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1.2.1 2.3 [6]
354, 47
50 60 %

. sodl,
Q—COOH MeOH Q
H

H+HCl

1.3.1 L- [8]
3.30g, 185

186 54 % (%) :C,
:C,39.87; H,

39.44;H,7.24;N,18.81
7.31;N ,18.60
1.3.2 N
200 mL
30 mL ,
25 L (0. 50 nol) ,
, 4h, 5 3 h,

15 g(0. 10 nol) L-

40 g 11 -

, 11.6 g,
73.42%,R =0.61 IR (KBr)

Oon=3360cm ' Ooonn=1667 cm™*

1.3.3 [9]

0.749, 19 %

1.4 (S)-N[(1 ( -2 )

-5 -2,3

1.22 2,3 [7]
5.15¢, 124
127 67 %
1.2.3 2,3 -5 -
, 30 mL ,29(0.01 nol) 2,3
30 min ,
, , 1.84,
156 158 , 84.5% (IR)
(KBr ) Ocoon=1684cm™*
1.3
(* C )

NH,
*COOCH, MeOH QCONHZ (CHEH)N

H -+ HCI
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§
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OCH,

HN

141 (9-N[(I - )
= 2.3
, 40 mL 0.6g(2.64 mol)5 -
2.3 ,0.064 L
(DMF) , 0.7 mL 300, (9.83 mol) ,
65 1h ,

30 nL CH,d,,2.28 g(0. 016
mol) 1.3.3 , 10 nL
CH.Q, , 24
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h , , 0.1nmL( 0.74 MBq) | ,
, 1 ol/L NaOH 20 mL_ 3 2.,5,15,30,60 min
, 1 nol/L HA 3, ,
3 Mg ID
&)4 3 ] 3 2
91 - ,
: 0.89,R=0.25, 8% IR 2.1
(KBr) G = 1 667 am-t: 211 pH 20 10
'H HVIR(D;0) 6):1.6 2.2(m,4H) 2.4 M PH X
1 , pH ,
2.8(m,2H) ,229 3.3(m,2H) ,3.3 3.6(m,
pH=4 , pH=

2H) 3.6 3.9(m,3H) ,3.9 4.2(m,6H) ,7.9(s,
1H) ,8.4(s,1H)

1.4.2 (S-N[(1- ( -2 )
-5 -2,3
, 30 L 1 nol/L Hd 0.2 g (0. 566
mnol) ,2 g(0. 017 nol) ,
7 h, )
CH.d, , )
) ) 21 -
, , 0.19,R=
0.41, , 55.6% IR
(KBr) , ‘Ooonn =1 667 cm™ 1 tH
NMR(D-O) 0) :1.6 2.2(m,4H) ,2.4

2.8(m,2H) ,2.9 3.3(m,2H) ,3.3 3.6(m,
2H) 3.6 3.9(m,3H) ,3.9 4.2(m,6H) ,6.4(s,
1H) ,7.0(s,1H) ;MS(FAB™ ,m/ 2)

324
1.5 (S)-N[(1 ( - )
-5 423
1.5.1 pH =
4  HAGNHAC 150pL ,
50pL (500 @) Na2l 37 MBq ,10M L
21 HOrHAC 40 40 min,
0.1 nL NaS0; (166 mg/ ) ,
0.1 m. NH,OH Cd3
3, 1nL, N; , 50
ML )
1.5.2
: 9.0 1.0 0.1 -
_ , 125I2
1.6

18 20g 15

4 HACNHAC

1 pH
Tabe1 The irfluence of pH vaue on the labding yidd
pH 2.1 3.0 4.0 5.2 6.0
Y % 17.5 22.8 35.6 16.4 15.8
2.1.2 ,
10 mn 2
2 y 4'0 1
40
2

Table 2 Theirfluence of reaction tenperature
on the labeling yidd

i/ 20 30 0 50
Y % 15.1 19.8 34.6 27.5
2.1.3
3 40 10
mn 3
25 50pg
3

Table 3 The irfluence o ligand quartity
on the labeling yidd

m/ mg 25 50 75 100 175

Y % 33.2 34.6 35.4 36.1 3.8

2.1.4 4
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40 min , 0.9 1.0
40 min 1.5.1
79.4%,
4 90 %
Table 4 Theirfluence of reaction time 2.3 P HEABZM
on labding yidd 15 _HEABZM
t/mn 10 20 30 40 50 60 5 6 5,
Y % 32.3 632 69.8 79.4 751 67.9 6 ,125|'HEABZM
2.2 1, )
R=0.7 0.8*1" R=0.0 01, R ,
5 ®LFHEABZV
Table 5 Biodigribution of FHEABZM in mice
ID/ (% g™ Y
(Tissues) 2mn 5mn 15 min 30 min 60 mrin
. 0.98+0.03 0.60+£0.05 0.42+0.02 0.34+£0.02 0.33+0.04
(Brain)
1.02+0.05 0.87+0.09 0.54%0.07 0.41+0.02 0.40+0.04
(Cdluu)
) 1.18+0.16 0.98+0.13 0.80%0.02 0.51+0.04 0.59+0.13
(Serium)
4.26 £0.39 3.18+0.21 2.14+0.16 1.25+0.04 1.12+0.14
(Heart)
] 10.96+1.55 11.51+1.03 8.34+1.13 4.45+0.31 5.34+0.01
(Liver)
9.69+0.56 5.89+0.46 4.27+0.54 2.70+0.17 2.23+0.25
(Lung)
37.77+1.30 19.41+0.44 11.29+1.16 4.27+0.28 2.91+0.34
(Kidey)
12.07+1.18 7.40+0.44 4.73+0.68 3.34+0.18 2.38+0.17
(Blood)
(Note) :n=3
6
Table 6 Ratio of the uptake between gristum and cerebellum
t/ mn 2 5 15 30 60
R 1.15+0.13 1.21£0.15 1.19+£0.08 1.68+0.23 1.52+0.12
3
P HEABZM
’ (S)- 1
N-[ (1 ' ) 5 -2,
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SYTHESIS AND LABELL ING OF DOPAMINE D>
RECEPTOR NEW L IGAND

JIA Fang, LIU Zhengheo, LIU Borli

Department of Chemidry , Bejing Normd Universty , Beijing 100875, China

Abstract :One desred dopamine agents, (S)-N-[ (1- hydroxyethyl-2-pyrrolidinyl) methyl ]-5-amonio-2 ,3- dimethoxy-
benzamide ,is syntheszed in thefird time. The chemical dructure is corfirmed by goectrum data. The radioiodi nation
of the compound with *°1 i's acoonrplished by an dectrophilic iodination reaction using hydrogen peroxide as an oxi-
dant and the labeled conpound , (S)-N-[ (1- hydroxyethyl-2-pyrrolicinyl) methyl ]-5-anonio-4-'2 -2 , 3- dimethoxy-
benzamide ,is obtained. The labelling yidd is about 79 % and the radiochemical purity is higher than 90 % d&ter ex
traction. The regiond digribution of this conplex in the brain(ratio of griatuny cerebellum is higher than 1) displays
the selective locdization.

Key words: D, dopamine receptor ; subgituted benzamide; radioiodination



