Table 40 The inhibitory effects of compounds 83-97 on the neutrophil

superoxide formation  (in vitro)
Animal: Rat Inducer: fMLP 0.3y M/5u g/ml cytochalasin B
Conc. Superoxide Formation
(M M)
No. nmol/10°cells/30mins (%inh.)

Control 1.15+ 0.11 -- 3
83 10 0.77+ 0.11* 323+ 4.1 4
30 0.89+ 0.13 20.2+ 9.2 4

84 10 1.16+ 0.08 -3.2+ 6.7 5
30 0.92+ 0.15 22.0+ 6.3 5

85 10 1.00+ 0.21 14.8+ 9.6 5
30 1.17+ 011 -4.3+ 9.9 5

86 10 1.01+ 0.07 18.6+ 3.8 4
30 0.84+ 0.09 20.2+ 5.2 4

87 10 0.71+ 0.15** 40.6+ 6.8 4
30 0.92+ 0.15* 28.0+ 9.3 5

88 10 0.93+ 0.22 22.2+ 10.6 5
30 0.87+ 0.16 25.8+ 10.0 5

89 10 1.08+ 0.11 3.4+ 3.1 5
30 1.33+ 0.13 -17.5+ 9.6 4

90 10 0.81+ 0.09 * 28.5+ 7.0 5
30 1.10+ 0.24 6.7+ 14.2 5

91 10 1.34+ 0.18 -9.0+ 5.8 4
30 1.41+ 0.04 -29.5+ 12.9 3

92 10 1.19+ 0.19 14.2+ 15.8 4
30 1.53+ 0.14 -38.9+ 13.2 3

93 10 1.34+ 0.10 -21.6+ 11.2 3
30 1.09+ 0.37 -27.4+ 0.5 4

94 10 1.27+ 0.07 -15.8+ 10.1 3
30 1.52+ 0.24 -28.4+ 5.0 4

95 10 0.78+ 0.10* 29.2+ 3.8 3
30 0.99+ 0.47 115+ 85 3

96 10 0.91+ 0.17 25.0+ 14.1 4
30 0.82+ 0.10* 32.0+ 9.5 4

97 10 1.03+ 0.12 16.8+ 2.1 5
30 0.64+ 0.13* 447+ 7.6 3

TFP 1 1.42+ 0.15 -29.4+ 12.0 3
10 0.25+ 0.08 ** 771+ 7.2 3

30 0.08+ 0.03 ** 93.0+ 3.0 3

ICso (M M) 14.7+ 0.4

N=3; * P<0.05, ** P<0.01; TFP:Trifluoperazine (positive control)



Table 42 The inhibitory effects of compounds 139-153 on the neutrophil
superoxide formation  (in vitro)

Anima: Rat Inducer: fMLP 0.3y M/5u g/ml cytochalasin B
Conc. Superoxide Formation
(M M)
No. nmol/10°cells/30mins (%inh.)

Control 1.39+ 0.07 - 6
139 10 1.12+ 0.05 18.3+ 7.5 3
30 1.05+ 0.07 25.1+ 11.9 3
140 10 1.12+ 0.09 19.4+ 6.5 3
30 0.79+ 0.09 ** 42.8+ 8.1 3
141 10 0.98+ 0.05 29.2+ 5.7 3
30 0.87+ 0.06 * 36.8+ 6.9 3
142 10 1.19+ 0.09 14.7+ 5.4 3
30 1.07+ 0.06 21.9+ 8.2 3
143 10 0.99+ 0.22 30.0+ 11.3 3
30 0.86+ 0.09 ** 38.5+ 5.7 3
144 3 1.12+ 0.02 27.2+ 12.1 3
10 0.74+ 0.14** 45.9+ 8.9 6
30 0.54+ 0.12** 60.7+ 5.9 6

ICso 15.4+ 1.3
145 10 1.24+ 0.17 10.0+ 14.7 3
30 1.33+ 0.04 3.8+ 3.6 3
146 10 0.93+ 0.09 * 32.6+ 7.8 3
30 1.08+ 0.12 22.8+ 4.8 3
147 10 1.03+ 0.04 24.9+ 6.2 3
30 1.43+ 0.16 -2.0+ 5.8 3
148 10 1.15+ 0.21 18.3+ 11.0 3
30 0.77+ 0.04 ** 448+ 0.4 3
149 10 1.13+ 0.08 18.7+ 4.4 3
30 1.42+ 0.10 -2.2+ 5.0 3
150 10 1.19+ 0.09 13.8+ 9.9 3
30 1.31+ 0.17 6.5+ 8.4 3
151 10 0.92+ 0.16 ** 38.2+ 4.9 5
30 0.85+ 0.13* 34.4+ 6.0 4
152 10 111+ 0.04 28.8+ 9.8 3
30 1.00+ 0.24** 39.9+ 5.4 3
153 10 153+ 0.24 6.3+ 0.7 3
30 111+ 0.34 22.8+ 13.4 3
TFP 3 1.68+ 0.15 -29.4+ 12.0 3
10 0.30+ 0.08 ** 771+ 7.2 3
30 0.08+ 0.03 ** 93.0+ 3.0 3

ICso (U M) 14.7+ 0.4

N=3;* P<0.05, ** P<0.01; TFP: Trifluoperazine ( positive control )



Table 41 The inhibitory effects of compounds 109-123 on the neutrophil
superoxide formation  (in vitro)

Animal: Rat Inducer: fMLP 0.3y M/5u g/ml cytochalasin B
Conc. Superoxide Formation
No. (b M)
Nmol/10°cells/30mins (%inh.) N
Control 1.82+ 0.11 -- 3
109 10 158+ 0.15 11.5+ 14.5 3
30 1.68+ 0.08 6.6+ 9.7 3
110 10 1.30+ 011 * 27.2+ 11.0 3
30 1.41+ 0.19 22.4+ 10.0 3
111 10 1.86+ 0.11 -2.7+ 10.5 3
30 1.37+ 0.03 24.3+ 3.7 3
112 10 1.92+ 0.21 -4.6x 7.4 3
30 1.67+ 0.18 8.4+ 7.7 3
113 10 1.49+ 0.32 19.8+ 12.7 3
30 156+ 0.19 14.9+ 55 3
114 10 1.35+ 0.07 25.4+ 5.0 3
30 1.18+ 0.14 ** 35.1+ 55 3
115 10 1.29+ 0.08 ** 28.5+ 7.2 3
30 1.74+ 0.27 5.9+ 11.0 3
116 10 1.43+ 0.07 21.3+ 4.2 3
30 1.67+ 0.17 9.1+ 4.6 3
117 10 1.34+ 0.31** 26.0+ 8.3 3
30 1.18+ 0.18 ** 34.3+ 6.9 3
118 10 1.22+ 0.36 ** 31.8+ 114 3
30 1.12+ 0.17 ** 37.7+ 6.6 3
119 10 1.25+ 0.38 ** 30.8+ 9.1 3
30 1.35+ 0.15** 25.5+ 4.6 3
120 10 1.38+ 0.09 ** 23.8+ 4.7 3
30 1.54+ 0.06 15.2+ 2.4 3
121 10 1.31+ 0.39 ** 27.6+ 10.3 3
30 1.31+ 0.27 ** 27.6+ 7.1 3
122 10 1.08+ 0.33 ** 39.9+ 10.3 3
30 0.93+ 0.04 ** 48.7+ 1.8 3
123 10 1.28+ 0.40 ** 29.6+ 10.3 3
30 0.91+ 0.10 ** 49.8+ 3.7 3
TFP 3 1.44+ 0.22 20.5+ 5.3 3
10 1.01+ 0.16 ** 42,9+ 2.8 3
30 0.03+ 0.02 ** 98.2+ 0.9 3
ICso (U M) 13.0+ 0.3

N=3; * P<0.05, ** P<0.01; TFP:Trifluoperazine (positive control)



fMLP
Inducer: fMLP (10u g/ml)

(in vitro)Animal: Rat

Conc.

Superoxide Formation

No. RL R2 R3 (u M) nmol/10°cdlls/30mins (%inh.) N
(%inh)

83 H H H (10 0.77+ 0.11* 32.3t 4.1 4
(30) 0.89+ 0.13 20.2+ 9.2 4
84 CH; H H (10 1.16+ 0.08 -3.2+ 6.7 5
(30) 0.92+ 0.15 22.0+ 6.3 5
85 H CHy H (10 1.00+ 0.21 14.8+ 9.6 5
(30) 1.17+ 011 -4.3+ 9.9 5
86 H H CH: (10 1.01+ 0.07 18.6+ 3.8 4
(30) 0.84+ 0.09 20.2+ 5.2 4
87 H OCH; H (10 0.71% 0.15** 40.6+ 6.8 4
(30) 0.92+ 0.15* 28.0+ 9.3 5
88 H H OCH; (10 0.93+ 0.22 22.2+ 10.6 5
(30) 0.87+ 0.16 25.8+ 10.0 5
89 F H H (10 1.08+ 0.11 3.4+ 3.1 5
(30) 1.33+ 0.13 -17.5¢ 9.6 4
90 H F H (10 0.81+ 0.09 * 285+ 7.0 5
(30) 1.10+ 0.24 6.7+ 14.2 5
91 H H F (10 1.34+ 0.18 -9.0t 5.8 4
(30) 1.41+ 0.04 -29.5¢ 12.9 3
92 cl H H (10 1.19+ 0.19 14.2+ 15.8 4
(30) 1.53+ 0.14 -38.9+ 132 3
93 H cl H (10 1.34+ 0.10 -21.6+ 11.2 3
(30) 1.09+ 0.37 -27.4+ 0.5 4
94 H H C (10 1.27+ 0.07 -15.8+ 10.1 3
(30) 1.52+ 0.24 -28.4+ 5.0 4
95 NO, H H (10 0.78+ 0.10* 29.2+ 3.8 3
(30) 0.99+ 0.47 115+ 85 3
96 H NO, H (10 0.91+ 0.17 25.0+ 14.1 4
(30) 0.82+ 0.10 * 32.0+ 9.5 4
97 H H NO, (10 1.03+ 0.12 16.8+ 2.1 5
(30) 0.64+ 0.13* 44.7+ 7.6 3
Mepacirne (10) 1.42+ 0.15 -29.4+ 12.0 3
(30) 0.25+ 0.08 ** 771+ 7.2 3
(100) 0.08+ 0.03 ** 93.0+ 3.0** 3

ICso 50.2+ 4.5




