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12-2- F A K Bk ) %2 4-[3-07- - 1H-% o 3-4) & 2 ok
%

1-[2-(1,3-3 5 = FURIR-5- R A ) KA ]-4-[3-(5- #-TH-73| -3- )
A%,

1-[2-(1,3-3 5+ = R IR-5- R BA) KK ]-4-[3-(5-#-1H-%3| R-3-4)
R AR,

1-Q2- KA K EK)-4-[3-(7-R-1H-3%-3- ) B Ak %

1-2- K AEKI)4-[3-(5,7-= #-1H-"3| -3- ) " K%k %

1-[2-2- F A K EA) K R )-4-[3-(7-3£ -1H-73] & -3- 55 ) & £ %k
%

1-[2-G-(= F AR KAL) KA ]-4-[3-(5- A-1H-73 -3- ) A A
V&3

1-[2-2- F BA K R A) K R )-4-[3-(5--1H-7] % -3- K ) & A ]%

15
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&
1-[2-(1,3-F 5 Z BURIR-5- A B KK )-4-[3-(5-F-1H-73 %-3- 1)
PSP
1-[2-(2,6- = 7 SR AIO) R K ]-4-[3-(5-R-1H-73%-3-2) R K %k
%=

1-[2-(1,3-F5F = RURIR-5- 2 AA )R A 4-[3-(1H-wheg- 5+ [3,2-h]&
#h-3-2) R A% %
1-[2-(2-F SR I FA]-A4-[3-(5,7- = #-1H-v3%-3- ) R K 9k
%,

1-Q-FKEA )4 3-(5-#-1H-"3| % -3- 1) & £ ko4

1-[2-(2-F &, A K A ]-4-[3-(1H-wt &5 [3,2-h] o ok-3- 2 ) &
Ak%;

1-[2-3-F AA KAL) K E]-4-[3-(1H-mib o8 57 [3,2-h] & ok-3- ) 7
AR

1-[2-(1,4- 3 5F —0Ebe-5- R AR R ]-4-[3-(5-F A-1H-%3| %-3- 1K)
SEYES

1-[2-(2,6- = F SR AR K]4-[3-5-F £-1H-73%-3- ) H A
Uk,

1-2-G-F &£ X E A XA ]-4-[3-(1H-73-3- 1) B £ k&
1-[2-(1,4- 3 FF ZRBkz-5- 28 ) KA ]-4-[3-(1H-73|k-3- ) /| A ]k
%

1-[2-(1,3-F H = BRIR-5- L B ) F A ]-4-[3-(5-38-1H-73] -3 )
AA%%;

1-{2-[3-("Gor-4- )R B AR KR} -4-[3-(5-F-1H-73) _-3- ) A A
KR

1-[2-(3- F A K R ) KR )-4-[3-(5- R -1H-73] %k -3- 5 ) | K [k

w
o
o
a
W
ym
W

1-4-[3-(5-F A-1H-%5 %R-3-28) & A %

16
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-

1-[2-(2,6- = ¥ SR AR A ]-4-[3-(5-8-1H-73| %r-3-25) B A 7k
%

1-2-GB-(= ZEARBOF L) F A ]-4-[3-(5- - 1H-7| %-3-KH) A K]
R,

1-[2-2,6- = F B K B ) KA ]-4-[3-(5- #-1H-73] -3- 1) A A [k
%

1-{2-[3-("yobk-4- 2 ) K B K 2L -4-[3-(5-if - 1H-73| %-3- 21 ) A AR ]
9K

1-{2-[3-("Gob-4- ) K AR R AR }-4-[3-(5-A-1H-73| k-3-2) A K
KR

1-{2-[3-("Gopk-4- K ) K B KA }-4-[3-(5-m-1H-"3| -3- ) R K]
1-[2-3- F & A K 82 ) K A ]-4-[3-(7- f-1H-"3 =k -3- ) & 2 ] %
%

1-2-F A EE)4-[3-(5,7-= F - 1H-72|k-3-24) 8 A k&,
1-[2-(1,3- 3K 5 = & X IR-5- L B ) E A )-4-[3-(7-32-1H-93| -3- 1)
AR

1-[2-(3,4,5-= ¥ R R FA) KK ]-4-[3-(5-i -1H-"3| %k-3- ) B A&

HH5E X | WA TUARALAFRMIRGE, ZHGRE TN
KL QFEAELLYPTERA.
RiE CLa WA RIEEA 1-6 NMBET (848 1 AMF 6 AR T)H
5 FHRABIE, FlleFTE. A, I-RE. -/, I-TA. 2-T
AL 2-FAR2-RAEF 2-FA-1-RA,
Fl, Cy e it fn Cos b A 451X A 09 BLA 2-6 MR F (8L
2 A6 ARBRFIGER, mAMEEARSAEAE Y —A bt

17
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REA4E,

KEAIEA. . BN,

Kt G AR EA 3-8 NR T 69 2 0B IR R IR IR,
BlieA@mE . FRE. KT, RELAFKRFL, KA THEFTES
FARA. HRA. KTA,

RiE C o AR, CamimA. CoTRALRKEPREN
A LR X8 Cmikeiir.

B2k 2 48 CHO At ¥ 522 A b % Xt Cp o itk 49-CO-B .

AFRREFHE 5K 6-THRRFEH R R A wbeg k. sk,
wpr . kAl E AL E.

AL RA B ARE G EHIH B TR R LRE. §
LR, KFBER. IR, M. 8. NEFTEKHEE. T4
B, URZBRB. LR, R, BEER. KB, 8. #FEe.
B, ERB. BB, ABBK. MER. RLRBK. B8, 42
B, REBER. TEBR. FRARXTR., 548, KB URE
B VAR 8- ARE AR, Flde 8- AR B K. ALK FAUEE AR 64 52
BIAE S TR k. Bk, SOEB. B . RAHR. BEA
MR, AKANBIRER LA SR ERT RN G F L TELNE.

eI, REFESWHTAAEBRNICH R EHF L THSHE

AGek. TEPGENNDBXAGE, FTFALPGBSHRE
ROA A EHIH XFE T IEEH R K.

AL ARG SR FHF S, RS H A FHR(F] doxt
BFMIK)EE. KLV QIR IHGFHKE LT RAY, &
&I H R R,

R Sty ik, Flhei@ ity B L IEstak FMIR G50
J AL 3B A T B A A e B oMy, ST vl 4% 9b o % ’\uﬁf/‘\%%ﬁf
AR KT BRAR . 591 il ety AR AT mAR o 5 — R ik A F Ak
MR L AT BN, BlheBid B R d-R L-(EEME. AMER

18
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25 XA AR B ) & 5T AR R LA 6 S0 2 e dh o A Ak dbxt ak
R, RERAAY AT vAE I AR AR AT B R A ARST A I 5.
T VAL F AU BEARAAR S48 o L F MRS L8 F k.
XA k6,45 T Jaques, A. Collet #= S. Wilen £ “xfufMtk. $h
5 H A4 5 ¥4 , John Wiley and Sons, New York (1981) 9 #ik 84 5
7% KA A AL 5T VA ) 2 ok R A AT .
AEZ RIS T AR AT 75 X —%4F, Pk ik eds:
a) 1& F X 91+ Az

Re
3

SO0
R

mX
R!
R4 R2

Ra
m
10
HE+ R-RE, X, YAmEBEFTEX
5 A T8 X & BRALR) B
R7
(CHy)-G

R8

R R, ZAnB#EL, GAHMENBLLAR, flomd. Faids
15 . FERBREBAR

19
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10

b) & T Xeyiue-4

RB
o’°>— (CHy) R%ji\"g >
. 0 nHt H{) ¥
X
RS Rt

Bed

RS
v

F£# R-R*, X. Y. nf m B2, QOH), » =8, 4|4

LB KR B RR W o0y — B3

5T Xt B BEL
: NHNH,

R?
A\

Q) T XBBL R

Rs
R7
CHY )
e -0
Re X
R Rt
g;L

R3
VI

A% Z. R'R: X, Y. nfm BaEL;

20
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10

15

d) T XL R

Re
o 8"
7 R\ -Q
8 A\
R1
R R
3
va

A% RR Y. XA m B2,

—RRBR T F i ATIRAEMN: BATAEABRELRN, HFLEHF
T BB o = T B R AR B AT ) VA &&ﬁt_ﬁwﬁﬂa—gw&#éﬁ%%T , B
SEEMNHBIeRE . L. TEAFTHR. W&ok, —IFR. L8,
2-"BF. TEBRE. NN-ZFATERE. —FRRK [-FHK-2-at%
HEDY, T B REREA L,

ozN-Q HzN-@ }‘BQ

R LR b BSR4 X T 6948 Bei - . A2 R A ALk,
KR, LR FEFFlde NN-—FRFEBEP, FHHYERET,
1% 2-F-FERA R 5 X, VI 69 FHORA R AL . 42 F AR KA dodeti ik
& SAAE A RAEBRHIES & 694k F R RS IX BB, &
Kt adh X st E 2 X 1 i, @it 5 0Q-R L)k

21



00819205. 7 oM P FE15/31m

S EABHRE TR RELBAT Fik6 % F 4 m(Kruse %, Recl.
Trav. Chim. Pays-Bas, 1988, 107, 303-309), # &7&%.
2)

. FeCp* ZJ?C‘
. (cn-lz),., ( Hz

Vlll
X!II
FeCp* RS
0 — )

0. ( »@

m -

RY”. R2 Re
xlvRS . R3
XV

5 KA, AKX X GEBKR_BAEAHEEZ T KRG EX T ¢

i, BARK R ASENHRP AR, FlliRA-. FTREK2-FL
2-R FA-HAR TR, RE A HARG| 4o Merrifield A5 K £,
WRABORETERE LA F 40 wang KI5 A AL FTEEB 2L H
(Zaragoza, Tetrahedron Lett., 1995, 36, 8677-8678)., X, XII #) % I 4X Ik
10 SRR R FRE R ARBBEARA RGN TE s th
FEER. BERTFEN e RLKQDE K GT, £576EHBIoEEK
47, THEGRAT, X XU ¢4 ERAIR L < ABE#S-1,2-=
AXRN-RRHEADE ., ABEBN-1,2- — R E - A%
AR (D)4 B 5 Lk K ¢ 7 % %] & (Pearson F= Gelormani, J. Org.
15 Chem. 1994, 59, 4561-4570), K&, EIERFEH defKw Sk T,
KA AL B3 ) BRI B BRAT R H R L AT A% R 3 dm B AL 4R 69 BT X,
VII FARF TR T, B aeX X ¢—fRITEME
K VIII & FHEKA R . 4% B8 L #K 5 i% (Pearson 47, J. Org. Chem. 1996,

22
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61, 1297-1305)i AT R 454, KRB B A AARBB ARG LT T4
T 4ot 7 ik = 4R 37 A 3 BB X #k F ik (Zaragoza, Tetrahedron Lett.,
1995, 36, 8677-8678; Conti %, Tetrahedron Lett., 1997, 38, 2915-2918)
MBAREEBFFEEHX T4, LT R =H@K XV 4R,
X, VI #F4EATHFEFEF, EARARBRBEARGHNF TEE DT
4ot 77 ik R B B8 Lk 7 i (Guillaumet #= Hretani, J. Heterocyclic Chem.,
26, 193-196, 1989)%| 4% .

3B L 4k Fik(J. Med. Chem. 1983, 26, 1470-1477, Brodfuehrer
% ,J. Org. Chem. 1997, 62, 9192-9202, Anelli 5, J. Org. Chem. 1987, 52,
2559-2562, Brodfuehrer %, J. Org. Chem. 1997, 62, 9192-9202) % &

R AARBIIA TG00 7 T & Cdm b 77 ik w1 T XA

R7

@\_}- (CHy)-G
A

R8

PR b IR R Tt NIV 85XV FABR
R BAO LG RE, KB REAEBY T Fischer w|<pa-matibhvilwk, R4
&£, 1% Lewis BRAEALF (11 BALEE 3 = BAH) R A R FBR(PLL AL
BRRBB)ESENEN (Pl TR TE)Y, THIZHYEAT, A
BAEERATIRAR SARS .

1R A EEF ARG KR X 69 LBRIA Bl B 2)tid 6
B LR 6 &X IV 458, L+

0\
R= (CHz)n71_'-<O,Q

1R Lk ik a AEA M, AT REEEAMLX X 93k a7
A XII 84 & F 74K

23
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(8]
C!—«:Hz)nr(o,Q

XVI

A XVI 9 REMEE SR BT 514 AT T RBBAE A AL
A, EEEHEN TR, THEHHERET, &KX G-(CH,),,-CHO
WEEFTE 22-—FE-13-ZRRFA4-XA-FRATERRKILE R
5 Ji. J Normant %, Tetrahedron 1994, 50 (40), 11665 A~42 7 i t4 £ 4
FkElE 4-RTE. S-RUEA 6-F TBE,
—fx4E A LiAlH,. AlH; & ZAk, EHEER 43w Srkd.
ZPER R LB Y, TERIXRERMASHNIHFATHATERB X cfo
d $ER, EAXABBEARAREGT THE Lty dk, X 10
10 A P FaAR BAR 64 73| - 3- U AR BR SRR BR B AL $1& X, VI #BLA:.
BB Ik % By & (Nichols al., Synthesis 1999, 6, 935-938; Speeter
#= Anthony, J. Am. Chem. Soc. 1954, 76, 6208-6210), f] 3-KEAX 5|

Fa X, I A fe 4| & X, VII #9 8 he.
15 £ 34
B A BRL A R RAT #47. 12/ Biichi SMP-20 £ B | & 42 &,
AHATRIE,

J Bt A & F % & F Shimadzu LC-8A/SLC-10A LC % %44 PE Sciex

API 150EX X B K 1F 047 H LC-MS #4%. LC £4(50 X 4.6 mm & 5

20 um #: 42 YMC ODS-A)#y X MM iBpE A K/ITHE/ZR T
(90:10:0.05) £ K/ T/ = # Z.8(10:90:0.03), 2 ml/min, 7 min, 424

3c. 3e. 3f A= 31 & LC £ (Waters Symmetry, 30 x 4.6 mm, C18 3.5 my
KAV Bk AL . K/ TR/ = B L BR(90: 10: 0.05)E K/ T B/ =

# ZB(10: 90: 0.03), 2 ml/min, 4 min, #itst UV X3£(254 nm)st47

25 ROHELE., REGEE R AT ERT. AAARMNE L#T4 &R
LC-MS-4% . LC £#4(50 X 20 mm & 5 pm 442 YMC ODS-A)# £,

24
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M BAR B h . KT Z R T BE(82: 20: 0.05) 2K/ T/ = 2. B (10:
90: 0.03), 22.7 ml/min, 7 min, #&iL4HFHE MS ERILE RS

4 Bruker Avance DRX500 /X 2 E-F 500.13 MHz =% % Bruker
AC 250 4% EF 250.13 MHz 2% 'H NMR tig43E. RAEL
(99.8%D)HK = F L A(99.9%D) A4 &% . TMS AHA L BATE &,
e ia4avh ppm AT, 3 F NMR BF56%EHRT, AT
FIBE: s= £, d=RF, t= ZF%, q= WEH. qui= 2 F
M- h= bEE. dd= ARE, dt= R=F%. dq= RAWEE, tt= =
ANEZE¥ . m= 3% b= TS —FEAR S TERR T4 NMR
%5,

&L ) Karl Fischer &5 3 M % 4 sy LM F 4 K42 £,

W o AL B 5 sk R 4G R 48 R A HUE R A E AR b AT X
B, FREFOANERY(LAKABRERABRN), LB, ATEL
A, A2 230-400 B ASTM &4 Kieselgel 60 & sIQi#tATA BAT. B
F R EAT4E A vA T A8 Varian Mega Bond Elut®#) SCX-42(1g),
Chrompack /* & B &5 % 220776 .42 R 77 /) 10% L8R &) F B3 2% (3 mL)
R E SCX-4. RADEAH & A T 444+ Varian Mega Bond Elut®#4
C-18 #:(1g), Chrompack j* & B 55 4 220508, 4%/ %7/ F 85(3 mL)
Fe(3 mL)YRAE C-18 4. A 4BRHITHELER, 444 Philipps
8% 5 KR (300 W),

EH 1
1-{2-[3-(= PR R L) KR FKE)4-[2-(1H-%/5-3-£) Z K] R FEF B
#(1a)

1 1-8-2-AE K150 g). 3-(=FARIE)KREH(13.0 g fEM
47(11.8 )M F NN-— ¥ £ FEE(350 mL)F, @A T #HME 18 I o,
REBWREER, BINKT, A LR UEBERBITEST RHTEY
RIB, HEWRRREN(RSR: CBRTE. = TR/S0: 10: 10)4i4k,

25
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A 45 % 8] AR AR T 2 B2(200 mL)F= 2B (20 mL) &4 RA4p ¥ . Am A Pd/C
(5%, 4.5 g5, EAASA3 ba) FHhH AL RAY 3 NoF. TERN
Bod, PAERA CKMUBERBAFAES FRITELHAE, KTk
(112 g). HHmaEE. R-QC-ROAVEH#KE(8.6 fF K200
mL)E AT 48 . SR RSMETRE, ATRAELNE
BA, RAEEs -{B3-(CFARPOREAIREA%R%R(18.6 g). 4
Fatk . THKBR AT AES(32 g) MK BR AT (68 g) £ W Srkhik/1l F
$ R T S0°Cheth 18 B, £ BAME, A LRTEFFUKA. 1K
EHH AR BATE T R HATRIE, REGRREN (B LB LB
/8:2)¢k4k, FK1F4h BOC-RIFF ) 1-{[3-=F L)X AL]RA}%REO4
g). TR TFH ¥ BOC-HT4 A £k & k(30 mL)f = £ 28(30
mL)RAY F eGiERk 1 ey, AZERRXFELMER, MANTKRTEF
1 N S ARk, KEAMAR, BBATEF HRTLIE, $HE34%
1-{[3-(= FARE)REAIRA)RE(6.0 g), BATAHBPFESLALNK%K
%(1.37 g). 3-(2-i THA)-1H-7":(1.0 g). #B47Q22 g). sRL(E
BT RAF T ARG RS 24 10, KRASWAHNE TR, S5,
ARRKRELMBER, REQHRYZEREN (R R LE =T
F/26:70:4) 64k, RIFAFAIA A5 . A RBRLE SATRAL A E L 3
(1.27 g). Mp 210-203C.

'H NMR/250 MHz (DMSO-d,): 2.85 (s, 6H); 3.00-3.35 (m, 12H); 6.15 (d,
1H); 6.35 (s, 1H); 6.45 (d, 1H); 6.85 (d, 1H); 6.95-7.15 (m, 6H); 7.20 (s,
1H); 7.35 (d, 1H); 7.55 (d, 1H); 10.90 (s, 1H). MS: m/z: 441 (MH+),
144, C,H,,N,O #4+ J44: C, 67.89; H, 6.47; N, 10.56, 5244 : C, 67.34;
H, 6.59; N, 10.30.

1 AR BB A 7 i 41 & T 5l A-4:
1-[2-(1,3-FF = F K 3-5- K FHK) EK]4-[2-(1H-%]R-3-£&) Z K]k
F &2 (1b) Mp 221-228°C . 'H NMR(250 MHz, DMSO-d,): 3.00-3.35 (m,
12H); 6.00 (s, 2H); 6.40 (dd, 1H); 6.65 (d, 1H); 6.80-6.90 (m, 2H); 6.95-
7.15 (m, SH); 7.20 (d, 1H); 7.35 (d, 1H); 7.55 (d, 1H); 10.90 (s, 1H). MS:

26
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m/z: 443 (MH#), 311, 131, C,H,,N,0, #43+ F{&: C, 65.10; H, 5.54 N,
786. SAME: C,64.86;H,5.55;N,7.60.

A 2
1-02-[3-(= P AR K) KEK| K K}-4-[3-(1H-5%-3-K) G £] K %E(20)

%) 840 4542(8.0 2)4y W Sk (500 mL) &% & P i Ae 3-75 R R BR
(20 g)#ym R rkh(100 mL)A®E ., B TRARZRESY 1 Dit, R
FEAHE 5T, RERIAK(6 mL). 15%5HEA4AKIEZB.0 mL)F
K40 mL)E, TR THFERLZRSMITIR, RELE., RLELHM
BR, RAFLEE 3-(1H-73|%k-3-2) A BFd(19.1 g). 4% 3-(1H-3|%k-3-5)
ABE(18.6 g)Frv9 B LBk (42.1 g)EfR T (1 L)F, A3HE 0C, 4
Y ERMANZEBEGT g). BAZRTHERLY 3 I, A%
AREBLEMER, RTHhZERENERR: L8 LE/2: 1) %7
3-(3-:2 B A)-1H-%%R(25.6 g). R %34 1 NBEYFH EALZ P A
5B 51BE, RIFHBHAEN BIRGAFALE4. 'H NMR(250
MHz, DMSO-d,): .1.80 (q, 2H); 2.25-2.40 (m, 6H); 2.65 (t, 2H); 2.85 (s,
6H); 3.05 (m, 4H); 6.10 (dd, 1H); 6.30 (t, 1H); 6.45 (dd, 1H); 6.80-7.10
(m, 8H); 7.30 (d, 1H); 7.50 (d, 1H); 10.70 (b, 1H). MS: m/z: 455 (MH+),
295,239, 201, 130,

FL ) A8 ik 48T 24064
1-[2-(1,3- K HF = B F-5- K R K) EK]A4-[3-(1H- 5] f-3-K) FE]RF
F &2 (2b). Mp 156-162°C , 'H NMR(250 MHz, DMSO-d;): 1.80 (q, 2H);
2.25-2.40 (m, 6H); 2.70 (t, 2H); 3.05 (m, 4H); 6.00 (s, 2H); 6.35 (dd, 1H);
6.55 (d, 1H); 6.85 (d, 2H); 6.90-7.15 (m, 6H); 7.30 (d, 1H); 7.50 (d, 1H);
10.75 (s, 1H), MS: m/z: 456 (MH+), 297, 201, 130, C,sH,oN,O; #9i+ &
{&: C,73.81;H, 6.43;N,9.23, FLMm4a: C,73.28;H, 6.45;N,9.00,
1-[2-(1,3- K F = F & #-5- K FK) KHK]4-[3-(6-F-1H-%]R-3- &) 77 £]
FRE=HBH(2c). Mp 165C(4#). 'H NMR(250 MHz, DMSO-dy):
2.08 (m, 2H); 2.73 (t, 2H); 3.02 (m, 2H); 3.15 (m, 4H); 3.55 (t, 4H); 6.00

27
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(s, 2H); 6.40 (d, 1H); 6.65 (s, 1H); 6.80 (d, 1H); 6.85 (d, 1H); 7.00 (m,
2H); 7.05 (m, 2H); 7.25 (d, 1H); 7.38 (s, 1H); 7.55 (dd, 1H); 10.45 (s, 1H);
11.00 (s, 1H). MS(m/z): 490 (MH+), C,H,,CLN,0, 43t F4&: C, 59.73;
H, 5.38;N,7.47, s£@4a: C,59.13;H,536;N, 7.26,

1-[2-(2- F AEEAK) EE|4-[3-(5- R-1H- 5] R-3-K) G R RF =&
& 2H(2d). Mp 183-189°C. 'H NMR(500 MHz, DMSO-d,): 2.12 (m, 2H),
2.73 (t, 2H); 3.05-3.25 (m, 6H); 3.55 (d, 2H); 3.65 (d, 2H); 3.75 (s, 3H);
6.53 (m, 1H), 6.88-7.20 (m, 9H); 7.27-7.40 (m, 3H); 11.05 (s, 2H).
MS(m/z): 460 (MH+). C,H,,CLFN,0, #3tF44: C, 63.16; H, 6.06; N,
7.89, sEM{E: C,63.04;H,6.07;N, 7.88,

1-[2-(1,4- K H = BEAE-6- K F ) R K |4-[3-(1H- 5] f-3- £) 75 K] R
(2¢). "H NMR(250 MHz, CDCL): 1.90 (qui, 2H); 2.40-2.60 (m, 6H); 2.79
(t, 2H); 3.15 (t, 4H); 4.22 (s, 4H); 6.45 (m, 2H); 6.77 (d, 1H); 6.85-7.22
(m, 7H); 7.35 (d, 1H); 7.60 (d, 1H); 7.92 (s, 1H), MS(m/z): 470 (MH+).
1-[2-(1,4- KF = BFAE-5- B AK) KK ]4-[3-(5- R-1H- %/ 2R-3- &) G K]
s g(2f). 'H NMR(250 MHz, CDCL,): 1.90 (qui, 2H); 2.38-2.53 (m, 6H);
2.73 (t, 2H); 3.16 (t, 4H); 4.26 (s, 4H); 6.38 (dd, 1H); 6.60-6.75 (m, 2H);
6.83-7.10 (m, 6H); 7.23-7.30 (m, 3H); 7.92 (s, 1H). LC/MS(m/z): 488
(MH+), Rt =2.53, #E& 99.8%.

1-[2-(1,4- K H = BES-5- K FR) K K]A-[3-(6- F-1H- 5] %-3-£) 5 K]
% (2g). 'HNMR(250 MHz, CDCl,): 1.90 (qui, 2H); 2.35-2.50 (m, 6H);
2.75 (t, 2H); 3.18 (t, 4H); 4.28 (s, 4H), 6.40 (dd, 1H); 6.60-6.75 (m, 3H);
6.80-7.08 (m, 6H); 7.32 (d, 1H); 7.50 (d, 1H); 7.95 (s, 1H). LC/MS(m/z):
504 (MH+), Rt =2.60, #5/Z 99.6%.

1-[2-(1,4-F H = REAE-6- K F ) K K J4-[3-(6-F-1H- 5] R-3-K) 5 K]
o g(2h). "H NMR(250 MHz, CDCL): 1.90 (qui, 2H); 2.35-2.55 (m, 6H);
2.75 (t, 2H); 3.15 (t, 4H); 4.23 (s, 4H); 6.45 (m, 2H); 6.78-6.15 (m, 7H);
7.32 (d, 1H); 7.50 (d, 1H); 7.92 (s, 1H). LC/MS(m/z): 504 (MH+), Rt =
2.62, #E 99.7%.
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1-[2-(2- 7 K KL L) EK]4-[3-(6-K-1H- 5] R-3-K) X RF(2) .
6-8-3-(3-{4-[2-Q2-F AA-REA)-F A% %-1-4)-AA)-1H-5% 'H
NMR (250 MHz, CDCL,): 1.90 (qui, 2H); 2.35-2.50 (m, 6H); 2.73 (t, 2H);
3.19 (t, 4H); 3.83 (s, 3H); 6.70-7.08 (m, 10H); 7.32 (d, 1H); 7.49 (d, 1H);
7.94 (s, 1H), LC/MS(m/z): 476 (MH+), Rt =2.59, #Z 99.8%,

1-[2-(3- PEX XL L) EL]4-[3-(6-F-1H- %5 R-3-K) 5 Z] R FE(2)).
'H NMR(250 MHz, CDCL,): 1.89 (qui, 2H); 2.33-2.60 (m, 6H); 2.73 (t,
2H); 3.13 (t, 4H); 3.75 (s, 3H); 6.49 (m, 2H); 6.58 (dd, 1H); 6.95-7.20 (m,
7H); 7.32 (d, 1H); 7.49 (d, 1H); 7.92 (s, 1H). LC/MS(m/z): 476 (MH+), Rt
=2.64, #E 99.7%.

L) 3
1-[2-(2- P K K FE) KE|4-[3-(1H-%/F-3-£) F K] RF(30a)

W 4-[4-RER R B AR FTRAPREA T AREK TH(267.0 g,
235 mmol) &% F oK NN-—FEFELEQR L)F. A N-FiADk
(238.0 g, 2.35 mol)#=9k"%(102.0 g, 1.17 mol), & FH LR LR
16 JBF. JEdATAE, A NN-—F R FEAERQ X 1L). waraHm2 X 1
L). 7&(1 X500 mL). F&#QX1L). W& H2X1L). &l X 1
Lk, %5, A—&FHKEG X 500 mL)xkAREE, A% TS
C, 36 EEFILF L EHHAE(240.0 g).

¥t KR GG SRR (115.1 g, 92 mmol) &3 F LK w3 Ak
(1.6 L)#, mass fBmnS-1,2- = fARR-’-3 K 2% A4k ID(76.0 g,
184 mmol), K/EIABKE47(50.9 g, 368 mmol). F 60 CHPER iR
A 16 8. AFHEFIRE, BERE, Awack#H2 X 500 mL).
AQ X 250 mL). W&rk#H2 X 500 mL). K(2 X250 mL). &
(2 X250 mL). —H FH(2 X 500 mL). FEE(2 X 250 mL)Z 4.
%5, AR FHEG X 500 mL)zkAmRE, A E-FBRQS5C, 36 8)
FATHEAE & EATRE(142 g).

FERT, A 2-FAHAEQ22g 17.7 mmol)4y v9 £ .7 % (50 mL)
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TR RS A LS AL 4A(15.5 mmol)( s FARAR). ARATE
183 B, BIRIERAY 30 24F. RE, IMAIS VA LR RAEQR.8
g, 1.72 mmol), F 40CHHRA4Y 12 J0f. AHEZERE, BREHR
Bg, A Seked(2 X 50ml). wWA&H/K(1:1)2 X 50 mL). N)N-
ZWH FEEE(Q X 50 mL). KQ2 X 50 mL). ¥&3 X 50 mL). @&
sk (3 X 50 mL)i#tAT5%; KRB A FEEAw Sekd(S 50 mL, 5 AR
W) egpiE. &5, MIEA R TG X 50 mL)zkA AL E FEERS
T, 12 v8),

Wy s IR AR AS (3.0 g 1.84 mmol)Fe 1,10-3F Kok £ wtho2 /7K (3:
1)i%A4(20 mL)¥ 4 05 M A FZRREREY. AT HATH
o, HHEFRIFATUARSH 12 1. BEESTRORKER
AER BAT AR RARZ IR E ., BB, A FEQ X 25mL). K2 X
25 ml)ferg Srksm(3 X 25 mL)#ATRALZRFRRIFALES NMA
®), EEARHIBRLEZTRBEESC NNMER), ToMEeE, R
BE A — R F (3 X 25 mL)se A&t AEFHRQST, 12.048).

BAAE (%5 2.5 g, 1.84 mmo) & FZ A LBA_RA Tt L1 R
A5 mL)F, FERFHHA2 DN, REAAE, AFENXSmL)
Fe R F (1 X 5 mL)zek. A5FkAe, ALFRLMER, RFFAR
&h(1.5 g).

W prikshaF (10 mL)d. &) 4R A7 6 BRI \KER 4T
(46 mg, 0.33 mmmol)#= 3-(3-:& & £ )-1H-"|%:(33 mg, 0.14 mmol), ¥
BT 70°Chadk 12 Bt oA FRAEFT AR K TH(50 mg, 0.29
mmmol), FRAMHEEZRAIFETER., BEME, AFEN X 2 ml)
Fo BT (1 X 2 mL)i#t ok, RAAFGRAATELMER, K
BEARC S, L HEHE&HERM HPLC Effsifh. KRB HRFH
AR EZTFREGETFRHBAE L, ATEG mL)f 0H(4 mL)#k
HEMA, REM 4 NRAWYTERERAGS mL)REL >4, ALXELHK
R, RIFAALASY 3a A% €58(66 mg). LC/MS (m/z) 442 (MH"),

30



00819205. 7 oM P E24/31m

10

15

20

25

Rt=4.15, #&E 93%.

) AT R H& T 5)4e:
1-(2- R F & R R)4-[4-(1H- %] 5R-3-2) TR ##(3b): LC/MS (m/z) 426
(MH"), RT =436, 4E: 79%.
1-[2-(1,3- B H# = F K55 2 B R) KR A-[4-(1H-%]5-3- %) TR % #
(3c): LCMS (w/z) 470 (MH"), RT =2.62, #/E: 89%.
1-[2-(2- PR KK FK) K ]-4-[2-(6-F-1H- %] 5F-3- K) Z K] R HE(3d):
LC/MS (m/z) 462 (MH"), RT =4.35, s & : 76%.
1-[2-(1,3- B H = F B, 5 5- K FK) KR J4-[2-(6-F-1H- %] 5F-3- %) Z %]
sgg(3e): LC/MS (m/z) 476 (MH"), RT =2.64, #h/E: 89%.
1-(2-[3-(= F R EK) EHK] K R)4-[2-(6-F-1H- % F-3-K) Z X R %
(30): LC/MS (m/z) 475 (MH"), RT =232, #hE: 91%.
12-(2- PHEEEF LK) EE|4-[4-(1H- %] -3- £) T £] R FE(32):
LC/MS (m/z) 456 (MH"), RT =431, #E: 90%.
1-2-(4- F F X B LK) EK]4-[3-(1H- 5] F-3- £) % K] RFEGh):
LC/MS (m/z) 442 (MH'), RT =4.18, £E: 90%.
1-2-3-(= F R A L) EAK) B R )-4-[4-(1H- 5 £-3- &) T K| %
(3i): LC/MS (m/z) 469 (MH"), RT =2.27, sh/E: 88%.
1-(2- R LK) 4-[2-(6- K- 1H- % F-3- £) Z K] B H(3)): LCMS (w/z)
432 (MH"), RT =440, %E: 70%.

L 4
2-(4-8 T H)-1,3- = FAK#HFA- K FEK FERKZIH(4a)

£ 2L BURBEALT Ao 2,2- = F A-1.3-Z R RF-4- A FRAFA
BERTH (90 g, 72 mmol, Calbiochem-Novabiochem 45 % && 4 (+)-1-
Q3-EHAL)HHEELHE, FHEET 01-64-0291), 4RAIATF
#(900 mL). s F RAEB —KA4(5.0 g, 26 mmol). #HBL4A(25 g)Fa 5-
FUKBE(25.5 g, 211 mmol), EAT A#EA4 12 18, A Dean-Stark
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FERFEAARE, BFOAEZRRAY 3 M. RAERASYA
Z 60°C/E, jehmtAg, A ¥ (200 mL). W&k R (1: 1, 200 mL).
w9 S ok /K ez (10: 10 1, 200 mL). ¥ E5(200 mL). 7K(200 mL).
w9 Sk (200 mL)., —H FH(200 mL)., FE#G3 X 200 mL)F= &K T
(3 X 200 mL)it 47k, ARFREST, 12 0 H)ERMEF 24
A4 4a (97 g).
R AT %5 & T 5146

2-3-H A K)-1,3- = F K FA-K FREFEREZI(4b)
2-(5-RAKE)-1,3- —FHFA4-K FEEFEREKXZI(4c)

LA S
1-[2-(1,4- E H = BES-5- K FK) KX ]-4-[3-(5- B-1H- %] F-3- %) F K]
R (5a)

B 2-G-RTA»I3-Z R ARA4-EAFTEAEAFEAREHGO g,
90.3 mmol) & ¥ F 7K N,N-— ¥ & FBtA(700 mL)F . Ae N#L44(68
g, 452 mmol), RN FL TE(232 mL, 1.36 mol)F=%k%(117 g,
1.36 mol)., R A RAMT SOCHH Ttk 12 ) \0F, AHEZFTERE,
FE b AAS, A NN-—9 % ¥&:m3 X 500 mL). F&(3 X 500 mL).
w9 Sokoh(3 X 500 mL)#AT sk, KRB A F BFfa w9 Sok i (S 250 mL, 5
AMER) &, BB, AR TFHG X500 mL)kARRE, A= FRES
‘T, 36 B, RFLFAEHRARTE g).

R Yoo b AT 6 SRS (50 g, 60.6 mmol) &% F Askvd Kok
(600 mL)%, Ao Ak AAEEN-1,2- —F K- -2R R A2 ID(A8 g,
116.2 mmol), KB A B47(32 g, 233 mmol). F 60CHHR R
A 12 BF, AHEFRE, BEAE, AwWAekH2 X 500 mL).
K2 X 250 ml). W&k ®H(2X500mL), FEQ2 X250 mL), =
£ (2 X 500 mL). FEQ X 250 mL)kARE. %6, A=&YT
(3 X 500 mL)sekmtAs, AZFRES5C, 36 IR AEAFEN
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F&(70 g).

FEEBT, @ 5-BA-14-FF 0828 g, 18.4 mmol)éywg S ok
(50 mL)Z % P oIn S Hu e A SE & A4R(15.5 mmol)(-h s F A R A).
AAFAEBLEE, BHEZRSY 30 547, RE, Ao ERE
Regpihe (2.8 g, 2.3 mmol), FA0CHHZREW 12 10, AHEE
BE, BB, AWArsk#®Q2X50ml). wa kK1 DR X 50
mL). NN-=F & F@Hm2 X 50 mL). K2 X 50 mL). F&(3 X 50
mL). 79 Sk (3 X 50 mL)#AT 2o % SR/E A F 83 A= w9 ook (- 50 mL,
SRR RA. BAE, A R TG X 50 mL) ekt A2 FRES
T, 12 i),

¥y LI AT A5 (200 mg, 0.15 mmol)F= 1,10-JE &k fE vt
w2 /7K (3:1)iR4A (10 mL)F 44 0.5 M ERMmMAZ R RE T, B
B RIBA 12 DB, BESTRGRT EFIER BA A R0 E
RRaE, BB, AFEQCX10ml), K2 X10 m)F w9 FA%(3
X 10 mL)#ATHR AL EZREARRFLE(H SAERK), TLRHAIE
HEXRBLEE(H ANMER). TLB%ELSE, RIEA A F =B X 10
mL)# & A ZE T HRERST, 12 8),

FER R KE FRA Ko K AF 4988 (160 mg, 0.15 mmol)F= 4- K
382 35 (35 mg, 0.21 mmol), AmAFKEAEELE CE(1.S mL) ¥ #4
05 M iz&, FHRMKXE, T T0CHHERL RS 12 I BF, b
EXRE, LRRERASY, RAMERAZTFRMA(S mL)kAk, £
AT IRR T SR AR e B B A AR (1.5 mL)(GE R AR
1K), FERMBEZTLENGRA C-18 £ L. AKMA mL)®R%EE
Mk, RERATEGS mL)RBE4. ZXELWRENE, HFHE
# &M RA HPLC B4, REFRFHERMEEZZTLEY
BT XL, ATEG mL)ALAEG mL)kkEHEE, KEM 4N
B FEEAR (4.5 mL)BRA = 4. AEAEL WIER AT A Sa
b % €542 mg). LC/MS (m/z) 488 (MH"), Rt=4.22, %5 84%,
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R R &5 & T 764
1-(2- E F K FEHK)-4-[3-(5- FE-1H- %] £-3- %) A K] K F(5b): LC/MS
(m/z) 426 (MH"), RT =444, £ 88%,
1-2-(2- P fL 2 K LK) KE]4-[3-(5--1H- %/ 7-3-£) HE] B F(50):
LC/MS (m/z) 476 (MH"), RT = 4.46, #/E: 95%.
1-2-(2- P REKEK) K] 4-[3-(5- 8-1H- %] 5-3- ) F K] R F(5d):
LC/MS (m/z) 522 (MH"), RT =4.52, 4E: 91%.
1-(2- R AL EK)-4-[3-(1H-%)5R-3-K) 75 £] % #(5¢): LC/MS (m/z) 412
(MH"), RT =425, %45 98%.,
1-(2- E F K K K)4-[3-(5- B-1H-%]F-3- £) A K] RE(5): LC/MS (/z)
430 (MH"), RT =4.32, 4E: 96%,
1-(2- B E 2 K H)4-[3-(5-38-1H- 5] 5f-3- X) 75 £ ] K %(5g): LCMS (m/z)
492 (MH"), RT =4.60, £/ : 84%,
1-[2-(2,6- = P K XK K) KK]4-[3-(5-38-1H- % R-3-K) FEX]RF
(5h): LC/MS (m/z) 552 (MH"), RT =4.49, 5/ : 86%.
1-2-[3-(= P R RLK) KR E] K L)-4-[3-(5- F K-1H- %/ f-3- ) 5 K] %%
#%(5i): LC/MS (m/z) 469 (MH"), RT =3.73, #LE: 86%.
1-(2- XK KK)-4-[3-(5-K-1H- %/ F-3- K) % K] KRE(5)): LC/MS (m/z)
446 (MH"), RT =4.52, 46/E: 88%.
1-[2-(1,3- K FH# = F K F7-5- K R K) KHK]A4-[3-(5- FX-1H-%[R-3-K) %
K% H#(5k): LC/MS (m/z) 470 (MH"), RT =4.38, & : 70%.
1-[2-(2- P FRE K LK) KK]4-[3-(5- R-1H- %] £-3- K) A K] R FE(5]):
LC/MS (m/z) 460 (MH"), RT =4.24, 4 E: 87%.
1-[2-2- P E X E LK) EHK]4-[3-(7- £ -1H- % f-3-K) 5 £] % %
(5m). LC/MS (m/z) 476 MH"), RT =442, #.E: 96%.
1-[2-(1,3- E H = £ K 5-5- % FL#) EK[|4-[3-(5- R-1H- %] f-3- %) G K]
R (5n): LC/MS (m/z) 474 (MH"), RT =4.25, #E: 99%.
1-[2-(1,3- F H = K #-5- K LK) KK]4-[3-(5-91H-%[R-3- %) G £]
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wegE(50): LC/MS (m/z) 582 (MH"), RT =4.58, 4. : 85%.

1-(2- EF K LK) 4-[3-(7-K-1H- 7| R-3- X) A K] % %(5p): LC/MS (m/z)
430 (MH"), RT =438, £ 87%.

1-2- B H KX EHE)4-[3-(5,7-= RA-1H-7%|-3-K) A K] KHE(59):. LC/MS
(m/z) 448 (MH"), RT =4.44, 4/ 84%,

1-[2-(2- P A K KAL) KE]4-[3-(7-R-1H- 5] 2f-3-K) K] K F(51).
LC/MS (m/z) 520 (MH"), RT = 4.50, 46 : 77%.

1-02-[3-(= 7 KAL) KAK] K K}4-[3-(5- B-1H- 5/ F-3- %) G K] R %
(5s): LC/MS (m/z) 473 (MH"), RT = 3.63, #/E: 96%.

1-[2-(2- P H X FEF LK) EEJ4-[3-(5-8-1H- %/ F-3- &) A £ ] K E(50):
LC/MS (m/z) 568 (MH"), RT = 4.63, 6% : 82%,

1-[2-(1,3- K H = F K 37-5- K B ) K E]4-[3-(5-F-1H-5[F-3-K) F K]
sgg(5u): LC/MS (m/z) 490 (MH), RT =4.45, #E: 90%.,
1-[2-(2,6- = P R E K RK) EEK]4-[3-(5- K-1H- %] -3-K) G K| R %
(5v): LC/MS (m/z) 506 (MH"), RT = 4.46, 4./ : 83%.
1-[2-(1,3- KFF = LK #7-5- K L K) KK [4-[3-(1H-t B FF[3,2-h]-Ewk-
3-£) B R]H%HE(BW): LC/MS (w/z) 507 (MH"), RT =3.30, 68 : 97%.
1-2-2- F A K KAL) EL|4-[3-(5,7-= R-1H- %[ R-3- %) G K] R %
(5x): LC/MS (m/z) 478 (MH"), RT =4.36, shF: 75%.

1-(2- E FEE L) 4-[3-(5-9-1H- 5] R-3- &) 5 K] % #(5y): LC/MS (m/z)
538 (MH"), RT =4.69, #E: 92%.

1-[2-(2- P HHE K LK) EK|4-[3-(1H-nt o5 H[3,2-h ] £ ot-3- K) 5 £ ] %
% (57): LC/MS (m/z) 493.2 (MH"), RT =329, 6 : 96%.

1-[2-(3- 7 K E LK) EZ]4-[3-(1H-nt b FF(3,2-h] Ewt-3- K) 75 K] %%
#(5aa): LC/MS (m/z) 493 (MH"), RT =3.38, 46 : 96%.
1-[2-(1,4- F H = BTk -5- K LK) E K |4-[3-(5- F F-1H- %] f-3- ) 5 %]
s (5ab); LC/MS (m/z) 484 (MH"), RT =435, #hE: 84%.
1-[2-(2,6-= P RKE LK) EKJ4-[3-(5- F #-1H-5/5-3-£) G K] R
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(5ac): LC/MS (m/z) 486 (MH"), RT =438, 4/%: 80%.

1-2-(3- P K& K FHK) FK]4-[3-(1H- 5/ of-3- &) 55 K] 9% F(Sad):
LC/MS (m/z) 442 (MH"), RT =425, ¢ : 85%.

1-[2-(1,4- R H B4 -5- K i A) KK ]4-[3-(1H- %/ R-3- &) 5 K] K
(5ae): LC/MS (m/z) 471 (MH"), RT =4.13, #E: 83%.
1-[2-(1,3- ZH = F 5 5-5- K B K) KR |4-[3-(5-58-1H- %] R-3- %) G #]
sg(5af): LC/MS (m/z) 536 (MH"), RT =4.49, 45 : 88%.
1-{2-[3-(BHk-4-K) K H K] ER)4-[3-(5- F-1H- 5] 5-3- £) 5 K] R
(5ag): LC/MS (m/z) 515 (MH"), RT =4.17, $6/E: 94%.

I-[2-(3- PR LA X LK) EE]4-[3-(5- F-1H- %/ of-3- X) F L]k %
(5ah): LC/MS (m/z) 476 (MH"), RT = 4.53, #E: 92%.,

1-[2-(3- Z K E L M) X R J4-[3-(5- FR-1H- 5/ 3£-3- £) G L] RF
(5ai): LC/MS (m/z) 470 (MH"), RT =4.68, 4L/ : 85%.

1-{2-(2,6-= F f # K LK) R EK]4-[3-(5-9-1H- 5] f-3- &) F K] R
(5aj): LC/MS (m/z) 598 (MH"), RT =4.61, 4LE: 70%,

1-{2-[3-(= Z R K) EE K] FH)4-[3-(5- F-1H- 5] 5F-3- &) 5 & | He
(5ak): LC/MS (m/z) 501 (MH"), RT=3.18, #%: 87%.

1-[2-(2,6- = ¥ & X LK) ELK]4-[3-(5- R-1H- 5 5-3- &) 5 R R F
(5al): LC/MS (m/z) 490 (MH"), RT =4.26, #E: 88%.,
1-{2-[3-( B #-4- R) F £ 2] K R)4-[3-(5-£-1H- 5] R-3- &) G £ ] R #
(5am): LC/MS (m/z) 475 MH"), RT =442, #FE: 78%.
1-{2-[3-( B t~4- ) F F 2] K R)4-[3-(5-K-1H- 5] R-3- %) 5 R R
(5an); LC/MS (m/z) 531 MH"), RT =4.34, % : 81%.
1-{2-[3-( "B t4- ) FE LR ER)4-[3-(5-B-1H- 5 R-3- %) G R R %
(5a0): LC/MS (m/z) 623 (MH"), RT =4.56, #E: 71%.

1-[2-(3- 7 H K KA K) KK ]4-[3-(7- R-1H- 5] -3- &) 5 £ ] 0% %
(5ag): LC/MS (m/z) 460 (MH"), RT =4.38, #bE: 70%.

1-(2- X E K FHK)4-[3-(5,7- = F K-1H- 5| f-3- %) 75 %] e (Sar)
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LC/MS (m/z) 440 (MH"), RT = 4.64, #hjE: 78%.
1-{2-(1,3- % 7= B 5 2 F ) ] A-[3-(7- - TH- 5] -3 K) B K]
shk(Sas): LC/MS (m/z) 534 (MH"), RT = 4.46, 46/: 75%.

1-[2-(3,4,5- = P £ X F M) ER]4-[3-(5-38-1H- 7] R-3-K) X RF
(5af): LC/MS (m/z) 580 (MH"), RT =4.34, 4/ : 81%.

HE XL
FLF] ©4n 7T £ 77 ik MEAA L ANE M. 2o T HATRA,

2t SH-YM-09151-2 5 A % &l D, ZARLE A3 414ER

RL R AR 77 AR R 2 4 2 PH YM-09151-2 (0.06 nM) 5 CHO
ML A ALIE S Sl D,, TWRE ST RIER . IR &R
NEN Life Science Products, Inc.#) 2 i#t % ik, #FH RKFHHE PC2533-
10/96, IC,,1a# R T A 1.

2t PH]-38% 5 A D, &k 4693 Hi4E A

BRI AR iR AR R S s PH] SRk (0.3 nM)5 CHO @mfe
bRIKMALE S OB D, AR E SRR . TR %A RG.
MacKenzie %, Eur. J. Pharm.-Mol. Pharm. Sec., 1994, 266, 79-85 &)L
Ak, ICEERLTAIL

ok TR AT, BTNzt 4tHEIRE 5-HT,, £RE S
FEMER, AmAZALANAME 5-HT , TR FE .

st SH-5-CT 5 A 5-HT,, S4k& 2693511 R

BL R B 7 kAR B4 at 5-HT, b Al *H-5-F Btk &
(CH-5-CT) %5 fE 4% % 4y Hela 4 f0.(HA7) (Fargin, A.%r, J. Biol. Chem,,
1989, 264, 14848)F A& X R iA ¢y LA S-HT), ZHRES W44
J . #:88 Harrington, M.A. %, J. Pharmacol. Exp. Ther., 1994, 268, 1098
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NGB R kAT M E. A S-HT,, 24K(40 pg @i $)AE
4-#7H-5-CT #) 50 mM Tris &4 (H 7.7)% F 37CiRF 15 o4F.
@it N 10 pM FE AN L IEFF M4, @i Tomtee iRk
£ % } ¢4 Unifilter GF/B jEA& brik iE &4k B 5. A Packard Top #t
BT EES AT, RFHERALTARIL

st K S R A MRIRIR CH-5-HT #4744 A

R XA 5 iR Sh o S dpxt CH-5-HT A XS R ik ik
AR B A h 4t . B8 Hyttel, J., Psychopharmacology 1978, 60, 13
P #ATR ., RAFHERLTARL

%1
-5 st *H-5-CT #4653 #14EA | 2 *H-5-HT #7411 A
IC5(nM) IC5(nM)
1b 7.8 130
2b 16 2.8
3c 16 100 nM B, 4] 27%
3e 24 100 nM &, 4] 40%
5a 19 14
Se 10 13
5f 10 4.8
5h 10 100 nM 8, F74) 55%
5i 10 100 nM &, 374) 46%
51 13 4.7
5x 18 33
Sae 26 100 nM B, 494 42%
Sag 26 23
Sai 28 100 nM &, #74%] 34%

Bit, & FALAMGHETERR TR TFET, F)'TWA%'*‘
MTRAFHTRARR, FlloiffE. ZAMERE. BRR.
BHERR. ASRWEURSRRAE, AR E R H &n/%%l‘ék
to o b R

38



	ABSTRACT
	DESCRIPTION

