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X—FEREK1IEANAHAS I LBRE.

B, EN KA GEE A w T HE LR CEFEFHE.
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REEBREXEE FRAL-FETEE L -_FERAE. -
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AR (DEFHEE(FEEBOE L L BRIK% R L B (thiocar-
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RARPEEABNEE TR AL GP AR B EATE R #1T
W, FRANBTSER.CARR. A48 -BRE, RTE£A41L
GBENEE.

HH,EHAH(IDws£6 3 FFrmlidt WTHh
HH G TEE, ES P KAKE KRAREL KEARES
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B R (Ib) T 7 ty 3-8 e 3R R BT AH TR BB AR (V)
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LHAR R EEE,

PhEH(VDERESEEESENENBERNF, WAL FHE
MNELERNBERERAK PN ER REEAFRTERTR
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EHFRANANBEANTEE -7 E. ALK A% . DAk
B R FE TR CPRTREERTRAANERN,; iR
BTELRBH FRE FREN SO AANFE.

BYPLHHERER EFERE -4 EFR.

AHEENER e HNERLAH(VDEHFENFE, BTRR
RREREHIE, TULALTLAME AL ENEHE Y
S a8 sk R RAGETSE.
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EHANBER, U-AFE. ALK A HEALHE K. F
¥ CEE CFRATREERTAANGAN T . EH AR E P
Nyt RO ARPARART, ZLB. ZFR R EE RS
Bl CEERBEANB. AELH AALE KRH . BRAE
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MARNTUENBRE i, ZTFEWRE R THT, b, %
4R EREAEEEEN, ST URA WA AW (T DR L
L AN BN AN E AR A - FE T AE R B
BB P 7 % . A, — Rk 4 AT R AR Y
T A AP — R #5048, T DL DL B K 5 I O T AR A
BH(Te), |
% 5 R4l

KRBAUAWA TR EREF 414, THSEE L%
B P

BSMHERE NP RENAMHERTEN SHBELLY
(I,

XM REFR. LB RABEEE, Nk, SR
RREEWAER B mANTE S SRR B U AT HEER, 4
MEMH AR NE LML YR HTH T RABE RN
iR,
£ 6 fHl =

& A (1 h)FF 7 o N-1K R 24L& 4 4 77 LUl 1 3¢ N-f b
BRAEHERRWERL Y (1 ONEERHE,
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BB R R, LA B E L AN B AN ER YT R RET
EHEBRIH, .



8 7 FH %

AEANAYPRARAR(IDETHAN-FRELAYTHER
(VDD BT 78 89 N-L 3R e &) o & B BAK B 891k & 4 9 36 B sk 4] &,

FEXARN & b A48 42 Fo o B 41 4% 6948 S (ALH;, E048)
B, ERARE. LR R RS AN WA LEEN, R
EERTRMBTHITLE,
% 8 fr ik

18 R 1k BT 7% b 710R B 45 BE T 8% 46 H 50K B 45 B 2% o
FER &, Pl A UERCIDRTHERNSENESWEE R,
WL 8% K. £ X8 55 8 (hytroxyalkdanethiol) 3 3 4%\t — g & %
(DA ENEW(K)EZERATEALEH(TIK),

BNAHTER BRSO ESEAEINER, BHEEET T+
HRAKEENBERNOA K TR ZFXREF, AheH (I PR s
HOYNEERSTEERNMAWVDERE LA NELET, &
W—AAEEE—Hk % (Dean-Stark) £ AKX EF L —H A —
AwHhEF, L. BEAANTUAC R ER e 2RI %L, 4
FlIRAM-FRFREAFA, o, E_EAFR. ALK EF. B4
OB SR WEREEEREERNP ZRAAT-ZRE 4.
WANGEFREZRBRNFE TEZR N, TFHFH M AR B
CMRBHFEEW. WA S UTEL AW KO EER, E R H
AFR. ALK . A DA KERHBENTFERLCIEHERAZA
- LRGN FETEY BRI METEZIRN, REN AR
NG EETTFEESL T 80~150C TR AW T L4 &,
% 9 FF %

AARX(ImF R 3LERXERRALEaHWEE 3 MLEHR
AW BAAW(IDEHE Y REZREBCOER KRG &84,

EANARNEFLERBRANERNAw _FEIR. _FXEH



BRRE WAk LB SR R TR P EL R T RAAMNER
PEAEM(IDREEAREER R EERGLAWXDEAH
THEIRTRERE. (AW OTUBRTEX N HELE S £
BMUHE EREH P S EER S EERNBEAN TR B4
&, AEHBITEAMN, ETRES S,

£ E 8 %

KEAUAWTRA LR ZANFFF 245,

PR T AN WE R B RTINS R RS R e
EHUHENBRONBRTEY, LENEEGAN BRNEE
THITREEHE AR A XA E MR ARERENEL ALL
WTAREA LN ERR BT EAABRETES THE, %k
MEEE T LR %, |

WA SHERRB RGN A WS LR E — & k4T HER
5% B 4L Bk AR A 3K 7| (Lawelsson's reagent) ({2 1y, B DL BE fi L B8 R 3t
FHERNF)E 3MEHA b WIER RH %,

B Ah, T F N L3S O IR AR B0 1A 4 T & B R xR 8 N-
WENAMEREEREAEE G E A N-RE R,
RTUMAREAEMEAA BEARLHET RN LT FRE®
Fleg, 2 NEREABERRNLADTELERREER S
HEWATAEN, LENEEROEET0ENBEL T H 4%,

SUERE AW KL ALY NS & FESRP L3
EEHABEUL LD EREA B BREES SRR R

O
(Cmgﬁm)%%ﬁ%%ﬁ%%ﬁm%,ﬁ%%%ﬁM%ﬁ#
EARAE6HRE TG EL RN N-FRL A4,

SHARBAM SN TRARAELE G LD RERELES RE
(BEEA-PEFBE)E LRFBE N ILARE LR



HeRm (SRRENEMHERYFELE TOER 08 F % %4
%,
SHEBNUENTHAREAKES MY ERERE T MY ER
NEETEWNEFRPANAE N S E AL LN E R % &
. WHLENTEHRPF, RTRAS 6 K% 7 #5214 4E
N-RELAHEFHE.
RHHENRRAMAWCDOTUUBEAH AR EYRE T
LB, RTURAEYEA SR LR N R A,
ABBHTXRAA A BRERE AL TR ELE AL
MEEREEA N EBERFEFT,
ERERRAMAWE, o7& IR, 7T BLJLAT B Mtk L 4 3
FARAEFEFHE AR (IR RHERERHELERT R RED R
EMBFE, LATRAKG S BB TEDRAEY 008 o4
FARANFTRUEEE A NEERRAZREHT, A LER
Mg o AF R (LK) S A 1K VT 48 1 26 B X AR R LA A B — R Y
BT (Pl — RN EEERCGED B)E R ik
(LR RHER4Z LELHEE] MEFR(IRSHES T &
(Bl o R ERBEENEE L BT R LN BHE, |
EHELRE 1~ B EE U, SRt TELS
JWHEH NG A, DEERAEFAELORPENRLE NS 2, &
TUESERPEHRS T EM#.
AERRAM(IDRERIHATERERY LBHERT &,
BE SR K LB B,
EMABBREZNED BHE ABEARFERAERCE
B, BB B B o & X H & [(Davies, p. Maloney A. J.
F. ,Lancet, ii, 1043(1976) [, A HE A E X ERM A B X B AR E
8.5 ERP- BB, — TRBLEETRAEEN T, kN



BIRTEBNS KB P N LB RS2 L WK T [Divies,
P.Brain Res. 171, 319197 ]. MHBE R MAERKF £ £ % %
WRIZ ARG E CREBBERERINBERTE 4 £
[Whitehouse,P. J. etal. ,Science 215, 1237, (1982), Perry, E. K.
etal. ,Brit. Med. J. 2, 1457 (1978)1],

FREBHEIBREHZERTH XK M T % M.M(Trends
Pharmacol. Sci. Supl. (1984)7,

M\ Z QW ERBER ED SCREER D FRE A
MEEREFTEWERUR, ML F 0 EPMER RN CN.BE
A AL [Vickroy, T. W.et al. , Fecl. Proc. , 43 2785-(1984)] .
Mo EBREERE M 5 %347 4 4 % [canlfeld,M. P. Cetal.,].
Pharmacol. 35, 131 (1983)] 1 M 5 & M #l. B ¥l & &/ #
(Mutschler, E. ,Lambrecht, G., Trends Pharmacol. SeiSuppl. ,
39 (1983), Palacios, J. M. et al., Eur. J. Pharmacol. 125, 45
(1986) 7],

REULFTH, TUASFRAMAEESHNERERY L FH
(agonist)H X EXLF I AL A RBRG AT A,

AEXARNEHZEANM REALEBFUHHESHN, TU
MRARBTF RN EZANTHIEREINEF  HHEETLEHE
BNERTIIREER, flin M RERKE MAERREEERK .
FRGEBR AR - RAMEHEEFEER.

AEAEH (DB IR TEAL AW RARESER . BEH
ERER ERAXKRAREREANSIRTEME SR RER. U
TIRRF E e  KERENAFFTERL F.

DMABRWNAEZRBERLERBHLE,

AEZERFRILEERHNKERF U Jarvik % 87 % % (Jarvik,

M. E et al. , Psychol. Rep. 21, 221(1967)] A4y A FzhE#



RE MEAEZHANME Img/kg BEBAH BN AL HNILILERS
HRERR. EREZHMAMEARG AR Z(ROMEWE LT
®"Y,

DIRNEEHETHEA

CERANEWEE TR, REXARGHNEIAE.

Dt RAEE LW

[3Hlpirenzepine X F A RAM KT M FHhHE SR KL
B E A & % (Watsons) 8 % 3 [Watson,M. et al. , Life Science
31, 2019(1982) 1g¢ & — 24 th 7 %, [BH1%E T3 £ ¥ 14 (QNB)
XK BN M, %K B 4 A 55 & Yamamura fo Snyder By F %
[(Yamamura, H. 1., Snyder, S. H. , Proc. Natl. Acad. Sci. V. S.

A., 71(5), (197 I AR A & 84

x 1
AHtERE ThE4
44 mg/kg. SC ICs0(uN)

REEZHR  IREY pirezepine  QNB
FrilEs #H

XHEMA S 0.5 >30 3.32 25.1
XHEH 15 0. 03 >30 0. 37 2.14
LHEA 22 0. 03 >30 0. 039 0. 71
LHM 29 0. 03 >30 0. 048 0. 64
LHA 33 0.03 >30 0.017 0. 31
L H 36 0.3 >30 1. 26 8. 96
R L4 B E-2-TH 0.2 0.2 0. 068 0. 0049
(oxotremoeine)

BRR 2.5 5 0. 85 0.73

wWERTARRA, ALXANLEDALEA RS HER KT
EREHEA.
AEXANEW(IDTURSERA T UEHEFT T A F G



SRk N 23 2 RAVE T (N N N & T N |
(BERA KT MAD BHNENHREZOBERTE0BRY,
ERAUCEHCIDNRGEZCAM(ID N L R EE
FLBEERARARECENTEATRALHFRANRLS &,
ES A% 0.001 ~10mg, &#HFZ 0.01~0. Img,(— kAL B
oK, 4 o. 05~500mg,ﬂiﬂ'z 0.1 ~10mg(— KRG E),. &
H1~3 %K,
HERBEHRARLACE LT LG . TARLR A EE A
FTHEAMMED., ZHEHRTEEH T,
L 1

CO,Et

0
C“ﬁ{:>=CHCOZEt _ 0 e,

EXRABRET . FREI ECBENZoBMEMN 60%
MEANWL T, ACKEEHL., WA TENZE 150ml, H#, &
5~10CTWAF B TEEN 11.8 XH LB ER S0ml, £ F 8 FH L
HIMHUNEFELFEER, ERETEEHE L, W_FRE TR
80ml, BZ - F AT B RANEA 15C, v 1-FH-4-4g X8
B 18.3 W . EEBTHAY 20 Nt 45 K BB A4 A\ 200ml %k
AKP,FNEEREAR IR O ALY L BEFENNKBREAHE
AR (PH~8), LA LH M NZAKBER LML, HEM 300ml
EHR3R, CEERANEAGTAERALREARERALZKARBRET
B, ERETEEFEAN. FAS_FEITHE ENERELY 16
. BECRMTFHERKENEL, AEH-FE-KRAKERL 10G :
1: 0 DREBRARTRE 2.9 % 2,8- 2 F &-3-ARK-1-E%&-8-4
ZBE 4,518 -4- K % T8 (B ),




~~~~~~

I 1L MR

JRE M (m/z): 255, 181, 136

25 R WK i (KBr)em

3500[ % ], 1672,1552

B R E[CDCL(E S 47), TMS (M ¥ £ # 1) % 47 19ppm;

1.16~1.48 (m,’ 6H, -OCH,CH,CH,, C-CH, )
. =

1.7~2.0 (m, .41, N :
| :HZ )1 232 (s,3H, CH,N<)

H
H
2.3""2.8(!11, 4H, I‘b( )r
H

Y
H
4.0~4.2 (m, 3H, -0ClI,CH,, ﬁi{f& )
- O |
5k 6 1] 2
,_ 0~CH / |
CI-IJN:>S/\£ ’ > CH;I‘OQO/\[CHJ
s 0 - . T o

CO,Et _

2,8 FHA--AR-1-E4-8- A48 [4,5]8% -4- 4% LB
3.08 XEMT S0mlIN 2B ABAT, Bk 8 M. HAE KB
AN 20% QA AERE LB, F AW (4 80ml)FEE 3
K, GHERK AUFEEA R AEAKBLETE., ERETE
BEER WHE L RECRTY. HERMTRREN&, B ALY
CEE AR 20 DAEEE 1.8 % 2,87 FH-1-H %8 K44
[4,51-%-3-BHGEHR)., BEFFLEST, WAL B TS
SRAL S,

38 4L, 4 3K -

Y& & 179~181°C (4 #8)

j—t%ﬁﬁﬁ (C10H18N02C1)



- . PR

aaaaa

C(%) H(%) N(%) Cl(%)
EHE  54.67 8. 26 6. 38 16. 14
LHME  54.40 8. 27 6.31 " 16.35
RERH1E (m/z); 183, 110
4R W (KBr)em ;3500 % i§),2400~2700, 1754
## KR E (CDCl, TMS K 47)8ppm:

1.30(d, 3H, J=7.2Hz, C-CH,), 1.8~25 (m, 4H,

H

I
_ :ZI ), 248 (s, 211 >§:[ )1 280 (d,
0
iy

H

311, J=5.41Hz, ciy N ),

H
1l

. I .
3.0~35(m, 41, - ?}( ), 3.98 (a, 1H,
: - H-
i '

J=7.211z, >Cl-CH, )

%wﬂs

CH, o~ CHs
cnst : > CH;NN |

0] OH
4 2,8~ B 2-1-4 22842 2 [4,5]%-3-B 200mg % T 7m]
LEE, EEBTWANBEH 25me. B THE2 /. Hik
AAH R R BA MG 6N 5 AKE R AR B (% pHY, BT
KK, 20 2 EERETAE L LE, FRENETHKE
WAr, G- PR R A AKGAR I 5 1 0.1) %32 fif% 200mg3-£
£-2,8- - FAE 1A L8 BAHE[4,5]% % GER). £EBTLE

— 20 —




TONRRIBANEEBRE (HEEH).

B K.
M E 174~178C
TEAME (#£4 CloHuNOLCD
C(%) H(%) N(%)
w1l 54. 17 9. 09 6. 32
XHE 53. 90 9. 22 6. 27
g 48 (m/z): 185, 168, 110

Cl(e)
15. 99
16. 05

Y& i& (CDCly, TMS K 47)3ppm:

1.25(m, 3H, C-CH, ), 1.6~2.

Hy

6 (m, 6H,

-N O | I]{+
), 374 (d, 3H, J=4.5Hzg, N-CH; )
IHHIH H -

- Il
3.0~3.4 (m, 4H, —b( ), 3.8~4.3 (m, 2H,

H
I i

CH,
>&OH ) 1

H

S 4

O

£ 730mg2,8- = W HK-1-4F £-8-A #

0~ CH,
> CX{;WO
o

i?\ [49 5]%’3'3'@@ ’ 2. 25ml

L=8,836mg Xt F XEB —E R AUH WA I0ml KeF, flid % -
AT EARAKEEARA, ARA# 3K, EXRNREHEAN



30ml g 1.26g R A MM AER T, HEAGER., ZBRAA X A%
RETR, ERETEAGL40. YU A TFRREN&, 484
-FEBE-REA(ERL20:1: 0. DFEX#E L 422 640mg 10,
14- Z F #-1,4,13-Z G 2-10- A 248 (4. 1. 5. 2] T W% Ghk), #
CHETRABY, BADRBNGAEARAERANN AT XB 4,
AR Fk-IRAITEL &,
My B AL 4
M E 106~108 C
TEAMHE (EH CiHxNO,)
C(%) H(%) N(%)
EwE 55. 97 7. 34 4. 08
LWME 5581 7.14 4.04
JR R E (m/2): 227, 182, 110
droh R i (KBr)em 3500, 2960, 2710, 1590
Mw £k (CDCl,, TMS W 47)8ppm:

1.15 (d, 3H, J=6.3Hz, C-CH, ), 1.9~2.1 (m, 6H,
0 } )
-N ), 2.78 (s, 3H, CILN< ), 3.0~3.5(m,

H H}III: i (EH:; |
4 11, ii>< ), 3.8~3.1 (m, 5H, ~OCH-, -0-CH, -
o CO,-

A
X2), 6.28 (s, 2H, HC=C{ X2)

LA 5



0~Cl, | ' 0~CH,
CHJNM > CHJNQCLTH

0

B 272mg M AN 0K TFEAN, EEARTALC
kWS BERE TEEEEC K AN LT A 8ml, % 60~
TOCTWHH 1 e, EXRFENXREBERANAT, B
AZRKEBRMNSE2.43g, WHEH L0C, BRTBEREFEHER,
AWEL 30C, N 2,8-2 B H-1-8 -84 248 [4. 5] %-3-5
590mg, £ E & TH MY 2 I8, K KB AW iEA 50ml Bk ke,
AEGER AR R K RERAFTALAKRBE TR 2, ERE
TABELEG AIWEERBREN AR EG-FE (ERK10: 1)
IR 320mg 2,8-Z F&-3-F F&-1-4 £-8- A 2442 [4. 5] % %
GER)e REBTLRY, WER- IETEANNEBREE L,

B MR-

¥ 190~191 C

TEMNE (4 CiHuNOCIH0. 3H,0)

C(%) H(%) N(%)
EU1E 59. 21 9. 31 6. 27
I8 1H 59. 10 9. 07 6. 29
B A (m/2): 181, 166, 96
% EHkiE (CDCly, TMS W 2547 4 )dppm:



1.30(d, 3H, J=54Hz, C-CH, ), 1.6~2.4 (m,
I

4H, —:2: ), 256 (m, 2H, %gl )y 2.76
1

Il , I 5] H

I
(s, 3, CH,-N< ), 2.9~3.5(m, 4H, ;D ),

H
Il
4.45 (m, 11, N ), 4.89(m, 1H, =C <g

AN
Cll,

),SOZUmlH,=C<ﬁ~ )

FIFTREZRE, FE:104~6 TC)
LB 6

CI-I;N:>- CICO, Et > CH, W
0

CO, Bt

REEER 1 ARG S, BEFRET ARRE;.ALES
BZ OB RN 1. 0dg 9 60% 1, AT EEdL. v
35ml T 78, H#H., £ S5~10CTHARRKALY FE 3.2¢0 &4
15ml ZB AR E 5~I0CTHAA 20ml FE , EZFIE THES 30
AW ERETAB BT FE, rA 20ml ZFETR, £x4
“THETRERAHEA 15C, w4 76g 1-FE-4-REXLH T
B, EERTHE 20 Mot. £REBAHENE 100ml kA,
WK BRERRYE HRY, BFMAFBREHNFERFRKE (PHD
8, Bl 150ml AT ERZBER IR, GEXHEAFTEAEPRE X
RERXKRBRET Rz, REAHEAGEBLEHRY 7.84 %
RERERRENMAALAAF-FE-KEAK (BRI 30:1:0. 1%
ERBMERE 1.89g 2,8-Z FA-3- A 4-1-5 4-8-A 4 (4. 5]%
F-4-ARBRLE (R, FARTLE A EB— LE;UEHP %46 Jz By



By

*h
L o

AR
B & 161~164 C
TTEAHE (A Ci3H,NO,SCl+0. 8H,0)
C(%) H(%) N(%)
32 1{H 48. 45 7. 38 4. 35
L 48.50 7.01 4. 32
A A1 (m/2): 271, 238, 225, 197.
£ 4R W (KBr)em 3540, 3470, 1660, 1620.
a4k E (CDCly, TMS H47)

gppm: 1.50(t, 3H, J=72Hz, -OCH,CH;), 1.54

(d, 3H, J=7.2Hz, >CH-CH,), 1.7~2.0 (m,
1
41—1,._:} ), 278 (s 3H CH,-N< ),

29~36(m, 4 H, b< ), 4.19 (aq, lH

J=1721z, S—?_Ii-CH;),‘tL.tld(q, Z2H, J=17.2

Hz, -OCH.CH, )

LR 7



S~ CH, - s~-CH,
cziawo —> CH,NMO,
COo, Et '
LR 2R, K 2,8-Z F H-1-5 4-8- A 292 (4. 5%
-8 ChROBFEARERE, |
AR
BB 210~213 C
TG & 4 #r B [C1eH1:NOSCI1(0. 5H,0) ]
C(%) H(%) N(%)
i E 49. 07 7.82 5.72
K8 49. 15 7. 63 5. 77
R 4471 (m/2) : 199, 166, 110
41 4ok Wi (KBr)em™':3500, 2950, 2700, 1736
Bt #4RiE (CDCL, TMS H )

dppm: 1.44(d, 31, J=7.211z, C-CH; ), 1.9~2.8 (m,
H

{1 S
4H, N §\<1 ), 274 (s, 21, >§(‘[ ),
i 0
T i

11

280(s, 3H, CH;-N< ), 2.9~35 (m, 4 H,

H : .
—::)< ), 366 (a, 1H, J=7.2Hz, §-CH-CH,)

LiEH 8

_ . - : S~-CH;'
3 .
OH

0




ELiEp 3 R, AR 3BHE-2,8-ZFHE-1-HE-8-A L8
[4.5]% % Gat) . BER % H %,

A M

YA 225~229 C

B34 4718 (m/2): 201, 168, 110

41 4% W k3% (KBr)em™':3400, 2970, 2930, 2700.

M £ %K% (CDCly, TMS K #5)8ppm:

Sppm i 1.32(d, 31, J=7.2Hz, C-Ci ), 1.8~2.7 (m,
H .

H
S
6 H, -Q%l ), 277(d, 3H, CH, "N ),
_ N H

H

b
2.9~4.2 (m, 5H, I‘I‘D , ~S-CH-CH, )
H

_ I |
4.38 Cm, 11H, - CH- OH)

LB 9

CH

@CHCOZ Et @{1 3
= .N O
N ' CO,Et

B 1 B AE#ATA 3-E T T & T8 LB (ethyl 3-quinu-
clidyl-ideneacetate) ft # 1- ¥ #-4-%K & X 2B LB & A& 5'- F %&-4-
a2 -AaRn[2 2 2]FK-3,2 - A& KA ]-F-RRLE.

i 4 HT18 (m/2): 268, 267, 221, 194, 166

ARl K (KBr)em™': 3480, 2990~2890, 1745, 1675



BHE#EHRE (CDCly, TMS A7)

Sppm:I 1.30(t, 3H, J=7.2Hz, -OCH,CH, ), 1.43 (d,
31, J=06.31lz, -0-CH-CH,), 1.5~2.2 (m, 51,
o B 9]
H
Jﬁ ), 26~3.05(m, 6H, >N-CH,- X3 )
N

404~432(m, 3H, -0OCH,CH,, -O-CH-CH, )

SEHAF 10
@Slo > N 0
- CO, Bt

5x i 2 A, 4K 45-Z&-5-FAE[1-6 4 XK
[2.2.2]F%-3,2' FH)-sk g )-4'-8, BT L8, WER-LHTE
M B H .,

A

5 188~190°C (4 #)

76 & 4 #7118 (C1,,HS1sNO,CD

C(%)  H(%  N(%  Cl%)

EHE 57.02 7.83 6. 04 15. 30

L E 56. 72 7.76 . 5.95 15. 28

J i 447 1B (m/2) : 195, 138, 96

Mot f ¥R (CDCl;, TMS A7)



dppm: 1.33 (m, 3H, C-CH; ), 1.6 5~2.60 (m, 5 H,
: .

1 :
H : e
*ﬁ?i} ), 2.48~3.0(m, 2H, -CH,-C-),
HN 0

3.2~3.7(m, 6H, N-CH, X3 )

3.85~4.25(m, 1H, 0-CH-CH,)

LA 11
0~ CH, @(o;[c H,
@lo LN, OH

S5xih 3 RIR#T,. AR 4-£EESY-FRE[1-A 4R
[2.2.2])F %-3.2 -4 &F KL ETILHE, WERIETMRHEMEH
B,

AR

¥ £ 162~166 C

T & 4 #718 [C1,H2NO,Cl1(0. 2H,0) ]

C(%) H(%) N(%)

EHE 5566 8.62  5.90
LW 55.77 . 8.58 5.93
J 4478 (m/2): 197, 180, 139
Howh #£ k% (CDCls, TMS A )



dppm . 1,1~1.3 (m, 3H, C-CH; ), 1.5~2.6 (m, 7H,

H

I 0] :
IIWJQ ), 3-5'\"3.6 ( in, 6 .II, >N" CI"IZ - X3 ),
{N HH '

CH, c|>1-1'
38~435(m, 2H, -0-CH-CH- )

o 0
I I OH
CH;C—Nc>=O > CHC= N%

1- Z B A -4-wk 7€ B 19. 4g % T 7 % (80ml) fr 1Y & ok v (40ml)
HRAREF. NEAXKEEEEATEFA 0.5 BERHE KA
275ml £ I0OCUTEBFANEY. EZETHH IR ZBRERER
kkAH ., BRI AAE A 100m] UgBERANE. ARFGE
BAE ANEREERM THRENE. A 3NFBENERLE
-E-EREA s DN RAR KR, TF 16.9g 1- L BEA-4-FFE-4-(1-
FA-2-FHHEIRE, HeR,

¥ #K ¢ (CDCl;, TMS A 4R)



6 ppm @ 1.04 (d, 3H>CH—CHy), 2.10 (s, 3H,
0
mhg—),2ﬂ~23(m.1H.>$—H)'50”5?4
| CH,
(m 2H, —CH=C<H), 56~6.0(m 1K
~ Cli=CH, ) o
H
(r4h Rk W # (NEET Jem ™' 3436, 2988, 1622, 1278, 1250
JRIE M1 (m/2) .
197(M™*), 180, 154, 142
LR 12 |

0 o)

i Ol o 0
cu,ch:X(/\ . > CH,C—N
I

CH, | CH,
B 1-LBtA-4-FE-4-(-FE-2-FHEEIKE 1.78g BREF =
AT K 60ml P HFKAKAHZ, A 24ml KEERL T B E
MLl X 345 %, EAXANTRELO NS, BELEZET
WHADE, PEANERKE, BZLAFEERKE 3 K. S #4
NEETER, REABEBR. BEWRAW THKENE, A4 3%®
BWBERIE-ECROQ: DRAEKR, % 8- 5t &£-3-a5-4-
FE-1-AF-8-ARE[45]R RN BRRBHIKGBAY 1. 55, &
LBWECHABRAMELER, TH - MEHNEMEK B E 135 ~
137 C,
TLEAHE (CLHNO,D
C(%) H(%) N(%) 1C%)
HE 40. 88 5. 61 4.33 39. 27
LB 40.79 5. 50 4.22 39. 46
M HE Kk E (CDCl;, TMS K #5)0ppm:




0 ppm . 1.06(d, 3, J==34Hz,(}b—gE3L 1.3~2.0
11H 9] '
(m, S5, <X°y), 2.10(s, 3H, ocih ),
. HHH
I

' |
26~3.1(m, 1H >C—-H), 3.2~4.7(m, 6H,

>N—CH,— X2, —0—CH,—)

4T AR i (KBr)em™':1642, 1456, 1428, 1028.
B4 #1H (m/z) . FAB—MS 324

HEH| 2
7 ' (n) OH
1
CH,C—N Ol > CH,C—N 0
{
CH, CH,

1€ 4. 76g1-Z B &-4- B F-4-(1-FH-2-FH FE)RZEHE T 50ml
“RAFRE, MAB AL AT R0 EERTHHI EEREZTE
. REFUPOBEBREMAKERRS K. BAKEEFAEBAA LK
FRER, £2HANECHATREZAEEEN. ZEHA 300ml
HEEREEEEN. AL R4A U TENEAG ART LB E M
BRI B =4, B MR E AT (TLC) 45 B A M B By 2 ik
(LK) 7 MK (A) 1. 62g, A% M & X B9 3k 2 B (LK) 7 74K (B)
1.66g, R A& AREW 0. l4g 0 B WA N F @K,

1- 2B E-4- 22X 4-[1-C-FELKEB) AR E (A)WEL
MR

¥wt £33 (CDCl;, TMS R 47)



M {E (m/z): 213(M*), 195, 170, 142, 124

1-Z B A-4-#E-4-[1-2-FA KB FJ%KE (B)HEALL
MK

B £k (CDCl;, TMS #47)

|
0 ppm . 1.0 (d, 3H, CH—CH;), 1.24 (m, 1H, CH,C—H)|,
- . —— - H. -

H
1.7(m, 4H, —N i< ), 2.1 (s, 3H, CHy;CO),

H
H

2.4 8 (m, uLc%:gJ,Zﬁ(m,zm_%QXZ)
H H =

JREE S M E (m/z): 213(M™), 170, 142, 124

LR 13
0 | 0 '
I 0t I 0
cmc—{:y%xg > cmc—{:);]b
H
C}IJ : CHJ

£ 1.2g1- LBt B-4- B &4 [1-C-FAZRB T E IR ZE B
AFOml —4FHE, AHE—40C, w1.77g NELGEEER
TH#2 8, AkAHRERSM, MZ LK 2ml, HEKREERE
WK EN ., AA4H I %~SUFEBHEAGTAR, TREERN X
B (IR B A 8- L Be&-3- B A -4-F H-1-A -8 AR %E([4.5]
2% (B)O. 83g,

MK E (CDCls, TMS #4%)



H
O ppm 1 10(d, 3H, CH—CH,), 13~2.0 (5H, -y $<}

H .
i - H

CHy—C—H), 2.08 (s, 3H CH;CO)

R A8 (m/2z): 213(M*), 195, 182, 170, 124

EE R 2 4y o3 3T B GGLER) B AR (A) & #E 4T Bl B & 1,
(B 8- LB A3 SR FA1-F5-8-A28[4 58K (A).

¥t 4R 1E (CDCly, TMS #47)

o ppm . 1.02(d, 3H, CH—CH;), 1.3~2.1(m, 5H,
H-

H _ [
- :§<H . CHy—C—H), 2.20 (s, .3H CHCO)
i | o

B A E (m/z): 213(M™*), 195, 182, 170, 124
LA 14

5 ,.
|- 0 . 0
c_}{,c—%oﬂ >  CH,CH, %OH}
i£0.83g 8- L BEE-3- £ E-4-FE-L-AR--ALR[L IR K
(BYBE# T 20ml FH U E*#EF, REFAN 1.0lg AheEE 5
25ml W4, % ey RA KT . wHRER 3 DGR KKLH, TR
S A 1. 1ml AK.1.1ml 8 10% SANH, ARELIRRMES
W, XA ANEAENBRIBAS AL RRAPM AL S
KRG, RO ERRAERN,AEAG : B £4K40:10: DK




RMFERY 8- &L X4 FH-1I-E£--A28[45]8K
B)rMHE, LECALKR-PEAEAERE. PE0.4 %, & K 150
~155 C |

etk (CDCly, TMS @ 47)

5 ppm : 1.02(d, 3H, —CH—CH,), (m, 4H, —NCH,CH,
H

I H
CHhb—C—H), 1.8~26(m 4H - E< )
T~H

H

B4 A1 (m/2z): 2000M+1), 184, 170, 138, 110, 84

41 4Rl 3 (KBr)em™: 3388, 2948, 2688, 1418, 1034, 908

FRWA)FMEE SHEG 139 ERMERR (IE)RM
HEAVHER GTURRG T AR, ELAHANBELER. B L
200~204 ‘C |

76 & 4 #718 (C1,HzCINO,)

C(%) H(%)  N(%)

EARE 56. 04 9.41 5.94
S®E 55.75 .28 5. 89

sk £ E (CDCly, TMS #4R)

o ppm © 1.16(d, 3H, CH—CH;), 1.3~1.7(t Z7m, 4H,

I . ' H
NCH,CH;, CH,C—H), 1.7~27 (m, 4H =N ;:< 3,
H .



‘ |
58~36 (m 7H —N—CH—Xx3, OH), 3.7~41

(m, 2H, —0—CHy— )Jo

B4 AT (m/z): 199(M ™), 184, 172, 138, 124, 110, 84
41 4b R W e (KBrem ™
3364, 2948, 2672, 1428, 1062, 1050
LAl 15

. 0~ Et
cx«xm}cncoz jof? _ > CH,N:X/\L

0

EHHEBEL . FRABL AL EEHNZ0RF PO 22 60%
mEELY, AeEREH - WATHRIE 75ml, HH. £ 5~
10C TN - BRFTHLE 6.6g £ L8 25ml P HER, EZiE
THELG 3 PHENZEREES. BEAZZE, v 40ml Z FF
TR, XN FETRARAHNEL15C, 9. 15g 1-F F-4-K
X LBLE., EERTHBFAISAH BREBEHWENE
100ml A A%, ik B E R B HE (PH~2), BimikE R 4ml, B K
46 NEt. AHERAKBAH, b 20% KA AKE B K
¥, B 150ml 845 — %K, 4& 100ml Z K #ATER, &3 F HERAA
ARk, BRLARBETR, RETEEEZBNFE 4.96g 4
Bk, BT ERRAERN, BAG-FEGRRL30: D#kR
748 1.38g 2- 7, -8 B A£-1-4A £-8- A B (4. 51%-3-8H CGa k).
PUBBTLERY, MER-LEGHEEAERE, |

g 4 47 1E (m/z) . 197, 168, 110



SLAN R (KBrdem™: |
3476 (FH oy p), 2980, 2728, 1756
#ag ¥ (CDCl,, TMS K 4R)

9 ppm : 0.96(t, 3H, J=7.2Hz, —CH, —CH,)

. 0
I} ,
245(m, 2H, —=CH, ~C-), 2.83(s, 3H,

H My
L )
ﬂﬁ—qg), 1.5~28(m, 6H, -—N ,

i

. 1k
30~3GMM4H,—N' ),
H i
Be 9
3.90(m, 1H, —0~-CH-C— )

A, TREIRE . IRRE.EHE.
(g EBE=77~90C,
kB E=126~8C,
B =160~2 C)
L F 16

S--Cli; | > N S~.-CHj
C&{}QI; | C}glw,
5l 5 BAERE,H2,8-Z P H-1-F 8- A R[4 5 %

3B A4 2,82 F E-3-T B E-1-5 4e-8- A A (4. 5 )8 b HH LB
BHAA®R-ZELE, WEENNERE



¥ E 197~200 C

g4 {8 (m/2z): 197, 164, 96

T4kt i (KBr)em™: 3480 (% %), 2948, 2484, 1660,
1482

¥ £k X (CDCly, TMS 47D

d ppm : 1.42(d, 3H, J=T7THl2, >CH—-CHy ),
: H. -

1.8 ~20(m, 2H, - >< ),

H
H H
< 8
240~3.16(m, 6H, —N J
-  H HAHE

/
2.76(d, 34, J=GHz, CH,=-'NH ),

H
34~36(m, 2H, —-N X ),
H

4.0 (m, 1H, >CH-CHs; ),
H .
4.94(m, 1H, ‘>=C<H I

1
5.0 (m, 1H, >C=C<L )

LR 17

| 0-_CH; | 0~CH,

0 3 CHCH,




S5xip s MAEEE, ALE=ZFKERAMB LK 3-TX-2,8-
TR AR RS- AREL5]R R, EEBETLRY MER T
BAEN R,

B4 #7118 (m/2) . 195, 110

S AN R T K3 (4 B Ddem ™! 2980, 1660, 1078

Mo £k E (DMSO-ds, TMS A 4%)

0 ppm 1‘26(d',_3H’ J =5.9Hz >CHCH, ),
H

0
1.48 ~1.90(m, 7H, -—N )
- CH CH,

Jo ol

./ |
270(s, 3H, Cll;—'NH ), 221~264
HE - h
\ O
(m', 611, —I\§ \ )y
I

4.26~4.78(m, 1H, >CH-CH; ),

506 ~552(m, 1H, =<-IZI— )

CH,;
LHEH 18 ~
| CHs
- ‘ S
CHCO, Et L 5 0
@ N CO.Et

ol 6 FAENE, BRI ELRLEAS 1T



4R X LB LEAR 4,5-Z -5 -FR-4-FRE[1- AL NF
[2.2.2]%%-3,2'-(BH)- % ]-3 -4 B 8.

%4471 (m/2z): 283, 237, 210

LA R (4 Ddem 12948, 1748, 1728

¥wt 4R E (CDCly, TMS H47)

5 ppm : 1.20~1.56(m, 6H, —CO;CH,CH;,>CHCH, ),

[l
1.5~22(m, 5II, [I-@— )
I
N

2.7 ~3.1(m, 6lI, DN—=Cll; =% 3 ),

4.0 ~4.2 (m, 3H, >CHCH, , —CO,;CH;CH; )

LR 19 | -
CH3 . CHS
S S
o e
N7 Co,Et N

Exihl e ARBEEARLY,.Y-ZA-5-FAE[1-A 4N
[2.2.2]F %-3,2 GH)- €% ]-4-8, AT LEE.mWER-TLEA
Tifa R R

¥k 207~210 'C (448

R 2 E (m/z): 211, 141, 122, 96

(AR K (KBr)em™':

3464 (F ), 2950, 2480, 1736

B a3 k¥ (CDCl;, TMS W4R)

— 40 —



b ppm ¢ 1.42,145(dx2,3H, J=63Hz, >CHCH,),

 H

4 . f
1.8 ~2.6 (m, 5H, ] ),
| 1 0

N
1l
268 ~3.21(m, 24, —-CH,—-C-— ),

3.2~3.9 (711, >N=Cllp =X 3, >CHCH; )

L 20

° 0

5o 4 BIAEEE,H 2-FALES K 10,14- 2 F £-1,13-
A A4 Ae-10-E 2 — 4. 1.5.2] TR, FXAETREEF,
WMASENDXRBRTEAENTRRE.

R 2 1E (m/z): 243, 182, 156

4TANR M (% )em™':2950, 1088, 1058

Bk E (CDCl;, TMS WAR)



6 ppm : 1.22,1.24(dx2, 3H, J=509Hz,
: HH |
>CH+CHy ), 1.78 ~2.40(m, 6H, —N
| l | HH
_ ), 27G(s, 3H, CHy— NII), 2.68~3.52
CH,

(m, GII, >N c_x_fz—xz % )

3.84 ~4.36(m. 3H, >CH- CH3. X}H )
Joi -
6.28(s, 2H, HC=CI{x 2 )

L H 21

CH;

‘5 CH, _ 0
cmm | S CII;NM\S)

0o S

FEEBRY TR KA 0.5g 2,8 F &-1-F&-8-ALH[4.5]
2-3-F it 1oml — A FHRAR, WA 1,2-Z 258 0.45ml, BF A&
BEREEE 10CHE HBA 2ml ZRMLH - TIHEELED. £F
BEETHE LA AHERRNAEAN 20% A A4 KB K 30ml
b, EEFEY, IRBRIEERER, AR KEEAIER
AEARBHTE. SHEREFERIERREEAN, AEF-
R A A (AR 201 0. 1DR, Bk 0.46 X 10,14-Z F
1387 —1,4- -5 —10- A% 284 1.5. 2] T ER.EHE
A ETFFES, A ANYEND AR PRERGELNS
xR,

BB 114 ~115 C

T EAHMAE (C1eHzsNOsS:) |

C(¥%) H(%) N(%) S(%)



251 51.18 6. 71 3.73 17. 08
SLI1E 50. 87 6.57 3. 66 17. 28

R 2 HE (m/z). 259, 231, 187
bR (KBr)em™': 2940, 1584, 1092, 1066

%5k iR iE (DMSO-ds, TMS & 47)

9 ppm : 1.23(d, 3H, J=5.9Hz, >CH - CH; ),
HH

1.60 ~2.04 (m, 411, -—:}( )

HH

. : 0
2.49(s, 2H, >gr\‘,s )
H'lS\)
B

- 276(s, 3H, CH;- +N\H ),
3.00~3.42(m, 8H, D>N'—CH-x2,.
—S§5—CH, —x2), 4.06(q, IH,
J=59Hz, >CH-CH, ),

6.03(s, 2H, CH=C<x 2)
|
COz"'

bl 22

S~~CHj S~ CH;
° - Y

S

V




Sxwbl 2] BIRRME, A2,8-ZFE—1-5&-8-F 448 [4.5]
R-3-B A& 10,14-Z F £ —1,4,13-Z 80 & — 10-8 £ — &
[41.5.2] T WK, $EAFRAEF . BIWMANLENDIRRY
FRABERGEMN L RBRE.

o4 (m/z): 275, 242, 110

ISR W K (KBr)em ™!

3460 (¥ ¥§), 2950, 1582, 1472

¥owE 4R i% (CDCls, TMS #4%)

O ppm I 1.40(d, 3H, J=06.5Hz, >CH-CH, ),
S
24~28hu2H,>&}5 )

2.80(s, 30, CHy - Ni ),

13.30(5', 4H, —S—CH, — X 2 ),

3.69(q, 1H, J=65Hm >CH-CH; ),
1.9 ~ 3.5 ( ~ 8H), |

G0s -
6.28(s, 2H, HC=C<x 2)




5Ll 5 BAEEE, A5 -FAE1- A4 RH2 2.2] £
L 2-MEERN]A-HAR Y- FEAL-TFEE (IR XF
[2.2.2)-F -3, 2"- AT KK B A BB T LEF, mANE®B-7
BRANEAH®,
B 164 ~168 C
TE 418 (CH,NSCl+0. 1H,0)
C(%) H(%) N(%) S(%)
LRl 58. 21 8. 22 5. 66 12. 94
SLEE 5811 7. 96 5.92 12. 94
R4 H1E (m/z): 209, 176, 139, 96
bRl i (KBr)em ™.
3480 (%), 2930, 2580, 1655
#at 4k E (CDCl;, TMS A 47)

O ppm ! 1.42,1.44(dx2, 3H, J=6.3Hz,
‘ H

RN o H
>CH—-Cll;), 1.8~25(m, 5H, H@ )

: S
2.7~29 (m, 2H, &;L ), 318~

‘ H g
3.58(m, 6H, >NH-CH,~x3),

4.02(m, 1H, >CH-CH; ), 4.88~

5.10(m, 2H, >=CH, )



0 0
1l

] .
EtOCI\D=O > EFtOCN CHCO, &t

£ 4g WHEEANHG0Y) BT TH 1,2-ZFEA £ Z % 200ml
T A 20CTHAN23.6g LHOEERR 8. BAELRR
ETHHEL1 M £30CUTHLRBRBALT. IgN-ZE# &L
4-RRER, BRHLIHEARETAE L2 REAELE, £
H ANk 100ml, BE B 28 100g, RIEE 4 B . K F 100ml &
RIUBERKE_K, 2AFNE, KEANEERA XL KGBET
%, BEBETEEZEAN, 8257 N-ZEAHE 4L REX LB T
BE (REERXR).

B2 H1E (m/z). 241, 212, 196, 168

SO R M i (KBr)em™: 2990, 1718, 1686

%R (CDCl;, TMS R AR)

5 ppm : 1.28(tx2, 6H, J=7.2Hz, — O CH,CH,

CH- ),

iiLf%m

X 2), 2.3(m, 2H, -

an)

I

2.95(m, 2H, —N. »=CH- ). 3.55(m,

. ' H
3 H :
4H, - ) ), 4.16(q X 2, 4H,
, _ . .

- H
J=7.2HZ, "'OCI’_IQCH;;XZ),

Ak

H
5.72 , 1H, >=C<{—
0.7 (m 1 <C02Et )

— 46 —



LR 24

< 0 0-_CHj:
Et0C N}CI-ICOzEt , > EtoC NDSI
0
’ CO‘zEt

GRS 1 —FERE S - LEAKE-2-FE--ANK-1-HA4-8-
AFRE[4.5] RIx-4-BRTE Gak).

2 #1E (m/z): 313, 284, 268, 239

AR W (B8R em™!: 2990, 1776, 1738, 1704

% £k g (CDCly, TMS W A7)

O ppm : 1.18~150(m, 94, >CH-CH,,

, HH
"'OCI‘IQCEJ XZ)I 15&2-1 (mn 4H, - 3 )1

| AH
4.0 ~4.4 (m, SH, >CH —CH, ,
| Tk
—OCH,CH; X2), 31~41(m, 4, =N )
H'H '
L 25
g 0-CH, | 0 O CHs
EtOCNDS/\\[ > EtOCNrM
N
0 0

Co, Et

£ 8- L?xﬁ% 2-F g 3-FK-1-84-8-8 28 [4.5] 2%



ARBRUEE 2.74g BT N, N-Z B & F BB 10ul #, A1k
512mg, 7K 315 pl, & 140 ~150 CHymB PB4 2 P at, 3 A
KA 30ml HHAGER. ARBAAANE REARBRETHRE
ERETABEEN. RYWREREEN 28, UECH-B® LE
(RBE 1 DBABER KR, % 1.54g 8- AHEEL-2-F H-1-4 2-
8- B A [4. 5]%-3-8 Gadh),

R4 HE (m/z): 241, 212, 196, 140

AR AE (B F) em™: 2990, 2960, 1764, 1700

% £ K (CDClL, TMS # 47)

o ppm : 1.28(t, 3H, J=7.2Hz, —OCH,CH, ),
1.32(d, 3H, J=7.2Hz, >CHCH, ),

H H :
1.50~1.90Cm, 41, —N\/:} )
O

HH

fl
2.38(s, 21, —-CH,-C—-), 3.28~1390
. " ,

[1
(m, 4H, —ID ),

4.03(a, 1H, J=7.2Hz, >CHCH; )

4.15(Cq, 21, J=72Hz, —OCH,CH; )



Ll 26
o

T 0

0]

CHj, , 0

i O~ CH,s
> EtOCNM
OH

5L%E 3 AN, ARBRLEBE-ECR(ERL 1: 1E
ARRE BHEBBFERF TR - LEAKE-BE-2-FE—1-
f2-8-F 222 (4.5] 25K G,

RS (m/z): 244 (M+1), 225, 198

ol kiE (KBrdem™: 3464 (F1$), 2948, 1682

Mt £RE (CDCl;, TMS A #7)

5 ppm : 1.20 ~1.36(m, 6H, SCHCH;,—0—CH,CH, ),

H o1
0

1.50 ~2.24 (m, 6H,—N ),
[THHH
3.28 ~3.80 (m, 4, —pD( ),
: ty
384 ~4.30(m, 4H, —-OCH,CH,, >CHCH,
oo -
<ou

LHH 27

CH;

i O~ CH; ' W — 0

oMl




C-LEKEILHE2-FE—1-E5&-8A2%E[45] %K
93mg BF N,N-Z F A F B 1ml =, FAkAH, A 16. Tmg 4
HEENHMHOG0%) EhAH THE0 4. BFEMEF K 26.2ul, %
CEBTHES 24 . EREBAMENKK Ml B, FEAGE

B AREKAERME, TARBRETE. ERETEEER, i
REHMEM THRRKENMAE, ARBRLE-FCRGERL1: DRA
Brsig . B8 LEE-FaE2-FHA-1-G4-8-8584.5] %
¥ 47mg Odk).

RS E (m/z): 257, 225, 180, 154

41 4h R i (KBrdem™': 2990, 2950, 1704, 1242

B £ EE (CDClL, TMS H47) |

0 ppm : 1.24(t, 34, J=6.8Hz, —~0—CH,CH, ),

1.24(d, 3H, J=6.3Hz, >CH-CH, ),

: |
O
1.5~ 2.0 (m, GI, -—&:i?g;] .

HHHH
3.30(s, 34, —-0CH, ), 320-385(m,

OH

Hy

3.94 ~4.24(m, 3H, KICH,
0—CH,

H
- O C_LI_Z CI‘I;) ) -



s i B 28

0

O Cll, O CH,

% 1.05g S0 4842 & F 35ml L KWERET, AHFZ 0 C,
REREAHEEN 0~7 CHERER® HN 100%5 B
0.92ml, BANEBHEMERETHHE O 4. EEIFEETHENE
71lmg 8-Z A A-3-F A A-2-FHE-1-A£&-8-A 48[4 5] R H
Tml RAKkENER, BEABRE THEL L AH, A 35ml 2
B, HEEMAN2.6g B 105 RAEY, W 3004, UKE
GEITRBFTRZEEERR, BHATE-27 .5 k.
ERAPEEREGHF HERE, EREYHARAGEL EL AR
BRELTHR., £RETEESG ATYRMTRRETER RG-
FE- A AR 10:1: 0 DRAEH KR, B 115 > FRE
2,8- T B A-1-F Ze-8- 5. 2242 (4. 5]R K 400mg Gl k). U BEET
LB P, WRB-LE, MAARGERE. |

g4 {E (m/z): 199, 184, 168, 110

4T AR i (KBrdem™: 3480 (5 i) 2960, 2675, 1640,

1475, 1100 |

Mt Rt (DMSO-ds, TMS K 4R)

 ppm 1.15(4, 3H, >CHC£3 ) 1.5~22(m,
| H i '
| 5 |
6H, -NQ%(\‘ ) 2.687(5, 34,

HHHH



N
CIL="NIL),  3.22(s, 31, —0~CH, ),

Ml

2.9 ~3.4 (m, 4H, -—1\3}( ), 3.45~
: Hy
O I—{. l..
CH, . . . |
3.66§m, 1H, x;ﬁoch, y) , 3.84

H

H

Y
. _ ~cH
4.12(m, 1H, uocam »

i

LB 29

CI_IJND@I;H:CH, _ . wcsfizcm
| 0/

EERP T, FkA$ 0.53g 2-7 %-8-F &-1-4, %&-8- A % 4F
[4.5] Z-3-BZ 32ml — 4 F R P NBER, WA 2-5n 2 L8 384pl.
EEWA2.05ml ZEALH -« ZHEEAW. WTRE, EERTHH
16 M Eb, Uk AAF TREBEAEN 20% BAHAER 23ml F.
REG15 04 ERE, AAGERKE, AFEHANEREFR
BAKREERLIATGRETR. ERETREFECRT WA T
BB AL, B Efr-FE-RE K (B 20: 1:0.1) K& % 460mg
14-7, 2-10-% £-1,13- A 3-4-% 2-10- A & X ¥ [4.1.5.2] +
mkE Gedh) . R EATRABPRADABRAEAEN D X R m,

g4 #7{E (m/z): 257, 196, 110

Bt £ FKiE (CDCls, TMS 48D



J ppm 0.9 ~1.2(m, 34, >CH- CH, - CH, )

0
1.5~2.3(m, 8H, NQ%(T‘CEZCHJ ),

HHH H
2.78 (s, 3H, CH,- Nj1 ),

: H
2.9 ~35(m, GH, —b ’ 'S‘CHZ-),

Hy
H

3.68 ";4./10 (m, 3H, Kolet’ -0=-CH,- ),
6.28 (s, 2H, '><:=C<H

COO- x2)
2 4] 30
s _CH, | 5~ Ha
0 1 o\)

Eswifl 4 RAAEME,SK10,14-ZF&-1,4- — F 2-13-55 2=-

10-AANBE[4.1.5.2] t 0K, TERABEFFIRR, TEHEN
W ERE .

B E 143 ~145 C
& AHE (CeHpsNOS)

C(y% H(%) NC¥%) SC%)
E W18 53. 46 7. 01 3. 90

LIE  53.21 6. 86 3. 74

8.92
8. 94



TS E (m/z): 243, 210
¥ EkiE (CDCL, TMS | #7)

O ppm . 1.24(d, 3H, J=7Hz, >CH-CH, ),
_ HH
- S

208 ~2.30 (m, 6H, —NQQ ),

| HHHH
2.76 (s, 3H, CHy- NH ),

H

270 ~3.10(m, 2H, X ),
330 ~360(m, 3H, _@C CHy

4.0(s, 4H,-0-Cl,~ X 2), 6.18(s, ZI-I,>C=C<I(;IOOX2)
L 31
CH; CH3

Zz
%
O
v
E%éi
o O
_/

556 4 BERE, &R 5-FEREL-A£NK[2 2. 2]
FR-3,2-FETKE-4,2-[1,3] R E&H K%, EFETHAESD
BAE, AR ELHR.

M5 158 ~159 C

&M E (CHNO—)

C(%) H(%) N(%)



B  57.45 7. 09 3.94

LM 57.43 7.14 3. 89
i 471E (m/z): 239, 196, 139
ﬁiﬁ#ﬁfﬁg‘ (DMSO-ds, TMS A #7)

: ' O~ CII
0 ppm 5 1.08 (d, 311, 5

'

H 0
1.4 ~2.4 (m, 7H, H*@Q )
H !
N~ HH

2.8~33(m, G, >§§{+— CH, - x 3 ),

H
3.75~4.05(m, 5H, X I,

-0-CHy- X 2 ),

H
6.48(s, 2H, =
(s, 2 >C=C<l( o X2)
sE 6 B 32
CH, : CHy
) S
0" M0
O g
N N ‘

Lkl 20 AREE, &K -FERXE-ALXF[2.2.2]
iy 3, 0 A AT AE-4 L2 -[1L,3) A 2REFT XK, EFBEFA
EDRAE, TRERMNEZTRE.

# b 134 ~136 C



TLE A HE (CirHysNO,S)
C(HD H(%) N(%) S
CHEiRfE  54.97 6.78  3.77 8. 63
ER{E  54.75 6. 71 3.76 8. 80
Mo HkiE (DMSO-ds, TMS A 47)

_ | O~CH,
o ppm 1 115(4, 3H, X_| ), 14~22(m,
oo
5H, Hi{{j() ),
H
N
O CI‘I;)

2.2~27(m, 2H, ),
o 1914

2.8 ~3.4 (m, 8H, >N'H-CH,- X 3,
u‘S—CHZ - )J E

. . 0 H,
3.85 ~4.40(m, 31, X 1 0, -0-CH-),,

H

6.48(s, 2H, >C=C<l  ,. X2)

S 33



CH, " | CH,

Y

G 20 MAERE, RS- FERE-AFXEH[2.2.2]
FR-3,2-FEFRRE-4,2"-[1,3] % 2 F KiK. fERERAEMN,
RA-FERGERN AR, TRLEARL OGS (RHEKA) o
FERELOLEHM(RHEB . 2HETFLEF  HAELTRAE,
BT AR E DB,

22 MK

RHMAEANELHS

Y5 5 184~186C

TLEDHE (fEH CHxNOsS,)

C(%) H(%) N(%) S(%)

EiE 52. 69 6. 50 3. 61 16. 55
LB 52.56 6. 37 3.58 16. 55

& (m/2): 271, 238, 21C

kiR iE (DMSO-ds, TMS R 457)

_ _ 0 CH
dppm  1.27(q, 34, J=78, X [ ),

1.6 ~2.2 {(m, 5II,

2.68 (s, 2H, © ), 2.8~36(m,



6H, DN'H-CH,- X3 ),

3.3 (s, 4H, -S-CH,- X 2), 3.00(q, 1H,
I

, 0 CH
J = THe, >Ct "), 6.48(s, 2H,

H
C=¢C
> <COO-

WA BHEDLHE

B 196 ~197 C

TEAHE (CHNOsS,) |

C(%) H(%) N{%) S(%)

ER1E 52.69  6.50 3.61 16. 55
LWE  52.47 6. 42 3.52 16. 59
B AR (m/2): 271, 238, 210

Hwt R iE (DMSO-ds, TMS R #%)

: . . ' ° CH
¢ ppm © 1:24(d, 3H, J=7Hz, g a )

. H
H
1.5 ~2.2 (m, 511, fl @— )y 2.5 ~
N

O.__CH,
2.9 (m, 2H, T ), 285 ~3.40
BESE
(m, 6H, >N'H-CH,- X 3), 3.25(s,4H,

-8S-CH,-x2), 4.08(q, 1H, J=T7Hz,

X 2)

H

0-JCH - :
x;t ’ Y, 6.48(s, 2H,

| H
>C_C<COO_ X 2)



SEHE A 34
CH, . CH,
? O “ CH,

& -
5Ll s MARE, K5 -FE-4-ZFER-A R
[2.2.2]F%-3,2 - 440 KR . EFEFTRAELRAERMEHLE
BE LR,
Y 172~173 C

TCERAAE (CieHuNOs)
C(%>  H  NO»

B E 62.12 7. 49 4.53
SL{E 62. 08 7.53 4. 44

JEig 44748 (m/z): 193, 96
B k% (DMSO-ds, TMS WHF)

5 ppm : 1.24(d, 3H, J=THz, @C‘“ ),

H

H
1.40 ~2.30(m, 5H, ‘“@ ),
N

2.80 ~3.30 (m, 6H, >N'H-CH,-X3),
H

4.20 ~ 4.60 (m, 1H, Ucm ),
4.90(m, 1H, Xlri{ ),

r



o |
5.01(m, 1H, @H ),

H
| : H
. . = X 2
6.48 (s, 21, >C=< o X2)
52 7 5| 35
S CI'IJ S CHJ
CH,,NM > CHJNQQJ:S
: O S o\)

5l 29 FAERE, &4 10,147 F £-1-8 74, 13- 5%
Z-10-H&XNE4.1.5.2] T 0K, eFETPRAELRALE, W
NN EL®E,

¥ & 153 ~156 C

TE A ME (CeHuNOSS,)

C(%) H(%) N(%)
=1 E 51.18 6.71 3.73
LI fE 50. 75 6.73 3. 66
JE 4 A74E (m/z): 259, 226, 198
Bt £ R g (DMSO-d;, TMS H 47)



| _ | | S o
0 ppm I 1.12~1.30(dx 2, 3H, xj’cm ),
. | HH
1.6 ~2.10 (m, 4H, Q ),
' HH
S~ CH,
2.0 ~2.5 (m, 2H, >S;L )
. -[__['.I;I. .‘
+/ + ' :
24~29(m, 7TH, CH; NH, >NH-CH,- X2),
2.9 ~3.1 (m, 21-1,}{—8—(:}12—), 3.25 ~3.75
(qx 2, 1H, ysd_'CHs ), 3.84~4.40(m,.
(s H ’
2, -0-CH, - ), 6.56(s, 211, >C:C<COOX-2)

S 36

CH,CH,

. 0
CI'I°N:XO/ISHZCH3 — CH:N:DQ;[CH2
5l 5 MAEERE, &R 2-TF-8-FE-3-T FA-1-48 -8
AB45] XK, ARBRLET, AALEALRERLETFH
JoR:og-y. &
B 142 C
TCEMMME (C,HzCINO)
C(%) H(%) N(%) S(Y%)
i 6219  ©9.57 6. 04 15. 30
L 61.80 9. 47 5. 94 15. 15
R E (m/z): 195, 96
44 R UGE (KBr)em™!: 1668
Bwk iR (DMSO-ds, TMS R #%)



O ppm I 0.90(t, 3H, J=7.2H, Hs ),

HH HH

1.16 ~2.28 (m, 6H, g | ),
HH
HH
0
236 ~351(m, 6H, N ),
)  HH HH

' + /
272(s, 3H, CH;—NH ).

408 ~4.40(m, 18, % ),
_ : O
488 ~4.96 (m, 1H, QLH ),

H

) |
4.98~507(m, 18, (L u )
Fl

H
11.0 (br, 1H, HCL)

84

o

0.5 HEEMLEH SHAMP L5 HEENLERLB
B, EhBEMFMNATIREENLRE, 2.5 EEERTEER
FOAMEEBISBREERANY, BHANWERK T HE
75mg/ K 4 H.

Be 2 1 4

0.5 HEE LA 15 AW 45 HEELERAY R,



EhBEMFIINULIBEEABEORETEIREHN 200 E
EREREEREHY, €k EF—KE 210mg WiLHl, FHEEF 3
THRBEREY KA RERF
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