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(57) Ðåôåðàò:
Íàñòî ùåå èçîáðåòåíèå ïðåäëàãàåò àíàëîãè

õèíàçîëèíà ôîðìóëû I, ãäå À ñâ çàí ïî ìåíüøåé
ìåðå ñ îäíèì èç àòîìîâ óãëåðîäà â ïîëîæåíèè 6 èëè
7 áèöèêëè÷åñêîãî êîëüöà; Õ ïðåäñòàâë åò ñîáîé N.
À ïðåäñòàâë åò ñîáîé ãðóïïó Q èëè Z, âêëþ÷à 
òàóòîìåðíóþ ôîðìó ãðóïïû Z, ãäå Q è Z èìåþò
ôîðìóëû, ïðèâåäåííûå íèæå, â êîòîðûõ ñèìâîëû è
ðàäèêàëû èìåþò çíà÷åíè , óêàçàííûå â ï.1

ôîðìóëû èçîáðåòåíè . R 1 ïðåäñòàâë åò ñîáîé
ôåíèë, çàìåùåííûé -(G)nOAr èëè -O(G)nAr, è ãäå
ôåíèë íåîá çàòåëüíî çàìåùåí ãàëîãåíîì
èëè C1-Ñ10àëêèëîì; ãäå G ïðåäñòàâë åò

ñîáîé C1-C4 àëêèëåí, n ðàâíî 0 èëè 1, è Ar
ïðåäñòàâë åò ñîáîé ôåíèë, èëè ïèðèäèë, èëè
òèàçîëèë, ãäå Ar íåîá çàòåëüíî çàìåùåí 1-2
çàìåñòèòåë ìè, âûáðàííûìè èç ãàëîãåíà

èëè C1-Ñ10àëêèëà; R2 è R3 ïðåäñòàâë þò ñîáîé Í.
Ñîåäèíåíè  ôîðìóëû I  âë þòñ  èíãèáèòîðàìè
ðåöåïòîðíûõ òèðîçèíêèíàç òèïà 1. Èçîáðåòåíèå
âêëþ÷àåò â ñåá  òàêæå ñïîñîá ëå÷åíè 
ãèïåðïðîëèôåðàòèâíûõ çàáîëåâàíèé, òàêèõ êàê ðàê,
ïðèìåíåíèå ñîåäèíåíèé ôîðìóëû I â ïðîèçâîäñòâå
ëåêàðñòâåííûõ ñðåäñòâ è ôàðìàöåòè÷åñêóþ
êîìïîçèöèþ íà îñíîâå ýòèõ ñîåäèíåíèé. 5 í. è 9
ç.ï. ô-ëû, 6 èë.
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(57) Abstract: 
FIELD: medicine.
SUBSTANCE: invention offers analogues of

quinazoline of the formula I

where A is bound at least with one of atoms of
carbon in position 6 or 7 of the dicyclic ring; X
represents N. A represents the group Q

or Z

including tautomeric

group Z form where Q and Z, have the formulas
resulted more low in which symbols and radicals,
have the value specified in item 1 of the formula

of the invention. R1 represents phenyl,
substituted -(G)nOAr or -O(G)nAr and where phenyl is

unessentially replaced by halogen or C1-C10alkyl;
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where G represents C1-C4alkylene, n is peer 0 or
1. And Ar represents phenyl either pyridyl or
thiazolyl where Ar is unessentially substituted
by 1-2 substituents chosen from halogen
or C1-C10alkyl; R2 and R3 represent N. The bonds of
the formula I are inhibitors of the receptor
tyrosine kinases of type 1. The invention
includes also a way of treatment of

hyperproliferative diseases, such as a cancer,
application of bonds of the formula 1 in
manufacture of medical products and
pharmaceutical composition on the basis of these
bonds.

EFFECT: rising of efficiency of a composition
and the method of treatment.

14 cl, 6 dwg, 63 ex
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Ôîðìóëà èçîáðåòåíè 
1. Ïðîèçâîäíûå õèíàçîëèíà, â òîì ÷èñëå èõ ðàçäåëåííûå ýíàíòèîìåðû, äèàñòåðåîìåðû,

ñîëüâàòû è èõ ôàðìàöåâòè÷åñêè ïðèåìëåìûå ñîëè, èìåþùèå ôîðìóëó I:
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ãäå À ñâ çàí ñ îäíèì èç àòîìîâ óãëåðîäà â ïîëîæåíè õ 6 èëè 7 áèöèêëè÷åñêîãî êîëüöà;
Õ ïðåäñòàâë åò ñîáîé N;
À ïðåäñòàâë åò ñîáîé Q èëè Z;
Q ïðåäñòàâë åò ñîáîé

R1 ïðåäñòàâë åò ñîáîé ôåíèë, çàìåùåííûé -(G)nOAr èëè -O(G)nAr è ãäå ôåíèë
íåîá çàòåëüíî çàìåùåí ãàëîãåíîì èëè Ñ1-Ñ10àëêèëîì; ãäå G ïðåäñòàâë åò
ñîáîé Ñ1-Ñ4àëêèëåí, n ðàâíî 0 èëè 1, è Ar ïðåäñòàâë åò ñîáîé ôåíèë èëè ïèðèäèë èëè
òèàçîëèë, ãäå Ar íåîá çàòåëüíî çàìåùåí 1-2 çàìåñòèòåë ìè, âûáðàííûìè èç ãàëîãåíà èëè
C1-Ñ10àëêèëà;

R2 ïðåäñòàâë åò ñîáîé Í;
R3 ïðåäñòàâë åò ñîáîé âîäîðîä;
R10 ïðåäñòàâë åò ñîáîé âîäîðîä èëè -OR6, ãäå g - ýòî 1;
Z ïðåäñòàâë åò ñîáîé

ãäå R6  âë åòñ  âîäîðîäîì èëè Ñ1-Ñ10àëêèëîì,
ãäå, êîãäà R6=H, òî Z, êðîìå òîãî, âêëþ÷àåò â ñåá 

ãäå W ïðåäñòàâë åò ñîáîé Î è V ïðåäñòàâë åò ñîáîé CR8R9;
è ãäå ýòè ãðóïïû R8 è R9 ìîãóò áûòü ñâ çàíû ñ îäíèì è òåì æå èëè ðàçíûìè àòîìàìè;
R8 è R9 íåçàâèñèìî âûáèðàþò èç ãðóïïû, ñîñòî ùåé èç âîäîðîäà è C1-Ñ10àëêèëà, ãäå

ýòîò àëêèë íåîá çàòåëüíî çàìåùåí îò 1-2 ãðóïïàìè, íåçàâèñèìî âûáðàííûìè èç ãðóïïû,
ñîñòî ùåé èç îêñî, OR6, NR6R6, SR6 è ÎÑ(=O) (CH2)1-4 NR6R6;

èëè R8 è R9 âìåñòå ñ àòîìàìè, ê êîòîðûì îíè ïðèñîåäèíåíû, ìîãóò áûòü íåçàâèñèìî
ñîåäèíåíû ñ îáðàçîâàíèåì 3-10-÷ëåííîãî öèêëîàëêèëüíîãî êîëüöà, íåîá çàòåëüíî
çàìåùåííîãî ÎÍ, èëè 5-6 ÷ëåííîãî ãåòåðîöèêëîàëêèëüíîãî êîëüöà, ñîäåðæàùåãî
ãåòåðîàòîì, âûáðàííûé èç Î è N, ãäå êàæäûé óãëåðîä èëè àçîò ãåòåðîöèêëîàëêèëüíîãî
êîëüöà ìîæåò áûòü íåîá çàòåëüíî çàìåùåí ãðóïïîé, âûáðàííîé èç ÑÍ(=O), -Ñ(=O)ÑÍ3

è -Ñ(=O)ÎÑ(CH3)3.
2. Ñîåäèíåíèå ïî ï.1, ãäå Z ñâ çàíî ñ óãëåðîäîì â ïîëîæåíèè 6 áèöèêëè÷åñêîãî êîëüöà

è Z  âë åòñ 
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ãäå, êîãäà R6=H, òî Z, êðîìå òîãî, âêëþ÷àåò â ñåá 

3. Ñîåäèíåíèå ïî ï.2, ãäå R6 - ýòî Í.
4. Ñîåäèíåíèå ïî ï.2, ãäå ñîåäèíåíèå ôîðìóëû I âûáèðàåòñ  èç ñòðóêòóð:
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5. Ñîåäèíåíèå ïî ï.2 èëè 3, ãäå R6 - ýòî C1-C10àëêèë.
6. Ñîåäèíåíèå ïî ï.5, ãäå ñîåäèíåíèå ôîðìóëû I - ýòî N4-[3-õëîðî-4-(3-

ôòîðáåíçèëîêñè)-ôåíèë]-N6-(4,5-äèãèäðî-îêñàçîë-2-èë)-N6-ìåòèëõèíàçîëèí-4,6-äèàìèí.
7. Ñîåäèíåíèå ïî ï.1, ãäå À  âë åòñ  Q.
8. Ñîåäèíåíèå ïî ï.7, ãäå Q ñâ çàíî ñ óãëåðîäîì â ïîëîæåíèè 6 áèöèêëè÷åñêîãî êîëüöà.
9. Ñîåäèíåíèå ïî ï.8, ãäå R6 - ýòî Í.
10. Ñîåäèíåíèå ïî ï.7, ãäå ñîåäèíåíèå ôîðìóëû I âûáèðàåòñ  èç ñòðóêòóð:
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.

11. Ñîåäèíåíèå, èìåþùåå ñòðóêòóðó:

è åãî ôàðìàöåâòè÷åñêè ïðèåìëåìûå ñîëè.
12. Ñïîñîá ëå÷åíè  ãèïåðïðîëèôåðàòèâíîãî çàáîëåâàíè  ó ìëåêîïèòàþùåãî,

âêëþ÷àþùèé â ñåá  ââåäåíèå òåðàïåâòè÷åñêè ýôôåêòèâíîãî êîëè÷åñòâà ñîåäèíåíè  ïî
ïï.1-11, êîòîðîå èíãèáèðóåò ðåöåïòîð òèðîçèí êèíàç òèïà I ó ìëåêîïèòàþùåãî.

13. Ïðèìåíåíèå ñîåäèíåíè , êîòîðîå èíãèáèðóåò ðåöåïòîð òèðîçèí êèíàç òèïà I ïî
ëþáîìó èç ïï.1-11 â ïðîèçâîäñòâå ëåêàðñòâåííîãî ñðåäñòâà äë  ëå÷åíè 
ãèïåðïðîëèôåðàòèâíîãî çàáîëåâàíè .

14. Ôàðìàöåâòè÷åñêà  êîìïîçèöè , èíãèáèðóþùà  ðåöåïòîð òèðîçèí êèíàç òèïà I,
ñîäåðæàùà  ñîåäèíåíèå ôîðìóëû I ïî ïï.1-11, èëè åãî ôàðìàöåâòè÷åñêè ïðèåìëåìà  ñîëü
è ôàðìàöåâòè÷åñêè ïðèåìëåìûé ðàçáàâèòåëü èëè íîñèòåëü.
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