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(AR), ; (AR), ;™M InCls

N ecolet-170SX ; Koflor ; FH 408 , FT 603
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1.2.1 2- (1) [4] 100 mL 48 g(0.5
mol) 20 g (0. 25mol) 0.2g 90min 200mL

50 mL , 3
72 75 339.9 kPa , 68%
1.2.2 (1) 500 mL 70 mL 80 mL
[5] 70 g 80% (1. 4mol) , 57
mL 85% (1 mol) , 61mL (1 mol), 3 h,
61mL (1 mol)
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Table 1 The structuresand physical properties of six 2-acetylthiophene TSC canpounds
0,
(compounds) R1 R2 (agect) tmnp/ Y /%
1 H _ CH2CH2CHs (w hite, needle) 125 127 70.5
2 —CH2CH2CH 3 —CH2CH2CH 3 (yellow , disc) 109 110 67.2
3 —CHs —CHs (light vellow , grains) 124 125 55.4
P RS
4 \_}) (yellow , needle) 101 102 79.9
5 :> . 123 125 84.3
(yellow, grains)
° \j (light yellow, needle) 17119 8.2
2 6 2 TC
Table 2 Analysisresults of six 2-acetylthiophene TSC canpounds
R
-1 ( R 3 1 M s)
(compounds) g(NH) /an g(C=N)/an g{C=9) /an
3438 N
1 3331 1526 1215 241M *), 84,109, 124
3455 .
2 3424 1480 1147 283(M *), 240, 197, 109
3 3427 1481 1147 227M *), 212,124, 109
4 3437 1481 1110 269(M *), 253, 182, 124
5 3421 1481 1135 267(M *), 240, 124, 109
6 3435 1492 1148 253(M * ), 240,182, 124
(element analysis)
(compounds) w (C) /% w (H) /% w (N) /% w () /%
1 49. 8(49. 78) 6.2(6.17) 17.4(17. 41) 26.6(26. 58)
2 55. 1(55. 09) 7.4(7.41) 14.8(14.78) 22.6(22.62)
3 47.6(47.58) 5.7(5.73) 18.5(18. 46) 28.2(28.17)
4 49. 1(49. 15) 5.6(5.51) 15. 6(15. 60) 23.8(23.21)
5 53.9(53. 93) 6.3(6.27) 15.6(15. 73) 23.7(23.97)
6 52.5(52. 17) 5.8(5.93) 16. 8(16. 60) 25.0(25. 30)

(note): (the values in the parenthesis are calculated values)
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2.2
10 pg/mL 6 3 :
3 3 , 6 2- TSC 3
3
Table 3 In vitro anti-tumor activity of six TSC canpounds %
KB 2 HCT-8 2 Bel 7402 ¥
(compounds)
1 78.3 - -
2 91.1 90. 4 91.9
3 96.0 93.1 93.3
4 - 87.2 89.7
5 84.7 91.0 89.7
6 93.7 87.9 89.0
(notes): 1) (KB cell); 2) (HCT-8 cell); 3) (Bel 7402 cell)
2.3 ™in
2.3.1 ™in 0.5mg , 100 i ., 1mL 0.01molA HCI,
50 . *InCl:(14.8MBg/MmL) 0.01molA HCL ,  0.05molA NaOH
pH
) pH= 3.0, 70
v ) v )=9 1 :
90%
2.3.2 3 9
740M Bg/mL ™ In , 13 5d , ,
, (D/%- g ") 4
4
Table 4 Biodistr ibution in normal m ice of TSC campounds % gt
t/d (blood) (brain) (heart) (lung) (liver) (pleen) (kidney)
(compounds)
1 2.01+ 0.33 0.25+ 0.02 2.08+ 0.32 5.62+ 0.49 23.71+ 1.51 19.15+ 1.57 13.11+ 1.25
1 3 1.28+ 0.46 0.33+ 0.04 3.07+ 0.52 6.21+ 0.50 24.10+ 2.53 17.99+ 2.00 23. 78+ 1.08
5 0.37£ 0.08 0.19+ 0.02 1.97+ 0.11 2.10+ 0.54 16.07+ 1.82 7.26+ 1.23 5.51+ 0.72
1 1.99+ 0.23 0.21+ 0.05 2.11+ 0.37 5.43+ 0.49 22.15+ 1.73 18.74+ 1.62 12.98+ 1.22
2 3 1.19+ 0.43 0.23+ 0.03 3.01% 0.47 6.19+ 0.50 23.16% 2.22 17.40+ 1.28 22.75t 1.00
5 0.35+ 0.07 0.15+ 0.01 1.85+ 0.10 2.01+ 0.43 16.07+ 1.66 7.17+ 1.11 5.02+ 0.81
1 2.38+ 0.21 0.15+ 0.06 2.44+ 0.87 4.68+ 0.72 12.94+ 1.80 9.42+ 1.05 5.73+ 1.05
3 3 1.58+ 0.27 0.25+ 0.03 3.75+ 0.50 5.61+ 1.13 17.75+ 3.3015.20+ 2.10 12.73+ 2.00
5 0.59+ 0.07 0.11+ 0.03 2.36+ 0.74 2.85+ 0.48 6.25+ 0.60 6.41+ 0.47 4.80% 0.21
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t/d (blood) (brain) (heart) (lung) (liver) (spleen) (kidney)
(compounds)
1 1.67+ 0.42 0.19+ 0.03 2.07+ 0.30 4.73+ 0.55 22.32+ 1.40 18.08+ 1.47 12.15+ 1.03
4 3 1.10+ 0.44 0.24+ 0.05 2.99%+ 0.15 5.53+ 1.32 23.36% 2.40 14.56+ 2.00 26. 19+ 2. 22
5 0.25+ 0.07 0.16+ 0.03 1.87+ 0.38 1.90+ 0.08 15.64+ 1.50 6.83%+ 1.13 4.77+ 1.05
1 3.00+ 0.42 0.26+ 0.04 2.75+ 0.08 7.20+ 0.37 20.77+ 3.80 12.76+ 1.20 11.19+ 1.36
5 3 1.08+ 0.19 0.71+ 0.12 5.42+ 0.77 7.74+ 0.14 20.10+ 3.03 10.25+ 1.40 11.02+ 2.10
5 0.37+ 0.13 0.22+ 0.03 2.31+ 0.41 3.20+ 0.82 12.34+ 1.20 5.50+ 0.25 5.80+ 1.16
1 2.52+ 0.17 0.35+ 0.08 2.37+ 0.25 5.32+ 0.75 19.51+ 1.55 15.73+ 1.17 13.11+ 1.08
6 3 2.72+ 0.53 0.88+ 0.04 6.00+ 0.56 7.05+ 0.88 21.34+ 2.94 17.22+ 2.51 12.73+ 2.01
5 1.05+ 0.08 0.32+ 0.06 3.11+ 0.24 2.97+ 0.15 11.87+ 2.11 6.24+ 1.00 5.93+ 1.53
3
(D 6 2- TSC ) 5 ;
(2) 6 , ;
(36 "™in :
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SYNTHESISAND PREL M INARY STUDY ON
A NEW CLASSANTI-TUM OR AGENTS—
ACETYTHIOPHENE THIOSEM ICARBAZONE

Zhou Shouming Jin Yutai

(D gparment & Chenistry,B eijing N omal U niversity, B eijing 100875)

ABSTRACT

Six 2-acetylthiophene T SC have been synthesized and characterized by IR,M C and ele-
mental analysis Five of then are the first prepared compounds The anti-tumor activities of
them have been investigated T he results show that they have high inhibition to all three car-
cinoma cells (KB cell, HCT-8 cell and Bel 7402 cell). These ligands are labeled w ith ***In
The biodistributions of six **In ligand complexes in mice are detemined The results show
that concentrating of **'In ligand complexes in blood is not apparent Further study is needed
to see the uptake of 'In ligand complexes by carinoma cells
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