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Construction of the screening model for monoamine oxidase inhibitors in vitro
ZHANG Wanping, GUO Hongmei, LI Wenjun,ZHU Bimin,LU Zhenhao, QI Junsheng,YU Yu
(Teaching and Research Section of Medicinal Chemisiry,College of Pharmacy ,Chongqing Medical University)

[ Abstract JObjective . To construct a screening model for monoamine oxidase (MAQ) inhibitors in the treatment of neurodegenerative
diseases. Methods : Benzylamine and 5-hydroxytryptamine (5-HT) were used as MAO-B and reaction substrates and their activities
were measured by UV spectrophotometry , respectively. MAO concentration , substrate concentration, phosphate buffer concentration
and pH,reaction time and temperature were optimized. Results : The optimized reaction system conditions were obtained as follows:
under the conditions of enzyme pre—incubation time of 20 min and reaction time of 60 min at the temperature of 37 °C,optimum con—
dition for determination of MAO-B activity was 100 mmol/L. phosphate buffer(pH 7.6) and 0.15 mg/ml MAO and 2.00 mmol/L ben—
zylamine , optimum condition for determination of MAO-A activity was 100 mmol/L. phosphate buffer(pH 7.4) and 0.40 mg/ml MAO
and 5.00 mmol/L 5-HT. Conclusions: A screening model for monoamine oxidase inhibitors in vitro is constructed successfully. Due to

its low cost and simple operation, it is suitable for large—scale screening MAO-B and MAO-A inhibitors.

[Key words ]monoamine oxidase ; monoamine oxidase inhibitors ;screening model in vitro; neurodegenerative ; inhibition effect
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Study on synthesis of tetrahydroisoquinolines and monoamine oxidase
inhibitory activity

ZENG Qingdong, ZHANG Wanping, CHENG Peng,LI Wenjun ,LU Zhenhao ,PENG Yang,ZHU Bimin,YU Yu

(Teaching and Research Section of Medicinal Chemisiry,College of Pharmacy ,Chongqing Medical University)
[ Abstract)Objective ; To design and synthesize 1,2,3, 4—tetrahydroisoquinolines and to determine its inhibition effect on monoamine
oxidase (MAOQ). Methods ; 1-aminomethyl-1,2 3 4—tetrahydroisoquinoline was synthesized from phenylethylamine via acylation,ami—
nation with phthalimide potassium, bisehler—napieralski cyclization , hydrazinolysis and reduction reaction. Then the title compounds
were synthesized.Results ; Four compounds with tetrahydroisoquinoline moiety were synthesized and their structures were confirmed by
infrared spectroscopy , nuclear magnetic resonance spectroscopy and mass spectrometry. Pharmacological test in vitro showed that all
the five compounds had certain MAO inhibitory activity,and compound(5~7) displayed preferable selective inhibition on MAO-A.
Conclusion : The obtained compounds(5~7) need further study.

[Key words Jtetrahydroisoquinoline ; cyclization ; hydrazine ; reduction ; monoamine oxidase ; inhibitor
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