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oooao
L&t e M.p.| IR(em|  'H-NMR,3 [ap”
&3 i co| Y (% 5%) c
0il NaCl: 300 MHz (€DCl3): -
1 ‘ Mo 3056, 1.06-1.13 (m, 3H), 2.20-
u 2931, 2.51 (m, 13H),2.92-
O ( 1331, | 2.97 (m, 1H), 3.64-3.85
o% y 1160 (m, 1H), 6.91 (s, 1H),
o 7.54-7.63 (m, 2H), 7.71-
mm 7.76 (m, 1H), 7.84-7.91
(m, 3H), 8.30-8.35 (m,
1H)
179-80 | KBr: 300 MH, (CDCl3): -
2 3432, 1.92-1.99 (m, 2H), 2.19-
Me 2938, 2.25 (m, 8H), 2.29-2.35
O N 2842, | (m, 2H), 2.59-2.82 (m,
( 1327, 3H), 4.15 (t, J=T Hz,
o=t N 1159 1H), 6.99-7.05 (m, 3H),
Z N : f 7.51-7.62 (m, 2H), 7.76-
7.89 (m, 4H), 8.31 (s,
1H)
217-8 | KBr: 300 MHz, (CDCl3): -
3 cl 3435, 1.99-2.07 (m, 2H), 2.29-
2934, 2.32 (m, 6H), 2.38 (s,
Me 2842, 3H), 2.45-2.48 (m, 2H),
d N 1322, 2.67-2.89 (m, 2H), 4.23
7 " Me ( 1156 (t, /=7 Hz, 1H), 6.9 (s,
O=s. N 1H), 7.03-7.12 (m, 2H),
&N 7.41-7.44 (m, 1H), 7.69-
@5 7.72 (m, 2H)
110-1 | KBr: 300 MHz (CDCl3): -
4 e 3429, 1.97-2.05 (m, 2H), 2.28-
s/» (N 2942, 2.48 (m, 11H), 2.69-
)\N ) 2845, 2.81 (m, 2H), 4.21 (4,
N H N 1460, J=7Hz, 1H), 6.92 (d,
72\/3\’ 1244 J=4 Hz, 1H), 7.04-7.05
c 00 (m, 3H), 7.73 (d, /=4
Hz, 1H)
w2167 KBr: 400 MHz (DMSO- -
5 N 3389, dﬁ):
ﬁ ( 3114, 1.84-1.92 (m, 2H), 2.07-
Ny N 2958, 2.29 (m, 2H) , 2.41-2.44
%s’” 2846, (m, 2H), 2.50-2.60 (m,
o &% 1485, 1H), 2.64-2.70 (m, 1H),
1270 2.78-2.87 (m, 4H), 4.08
(1, J=7 Hz, 1H), 6.75-
6.80 (m, 2H), 691 (d,
J=8 Hz, 1H), 7.43 (d,
J=4 Hz, 1H), 7.88 (d,
J=4 Hz, 1H)
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t&m e M. p.| IR (e’ "H-NMR, & [a]p?
&S ol D (GB8) <
Me 182-3 | KBr: 400 MHz (DMSO- —
6 ! 3433, de):
( 2953, 1.75-1.80 (m, 2H), 2.12-
) 2843, 2.38 (m, 10H), 2.93-
N };’«g‘l), 2.95 (m, 3H), 4.11 (t,
=7 Hz, 1H), 6.75-6.77
N (m, 1H), 692 (d,
>/'" N J=4Hz, 2H), 7.39 (d,
NW)\S/NH J=4Hz, 1H), 7.69 (d,
o &% J=4Hz, 1H)
2212 | KBr: 300 MHz (CDCl3): —
7 e 2930, | 2.11-2.13 (m, 4H), 2.29
N 2834, (s, 3H), 2.42-2.62 (m,
( j 1335, 8H), 3.05 (s, 3H), 4.30
N 1156, (t, /=7 Hz, 1H), 6.45 (d,
1069 J=8 Hz, 1H), 7.19 (d,
J=8 Hz, TH), 7.43 (dd,
OMe J=8 Hz, J=2 Hz, 1H),
NH 7.66 (d, J=2 Hz, 1H),
S-S50 7.73 (d, J=8 Hz, 1H)
I [o}
ash
Ci
256-7 | KBr: 300 MH, (DMSO-ds):| —
8 3148, 2.94-2.96 (m, 2H), 3.10-
» 3050, 3.13 (m, 2H), 7.22 (d,
O S 1675, | =8 Hz, 1H), 737 (d,
W, o 1605, | J=8 Hz,1H), 7.78-7.96
o= N 1333, (m, TH), 7.94 (d, /=8
7 ~NH 1153 Hz, 1H) 8.16 (d, J=8
‘E:E& Hz, 1H), 8.23-8.29 (m,
2H), 8.67 (s,1H), 10.63
(brs, 2H), 11.03 (brs,
2H)
219-20 | KBr: 300 MH, (DMSO-d): —
9 . NS NH, 3432, | 2.79-2.83 (m, 2H), 2.98-
Q " 3313, | 3.01 (m, 2H), 7.04 (d,
N N 3116, |J=8 Hz, 1H),7.27 (d,
N S/H ol 1673, | J=8 Hz, 1H), 7.58-7.59
RS 1635, (m, 2H), 7.69 (br s, 3H),
1246, 8.05 (d, J=4 Hz, 1H),
1148 11.00 (br s, 2H).
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(41)
iLawm o M.p.| IR(em'| 'H-NMR,$ [alp®
&S - Ol (&%) <
>300 | KBr: 400 MH, (DMSO-dg):| —
10 “NyNHz g 3469, | 2.58-2.61 (m, 2H), 2.71-
" (o) 13954, | 2.73 (m, 2H), 695 (d,
N 3149, | J=8 Hz, 1H), 7.09-7.14
{ Ha 1676, (m, 1H), 7.47 (d, J=4
s/ﬁ 1635, Hz, 1H), 7.56 (d,./=8
>_N 1398, Hz, 1H), 7.68 (br s, 3H),
q
N N 1139 7.78 (d, J=4 Hz, 1H),
- 10.56 (br s, 1H), 11.18
c 00O (br s, 1H)
N >300 | KBr: 300 MH, (DMSO-dg): —
11 SN | g 3425, 1.08 (d, J=7 Hz, 3H),
N " (dec) 13150, | 3.20-3.26 (m, 1H), 3.38-
}_N " N 2973, 3.48 (m, 2H), 7.02 (d,
Q N | he 2801, J=8 Hz, 1H), 7.24 (d,
NW)\"S“O Me 1678, | J=8 Hz, 1H), 7.57-7.59
5o 1595, (m, 2H), 7.77 (br s, 3H),
1250, 8.02 (d, J=4 Hz, 1H),
1151 10.96 (br s, 1H), 11.31
(br s, 1H).
12 Me
s\ N +55.2
|/ { (c 0.5,
N2 N MeOH)
/\\/S/N\ N l\
TECD
13 Me
—N
s~ \\ /4 \
4 L -57.8
/W N 0.5
N 1 N (C -
P Neorh
a oo L - -/
1634 | KBr: | 300 MHz (CDCl3): —
14 Me 3435, 2.00-2.07 (m, 2H), 2.30
N 2946, (s, 3H),
( ) 2806, 2.42-2.51 (m, 8H), 2.64-
N 1451, 2.84 (m, 2H),
N 1352, 423 (1, =6.9Hz,1H),
>,N 1262, 6.90-6.95 (m, 3H), 7.18
/ 1247 (d, J=8.4Hz, 1H), 7.72

(4, J=4.5Hz, 1H)
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(42)
(@17 N M. p.| IR (cm’ "H-NMR, & [ap®
&5 ki co| b _Gaw) €
139-40 | KBr: 300 MHz (CDCl5): L
15 Me 3120, 1.09 (s, 3H), 1.26 (s,
N 2952, 3H), 1.85(dd, J=2.1,
AN ( J 2812, 8.1Hz, 2H), 2.34 (s,
N H N 1455, 3H), 2.48 (m, 8H), 4.31
N’\R\ SlN\@:i 1267, (t,.J=7.9Hz,1H), 6.91
7 1248, (d, J=4.2Hz,1H), 6.96-
a © Me 1177, 7.08 (m, 3H), 7.69 (d,J
Me 1141 =4 5Hz, 1H)
120-1 | KBr: 300MHz (CDCl3): L
16 Me 3426, 2.02-2.13 (m, 2H), 2.29
N 2934, (s, 3H), 2.37-2.49 (m,
e ( J 2793, 8H), 2.70-2.86 (m, 2H),
>__N HiC N 1452, 337 (s, 3H), 422 (t, J
/ o 1365, =7.4Hz, 1H), 6.77 (d, J
4 I 1269, =4.5Hz, 1H), 7.05-7.13
a 1249 (m, 3H), 7.16 (d,J
=4 2Hz, 1H)
168-9 | KBr: 300 MHz (CDCI3): o
17 Me 3117, 1.90-1.97 (m, 2H), 2.01
Me—N 2945, (s, 3H), 2.36 (s, 6H),
N j 2851, 2.51 (br s, 4H), 2.65-
/7, H Me~N 1484, 2.86 (m, 2H), 4.14 (t, J
o N 1458, =7.2Hz, 1H), 6.77 (br's,
Y/\,,S\\ 1271, 1H), 6.89 (d, J =4.8Hz,
a o ° 1248, 1H), 7.02 (br s, 3H),
1144, 7.79 (d, J=4.5Hz, TH)
1121
120-1 | KBr: 300 MHz (CDCl3): .
18 Me 3422, 2.30 (s, 6H), 2.55-2.59
Me—N 3099, (m, 2H), 2.73-2.82 (m,
N ) 2771, 2H), 2.88-2.89 (m, 2H),
N H HN 1615, 2.96 (s, 2H), 4.19 (t,J
N N 1457, =6.7Hz, 1H), 6.89 (d,
\2\/8\\ 1271, J =45 Hz, 1H), 6.99 (br
o Jo 1113 s, 3H), 7.10 (br s, 1H),
7.81 (d,/=4.8 Hz, 1H),
8.02 (br s, 1H)
144-5 | KBr: 400 MHz (CDCl3): -
19 Me\(\ 3249, 2.00-2.09 (m, 2H), 2.29
S Me 2937, (s, 3H), 2.41-2.49 (m,
N 2806, 8H), 2.68-2.76 (m, 1H),
( ) 1602, | 2.80 (s, 3H), 2.83-2.87
B N 1508, (m, 1H),324(¢, J
OFP~NH 1319, =4.6Hz, 2H), 4.24 (t,J
o @5 1156 | =7.4Hz, 1H), 4.29 (t..]
=4.4Hz, 2H), 6.68 (d,

J=8.4Hz, 1H), 6.94-
6.95 (m, 2H), 6.97-7.02
(m, 2H), 7.08 (d, J
=8Hz, 1H)
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(43)
- 25
& 5 M. p.| IR (cm "H-NMR, 5 [
&2 fea col Y (B1)
>300°C| KBr: 300 MHz (DMSO- .
20 NS\ hn 3367, de):
C"\SJN:/) Daghk 3120, 1.24 (s, 6H), 2.70 (s,
oxd BN, Hel 2959, 2H), 7.04 (dd, J =1.8,
o\ 2N 1677, 8.1Hz, 1H), 7.31 (d,J
HN 1624, =8.1Hz, 1H), 7.55-7.59
1251, (m, 2H), 7.72 (br s,1H),
W n42 - |797d, J
=4.5Hz, 1H), 10.98 (br
s, 1H), 11.05 (br s, 1H)
249-50 | KBr: 300 MHz (DMSO- o
21 ””ynaz 3411, | dg)
N 3262, 2.74-2.78 (m, 2H), 3.00-
N 3031, 3.01 (m, 2H), 7.06-7.12
N / 1677, (m, 2H), 7.61 (br s, 1H),
S/w HC! 1630, 7.66-7.73 (m, 2H), 8.07
N 1249, | (d,/=4.5 H, 1H),
N Z s, 1150 10.79 (s, (H), 11.32 (s,
50 1H)
Cl o
s 253-4 | KBr: 300 MHz (DMSO- .
22 N— HN 3390, d ):
o _ﬂ gy 3157, | 2.82.2.86 (m, 2H), 3.09-
Yo N 2962, 3.1 (m, 2H), 3.27 (s,
0=5 N HO 1673, 3H), 7.25 (dd, J =2.1,
o) 1629, 8.1Hz, 1H), 7.30 d, J
1451, =4.8Hz, 1H), 7.36 (d,
1350, J =8.1Hz, 1H), 7.46 (d,
1179 J =4.2Hz, 1H), 7.63 (br
s, 1H), 778 d, J
=1.8Hz, 1H)
190-1 | KBr 300 MHz (DMSO- o
23 Me\N/\ 3363, de):
R 3164, 2.80 (s, 3H), 2.83-2.85
NH, 2940, (m, 2H), 2.97-2.99 (m,
N 1674, 2H), 3.24 (t,J =4.1Hz,
o=8 N HC 1605, | 2H), 4.22-4.25 (m, 2H),
7 NH / 1319, 6.72 (d, J =8.4Hz, 1H),
o 1152

6.96 (dd, /=19, 8.2Hz,
1H), 7.07 (dd, J =2.2,
8.8Hz, 2H), 7.24 (d,
J=7.8Hz, 1H), 7.64 (d,
J=1.8Hz, 1H), 7.77 (br
s, 1H), 10.11 (br s, 1H),
11.12 (br s, 1H)
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- 25
it&m &t M.p.| IR (cm "H-NMR, 8 [
&2 s cO| Y CEi)
245-6 | KBr 300 MHz (DMSO- L
24 S N 3345, de):
Nzﬂ ) )/ju 3125, | 2.81-2.85 (m, 2H), 2.98-
Cx HN 3038, 3.01 (m, 2H), 3.73 (brs,
o=s. N Ha 1667, | 4H),7.08 (dd,J=2.1,
g N 1492, 8.1Hz, 1H), 7.28 (d,J
1450, =8.1Hz, 1H), 7.59-7.68
1346, (m, 2H), 8.11 (d,J
1149 =4.5Hz, 1H), 11.31 (br
s, 1H), 11.76 (br s, 1H)
>300 | KBr 400 MHz (DMSO- _
25 s N 3255, de):
Nzﬁ / )\/jnn 3141, 1.25 (s, 6H), 2.70 (s,
C'/%/ HN 2959, 2H), 3.74 (br 5, 4H),
0=5. N Hal 1666, 7.05 (dd, /=2, 8.4Hz,
& TNH 1484, 1H), 7.34 (d, J =8Hg,
1455, 1H), 7.55 (d, J =1.6Hz,
Me 134f, 1H), 7.60 (d, J =4.4Hz,
Me 1143 1H), 796 d, J
=4.8Hz, 1H), 10.92 (br
s, 1H), 11.17 (br s, 1H)
264-5 | KBr 300 MHz (DMSO- _
26 | M~y 3346, | de):
/j) N 3024, 2.81-2.83 (m, SH), 2.97-
N\ 2870, 3.01 (m, 2H), 3.22-3.25
N 2801, (m, 2H), 3.72 (br s, 4H),
_ W Hel 1665, 423 (t,.J=4.2Hz, 2H),
0P ~NH / 1511, 6.72 (d, J=8.4Hz, 1H),
° 1487, 6.96 (dd, J=2.1, 8.4Hz,
1320, 1H), 7.08 (dd, J =2,
1149 8.2Hz, 2H), 7.62 (d, J
=2.1Hz, 1H), 10.17 (br
s, 1H), 11.66 (br s, LH)
Oo0Doooo

5-HTcgU 0D 0000000
Membranes of SHTGO 0 OO0 OO0 00O D0 OO0 O O HEK-2930 0O O O O O Receptor BiologylD
oooooOoOO0000oOooooDoDoODOoD0oOoOooUoooDoD2A80000/mg0 000000
gooocooDoOooog9.1aymg/mMIO 00 COCDDODOOOOOODODODODDOOOOOB.L. Roth
et al.0 OO [B.L. Roth, S. C. Craigo, M. S. Choudhary, A. Uluer, F.J. Monsma, Y
.- Shen, H. Y. Meltzer, D. R. Sibley: O05-00000000COO0-60000000
ooooDoDDbOO-y0000O0O0OO0ODDODOO0O0DUOUOoOooboODoODOOOg . The Journal of Pha
rmacology and Experimental Therapeutics, 1994, 268, 1403]0 0 0 000 OO0 0O DO O
ooooo0o0oOgGomM Tris-HCI, 10mM MgCl,, 0.5mM EDTA (pH 7.4))0 0000 @ OO
0 1:40)0 00000000000 [PH]-LSDO 0D DO O0O02.70M0 0000 0O 0 O O 200
p ID000000O0OOCDOO0ODDODOO0OO0O0OO0OO0O@E@22.9ugb0O0OOoO)ioop IDOODOO
ooOo3y0ooooec 0o U0OopDUOoOoODO0OoO0DOoDUoDoOB%WCODODoODOooDODoDO
OO0O0D0OD0ODOAO0OSchleicher & SchuellO 0 00O O0O0O0ODODOOGF 33620 O O O Harvester
Brandel CellD D D00 O0OOOQOCODODDDOOOOOOODODADOTris-HCI 50mM pH 7.40
oco3mid30 00000000000 DO0ooOoDO0oODO0ooDUooDDO0ooDoDooODOooDoLoaO
OoOO0O0O0DO0O00OO0D0OEcoscintHSmMIOOOOOODODODODODODOOODODODOODODOO
O00O0D0DOwallac Winspectral 14140 00000000 0OOCOODODDODODOOOOOOO
ooOOo0i1oo00 MOODODODDODODODODODODODODDODDODODOSMODODO0OODODEK;, N
OO0OOCOCOOOEBDA/LIGANDDO D OO0 ODODODOOOODOODODO [Munson and Rodba
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Oo0d0oao
FR W = (%) FEEXON
= 16 B 10" M 10 ™M

2 89.1 71.6

3 87.9 55.7

4 83.4 63.0

5 85.6 63.6

8 82.2 56.1

9 89.6 84.7

11 91.1 84.7

14 85.8 75.5

15 30.3 -6.6

16 72.7 29.0

17 ND ND

18 ND ND

19 ND ND

20 87.7 77.2

21 86.9 78.1

22 89.2 83.9

23 87.3 69.3

24 87.7 83.3

25 ND ND

26 84.6 51.0

ND = il ¥ 7,
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