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. AFHERX S HEY:
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R -Z\(CHz)n——N N—Ar
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S

J;‘;;P (1)

e nZ1l. 2X3;

e 7 % C=0 X —CHOH;

e RAZH CCHRE. B%. -OR”. #EX. FX. -NRR'. -
COR?. —CO,R®’. —-0-COR?’. —SO,NR’R'. -SO.R’. SR’ —CONR’R’;

e R°ZH. C,-CelrEHREL;

e R RMHESE, HKRAH C-CGREXER XL RHR
— R TG R GMk, AR DR KRR,

o Ar R THBMBAKYG KA, HAA L. 6 XRTAKERT, Ak
KR mFtg, 2R 1. 2R 3ARAN OFSHERTFHEINLL
TG AR

2. BAER 1 94, EREETHEALRRELA 1 X 2 A
AN OFfSHLET.

3. BAIZR1GLEY, LEELET Ar £:
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e RRH CChRrE #HAEXAFRKAG C-CRE. HE. -
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#—CONR'R;
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4. BAIRR1694E%, AHELETF n L2

5. BAEK 1654d%, AT
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6. RAXKA4KSGEY, LRELT, ELdHig:
- 1-(5-AEEH (D] Bp-3-2)-3-[4-(2, 3-=4-1,4- %5 H =4,
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(benzodioxyn)-5-%&)%k%E-1-X] F-1-8

- 1-(5-fFH [b]Em—3-%)-3-[4-(&ok—8-A)kEk-1-X] FH-
1-%

- 1-(5-REH [b]E-3-£)-3-[4-(2, 3-—&-1,4-F# =4~
5-K)kE-1-RX]R-1-%

- 1-(5- R EH [b]E»-3-£)-3-[4- (% g-4-H)kE-1-£]H-
1-%%

- 1-(5-FEH [b]Ep—3-K)-3-[4-(FH-8-4)kdk-1-4]
A-1-%

- 1-(CRIf [b]E9-3-%)-3-[4-(Ehk-8-K)%kE-1-A ] A-1-5
dmi

- 1-(RJF[b]Emr—3-4)-3-[4-(Bl%-4-X)kE-1-A]RH-1-8
SRk

- 1- (Rt [b]&Er-3-R)-3-[4- (o -8-K)vkdk-1-A] AH-1-
]

- 1- (R [b]E9-3-4)-3-[4- (FHk-5-H)kE-1-X] %-1-%

- 1-(5-A X X5 [b] Eyr-3-%X)-3-[4-(2,3-=&-1,4-%X ¥ =
£-5-K)%kE-1-A]1/-1-8

- 1-CGEJf (bl &% -3-4)-3-[4-(EHh-2-HX)%E-1-X]#/-1-8%

- 1-(KJ [b]Er-3-5)-3-[4- (Fdk—4-K)kE-1-X] H-1-8
N

- 1- (¥R [b]E%-3-3)-3-[4-(Fh-6-K)k%E-1-X]H-1-%

- 1-5-2E X [b]E»-3-%)-3-[4-(2,3-=&-1,4-¥% =
£-5-H)%kE-1-X]H-1-%.

7. Fl&EBRAER 1 AX (DSBS FE, AHEATRE

%

ERRERNPALBRILINWBRALT, ¥HEX (II)H4EHE Hal
AAEAX (I11) A £ kst o ITRARE:
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W, /PR, FPER-TATERE.

9. BRAEZK 7 5%, RHELETHEANRKLNAKL R K
B4, BREN. ZLEP_FREK.

10. #1& % ¥ Z=-CHOH #9RAIEXK 1 98X (D4 H (Ib)HF
sk, EHELAT, BRAFZRAC=0¥AX (Ta)REBER,
AEdn. RfeAr BA LE#EAL L,
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S (Ia)

(CH2)i—N N—Ar —_—
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OH
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S
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REWRERNE, T AMXEATELERT K

- R —#HAX (DB EALRH —FEX (I)4L4;

- AR E;

- HEBX (DSBS THRAEF/ XL THRENLY.

11. BAEEK 10 95%, AH4ELET, HMEAZERMNZLE A4

12. RAER 11 5%k, KRELET, HELBANLBRMEA
4.

13. MANEZR 108975 %, ERELET, HIEENTE.
14. BAER 1385F%, RAREET, MABITHXLE.

15. BAEEK 10 f 13 95k, RHELET, HEBZEEMR-20
CHEOHAREZIN, KEEOARE.

16. MfEhiF £ BBEBRH A MNP 5-HTu AR HH R B3 H R
A TR 1-6HE—RGLED.

17. BAEEL 1-6 H—RAGREBERNER T A ERHEN
e AR, Hivm, BRE. BEAE. BUBAL5TAREMESR
REGSEHTHEM.
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18. Mg X HRIRWFH A 5-HT. AR 50 H B3 H 65 5
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it Eobiats, AR&EFTEARER

B A,
AXPFRHFHENFEIITEY., L&, EHLD. "ARH
CDRLE LSRR L R

1

R Z_ /N
CHy)i—N N—Ar
g
S

(1)

AEXRAEFERNEHEXFERPITAMG T %, A EHSA
b, RAERNERTAHAAZRESLEHBSHFTHER.

AXPRESBTHNRBRTETEEER/AWRE, XXBAHE
MABAREERGRAN: 4 oiFFFEBRRE 5-0T, 4
A& Aok,

XREF

ERWARESBEHEEAET 30 3. F—FHERELSHH
# (MAO F7 4l ) ¢ 7 18 B Fe 2 — AP = 3R K 49 AR ) (TCA) Hokd 2
T HRZAETFRALETH., ZFoREWRNESHEEG=RERY
AMNMA T BERE, FERZRTHEGIERH TS MAO HH. K
FThott, ENMBREAGHER, HFELEETZNRAALABEFTHGE
KX KM AREAD R ZELT.

ETHRHF—ERWRARLERLFERBRIAN, Ld
BALGHMA: RB\IT(Lilly ES 433720). # F & iT (Ferrosan,
ES 422734) #=4-#h #k (Pfizer, ES 496443). 3 5 A C AW hiE &
ABRBF AR e =R X R AN, ZECSDEREHESL
MEHE. REALEHSHE, ARIABLADToFESHREDLY
mERFHE. FELE eNbakpl bigfe. ekt ki
IRIARGELFFREE. BRE, XTRHRIABASSHANME
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HaFEXERARFRPEBRTAEGEBEAA S EGLEHEM.

eFERABERWHAMNGRFTEAENGRAERAR LS T AKX TA £
GRAMER. X% 3ohFE RRI I HE T R KL %P6 R AA S
Mg, FAAEGHBMENA, AWEERT ARWPAERGF
.

WRERAABRTAERS, LABREMAAFEABEE RANWR
Fl, REHERMAARZ=ZNKRWAN, RIPAHNLABETEY S S
P&

. BB AR,

2. BEHRS.

3. &Iy eal4EA.

4. ERMEZXSBHBTHESL.

AENELY, FSL5HRAGFEIRETERRE, BA
TRFLTEATHREEE: BWAEFHRRFIABRA F2
£ 57 K.

REBERBBRWHANER A BEEAREMELGERMEL
WT R S-HTu SHROBAIEE, XESELEXHGREEL
AhirEREREATRE.

AFTAEE, BTHHeFdARRAN, & a3ER ik m
B g Ak o-HTu BRXAGEHAETHELIE o FFELFF R
AHORRLERFAEBRIRER., AXF &, AAREREE
ARBRWHANEEE 5-HT, S BHEBRIER AN o g R—R%
A (Artigas F. # col. Arch. Gen. Psychiatry, 51, 248-251
(1994) ; Blier P. # col., J. Clin. Pharmacol. 15, 217-222
(1995)), ARV ERHAER LT L. ZAERCI FHEA
RAR%, M Emdy 5-HTy B XK 5% THAME R K £ %60
B, FB¥BRLAFFHFRRWHAMNGHER.

A& Lilly 654 £ (EP 687472) F, A 7 i#it % o % & H BRIy
WAL LM 5-HT, SHRERMNBEA A AR E— LA Z2E K (o

[u—y

9



01819600. 4 oo P 5E3/381

AEETATZ)MARE, KBRS REEFERRNHNGH#
A.

BA2EFAAEREERGLLY, FPRAM 5-HT, SRt
Fobh 6 do 75 & BRI H M.

RECZAATEAXIARESNE, FERTRATETHWAREDY
G EEITED.

EARAREFTCLERBPEAIHEGRL O AL L EMBENL
&%.

—7F @, H# W0 9616052 F= WO 9615792 #&E T FEBX 76
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8-

o 0 OCH,
o Or
S OCH;

@Ay —#, EREiIEofEdd, REXRR
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EF R REIBREEHARRE, KA TA-RBEREEEK
a8 F 3R,
AERAXTFTHGEHFEDHT LS, HEREBRT RS 5-
HTu X8 S F A lst, ZAARBRG 0FFHRRIHEAM.
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FAERGBRHRBX (D HGEF R4S, ATHEALERE
e, IFETILTRAE, RAEFHEE S EES:
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R Z\(CH )i—N —Ar
Ly e
S
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e nA1l. 2&K3;
Z & C=0 % —CHOH;

e RZH CCHhE. A%, -0 #AA. L. -NRR'. -
COR’. -CO,R°. —-0-COR®. -SO.NR’R‘. —SO,R>. SR®#-CONR’R%:

e R°EZH CChREXEL;

o Rfr RIRBIIIN, FRKEA H CCREXELE, XE R
5 R —RH R Gk, BR Dok K KREIR;

e Ar RTHBMPARY =K%, HEAS. 6 X TARETF, tak
KRpafty, 2H 1. 2RIAZLAN OFSHERTHEABLL
IR TG B

EXEREY, RiE “THRENY " 2 KEHH C-CBEGE
M.

EEAERY, Rt THRAE " ORRAANBFEANBH AN S
ek, HledgE, ALY ARE AR ARE 9%
. FTEEE EKE XVRE. ZL&d Limi Ams
AL ZAXAX I OB E_SBHBAGH, £T44 1
—2BRX(D)beHm/ BERE.

K& FAFMEK” 0SS 7 RE-CHOH Heg#% L FHK R # S)
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VLY TN
AARHNR, KEBAA bk & B ER G H 4Rk WO

9902516— A P HF RBUENAABR A —FRHEGLEBE, AHRE
EFRRE B3 5-HT . SR 65 & Fabk,
AAN, AFP2EFHHEZ 1 X 2 98X (DO BALR

.
FlA, Ar 4.
__/ AN N s RS _/Oi)\l h —@iO\?HRS
A B C
—@E‘XQRS S %“;—3—
NN NNy

D E
e
e m 0. 1X2;
o W RCHXN;

e VHAWVHRAXRER, jFi#iik# CH. CH, X N;

e XAZN OXS;

e RRH CChrE #HEEAIFEFRKRY C-CRE. &F. -
OR°. A%, #E. -NR'R°. -COR’. -CO,R°. -SO,NR'R®. -SO,R°. -SR°
#-CONR'R?;

e R is H. C,—Colvik, HEH;

e R R s, HRAH CCREXEL RERSE5 R
XAl W LT EY LS

n ik A 2.
R4k 4 K%, NO,. OH. H & CH..
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Pk G-k f:
~ 1-(G-A A X [b]EH-3-K)-3-[4-(2,3-—4-1, 4% HF =&
(benzodioxyn)-5-%)vkk-1-£]5-1-8
- 1-(5~-REJ [b]Ew-3-4)-3-[4- (Euk-8-2)vkk-1-4] H-
1-%
~1-(6-R¥XIHF [b]E-3-%)-3-[4-(2, 3-—4-1,4-¥%H#—&-
5-K)%kE-1-K]H-1-%
~1-(-REIH [b]E%H-3-£)-3-[4- (G g-4-R)vkE-1-£] H-
1-#
~1-(5- R FH [b]E-3-K)-3-[4- (EpRez-8-H) vk -1-4 ]
Aa-1-%%
~1-CEJF[b]Em-3-2)-3-[4- (k-8R )k E-1-£ 1 H-1- 8
dm#
— 1-(Ff [b]E%—3-2%)-3-[4-(W|%-4-RA)%E-1-A] H5-1-8%
dm
— 1-(Ff [b]E%—-3-3)-3-[4- (Eapez 8- ) vk -1-£ ] H-1-
B 3
~ 1= (R [b]E%-3-4K)-3-[4- (bh-5-R)kE-1-£ ] H5-1-8
- 1-(G-AAFF [b]EHD-3-2%)-3-[4-(2,3-—&-1,4-% %=
£-5-K)kE-1-A]/-1-%
- 1= (R [b]E%-3-4) -3-[4- (Bok-2-R )k k-1-£ ] H-1-8
- 1- (RS [b]Ewr-3-4) -3-[4- (bok-4- L) kE-1-£ | H-1-8
dmH
~ 1-(FIF[b] & -3-%K)-3-[4- (bok-6-K)kEk-1-£ ) H-1-8
- 1-(-FE X [b]EH-3-K)-3-[4-(2,3-= 41, 4- £ =
A-5-R)%A-1-X]H-1-8
AXRHBHZTOENEBX (DY, ATHALXEHL
W7 k.
HEBIX(DEY. ATHEREIENCHSG T, Lk

13
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T, fidx F ke
ERHENANBRIENRAELET, KEX (II)HSHE Hal
AAEAEAX (TII) A& 8GR i BT RRR B

1 1

R z —
(CHy)—Hal HN  N—Ar
] + \__/
s

(I1) (TI1)

¢

e n. RfeAr &30 L3k 2 3L,

e Hal Kié'é_,

o 7' %k C=0 & CHOR’,

o RREAHXRBEFA;

REPREZNE, HIT—ARSATETES %:

- H—FHAX (DRESHHAR G —FEX (1) 2;

- B XA A

~HEBX (DRSO THEREF/IETHAEMNLY.

HEMET &, THAELT Z B =0 9EBX (Ta) LW PLd
Z = CHOH #5& X (Ib) #t4-%.

BEHERAEBEEN T THRALETHA. AARL, HEBEE
MEBwWEEH, —RFR. PEX-FATEE, BLAEAES
AAARE B R, REREH. =L —Fr @A,

FF 7' = C=0 t4 X (11) 444 TH I8 K 4634 69 5 ik 4] 13

-~ % =l B, BTHERRGZBEEF (DI ED4 A4 EH
(Majumdar, K.C.# Thiagarajan, B.S.; Int. J. Sulphur Chen. :
A; 2; n°2, (1972) 93-103)

"E N2 X3 W, AZRUBALET, ¥ TARKRGEHFEDL
B K2 g4t (Hal- (CH,),—C (0)Hal) B & (WO 9902516).

FF Z'=CHOR X I B TAHHAR: BRBRIHKIREH
RRANGTAT %, WHENRER, RETARTEEY %,

A ITT RBASW THRIE LR PREE G5 2412, 4o

14
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- 1-(2—"ak &) -% % (Quipazine) Z B US 4487773 v H#HE G H
E RN,

- 1-(3—Ek i) -%% 2B LA EP 802173 PHENF EHRF
8.

- 1-(4-"Ed K)-%EZ A M.D. Abel FAH J. Het. Chenm.
(1996) 415 T RE MG F EFF49.

- 1-(5—"&ak i) k5% A EP 279598 & 695 - H 569,

- 1-(6-5dkK)-%E. 1-B-5dki)-%hEh 1-C-FEEH
X)-%EREREMTHE 1I-G—8dkt) A5k, 5308 6-K
Eodgk, 8-RA Sk 2-FR-8-[AERMEARANFY.

- wlwk-4-F vk % i WO 9533725 PRk 695 k411549,

- 58 4-(1-%2 ) B %-2-TERAA LM T W0 9415919 P 3k
BHEMENLEERGF R[S, AHE B® 6-(1%E4) 5%
2-LERRER 6-RIESR-2-LEHH BAHFG.

-1-(2,3-—&-1, 4% HF—F-5-%)-%%2M J. L. Peglion
FAWNF X (]. Med. Chem., (1995) 38, 4044-4055) #14F465.

- 1-(2,3- =&, 4%} _8-6-R)-%hE R ERBREM T LA
Fik, MA6-RE-2,3-=8-1,4-FF A LRTRHNFH.

- 1-(3,4—- =&, -2H[1.5]- X — R % 3k & ¥ (ben zodioxepin)-
6-2)%%E 2 M Wijngaarden J. FALE J. Med. Chem (1988) 31,
1934-1940 #5364 5 E P 7 65.

- 1- (K [1. 3] —R 23K K5 (dioxol)-4-H) %Ak 2 BB EM T
ERFERBEGTE, WA-FHF 1 3] R EFRAG-4-EBHTH.

BRTEALEEFEHECMNAS, :&Tuxﬁk*’rﬁ:’&(la)!ﬁ:&}?
k) H&EX (Ib) 8.

i X, (Ib) B 414 %:

OH
1 / N\
RN | (CHo)—N N—Ar

|
X s

(Ib)
15
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TXARE, K8 (Ia) 2R

O

/\ Y
wﬁijtj/ﬂwmﬂ N—Ar =R
S (Ia)

OH

R! / \
CHy)—N N—Ar
\GU/l\( 2) ,
S

(1b)

A+ n RAfeAr B LEESL L,

B i 3 o R XA R AT89:

a) EBWMEMNY, EERMAELET, F-20C-200CEE Tt
TER;, A%

b) @I ANZITER;

REWREZNE, BT ARSATETH S B

~ F—#AX (Ib) A WAL R B —#E X (Ib) L o-%;

- B EATEY A

- HGAX (Ib)REWGTHRE /XL THAENLY.

ik, MAZERHNREEEAN I P MENH, HEEHNE
B, KATEHXLE.

BRZEHR, REBEAR-20CHEGOAREZN, AOi
i AT R B A H 6.

FlA#f, #¥%E RO, AXEHEAT, ZBEREALETALHE ISR
KRB B R %K

HEBX (DAY FE =T 0¥, A THEGFE
FRAX (DS THRREASLCRFTRAGRAL, HHERALZH
EFEBX(DAEGRRALESY.

REBUG - AEH R THEBS IR RESFT BT RE

16
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69 NO, & & B .

O.N ZocunN Near | HeN ESCHN  N-A
g e e
S S

(I, R'= NO,) (I, R'= NH;)

NO, 9 R T EMAHNFHIe PAd/C AR AAT AL EH®
1.
% 7 =CHOH B, NO, X #5F B K 5T hydracin Fo 8t A 4L 47,

WRELNGE, TREAFTRULETEHNFHEI LB FHEGFH
HXGBX (DS HRETHAHE,

BX(NDEHTAABZEGHBEALY, IFELELCLSTHAR
HRGEHBnshres.

Bit, AXAZEA—ABHRARTRANGREGED ALY,
AFPeLtrnEHEdad (D44, A THEALREMNLY. X
FAEF AT AR, RAFTHER S BB W foiE 42655 A H 4K,

AEXRULWHAR ORALSY, EREMNETAELECLEH
Kbl e TEHGRABLTERBRKERGALY.

WA ERREGLHE B, ERLUTERALECHI i
£ ehr .

BEFRAPNEET, BBNTOEHFLEN. BHEN. HEHN. &
HA. FEHN. FHIXACFARUAM.

REGBE N OLEA B BT EE. B RUERERR, &
BREXT _SERAKRMH.

BX(DAESHRLFERFRBRHHAANGHER, FALEAR L 5-
HTu 6 Ffol, BRTRATEAAEREFN IR E, HFRH.
BEzE. BEAYE. BRARALAARERERRR,

B, AXWF—ABHZRAFREEFFERWHMNA 5-HT, 2
AERANIXBHANGEX (DESY., ETHERERENLE. 2L
AT FHR, RAFHERSRED.

AERZ—~ABGRABBEX NS, ATHERAERENL

17
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B, REETNTRHE, REAFRERSKEIRNERATEAHZ
FES PRI, KR, BEE. BRAHA. BRAALEAARE
FRRERGHD.

LBy

FAL T i bt A s R X A AT 3 R4 B A

B 1R, % %A

FiE A

FEA 1: -

1- (5- X 5 [b]Emr—3- ) -3-[4-(Eok-8-K)kE-1-X]H-1-
R

# 1.7 g 4= EN 2128266 ¥ A& #1445 (5- R K I [b]E9-3-%)-
3-RE-1-M (7 x10° mol) 5 1.5 g 1-(8—&akK) k% (7 x10° mol)
F+ 0.97 g (7 x10° mol) KB A 4F4& 50 ml THF f R E. W AREH
24 S WG, EERHEXMTHRE THF, B34k EZEEALELY. A
CH.C1./EtOH 95/5 #RI, kF T *%, B A 2-"mH PHHALLA
., WHKMT 1.4g (FFH 50%) Bk, ¥EEMARRT, &
A HCl ARk Lok,

M.p.: 215-217°C
IR (KBr) (cm™): 1673 (s, C=0).

~ lH-NMR (DMSO-d¢, 200 MHz) & (ppm): 3.38 (b.s., 12H, CHz-8);
7.19 (d, 1H, Hy', J= 7.02); 7.36-7.60 (m, 4H, Hs'+ He'+ Hy'+
He); 8.18 (c, 2H, Hg+ Hy); 8.33 (d, 1H, Hy, J= 8.27); 8.88
(d, 1H, Hy', J= 2.95); 9.22 (s, 1H, Hy); 11.34 (b.s., 1H,

HC1) .

MS-DIP (70 eV) m/z (% & ): 255 (1), 213 (11), 206
(51), 179 (100), 157 (23).

BEREEN 1 PREGTE, ¥ 1-(Fhki) kb5 00%E

18
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BB, #4#%7 T35 >%:

Lep] 2:

1- (5- fEHF [b] E%-3-4)-3-[4- (B 8- K)o -1-X ] &/-
1-R-_d &

M.p.: 230-232°C
IR (KBr) (em!): 1662 (s, C=0).

14 NMR (DMSO-dg¢, 200 MHz) & (ppm): 2.63 (s, 3H, CHi); 2.72
(d, 4H, N'(CHz),); 2.82 (d, 2H, COCHCHp); 3.29 (t, 6H,
N* (CH,) ,+COCHz) ; 7.36-7.88 (m, 5H, AR ); 8.16-8.28
(m, 1H, He); 8.32 (dd, 1H, H;, Jm= 5.84); 8.71 (d, 1H, Hi,
Jpa= 7.94); 9.27 (s, 1H, Hp); 11.56 (b.s., 2H, HCl).

MS-DIP (70 eV) m/z (% *F ): 206 (52), 179 (100), 171
(45), 143 (40).

34 3:
1-(5-f X5 [b]Ew-3-%)-3-[4-(2,3-=&A-1, 4k F =45
B)ki-1-RlA-1-BMik

M.p.: 191-193°C
IR (KBr) (cm?): 1668 (s, C=0).

1y-NMR (DMSO-de¢, 200 MHz) & (ppm): 3.05 (t, 4H, N* (CH,) 2) ;
3.23 (t, 2H, COCH,CHz); 3.60 (t, 4H, N* (CH;),) 3.72 (t, 2H,
COCH,); 4.24 (b.s., 4H, O(CHy)p); 6.55 (d, 2H, He'+Hs');
6.76 (t, 1H, Hy); 7.40 (ddd, 1H, Hs, Je7= 8.94, Jae= 2.5);
8.18 (c, 1H, H,); 8.30 (dd, 1H, H,, Jr= 10.7); 9.20 (s, 1H,

H,); 10.83 (b.s., 1H, HC1) .

MS.DIP (70 eV) m/z (5 EAE ): 247 (1), 233 (2), 220
(29), 206 (30), 178 (100} .
Lt 4:

1- (5- R X [b]E-3-4£)-3-[4-(B%-4-X)%kE-1-K]&H-1-

19
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- ¢

M.p.: 76-78°C
IR (KBr) (cm™): 3397 (m, NH); 1661 (s, C=0).

'H-NMR (DMSO-de, 200 MHz) & (ppm): 2.69 (b.s., 4H, N'(CHj)2);
2.83 (t, 2H, COCH,CH,); 3.10 (b.s., 4H, N*(CHz);); 3.31 (t,
2H, COCH.CH,); 6.41 (t, 2H, Hy'+Hs'); 6.97 (g, 2H, Hg'+Hy');
7.33 (c, 1H, Hy'); 7.80 (d, 1H, He, Je¢7= 8.00); 8.12 (¢, 1H,
H,), 8.30 (d, 1H, Hs, Jpe= 10.7); 9.13 (s, 1H, Hy); 10.98
(s, 1H, NH).

MS-DIP (70 eV) m/z (% £E ): 213 (7), 206 (50), 201
(49), 179 (100), 159 (88).

Lp] 5:
1-5-REF (bl EH-3-2)-3-[4-6- 2R _REXX)%E-1-
A1/-1-8

IR (KBr) (cm™*): 1670 (s, C=0).

lH-NMR (CDCls, 200 MHz) 8 (ppm): 2.20 (g, 2H, CHz); 2.73 (t,
4H, N'(CHp).); 2.95 (t, 2H, COCHxCHz); 3.09 (t, 4H,
N*(CH,),); 3.25 (t, 2H, COCHz); 4.25 (q, 4H, 0-(CH).-0),

6.63 (t, 2H, He+H,), 6.84 (t, 1H, Hg), 7.20 (dd, 1H, Hs,
Jen= 8.44, Js4= 2.5); 7.79 (c, 1H, H,;); 8.41 (s, 1H, Hz);
8.48 (dd, 1H, H4 JF4= 10.76) .

534 6:
1-(5-AEHF [b]Ep-3-K)-3-[4-4-F R EFXK)%k%E-1-
HXl/-1-8

20
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M.p.: 84-86°C
IR (KBr) (cm™): 1667 (s, C=0).

'H-NMR (DMSO-de, 200 MHz) & (ppm): 2.68 (t, 4H, N'(CHp)j);
2.92 (t, 2H, COCH,CH,); 3.19 (t, 6H, COCH,+N*(CH,),); 5.91
(s, 2H, O-CH,-0), 6.46 (c, 2H, Hs+H,), 6.75 (t, 1H, H¢),
7.20 (ddd, 1H, He, Je7= 8.44, Jg= 2.5); 7.77 (c, 1H, Hy);
8.37 (s, 1H, Hy); 8.46 (dd, 1H, H, Jps= 10.76).

T T

1-CGE5f [b]Ewr-3-£)-3-[4-(Edk-8-K)%kdk-1-X] 5-1-8—
Zmi

BRLAES | PHENFE, #£M 1.5 g (6.7 mmol) (¥#[b]
Ep-3-K)-3-KH-1-M#H 1.4 g (6.7 mmol) 1-(8—&wki)-%E
WARA, WAFT 1.3 g#BRBXG W (F£H550%).

KRB ETHhEREAR T, AidmA HClo B A48

M.p.: 150-152°C

IR (KBr) (cm™l): 1658 (s, C=0).

'H-NMR (DMSO-ds, 200 MHz) & (ppm): 3.38 (b.s., 12H, CH,-8);
7.24 (t, 1H, Hy'); 7.41-7.63 (m, 4H, Hy'+Hs'+ Hg'+ Hy');
8.35-8.55 (m, 2H, Hs+Hg); 8.68 (d, 1H, H,, J4s= 7.15); 8.70
(&, 1H, H,;, Jg7= 8.7); 8.71 (dd, 1H, Hy'); 9.15 (s, 1lH, H;);
9.35 (s, 2H, HCI1).

MS-DIP (70 eV) m/z (% *FE ): 401 (MY, 1), 213 (15),
188 (53), 161 (100).

21
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BEBLES T PHEGFE, ARAEGRERE 1-(8—5%K)-

%%, WATTH>H:
%74 8:

1- (R 5F [b]E%-3-&) -3-[4- (B HR-8-K) %k %-1-X] &H-1-8

—#gu

M.p.: 199-201°C

IR (KBr) (cm™!): 1663 (s,

IH-NMR (DMSO-dg, 200 MHz)
3.96 (m, 12H, CHp-8);

d (ppm) :
7.41-7.73

H5+H5'+H7') ; 8.11 (C, 1H, H4') H

8.61 (t, 1H, H,); 9.15 (s,

MS-DIP (70 eV) m/z (%

(95), 161 (78), 143 (100).

L 9:

1H, Ha);

FAE

2.86 (s,

11.39 (b.s.,

3H, CHj3); 3.28-
Hs'+ Hs+

J45= 8.04),’
2H, HC1l).

188

(44), 171

1-(EH# (bl E-3-£)-3-[4-(2,3-—&-1,4- ¥ —f-5-L)%

%-1-A]1&-1-Modm i

M.p.: 183-185°C

IR (KBr) (cm™?): 1664 (s,
'H-NMR (DMSO-dg, 200 MHz)

3.55 (t, 4H, N*(CH;)j)

11.38 (b.s., 2H, HC1l).

MS-DIP (70 eV) m/z (%

(100), 161 (64), 149 (5).

34 10:

6 (ppm) :
(a,
O(CHz),); 6.53 (d, 2H, He +Hg');
7.57 (m, 2H, Hs+Hg¢); 8.10
8.61 (dd, 1H, H,;, Jg= 8.90,

(ad,
Js7= 1.5);

ey

Jss= 8.3,
(s,

6H,
4,28
1H, Hy'); 7.43-
Jee= 1.4);

188

N' (CHz) 1) ;

(a, 4H,

lHI H2) i

(32), 178

1- (R [b]&Empr-3-2) -3-[4- (B %-4-HL)%kd-1-A]H-1-F

22
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M.p.: 83-85°C
IR (KBr) (em™?): 3397 (m, NH); 1661 (s, C=0).

lH-NMR (DMSO-ds, 200 MHz) & (ppm): 2.69 (b.s., 4H, N'(CHz).);
2.83 (t, 2H, COCH,CH,); 3.10 (b.s., 4H, N*(CH;),); 3.31 (t,
2H, COCH,CH,); 6.41 (t, 2H, Hs'+Hs'); 6.91-7.04 (m, 2H,
He+Hg) ; 7.24 (t, 1H, Hy'); 7.43-7.56 (m, 2H, Hg'+H;'); 8.10
(dd, 1H, H,, J4s= 8.3, Jg= 1.7); 8.65 (d, 1H, Hy, J76= 8.1);
9.06 (s, 1H, Hp); 11.03 (s, 1H, NH).

MS-DIP (70 eV) m/z (% £ ): 389 (M, 1), 201 (51),
188 (48), 161 (90), 159 (100), 144 (18).

L 11:

1- (R [b]Ey-3-K) -3-[4-(Fdk-5-K)%E-1-X]H-1-8
'H-NMR (CDCl;, 200 MHz) & (ppm): 2.92 (b.s., 4H, vk )
3.04 (t, 2H); 3.14 (b.s., 4H, = %% ); 3.30 (t.2H);

7.12 (4, 1H); 7.38-7.64 (m, 4H); 7.80-7.92 (m, 2H); 8.37
(s, 1H); 8.52 (d, 1H); 8.79 (d, 1H); 8.90 (d, 1H).

L AP 12:
1- (R [b] ®mr-3-%K)-3-[4-(2, 3-= & - % ) [1, 4] —&a-6-X)
%E-1-X]"-1-8
'H-NMR (CDCls, 200 MHz) & (ppm): 2.68 (b.s., 4H, vk ) ;
2.94 (t, 2H, CH;); 3.10 (b.s., 4H, ek ); 3.24 (t,
2H, CHp); 4.22 (b.s., 4H, ¥EH-_HIKE ); 6.42-6.46 (m, 2H);

6.79 (d, 1H); 7.39-7.56 (m, 2H); 7.86 (d, 1H); 8.34 (s,
1H) ; 8.78 (d, 1H).

L4 13:
1- R [b]Ewr-3-%)-3-[4-(3, 4-=&—-20-% 5 [b]-[1, 4] = &
I BEH-6-K)kE-1-X]FH-1-8
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H-NMR (CDCl; 200 MHz) & (ppm): 2.10

(b.

CRH B LEH ); 6.58-6.70 (m,
7.56 (m, 2H); 7.84

%

(t, 2H, CHz); 2.78

s., 4H, vk ); 2.98 (t, 2H, CHz); 3.08 (b.s., 4H,

%% ); 3.24 (t, 2H, CHz), 4.20-4.34 (m, 4H,
2H); 6.82 (t, 1H); 7.38-

(d, 1H); 8.37 (s, 1H); 8.79 (d, 1H).

4] 14:

1- (R [b]Ew-3-4)-3-[4- (bok—2-X)kE-1-A]H-1-8W

M.

p.: 92-96°C

IR (KBr) (cm™): 1664 (s, C=0).

g

-NMR (CDCl3.,00 MHz) & (ppm): 2.66 (t, 4H, N*(CH,),); 2.94

(¢, 2H, N'(CH;)); 3.25 (t, 2H, CO-CH,); 3.76 (t, 4H,

1H,

N'(CHz)2); 6.96 (d, 1H, Hy', J = 7.9 Hz); 7.21-7.25 (m,
He'); 7.41-7.56 (m, 4H, Hs + H¢ + Hs' + Hy'); 7.68 (d, 1H,
Hy'); 7.85-7.90 (m, 2H, Hy + Hg'); 8.33 (s, 1H, Hy); 8.74 (d,
1H, H,).

4] 15:

1- GRJF [b]E—3-K) -3-[4- (Fok-4-K)k%E-1-X ] H-1-8

M

.p.: 134-136°C

IR (KBr) (cm™*): 1615 (s, C=0).

H-NMR (CDCli, .00 MHz) & (ppm): 2.81-2.85 (m, 4H, N*(CH,).);

3

(d, 1H, Hy', J = 4.9 Hz); 7.43-7.51 (m,

7.65 (t, 1H, , Hy');7.85
Hs'+Hg') ; 8.35 (s, 1H, Hy); 8.71-8.79 (m,

3.24-3.32 (m, 6H, N'(CH;)3); 6.84
3H, Hs + He¢ + Hg');
(¢, 1H, H,); 7.99-8.06 (m, 2H,
2H, Hy'+H,) .

.02 (t, 2H, CO-(CH,));

LB 16:
1-CEIF [b]1 & —-3-%)-3-[4- (Bok-3-R)vkE-1-%] H-1-8

M.p.: 112-114°C

24
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IR (KBr) (em!): 1665 (s, C=0).

H_NMR (CDC1,.200 MHz) & (ppm): 2.75 (t, 4H, N*(CH;)2); 2.96
(t, 2H, CO-CH;)); 3.21-3.36 (m, 6H, N'(CHz)3); 7.31 (d, 1H,
H,’, J= 1.9 Hz); 7.37-7.53 (m, 4H, Hs + He¢ + He¢' + Hg');
7.65 (dd, 1H, Hs', J = 6 Hz; J° = 2 Hz); 7.86 (d, 1H, Hy');
7.97 (4, 1H, H,, J = 8 Hz); 8, 32 (s, 1H, Hz); 8.74 (s, 1H,

Hy’); 8.78 (d, 1H, H,).

AP 17:
1- CEH [b]Em-3-%)-3-[4—Edk-6-K)%E-1-X]"-1-W
H-NMR (CDCl;, 200 MHz) 8 (ppm): 2.78 (b.s., 4H, Wk ) ;

2.98 (t, 2H, CH,); 3.22-3.40 (m, 6H, 4H piperazine + CH;);
7.01 (d, 1H); 7.24-7.56 (m, 4H); 7.82-8.04 (m, 3H); 8.38

(s, 1H); 8.70-8.80 (m, 2H).

ke 18:
6-[4- (3-% ) [b]E%H-3- X -AR-AE)-%%E-1-X]-1H-%%-
2-BRBRLE
IH-NMR (CDCl,, 200 MHz) & (ppm): 1.42 (t, 3H, CHa); 2.80

(b.s., 4H, gk ); 3.00 (t, 2H, CHp); 3.22-3.36 (m,

6H, 4H A3 + CH,); 4.41 (g, 2H, CH); 6.58 (d, 1H);
7.02 (4, 1H); 7.08-7.14 (m, 2H); 7.39-7.56 (m, 2H); 7.86
(d, 1H); 8.37 (s, 1H); 8.79 (d, 1H); 9.02 (b.s., 1H, NH).

LA 19:
4-[4-(3- % [b]EH-3-K-ANK-FE)-kE-1-K]-1H-%3 %~
2-H B L&

'H-NMR (CDCl;, 200 MHz) & (ppm): 1.39 (t, 3H, CHs;); 2.70
(b.s., 4H, wkek  :); 2.97 (t, 2H, CHp); 3.18-3.34 (m,
6H, 4H vk + CH;); 4.38 (g, 2H, CHy); 6.79 (s, 1H);
6.90 (dd, 1H); 7.12 (d, 1H); 7.38-7.56 (m, 3H); 7.86 (d,
1H); 8.36 (s, 1H); 8.79 (d, 1H); 8.81 (b.s., 1H, NH).

25



01819600. 4 oM P E19/38m

%4 20:

1-(5-F A 5 [b]E-3-24)-3-[4-(2,3-=4-1, 4+ ¥ F = &-
5-R)E-1-A]H-1-8

1. (G-FHEEF[b]EH-3-%)-3-AA-1-H

AERARAT, AXEME 36 nl LKEH A 900 mg ZfLET
#Hm 1 g (6.75 mmol) 5-FA¥XH#[b]Ew# 0.6 ml (6.75 mmol)
2-RABFEMRE 70 nl KRG FHER. BE 24 I HE, WA
50 ml HC1 1.5 N, #&# 2 IoF, 44, REFANARRAFGR
REMER, Ko fiAEREE. FARARATER, REE
#, B_fisishie, A TR/ FE(90:10) %4 A48 (F &
8(131.0/;?: 100-102°C

IR (KBr) (cm?): 1675 (s, C=0).

1H-NMR (CDCl;, 200 MHz) & (ppm): 2.61 (s, 3H, CHis); 3.46 (c,
2H, CICH,); 3.46 (c, 2H, COCH;); 7.26 (t, 1H, He); 7.75 (4,
1H, H,); 8.29 (s, 1H, Hy); 8.59 (s, 1H, H,).

2. 1-G-FEEH[b]E%H-3-%)-3-[4-(2,3-=&-1,4-%}H =
£-5-R)%kE-1-X]1%-1-M

BEBELAES 1 PREGFE, R G-FEEHF[b]EY-3-X)-
-RA-1-Bf 1-(2,3-=4-FHF[1, 4] =A-5-R)%REH A RH,
HETRGHE Y.

M.p.: 132-133°C
IR (KBr) (cm™): 1673 (s, C=0).

H-NMR (CDCl;, 200 MHz) & (ppm): 2.46 (s, 3H, CH;); 2.70
(b.s., 4H, N'(CH,),); 2.93 (d, 2H, COCHCHz;); 3.06 (b.s.,

4H, N*(CH.;),) 3.18 (d, 2H, COCH;); 4.20-4.28 (m, 4H,
O(CH,),); 6.47-6.57 (m, 2H, Hg+Hg'); 6.73 (t, 1H, Hy');
7.21 (s, 1H, H¢); 7.69 (d, 1H, H,;); 8.26 (s, 1H, Hy); 8.54

(SI lHl H4> .
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Ep 21:

1-(5-A A EHF (bl EH»-3-%)-3-[4-(2,3- =41, 4-FF = £~
5-R)kE-1-X]H-1-8W

1. (G-AAEHF(b]EH-3-£)-3-LK-1-W

EEAAT, AEME 20 nl LKA A 650 ng ALCL ¥ &
1 g (5.58 x10™ mol) 5-#& ¥ [b]E=% 4 0.65 nl (6.64 x10”
mol) 2-AABEAHEMAE 40 nl AKREHTHER. AEBRAH
24 B, WMAMRA T AICL, FEHERERLS. BE 48 I H
&, mA 100 ml1 HC1 1.5 N, &3 2 IW, ##7, RERANMAK
AARNUERAARR. KabRAAEREE BARARAT
B, BEEMN, RAofisisit, ATKR/FTERQO:THHEARD
mGEE: 80%).

M.p.: 128 °C

IR (KBr) (cm!): 1670 (s, C=0); 1510, 1335 (s, NO,).

lH_.NMR (CDCls 200 MHz) & (ppm): 3.51 (t, 2H, CH,C=0) ; 3.98
(t, 2H, CH)Cl); 7.99 (d, 1H, Hy), 8.29 (dd, 1H, H¢); 8.49
(S, 1H, Hz),' 9.64 (d, 1H, H4).

MS-DIP (70 eV) m/z (% g ): 269 (M'; 17); 206 (100) .
9. 1-(5-#E A ¥ [b]Er-3-£)-3-[4-(2,3-=&-1,4- %=
£-5-A)%E-1-£]1/-1-M
BBLAS 1 PREGFE, A G-AERNF[b]1EY-3-£)-
- S H-1-8A 1-(2, 3-=&-%54[1,4] =4-5-K)REHHRHA,
RNETREATEY.

M.p.: 168-171°C

H-NMR (CDCl;, 200 MHz) & (ppm): 2.71 (t, 4H, N'(CHz)2); 2.93
(t, 2H, COCH,CH;); 3.06 (t, 4H, N'(CHp)z) 3.23 (t, 2H,
COCH,); 4.20 (d, 4H, O(CHz)z); 6.47-6.57 (d, 2H, H¢ +Hg');
6.73 (t, 1H, Hy'); 7.33 (d, 1H, Hy); 8.22 (dd, 1H, He, Je7=
9.05, Js= 2.01); 8.18 8.46 (s, 1H, Hz), 9.59 (d, 1H, He,
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Jie= 1.94);
5 22:
3-[4- (IH-%1%-4-3) v Fk-1-K ]-1- G- X ¥ 5 [b]E=%r-3-%)
A-1-8

BRE—-FEGTHEGT X, BA 4% 1-A-1H-5RHEH
%2 RHA, HETARE D,

H-NMR (CDCls;, 200 MHz) & (ppm): 2.80 (b.s., 4H,
ok ); 3.01 (t, 2H, CHp); 3.22-3.36 (m, 6H, 4H
A + CHp); 6.54-6.60 (m, 2H); 7.02-7.16 (m, 3H);
7.88 (d, 1H); 8.22-8.32 (m, 2H); 8.50 (s, 1H); 9.62 (d,

1H) .

% 3H) 23:

1-(5-T B ARE R [b]E%9-3-%)-3-[4-(2,3-=&~1,4- % =
£-5-X)k%E-1-A]H-1-]

1. 5-ZBEAEX I [b]E%

mAE 5 nl R85 450 mg 5-FZX X I [b]E% (3 x107° mol) ¥
S =kMmA 1 ml Ac,0, AIBER. £ 2 oG (GRE T.L.C., AF
AR, BEEN, RAGLHRERK. % 85%.

M.p.: 68°C
IR (KBr) (ecml): 1735 (s, C=0)

'H-NMR (CDCl;, 200 MHz) & (ppm): 2.27 (s, 3H, CH3); 7.00 (dd,
1H, H¢); 7.23 (d; 1H, Hy); 7.43 (d, 1H, H;); 7.47 (d; 1H,

Hy); 7.78 (d, 1H, Hy).

MS-DIP (70 eV) m/z (% FE ): 192 (M'.17); 150 (100).

2. (-ZEEEEXEF[b]lEn-3-£)-3-8K/-1-8
AEARAT, AEMBE 25 0l LKEHGANE 1.04 g &P
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#Mm 1.5 g (7.81 mmol) 5-ZEBEEAXHF [b]EDF 1 nl (7.81
mmol) 2-f{ABERMWEMAE 50 nl ERKELHPHER. RE 24 b
MG, #m0.5 nl Ak 7.5 nl K. HLEH, A_LFRER
KARARATR BREEMN R_fomisib, #ATR/FX

(25:75) A A4 (FF: 43%).

'H-NMR (CDC1l;.,00 MHz) & (ppm): 2.33 (s, 3H, CH;); 3.08 (t,
2H, CI1CHp); 3.88 (t, 2H, COCHy); 7.17 (dd, 1H, H;, Jg=
8.64); 7.83 (d, 1H, H¢, J¢7= 8.61); 8.34 (s, 1H, Hy); 8.48
(d, 1H, Hy, Jg6= 2.2).

3. 1-(-ZEAXKH[b]E-3-2£)-3-[4-(2,3-—4-1,4-%
=%, (benzodioxin)-5-X)vk%-1-X] H-1-8

BREEN | PHESFTE, AG-LHREEXEF[b]ED-3-
HK)-3-RA-1-Ff 1-(2,3-=&-%3H[1,4] —a-5-H)%REH4 AR
H, NI/ TEAFHAES.

M.p.: 106-109°C

IR (KBr) (cm?): 1261 (s, Ar-0); 1660 (s, C=0); 1757 (s, O-
C=0) .

'H-NMR (CDCls;, 200 MHz) & (ppm): 2.30 (s, 3H, CH3); 2.72
(b.s., 4H, CH;); 2.92 (t, 2H, CHy); 3.07 (b.s., 4H, CHy);
3.20 (t, 2H, CHy); 4.24 (d, 4H, OCH;); 6.48-6.57 (m, 2H,
He + Hy); 6.74 (t, 1H, He); 7.14 (d, 1H, He); 7.80 (d, 1H,
H,); 8.33 (s, 1H, H,); 8.46 (s, 1H, H,). |

Lt 24:

1- GRS [b]Ewr-3-2) -3-[4- (Bl%-4-K)k%-1-K 1 2-1-8

BB IAES 1 PREGTE, £A 1-(54[b]Ep-3-%-2-22
A 4k B-1-R-1H-SIR%EA RH, HRTAFEAED.
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M.p. ( 1eH BB ): 297-300°C

IR (KBr) (cm™®): 3360(m, NH), 1672 (s, C=0).

l-NMR (CDCl;, 200 MHz) 3 (ppm): 2.69 (t, 4H, N! (CH,)3) ; 3.44
(t, 4H, N*(CH;),) 3.85 (s, 2H, COCHp); 6.53-6.62 (m, 2H,
Hi +Hs') ; 7.08-7.16 {(m, 2H, Hg+Hy); 7.44-7.50 (m, 2H,
He+He); 7.87 (d, 1H, Hy'); 8.17 (b.s., 1H, Hy); 8.78 (4, 1H,
H,+Hz)

L34 25:

1-% 5 [b]Ewy-3-£-3-[4- (2, 3-—& - %k wh-7-X) v %-1-
X]-%/-1-8

BREES 1 PREGFE, A 1-FF[b]IE-3-E-3-8-1-
A 1-(T-R e L) RE2EARKE, A/ T AR 9.

14.NMR (CDCl,, 200 MHz, & ppm) : 8.78 (d, 1H); 8.35 (s,
1H); 7.84 (d, 1H); 7.54-7.38 (m, 2H); 6.84-6.68 (m, 3H);
4.60 (t, 2H, OCH2); 3.36-3.10 (m, 8H); 2.98 (t, 2H); 2.80-
2.70 (m, 4H)

IR: 2820 cm, 1670 cm™®, 1490 cm™, 1460 cm™

%34 26:

1- GEHF [b] K% -3-%)-3- (4- % 5f [b]EH-5-K—%h%E-1-£) -
1-8

BEBEEA 1 PRHEGFE, A 1-FF[b]ED-3-X-3-K-1-
AR 1- G-RHERR)REHEA R, HBTEARETD.

H-NMR (CDCl;, 200 MHz) & (ppm): 2.78 (b.s., 4H, CHz); 3.00
(t, 2H, CH,) 3.26 (b.s., 4H, CHp); 7.07 (4, 1H, He¢'); 7.21-
7.30 (m, 4H, H, +H;'+He¢ +H,'); 7.68-7.75 (m, 2H, Hs+Hg); 7.70
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(d, 1H, Hy); 8.35 (s, 1H, Hpy); 8.77 (d, 1H, H,)

IR (KBr) (cm™?): 1656 (s, C=0).

# % B

—#& YK

FIEMBAAIFEOCH 50 nl FAH A 4 mnol 5&4 1-26 W
d&m 4.2 mmol MEALAXEMA 1.4 nl KF= 0.14 ml NaOH 2N ¥
69 .

[AmBEA6-8 I, FEERZAEIIR.

M 0.28 ml HC1 1N, 4R FHIkE K, HHhiRE.

P REARR, BEREETF, FHA4PAE CHCL/HO X4
B, JAMAE 2-FREFTF$ 10-15 24, SEBEREGEAK, X
&3 il i A ik &35 4648, A CH,C1./MeOH 90/10 ZEHE.

ATHE&MEERE, -2 h# 5 BLRFRE, PHLE
mERSH Y, BH, FmA 1 ¥ HCly. FEREGHEHALENR
whEmE, REKaREIENFTE.

mRiE—FFk K/T T =8

L) 27:

1- (5- R EH [b]Er—3-K)-3-[4- (Ek-8-R)%k%E-1-X]&H-1-
A

AWM EPRAEBEE Bk, AE#EH | FERGBEAR
A 7.

M.p.: 89-91°C

IR (KBr) (cm?): 3102 (w, OH).

1H—NMR' (DMSO-dg .00 MHz) & (ppm): 2.52 (t, 2H, CHCHOH);
3.37 (b.s., 12H, CH,-s); 5.03 (t, 1H, CHOH), 5.66 (b.s.,
1H, OH); 7.09 (t, 2H, He+H,) ; 7.19 (t, 1H, Hs'); 7.23-7.28

(m, 3H, Hs'+ H5'+H7'); 7.68 (S, 1H, Hz); 7.97 (C, 1H, H4'),‘
8.26 (d, 1H, H,, J= 7.40); 8.82 (d, 1H, Hy).
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MS-DIP (70 eV) m/z (% £ ): 421 (M, 11), 278 (2),
264 (2), 157 (100), 129 (49).
4 28:

1- (5-F X5 [b]Ewp-3-4)-3-[4-(2,3-=&-1,4- X} —&-5-
X)kk-1-A]1H/-1-5

AizHEWRAEREE—fFk, BE#RH 3 PERGBEAR
69,

M.p.: 147-150°C
IR (KBr) (cm'!'): 3360 (w, OH).

lH-NMR (CDCl; .,00 MHz) & (ppm): 2.05 (g, 2H, CHOHCH;); 2.64
(m, 6H, N'(CH,);); 3.13 (b.s., 4H, N*(CH;)z); 4.24 (d, 2H,
oHe, J= 5.6); 4.30 (d, 2H, Ha, J= 13.6); 5.25 (t, 1H,
CHOH); 6.55 (c, 2H, Hg'+Hg'); 6.77 (t, 1H, Hy'); 6.98-7.13
(m, 2H, He+Hy);7.44 (s, 1H, Hp); 7.75 (c, 1H, Hy).

MS-DIP (70 eV) m/z (% +E ) 428 (M*, 13), 233 (94),
178 (100), 164 (34), 133 (44).

L&A 29:

1- (5-FEHF [b] Ew—3-£)-3-[4- (G %-4-X)kE-1-X] #H-1-8%

AR REBLE —KF&E, RAEEH 4 PERGBHEAIR
A7,

M.p.: 170-173°C
IR (KBr) (cm™?): 3414 (w, OH).

l4-NMR (DMSO-ds 200 MHz) & (ppm): 1.99 (d, 2H, CHOHCH);
2.55 (d, 6H, N'(CHz)3); 2.55 (b.s., 4H, N*(CHz)z); 5.02 (s,
1H, CHOH); 5.64 (b.s., 1H, OH); 6.41 (t, 2H, Hy'+Hs'); 6.98
(t, 3H, Hy +He'+H,'); 7.29 (s, 1H, Hy); 7.69 (4, 1H, Hy, Jpi=
4.92); 7.76 (&, 1H, He, Jae= 2.48); 8.01 (t, 1H, Hy).
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MS-DIP (70 eV) m/z (% *E ): 409 (M'), 228 (25), 214
(100), 157 (16).

%364 30:

1- (- R EH [b]Ew-3-K)-3-[4- (M -8-X) kB -1-K] /-
1-%

Az EWE BB LR Tk, AEHH 2 PEROBHEIR
HF T8,

M.p.: 148-150°C
IR (KBr) (em!): 3414 (w, OH).

'H-NMR (CDC1;, 200 MHz) & (ppm): 2.37 (t, 2H, CHOHCH;); 2.94
(s, 3H, CH;); 3.38 (b.s., 6H, N'(CH;)3); 3.76 (t, A4H,
N*(CH;),); 5.11 (t, 1H, CHOH); 7.37-7.45 (m, 2H, H¢+Hy');
7.54-7.85 (m, 5H, He+H,+Hs'+Hy'+Hy); 7.97-8.07 (m, 1H, H,);
8.67 (d, 1H, Hy); 12.21 (b.s., 1H, OH).

MS-DIP (70 eV) m/z (% *F ): 435 (M*, 6), 278 (2), 197
(13), 184 (17), 171 (100), 158 (28).

E#H 31:

1-(6-REH [b]EH-3-K)-3-[4-6-ER AL X E)%k%E-1-
Alw-1-%

ABEYRBERER —FFk, RE#EH 5 FARYBMUEAR
HA 749,

M.p.: 125-127°C
IR (KBr) (cm™): 3414 (m, OH).

'H-NMR (CDC1;.,00 MHz) & (ppm): 2.03 (q, 2H, CH,); 2.17 (t,
2H, CHOHCH,); 2.64-2.80 (m, 6H, N*(CHz)3); 3.09 (b.s., 4H,
N*(CH;),); 4.23 (q, 4H, O-(CHz),-O), 5.23 (t, 1H, CHOH);
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6.55-6.66 (m, 2H, He+H;), 6.81 (t, 1H, Hg), 7.06 (ddd, 1H,
He, Je7= 8.44, Js4e= 2.5); 7.42-7.48 (m, 2H, Hx+H,;); 7.73 (c,
1H, H,).

%=t 32:

1-(5- R ¥ [b]ED-3-2)-3-[4-(4-BF _RE-F L) %kE-1-
Alw-1-%

AFREHREBER —FFk, AEHEH 6 TAROBRHED R
HEFY.

M.p.: 147-149°C
IR (KBr) (cm™'): 3415 (m, OH)

'H-NMR (CDCl;, 200 MHz) & (ppm): 2.00-2.09 (m, 2H, CHOHCH;);
2.64-2.87 (m, 6H, N'(CH;)s); 3.24 (t, 4H, N*(CH,),); 5.24 (t,
1H, CHOH); 5.92 (s, 2H, O-CH,-O), 6.47 (c, 2H, Hs+H,), 6.77
(t, 1H, Hg), 7.09 (ddd, 1H, He, Jg7= 8.44, Jee= 2.5); 7.44-
7.50 (m, 2H, Hy+H,;); 7.75 (c, 1H, Hy).

L34 33:

1- (R [b]E9-3-£)-3-[4-(E%-8-K)%kE-1-A]FH-1-H#
B 3

AGHAEYRERLER —FFk, RAEEA 7T PHORHNBHELIE
4509,

M.p.: 169-170°C
IR (KBr) (cm™): 3414 (w, OH).

'H-NMR (DMSO-ds, 200 MHz) & (ppm): 2.13 (t, 2H, CH,CHOH);
3.39 (b.s., 12H, CHp-s); 5.11 (t, 1H, CHOH), 7.40 (g, 2H,
Hy'+H,'); 7.58 (d, 1H, Hgy', J= 7.34); 7.72 (t, 2H, He¢'+H.');
7.86 (t, 2H, Hs+Hg); 8.04 (q, 2H, H,+Hs); 9.08 (d, 1H, Hy');
9.33 (s, 1H, Hy); 10.23 (b.s., 1H, HCl); 11.19 (b.s., 1H,
OH) .
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MS-DIP (70 eV) m/z (% FE ): 403 (MY, 13), 260 (2),
246 (4), 170 (34), 157 (100), 129 (58).

%345 34:

1- (R [b]E%9-3-£)-3-[4-(2,3-—&-1,4- % —&-5-X)%
%-1-A]R-1-8%

AWFHEWAEBLEE —BFE, AEEH 9 PORGBEAR
AR F.

M.p.: 151-153°C
IR (KBr) (cm™*): 3414 (w, OH).

'H-NMR (CDCls;, 200 MHz) & (ppm): 2.08 (b.s., 2H, CHOHCH,);
2.73 (b.s., 6H, N*(CHy)3); 3.12 (b.s., 4H, N*(CH,);); 4.26
(d, 4H, O-CH,-CH,-0); 5.33 (b.s., 1H, CHOH); 6.54 (t, 2H,
H¢'+Hg'); 6.77 (t, 1H, H,'); 7.33 (t, 2H, Hs+He); 7.41 (s,
1H, Hy); 7.78 (d, 1H, Hy+H,;, J= 7.60).

MS-DIP (70 eV) m/z (% FE ): 410 (M, 4), 247 (1e),
233 (74), 178 (100).

L] 35:

1- (K [b]Ewy-3-%)-3-[4-(Blk4-R)%kE-1-K]H/m-1-H &
#

AR EWRAEBLEE—fF¥E, REHRH 10 FAEAREBES
BRARAE.

B

M.p.: >300°C

IR (KBr) (cm™): 3396 (w, OH).
I.NMR (DMSO-d¢, 200 MHz) & (ppm): 2.00 (t, 2H, CHOHCHo) ;
2.55 (t, 6H, N*(CH;)s;); 3.28 (b.s., 4H, N*(CH;),); 5.33 (d,
1H, CHOH); 5.62 (b.s., 1H, OH); 6.42 (t, 2H, Hy +Hs'); 6.99
(q, 2H, He+Hs); 7.23-7.43 (m, 3H, H, +H¢' +Hy') ; 7.57 (s, 1H,
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H,); 7.96 (g, 2H, Hg+H;); 10.42 (b.s., 1H, HC1) .

MS-DIP (70 eV) m/z (% *F ): 391 (M"Y, 34), 228 (18),
214 (100), 159 (5).
% 4 36:
1- CEIF [b]Emr-3-%)-3-[4- (EHR-8-K)%k%E-1-£]H-1-8
F 3%
AR ER LR K Gk, RERH 8 TERGBENR
GRER P

M.p.: 138-142°C
IR (KBr) (cm’'): 3358 (w, OH).

'H-NMR (DMSO-dg, 200 MHz) & (ppm): 2.37 (t, 2H, CHOHCHp);
2.94 (s, 3H, CH;); 3.38 (b.s., 6H, N'(CHy)s); 3.76 (t, 4H,
N*(CH,),); 5.11 (t, 1H, CHOH); 7.37-7.45 (m, 2H, H¢'+Hy');
7.54-7.85 (m, S5H, He+Hs+Hs +Hs'+H,); 7.97-8.07 (m, 2H, Hy+H;);
8.67 (d, 1H, Hy', J= 8.22); 10.48 (b.s., 1H, HCl); 12.21
(b.s., 1H, OH).

MS-DIP (70 eV) m/z (% *& ): 241 (3), 171 (100), 143
(55) .

L 37: .

1- R [b]Ewr-3-%) -3-[4- (&dk-5-K)%kE-1-K]R-1-8%

AWEA YA RBER —FHE, BRELEA 11 FLRORHES
BRARNFH,

M.p.: 127-129°C
IR (KBr) (cm'): 3358 (w, OH).

H-NMR (DMSO-d¢, 200 MHz) & (ppm): 2.00 (d, 2H, CH,CHOH) ;
2.60 (t, 6H, N'(CHp)s); 3.02 (s, 4H, N*(CH.,),); 5.08 (t, 1H,
CHOH), 5.62 (b.s., 1H, OH); 7.15 (d, 1H, Hg); 7.21-7.43
(m, 3H, Hg+H¢+H;'); 7.46-4.88 (m, 3H, Hy'+H3'+Hg'); 7.89-7.98
(m, 2H, H,+H;); 8.44 (d, 1H, Hg', J=8.39); 8.87 (s, 1H, H,).
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MS-DIP (70 eV) m/z (% & ): 403 (M", 11), 240 (8),
226 (100), 171 (41), 129 (4).

% 364 38:

1- GRS [b]Em—3-%)-3-[4- (B %-4-HX)%%-1-X]L-1-%

AhBEhABERER —KFk, RAEkRH 24 FERYGWEA
BRARFH.

M.p.: 164-165°C
IR (KBr) (cm'): 3400 (w, OH).

'H-NMR (CDCl;, 200 MHz) & (ppm): 2.71-2.84 (m, 4H, N'(CH:)j);
3.02 (d, 2H, CH,CHOH); 3.31 (s, 4H, N*(CH.),) 5.23 (d, 1H,
CHOH) ; 6.58 (t, 2H, H3'+Hg'); 7.07-7.14 (m, 2H, Hs+H¢); 7.33
(t, 2H, Hx'+Hg¢'); 7.45 (s, 1H, Hy); 7.83 (d, 2H, H,+H,).

MS-DIP (70 eV) m/z (% *E ): 403 (M", 11), 240 (8),
226 (100), 171 (41), 129 (4).

L3 39:

1-(5-#E R X5 [b]Em-3-%)-3-[4-(2,3-=&-1,4-F F =&~
5-X)kE-1-K]/H-1-8

AR EY AR EE BTk, AEHEH 21 YERGMEH
BRAHFG.

M.p.: 105-107°C.
IR (KBr) (cml): 3360 (m, OH).

'H-NMR (CDCl;, 200 MHz) ) (ppm): 2.05 (t, 2H, CHOHCH,),
2.71-2.96 (m, 6H, N'(CH;)3); 3.15 (b.s., 4H, N*(CH;),); 4.25
(d, 4H, O(CHz);); 5.37 (c, 1H, CHOH); 6.52-6.62 (d, 2H,
H¢' +Hg'); 6.78 (t, 1H, Hy'); 7.59 (s, 1H, H,); 7.94 (d, 1H,
Hy); 8.18 (dd, 1H, Hg, Jg= 9.05, Jg= 2.01); 8.76 (4, 1H,
Hy, Jge= 1.94)
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%34 40:

1-(5- PR ¥EH [b]E-3-%£)-3-[4-(2,3-—&-1,4-F% =&~
5-R)kE-1-KX]H-1-%

Kb EH A BB LR —FFE, AE#EH 20 YERGHEHEA

RAREZN.

M.p.: 144-147°C
IR (KBr) (cm™®): 3414 (m, OH).

'H-NMR (CDCl;, 200 MHz) & (ppm): 2.13 (t, 2H, CH,CHOH); 2.5

(s, 3H, CH3); 2.70-2.84 (m, 8H, ek ); 3.18 (d, 2H,
CHOHCH,CH,) ; 4.20-4.28 (m, 4H, O(CHz)2); 6.54-6.65 (m, 2H,
He'+Hg'); 6.82 (t, 1H, Hy'); 7.19 (s, 1H, He¢); 7.43 (s, 1H,
H,); 7.60 (s, 1H, Hp); 7.76 (d, 1H, Hy).

LA 41:

3-[4- (1H-"| % -4-K) kB -1-K]-1- G- X F I [b]En-3-4)
A-1-8

AiFHREWABERBEE BTk, REHRH 22 YEREGHHEHR

RARFH.

H-NMR (CDCls;, 200 MHz) § (ppm): 2.10 (m, 2H, CHy); 2.54-
2.78 (m, 6H, 4H vk + CHz); 3.18 (b.s., 4H

ek ); 5.22 (t, 1H, ’f!H); 5.90 (b.s., 1H, OH); 6.41
(s, 1H); 6.50 (4, 1H); 6.98-7.12 (m, 2H); 7.32 (s, 1H);
7.94 (s, 1H); 8.24 (d, 1H); 8.36 (d, 1H); 8.92 (s, 1H);
11.18 (b.s., 1H, NH)

LA 42:

1- (R [b] &9 -3-£)-3-[4-(2, 3-=— & ¥ 5 [1,4] —f-6-X) %
w-1-K]R-1-%

AWGHEEHABREE —FFHk, REHEH 12 FERGBHES
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RARFH.

H-NMR (CDCls;, 200 MHz) &(ppm): 2.02-2.14 (m, 2H, CH,); 2.60-
2.84 (m, 6H, 4H sk + CH;); 3.14 (b.s., 4H . w& );
4.23 (b.s., 4H, OCH;); 5.30-5.40 (m, 1H, CH); 6.42-6.50 (m,
2H); 6.70-6.82 (m, 2H); 7.24-7.40 (m, 2H); 7.42 (s, 1H);
7.76-7.90 (m, 2H); 11.20 (b.s., 1H, NH)

L34 43:

1- (E 5 [b]E%-3-£)-3-[4-(3, 4—= &-2H-%3F-[b] [1,4]=
fErEH-6-R)kE-1-A]R-1-%

AEEMRAERLEE —fHk, BRI 13 FERGBHEN
BAFA6.

1y NMR (CDCls, 200 MHz) &(ppm): 2.04-2.16 (m, 2H, CHz);
5 16-2.26 (m, 2H, CHy); 2.64-2.90 (m, 6H, 4H  vk%  +
c,); 3.16 (b.s., 4H  woA ) 4.22-4.32 (m, 4H, 2 OCHa);
c 34-5.42 (m, 1H, CH); 6.60-6.74 (m, 2H); 6.86 (t, 1H);
0 34-7.40 (m, 2H); 7.42 (s, 1H); 7.78-7.92 (m, 2H).

L] 44:

1- (R [b]E%—-3-%)-3-[4- (Bdk-2-K)%kE-1-K]A-1-8%

AWGHEEDABEB LR —Fk, BEERN 14 FARGBHEN
RAHFFH.

M.p. N EY & ): 192-196°C
IR (KBr) (cm-1): 3149 (w, OH).

l4-NMR (CDCls, 200 MHz) & (ppm): 2.12 (t, 2H, CH;CHOH);
5. 64-2.76 (m, 6H, N*(CHy)3); 3.82 (t, 4H, N*(CHz)2); 5.37 (t,
1H, CHOH), 6.98 (d, 1H, Hs, J=7.8 Hz); 7.24-7.92 (m, 10H,
H F&4 ).
5 7#45] 45:

1-CGEJf [b]Emr—-3-2)-3-[4-(Fdk-4-H)kE-1-K]/-1-F &
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% ik
AR BE LR — ok, AEES 15 TARNRAEY
RAH 6.

M.p.: 174-176°C
IR (KBr) (cm-1): 3277 (w, OH).

1y_NMR (DMSO-d¢ .200 MHZ) &(ppm): 2.02 (t, 2H, CH,CHOH) ;
2.50-2.68 (m, 6H, N*(CH,)3); 3.19 (b.s., 4H, N*(CH;)z); 5.08
(t, 1H, CHOH), 6.66 (b.s., 1H, OH); 6.98 (d, 1H, Hi, J =
4.7 Hz); 7.35-7.44 (m, 2H, He+Hs); 7.50-7.57 (m, 2H,
He, +Hp); 7.69 (t, 1H, Hy); 7.93-8.03 (m, 4H, Hy+H,+Hg +Hs/);
8.62 (d, 1H, Hy,, J = 4.6 Hz); 10.07 (b.s., 1H, HC1) .

34 46:

1- (R [b]Ewr—3-4)-3-[4- (Fak-3-R) k- 1-X]RH-1-%

AhEEhAEBER —fFk, AEEH 16 TERGBHEDN
RAF 4.

M.p.: 98-100°C
IR (KBr) (cm™): 3292 (s, OH).

l4_NMR (CDCl;, .00 MHz) & (ppm): ): 2.13 (t, 2H, CH,CHOH) ;
2.67-2.91 (m, 6H, N'(CH;)s); 3.36 (t, 4H, N*(CHz).); 5.34 (t,
1H, CHOH), 7.29-7.52 (m, 5H, Hp+Hs+Hg+Hs'+Hg');7.68 (d, 1H,
He', J=6Hz); 7.77-7.86 (m, 2H, Hg+Hy'); 7.98 (d, 1H, Hy,
J=8Hz); 8.78 (d, 1H, Hy').

L] AT:

1- R [b] &% -3-%) -3-[4- (Bdk-6-X)%kE-1-A]/H-1-8
AR R ER LR Rk, REHARF 1T TEROWMES
RARFN.
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1H_.NMR (CDCl;, 200 MHz) &(ppm): 2.02-2.18 (m, 2H, CH3);
2.60-2.92 (m, 6H, 4H % + CHp); 3.40 (b.s., 4H,

ook ); 5.39 (t, 1H, CH); 6.62 (b.s., 1H, OH); 7.01 (d,
1H); 7.24-7.54 (b.s., SH); 7.80-8.04 (b.s., 4H); 8.76 (d,
1H) .

% 364 48:

6-[4- (3-%( 5 [b]E-3-A-3-2AF/E)RE-1-X]-1H-%%-
2-K BV’

AHEEHRAERER —~BFk, RAEEH 18 FTERNBAEHR
RAHFH.

l4_NMR (CDCls;, 200 MHz) &(ppm): 2.04-2.18 (m, 2H, CH);
2.70-3.00 (m, 6H, 4H kA + CHy); 3.32 (b.s., 4H,

Wk ); 3.96 (s, 3H, OCHz); 5.36-5.42 (m, 1H, CH);
6.59 (d, 1H); 7.04 (d, 1H); 7.20-7.42 (s.c., 4H); 7.44 (s,
1H); 7.80-7.94 (s.c., 2H); 9.01 (b.s., 1H, NH).

34 49:

4-[4-(3-% 5 [b]Em-3-A-3-BRHR)-%E-1-X]-1H-%%-
2-HRER V&

AiHE WA BEREE —FFk, RERH 19 PERGBIEN
FRHFE.

'H-NMR (CDCl;, 200 MHz) J(ppm): 2.02-2.18 (m, 2H, CHy);
2.62-2.90 (m, 6H, 4H ook + CHy); 3.26 (b.s., 4H,
' W% ); 3.90 (s, 3H, OCH3;); 5.39 (t, 1H, OH); 6.78 (s,
1H); 6.90 (dd, 1H); 7.12 (s, 1H); 7.30-7.40 (s.c., 2H);
7.42 (s, 1H); 7.56 (d, 1H); 7.80-7.92 (s.c., 2H); 8.92
(b.s., 1H, NH).

g4 50:

1-(5-# A %X 5 [b]En-3-3)-3-[4-(2,3-—&-1,4- % HF =&~
5-FK)kH-1-X]RH-1-8

AhBEEDABERER - Fk, RAEHEH 23 FERGBEN
BAH 5.
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M.p.: 168-170°C
IR (KBr) (cm™?): 3413 (m, OH)

1H-NMR (CDCl,;, 200 MHz) & (ppm): 1.23 (t, 2H, CHOHCHz); 2.71
(b.s., 6H, N*(CHy)3); 3.00 (b.s., 4H, N*(CHz).); 4.27 (d, 2H,
O- (CH;),-0); 5.16 (t, 1H, CHOH); 6.45 (d, 1H, H¢); 6.55 (d,
1H, He'); 6.74 (t, 1H, Hy'); 6.87 (d, 1H, He, Jae= 6.87);
7.22 (d, 1H, H,, J= 7.22); 7.35(s, 1H, Hy); 7.60 (d, 1H, Hy,
J= 7.60).

%34 51:
1-% 5 [b]Emr—-3- 4 -3-[4-(2, 3-— & -F JFskb-7-&) k% -1-
Al-5-1-%
AAEHABREE —KFE, AEEH 26 TERGBEA
RARTE.
14-NMR (CDCl,, 200 MHz, & ppm) : 7.90-7.76 (m, 2H); 7.42 (s,

1H); 7.40-7.30 (m, 2H); 6.90-6.65 (m, 3H); 5.39 (t, 1H,
CH); 4.62 (t, 2H, OCH2); 3.30-3.10 (m, 6H); 2.90-2.60 (m,
6H); 2.10-2.00 (m, 2H, CH2).

IR: 2.820 cm™®, 1490 cm™, 1460 cm™.
L34 52:
1-3% 9 [b] #E#r-3-% -3~ (4- % 5 [b]-EH-5- X% %-1-K)-H-
1-Bp 3k M 3
AKBAFEHABREER Bk, MEEH 26 PTARORES
RAMFE.
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M.p.: 181-183°C

H_NMR (DMSO-ds .200 MHz) &(ppm): 2.23-2-38 (m, 2H,
CH,CHOH); 3.18-3.35 (m, 6H, N'(CH;)3); 3.60-83 (b.s., 4H,
N¢(CH,)z); 5.08 (dd, 1H, CHOH), 7.17 (dd, 1H, H6'); 7.32-
7.41 (m, 5H, Hs+He+H, +Hy +He); 7.65 (s, 1H, Hy); 7.70 (d,
1H, Hs., J=5.4Hz); 7.86 (d, 1H, H,); 7.97-8.01 (m, 2H, H,
+H,); 10.99 (b.s., 1H, HCl).

L34 53:

1-(5-R/A X [b]ED-3-%£)-3-[4-(2,3-=&-1,4-F F = 4-
5-X)kH-1-X]1RH-1-§

FAE 20 ml PE A 200 mg 4&3E LB 37 HFH 1-G-AEX
5 [blEmr-3-£)-3-[4-(2,3-=&-1,4- % = A-5-R)kE-1-4]
F-1-Bf A 100 mg BEA4EA 0.5 ml NHNH,. H:0. 2 hHE, ¥z
REBRASWMEEHCHELTE. HAREBETF(FH: 85%).

M.p.: 122-125°C

'H-NMR (CDCl;, 200 MHz) & (ppm): 2.22 (t, 2H, CHOHCH.),
2.71-2.81 (m, 6H, N*(CHz)3); 3.12 (b.s., 4H, N*(CHy),); 4.24
(C, 4H, O(CHy),); 5.25 (t, 1H, CHOH); 6.58-6.68 (m, 2H,
He'+Hg') ; 6.84 (t, 1H, Hy'); 7.09 (dd, 1H, Hy); 7.24 (s, 1H,
H,); 7.45-7.51 (m, 1H, H¢); 7.76 (c, 1H, Hy).

% 4R b

ATREH BN T EHE

ERRGEBREN THERLAESHGHEEHR,

B K 2t de & & SHT ARG B XA

# A d Hoyer R XS4 Z & GH K (Eur. J. Pharmacol. 118:
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13-23. 1985) kB Z AL R LB 5-HTu AN F B, TRAMN
XRMEKELS BEHBRAasHiT. TRHIFHN H-—RmER/EAWEaLE
(DPAT) 4k 4 4 b ek, B W46 A dE a4tk DPAT 4520 E R ik

ATHEEBAY, BXARELEWT %, & Tris-HC1 50 mM,
pH 7.7 #F 4CH 4., £MBY% AL 4CEL 25000 rpm F s 15 5
M, BRBHELELELA CaCl4 oM 4 Tris-HC1 F. * T % B 2R
K, B EFkYE H-DPAT (1 nM AR REGLGERANRT.
—®B 4 3TCAT 16 24, sxBdhEIESFERAS, &
WRARERRZ R A6 a 9 a5,

B % o % K 32 % G (5-HT) 653 X

4 A W Marcusson B A B FHAEHHE K (J. Neurochemistry 44:
705-711. 1985) kM Z AKX PS5 W3t ok EFHEE QG EME,

RO ASMHARALEFERFORABEEG ARG A

B ACHBaY)ELAESA NaCl 120 oM #» KC1 5 mM #) Tris-
HC1 50 mM, pH 7.4 %, 5HAEHMNG H-MFHT 0.1 nM =X F
REGRBEIT—RIER., £ 22CHEHFK 60 545, AIhFELEL) S
hgmy, FALRANBEARAZERNZESHFHGALGFHAIE.

Th I AFALNRASH ARG EHOHEERLER. SRAF
HhEEREZGY KA 5-HT. 4G K.
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%1

% f 5 5-HT 5-HT1A
Ki (nm) Ki (nm)
¥izka

21 15.9 3.

27 7.5 2.

28 14.9 6

29 7.3 5.9

30 8.5 2.5

33 8.6 1.5

35 4.1 5.5

36 9.9 10. 2

37 12. 7 26.1

39 6.9 14

44 6.4 377

45 19. 4 301

47 2.2 546

50 6.2 18. 2
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