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XIV.* METHOD FOR THE SYNTHESIS OF 

2-SUBSTITUTED HOMOTRYPTAMINE S 

I .  I .  G r a n d b e r g  a n d  T .  I .  Z u y a n o v a  UDC 547.75.07 

A new, one-s tep  method is  p roposed  for  the synthes is  of 2-subs t i tu ted  homot ryp tamines .  The 
method is based on the reac t ion  of a ry lhydraz ines  with 5-ha locarbonyl  compounds.  

In p rev ious  communica t ions  [2, 3] we descr ibed  a method for  obtaining t ryp tamines  f r o m  a r y l h y d r a z -  
ines and ~ -ha loca rbony l  compounds.  While invest igat ing the range  of applicat ion of this method we ob- 
se rved  that refluxing of a ry lhydraz ines  with 6-ha locarbonyl  compounds in neutral  w a t e r - a l c o h o l  solutions 
gives good yields  of 2-subs t i tu ted  homot ryp tamines .  The scheme proposed  for  the reac t ion  is based  on the 
scheme for  the synthes is  of t ryp tamines ,  which we have pa r t i a l ly  p roved  [4, 5]. 

The homot ryp tamine  sa l t s  fo rmed  in the reac t ion  a re  conver ted ,  without isolat ion,  to the f r ee  b a se s ,  
which were  purif ied by dist i l la t ion,  r ec rys t a l l i za t ion ,  o r  h igh-vacuum sublimation.  All of the compounds 
obtained were  identified by p a p e r  ch romatography  with the help of the UV and I~MR spec t ra .  Two m a x i m a  
at 225 and 280 nm,  which a r e  cha r ac t e r i s t i c  for  absorpt ion  by the indole chromophore ,  a re  obse rved  in the 
UV spec t r a  of the homot ryp tamines .  The PMR spec t r a  a lso  indicate the homot ryp tamine  s t ruc tu re  (Table 1). 
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The new method for  the synthes is  of homot ryp tamines  opens g r ea t  poss ib i l i t i e s  in the synthes is  of 
physiological ly  act ive subs tances .  We have not encountered v i r tua l ly  any diff icul t ies  on changing the s t r u c -  
ture  of the reac t ing  components .  

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

Genera l  Method for  P r e p a r i n g  2-Subst i tuted Homot ryp tamines .  A solution of 0.1 mole  of 6 - c h l o r o - 2 -  
hexanone [6] in 60 ml of 90% ethanol was  added to a refluxing solution of 0.2 mole  of subst i tuted phenyl-  
hydrazine  in 60 ml  of 90% ethanol,  and the reac t ion  m a s s  was ref luxed on a w a t e r  bath for  8 h. The solvent 
was r emoved  with a wa t e r  a s p i r a t o r ,  and the res idue  was  t r ea t ed  with 100 ml  of 0.1-N hydrochlor ic  acid. 
The mix tu re  was  ex t rac ted  with e ther .  The aqueous l a y e r  was sepa ra ted  and f i l tered,  and the f i l t ra te  was  
made alkaline with 40% NaOH. The oil that separa ted  was ex t rac ted  with benzene,  and the benzene ex t rac t  
was f i l te red  and dist i l led in vacuo under  ni t rogen.  The yields and constants  of the homot ryp tamines  a r e  
p resen ted  in Table  2. 

* See ]1[ for  Communicat ion XIII. 
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