H, s)
, 7. 09-7. 15 (2H, m), 7. 18—7. 33 (5H, m),
7. 52 (1H, d, J=8. 6Hz), 7. 60 (1H, d, J=8.
20 6Hz), 7. 82 (1H, d, J=9. 2Hz).

£EH3 8
1—[6—EFKAFL—1—(3—ZxA7OFL) +I8LV—2—
A0] Fano—1—-%2
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SS9
HO

SEH I 7 THONI=S b+ (33, 0g) %#FEHELSEH 268K
DHETHMY (19. 5g) HBELMT
"H=NMR (CDCl, ) & :ppm
5 1. 21 (3H, t, J=7. 2Hz), 1. 97—=2. 09 (2H, m
), 2. 80 (2H, t, J=7. 6Hz), 2. 93 (2H, q, J=
7. 2Hz), 8. 10—3. 16 (2H, m), 6. 02 (1H, br
s), 7. 09 (1H, dd, J=2. 6&£8. 6Hz), 7. 12 (
1H, d, J=2. 6Hz), 7. 15—7. 31 (5H, m), 7. 4
10 7 (1H, d, J=8. 7Hz), 7. 52 (1H, d, J=8. 7Hz
), 7. 81 (1H, d, J=8. 9Hz) .
SEPI3 9
1—[6—ArFIAPFI—1—= (B3—-TxzZALTFBEL) —FT5L
v=—2—A)] Fansr—-1—-F

S9h
15 MOMO

SEP3I8sTH/ONIFT T =L (19. 0g) . A4y TOELTF
L7722 (44m) O/80KRLAL (130m) BRIZVAOAFILAF
LI—FJ)IL (11. 6m) ZATL 1BMMBEHEL-, BAHNBEKX (1
. OL) ZMAI—FII (300m.x2) THHL-, HHBEZED. &

20 BARIURIVLTHEBL. BEEREL. Bon-RIGREMES U AH
FUNASLIAT LT ZT74— (NTH U /BT FILG : 1) THREL
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Begw (21. 4g) 81

"H—NMR (CDC 1, ) & :ppm

1. 21 (8H, t, J=7. 2Hz), 2. 81 (2H, t, J=7.
6Hz), 2. 91 (2H, q, J=7. 2Hz), 3. 10—3. 16
(2H, m), 3. 51 (38H, s), 5. 29 (2H, s), 7. 16
—7. 33 (6H, m), 7. 36 (1H, d, J=2. 6Hz), 7.
50 (1H, d, J=8. 6Hz), 7. 61 (1H, d, J=8. 6H
z), 7. 85 (1H, d, J=9. 2Hz).

SEH 40

1—[6—AFFIAPFL—1= (B—AFILTFIIL) FI7EL—2
-4 0] Fansv-1—-%>2

T
MOMO

HEMHEIZ6—ALFP—1—TF502 (200g) AL, TF
LWDFHOLDKRDLYIZEI—AFILTFIAITROOLTATA K [T
VL (27, 4g) . 3=AFLIFALITAISLK (170. 6g) H
BT FIEFATZY (300m) hTHM] ZERLTSER2 1128
WOFELERBOFETT —A ¥ —4— (3—AFLTFL) -1,
2—CERAFTAELY (102. 0g) HEOIE, COELSIZLTH
bhf-F+24L> (102. Og) ZFERALSEN 2 2ICKEBOAETE
—APFLU—1— (3=AFNLTFL) —3, 4=CEFOFIELU—
2—HLNRILTER (57. 07g ) H{ohl-, COLSITLTHESN
EZLTFEK (57. 0g) #FEALSER 2 3IZRBMDAETE— A+
FU—1— (8=AFLTFL) +78L2—2—hLINLTEF (49
. 7g) BBONf=. COESITLTHSAEZLTEFR (49. 0g)
FERALSER16ICEBOAETI— [6—AFXP—1— (3—XAF
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WIFN) FI8L0—2—aA)0] Fano—1—F—1L (50. 1g)
B@oht, COXSITLTHLNETILI—IL (50. 0g ) HEAEL
BEPIT 1ICEBOAETI— [6—AFFL—1— (3—AFLTFL
) FIRLU—2—4L] FONRY-1—-%> (45, 5g ) BESIT-
o COKIITLTHONIT LY (45, Og ) 2FERALSEF 268
WOBETT1— [6—ERAXS—1— (B—AFLTFL) +74L>
—2—=AN] TANRY=1—-4> (13. 8g) NEDht-, CDLS5IC
LTH/ONIFT b= (13, 8g) #FALSEMI OICEBROSE
TEHY (14. 2g) B SAT-,
'"H—NMR (CDC I, ) & : ppm
1. 02 (6H, d, J=6. 6Hz), 1. 23 (3H, t, J=7.
2Hz), 1. 56—1. 64 (2H, m), 1. 70—1. 85 (1H
», m), 2. 93 (2H, t, J=7. 2Hz), 3. 08—3. 15 (
2H, m), 8. 52 (3H, s), 5. 31 (2H, s), 7. 29 (
TH, dd, J=2. 6&9. 2Hz), 7. 38 (1H, d, J=2.
6Hz), 7. 49 (1H, d, J=8. 4Hz), 7. 61 (1H, d
, J=8. 4Hz), 8. 07 (1H, d, J=9. 2Hz) .
2EZH 41
1= (6—APFXIAPFS—1—n—FFILFTRLU—2—1)L)
Fonsy—1—-#>

SS9
MOMO

HEMEIZ6 -4 XS —1-F 502 (200g ) 2EHL. IF
WIFOLDEDLYIZN— FFUAITRIYLTORS R [RTRDY
L (27. 4g) . n=FFILTORMK (283g ) hDFrSE R
RO (650n) MTHHE] 2FERLTSEMN2 1 IZBBOSELE
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BOBETT—ArFP—4—n—FTII—1, 2=-2EFAFTTEL
L (106g) HBBNE. COE3ZLTBONEFIZLY (106
g ) *FERALSEF2 2I2BBOAETE— A X P—1—n—FKTYL
—3, 4—CEFRRFITELY—2—HANRILFER (68. 5g) KB
SNt COELSIZLTH/ONEFZILTEER (68. 5g) #EHLSE
B2 3ICRBOAETE —A XL —1—n—FKTFTIULFIEL—2—
ALNIILTEER (50. 7g) BEohtfz, COLIICLTHELNI-T7IL
FER (50. 7g) #*FERLSEM1 6 IZRBOAET1I— (6—2 K
-1 —n—KFIILFI722Lr—2—4)) TANRY—1—=F—] (
60. 4g ) M@oLNf-, COKSIZLTHLNE=TIO—IL (60. 4
g) ZEALSEM I 1IZBRBOAETTI— (6—AFFP—1—n—F
FUNFTELY—2—4AL) FANRY—1—F2 (51. 8g) K&
hizo COESIZLTEON=7 L2 (51, 8g ) 2EALSEH26
TREBOSET1— (6—EFAFY—1—n—FFILFIE2LU—-2
—q L) Fany—1—F2 (17. 6g) o, TDEIITLT
‘Boht=FT7r—L (1 7. 6g) 2FEALSEHI QICERDAETH
B (18. 22g ) M@ ont,

'"H—NMR (CDC I, ) & :ppm

0. 88 (3H, d, J=6. 6Hz), 1. 23 (3H, t, J=7.
3Hz), 1. 20—1. 40 (16H, m), 1. 43—1. 55 (2
H, m), 1. 63—1. 69 (2H, m), 2. 94 (2H, q, J=
7. 3Hz), 3. 08—3. 14 (1H, m), 3. 583 (3H, s)
5. 31 (2H, s), 7. 28 (1H, dd, J=2. 6&9. 2H
z), 7. 38 (1H, d, J=2. 6Hz), 7. 560 (1H, d, J
=8. 6Hz), 7. 62 (1H, d, J=8. 6Hz), 8. 07 (1

" H, d, J=9. 2Hz) .

SEH 4 2
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1= (B—ARFIAPXL—1—n—=FIFILFITELL—2—4)

JanNy—1—-#4>

T
MOMO

HEMRIC6 —AFFP—1—-Fr502 (200g ) #FHAL. TF
W) FOLDRDYICA—F IV FAITRIOHALTATA R [vHRLY
L (830. 1g) . n=FFoLTavTA4 K (239g) hDFFrSEFR
R252 (400n) hTHHE] 2EALTSERN 2 1 ICEBOSEER
BROFETT—APFo—4—n—FIFIL—1, 2—CEFAF+IEL
> (94. 7g) A@{OSNT, COLSIZLTHESAI-FTTELY (94
. Og) 2FRALEEH2 2ICRBBOAETE—A XL —1—n—F4
FIL—38, 4—JEFRRFIELU—2—HL/INLTFEFK (68. 2g)
PEohfz, COLSITLTH/ONEZILFER (68. 0g) 2&MAL
BEHI2 3IIEBOAETE —A ¥ —1—n—FIFLFTELL—
2=ANNLTEFR (42. 3g) HBO N, COLSIZLTEONE
TLTEFR (42. Og) 2FALSER 1 6ICEBOAETT — (6—
ARFo—1—n—FIFLFIELY—2—a)) TRNRY—1—F—
U (43. 3g) HAbITz, COKSIZLTHESAITIILa—I (43
. Og) Z2FERALEEM 1 1ICBBMOBET1— (6—A XL —1—n
—FOFNFTRLU—2—4)) TaONRY—-1—-F> (38. 7g) A
/ontz, COLSICLTESNIESYFY (35, 0g) daAYTy (1
OOnmL) FAEICIVLYFOL (51. 5g) %#MZ 6EMEMBEBE LT
o BB 2IEIER (1. OL) #MAMMIFILCHELE, SRES
RO TR LTHBRLUBEEREL:, BEEL)ASLASL
VAR b TST4— (NXHUBBIFILS 1) THEL1I— (6~
EFAFS -1 —n—=RFILFTELY—2—g)) TONY—1—F
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v (22. 0g) MBIz, COESITLTHRLONITTIF—I (22
. Og) 2EALEER I 9ICEEBMOAETENY (23. 5g ) HB5
nit-,
"H—NMR (CDC 1, ) & :ppm
5 0. 88 (3H, d, J=6. 6Hz), 1. 23 (3H, t, J=7.
2Hz), 1. 23—1. 40 (8H, m), 1. 41—1. 53 (2H
, m), 1. 61—1. 74 (2H, m), 2. 93 (2H, q, J=7
. 2Hz), 3. 08—3. 14 (2H, m), 3. 52 (3H, s),
5. 31 (2H, s), 7. 28 (1H, dd, J=2. 6&9. 2Hz
10 ), 7. 38 (1H, d, J=2. 6Hz), 7. 49 (1H, d, J=
8. 6Hz), 7. 62 (1H, d, J=8. 6Hz), 8. 08 (1H
, d, J=9. 2Hz).
£EH|4 3
1—[1—(2—p—FHEITIZILIFI) —6—A XA LXIF
15 28Lv—2—4 L] Fanv—1—-%F>

Br O
MOMO

SERITH/ON=7 b2 (44, 4g) . p—TAERAFLY (33

. 3g) BLUAMLRZASEFRY M) AR I ZZLARRIT 4 VLT

=9L (L 1) (9. 9g) DRLITY (270n) BRE 4EMMNRE
20 FlLtz. BORtk. BREZEERELRBEEDVASLASLIOINIS

TJa— (AFH /2000442209 :1) THHELENY (10. 39

g) 871,

'"H—NMR (CDC 1, ) & :ppm

1. 19 (3H, t, J=7. 3Hz), 2. 84 (2H, q, J=7.
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3Hz), 2. 92—3. 01 (2H, m), 3. 38—3. 47 (2H
, m), 3. 54 (83H, s), 6. 29 (2H, s), 7. 165—~7,.
22 (2H, m), 7. 33 (1H, dd, J=2. 6,£9. 2Hz),
7. 38—7. 45 (83H, m), 7. 67 (1H, d, J=8. 7Hz
"5 ), 7.67 (1H, d, J=8. 7Hz), 8. 13 (1H, d, J=
9. 2Hz).

BEHI4 4

1— [1— (2—p—EFOXYTIZIIFIL) —6—2 XA L
I8 Ly—=2—4AN] FANRV-1—-F

HO. ]
SS9

—70CTF. 4V7AELFEY (4. 25m) OF FSEFRBDS
v (186m) BHEICT. 6 9RMEN—TFILYUFILAXTHUBRE (1
7. 9mL) ZMA. 1 5L, UFOLDAVTOELT S FER
WLl BEPA4ITHONIS L2 (10, 8g) DFFSEFOIS
15 Y (90n) BEEMZ 209 Lz, 5121, 6 9REN—-TFIL
DFOLATYHUBHE (37. 4nl) ZX 1 O L, E58 MY
AFI (60m) ZMAERTLONMMELI-, Bl (1. 5mL) MR
. E5(23 0%BEMEKEKEMZ 1 BEME LT-. aFIREK (600
m.) ZMAEBIFIL (100nLx3) CHHL:-,. AREBEZRD. KB
20 RITRTOLTERL. BEEREL-. BOoN-RIEREMEDUAHY
WNASLIAR RIS T4— (NFH U/ BFBEIFILO : 1) THELE
MY (4. 27g) 81
"H—=NMR (CDC I, ) & :ppm
1. 19 (3H, t, J=7. 8Hz), 2. 84 (2H, q, J=7.

10 MOMO
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3Hz), 2. 90—2. 97 (2H, m), 3. 39—-3. 45 (2H

, m), 3. 54 (3H, s), 5. 33 (2H, s), 6. 75—6.

82 (2H, m), 7. 10—=7. 18 (2H, m), 7. 32 (1H,

dd, J=2. 6&£9. 2Hz), 7. 41 (1H, d, J=2. 6Hz
5 ), 7. 54 (1H, d, J=8. 6Hz), 7. 66 (1H, d, J=

8. 6Hz), 8. 17 (1H, d, J=9. 2Hz) .

SEPH A5

1—[1—= (2=p—ARUIIFFLITIZILIFIL) —6—HA bXI A

L FTELY—2—4)] FRNRV—1—F

BnO l
SO
10 MOMO

O°CF. KFiLF rUDL (0. 35g) OTAFLKRLLT I KBER
(23mL) I2B8EP44THEON-Tx/—IL (4. 17g ) ZMZ 3B
EIIE L1z, C2ITRODOLTATA K (2. Oml) FHT L 2 BN
L7, BAHIBIEK (20nm) ZMAEEETFI)L (20mx 4) THELL:

15 . BREERO. MBI RIVLTHERL, BEERELE:. 8ot
RIGREBMEIIASFALASLIOR NS T4 — (NXY L /KBTI F
JL10:1) THELEMY (4. 11g) 81
"H—NMR (CDC i, ) & :ppm
1. 18 (3H, t, J=7. 3Hz), 2. 81 (2H, q, J=7.
20 83Hz), 2. 90—2. 99 (2H, m), 3. 37—3. 46 (2H
, m), 3. 63 (8H, s), 5. 06 (2H, s), 5. 832 (2H
, s), 6. 88—6. 97 (2H, m), 7. 17—7. 24 (2H,
m), 7. 28—7. 48 (7H, m), 7. 53 (1H, d, J=8.

6Hz), 7. 65 (1H, d, J=8. 6Hz), 8. 16 (1H, d
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, J=9. 2Hz).

&EH 46

1— (6= A FrFIALEXL 1= (2—TxZ)IFI) FI7R2L—

2—4J)L) Fanr—-1-F

SS9
MOMO

p—JOFERFLUYOKLYIZAFLUEERLTSER 4 312888
FETEMMESRT-.

"H—NMR (CDCl, ) & :ppm

1. 18 (3H, t, J=7. 3Hz), 2. 80 (2H, q, J=7.

10 4Hz), 2. 97—3. 06 (2H, m), 3. 41—3. 50 (2H
, m), 3. 53 (3H, s), 5. 32 (2H, s), 7. 18—7.
35 (6H, m), 7. 41 (1H, d, J=2. 6Hz), 7. 53 (
1H, d, J=8. 6Hz), 7. 65 (1H, d, J=8. 6Hz),
8. 18 (1H, d, J=9. 6Hz).

15 SEH4 7
p—ANUTLAFIRAFLY

BnQO
\Q\/

KEEEF FUDL (22g ) #K (100mL) IZBEMNMLEISIZNSTE
FALXFLY (38nl) ZMATRHET S, CCITRERUDL (35

20 ml) ¥#MZ60°CT1HMERLE. Bk, oonx4> (100m
x 3) THIHLUEKFERT M ILTEEBL:, BEE. BREEATYY
(100mL.x 3) THRHLRBL. RIZVUASFLASLIAR TS
14— (NFHY) THELENY (10. 2g) %871,
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"H—NMR (CDC 1, ) & :ppm

5. 05 (2H, s), 5. 12 (1H, dd, J=1. 0&£10. 9H

z), 5. 680 (1H, dd, J=1. 0&17. 5Hz), 6. 65 (

1H, dd, J=10. 9&17. 8Hz), 6. 88—6. 95 (2H
5 ,m), 7. 27—7. 44 (7H, m).

SEH5 48 (5EHl4 55818)

1—[1= (2=p—RUSLFFVIIZLIFI) —6—A FFA

X328 L —2—4AL] TANY—1-F>

BnO ]
e
MOMO

10 SER I T/RON L2 (10. Og) Z2FALp—TOEXRFLY
DROYIZBEP 4 7T THBONEAFLUOFFERALTSER 4 32RO
FETCEMY (16. 44g) %81
&M 49
6 —AUTIAFL—1—TIZLAFTRLY—2—HLNILTFEE

SOh
BnO

SEP 1 2T/ONT IO (324 ) #FERALBEMA45IZE
BOAETE—RUOVLFXI—1—F+3582 (447, 1g) %81
o cDEIITLTELONI-T SO (33. 8g) ZERBL. TFILY
FOLORDYIZTZzZ LY FOLEERLTSEERN2 1 ICBBOAERL
20 BHDBFETT —_RoPIFFT—4—-TzZ)L—1, 2=k KAFT
ALY (20. 4g) LIz, ZOKSIZLTHELNE=FTELY (

15
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20. 4g ) ZERLSEP 2 2ICRBOHET6 —RUTILFFS—1
—21Z)—3, 4—2ERAQFTELU=2—-AILNILFER (17,
4g ) oz, COLSITLTHLNEZFILTER (17. 0g) #
FERLSER 2 3IZEBOAEZTENY (42. 3g) HESNT-,
"H—=NMR (CDCl, ) & : ppm

5. 22 (2H, s), 7. 17 (1H, dd, J=2. 5,9, 4Hz
), 7. 830 (1H, d, y=2. 6Hz), 7. 33—7. 54 (10
H, m), 7. 56 (1H, d, J=9. 2Hz2), 7. 79 (1H, d
, J=8. 7Hz), 8. 03 (1H, d, J=8. 6Hz), 9. 82
(1H, s).

SEZH 50
1=—TATE—4 A XA REIRIEY

MOMO\©\
Br

p—7AOFETx/—)L (31. 2g) 2FALBSEM3 9IZBHKOAE
THEON-HERYZXBLCENY (36. 43g . #BA170C/1
7mmHg ) ##71-,

'"H=NMR (CDC I, ) & :ppm
3. 45 (3H, s), 5. 12 (2H, s, ), 6. 88—6. 95 (

2H, m), 7. 33—7. 40 (2H, m) .

EZH51
B— A XU 1=—p—ARFIARFLTIZNFTTELY—2—H)

NILTEFR
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OMOM

o9
MeQO

6—ArFL—1—FTr502 (25. 0g) ZHEAL. TFLUFY
LORDYICp—ARFIARTO TN FOL [B8EHSOTEDL
ht=7a<4 K (38. 3g) &1. 63HMEN—TFIY FHLAXY
UB®E (109m) ASI—FI (170m) FT—78CICTHY] #*
FERALTBEM21ICEROAZERABRODAETT A X —4—p—
ARFOAMFITIZN-1, 2—DEFRFTTAELL (25, 38g
) B ohtz, CO&KSICTLTH/LONEFTORLY (10. 0g) Z&ER
LBEF2 2I1ZBMOAETTI —p—EFAFITIZL-6 A bFD
—3, 4=t RO+ IRLY—2—ALNLTEFR (17. 4g) K18
bhtf, COESIZLTHBLONAEFLTEFR (8. 44g ) 2FERALSE
BI3OITEBDIETE —ArFL—1—p—AFFIALXI-3, 4
—SERRTZIZAFIELY—2—ALNLTER (6. 71g) &
Stz CcOEIIZLTHBLNETILTEFR (3. 0g) FRALESEH
23BN AETENY (2. 78g) MNEoht,
"H—NMR (CDC 1, ) & :ppm

3. 56 (3H, s), 3. 95 (3H, s), 5. 28 (2H, s),
7. 09 (1H, dd, J=2. 6&£9. 2Hz), 7. 16—7. 23
(3H, m), 7. 28—7. 34 (2H, m), 7. 61 (1H, d,
J=9. 2Hz), 7. 79 (1H, d, J=8. 6Hz), 8. 02 (
1H, d, J=8. 6Hz), 9. 86 (1H, s).
&EH5 2
1—EFOFXS—6—A XL FTELU—2—ALNILTEF
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OH

°
MeO

6—AFFL—1-F+502 (834. 8g ) DIILIY (250mL)
BRITFRUDLARESR (11, 6g) #MAEEH L, KATF. ¥
BMIFI)I (36. 5g) DMILTY (250m) BEEHETLERTSH
5 IR L=, K (100mx 2) BLXU1REKBIES FUDHLER (1
OOmL.x 2) TH#HHHL., KBZRIEH (925nL) TpH3~4IZLHTH
THOEFERIEAFLOTHE L, MBI RO LTEBREBEER
EREL2-EFOXIAFLU—-6—AFFL—-3, 4—EFO-2
H—+242L>—1—%4> (32. 89g ) %8, COESIZLTHES
10 HNt=5 b+ (32. 89g) 2ALBEF2IICRMOAZTENY (
22. 67g) %581,
"H—NMR (CDC I, ) & : ppm
3. 94 (3H, s), 7. 06 (1H, d, J=2. 3Hz), 7. 1
6 (1H, dd, J=2. 5&9. 1Hz), 7. 24 (1H, d, J=
15 8. 6Hz), 7. 43 (1H, d, J=8. 6Hz), 8. 33 (1H
d, J=9. 2Hz), 9. 88 (1H, s), 12. 68 (1H, s
) .
£EH)5 3
1= (B—APXL—1—APFIAFIFTALY—2—4a)) FO

20 N — 1 —FY

MOMO

e
MeQO

SEFS 2 THON-7ILTEFK (9. 92g ) #FAHALSEM3 9/
HEDAETE A MEL -1 —ARXIAREIFTRLY—2-H)



10

15

20

25

WO 97/32837 PCT/JP97/00600
154

NILTER (12, 18g) BMEShfz, COELSIZLTEBOINE-TILTF

EF (12 13g) ZEALSEH 1 6IZBBDHET1— (62 b

FoO—1—ARFIARXFOFTRILY—2—q)L) TANR—1—F~—

V(12 94g) BEohT, COLSIZLTEONE-7ILa—L (1

2. 94g ) ZAVLTSEM 1 1ICEMOAZTENY (11. 18g)

A& ohiz,

'"H=NMR (CDC 1, ) & : ppm

1. 22 (8H, t, J=7. 3Hz), 3. 09 (2H, q, J=7.

4Hz), 3. 55 (3H, s), 3. 94 (3H, s), 5. 15 (2

H, s), 7. 12 (1H, d, J=2. 6Hz), 7. 21 (1H, d

d, J=2. 6&9. 2Hz), 7. 52 (1H, d, J=8. 6Hz)

, 7. 61 (1H, d, J=8. 6Hz), 8. 17 (1H, d, J=9

. 2Hz) .

BEH 5 4

FUIDLABAZ ALK — DA X UAFIL—6—AbFIFD

AL —1—4L

OTf OMe

MeO

OCT. BEZHI5 2 THONETLTELR (10. 1g) . SAFLT?
S/EYUTDY (20. 2g) O /0OX Ay (500m) BEIZk) T
LWAOAZ ZVRUBEEKY (8. 8ml) ZMZ 3. SEHRMIEELT,
BFHEZ 1 RTEME (200mx 2) | BBHIKIEK (200m) THELVER
BMYIROOLTER L. BEEEEREL. BEELUDSLAS L
AT RIS 74— (78R A2Y) THRELMN)ZLFAAR DR
RUB2—RLIL—6—X rFIFTTRLU—1—4L (15. 14g
) T/, COESITLTHEONFRALKRVEBIZATIL (10. 0g) @
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AR/ —)L (60mL) BRICP—MLIVRILKVEBEY =D L (0.

23g ) ¥MAz. 6FREMBERBEH LIz, RARBREBRELREZY

DASTILAS LIRS 74— (P2BRAE2Y) THELEMY (
10. 93g) *#8HB1

'"H—NMR (CDC 1, ) & :ppm

3. 42 (6H, s), 3. 93 (3H, s), 5. 74 (1H, s),
7. 16 (1H, d, J=2. 3Hz), 7. 28 (1H, dd, J=2
5&9. 4Hz), 7. 71 (1H, d, J=8. 6Hz), 7. 78
(1H, d, J=8. 6Hz), 8. 02 (1H, d, J=9. 2Hz)

£%EH|5 5
2—UAREIUAFIL—6—APXIFITRLU—1—AIDIREEA

Fiv

COOMe .o

MeO

BEPS 4 THONLAUKRVBIZXTIL (1. 14g) | BEFB/IST
WA (0. O4g ) . D7z WKRR T4/ 72 (0. 74g) . b
JIFLFS> (0. 83m) . A8/ —JL (3. OmL) DT AFILHKIL
L7XF (6m) BBZ—HMILREZERT60CT4. SHEERELS
. BAMIRIEK (100m) ZMA. BFEETFIL (30mLx 3) THHLT:
. HHE%E 1 BEIER (30mx 2) . fAMAKK (30mx 2) TkiF
L. BB IR OLTHERLI., BEZFEERELEEEZSVASLA
SLYVAT RIS 74— (NFHU/EBIFIL 4 :1) THELBEHN
¥ (0. 61g) =#®1
'"H—NMR (CDC 1, ) & :ppm
3. 33 (6H, s), 3. 84 (3H, s), 3. 99 (3H, s),
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5. 70 (1H, s), 7. 09 (1H, d, J=2. 6Hz), 7. 1
8 (1H, dd, J=2. 6&£9. 2Hz), 7. 66 (1H, d, J=
8. 6Hz), 7. 76 (2H, d, J=8. 6Hz)
£2EH56

5 (2=DAPFVAFL—6—FAFXIFTEILY—1—A)) —p—H
FEARFL DT ZIILAR Y

s
MOMO
o,
OMe
Iy
MeO

—78°CTF. 8EH50THLNITATAF (0. 43g) DF+S
EFBIS> (2. Oml) BEKIZT. 6 3BEN—TFILY FHLAZY
10 VER (1. 23n) ZMA6 0Lz, C2IZBERSSTHLON
F-ZAT)I (0. 68 ) DT FFEFATSY (2. Oml) BEEMZ
1 EFRERIR L1, fAFNBEK (1 0m) ZMAEEEITFIL (1 0mLx 3)
THELHREST M OLTERL:, BEEBREREL. BEEZOUHS
WASLYAT LT F3T74— (NFH U/ BFBIFIL20:1~4:1)
15 THELBENY (0. 34z) %61
"H—NMR (CDC 1, ) & : ppm
3. 16 (8H, br. ), 3. 26 (3H, br. ), 3. 46 (3H
, s), 8. 90 (3H, s), 5. 20 (2H, s), 5. 38 (1H

, §), 6. 98—7. 07 (3H, m), 7. 17 (1H, d, J=2
20 . 6Hz), 7. 47 (1H, d, J=8. 9H=z), 7. 71 (1H,

d, J=8. 5Hz), 7. 75 (2H, br. d, J=8. 1Hz),

7. 84 (1H, d, J=8. 5Hz).

SEZHS 7

6—ARXL—1—p—AbFIARFIRVIANFTIZL—2—F
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MOMO
o,
X
MeO

BEHRS 6 THON-TEA—I (0. 83g) DAZ/—)L/GIEA
FL (6: 1, 7nL) B&ITK (0. 5nL) 2mMZ 1 ER¥EEKEe 0°C
TI1RMEEL-, RARBMBLTENY (0. 71g) =8B,
"H—NMR (CDC 1, ) & : ppm

3. 44 (3H, s), 3. 92 (3H, s), 5. 19 (2H, s),
6. 89—7. 08 (2H, m), 7. 11 (1H, d, J=2. 6&9
2Hz), 7. 20 (1H, d, J=2. 6Hz), 7. 61 (1H,
d, J=9. 2Hz), 7. 71—7. 81 (2H, m), 7. 88 (1

JLINJLTE R

H, d, J=8. 6Hz), 7. 97 (1H, d, J=8. 6Hz), 1
0. 00 (1H, s).

LEHI5 8

1= (6= A FFV—B—APXIARTIUAFILFTIBLU—2—A )L
) Fansv—1—#Fv

e
MeO

OMOM
3—ErRAFY—T—F+FP—2—-FTIB (21. 8g ) EH
LEEBIITEBOFETHEOA-RERMEL Y ASLAS LI OT
TS50 4— (NFHU/EFBEIFILE50: 1~10: 1) THHELI-
EFOQFS—T7—ArXFL—2—FTrIBALTIAFI (6. 92g
) Btz COEIITLTHELNEIRTI (5. 24 ) 2F@ALEE
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BIS AICRBDAEXTT—APFL—3—-hrTALFOARVRLKZI
AXIFTRLU—2—HNLRUEARFIAFIL (8. 00g ) £181-
o COESITLTH/EZIRTI (8. 00g) ESAYIFILTFILEIZ
LN FSAFTERLAMIILAOQARZRIILAVEI~—E FOX DA
FIL—6—ARFIFIELU—2—-4)L (4. 90g ) ELEVNTEE
BISOICRREBOAEZTHRIILFOAZ VALK 6 —2A RXS—3—
ARFOARTIUAFALFTALY—2—AL (5. 27g ) %#&f-, =
DESZLTH/BONBZRAILKRVEBIATIL (3. 80g ) FEALESEN
S5ICEBDAETE A FFI—3—A XA MFUAFALFIRL
U—2—HILRUBEATFIL (2. 78g) ELBMLNTZDS552. 63¢
EOAVITFLFLAEZOLN, FSA4A FTCERELTE -4 X2 —3—
ARFUARFIAFAFIBLY—2=ANAB)—)L (2. 47g)
ElLtze 235LTHESALTZILA—IL (2. 46g) 2/ 0O0HDOLEYE
JOZOLTBIELE — A FFO—3—A XA RITIAFALFIAL
—=2—=hNLNILTFTEK (2. 23g) EL. 2D53B2. 17g 2FE8
LESEM 1 6ICBBDEETTI — (6—ARFL—3—AFFIUAPFY
AFLFTFIRLU—2—4)) FANR—1—F—)L (2. 49g) %218
fze COT7ILO—IL (2. 56g) ZERLSEH 1 1IZEBBOAETE
¥ (2. 42g) %8BT

"H—=NMR (CDC 1, ) & :ppm

1. 24 (3H, t, J=7. 83Hz), 8. 07 (2H, q, J=7.
83Hz), 3. 44 (3H, s), 3. 93 (3H, s), 4. 79 (2
H, s), 5. 05 (2H, d, J=1. OHz), 7. 12—7. 21
(2H, m), 7. 78 (1H, d, J=8. 6Hz), 7. 95 (1H
, s), 8. 20 (1H, s).

aEEA 1
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RILEVRBRICHT SEXEBOLEYDEH

J. —L. RILTF (J.-L. Borgna) LDHEIZELT-, KA L-HER
BIZ. RLEVEEBRIR/ L (FHFATRIH) IZHEBLERS
VE—FELTOBRLGRED1 78— IR LI OA—IL (V57K
HHVIERBRLEEME20uL ANd, HOTEHRBREICHRILEUERE
IR/ —ILIZHERBLT [2,4.6,7-H] —TR S SH—)L (Amershamit B
) Z20uL (#910000dpm) AN, SSHIZHFEMALRAKMLI-TX FOY
VERBER (2N ERES Omg/ml PSOEMAE: 50mM U B UYL
«pH 7.0, 10% )€ —)L. 0.0120 E/ FAFTU+EO—)) %200 u
L Mz, Mk, 4BE4°CTIoFaR—FLT=, #FLT. 4°C. —H
TH—IZHEHELSITHMLIZDCCHE (1%/—Uvy FA, 0.1 %TFR
b2 (Dextran ) T70 . P50 #EfEi&pH7.0 ) %250 uL hOZ. 4%,
073 4°CTA oFarR—bL1, TOH. 4°COPS0 EBHEE500 L M
Z. 4°C,1900xg T20Ei» L1=#. LEF500 ul & YACS-
|l (Amersham #1 %) Sml ITBEAELTRBE S OFL—3 D048 —TH
HERZRMEL. TR AT UZRBERICHT IRBILAYVOEREE I C
o ETHE Lz, COHERER1ITRT,

(£1)] IX+OSFUSBEHRESE

HBRitew |l Cs6 (nM)
11IB—TRA RS TDH—I 1. 1
E=HEH 3 1500
EHEH 3 1 1. 2
EEH 4 5 85
EHERH S 2 5. 9
EREH 5 6 2. 5

EHEH S 9 3. 5
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£iEH 6 6 0. 67
EHEH 9 2 23
EHEM9 7 7. 1

AEBAOEEYE. TA O URBRESREEEFLI R, 1 78—
IRARSOF—INICRBT RN EET S MG 0T,
BERH 2
EBHS Y FOFEERRERICHT SXRBOELEYDEN

6EEMDY « X2 — (Wistar) RS v +Z 1 BRI TFMEATER. XK
IZEA LT, BIEEiR23.0+2 °C, BESSE10% OEEABET. TS5AF
whHr—JIzRE L., BTESAE CE-2, BRI L7) . KEKEBHICE
M.
I—TILHETC. L VEREZEOTHANKZH/EL. 1.8H
#., KEICEXY 1 HSEICHEITL,. XhOREZRAKLIz, 1 78— T
A RSTCA—LZBEERL Y &L TO.05mg/Kg #RTIRE L, &K
BILEPIIVBOIE/ —ILIZHERE. T4/ —)L/ hiHEHE NI T
1) K(5/95 . VVIZHIRL. 1.0mg/KeDEABREZ1To 1=,
BE50 1 QRICEHHEHRL. BHLE-FEOERERZRE L.
F£1-. BHELEESRAMBOBEZTEZ _EIRLF—XRRIUE (Dual
Energy X-ray Absorptiometry, DSC-600 . 7B#H) IZTHEL, EH
Iz, B AHE L-EESH (O b0—LH) CRLEBEOERER (B
FHH) (2OVTLERL., FEORERSIUVBHEUMOBEEEZ
BE LT=,

ZFRSEDS v FOREEDNTHEERS., ROXIKYFEERDE
EBJUBETERMEZEQHE L .

EEE (%) = BEROTHE-—aY +FO—LEOFYE) ~ (BFH
BOTHE— v FO—LBOFHE) x100
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CORRER2IIRT,
[(®2] HEEHS FOEE

ERA FEEROER (%) FBETEDNHEE (%)
e 100 100
arvkO—jb 0 0
1TB—TRA S TH—I 126 138

_ EMEH 3 89 62

 EIEHI3 1 94 175
EHEH 4 5 104 154
EHEH 9 2 104 205

1TIB—IR S VH—IHNFEERSIUBREZEICH L TIZIZAFED
EEEZRLIZOICHLT, XEBOEEMIE. BEFEICHLTT. 5
~2f5RIRN%G. JYBLEERZRT I EABDH LN,
HEH 3
ROADFEERICHT EXRBOILENOES

SR OBALB/CRIEE T O R % 1 AR FHAIE%. REICEAL-, B
MITER23.0+2 °C. BESSE10% OFAFET. TS AFvI45—2I1210
L. ®EMAE (CE-2, BRI L7#HR) | KEKZBHIZERSI T,
FEICLYI1HETIZHITL, ERBIELEMBLITIIB—IR LSS
F—IL (MAHEHR) £, VEOIR/ —LIZERE. T4/ —)L th
SHERAB L) Tk F (5/95. V/V ) THRL., 1B1E, 3BMET
BE L, a2V bA—LBICZIZIE—ILDHEHBE LT, BRERBED1B
RICHYZEZHRL., FEZHMELTRERZAE L. FEERIIKET
RIEL. KE10g H-YDfEL LTRD., BRILEMOTIRSTOH—L
2T HHERZRODATRD -,
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HBEE=100— (TR FSOHF—LLERILEVOREROFEESE
—E—YLBOFEER) / (TAMSCH—-ILEBEROFEEE-—C—
IVLBOFEERE) x100

CORERERIIZTY,

5 (%3] TORAFEERICTHTIDE

HEREE LS | fE® =
(ug/PC) (%)
171B—ITARFSOH—IL 0.1 0. 00
10 17IB—ITARRSTHA—IL+EHEHS 9 0. 1+100 29. 24
0. 1+1000 40.10
17TB—IR+ZOH—IL 0.5 0.00
171B—TAR NS OF—IL+EHEH 7 0. 5+15 26. 35
15 0. 5+150 82. 89

EEBEDOEEHS 9. 9 7TDILEMITIR S OFA—NIZKSHFEER
nEgmEHRCMEPIL. MIA O UEREZET I N1,
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Bk o & B
1. —#eX (1) y
R! R A
Z
) L1z 1))
RO A

(X, R’ RARBRFE-IIKBEOEEEERT,

R' RKERF. N\OFURTF. RER1~6DFILELE. KEEE
FIXRBEh-KkBEEZERT,

R® FKERFELEEX— (CH, ), —X—R® (b, kIF0%}
X1 ~100B¥ERL. XIIEKLS., —0O—, —S—, —SO—. —S
O, —. —~CO—%¥kiFX—CONR"' — (s, R' FAERFT-IL
REH1~6DT7LFLEEERT) 28RL. R’ FEBREFHLTLTE
FVDREH1~1007LFLE. REBI~1007Ly LR, BE
M3~702707LFLE,. REH1~60N\OFLFILET-TER
BEZALTULTHEWTZU—LEERT) 28T

WHRETHORRIL. BEAE-I-EReTHICLEERL. R B&
UR OERARE-—REMN - EHSTHDEXER “IIFELEL,

ABXUEIX,

(1) A—ERMPBEZEETHDIEZIE. ANAFLUR, BBEETE-I1T
Bgazkl. EARX—GR — (. GRAFURELIEEETE
. R FHEOR® LRALEKERT) . *—CR® R' — (. R
BEUR’ BE—FHERA>TOTLEVRER T ~6D7LFLESE
RY) FlE—COo—%2FTH. ALVEEATHO>TR® AXEREFTH
LMBEICIE. ERBERFEIFERFEELTE L.

(2) A—EMP_ERETHIEEIT, AlTAFURERL. Eldst=
CR' — (Rth, R’ HHIREALEBRERT) THEERETEET,
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10

R, R BLUR  EBAMILTKEETF. RERI1~6DTILF
LBFLEIRER1~6DNOF7LFLEZRTHS. R BLUR AR
BRICKEBRFELED T EIFALN,

ZIFALKRFIILE, DILARESILE, EFOFOTI/hARZLE
 ERFBXUAFAUBREREIALORESIN-EREEERT, =1L,
(E) =83 — (6—APXLFTRALY—2—AJL) —2—AF)—2—
ANFEUBBLIUFOALRFOARNMRBEIN-FHEER . )
TREINDEENL LITXZEHSICHTIF0OLMRMER. £-12Fn
HOERFHICHE S DI,

2. R’ BEUR AEBICKERFTIRAVERE 1 BROEETE
LCIE-BHESICET 2 TORARME. T3 ThoDESEMI-HAS
hai8,

3. A—EMMHEBEATANAFLUORF-IIBERFTHIM,. A—
ERMAZERETANAFUETHY. R’ "KERFTHIHERE2R
HOIEEYMYL LLIZZERESICHET L TORAERMERK. F-IEFhoDE
FHIHFB SN DR,

4. —f&X (1 a)

(la)

(. R' . R . R . R R'".R’BLUZIZERIF1 LAL
BHEZRT) TREINDFRAIZHOLEYL LI ZEHESIZHT S
TOHROMBMER, FRREETASORENIZHE SN LIE,
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5. ZAALRFUNERFLERER2~7D7ILaFIALRLE
THHAFRKREZHAS4OVWThOEBOIELEYE LI ELSIZHT 3
FORMEMRE. FLEFLODORENITHREIHh 315,

6. —HExR (1 b)
R2 R11

-COOR'?
iim'-i R'2 i
HO R’

(. R* . R' . RU'BLUR" IZHERE1 LALEHRERL. R
FRERFEIIRER 1 ~6DFLFLESRT) TRANIHERE2
Mo 5DVThMRBRHEDNLEEYE L IE-SRESICHT 2 FDLARMK
CFREREASOEEMICHRINDE,

7. XHPELEE, —O0—FrkiE—-co—-ThY. R’ AEREHK1~10
DFILFILE, REBI~1007ILyZILE, REKI~T7DO507

LEIILEF-1E5E ‘
\/ \/"—' (CH)nN—Y
— m

(XP, mIFOFELIFX1ZE,. nlF1~100BHE. YIZHALKEXI LR
 REH2~7DTF7LIXFOALRILEELEFRX-NR® R® (.
R® BLUR' BA—FERE>TLTHLVERER1 ~6DTILEL
BERTH. R BLUR" X, ThOABE LTV IRRRF & — I
BOT5~6 BNEERREFHRTIENTED) TRINDZETHS
HRE2M 56 DLWThHIEROIEEYL LI -EESICET I F0L
BIRMEER. F-EFALOERHICHBTINDIE,



WO 97/32837 166 PCT/IP97/00600

8. YARX-NRR' (Xth, R*BLUR IFA—F1-3RE-T
WTHLINRBEH 1 ~6D7ILFILEERT) . EQUS/E, ERYD
JEFRREELRI/BTHLIERB7EBOEESYEL LIZZEHESIC
BT 5 FDRARMEER. FHEEFASOEENIZTHER SN BIE,

9. —MxX (1c¢)
R\ Rz Ry
R z (Io)
X E
HO R12

(. R' . R* . R'"". R, EBLUZIIHRIE1 LA LEHEEE
T) TRENDERE2EHBOEESYE LT ESESICEAT 27080
10 RHEA, F-E3ENho0EZNITHEREINBIE,

10. EMzx—NR’ — (. R’ [ZHRE1 LAMLEKkREET) T
BEINIETHOIMREIOEHOILAMEL LTI EHERITHT 220K

ERMEE. FEEEASOEEMICHETINDIE,

15
11. EN—O—%FklE—S—THY. R® HX— (CH, ), —X—
R (R, k. X. BLUR’ [IHWKRE 1 LEALEWERT) THEh
SETHAMRAORRMDILEYML LI ERHSICEAT 5T DHEMRY
K, FLEENCDEZENIZHERINDIE,

20
12. HRIF1EHOILEDL LLE-_ELESICHT 2 FDRARMEEK

EFREEENRSOREENICHBTINIEEZTESFTTHIEE,
13. IXRMAYURZIZCEERTHEBEDAERTHSHEKRKIE1 288#
25 DEZE,
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14, IRAMAYUEREREEDRBRITHIBERIE 2RBOEE,

15 HMREBBBECEEFTHIEREA 1 2EBHOEE,
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