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ïðîèçâîäñòâå ôàðìàêîëîãè÷åñêèõ ïðåïàðàòîâ. 1
òàáë.
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(57) Abstract: 
FIELD: chemistry.
SUBSTANCE: novel one-step method of obtaining

nitro-derivatives of 2-halogen-9,10-dihydro-9-
acridinons lies in processing solution of 5-
halogen-3-aryl-2,1-benzisoxazoles in chlorophorm

or dichlormethane with concentrated nitric acid
at 10-40°C, with solvent regeneration.

EFFECT: essentially novel one-step method of
obtaining nitroacridinons for production of
pharmaceutical preparations.
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Íàñòî ùåå èçîáðåòåíèå îòíîñèòñ  ê ñïîñîáó ïîëó÷åíè  íèòðîàêðèäèíîíîâ,
èñïîëüçóåìûõ â ïðîèçâîäñòâå ôàðìàêîëîãè÷åñêèõ ïðåïàðàòîâ. Îíî áàçèðóåòñ  íà ìåòîäå
òðàíñôîðìàöèè 3-àðèë-2,1-áåíçèçîêñàçîëîâ ïðè âçàèìîäåéñòâèè ñ êîíöåíòðèðîâàííîé
àçîòíîé êèñëîòîé ïðè 10-40°Ñ â õëîðîôîðìå èëè äèõëîðìåòàíå.

Öåëüþ íàñòî ùåãî èçîáðåòåíè   âë åòñ  ïðåäëîæåíèå ïðèíöèïèàëüíî íîâîãî
îäíîñòàäèéíîãî ïîäõîäà ê ïîëó÷åíèþ íèòðîàêðèäèíîíîâ, ÷òî äîñòèãàåòñ  ïóòåì
ðåàëèçàöèè ñõåìû ïðåâðàùåíè , êîòîðà  îñíîâûâàåòñ  íà ýëåêòðîôèëüíîé àòàêå êàòèîíà
íèòðîíè  ïî àòîìó àçîòà ãåòåðîöèêëà. Ýòî ñîïðîâîæäàåòñ  ôîðìèðîâàíèåì
àêðèäèíîíîâîãî ôðàãìåíòà ñ ïîñëåäóþùåé ìèãðàöèåé íèòðîãðóïïû. Â ðåçóëüòàòå
ïðîòåêàíè  óêàçàííîãî ïðîöåññà îñóùåñòâë åòñ  óìåíüøåíèå âðåìåíè îïåðàöèîííîãî
ïðîöåññà.

Èçîáðåòåíèå èëëþñòðèðóåòñ  ñëåäóþùèìè ïðèìåðàìè.
Ïðèìåð I.
Ê ðàñòâîðó 0.5 ã (2.2 ììîëü) 3-àðèë-2,1-áåíçèçîêñàçîëà â 30 ìë õëîðîôîðìà ïðè 25°Ñ

ìàëûìè ïîðöè ìè äîáàâë þò 0.21 ìë (5 ììîëü) êîíöåíòðèðîâàííîé àçîòíîé êèñëîòû
ïëîòíîñòüþ 1.5. Âçàèìîäåéñòâèå ïðîâîä ò â òå÷åíèå 2 ÷ ïðè èíòåíñèâíîì ïåðåìåøèâàíèè.
Âûïàâøèé òâåðäûé îñàäîê îòôèëüòðîâûâàþò, ôèëüòðàò ïåðåíîñ ò â ïåðåãîííóþ óñòàíîâêó
è îòãîí þò õëîðîôîðì ïðè àòìîñôåðíîì äàâëåíèè. Ïîëó÷åííûå îñàäêè îáúåäèí þò,
îòìûâàþò 100 ìë õîëîäíîé âîäû äî èñ÷åçíîâåíè  êèñëîé ðåàêöèè ñðåäû ïðîìûâíûõ âîä,
îòôèëüòðîâûâàþò ïîä âàêóóìîì, ñóøàò íà âîçäóõå è î÷èùàþò ïåðåêðèñòàëëèçàöèåé èç
ñìåñè ïðîïàíîëà-2 ñ N,N-äèìåòèëôîðìàìèäîì â ñîîòíîøåíèè 3:1. Ïðîäóêòû ïðåäñòàâë þò
ñîáîé  ðêî-æåëòûå êðèñòàëëû, ïëàâ ùèåñ  âûøå 300°Ñ. Âûõîäû ïðîäóêòîâ íàõîä òñ  â
èíòåðâàëå 75-80%.

Ïðèìåð 2.
Ïðîöåññ ïðîâîä ò àíàëîãè÷íî ïðèìåðó 1, ñ òîé ðàçíèöåé, ÷òî âìåñòî 30 ìë õëîðîôîðìà

èñïîëüçóþò 40 ìë õëîðèñòîãî ìåòèëåíà. Âûõîä öåëåâîãî âåùåñòâà 79%.
Ïðèìåð 3.
Ïðîöåññ ïðîâîä ò àíàëîãè÷íî ïðèìåðó 1, ñ òîé ðàçíèöåé, ÷òî âìåñòî õëîðîôîðìà

èñïîëüçóþò 35 ìë ëåä íîé óêñóñíîé êèñëîòû. Âûõîä öåëåâîãî âåùåñòâà 76%.
Ïðèìåð 4.
Ïðîöåññ ïðîâîä ò àíàëîãè÷íî ïðèìåðó 1, ñ òîé ðàçíèöåé, ÷òî òåìïåðàòóðà ïðîöåññà

íàõîäèòñ  â èíòåðâàëå 35-40°Ñ. Âûõîä öåëåâîãî âåùåñòâà 76%. Òàêèì îáðàçîì, èç
ïðåäñòàâëåííûõ ïðèìåðîâ ñëåäóåò, ÷òî íàèëó÷øèìè óñëîâè ìè ïðîâåäåíè  îäíîñòàäèéíîé
òðàíñôîðìàöèè 3-àðèë-2,1-áåíçèçîêñàçîëîâ â óñëîâè õ ðåàêöèè íèòðîâàíè   âë åòñ 
èñïîëüçîâàíèå èíòåðâàëà òåìïåðàòóð 20-25°Ñ è àïðîòîííîãî ñëàáîïîë ðíîãî ðàñòâîðèòåë 
(õëîðîôîðì, õëîðèñòûé ìåòèëåí).
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Ôîðìóëà èçîáðåòåíè 
Îäíîñòàäèéíûé ñïîñîá ïîëó÷åíè  íèòðîïðîèçâîäíûõ 2-ãàëîãåí-9,10-äèãèäðî-9-

àêðèäèíîíîâ, âêëþ÷àþùèé îáðàáîòêó ðàñòâîðà 5-ãàëîãåí-3-àðèë-2,1-áåíçèçîêñàçîëîâ â
õëîðîôîðìå èëè äèõëîðìåòàíå êîíöåíòðèðîâàííîé àçîòíîé êèñëîòîé ïðè 10-40°Ñ.
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