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The abili ty of the eas i ly  access ib le  im inoes t e r s  of carboxyl ic  acids to condense with amino acids  
and pept ides  provides  a means  of introducing var ious  biologically act ive mo lecu l a r  f r agmen t s  into an amino 
acid.  It should be ment ioned that  the amino acids thus f o r m e d  p r e s e r v e  the i r  c l ea r ly  defined b ipolar  s t r u c -  
tu re  and in aqueous solution exis t  as zwi t ter ions .  Because of th i s ,amidinoac ids  a re  soluble both in acids 
and in a lkal i s .  In the p re sen t  work, the poss ibi l i ty  of acylat ing taur ine  (f i-aminoethanesulfonic acid,  II) with 
iminoes t e r s  of indolecarboxyl ic  and benzoic acids (I) was studied. 

The acy!at ing agents  were  im inoes t e r s  of indolylacet ie  acid (heteroauxin),  indo ly l -3-carboxyl ie ,  ben-  
zoic,  anis ic ,  v e r a t r i c ,  and t r imethy lga l l i c  acids .  The reac t ions  were  c a r r i e d  out in a medium of boiling 
80% methanol  and p roceeded  according to the equation 

Ar-c~ ~ + }tz~CHzCtltSo)H ~ Ar'-O~,a~OHtOHtSO)H 
OOzH) 

I ~ ~ ' ] ~ /  

The compounds prepared (III-VIII, see Table l) are colorless crystalline high-melting substances 
with good solubility in water. They separate from alkaline solution as sodium salts possessing a strong 
alkaline reaction. 

Compounds III-VIII are unable to form salts with acids owing to the formation of strong intramotec- 
ular bonds leading, apparently, to a separation of the charges in accordance with the formula 

§ 

~r, - r r  ~ 'NHz "''" SO') ~ ' ' "  

" ~  ~ \ N H - -  O H (  ~ 7 "  

Our a t t empts  to cycl ize compounds HI-VIII  to thiadiazine failed.  The IR s p e c t r a  of all  these  c o m -  
pounds contain an intense absorpt ion  in the region 1050 era- i ,  cor responding  to an ionized sulfo group. In-  
tense  peaks  with m a x i m u m  1650-1700 c m  -1 a r e  c h a r a c t e r i s t i c  of an imino group,  being the ni t rogen analog 
of a carbonyl .  

The method for  p repa r ing  the amid ino-ac ids  has been published [2]. 

pha rmaco log i ea l  study of N- (a - imino-3 ,4 ,5 - t r imethoxybenzy l ) - f l -  aminoethane sulfonic acid r evea led  
acute toxici ty  and an effect  on a r t e r i a l  p r e s s u r e .  The expe r imen t s  were  c a r r i e d  out in acute t e s t s  on cats  
anaes the t ized  with e t he r -u r e t hane .  A r t e r i a l  blood p r e s s u r e  was r e c o r d e d  by the conventional method.  The 
compound being t e s t ed  was introduced int ravenously  as a 1% solution. The LD~0 of this compound is 750 
mg/kg .  Adminis t ra t ion  of the compound at a level  of 10 m g / k g  caused  a pe r s i s t en t  reduction in blood p r e s -  

sure  (by 20%). 

, , , ,  

*For  Communicat ion  HI, see [1]. 
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TABLE i. 

Compound 

Ill 

IV 

V 

VI 

VII 
VIII 

~-Amidinoet hane sulfonic Acids 

Ar 

Phenyl 

p-Methoxyphenyl 

3,4-Dimethoxy~ 
phenyl 

3,4,5-Trimethoxy- 
phenyl 

N- Formylindolyl-3 
Indol-3-methyl 

O9 

78 

67 

70 

68 

5O 
75 

mp, 
~ 

285 
(from 80~c 
methanol 
solution) 

308 
(from 
water)  

328 
(from 90% 
ethanol 
solution) 

180 

300 
300 

Found (in %) 

N S 

12.05 i14.05 

11,13 11.60 
! 

9.69 11.70 

! 
8.40 10.5 

12.88 i10.90 
13.80 t10.80 

Empirical 
formula 

C 9HI2N 203S 

Ci 0HI4N204S 

CIIHI6N2OsS 

C12H18N20~S 

CI2HIsN304S 

C121115N303S 

Calculated 
(in %) 

N S 

12.15 [4.14 

10.75 [2,03 

9.70 11.38 

8.54 10.05 

13.20 10.70 
14.10 10.80 

,~fNH2 + 
" ~ N H -  
(cm-1) 

'1650 1700 

1642 1703 

1630 1697 

1639 1696 

1654 1687 
1633 1679 

~so~ 
(cm-1) 

1050 

1044 

1051 

1053 

1049 
1045 

EXPERIMENTAL 

N-(~-Imino-3,4-dimethoxybenzyl)- /~-aminoethanesulfonic Acid (V). A mixture  of 0.19 g (1.5 mole) 
of taur ine ,  0.32 g (1.5 mole) of 3 ,4-dimethoxybenzimino e s t e r ,  and 15 ml of 80% methanol was boiled with 
vigorous agitation for  45 min. Then the t r ansparen t  solution was evapora ted  to d ryness  in vacuo. The 
oily res idue was t r ea t ed  with 15 ml of methanol,  the insoluble portion was f i l t e red  off, and f rom the mother  
l iquor a white crys ta l l ine  product  was prec ip i ta ted  by the addition of anhydrous ethyl e s t e r .  There  was 
obtained 0.3 g of compound V. 

The r e s t  of the f l-amidinoalkanesulfonic acids,  the cha rac t e r i s t i c s  of which are  shown in Table 1, 
were  p repa red  by the method descr ibed  above, except  that products  Ill  and IV were  isolated by way 
of cooling the react ion mass  and f i l ter ing the prec ip i ta ted  products .  

1,  
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