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161(28), 130(35), 129(40), 128(35).

NMR (CDCl,): 7.18(s, S5H), 7.04~6.80(m, 3H), 3.08-2.72(m,
41), 2.32-2.27(m, 4H), 2.11-1.63(m, 1H),
1.63-1.18(m, 6H), 1.04-0.68(t, J=7 Hz, 3H).

=l 4
2 -——LEWHERALE -8~ -1, 2. 3, 4 —HEAKEN
i 4
ﬂm%m1mmWf&,ﬁs—&—z~:mﬁ£ﬁ£—1.z.
3, 4 —WAMZE(930meg, 3. 0mmol )53 —piitiy
(84 0mg, 3. 3mwol ) KE, 1FR%F6MReHHIFFHRA



. ZRREAT (3 %8 ST e+ R NH O IR ) 4L
LT ENE RS (6B80me, 60%). BRIERSL.
4G (ZH/IR)ERAGERAR (np=1387-
138. 5C).

i Y AL Czaﬁath'c4H404=

IL 4 {f : C, 69.05; H, 7.51; N, 2.98;
5 W 4y : ¢, 69.28; E, 7.47; N, 2.86.
' |

MS: 353(10), 325(17), 324(6;), 262(21), 253(8), 203(10),
161(10), 129(25), 127(19), 91(100)..

.32-6.68(m, 8H), 4.06(s, 2H),

NMR (CDClz): . 7
3.16=2.62(m, 4H), 2.62=2.24(m, 4H),
2
1

.16-1.80(m, 1H), 1.71-1.18(m, 6H),
.08-0.72(t, J=7 Hz), 6H).

= fl b
2-:Eﬁiﬁ£~8—ﬁﬂﬁ%£—1,2.3,$¥@ﬁﬁ
St 4 .

MAHRHB (0. 1601, 2. 33nmol ) KK (60nl)
BT MANL VLA -8 —FHE~1, 2, 3, 4 —WEML
Z(630mg, 2. 33mmol ), [&ZHIMLEWMNG BT
(560meg, 2. 5 7mmol ) K ( 1oml )W, KEHEEY
FEF TR 2 Ko 7R BLRA MRy SR ( M, o ) I 4
WM. SIAPEERM, T (va,50,) FEEWKHE, BREeE
AR S AR AL Al 5 SR AE (3 % W Mits = 4L g A
NI, OH PRIy ) 4ifk, MEMEMECR~H (58 0m &,



85%). WREIME. T4H (T8 L) BHILEERRSY
s mEE ERZTREFTHR(60C, 18 H)REREH
FERHp(260meg, mp=63T ),

TG %i"./]} Bt i cyoHp,N0S-C B0,

I 4 B4 : €, 61.59; H, 7.63; N, 3.42;
S {4 : © 61.38; H, 7.48; N, 3.57.

MS: 294(3), 293(4), 291(1), 278(10), 277(14), 276(60),
266(12), 265(33), 264(100), 250(7), 249(28), 248(8),
193(46). :

NMR (CDCls):  7.80-7.76(m, 1H), 7.36-7.00(m, 2H),
| 3.28-2.20(m, BH), 2.76-2.62(d, J=3 Hz, 3H),
2.20-1.85(m, 1H), 1.80-1.20(m, 6H), 1.04-
0.72(t, J=7 Hz, 6H).

sk Bl6 |

- EWHEALE—8 —Faigek— 1, 2, 3, 4 —OEME
W1 i 4

W2 - WA A 8 -WERHBLAE -1, 2, 3, 4 -HEL
F(850meg, 1. LYmmol )WZMZHK (2 0ml )i,
MANFE AR FER (80%, 518meg, 2. 38mmol )IH=4
G (6m1 ) M, ZEMAEZBRTHIE LS DEEHEKE
PR fri ek o wike ( WH, o ) JER QWAL A3EAL
ERA, T (Na,50,) 305 M4E, 45650 R 0 G AR 4
Yo B PR BAT (3 96T B = §UF S-H 4R NIT, O Wt ) 4t
WA E FTERRBCU R (11ome, 30%). Wk Zokn
e FER(LH /TR ))EHLEEA(70me, mp=113



—114TC ).

S5 F M L W H Cy7Hp/NOzS:CyH(O4:
¥ 2 ¢, 59.27; H, 7.34; N, 3.29;
5o 4 . ¢, 59.19; H/ 7.35; N, 3.18.

MS: 309(3), 283(1), 282(8), 281(18), 280(100), 209(11);
130(45). '

- NMR (CDCli): 7.88-7.76(dd, J=3 Hz, 7 Hz, 1H),
7.36-7.12(m, 2H), 3.20-2.78(m, 4H),
3.08(s, 3H), 2.64-2.38(m, 4H),
2.20-1.84(m, 1H), 1.80-1.14(m, 6H),
1.08-0.86(t, J=7 Hz, 6H).

| -
- WHAE-8 —FHE-1, 2, 3, 4— WEREHH
e - | |
Ao 2—ZWHAKE-8 -R—-1, 2, 3, 4—HEMAE
8 —— 2 —WELEM (4. 58, 20 mmol )M
(1o00ml )RREWY, WAZBRHA(C9. 98, 12 0nmol ),
AEMEMMH (88 0me, 120mmol ), W ekt
(9. 88, 120nmol )fa ARFH (2. 08 )., TRAMY
ERETHHE SR, REMAELRSEKERE Y, BEFENKA
A . IR bk (C1) IR TME AR 4 Tl
AR B ¢ NI, oIl ) IR — B FANIE . A b b AT HLAH,
Filk ( Na,50.) LM, HEEURY. BWREN (5% 7T
HEAE = B AR NH, OH VPRIV ) S B e R W ARG A
(1. 58, 30%).



MS: 257(2), 256(10), 255(42), 254(18), 253(42), 252(8),
1240(7), 238(8), 174(13), 130(18), 129(40), 128(24),
'115(20), 103(21), 84(43), 71(100), 70(68).

" NMR (CDClz):  7.55-7.18(m, 1H), 7.16-6.85(m, 2H), 3.2-
' 2.43(m, 6H), 2.4(s, 6H), 2.0-1.8(m, 1H).

B. g ——WAAL—8 —ToK—1, 2, 3, 4— A

F-78CT, M2——WHEX-8 —8—1, 2, 8, 4—
WEAZ(760me, 3mmol )WIEEARE ( 20 = 1 )FHaH
WANET B TEHEBER (L. 6M, 8. 0m1, 4. 8 mmol ),
PEMT — 7 8°C Tl LA, S H R A= W 2 = Fid
(0. 33ml, 4. 1mmol ), iAW AEEEE. It
AR U AR, BN B (Hel) , A TR xaAK
Wa 0 TFaaARM® Yokl ( NH,0H ) HA S F B %K, 4
Fig AN, T ( NaS50,) FREREFA XL CHRY. 2
WK BAF (8 % B — 4 P+ 4k NH  OH o iy ) Hifh /85|
JREMEGEeMRAEam (4 20mse, 63%). THmiE .
EEG(WH/L8) ERALE85E4E(np=170T).

6 E AT ¢ HE CisHigNseHCL: |

FO 3 i : C. 60.56; H, 7.82; N, 5.43;
50 {H : ¢, 60.87; H, 7.94; N, 5.43.

MS: 223(4), 222(10), 221(100), 220(6), 219(1), 206(9),
177(33), 71(52).

NMR (CDCl3):  7.2-6.8(m, 3H), 3.05-2.48(m, 5H),
2.45(s, 3H), 2.40(s, 6H), 2.15-2.00(m, 1H),
1.7-1.5(m, 1H).



= # 8

Wi~ L-WH-2 ——ERHAS -8 —FoL-1, 2, 3,
4 — WA ZEN 4,

A. 1-FE-8 ——2—HEKN

W8 ~ik— 2 —HEKMH (1 ofg, 4. 4mmol )EhEEE
(175m 1) BAMAERE (6. 6m 1), VAMHEER
BN, JEEM R LY, BEARE IR S~ — 3 — LY —
1, 2 -84t Mz RpEHM W (6 0 m 1) Hrif vl
AW (20m1, 82 2mmol ), FIr {3 v st B B9 1 8 /D
Mo AAKCGOML )MZER( 3. 2w 1) FMBAKESY, B
Bl SN WE, WENANEEEFAZIEHEL Y. KR4
WERT KEIHH TR A3 AFATH04E, A 4l NalCo, 4
WAk, B Na,50, FRRIFLENRE, BedRE. 2N%E
A (8 3 Y% CHEE Ty ysi ) s, 49 20wk R 69 4R B4 20
(6. 888, 65%)a
NMR (CDCla): 7.48-7.28(m, 1H), 7.20-6.80(m, 2H),

4.0-3.67(g, J=7.2 Hz, 1lH), 3‘.40-2..16(m,
4H), 1.48-1.28(d, J=7.2 Hz, 3H).

Be Wi—1—Fdi—2 —EWAEFL -8 —-~1, 2, 3, 4
— M2k

8 —R—1—-Wk—2 - WEHEM (4. 05 &, 16.90mo1)
Mo@WF e (oomz )J’iﬁ/@LtFﬂU)\ﬁhwi/lfc( 3. 08, 25mmol)
Jﬁﬁiﬁjﬂt( 2. Oml, 24. 4dmmol), ZREWTEET UL
2 0/h0ds JHRERE b Rl YRR IR A Y, STEIRAE VR, MRS e



AL -F— o —EHEEE—8 ——1, 2, 3, 4— a4k
3k ‘ | .

ZiNa

NMR (CDCls):  7.56-7.24(m, 1H), 7.20~6.80(m, 2H),
4.20-3.88(q, J=7.2 Hz, 1H), 3.56-2.0(m,
6H), 1.88-1.52(75 & I§  ,J=5.4 Hz, 2H),

" 1.44~-1.32(d, J=7.2 Hz, 3H), 1.16=-0.84(t,
J=5.4 Hz, 3H).

WA R IR AW ks (6 0 m 1) BRI A R
WEMH C L. 88, 29 mmol ), 44 4 G, FrE
WA PEERTHAE L 8/Dd. REWRLBESWHINAK (200
ml), (RN B ( NaoH ) IRk o Nt R B ER MR
G R TBREE (HCL) IR T2 3. 455 T oA % 3wk
( NH,OH ) HA AW oK. Ak g ill, TR
( Nap80, ) s ied, MR edRY. 2RAEH (2 0%T
BEAE GEE-GCE NH , O 1My ) Aifb/R Bl X &R M AR 4 1
(1. 478, 31%).

NMR (CDClz):  7.4-7.19(m, 1H), 7.04-6.78(m, 2H),
3.60-3.08(m, -1H), 3.00-2.41(m, +4H),
1.90-1.35(m, 4H), 1.35-0.70(m, 8H). .

QA7 KB ity KRSk TE 0 ikt ( 68 o m g,

14 % ) TN ik, )

C.Wi-1-FH- 2 S EWNERLE-8 -1, 2, 3,
4 — W4AfL3E |

— 92 3 —



P~ L —FH— 2 —ERAFE-8 —R—1, 2. 3, 4—
WEE (1. 47, 5. 2umol YHMZIE( 8 0m L )k
MANL—TAFERE (0. 59m1, 5. 8 mmol )ﬁu};ﬁ%ﬁéfﬁ;

(2. 28, 10. 4 mmol ), B&WF5 0C T 1 8 /Mt

WKL E AT, WRLZREFRE R Y. BNDEH

(20 % THEAE Bt Bl W, OH o7 3530 ) Sidh, 4B BU5F B %

EWHRMEW (33 0me, 20%).

NMR (CDClj): 7.40«7.15(dd, J=3.2 Hz, 7.2 Hz, 1H),
7.0-6.68(m, 2H), 3.50-3.12(m, 1H),
©-3.0-2.40(m, 6H), 2.0-1.68(m, 2H),

1.68-1.20{(m, S5H), 1.20-1.04(d4, J=7.2
Hz, 3H), 1.00-0.72(t, J=5.4 Hz, 6H).

Do =1~ — 2 —ZE WAL~ 8 — gk —1, 39,
3, 4 —M@EIEL

T—-78CT, AM—-1-Fa#—-2——FRERAL—8 —30—
1, 2, 8, 4 —HE4F(830meg, 1. 0 2 umol )iyuW4e
M L0 m L) ER, WAET S CEEE( 1. oM,
1o lml, 1. 8mmol ), HHEMT— 7 8C T L/,
ZAWEER P AN T =ity (0. 1 1m L, 1. 2gmmol),
FEBRABERM, W CA LG BINACE, 30 0 Bk
(IC1) , M TEBEAL . 50 TA0AAME Y okt ( W, 00 )3t
B Z TR A4 A Mg MRS 7, T3 ( Na;30, ) kL
IR, RECHRY. SRR RS (2 0% TR B
NH O Wy ) sldt, FF B0 BEoy B 50 dR1ea 4 (240me,



8 1% ). WREL mmnﬁ%w(wm/am)rﬁx@%m@w
(np=149—150TC ). ‘

7G 3?5 - A 3t S Ci1gHzpNS-HBI:
M - c, 58.05; H, 8.12; N, 3.76;
53| e : ¢, 57.84; H, 8.12; N, 3.92.

MS: 293(1), 292(3), 291(10), 290(2), 266(1), 265(6),
264(20), 262(100) 192(10), 191(65), 151(25), 144(66),
115(28), 72(42)

NMR {CDClz): 7.16-6.66(m, 3H), 3.56-3.12(m, 1H),
' 3.00-2.44(m, 6H), 2.40(s, 3H), 2.00~1.68(m,
2H), 1.68-1.19(m, 5H), 1.19~1.10(d, J=7.2 .
Hz, 3H), 1.00-0.70(t, J=7.2 Hz, 6H).

£ 9
(R)—=2—-—Z1EWHERE-8 ~Fr#~1, 2, 8, 4~
G (s ) — 2 ——EWHAX -8 —FoE—-1, 2, 38, ¢
— A .
A B—(1— (4 —HEFE)LHEI N —(8—i—2
—HEafER) K
508 Na,Cos B 00 m L KPHEHEMEe 68 (0.30
mol) (S)—~(—=)—oa—WFZ—a " 342200 thne 2Ly
B e MZUEE GlERE| CH,C1, W REEZEBREZHEM,
%ﬁ%%%%?oomlﬁﬁ¢om%%KWWKWA®SM.
(0.0811101)1&01\0 ~4.98(0. 08m61)NaCN1:3Hs‘, 655‘
(0 29mol) 8 —#i—2 —WEAZEW. 2083 AT Hans

— 25—



WAE VAT A L 6/t A 81.48(0.50w01 ) NaCNBH,,
WG mA 18- 5m1(0- 2amol )HoAc, Hits NitE, B
2m 1LHOAc, WiGEL 2 /NEd 0y [B] g Pa A Am B SR FRERE 1 6 /i
B, IRERAY, HE AR K. HRENRSWHIA%
- NaCOy WEHWHM CHCLHR. FHAANCI F R EHIFA
Ha 50, :f‘)l.?'t’:o U CHLCL,, W TR 4G i R e 44540
FERET3 00wl ZukE, MENHERE S0 eWAERE L. 5
Fro 0% W BRI P A R, B B TRBEWIR, RERW
fONa,COs WMARMLHM CH,C1, . WIENGHA NaCl %l
PLikF R Fo,80, Tif. FEIREER, FE84. 98 (R
7 8% )RAEMKAE B, W RS T M R HA R

Be N—=(1—(a' —WERE)CEI~F—-(8—-8—2
- WEMAFEE ) Wik

B EAY A (84, D8, 0- 23 moL) BF1H
CCH,Cl, W, JHGHA 7 1m1 (0. 5 1mol) ZLGAIE, #&
B4 2ml (0. 48mol) WHtASEAE. LRAWHMEL 6
AU, RER % Ve, COHRAL L RIRIPEE S4B 2Nl CH,C1,
Bro bSO G BB, R M Ne, COOTEMTE M A
Me,50 FHEE, AW CH,Cl, WF10 1 &MldEaBtigRg
Pa BA2 0 — 80 &N —AE UPLC R 45 LatAT BATAB dE ARk,
WHPLCAGRATHA 44 0 0 7R ( “ Brep 500 " YHE
Wik, HEHAGH AT EE2 0 % LB TH R KB AIE. AR f
VEM W E—AdEat ik (S, R)BEH4 9. 6 8. B MExtmk
(S, S)ES 0. 6 8. WA AR R 1, A



A2 %I, BMEZATIRG, s, odEx iRk G Tz
SR HE S, RAERGUAHEG . B EAG R E, R E
AR, PR EIETET B B D B A AR s 3 PRS0k
PRt = BN H 4 8 Yl 0 Y%

(S, R)ApAikik:

(M HF [a)ZE +9.4° (C=10, MeOH)

ﬁté&ﬁfiﬁ: W C21Hg33IN203:
JEp4E : €, 58.48; H, 5.38; N, 6.49; Br, 18.53;
STl : ¢, 60.07; H, 5.61; N, 6.28; Br, 17.76.

MS: 433(1); 431(1), 361(3), 359(3), 210(100}), 208(100),
129(67), 57(54).

UV (EtOH): xmax 271 nm (£9600)
IR (CHCla): A, . 1642 cn”!

(5,8} ezt R

FHF (@13 -114° (C=10, MeOH)

ToE A 3 gi C21Hz3BrN204:
38 ¥ {4 : ¢, 58.48; H, 5.38; N, 6.49; Br, 18.53;
5L 44 : c, 58.66; H, 5.43; N, 6.37; Br, 18.33.

MS: 433(1), 431(1), 361(5), 359(5), 210(100), 208(100),
129{99), 57(92}. :

Uv (EtOH): A .o 273 nm (£9000)

. -1
IR (CHClz): A, 1642 cm

_2,7_



C. (8, B)~—NW—(1- (&' —WHHKLE)LHE) ~¥~
(8 —#t—2 ~WAMEL ) — 1~ FlE

Ha9e (U-llfhmol)"ﬁ]”-ﬁ By 5, RAEXWARIE 200w
THT B9 W mE 2 8 0 n@ Loykdi L MBI T H PR
C e PRJEBELVEHLAE LA T B 2 e, fEIEHA R A, A 1Looml
MeOH Ashfle b OLE L/, AL RIER, RaWET
250mlDMsOf3 0 m 1 RKINEADE. HBIEERRE L v
LA, RERHIER CH,CL A, FERGHA NaCL B sbik I
M NeasSo Tk, KW CH,CLy, R 90 BOE-T L7t Thk A 3 de
CAGOML 2. 6MHCLfy ZERMAN, BT WAL It M. K
S g LA Wit T, TREWAES 0. 4 & (FERH 97%),
AR BB 4 R -

ﬁtjﬁﬁ{ [a)}% +28° (C=10, MeOH)

T EMA - W HE cpiHysBrN,0,-HCL:

IP 4y 4 - ¢, 55.58; H, 5.78; N, 6.17; Cl, 7.81;
Br, 17.61; .

%Wl L : ¢, 55.32; H, 5.94; N, 5.97; Cl, 7.61;
Br, 17.33. |

MS: 418(1l4), 416(15), 389(73), 387(71), 240(61), 238(68),
130(100), 104(59). .

UV (EtOH): - A 267 nm (e10,000)

iax

D. (8, S)~N—(1-(4 ' —HIKE)ZHEI—n-
(8 i~ 2 — WAL ) Tl
FIA CH PR T REEIR e 0 8 ( 0-098mol) A MUBLAKH

— 28—



S.Sﬁﬁuwnxiﬁﬁk%ﬂﬂﬁ%ﬁ(ﬁ$%98%)%ﬁx
i

MHHE (@]3® -94° (C=10, MeOH)

T E S ¢ W H cy,HysBrN,0,-HCL:
3 MH 1 c, 55.58; H, 5.78; N, 6.17;
5 HJ{E’L iC, 55.13; H, 5.94; N, 5.69.

M5: 418(21), 416(20), 389(79), 387(78), 240(54), 238(57),
130(100), 104(74).

UV (EtOH): A __. 269 nm (£10,000)

E. (R)=8—jh—9— (N -—WLHAE) WEME,

T 0B/ WIEAT, Ho. 588k 5 %4rmiER 4 H,
fE12. 58 (27. 6omol ) CHMARE WAL (S, Repafuk
)72 0 0m 1 MeOH H 385 g 8 /AMit, JEMEMALF G, 7R
WhEFHTEERZRBARWL P . H OB ELRAR AN S Ty
R, B 6. 5658 (FENT8Y ) GHALANNERLE 12
it — 2 S B4 B 305 1 oy T 4 2R
MABE (@133 +51° (C=8, MeOH)

I o R A C,3H, o BrN-HC1:

MM ¢, 51.25; H, 6.29; N, 4.60; Br, 26.23;

_ cl, 11.64; o '

S5 4L ¢ c, s1.48; H, 6.41; N, 4.47; Br, 26.25;
cl, 11.63.

MS: 269(24), 267(23), 240(63), 238(66), 211(30), 209(34),
. 130(85), 56(100).

—2 09—



I
|

'NMR (DMSQdg): & 0.97 (t, 3H), 1.71 (i, 2K). 1.79
( AU, 1), 2.27 ( 3, 4, 1H), 2.75
(qt, 1H), 2.88 | T, t, 2H), 2.96 (% @ik -

24), 3.25 (qt, 1H), 3.48 (‘5 £ @i, . 1W),
7.12 (t, 1H), 7.18 (4, 1H), 7.49 (d, 1H),
9.19 { %, s, 2H). - ’

Fo (5)—8—ii—3—( N -WEAL) NEKE.
MG EEA ARG TR, MBE DG S, S sk ik
Bt AT B L, BT RN 0 4 %R A YRR L, X—K
WL & SRS R TN 3 TS & A AT

WK [(@12% -54° (C=10, MeOH)
TGEAN - W H - cyaB,gBrN-HCL:

M4 : ¢, 51.25; H, 6.29; N, 4.60; Br, 26.23;

cl, 11.64; .
LW M : ¢, 51.31; H, 6.30; N, 4.41; Br, 26.44;
cl, 11.81. :

MS: 269(24), 267(23), 240(63), 238(66), 211(30), 209(34),
130(85), 56(100). -

NMR (DMSOdg): & 0.97 (%, 3H), 1.71 (7xElf, 2H), 1.79
(ScHWE 1H), 2.27 « . 4, 1H), 2.75
(at, 1H), 2.88 ( H t, 2H), 2.96 (HHEE
21),-3.25 (qt, 1H), 3.48 (FHEEF  1H),
7.12 (t, lH), 7.18 (d, lH), 7.49 (d, 1H),
9.19 ( yu s, 2H).

Go (8)=8—fi~7, §—-ZWk- 2 -ALWELE.
W TR (8 ) -8 =i — N — k-2 — 5k A

i %



(5. 08, 18. ¢6mmol )IIZTHF( 75m1)EEF, WAE
WM (3. oml, 3 1mmol ), WiFMmABRERAMEK (4-08

29 mmol ), ¥REEBEAWT S O0C THEWX=. REHRH
RAEpR A EE Rtk RS REREELRY. 2RRE
A (2 L OHE: CEH-4E NI, 08 ) Sifeqd Bl B i R AT R 4L
£ (3. 68, 62%). |

NMR(CDCls): & 7.39(d, J=8.01 Hz, 1H),- 6.98(m, 2H),
2.90(m, 4H), 2.53(m, SH), 2.02(m, 1H),
1.50(m, 5H), .91(t, J=7.30 Hz, 6H).

He (R) =8 —ft—N, N——_Fi#—2 -AXNELE

WO FHRAHEEY ARG (R ) —8 —R—V—FHE—-2 -4
ZHEMFE (10, 5g, 39. 2mmol ), 5K aukeIRA
Ehm (9. 66, 80%). AMibtEyIAe N M RAES G
A e AT e e AR [

I. (8)—-8—WgHH~¥, N——HH-—~ 2 ~AENE (2%
8k ik

T—-78CT, fFHcTy(8) —8~W—N, N——Fk
—2—ALEWEAZE (16. 48, 52. 9nwol ) WEY
(400w 1 )M IMNIET A4 T HEM (1. 6 M, 89.7
ml, 63. 5mmel ), MR EE TR SO, RE
W R NP E A (Y m 1, 100 mmol ), KA
BRI REE . REELEREWAKGENSEM L 0 %R
B B R IR A IR A TR AR — K R SRR A,

—314””



TR BRI e, REA AWK
A IEATMZEIG, TH ol QA AR R BE k., RN T B R
s AR, BRREN (2 0 L B TEHHRE N, 0H)
AR R I Bk . M TREP Y ol R d R S ke £ (T
BUE) ERHACE REERARELEw (1 L. 78,

70 %, mp=178. 5—180TC ).

HAHE (2120 (H,0)=-65.14° S

T T SRR Cy Hp 7NS-HCL:
WM T ¢, 65.04; H, 8.99; N, 4.46;
S?lleHéL c, 65.32; H, 9.13; N, 4.48.

< e s -ow o - e ——

MS: . 278(6), 277(19), 250(7). 249(20), 248(100), 179(18),
178(23), 177(67), 130(47), 129(39), 128(32).

NMR (CDC1, ) § 7.13(t, J=9 Hz, 1H), 7.00(d, J=9 Hz, 1lH),
6.90(d, J=9 Hz, 1H), 2.95(m, 4H), 2.50(m,
5H), 2.48(s, 3H), 2.03(m, 1H), 1. 54(m, sn),
.92(t, J=6 Hz, 6H).

J. (R)—-8—WgH#K-N, N—-_WH- 2 -ABNALE
- thapdh |

W IR B e EH (R )-8 - —N, ¥ ——_HE-
9~ BEWENE( 178, 54. 8muol), fFERELEEER
%w%%mAu(1o.5g.61%.mp=1w-m1wAmL

3

R K [a]3° (H,0)=+64.85°

) jt ?;"ﬁ‘ ﬁ s ’H’ ﬁ ' Cy7H27NS-HCL: 4
E4 i’%’[ﬁ - C, 65.04; H, 8.99; N, 4.46;
SR i C, 65.32; H, 9.02; N, 4.50.



% #l1io

38— (ZIEWERE ) — 5 —FRERF —E R EM h R &

Ao HETIZE 3 — KR | -

FIA Xkt if# ik ( Journal of organic Chemisjry ,
26:83631, 1961)l3 —REAPERTALEY, FRH
91%. |

Be 2—HiWiZE— 8 -3 E. o

WXkl ( Helvetica Chemlca Acta , 5(-3(1)#14,
1978 ), AR = RN SPEL TR g v I 8 — R
B 2B R AT AL B W -

Co 2~HWivigh—38— (BREFLLE) BE

MBY™4#(15. 28, 71 4 mmol )ﬂ‘aaﬂﬁ(‘dt}oml)
B NG FERTE( 9. 68, 78. 5mmol ) MK
(19. 78, 14 3mmol ), HRILELWT 6 0T TH#Eoc o6
ANt WE A KL IRE Y A R R, Rk R . 5
WREN (12 105 : THE) siuR 2 PTEe Te ke b2
(16. 68, 78%). : S

NMR{CDCl;): 6 7.22(d, J=8.05 Hz, 1H), 7.03(t, J=8.12 Hz;
- 1H), 6.70(d, J=6.26 Hz, 1lH), 6.00(m, 1H),
5.02(m, 2H), 4.64(s, 2H), 4.27(q, J=7.22
Hz, 2H), 3.67 (d, J=6.25 Hz, 2H), 1.30(t,
J=7.08 Hz, 3H). o :

D. 2 — R - 8 — CREFHAE ) WK
| HCHEH (16, 68, 55. 5muol )ERKLE
(500wl ) PHEEAHNE—78C, REWNIALIEAWPIIAN

— 33—



R¥o 2 044G, BRARKE G, BIH BT A ERSE (T L C
L 1 OfE: ). (L RRA W E i, ki /174
RO, HzAEnELaHE—78C. 3 Ao — W e wE AL
(7. 8m1, 100mnmo1), UG TE I BLIRA W 8 E R 38
CHEBREER M, & AU emR RS M (18, 3 g,
100+Y%).
IR( J & ) 1022.5, 1073.1, 1189.7, 1203.7, 1725.4,
1754.7cm™1,

MS(FD): 302(100), 300(90).

NMR(CDC1a): & 9.70(s, 1H), 7.25(d, J=8.06 Hz, 1H),
. 7.11(t, J=8.16 Hz, 1H), 6.74(d, J=8.13 Hz,
i), 4.62(s, 2H), 4.22(g, J=7.14 Hz, 2H),
4.00(s, 2If), 1.26(t, J=6.81 Hz, 3H).

B. 2 —HFHE—3 — ( LABETAL) 5L,

W45 5 mmol gy DY AL~ S TE ( 800 m1 ) VEREH WA
ﬁﬁﬁﬂsﬁﬁ%ﬁ%ﬁ%ﬁﬁom%ﬁﬁﬂﬁﬁﬁémm,Mﬁﬁ
KEB W AR I RURIE L SR, RIS KB R
AR, 1R TRAS M. AR, REAAKTAMLRA 9T
B A RB BN ( 10 0 m 1 ) BIK =k, REM LI
CL0Y% )k Sded o 2 Wkl JEA Gy : BB (8 : 1)
TR M. AR AIIEIGE, K5 R Db AR 23k, A Thm
T Bk SLZ WA, 4B e R AR ( 1 2. B &,
71% ). '

— 84—



IR(:ﬂ@‘ﬁ% y: 1191.1, 1205.8, 1278.8, 1449.3, 1465.3,
1574.6, 1171.1, 1739.3, 1754.8 cm™?!.

MS(FD): 318(1C0), 316(90).

NMR(CDCl3 ) : 6 7.26(d, J=8.14 Hz, 1H), 7.12(t, J=8.17 Hz,
1H), 6.75(d, J=8.12 Hz, 1H), 4.66(s, 2H),
4.25(q, J=6.84 Bz, 2H), 4.04(s, 2H),
1.29(t, J=7.22 Hz, 3H).

F. 2—%TFE- 53— (RLETAE RE-TH.
HTVEH(12. g, 38. 8umol )Eﬁ?ltz\ﬂi{ "
(400wl ) PREIARLELN, KEELEZRTHELS
Ait. REBRFERDREFERY. BRREN (1: 18K
) SRR ES Ba RS (L 2. 48, 983%).

5 7.24(4, J=8.09 Hz, 1H), 7.l0(t, J=8.53 Hz,
1H), 6.73(d, J=8.13 Hz, 1H), 4.63(s, 2H),
4,21(m, 4H), 3.97(s, 2H), 1.27(m, 6H).

NMR(CDCl3):

C G, 4 - TABE- 5 -8 —HF A Y 2 — LR
25— 5 =ik — 3 — FH ZELE W e i Yo

Hrrpfg - os, 17. 4 mmol )IEWEKH (‘ 50
ml) PHEREMERTH#M( 3. 908, 84, 8mmol )
WAkl (200w 1) P, MR IE SRR RLE d BIE W
b L0 %R EEAUR N Wk, B LB IR LA e
AFANA, AR AR stk TR TR I RE K4,
Bt iR BN EAN (10 L OHE: Gl ) SbiF 8w
Yo BEKERGE B 2~ CRHE - 5~k — 8 ~FIE Eul

—3 5 —



W(1. 88),

NMR(CDClz ) : 6 7.25(da, J=8.10Hz, 1H), 7.05{m, 2H),
: 4.42(q, J=6.84 Hz, 2H), 3.70(s, 2H),
1.58(br s, 1H), 1.42(t, J=7.10 Hz, 3H).

R R A R 4 — R — 5 ~— B~
WHE (1, 78). |
NMR(CDClz): 65 7.26(d, J=8.14 Hz, 1H), 7.18(t, J=8.18
Hz, 1H), 7.04(d, J=8.12 Hz, 1H), 4.90(s,

1H), 4.75(d, J=16 Hz, 1H}, 4.22(m, 3H),
- 1.27(t, J=7.05 Hz, 3H).

MM EEENS. 08 (RAH58%).

Ha 5 ~—3l— 3 —3H -4 il

W2 —CHHkE—-5 R~ 3 —FKHF_EuFM( 300 &,
Lammol JIEHFEE( 6 m 1 A1 0 %ihEk( 3{..1‘1’ 1) Wﬂ@%ﬁ?ﬁm‘
01815 2 AN, FEARBT A IR B, EMAASHZE ( 1nl)
Sl L 8 /NN, R LA M A TR, &
LA, AR IR R a, B e Ry, A IREY
(1 108 OEE) A SR E MR A ( 120ne ,
53%)a

"RMR(CDCl;}): | s 7.32(d, J=8.08 Hz, 1H), 7.12(%t, 8.19 Hz,
' 1H), 7.02(d,.J=8.05 Hz, 1H), 4.41(s, 2H),

3.69(s, 1H).

-

et e e e

Te 65— —8 ——FFHL— 3 — ALK Z b,
HE¥EH(620me, 2. 73mmol )EFK( 2 001)

— 3 6__



WW%%*WA:WM(U-?ﬁI,smml)%ﬁmﬁmm
(100me, 0. 52mmol), e g A B P A A
(% - faAs ). sAMEHME R MANEZE, X
2 BR Y, S RoReksl. ERFRETOERE (40
ml )y, wARENER#H (4 00me, 6. 4 mmol ) HR AR
OB R A, KIERA YT EIETHRE L 8. REHKE
BAMBIAL S BEARKM ( Lo o m 1 )RR 2 M. A
B R FLRA R TR T EIR. A A, AR TRIRE
WG, WIRAWEITT L 0 Wakm P, AAUA TEER —RK. FEb
Bk AW, W T AR AR EEIRA Bk, BREA AT
TR, AR ALAE IR (e AL AR B st i, A TR TR
EE?&%. BaEedRig. 2WREN (4 @ 1 T8 TEH4E
NH,OH ) #lifh, FEEEid KRR EHm (4 2008, 500
NMR(CDCljs): 6 7.16(d4, J=7.77 Hz, 1lH), 6.98(t, J=7.85 |

' Hz, 1H), 6.80(d, J=8.16 Hz, 1H), 4.28(m,

1H), 3.78(t, J=8.30 Hz, 1H), 3.17{(m, 1lH),

2.93(m, 1H), 2.67(m, 1H),‘2.53(t, J=7.42

nz, 4H), 1.49(7xH¥&, J=7.32 Hz, 4H),

.91(t, J=7.28 Hz, 6H).

T. 3 ——EWHAHE— 5 — Wi Kt Ak think ik

F-78CT, WI¥=h(420me, 1. 35 mmol )it
W skl (2 5 m 1) IR mAIET 240 The ( 1. 6M,
2m1l, 3. 2mmol ), FIGWEMT —78°C T LK. M

 mERAsmEmA—FEowmAm (0. 2501, 2. b ummol),

R RLEA MR IR B 5 . 46 KL IRA R R AR A dhER



ok Tl MBI TR AN AR, FFHMIEN, Tk
A8 S SLBACE LR ikl IETH — UF Bt AR AL A B
T REE W, B E kR, BNRBH (1 1B TE
4 NH,OH ) MR a S RE (290 mE, TT7%).
%m!a HhER the E4E S ( TEE CHE) B e s RN RRELE Y
(mp=181-183T ). |

Tk T E ¢y oHg sNOS-HCL:

8 50 {4 :c, 60.83; H, 8.30; N, 4.43;
5 W @ :c, 61.09; H, 8.32; N, 4.44.

MS: 280(6), 279(28), 252(8), 251(23), 250(100), 179(74),
98(50). ' '

NMR (CDClj ) : 5 7.10(t, J=8.01 Hz, 1E), 6.75(d, J=7.89"
‘ Hz, 1H), 6.63(d, J=7.97 Hz, 1H), 4.30(m,
1H), 3.78(t, J=8.30 Hz, 1H), 3.20(m, 1H),
2.89(m, 1H), 2.56(m, SH), 2.45(s, 3H),
1.48( 75 HE, J=7.32 Hz, 4H), .91(t,
J=7.31 Hz, 6H).

WA 8, AXWLAA S — B Tia REAH R
A, B A KW 5 — DRAERT RAE—HA 5 —HTL & R
7= e R B i, AT AT T BT R i L) 4 RR 46 4
AR R, |

S JORR D IR TE ¢ Bk, RERSE 5 -Belkle R

AR R A L. Yok, BEARAL noAR R et B 4
B, AR FRUEA SR G R 2 S A 4 BT A
tofearty. BAREIET RE BAEHNE—REEAY



O« 01—20me . k glARLHFELE Y. ke M E—f s
%%o.oswlumg/ka,ﬂﬁmﬁ%o-1w5ms/kg°
Z It T S EIA ., B uk. 28 M. 255
KT fika. VAW, BAFER A KWL Uil — D skaFiE
R BAMEM b B ENL L A REEEMER M, MATHES —

£ 000 5 AT R R
CHLEIEW, WHAEMHENLAAMNE -RekMaRgnY
o B o RXALS WA AR BT RGN EF 5 —H T
CRUPRATRE R A, RO T R R k. 94
AR BE. HM B, RO, Bk, A R TR
Lt ILsidn 5 — B T ik o Ll et W AR IR T Lt iRm e
iEa .
PAT TR BAESE R Rt 6 32 AL 1 o KL
TER W fo XA — i Wong AR ( T, Neural
Transm.71: 207—-218 , 1988) .
‘ H)‘Ulfgﬁﬁarlan Ingustries (Cumberland , IN) By
f Sprague~Dawley KR (FE110~150¢8 ), AEMHE
PlPurina Chow (R ZEA 8 XKEA T, ELANKAR, T
- 4 C TRl PR N I ) Wkl B
' WA RE. 32 MEHTHK L1000 X8HARL 04
f, MELLT7000XeBRL 024G, I LM Rk
| W RREYEHT 10 0 ARng 5onM Tr1is—HCLI(PHT -4 )i,
T3 TCTIRE 1040 HEL50000X8 B opdh. EE M
| RRATUEH RS T YOS 1 5omM TTis—HCL(pHT-4 ) ¥

— 39—



FH JMHEEAZF#AJJ: B W HUR T 8 — f{%' — 2 ——HAEL—
1, 2, 8, ZALH ( *H — 8 — OH-DPAT ) hRAFiB M
¥ 6 —HT, A G4k,

H—8 — 0H ~ DPAT (95 418 A SURMN F 24T (Wong
et al., J.Neural Trausm. 64:251—-269 , 1985), &
i%,%xﬁMﬁM&M*ﬁme%MﬁﬁTd7CT%M10%
o, MBIEEWP4H 2wl 50 nuM Tris—HCL1 , pPH7 .4 3
L0 A MARKEST 3 0. 6w MGHMEEs 0o 4 n M *H-8—0H—
DPAT, RIBgery (6T B ) i mELER S EEL#LE. Bk
JRA 5 m 1 AW kWA, JFET A Lonl PCS
(Amersham/Searle ) WHRHH IR, FA S R £
Shike WeADEEMULT L 0 # MURARIE 8 — 0 H — DPAT i3 4
A e A, *H—8—0H—DPAT MR HE&E, EXY
EHAME L0+ MARIFIT §—0H-DPAT FRIE TH 42 A2
EHARMARAL YO WEERTTTHNR [ R 1HWE
—ALE0 W BT LA P i S F 3 BATTAEESR T BT MGG o AE S N
713?;‘3{'1“)5)?7?%4@ BF A 25 s BHE —H24B B T ARl i 3705 v i

—R24EH T RE AW E, M *1-8—0H~DPAT #4 50%
%ﬁ~%ﬁﬁ$%ﬁﬁﬁ,ﬁﬁl¢%%1%oo

—4 0
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WAL Y o R s, 35 &M 58 BH A
AHXRAE WIE AR, Ak #4i% Sprague—Dawley Kk f @
ket d, SMRBAER 6 A kK. TRWE/DIEARA R,
MEARNED — B LEE (5 —HIAA ) R/, 5 HIAA R G—HT

t—b Rl . A 5 —HIAA KEWTHRATFTRI.

A6 b 0 Rk
Y
b .
/\H/ \I—N(Pr)a
NN\
O HE ~/_5c.\ﬁi5ﬂ'tF’E1‘il 65 —HIAAJR tb;(j‘pﬁ'ﬂ@
Y  (masky) £ ( nmoles/g) Eﬁ]*th
- 0 1.67 £ 0.08
OH 0.1 1.62 = 0.07 0
OH 1 1.75 £ 0.05 0
OH 10 1.40 + 0.06 16
SCH, 0.1 1.56 + 0.04 0
SCHj4 1 1.45 £ 0.03 ' 13
SCHy 10 1.25 + 0.06 25

P

mEFAR, #A4EY ( 8—0H~DPAT ) o ik 895 10H 3
‘ﬁwﬁlomg/kg,mmﬁwwA%cY=smu)mﬁﬁﬁﬂ
FuEAklof Whlue ke,
3% 00 SR B B BT ARHD e B SR KA Sk R K A I ks
8——0H—-D?A1‘ AEEHV-03 m 8/ k g FlHIAHK, WAZH



At (Y =SCIy ) M AL L 0fF, RIS M 4%
0. 3mwg/ kg,

A RYGA PRSP MR He B ARV A i 5
— BRI R A, 3V AR A R WA RS T2 H
k. AEMBRLA. o

AR R 0 2 il ) E R e T 5 A R AR By i
AR R A, —REREERS S RERE, RAREHE,
RAERKN, BEQBRTUZHRE. FE KL LESE 428
HARATERET W, 55T R i R R WY MR AR A
WEMR. S ERRG RN R. F ok, A e TR AR, AU
WAl WAL M. REANL. Bl ERR. AL Wik
Pl RER CEEBRERENTE ) 2P ES 1 0% (T ) &
eql At o8 SR AL ARATUE RO e, AL RS K. AEa
Bz,
BB WA WP TA S A
SR B AN WA BR4T. SRR, SR W
Me. FEERSE. fdnF4ER. MTJHabyE i, ik, R, ¥
GifeF. BEXFHEEL BEETREBA. BE. TR
Fipitle ZMHH LT AAG AR HEN. LR, SRR
R AR vk SR, TR AR TR B Y O S AR A 00
Ay, AN U, A A 0 e, PR R A,

BIFHE ?ﬂ/a**ftéﬂﬂaﬁlt-“f!-{iﬁ'] o, GO —FEAL0.1-500m8
EHIRA, REAL— 250w 8o RIF“LEHE " HEFHEHA
kAL LB T A e WP L A B0, EBEAE



BTN S T A U 9 M A, A BBt 9T
TR SO ARRAE B, W 2 YE IR A 22 U My 56
| CUE | |
FIL T 2R A3 4 08 e i
| B(me/BR)
2—_EFHEAL -8 —WgHk~1, o,

3, 4 —HEEIELAI = AREY - 250
TH I 200
T m 4t | 10
Bt ' 4 60mg
T LR A G RN RICE, BIEE 60 m &,

| WoH 2 |
FUH TR M & F A

o E(me/F)
o ——EHLERLE— 8 - —1, 2,

3, 4 —MEMELTL , 250
T A4 & 400
i = A nt | 10
)] § | 5
Mt S 665me

A A IRAMBISE AR 6 6 5 e 0L

— 4 4 —



G I
A8 P 21 AR TR

ERY
g —_EFHARK— 8 —F ek —

1, 2, 8, 4 —WOEELWE 0.25
pE 29.75
Watd 2 2 (ARZAFR ) 70.00
Rt 100.00

WEEAE Y S TRE, RADME - st 2 2%,
BHE— 80 CTHEBNRIEIF. 8851555t B v 5| L 454K 7 88 v
FAF RoP S R AR, REAREE FNEE. |
| B A R

W T AERE 6 0 n g HERASEAT

2 —WAHECEAK -8 Kk~ 1, 2,

3, 4 — MM Bk i Gome
Vg 4 5mg
WRAgEL 36mg
WOH el (1 0 YWAOER ) 4mg
ﬁiqﬂfﬁﬁ){%ﬁ j | 4.5m g
@iﬂlﬂ”fﬁi-}ifh j | 0.bmg |
wE ; 1mg
Bt » 150msg

Qo bR FMREHE Filit 4 5 B AE WA RA. 8
W T ML B LA T PR R R, RE S IRA il 1 4



B SEHE fiia B 40 BRT 5 50CTHIERLL 8 HEE . #HiE
TEZHUEL R AN BTG 6 0 H 28 E e P25 M. ARt
forg, BERBELANLEWNREGEFE LS 0 gl K.
o 5
o THEEREE 8 0 m g Wl Ra B AA -
2 —WRE -8 —Figkdk -1, 2,

3, 4—MEALELRY gome
W 59mg
P A HER " 59mg
Wlamee 2m g
Rt 200me
W R o4 F. A g spip o —k, FLFEn

4 5 j?:l s FPIRNTY I SE, ERFK 200w 8,
L

W GERNS 2 2 5 w e fEk RS WRA -
1~ — o — = F AR - 8 — i~

1, 2, 3, 4 —mWEAEERT 225mg
“in g 7 - b A | 2,000m8
n..Tl. j 2, 22bmg

qum4u¢ooﬁkﬂw,#£ﬁfmtmx 7T Tl
AU A R TR Wl B o R IG IR W BN RNREE N 2 & AR
HEFL P R R4,
WA
TH 4455 m LA 6 Some IR AN E T -

— §—



— I P A — 8 — AP KW Bk —

1, 2, 3, 4 —WARKLRE 50m8
fﬁqﬂ *?éfﬁ'%’“’w hQmg
K& ‘ 1.25 m g
A I | 0-10m g
PuRA | - Ef
Eachil &
At Z SR ' bml
ﬁ’u".‘i"ﬁ‘l‘f-k}&ﬁ‘iiﬂiids 5 8 k5 W AL AR L RN A AR A

K351 R — KRR A L YR A A A
TN % FnT J’JH)\)E% b s B T BE R iR AR
W oM 8

T 4 T 1 AT b AR A
9 —— LGk — 8 - L gedk—1, 2,

3, 4 —Maqtzshaki 10Qmg
B K 1000ml

A R AT — Pl-’iﬁ:')}‘ f1ml i S AR T AN AR E &
. He

— 4 7._._
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