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Ñèíòåçèðîâàí ðÿä N-(5-àëêèë-1,3,4-òèàäèàçîë-2-èë)-2-(ôåíèëòèî)àöåòàìèäîâ è 2-(áåí-

çèëñóëüôîíèë)-N-(5-àëêèë-1,3,4-òèàäèàçîë-2-èë)àöåòàìèäîâ, ïðîâåðåíà èõ áèîëîãè÷å-

ñêàÿ àêòèâíîñòü.

Êëþ÷åâûå ñëîâà: N-(5-àëêèë-1,3,4-òèàäèàçîë-2-èë)-2-(ôåíèëòèî)àöåòàìèäû; 2-(áåíçèë-

ñóëüôîíèë)-N-(5-àëêèë-1,3,4-òèàäèàçîë-2-èë)àöåòàìèäû; ñèíòåç; ïðîòèâîìèêðîáíàÿ àê-

òèâíîñòü.

Èçâåñòíî, ÷òî ðÿä ïðîèçâîäíûõ 2-àìèíî-5-àë-

êèë-1,3,4-òèàäèàçîëà ÿâëÿþòñÿ áèîëîãè÷åñêè àêòèâ-

íûìè âåùåñòâàìè [1 – 3]. Îäíàêî àìèäû 2-àìè-

íî-5-àëêèë-1,3,4-òèàäèàçîëîâ íà îñíîâå ôåíèëìåðêàï-

òîóêñóñíîé è áåíçèëñóëüôîíèëóêñóñíîé êèñëîò ðàíåå

íå èçó÷àëèñü.

Óïîìèíàíèå î âîçìîæíîé àêòèâíîñòè òàêîãî òèïà

ñòðóêòóð ìîæíî íàéòè â ðàáîòå [4], ïðè ýòîì ñàìè ñî-

åäèíåíèÿ íå ñèíòåçèðîâàëèñü. Â ñâÿçè ñ ýòèì íàìè ïî-

ëó÷åíû âåùåñòâà Ia – e è IIa – ã è èçó÷åíà èõ ïðîòèâî-

ìèêðîáíàÿ àêòèâíîñòü.

Ïðè âçàèìîäåéñòâèè 2-àìèíî-5-àëêèë(àðèëàë-

êèë)-1,3,4-òèàäèàçîëà ñ õëîðàíãèäðèäîì ôåíèëòèîóê-

ñóñíîé êèñëîòû è 2-àìèíî-5-àëêèë-1,3,4-òèàäèàçîëà ñ

õëîðàíãèäðèäîì áåíçèëñóëüôîíèëóêñóñíîé êèñëîòû

áûëè ïîëó÷åíû ñîîòâåòñòâóþùèå N-(5-àëêèë-1,3,4-

òèàäèàçîë-2-èë)-2-(ôåíèëòèî)àöåòàìèäû (I) è 2-(áåí-

çèëñóëüôîíèë)-N-(5-àëêèë-1,3,4-òèàäèàçîë-2-èë)àöå-

òàìèäû (II) (ñõåìà).

Èñõîäíûå àìèíû — ïðîèçâîäíûå 2-àìèíî-1,3,4-

òèàäèàçîëà — ñèíòåçèðîâàíû èçâåñòíûì ñïîñîáîì [5]

ïóò¸ì êîíäåíñàöèè ñîîòâåòñòâóþùåé êèñëîòû è òèî-

ñåìèêàðáàçèäà â ñåðíîé êèñëîòå. Áåíçèëñóëüôîíèëóê-

ñóñíàÿ êèñëîòà ïîëó÷åíà ïî ìåòîäó [6] îêèñëåíèåì

áåíçèëòèîóêñóñíîé êèñëîòû ïåðåêèñüþ âîäîðîäà, à å¸

õëîðàíãèäðèä — îáðàáîòêîé êèñëîòû òèîíèëõëîðè-

äîì [7].

Ñèíòåç àìèäîâ I è II ïðîâîäèëñÿ â àöåòîíèòðèëå â

ïðèñóòñòâèè òðèýòèëàìèíà.
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Ò à á ë è ö à 1

Âûõîäû è òåìïåðàòóðû ïëàâëåíèÿ I, II
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Ñòðîåíèå öåëåâûõ ñòðóêòóð ïîäòâåðæäåíî äàííû-

ìè ÏÌÐ-ñïåêòðîñêîïèè è ýëåìåíòíîãî àíàëèçà.

Ýêñïåðèìåíòàëüíàÿ õèìè÷åñêàÿ ÷àñòü

Ñïåêòðû ßÌÐ
1

Í çàïèñàíû íà ïðèáîðå Bruker

AM-300 ñ ðàáî÷åé ÷àñòîòîé 300 ÌÃö â ÄÌÑÎ-d
6

,

âíóòðåííèé ñòàíäàðò TMS.

Îáùàÿ ìåòîäèêà ñèíòåçà (N-(5-àëêèë-1,3,4-òèàäèàçîë-

2-èë)-2-(ôåíèëòèî)àöåòàìèäîâ (I) è 2-(áåíçèëñóëüôî-

íèë)-N-(5-àëêèë-1,3,4-òèàäèàçîë-2-èë)àöåòàìèäîâ (II)

Ê ñìåñè 5 ììîëü 5-àëêèë- èëè 5-àðèëàëêèë-2-àìè-

íî-1,3,4-òèàäèàçîëà è 5 ììîëü òðèýòèëàìèíà â 10 ìë

ñóõîãî àöåòîíèòðèëà ïðè ïåðåìåøèâàíèè íà ìàãíèò-

íîé ìåøàëêå äîáàâëÿþò 5 ììîëü õëîðàíãèäðèäà ñîîò-

âåòñòâóþùåé êèñëîòû. Ðåàêöèîííóþ ñìåñü âûäåðæè-

âàþò ïðè êîìíàòíîé òåìïåðàòóðå áåç ïåðåìåøèâàíèÿ

â òå÷åíèå 5 äíåé. Ïî èñòå÷åíèè ñðîêà âûäåðæêè ðåàê-

öèîííóþ ñìåñü ðàçáàâëÿþò 70 ìë âîäû, îñàäîê îò-

ôèëüòðîâûâàþò, äàëåå îñàäîê ïðîìûâàþò ïîñëåäîâà-

òåëüíî 10 ìë 3 % ðàñòâîðà ñîäû, 10 ìë âîäû, 10 ìë

5 % ðàñòâîðà ñîëÿíîé êèñëîòû, 10 ìë âîäû, ñóøàò è

ïåðåêðèñòàëëèçîâûâàþò èç ýòàíîëà.

Ýêñïåðèìåíòàëüíàÿ áèîëîãè÷åñêàÿ ÷àñòü

Èññëåäîâàíèÿ íîâûõ õèìè÷åñêèõ ñîåäèíåíèé ïðî-

âåäåíû â Ìåæâóçîâñêîé çîíàëüíîé ëàáîðàòîðèè áèî-

ëîãè÷åñêè àêòèâíûõ âåùåñòâ ÅÍÈ ïðè ÏåðìÃÓ (ëè-

öåíçèÿ ÃÑÝÍ 1.58.7 îò 26.02.02 ÌÇ ÐÔ) íà 2 øòàììàõ

óñëîâíî-ïàòîãåííûõ êóëüòóð E. coli è St. aureus ïî ìå-

òîäó äâóêðàòíûõ ñåðèéíûõ ðàçâåäåíèé [8] ïîä ðóêîâî-

äñòâîì çàâ. ëàáîðàòîðèåé È. Î. Áåëåâè÷.

Ïðîâåä¸ííûå èññëåäîâàíèÿ ïîêàçàëè, ÷òî ñîåäèíå-

íèÿ IIâ è IIã ïðîÿâèëè èíãèáèðóþùåå äåéñòâèå â îòíî-

øåíèè St. aureus â êîíöåíòðàöèÿõ 125 è 500 ìêã/ìë ñî-

îòâåòñòâåííî.
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SYNTHESIS AND ANTIMICROBIAL ACTIVITY OF AMIDES OF PHENYLTHIO-

AND BENZYLSULFONYLACETIC ACIDS SYNTHESIZED FROM

2-AMINO-5-ALKYL(ARYLALKYL)-1,3,4-THIADIAZOLES
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A series of N-(5-alkyl-1,3,4-thiadiazol-2-yl)-2-(phenylthio)acetamides (I) and 2-(benzylsulfonyl)-N-(5-alkyl-1,3,4-thiadiazol-2-yl)acetamides (II) have been

synthesized using reactions of phenylthio- and benzylsulfonylacetic acids with 2-amino-5-alkyl(arylalkyl)-1,3,4-thiadiazoles. The proposed structures are

confirmed by

1

H NMR spectroscopy. Results of investigation of the antimicrobial activity of the synthesized compounds are presented.

Keywords: N-(5-alkyl-1,3,4-thiadiazol-2-yl)-2-(phenylthio)acetamides; 2-(benzylsulfonyl)-N-(5-butyl-1,3,4-thiadiazol-2-yl)acetamides, synthesis, antimic-

robial activity
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