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A large number  of dialkyl der ivat ives  of 1-(2-aminoethyl)-benzimidazole  possess ing versa t i l e  b io-  
logical activity is known [1-5]. 

The synthesis  of a se r i e s  of acyl der ivat ives  of 1-(2-aminoethyl)-benzimidazole  displaying definite 
sedative and ant iserotonin activity was previously accomplished by us [6]. Reducing them seemed  to be a 
valuable way to p repare  the corresponding alkyl and aralkyl  der ivat ives  of 1-(2-aminoethyl)-benzimidazole  
(I-IX), which have not here tofore  been descr ibed  in the l i t e ra ture ,  so as to study the i r  biological activity.  
Lithium aluminum hydride was chosen as the reducing agent. 

Reduction of the alkyl der ivat ives  of I was accomplished with lithium aluminum hydride in e ther  or 
te t rahydrofuran .  It p roceeded  fa i r ly  smoothly and finished in 4-5 h. 

All the synthes ized compounds (see Table 1) were identified as the oxalates,  which are eas i ly  fo rmed  
by t rea tment  of the base with an alcoholic solution of oxalic acid. 

All the alkyl and ara lkyl  der iva t ives  tested (II-IX) showed modera te  toxicity - t h e i r  LDh0 for  mice  by 
in t raper i tonea l  application was 150 to 500 mg/kg  (daily observation).  The compounds investigated had a 
slight depress ive  effect  on the cent ra l  nervous sys tem of the mice; the mobili ty of the animals was reduced, 
the rec ta l  t empera tu re  was lowered by 2-3~ there  was no change or  only a slight inc rease  in the pain- 
sensit ivi ty threshold during e lec t r ic  shock, and there  was no effect o n th e  durat ion of sleep induced by chlo- 
ra l  hydrate .  A cent ra l  musc le - re l ax ing  effect was observed  af te r  introduction into the mice  of compounds 
III, IV, and VIII; all compounds, with the exception of VI and IX, exhibited ant iserotonin act ivi ty according 
to tes ts  of c ramps  [7] and d ia r rhea  [8] induced by the p r e c u r s o r  of s e ro ton in -5 -hyd roxy t ryp tophan .  The 
most  pronounced cent ra l  serotontn-negat ive  p roper t i e s  were observed with compounds II, III, and VIII - 
the i r  El3 according to test ing of 5-hydroxytryptephan-induced cramps  were  less  than 1 / 3  LD. 

Compai~ison of the alkyl and ara lkyl  der ivat ives  (IX-IX) with the acyl  ones (I) [61 revealed  no signif i-  
cant d i f ferences  in pharmacological  activity.  

E X P E R I M E N T A L  

Alkyl and Aralkyl  Derivat ives  of 1-(2-Aminoethyl)-benzimidazole  (H-IX). A solution of the acyl  de -  
r ivat ive of 1-(2-amiuoethyl) -benzimidazole  (1) (0.01 mole) in absolute e the r  (or benzene) was added g r a d -  
ually, while s t i r r ing  and cooling with icewater ,  to a suspension of l i thium aluminum hydride (0.07 mole) in 
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absolute ether (or tetrahydrofuran). The mixture was boiled for 4-5 h on a water bath. After cooling, the 
excess lithium aluminum hydride and the intermediate complex formed were decomposed by careful addition 
of a mixture of alcohol and ether and then of 10% sodium hydroxide solution, and the organic layer  was de-  
canted and evaporated in vacuo. The base, isolated as an oil, was converted into the oxalate by the usual 
method. 

The bases of the alkyl and aralkyl derivatives (H-IX) were yellow oils which darkened quickly in air  
and were soluble in alcohol, benzene, and ether.  Bases II and HI were distilled in vacuo. 
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