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ARG ERR, oW FIRER IR RER. FRERL AR (F
. L5 F);, WELASHERLAa-FLBRERSKAREARA, BR
REBEFHRETLEBERFAAEAXGEARAKEHFEER.

FHREAR

F¥ S0 REEA—MHTAKFME Rl E) —EHERA -4
FHOE. AMAALERG S ERMENARER. FHREREFE
F(BE. EFFIH L E RN TRESEA (LB EDL
% %% (J.Steroid Biochemistry), 11, 609 (1979); WA A4 %
Fo B R # £ & (J. Clinical Endocrinol and Metabolism), 56, 139,
(1983); # B A% # A (Kokai), 1-139558). E4nw<k.2 A4 ¥ M
So-Z& REHHAFA G LSS (B X455 A F (Kokai) 4-244061, WO
93/02050).

Cho- B LBRERIEKLL FRMNGKSE. ARG LE LA
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(3 fFHEJ.Urol.), 134, 396, (1985)). Ht, AMEFLALE
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¥TRLELSY XV) AR, HHFHLEH(b); B, £F R
FRANAERETE RATHFARKEGELGRXZLALSH (D).
E BB RREMTF B A 65 AT,

ok, BEFAF X THSY (Ib) LA ETFr LG &,

e THE, FARGAZAX (DAL EARLHa, FLEEE
SHREEAERFREGER sa- B RBWHANERARLZEN L L
B, Bk, AXPAASBELSUATGHRIAEABEHDIA T H LT
BIEK. AKX EITHER (HAREER). FER R ERE (o
B, LHF)HER.

TUREALPGLH (DETHARECPER —REFAR RS
HEMN. ATHEORLEGEHN, BHAEALESHELELIGTMHNR
A, HHRAN. BN, BEMNIKE. FhAGHTE: K
M, il HEBE. ZAIRPERTEE; BEM, Y %F
iAW, MEARAFBEK; RN, »BEVTEASEEFS: PEEAN,
WHLRERBRE. RAGKEARHRALSAE-—_TREARETLAS S
¥, BRAABREGATEASSE. SRAFX-_THRAEEITLAA
BEREEED TUARLERAREHHARBESHN. ATHEEREL
BB, FHENS D EF MK, LE., b FALAGER
Fms, WAHFERMN AEBRMNERRS, WFaEM.

METRAT: 5%, RERPRRER, BHAR ARLHHY
FXAFHHE. —BHEAT, HRLLS WL L HGHEL 1-2000ng/
%, 46k 10-300mg/ X, H X4 1-3 KL%,

% 74

FXARBEF BT T LMl 450, X EEMARTELY
AR, BRIEFSSEALE, TAEATH M KEFARETRER
7% (FABMS).

L4 1(F % C)
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4-{3-{4--CEFER)FTERE-3-{3-[4-C-FAREXL) %% -
1-R]RER X PR AISIR-1-R]l TREKRHE
T’

¥ 4-[3-(4-RE-BEETHRAE)SIR-1-ER]TRLE G.0g) &
HAEAATE (GOm) K Gul) GRAENT, AEEFRTMRA ¢+
LEFE TR (3. 662 REMAAH (1.80g). £4 5 SHANFRRE
BhEMTE Q. 5nl), BARREGVWAZRTHHR 1IN, TR
BaAPFmAkGoml), SERKEREEGLESR. AFELHALE
T4, 5% 539 4-3-[4-Q-LAEXR)FALLA--ZEXTHR
RIwwk-1-A) TELE, AW ARELEH.

$#E: 133-134TC (4 )

"MS/z) : 485(H" ) |
I R(KBryem™' : 3400, 1708, 1601
NMR(CDC22) 6 : 1. 15~1. 30(n. 6H), 2. 17Cquint, 2H). 2. 29Ct, 28,
2. 64(q. 2H), 4. 09Cq, 2H), 4. 20(t, 2H), 4. 40(s. 2H), 4. 90~5. 30Cbr. 1H).
6.53(d, 1H), 7. 18(d. 2H), 7. 24~T. 44(m, 6H), 7. 62Cs, 1K) -7. 86(d, 1),
8.30 ~8.60(m, 2H)

T &2

#4-3-[4-G-LAFR) FARE 32 AR TRRADR-1-X)
TRZHE (39.3g) BBAE NN-ZF X FELE (200m1) ¥, G#EERAMN
ABERB(22. 4g) P R A AR 24n]l). AERTHBERGHEHF 4 1
M. B BEAERAMHEAKT, BRALKRTLERR. KKA INE
B, MR RESAERPEREERM RO ANEF TR RETE
EEM. ZeYvAdRBREEN (EOR: LRTE=3:1) %4, 73
44.8g 4-{3-[3-ARAK4-(-ZAFR)PERERTHRE]S%R-1-
RITRRLE, ahePALehkd.
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.....

MSm/z) :562(MH* )

I R(CHCZ:)em™! : 3450. 1730, 1595

NMR(CDCz:) 6 - 1. 2l(t 3H). 1.25(t, 8H), 2. 13~2. 36(n. 6H),

2. 66(q 2H). 3. 72(t. 2H). 4. 10(q. 2H). 4. 214, 31(m. 4H). 4. 43(d ZH)
5.03(t. 1H). 6.59(d. 1H). 7. 08~7. 50(m. 9H).7.60 (s. 1H). 8. 31~8.37(m. 1)

¥ % 3

‘ﬂﬁ% 4-(3-[3-FAAE 1 (-LEAR)FAREFXFELE %
1-R) TR OB (44.5g) B BAE NN-—F L P8 E (230m]) ¥, ®EE
EAMA 1-Q-FAREER) %8 A (36.2g) . #ibéy (52.5g) o =
L (46nl). £ OCTHRRLSBES 1 I W. AHERERELY
HHA B TE (230n1) F, A IN %8 (460ml). TEKEREH G
g, A% LEELE, F3 42.6g 4—{3—{4—(4—;;&;&) TER
A2-3-3-[4--FEEFER)%RE-1-X ] RARL X PR A ]9%-1-%)
TRLELERE, A4 HALELE.

£ 5: 178-179TC

MS(m/z) : TI7CH* -HCI)
I R(KBrem™! : 3308, 1732, 1580

NMR(CDCZ:) & : 1. 15~1. 30(m. 6H), 2. 19Cquint. 2H). 2. 31(t, 2H),
2. 45~2.70(m. 4H). 2. 90~3. 35(m, 4H). 3. 40~3. 70(m. 6H). 3. 86(s. 3H).

4.08(a. 2). 4. 15~4. 30(m. 4H). 4. 47Cors, 2H). 5. 67Chrs. 1K), 6. 55¢d. 11D,
6. 80~7.50(m. 131). 7. 61Cs, 1K). 8. 25~8. 30(m. 1K), 12. T7Chrs, 1H)
k4
B 43 CEFER)PERE-3-3-[4-@-FAEXI)%R
E-1-R]RAR)ETREI%IE-1-£) TR EERE (40.8g) B A
v & =k % (200ml) ¥, H1IEE &R T AT 8 (200ml) Fo SR AL AT
(11.3g). BMBRALYER 1.5 K. AFEAEREGHAABRAET

12



R, mAK (L NBERENF4Y, HHFERMEA IN 38 (400 nl)
b, L. SEKELN. AKRERREINSNLS, TR
#M 95% LEELS, 435 33.8g 4-{3-4-4-TEFE)FTERAL-
3-(3-[4-(2-FAAER)RE-1-A]REL X PRAISIR-1-X} T
BEEmE, BRGDARKELT.
% %: 152-155T.
MS(m/2) : 689CHH*-HCS)
I R(KBr)em™" : 3297, 1710, 1589
NMR (DMS0-ds) & : 1. 16Ct, 3H), 2. 03(quint. 2H), 2. 18~2. 42(m, 4H).
2.56(q. 2H), 2. 90~3. T0(m. 13H), 4. 20~4. 40(m, 4H), 4. 47(d, 2H).
6. 44~6. 65(m, 2H), 6. 85~7. 08(m, 4H), 7. 12~7. 42(m. 8H). 7. 60(d, 1K),
8.03(s. IH), 8. 18~8. 26(m. 1H), 11.-00~12: 50(br, 2H)

L 2(F & A)

4-{(3- (4= F A FHEE-3-(3-[4+- - FREFX)%E-1-X]1RE
EIEAPEBAISR-1-R]} TRERR
FHE1

¥ 4-[3-A-RA-REEXFTERA)SS-1-R] TR LE 300 &
%47 (300ml) F, #iE &k R e A Bk B 47 (23, 8g) o Rk A
(24ml). EEBRTHROUES 4 Mo, SHFFIEREREY. B
EThREER. MBALYWEBRBREEN (ELKR : LRTE=2:1)%
t, %3 22.8g 4-(3-[4-RA-3-G-RFAE) FFRA]I9%R-1-4}
TRLE, aaHALERE.

B 93-95TC
MS_ (m/z) : 443QMH* )
I RCKBr)em™' : 3450. 3322, 1725. 1624

NMR(CDCZ3) 6 : 1. 22(t. 3H). 2. 15~2. 40(m. 6H), 3. 75(t. 2H),
4.10(q, 2H). 4. 19(s, 2H). 4. 20~4. 30(m, 4H), 6. 72(d. 1H), 7. 25~T. 48(m. 5H),

13



7.61(s. IH). 8. 30~8. 39(m, 11D

¥ % 2

¥ 4-(3-[4-REA-3-G-ELFAL)XPREI%-1-R]) TRLE
(22.8g) A NN-—FAPEE (115nl) F, GZERARA 1-(2-
FTEREER) REE BT (12.92). 8447 (17. 1g) Fosk B2 47 (17. 8g).
A OCTRAFRSGBESE 1 I . AHBERERESHEALRLE
(200ml) # B, HABARPBFEREEBRGANEF TR BET
REHEER., ABESY RN AN 86 —F X% (28n1), &
BRERTHEGLEH. BAEGLERRLHEETLES, FF 27.4g 4-
{3-{4-RAE-3-(8-[4-Q-FRAF L) - 1- X | WAL} X 7B} 1
-1-R)THREERE, ZGPAXERHK.

$#5: 130-135C (4-#)

M S (n/z) : 599CMH*-HCH)
[ R(KBrdem™! : 3432, 1726. 1620

NMR (OHS0-de) & : 1.09Ct. 3H), 1. 99~2. 15(m. 2H), 2. 22~2. 40(m, 4H).
3. 06~3. 34(m. 4H). 3. 42~3. 73(m, 6H). 3. 81 (s, 3H), 3. 96(q. 2H),
4. 20~4. 44(m, 4H), 6. 87~7. 10(m, 4H). 7. 22~7. 39(m, 3HD. 7. 39~T. 49(m. 2H),
7.65(d. 1H). 8. 11(s, 1H). 8. 26(d. 1H). 11. 20Cbrs. 1H)

V%3

B 4-{3- (-8 E3-3-[4--FAEE L) RE-1-E]RAAL X
ek R R-1-RA} TROEERE 2.00) ERE NN-ZFEAFBE
(10m1) ¥, AEERAMAZFEETEL A 20l) 58847 (1. 3g). F
RAWAE OCTHHF 5N, AHEAERAY, ALKRLE (200nl)
HE. RARKPHFEXRERFREY, TR BEEB. Aiff
BAMBERREEN GELR: LR LE=1:1) %4, F5 1.13g 4-{3-

14



AR AFTERE-3-(3-[4- - FAAFER)RE-1-A]RALXT
sE)wr-1-R) TRLE, BhdPAIRKEGHRYE.

MSW2) : T65GH)
I R(KBryem™' : 3400, 1730, 1595 |
NMR(CDCL:) & : 1. 18Ct, 3H), 1. 97~2. 33Cm. 6H), 2. 50~2. 67Cm, 6H).
3.00~3. 12(m. diD). 3. 87Cs, 3H). 4. 08(q, 21, 4. 17~4. 27(n, 4H). 5. 27(d. 1.
5.61(d, 1H). 6. 40(d, 1H), 6.83~7.0 3(n. 4H)., 7. 24~7. 42(m, 141), 7. 46(d. 1H),

7.56(s. 1H), 8.31~8. 38(m. 1H)

T 4
FEEAN 1 T®R 4 FE, 2R 43— RETERES-

3-[4-Q-FEREAFA)RE-1-R]RAL) XPRAIS%-1-X]} TH&
LEBRERE 4-(3-4-U-CAFR) TARA-3-(3-[4-Q-FTRE
TR )RE-1-A] B AL ETRAIR-1-A) TROEERSE, Hi
% 4-[3-(-—E A PEEE-3-{3-[4-Q-FREFX L) RE-1-5]
GRAEIEFEREIGR-1-R TRERE,

M'S (n/2) : T3TQHH"-HCA)

I R(KBr)em™! : 3410, 1723, 1595

NMR (ONS0-ds) & : 1. 95~2. 09Cm, 2H). 2. 18~2. 31(m; dH).
2.90~3. 70(m. 11H), 3. 80Cs, 3H), 4. 20~4. 34(m, 4H), 5. 67(d. 1H). 5. 85(d, K.
6. 59(d. 1H), 6. 89~7. 06(m, 4H). 7. 19~7.52(m. 14H), 7. 61(d. 1H). 8. 02(s. LH).
8.21(d, 1), 10.00~11. 00Cbr. 1H)

%34 3(% % B)
4-(3-{3-{3-[4-C-FREF L) %% -1-&] REEI-4+-[U-Z A

15



PRERPEEEIEPTHRE)Ig G- 1-X) TRIRKE
FH1

# 4-(3-{4-8X-3--4-C-FREXR)RE-1-A]REA} X
VEEEIGIE-1-K) TRLELRE 2.09) BFESA TE (18n]) Fok
Cnl) G RASENF, HEEFRTMN 4 ZRAPRAETR(1.64g)
FAMENA(0.628). HIRRAOVETETREIR. ERERS
HPmAK, AIRGRREARBEGY. KRAAK., BPRERIMNER
EAEEANE, TERAABETAR. FRBESYEHREKEEN (E
Cb: LR LE=1:5) Sift, AL ELBARAN INER. AAGR
RizRSY., RERREKGE, TRIERETEAL ENFASK
Wb mALBELES. WFE 1.53g 4-{3-{3-{3-[4-C-FALX
B)d-1-A]RAR)4-TU-ZRFTEX L) PAREAIXTHE]) %
g-1-R)TRIELIBRE, BRAYHEERE.

¥ 215-218C (9#)

MS (n/z) : T57(MH*-HC2)
I RCKBr)cm™! : 3287. 1736, 1593

NMR(CDCZ:) & : 1.18(t, 3H), 2. 19(q. 2H). 2. 30Ct. 2H), 2. 45~2. 63(m. 2H).
3.00~3.22(m. 2H), 3. 25~3. 40(m. 2H). 3. 45~3. 57(m. 4H). 3. 60~3. 63(m, 2H).
3.86(s, 3HD, 4. 07(q, 2H), 4. 15~4. 30(m. 4H), 4. 60(s, 2, 6. 35¢brs. 1H),

6. 38(d. 1H). 6. 85~6. 98(m. 3H). 7. 00~7. 12(m. 1H). 7. 20~T7. 46(m. SH).
7.47~7. 65(m. 5H). 8. 28~8. 37(m, 1H). 12. 57(brs. 1H)

T %2

FTHLAN 1 F% 4 85%, 2R 4-3-3-{3-[4-C-FTREAX
B)E-1-R R AR 4-[U-=fPEAER)TARLIRTERA]
-1-R)TRLBEEBRERD 4-3-4-U-TAXE) PERE-3-3-
[4-C-FERAFXR)RE-1-A]R AL FFRA) g R-1-X)} TRLE
s, HHFH 4-3-3-3-4-C-FEEXB)RE-1-X]AA

16



A4 [@GZRFPERRFARAIEPRAI SR 1-4]} TRER
3.

B 5 145-148C (4-#)

MS (n/z) : T29(MH*-HC2)

I R(KBr)em™! - 3291, 1717, 1592

NMR (DMSO-de) & :1.95~2. 10(m. 2H). 2. 24(t. 2H). 2. 35(Cbrs. 2H).
3.03~3. 72(m, 10H), 3. 80(s. 3H), 4. 18~4. 27(m. 2H), 4. 30(t. 2H),
4. 62Cbrs, 2H). 6. 44Cd, 1H), 6. 71 Cbrs, 1H). 6. 85~7. 07(m. 4H). -
7.18~7.40(m, 4H). 7. 56~7. 67(m. 3H). 7. 72(d. 2H), 8. 02Cs. 1H), 8. 21 (d, 1H).
10. 90Cbrs. 1K), 12. 15¢brs. 1H) | | |

F 4] 4-26 -
RBELGRBESY R LA 1-3 HRRGE—FERHTR
B, TAR5 L£&p 4-26 514D,

LA 4

4-(3-4-4-TEAEX)FTEARE-3-3-4-C-FAEER) %%~
1-RX]R AR E PR AL SIR-1-4) THR.

¥ &: 137-138C.

M S (m/z) : 683CMH")

[ R(KBrYem™' : 3422. 1592

NMR (OHS0-de) & : 1. 16Ct. 3. 1. 93~2. 15(n. 4K). 2. 17~2. 27Cn, 2H).
2.57(q. 2H). 2. 60 ~3. 20(m, 10H). 3. 77Cs. 3H). 4. 17Ct, 2H), 4. 29Ct, 2H),
4. 43(d. 2H). 6. 30Ct, 1HD, 6. 49¢d, 1H), 6 . 79~7. 01(m. 4H), 7. 10~7. 40(m. 9H).
7.59(d. 1H). 7. 99(s. 1H), 8. 19(d. 1K)

£ &4 5
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4-{3-{3-{3-[4- - FREFB) %% -1- X I WAL) -4+ FEEL)
APBAIR-1-£} T &4y,

-MS /z) : 693(MH*)
I R(KBroem™' : 1593, 1571
NMR (CD:OD)_ o : 2.03~2.26(m, 8H), 2. 51~2. 72(m. 6H).

3. 00~3. 09(m, 4H). 3. 84(s. 3H), 4. 23(t, 2H), 4. 29Ct, 24D, 4. 49 (s, 2H).
6. 64Cd. 1D, 6. 83~7. 02(m. 4H), 7. 17~T. 46(m, SH). 7.55¢d. 1H).

7.86(s. 1H), 8.19(d, 11D

LB 6
4-{3-(3-{3-[4-C-FAA XA )RR -1-X 1 mER)} 4+ —FEE

A}EPEA)3IR-1-X] T8 4.

MS (m/z) : 789QMH™)
I R(KBrdem=' : 1588, 1569
NMR(CD:0D) & : 1.98~2.23(m, 6H), 2.50~2. 67(m, 6H). 3. 01 Cbrs. 4H),

3.84(s. 3H). 4. 24Ct, 2H), 4. 29Ct, 2H). 4. 44(s. 4H). 6. 83~7. 03(m. SH).
7.16~7. 43(m. 14H). 7. 47(d. IH). 7.58(d, tH). 7. 92(s. 1H). 8. 24(d. 1H)

LA T

4-{3—{3-{3-[4-C-FAAXL)%E-1- A | HEL]} 4 G- FEX
EB)FEERIE PR L)wi-1-£) T84

MS@/z) - TISQH)

I R(KBr)em™! : 1593, 1571
NMR (DNS0-ds) & : 1.84~2. 08(m. 6H), 2. 26(s. 3H), 2. 5~2. 64(m, 6H).

2. 94(brs. 6H), 3. 76(s. 3H), 4. 15(t. 21, 4. 25(t, 2H). 4. 41(d. 2H). 6. 20(t. 1H),

18



6. 48(d. 1H). 6. 78~6. 98(m, 4H), 7.08‘v7.38(m.8H).7.61(d.IH).7.95(S.1H).
8.18(d, 1)
F4] 8
4-{3-{4-[-FPRAEER)FERE]-3-3-[4+ 2-TLEEAEXRL)%RE
~1-AI AR E PR glp-1-A) TER.
s 128-130T.

MS (m/z) : 689CMH*)

I R(KBr)cm™* : 3389, 1595

NMR (DNS0-ds) & : 1. 33Ct. 3H). 1. 97~2. 07(n, 6H). 2. 25(s. 3H).
2. 49~2.55(a, 6H). 2. 96Cbrs. 4H). 3. 79Cq, 2H). 4. 14~4. 25(m, 4H). 4. 40(s. 2H).
6.23(br. LH), 6. 48(d. 1H). 6.80~6. 87(m. 4H). 7. 10~T7. 36(m, 8H). 7. 60(d. 1H).
7.96(s. 1H), 8. 20(d. 1H)

LA 9
4-{3-{4-IN-U-FREER)FE - NFERE]-3-(3-[2-@-FaL
FR)RE-1-RIRERI A PR E)BI%-1-%) TH.

M S (n/z) : 683CHH")
I R(KBriem™! : 1508, 1242 .
NMR (OMS0-ds) & : 1.89~2. 00n, 6. 2. 285, 34). 2. 39~2. 41 (m. 6H).
2. 70(s. 3H). 2. 89(br. 4H), 3. 76(s. 3H), 4. 11~d. 30(m, 4K). 4. 35(s. 2H).
6. 80~6. 95(m. 5H), 7. 12~7. 66(m. 9H). 8. 04(s, 1H), 8. 22~é. 25(m. 1H)

E#&4 10
4-{3-{3-(3-[4-(2-ZaREX L )%RE-1- A ] RAK]}4-[(¢-TE
FE)PREAIETSE}SI4-1-4) TH.
% %: 134-137C. |

19



s

M S (n/z) : T03CHH*)

I R(KBrdcm™" : 3368, 1595. 1572

NMR (DMS0-ds) & : 1.16(t. 3. 1. 35(t, 3H). 1. 98~2. 25(m. 6H),

2.57(q, 2, 2. 60~3. 80Cbr, 10H), 4. 02(q, 2H). 4. 18Cbr, 2H). 4. 29(br, 21,

4. 43(d. 2H), 6. 35(br, 1K), 6. 49(d. 1H), 6. 82~6. 96(m. 4H), 7. 13 ~7. 37(m. 8H).
7.59(d, 1H). 7. 99(s. 1H), 8. 19(d. 1H) | |

LA 11
4-(3-{4-[4-ZEER)FTARE]-3-2-[4-Q-FAEEA L) %%
“1-RJZERIETBREAIg%-1-R) THRESR ST,

MS (n/2) : 675QMH"-HCL)
~ TR(KBr)em™" : 3430. 1720. 1593
NMR QKS0-de) 6 : 1. 14Ct, 3. 2. 02(quint. 2. 2. 24Ct. 2H). 2. 56(q, 2H).
3.00~3. 90(m. 15H). 4. 30(t, 2H). 4. 38~4.50(m. 4K, 6. 50(d. 1H).
6. 87~T7. 05(m. 4M). 7. 12~7. 43(m. 8H), 7. 60(d. 1H). 8. 02(s. 11D, 8. 21 (dd. 1H).
10. 80~12. 00¢br. 1H) '
%34 12
4-(3-{4-[4-LAXR)PHARL]-3-4-[4- - FEEEXL)®%
1A TRAI R FEA)%-1-A) TRERSE.
MS (@/2) : TO3QMH"-HCO)
I R(KBr)em™' : 3410. 1720. 1593 |
NMR (DHS0-ds)- & : 1.15(t. 3H). 1. 81~2. 08(m, 6H). 2. 23(t, 2H),
2.56(q. 2H), 2. 80~4. 00(m. 14H). 4. 10~4. 19(m. 2H). 4. 29(t. 2H). 4. 44(d. 2H),

6.29Ct, 1H), 6.50(d. 1H). 6. 85~T. 04(m, 4H), 7. 13~7. 39(m. 8H). 7. 60(d. 1H).
7.99(s. 1), 8.20(dd, 1H)

20



£ 34 13
4-(3-4-[(-ZEEE)PEEE]-3-3-[4-C-"AEX L) %%
-1-ATRARETRAIIR-1-A) TRERE.

g5 170-183C (45-#2)
MS /z) : TI7TMH*-2HCY)

I R(KBr)em™* : 3306, 1707, 1592

NMR (DNS0-ds) & : 1.02Ct, 3H), 1. 16Ct, 3H). 1. T7(sext, 2H),
2.01Cquint. 28). 2. 17~2. 30(m. 44), 2.57(q, 2H). 2. 80~3. 80(m, 12H),
3.94(t. 24, 4. 21(t. 2H). 4. 30Ct, 2H). 4. 45(d. 2H). 6. 36(t. 1K),

6.50(d. 1H). 6.84~7.02(m. 4H). 7. 12~7. 40(m, 8H), 7. 59(d. 1H). 7. 99(s. i),

8.19(dd, 1H). 9.50~10.50Cbr, 1K)
LA 14

4-{(3-4-[U-TEEX)PERE]-3-3-[4-C-FRAEEL)%
S-1-RAlRAR X FERA R 1-R) TR -E®ma,
®’E: 190-194T (4 #%)
MS (n/z) : T17(MH*-2HC2)
T RBrYem™* : 3308, 1707, 1590
NMR (DMS0-de) & : 1.16(t. 3H). 1. 28(s. 3H). 1. 30Cs, 3H). 2. 01Cquint] 2H).
2. 18~2. 35(m, 4H). 2. 57(q. 2H). 2. 90~3. 80(m. 11H). 4. 21(t, 2H), 4. 30Ct, 2.
4.45(d, 2H), 4. 63Ct, 1H), 6.4 1Ct. 1H). 6. 49(d, 1H), 6. 85~7. 02(m. 4H).
7.13~7. 40(n, 8H). 7. 60Cd. 1H), 8.00(s, 1K), 8. 20(dd. 1H). 9. 80~10. 50Cbr. 1K),
11. 50~12. 60br. 1K)
LA 15
4-(3-13-(3-[4- - FRAXR) kB -1-A ] HAE)-4-[Q-¥]5)
ZEATETEE) g R-1-R) TRERE.
MS (/z) : 675CHH*-HCL)
I RCKBrdcm™* : 3372, 1592
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NMR (DMS0-ds) & :1.55(d. 3H), 1. 94~2. 26(m. 6H), 2. 60~3. 10(m. 11H),
3.77(s. 3D, 4. 14~4. 32(m, 5H), 4. 60~4. 75 (n, 1H). 5. 63(d, 18D,
6. 43(d. 1H). 6. 83~7. 00(m. 4H), 7. 18~7. 47(m. SH). 7. 58(d. 1K), 7. 97Cs. lH)(

8.19(d. 1H)
L 16

4-{3-{3-(3-[4-2-FPRAF ) %E-1- K] HEA)-4-[2-FT£
FR)FPREIEFES A9 1-K) TEHERE,

& 121-126TC (4 #&)

MS (@/z) : 675CMH*-HC2)

I R(KBr)em™! : 3325, 1701, 1588

NMR (OHS0-ds) 6 :1. 95~2. 10(m, 2H), 2. 24(t, 2H), 2. 25~2. 40(m. 2H),
2. 37(s. 3H)., 3. 00~3. 70(m. 10K), 3. 79(s. 3H). 4. 24Ct. 2H), 4. 31 Ct. 2H).
4. 46Cd. 2H). 6. 35Ct. 1), 6. 42(d, 1H), 6. 85~7. 40Cm. 12H). 7. 61(d. 11D,
8. 02(s. 1H). 8.21(d. 1H). 10. 85Cbrs. 1H). 12. 15Cbrs. 1H)

LA 17
4-{3-{3-(3-[4- - FEE X X)%E-1- A1 RAX]} 4 [G-FE
FROOPEREE]IXFRAIGR-1-R) TRES S
#E: 172-173C (5-#%)
MS (n/z) : 675(MH*-HCL)
I R(KBr)em™! : 3347, 1732, 1593

NMR (DMS0-de) & 1. 95~2. 10(m, 2H). 2. 18~2. 30(m, TH),
3.00~3.70(m. 10H), 3. 80Cs, 3H), 4. 22Ct. 2. 4. 30Ct, 28D, 4. 46Cd. 28D,
6. 43~6.55(m. 211, 6. 80~7. 10(m. 5H), 7. 13~7. 40Cm, ?H). 7."6_0.'('d. 1H),
8.01Cs. 1H), 8.20(d. 1H). 10. 80(brs. IH), 12. 15(brs, 1H)

%4 18

22



4-(3-4-[ Q4 =—FEFA)FTHAARL]-3-{3-[4--FAEEL)
k- 1-X]RARIXFEEIIIER-1-£} TREK S,
#E: 128-130T (9 #)

M S (w/z) : 683(MH"~HCS)

I R(KBr)cm™' : 3355, 1721, 1590

NMR (OMS0-de) & :1.95~2, 10(m, 2H)..2. 15~2. 37(m. 10H),
3.00~3. 65(n. 10K, 3. 79Cs. 3H), 4, 17~4. 27Cm, 20, £ 31Ct. 20, 4 41(d. 28),
6. 24(brs, 1), 6. 41(d, 1H), 6. 87~T. L4(m, TH), 7. 18~7. 41(m. 4H). 7. 61(d, 1H))
8.02(s. 1H), 8.21(d. 1H), 10.50~11. 00Cbr. 1H). 11. 70~12. 20Cbr. 1H)

E 4] 19
4-{3-{3-{3-[4-(2-FPREEX X)) E-1-E 1 RAX]-4-[(2,4,6-
ZPEXRR)PERAIEPSA)I9R-1-R) TRAERSE.
% E: 120-127C (5 #)
MS (m/z) : TO3WMH"-HC
I R(KBrdcm™' : 3450, 1734, 1593, 1518

NMR (CDCZ3) 6 2. 15~2.50(m. 15H). 2. 90~3.75(m, 10H), 3. 86(s. 3H).

4.18(t. 2H), 4. 25~4. 35(m. dH), 6. 83~7. 00(m, 6H). 7. 01~T7. 12(m, 1H).
7 95~7.41(m, 4H). 7. 69(dd. 1H), 7. 73(s. 1H). 8. 43~8.52(m. 1H)
534 20

4-{3-{4- (- T EFX X)) PEEE]-3-3-[4-C-FARAFL) %%
1-A]RAA) X PR} SIR-1-K) TE&R4.

MS@/2) : T2THED
I R(KBriem™! : 3432. 1581
NMR(CD:0D) & : 1.21Ct, 3H). 2. 05~2. 25(m. 61). 2. 61(q. 2H).
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2. 75~2. 93(m, 6H). 3. 00~3. 20(m, 4H). 3. 85(s. 3H), 4. 19~4. 38(m. 4H),
4. 46(s, 2H). 6. 60(d. 1H). 6. 83~7. 05(m, 4H). 7. 12~7. 33(m. 6H).
7. 35~T. 45(m. 2H). 7.55(d. 1H). 7. 89(s, 1H), 8. 13(d, 1K)

LA 21
4-{3-(4-[@-FRAFXH)FTEARA]-3-B-[4-C-FAEX D%
-1-R]RARIEXTERA)v%-1-R) TRRI&E,
b 133-140C (4 #)

MS (n/z) : T03QHH*-HCL)

I RCKBr)em™* : 3301, 1734, 1592

NMR (CDC£:) & :1. 23(d, 6H). 2. 13~2. 34(m. 4H). 2. 35 ~2. 53(m, 21,
2. 89(sept. IH). 3. 00~3. 70(n, 10H). 3. 85Cs, 3H). 4. 17Ct. 2H). 4. 24(t. 2H).
4. 40(s. 2H). 5. 20~5. 60Cbr. 1H). 6. 65( d. 1H). 6. 85~6. 95(n, 3H).

7.00~7.11(m. 1H), 7. 17~T7. 41(m. 8H). 7. 54(dd. 1H). 7. 66(s. 1H).
8. 38~8. 46(m, 1H)

g4 22
4-(3-{4-[U-HFTEAFXL)FPERE]-3-3-[4-@-FREXL%
H-1-A]HARIEFRASR-1-R) TRERKE,
#.5: 133-138TC (42 #)
MS /z) : TLTCHH*-HCH)
- TR{KBr)em™' ; 3299, 1707, 1592
NMR (DMSO-d) & :0.84(d. 6H), 1. 70~1. 90(m, 1H). 1. 85~2. 10(m. 2H).
2. 16~2. 45(m, 6H), 3. 00~3. 70(m. 10H), 3. 80(s. 3K, 4. 15~4. 25(m. 2H).
4. 30(t, 2H). 4. 47¢d, 2H), 6. 45~6. 54(m, 2H), 6. 87~7. 41 (m. 12H).
7.60(d. 1H). 8.02Cs. 1K), 8.20(d, 1K), 10. 77Cbrs, 1K), 12. 17Cbrs. 1H)

24



LEH 23
4-{3-4-[U-EEXR)PEARAT-3-(3-[4-C-FAEF L) R%E-
-ATRARIETBAIw-1-RlT®ERE,

#5 %: 140-148T (4-#%)
M S (m/z) : 695(MH*~HCH

I R(KBrem™' : 3301. 1707. 1592

NMR (DMSO-ds) 6 :2.02(quint, 2H). 2. 24(t, 2H), 2. 32Cbrs, 2H),
3. 00~3. 70(m. 10H), 3. 80(s, 3H). 4. 22(t. 2H). 4. 31(t. 21, 4.50(d. 2H).
6. 45(d. 1H), 6. 61Ct, 1H), 6. 88~7. 10(m. 4H), 7. 18~7. 48(m, 8H). 7. 60(d. 1H),
8.01(s. IH). 8. 20(dd. 11D
£ 74 24
4-(3-{4- (@2 EX)FARA]-3-(3-[4-C-FTAREAER) %%
1-R]RER)E TR sR-1-R) TERERA.

v % 138-144TC (5 #)
MS (n/z) : 739CHH"-HCO)

[ R(KBr)em™! : 3293, 1707, 1592

NMR (DMSC-ds) & :1. 84~2. 10{m, 2H), 2. 16~2. 38(m, 4H),
2. 90~3. 75(m, 10H), 3. 80(s, SH), 4. 15~4. 25(m, 2H), 4. 30(t, 2H). 4. 47(d. 2H).
6. 44Cd, 1K), 6. 59Ct, 1H), 6. 87~T. 08(n, 4i), 7. 18~T. d1 (m, 68D,

7.50~T7. 65(n. 3H). 8. 01Cs, 1H). 8.20(d, 1H). 10. 60~11. 00Cbr, 1H).
11.90 ~12.30Cbr, 1H) '
%34 25
4-13- - [(-FAEER) TERA]-3-3-[4-@-FREX D)%
E-1-AIRERIETEREIGR-1-X] TREKR.
®%: 123-130C (4
MS (/) : 691(MH*-HCL)
I R(KBr)em™' : 3300, 1725, 1592
NMR (OHS0-ds) & :1. 85~2. 10(n, 28). 2. 17~2. 37(m. 4iD.
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2.90~3.70(m. 10H). 3. 72(s. 3H). 3. 80(s. 3H). 4. 14~4. 25(m. 2H). 4. 30(t. 2H).
4. 42(d. 2H). 6. 40~8.54(m. 2H), 6. 87~7. 08(m. 6H), 7. 17~7. 40(m, 6H).
7.60(d. 1H), 8 01(Cs. 1H). 8.20(d, 1H). 10. 50~10. 90Cbr. 1H),
11.90 ~12. 40Cbr. 1H)
%34 26
4-(3-{3-[4-ZRAFR)FTERE]4-3-[4--FREAX L) %%

-1-R]REE}E PR gg-1-K) THRESR N,
W& 120-122TC

MS (m/z) : 689CMH*-HC2)

I R(KBr)em™' : 3415, 1719, 1586

NMR(CDCZa) 6-:1. 19(t. 3H), 2. 03~2. 1 7(m, 2H). 2. 19 ~2. 30(m, 2H),
2. 30~2. 44(m. 2H). 2. 59(q. 2H). 3. 00~3.50(m. 10K, 3. 85(s, 3H).
4.02~4.21(m, 4H). 4. 38(s, 2H), 6. 75(d, 1H), 6. 83~6. 95(m. 3H),
7.00~T7.18(m, 5H), 7. 23~T. 40(m. 5H), 7. 46(s. 1H), 8. 36~8. 45(m. 1H)

LA 1-26 FIFNHSPHFEH L 1-4 FFF.
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i3k
<o~ B LM FE TR EA

KFrTaosd, AFERATHTRRELZALZS B RESPHF
B, HEABTFRNE. FMALEFAE 3TCH Krebs BR Y, #E
BRALSHCEAN 95%0, 4 5%CO, LAMBERNR. £ lg HE&EXKD
WHERT, BEALEX KSR FM(RECTI HORIZ 8K, Nihon Denki
San’ei) 15 % %45 & & (TB-651T, NiHon Koden) & F MK #5%F Kk 4.

KR BMLKE 60 54 AR B B4, wl— 2R EHEZK Q0M
JlRKSE. REARLEZBEZNER. BE, 60 54N HRERE
FERAE AEKRBERERIBE. ME, FEBIKAR i X (107-3
x10* M L%, AaFEMNE- (KE)AEGEHEX. FFENEFRE
HEE 60 245, FEMLARRABRGEHGER (B, 2FXLEDH
DMSO #3&; 107-107°M) & 30 5-4F, WARIAAXB/HREGAN T - AR
W .

B HERABL T

NaCl 118.4mM, KC1 4.7mM, MgCl, 1.2mM, CaCl, 2.5mM, NaHCO,
25.0nM, # &4 1.1mM, KH,PO, 1.2mM.

ERARALF, BLHW 10 42T 10°M £E5 R B-FLRE
FEH ).

W pA, MR B A A KRB SRS, Lo -FLRE
Rk mB R BRMNERREGTREHE, SEREGERANEL
B, EZHLETHRINKEA LG FEFHTARRANFET K
A). FiReRk 5T .

25 a-FLERERTmEBER

%A 1 38 (pAy) # 51 8% (pA,)
1 6. 52 6. 65
5 6. 76 7.27
7 6. 50 7.02
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RELEH 2
<¥# M bo-%& BT HER>

ALBHESBE Wistar KX (9-10 BH). ZEXABEFETY
F, REWIR. F2rBLEOHAREE, £ 3 NMMEARKGESA
0.25M E#%6 50mM Tris-HC1 &% (pH 7.2) 3§, MY AHLEM
HFH9%BE 3,000rpe THS 10 54, BRBERWEFEALAEH
By, AMBEFREABCHRS, BHNBRGESFHS (0. 1nl). 5uM
NADPH (0. 1m1) Fo 3K 35 25 Hh 05 25 3% (& A R B H P & DMSO % %; 0.01ml)
M E 50mM Tris-HC1 £ 4% (pH 7.0; 0.78ml) F. ELEEZ AW
A 150puM[4-"C]-¥®8 (0. 0Iml) A 3| R A B ; R B BREHAE 3TCT
BB 60 4. RBE, MALBLE (nl) PR E, FHREREZER
EaAY. MEFHEREGu)ALETF. QL FRALRTE (Q0pl),
R o10pl LHSAKEEKRY, BLBRLEFFTLR :DHRSEN
B, RFE, AFBRASMEBEY, FEELEEW,. —SFRAREL
RFHATEG (BEY) L8 T. ERKAGKTHB TAHENGHK
Wi, TUAEGAHER So-RBDHAHEFTI R B IH.
W 5} B A 69 BB A e m A AL S JE BT AR 09 BB Ya b 3T B i R R K
Bt F AR IC,. AERb K 6 FiF.

%6
¥ 8 50-& R HAAER
5 3641 IC5, (nM)
1 0. 70
7 0. 86
8 1.0
10 0.47

<HFHKE>
A#XB LA %4 ICR I & (Charles Ricer, 4-5 A#), &4% 10
RpEBER. BEEAAHLESMETE 10 FEMAKRT. EFRA
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100mg/kg WA EBEBRAGF XA DAL H. £ 7 RALE K.
ARFETEAHRS .

LEUES 2N |
¥ EEH 169484 (20g). LI (315g). EAKH (125g) 4k i
H#Ek (g RSN, AEFRA T5%RAETEETARER
(200ml). AESEAAEZA 0.5 BHOFHIEAFREODHE, R&E
FarHAFBEARBRENARBHF TR, FHHEEMN.

GRS A

ARAAARAENERH LA 1 PHRERARPTHEEE
&% (1.9kg) OB, REBHEREN.

ARRAAR: FE_TRAEABLAFTESEL(G.0%). HEH
(0.25% ), = £ T (50.0% ) F L5 (44.75% ).

& Lkp 3

¥k 17 89449 (20g). 4 (100g). EKEH (36g). &5
H%%(30g). BFYRHFEFH (10 B E (4g) REH4. AR
HBAT.omm G EFHFERWERFREGUBRFEHRH, &K 200ng.

A EAEp 4

¥zias 3 HBEANALARTARGORRRERE, F3
BERORA N, R EEA 10ng & K.

BREGAR: REX-_TREARXTRELEE B.0%).
maibaset(0.4%). =R T (50.0%). @%# (0.1% ) F5F 78 (41.5
%).

LHAH 5
BLes 17 54649 (20g). BLEE 80(20g) T AN AR H
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WEE(1780g) REBX2EM. MG, Bdwibk. AREENGR
B BRERANREKEEN ERkE4A 200ng FEFER), LG
kLB (100 4). BHH G0 &), TEEAFXFTRLE (0.4 4)
Fost K P B AE (0.2 4) A,

B LEH 6

L) 22 W54E-% 100mg
LB 2mg
L& GAZE pH 5. 8) ¥
#FAK r
%€ 10mg/ #%,

BFHFTEF L Ekmgy, FEEHAN.

x 3k 5% R H

AEXPHLL P (D ALABRGa,-FLRERTAKEANEAFRE
MER Sa-ERENHER, WRESRHGEREGETNI/XRE
F; MMERBH L TAZTFMERXAATHELER, FHERX
BT (BRE, L5 F).
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