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SOME SYMMETRIC AMINOACETYL DERIVATIVES
" DIAMINODIPHENYLSULFONE
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These substances, obtained in good :.'Er:u.~'. are liposoluble. Similar derivati-

ves of aniline and substituted anilines, which possess an antipyretic or local-anes-
thetic activity, have been described by Majert (3), Gaind and Vohra (4),
Lofgren and Lindqvist (5) and Bichi, Lauener, Ragaz, Boniger and Lie-
berherr (6).

The compounds of the second type resulted from the same symmetrical
substitution of the alkyl-chlorine atoms of 4,4-(bis-a-chloracetylamino-)diphe-
nylsulfone by trimethylamine and pyridine respectively. E’._\' this way derivatives
of 4,4'-diaminodiphenylsulfone, which are quarternary salts of ammonium, were

obtained. They are:

|:I’CH_L,-HCH;C0 NH@ @NH CO-CHzN-( CHU]CIE or (cm.)

4,4'-diaminodiphenylsulfone-N,N"-bis- (carboxymethylene-trimethylammonium
chloride or perchlorate) (\J

4,4’-diaminodiphenylsulfone-N,N’-bis- (carboxymethylene-pyridinium
perchlorate) (VI)
The chloride of the first substance is hygroscopic and its aqueous solutiom
after some days reveals the odor of trimethylamine. Although it could be-
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1I. — 4,4°-(bis-a-di-n-I utviaminoacetyla 10- ) diphi a._.a_\.:.'r_'.-J.-\_ — To a solution of

} g. of di-n-butylamine (0.11 M) in 100 ml of ethanol were added 10 g. of

4.4’-( bis-a-chloracetylamino- )diphenylsulione (0.025 M). The mixture was

refluxed for 30 minutes, when complete solution occured. After boiling for
i . 1 1 - 1 . - 1 -y Sl
more 30 minutes, the solution was treated with active charcoal and filtered. White,
rectangular leaflets cr}'_ntle.li.-w:-i on cooling, which after filtration were thoroughly
washed with cold water. The yield wa g. (54%). er four recrystalliza-

tions from ethanol they

ANAL. Calculated for C3aH3zO4N4S : N, 9.54%. Found N, 9.70%.
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4,4’- (bis-a-chloracetylamino- ) diphenylsulfone (0.025 M) and a solution

of morpholine (0.11 M) mm 100 ml. of 509 aqueous ethanol was
refluxed for one hour, when the starting material dissolved complete y. Un
further heating for half an hour, whit tals formed, which, after filtration
from the cold solution, vielded 9.4 g. (75%). After six recrystallizations from

ethanol, the colourless, tetr aflets had a constant melting point of

2424 — 243.6°.%)
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IV. — 4,4'-(bis-a-N-piperidineacetylamino-)diphenylsulfone. — In a solution of

8 g. of piperidine (0.9 M) in 100 ml. of ethanol were suspended 10 g. of 4,4'-
(bis-a-chloracetylamino- )diphenylsulfone (0.025 M). After heating the mix-
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ture for five minutes, the starting material has dissolved completely and ten

minutes later white crystals began to form. After cooling, the crude product
was filtered and dried, yielding 9.5 g. (759%). Five recrystallizations from

s H 4

ethanol gave white prismatic crystals, which melted at 244.6 — 246.6°.*)

ANAL Calculated for Cag H3s Oy N;i S 11.239¢. Found N, 11.1%.
V. — 44 -diamincdiphenylsulf N, N'-bis-(carboxymethylene-trimethy

11 ‘\'d.'r.’_f ).

Chloride. — In a pressure flask, 100 g. of finely ground 4,4’-(bis-a-chlorace-
tylamino- ) diphenylsulfone (0.25 M) were mixed with 300 ml. of an ethanolic
solution of trimethylamine at 27% by weight (1.2 M). This suspension was
diluted with 150 ml. of water and shaked on a machine. After 6 hours the

starting material dissolved completely. Shaking was continued for additional 18

ubstance is soluble in hot peanut-oil
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The solution was concentrated oi e water-bath, the excess of tri-
methylamine being evaporated simultaneously. The resulting viscous solution
was poured into 1,000 ml. of acetone, in which by some manual stirring with a
glass rod, a white semisolid mass separated. r filtration, 140 g. of a white,
(1‘.]}H:’1n32-'.u~; and ('_\_'::“r']]"t'l}' !1:\'_:1'.'-.;|.‘__|:c product was ybtained, which immediately
was dissolved in '
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SOME SYMMETRIC a- AMINOACETYL DERIVATIVES OF

“DIAMINODIPHENYLSULFONE

SUMMARY

described.

perchlorate).

3

some influence 1

a sintese da 4,4-(bi roacetilamino- ) difenilst
com

a) quatro aminas secundarias, obtendo-se: 4,4'-(bis-a-dietilaminoacetil:
no-)difemlsuliona, 4,4’-(bis-a-di-n-butilaminoacetilamino-)difenilsuliona,
(bis-a-N-morfolinoacetilamino- ) difenilsulfona e 4,4’-(bis-a-N-piperidinoaceti
amino- ) difenilsulfona.

b) trimetilamina e piridina, resultando respetivamente 4.4’-diaminodifenil-
sulfona-N,N’-bis- (carboximetileno-trimetilamonio) cloreto ou perclorato e
4,4’-diaminodifenilsulfona-N,N’-bis- (carboximetileno-piridinio) perclorato.

Espera-se que estes novos derivados da 4,4'-diaminodifenilsulfona tenham

uma influenga sobre as formas nervosas da lepra.
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