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ÎÁËÀÄÀÞÙÅÅ ÀÊÒÈÂÍÎÑÒÜÞ Â ÎÒÍÎØÅÍÈÈ CRF

(57) Ðåôåðàò:
Èçîáðåòåíèå îòíîñèòñ  ê íîâûì ñîåäèíåíè ì

ôîðìóëû I èëè èõ ôàðìàöåâòè÷åñêè ïðèåìëåìûì
ñîë ì è ëåêàðñòâåííîìó ñðåäñòâó íà èõ îñíîâå,
îáëàäàþùèõ àêòèâíîñòüþ â îòíîøåíèè
CRF(êîðòèêîòðîïèí-ðåëèçèíã ôàêòîðà).
Ñîåäèíåíè  äàííîãî èçîáðåòåíè  ìîãóò íàéòè
ïðèìåíåíèå äë  ëå÷åíè  òàêèõ çàáîëåâàíèé, êàê
ôîáèè, ñòðåññ-çàâèñèìûå çàáîëåâàíè ,
ïñèõè÷åñêèå çàáîëåâàíè , äèñôóíêöèè êèøå÷íî-
æåëóäî÷íîãî òðàêòà, íåéðîäåãåíåðàòèâíûå è
ïñèõîíåâðîëîãè÷åñêèå è äð. çàáîëåâàíè . Â îáùåé
ôîðìóëå I

X1 îçíà÷àåò (ÑÍ2)n, ãäå n ðàâíî 0-2,R1

îçíà÷àåò (1) Ñ1-Ñ10àëêèë èëè Ñ2-Ñ10àëêåíèë,
íåîá çàòåëüíî çàìåùåííûé çàìåñòèòåëåì,
âûáðàííûì èç ãðóïïû, âêëþ÷àþùåé ãèäðîêñè,
öèàíî, (Ñ1-Ñ3àëêèë)àðèëàìèíî è ôåíèë, ïðè÷åì
óêàçàííûé ôåíèë íåîá çàòåëüíî çàìåùåí îäíèì-
òðåì  çàìåñòèòåë ìè, íåçàâèñèìî âûáðàííûìè èç
ãðóïïû, âêëþ÷àþùåé C1-Ñ6àëêèë, C1-Ñ6àëêîêñè,
ãàëîãåí, (2) Ñ3-Ñ7öèêëîàëêèë, íåîá çàòåëüíî
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çàìåùåííûé ãèäðîêñè,
(3) Ñ3-Ñ7öèêëîàëêèë(Ñ1-Ñ3)àëêèë
èëè Ñ3-Ñ7öèêëîàëêåíèë(Ñ1-Ñ3)àëêèë,
(4) Ñ4-Ñ12òðèöèêëè÷åñêèé àëêèë,
(5) Ñ3-Ñ7ãåòåðîöèêëîàëêèë
èëè Ñ3-Ñ7ãåòåðîöèêëîàëêèë(Ñ1-Ñ3)àëêèë, ãäå
êàæäà  èç ãåòåðîöèêëè÷åñêèõ êîëåö ñîäåðæèò â
êîëüöå 1-2 ãåòåðîàòîìà, âûáðàííûõ èç àçîòà,
êèñëîðîäà èëè ñåðû, è íåîá çàòåëüíî ìîæåò áûòü
çàìåùåíà ãðóïïîé C1-Ñ3àëêèë, ôåíèë èëè
ôåíèë(Ñ1-Ñ6)àëêèë, èëè ãðóïïà ÑÍ2 â
ãåòåðîöèêëîàëêèëüíîì îñòàòêå çàìåùåíà íà Ñ=O,
(6) áåíçîêîíäåíñèðîâàííûé (Ñ5-Ñ7)öèêëîàëêèë,
(7) ôåíèë, ïðè÷åì óêàçàííûé ôåíèë íåîá çàòåëüíî
çàìåùåí îäíèì-òðåì  çàìåñòèòåë ìè, íåçàâèñèìî
âûáðàííûìè èç ãðóïïû,
âêëþ÷àþùåé C1-Ñ6àëêèë, C1-Ñ6àëêîêñè,
ìåòèëåíäèîêñè, ãàëîãåí, (8) íàôòèë, (9)

ãåòåðîàðèë(Ñ1-Ñ6)àëêèë, ïðè÷åì óêàçàííûé
ãåòåðîàðèë(Ñ1-Ñ6)àëêèë èìååò 5-6 àòîìîâ â êîëüöå
è ñîäåðæèò 1-2 ãåòåðîàòîìà, âûáðàííûõ èç àçîòà,
êèñëîðîäà èëè ñåðû, ìîæåò áûòü ñêîíäåíñèðîâàí ñ
áåíçîëüíûì êîëüöîì è íåîá çàòåëüíî çàìåùåí
îäíèì-òðåì  çàìåñòèòåë ìè, âûáðàííûìè èç
ãðóïïû, âêëþ÷àþùåé C1-Ñ6àëêèë, (10) 1,2-
äèôåíèëýòèë, (12) Ñ1-Ñ3àëêîêñè(Ñ1-Ñ6)àëêèë èëè

(13)

àðèëîêñè(Ñ1-Ñ6)àëêèë, R2 îçíà÷àåò Ñ1-Ñ6àëêèë, R3

îçíà÷àåò (1) âîäîðîä, (2) C1-Ñ6àëêèë,
íåîá çàòåëüíî çàìåùåííûé
ãðóïïîé Ñ1-Ñ3àöèëîêñè, (3) Ñ3-Ñ6àëêåíèë, (8)

áåíçèë, à R4 îçíà÷àåò ôåíèë, íåîá çàòåëüíî
çàìåùåííûé îäíèì-òðåì  çàìåñòèòåë ìè,
íåçàâèñèìî âûáðàííûìè èç ãðóïïû,
âêëþ÷àþùåé C1-Ñ6àëêèë, ãàëîãåí. 2 í. è
17 ç.ï. ô-ëû, 3 òàáë.
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(54) CONDENSED PIRIMIDINE DERIVATIVE AND PHARMACEUTICS WITH CRF RELATED
ACTIVITY

(57) Abstract: 
FIELD: chemistry.
SUBSTANCE: invention relates to the novel

compounds with formula I or their
pharmaceutically acceptable salts and based on
them pharmaceutics with the CRF (corticotrophin
releasing factor) related activity. In the common
formula I

, X1

means (CH2)n, where n equal to 0-2, R1 means
(1)C1-C10alkyl or C1-C10alkenyl, not necesserily

substituted with substitute, selected from the
group, including hydroxy, cyano,
(C1-C3alkyl)arylamino and phenyl, and said phenyl
not necesserily substituted with one-three

substitutes, independently selected from the
group including C1-C6alkyl, C1-C6alkoxi, halogen,
(2) C3-C7cycloalkyl, not necesserily substituted
with hydroxy,(3) C3-C7cycloalkyl(C1-C3)alkyl
or C3-C7cycloalkenyl(C1-C3)alkyl,(4) C4-C12tricyclic
alkyl,(5)C3-C7heterocycloalkyl
or C3-C7heterocycloalkyl(C1-C3)alkyl, where each
of the heterocyclic rings contains in the ring 1-
2 heteroatoms, selected from nitrogen, oxygen or
sulfur, and not necesserily can be substituted
with the group C1-C3alkyl, phenyl or
phenyl(C1-C6)alkyl, or the CH2 group in the
heterocycloalkyl residue is substituted with C=
O,(6) benzo-condensed (C5-C7)cycloalkyl,(7)
phenyl, and said phenyl is not necesserily
substituted with one-three substitutes,
independently selected from the group
including C1-C6alkyl, C1-C6alkoxi, methylendioxy,
halogen, (8) naftyl, (9) heteroaryl(C1-C6)alkyl, and
said heteroaryl(C1-C6)alkyl has 5-6 atoms in the
ring and contains 1-2 heteroatoms, selected from
nitrogen, oxygen or sulfur, can be condensed with
the benzene ring and not necesserily substituted
with one-three substitutes, selected from the
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group, including C1-C6alkyl, (10) 1,2-
diphenylethyl,(12) C1-C3alkoxi(C1-C6)alkyl or (13)

aryloxy(C1-C6)alkyl, R2 means C1-C6alkyl, R3 means
(1) hydrogen,(2) C1-C6alkyl, not necesserily
substituted with the
group C1-C3acyloxy,(3) C3-C6alkenyl,(8) benzene,

and R4 means phenyl, not necesserily substituted

with one-three substitutes, independently
selected from the group including C1-C6alkyl, halogen.

EFFECT: compounds can be used in treatment of
phobias, stress dependent disorders, mental
disorders, gastro-intestine disfunctions,
neurodegenerative and other psychoneurologic
disease.

19 cl, 2 dwg, 2 tbl, 8 ex
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Ôîðìóëà èçîáðåòåíè 
1. Ñîåäèíåíèå ôîðìóëû ôîðìóëû I

ãäå X1 îçíà÷àåò (ÑÍ2)n, ãäå n ðàâíî 0-2,
R1 îçíà÷àåò
(1)Ñ1-Ñ10àëêèë èëè Ñ2-Ñ10àëêåíèë, íåîá çàòåëüíî çàìåùåííûé çàìåñòèòåëåì,

âûáðàííûì èç ãðóïïû, âêëþ÷àþùåé ãèäðîêñè, öèàíî, (Ñ1-Ñ3àëêèë)àðèëàìèíî è ôåíèë,
ïðè÷åì óêàçàííûé ôåíèë íåîá çàòåëüíî çàìåùåí îäíèì-òðåì  çàìåñòèòåë ìè,
íåçàâèñèìî âûáðàííûìè èç ãðóïïû, âêëþ÷àþùåé C1-Ñ6àëêèë, C1-Ñ6àëêîêñè, ãàëîãåí,

(2) Ñ3-Ñ7öèêëîàëêèë, íåîá çàòåëüíî çàìåùåííûé ãèäðîêñè,
(3) Ñ3-Ñ7öèêëîàëêèë(Ñ1-Ñ3)àëêèë èëè Ñ3-Ñ7öèêëîàëêåíèë(Ñ1-Ñ3)àëêèë,
(4) Ñ4-Ñ12òðèöèêëè÷åñêèé àëêèë,
(5) Ñ3-Ñ7 ãåòåðîöèêëîàëêèë èëè Ñ3-Ñ7 ãåòåðîöèêëîàëêèë(Ñ1-Ñ3)àëêèë, ãäå êàæäà  èç

ãåòåðîöèêëè÷åñêèõ ãðóïï ñîäåðæèò â êîëüöå 1-2 ãåòåðîàòîìà, âûáðàííûõ èç àçîòà,
êèñëîðîäà èëè ñåðû, è íåîá çàòåëüíî ìîæåò áûòü çàìåùåíà ãðóïïîé C1-Ñ3àëêèë, ôåíèë
èëè ôåíèë(Ñ1-Ñ6)àëêèë, èëè ãðóïïà CH2 â ãåòåðîöèêëîàëêèëüíîì îñòàòêå çàìåùåíà íà Ñ=
Î,

(6) áåíçîêîíäåíñèðîâàííûé(Ñ5-Ñ7)öèêëîàëêèë,
(7) ôåíèë, ïðè÷åì óêàçàííûé ôåíèë íåîá çàòåëüíî çàìåùåí îäíèì-òðåì 

çàìåñòèòåë ìè, íåçàâèñèìî âûáðàííûìè èç ãðóïïû,
âêëþ÷àþùåé C1-Ñ6àëêèë, C1-Ñ6àëêîêñè, ìåòèëåíäèîêñè, ãàëîãåí,

(8) íàôòèë,
(9) ãåòåðîàðèë(Ñ1-Ñ6)àëêèë, ïðè÷åì óêàçàííûé ãåòåðîàðèë(Ñ1-Ñ6)àëêèë èìååò 5-6

àòîìîâ â êîëüöå è ñîäåðæèò 1-2 ãåòåðîàòîìà, âûáðàííûõ èç àçîòà, êèñëîðîäà èëè ñåðû,
ìîæåò áûòü ñêîíäåíñèðîâàí ñ áåíçîëüíûì êîëüöîì è íåîá çàòåëüíî çàìåùåí îäíèì-òðåì 
çàìåñòèòåë ìè, âûáðàííûìè èç ãðóïïû, âêëþ÷àþùåé C1-Ñ6àëêèë,

(10) 1,2-äèôåíèëýòèë,
(12) Ñ1-Ñ3àëêîêñè(Ñ1-Ñ6)àëêèë, èëè
(13) àðèëîêñè(Ñ1-Ñ6)àëêèë,
R2 îçíà÷àåò C1-Ñ6àëêèë,
R3 îçíà÷àåò
(1) âîäîðîä,
(2) C1-Ñ6àëêèë, íåîá çàòåëüíî çàìåùåííûé ãðóïïîé C1-Ñ3àöèëîêñè,
(3) Ñ3-Ñ6àëêåíèë,
(8) áåíçèë, à
R4 îçíà÷àåò ôåíèë,íåîá çàòåëüíî çàìåùåííûé îäíèì-òðåì  çàìåñòèòåë ìè,

íåçàâèñèìî âûáðàííûìè èç ãðóïïû, âêëþ÷àþùåé C1-Ñ6àëêèë, ãàëîãåí, èëè åãî
ôàðìàöåâòè÷åñêè ïðèåìëåìûå ñîëè.

2. Ñîåäèíåíèå ïî ï.1, â êîòîðîì X1 îçíà÷àåò (ÑÍ2)n, ãäå n ðàâíî 0-2, R1 îçíà÷àåò
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(1) C1-Ñ10àëêèë, íåîá çàòåëüíî çàìåùåííûé çàìåñòèòåëåì, âûáðàííûì èç ãðóïïû,
âêëþ÷àþùåé (Ñ1-Ñ3àëêèë)àðèëàìèíî è ôåíèë, ïðè÷åì óêàçàííûé ôåíèë íåîá çàòåëüíî
çàìåùåí îäíèì-òðåì  çàìåñòèòåë ìè, íåçàâèñèìî âûáðàííûìè èç ãðóïïû,
âêëþ÷àþùåé C1-Ñ6àëêèë, C1-Ñ6àëêîêñè, ãàëîãåí,

(2) Ñ3-Ñ7öèêëîàëêèë,
(3) Ñ3-Ñ7öèêëîàëêèë(Ñ1-Ñ3)àëêèë,
(4) áåíçî(Ñ5-Ñ7)öèêëîàëêèë,
(5) ôåíèë, ïðè÷åì óêàçàííûé ôåíèë íåîá çàòåëüíî çàìåùåí îäíèì-òðåì 

çàìåñòèòåë ìè, íåçàâèñèìî âûáðàííûìè èç ãðóïïû,
âêëþ÷àþùåé C1-Ñ6àëêèë, C1-Ñ6àëêîêñè, ãàëîãåí,

(6) ãåòåðîàðèë(Ñ1-Ñ6)àëêèë, ïðè÷åì óêàçàííûé ãåòåðîàðèë(Ñ1-Ñ6)àëêèë íåîá çàòåëüíî
çàìåùåí îäíèì-òðåì  çàìåñòèòåë ìè, âûáðàííûìè èç ãðóïïû, âêëþ÷àþùåé C1-Ñ6àëêèë,

(7) 1,2-äèôåíèëýòèë,
(8) Ñ1-Ñ3àëêîêñè(Ñ1-Ñ6)àëêèë, èëè
(9) àðèëîêñè(Ñ1-Ñ6)àëêèë,
R2 îçíà÷àåò C1-Ñ6àëêèë,
R3 îçíà÷àåò
(1) âîäîðîä,
(2) C1-Ñ6àëêèë, íåîá çàòåëüíî çàìåùåííûé ãðóïïîé C1-Ñ3àöèëîêñè,
(3) Ñ3-Ñ6àëêåíèë,
(8) áåíçèë, à
R4 îçíà÷àåò ôåíèë, íåîá çàòåëüíî çàìåùåííûé îäíèì-òðåì  çàìåñòèòåë ìè,

íåçàâèñèìî âûáðàííûìè èç ãðóïïû, âêëþ÷àþùåé C1-Ñ6àëêèë, ãàëîãåí, èëè èõ
ôàðìàöåâòè÷åñêè ïðèåìëåìûå ñîëè.

3. Ñîåäèíåíèå ïî ï.2, ãäå n ðàâíî 0,
R1 îçíà÷àåò
(1) ðàçâåòâëåííûé èëè íåðàçâåòâëåííûé C1-Ñ10àëêèë, èëè
(2) íåîá çàòåëüíî çàìåùåííûé ãåòåðîàðèë(Ñ1-Ñ6)àëêèë, ãäå óêàçàííûé ãåòåðîàðèë

íåîá çàòåëüíî çàìåùåí çàìåñòèòåëåì, âûáðàííûì èç ãðóïïû, âêëþ÷àþùåé C1-Ñ3àëêèë,
(3) íåîá çàòåëüíî çàìåùåííûé ôåíèë, ïðè÷åì óêàçàííûé ôåíèë íåîá çàòåëüíî

çàìåùåí çàìåñòèòåëåì, âûáðàííûì èç ãðóïïû, âêëþ÷àþùåé C1-Ñ3àëêèë, C1-Ñ3àëêîêñè è
ãàëîãåí,

(4) C1-Ñ3àëêèë, çàìåùåííûé ãðóïïîé ôåíèë, ïðè÷åì óêàçàííûé ôåíèë íåîá çàòåëüíî
çàìåùåí çàìåñòèòåëåì, âûáðàííûì èç ãðóïïû, âêëþ÷àþùåé C1-Ñ3àëêèë, C1-Ñ3àëêîêñè è
ãàëîãåí,

R3 îçíà÷àåò âîäîðîä, C1-Ñ6àëêèë, èëè áåíçèë, à
R4 îçíà÷àåò íåîá çàòåëüíî çàìåùåííûé ôåíèë.
4. Ñîåäèíåíèå ïî ï.3, ãäå R1 îçíà÷àåò
(1) ðàçâåòâëåííûé èëè íåðàçâåòâëåííûé C1-Ñ10àëêèë,
(2) C1-Ñ10àëêèë, çàìåùåííûé ãðóïïîé ôåíèë, ïðè÷åì óêàçàííûé ôåíèë íåîá çàòåëüíî

çàìåùåí, èëè
(3) ãåòåðîàðèë(Ñ1-Ñ6)àëêèë, ãäå óêàçàííûé ãåòåðîàðèë îçíà÷àåò 2-òèåíèë, 2-ôóðàíèë

èëè 3-èíäîëèíèë, ïðè÷åì êàæäûé ãåòåðîàðèë íåîá çàòåëüíî çàìåùåí.
5. Ñîåäèíåíèå ïî ï.4, ãäå R4 îçíà÷àåò 2,4-äèçàìåùåííûé èëè 2,4,6-òðèçàìåùåííûé

ôåíèë.
6. Ñîåäèíåíèå ïî ï.5, ãäå X1 îçíà÷àåò (CH2)n, n ðàâíî 0,
R2 îçíà÷àåò ÑÍ3, R

3 îçíà÷àåò ÑÍ2ÑÍ3, a R4 îçíà÷àåò 2,4-äèçàìåùåííûé èëè 2,4,6-
òðèçàìåùåííûé ôåíèë.

7. Ñîåäèíåíèå ïî ï.6, âûáðàííîå èç ãðóïïû, âêëþ÷àþùåé ýòèë[7-(1-ýòèëïðîïèë)-4-ìåòèë-
6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë](2,4,6-òðèìåòèëôåíèë)àìèí,

(7-öèêëîïðîïèë-4-ìåòèë-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë)ýòèë(2,4,6-
òðèìåòèëôåíèë)àìèí,
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(7-öèêëîãåêñèëìåòèë-4-ìåòèë-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë)ýòèë(2,4,6-
òðèìåòèëôåíèë)àìèí,

ýòèë[4-ìåòèë-7-(1,2,3,4-òåòðàãèäðîíàôòàëèí-1-èë)-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]
ïèðèìèäèí-2-èë](2,4,6-òðèìåòèëôåíèë)àìèí,

ýòèë{4-ìåòèë-7-[2-(1-ìåòèëïèððîëèäèí-2-èë)ýòèë]-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]
ïèðèìèäèí-2-èë}(2,4,6-òðèìåòèëôåíèë)àìèí,

ýòèë(7-èíäàí-1-èë-4-ìåòèë-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë)(2,4,6-
òðèìåòèëôåíèë)àìèí,

ýòèë(4-ìåòèë-7-íàôòàëèí-1-èëìåòèë-6,7-äèãèäðî-5H-ïèððîëî[2,3-d]ïèðèìèäèí-2-
èë)(2,4,6-òðèìåòèëôåíèë)àìèí,

ýòèë[4-ìåòèë-7-(òåòðàãèäðîôóðàí-2-èëìåòèë)-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-
2-èë](2,4,6-òðèìåòèëôåíèë)àìèí,

ýòèë(4-ìåòèë-7-òèîôåí-2-èëìåòèë-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë)(2,4,6-
òðèìåòèëôåíèë)àìèí,

(7-áåíçî[1,3]äèîêñîë-5-èëìåòèë-4-ìåòèë-6,7-äèãèäðî-5H-ïèððîëî[2,3-d]ïèðèìèäèí-2-
èë)ýòèë(2,4,6-òðèìåòèëôåíèë)àìèí,

ýòèë[4-ìåòèë-7-(3-ìîðôîëèí-4-èëïðîïèë)-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë]
(2,4,6-òðèìåòèëôåíèë)àìèí,

ýòèë[4-ìåòèë-7-(2-ïèðèäèí-2-èëýòèë)-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë]
(2,4,6-òðèìåòèëôåíèë)àìèí,

ýòèë(4-ìåòèë-7-ïèðèäèí-3-èëìåòèë-6,7-äèãèäðî-5H-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë)(2,4,6-
òðèìåòèëôåíèë)àìèí,

[7-(1-áåíçèëïèïåðèäèí-4-èë)-4-ìåòèë-6,7-äèãèäðî-5H-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë]
ýòèë(2,4,6-òðèìåòèëôåíèë)àìèí,

ýòèë[4-ìåòèë-7-(2-ïèïåðèäèí-1-èëýòèë)-6,7-äèãèäðî-5H-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë]
(2,4,6-òðèìåòèëôåíèë)àìèí,

[7-(1,2-äèôåíèëýòèë)-4-ìåòèë-6,7-äèãèäðî-5H-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë]ýòèë(2,4,6-
òðèìåòèëôåíèë)àìèí,

ýòèë(7-èçîïðîïèë-4-ìåòèë-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë)(2,4,6-
òðèìåòèëôåíèë)àìèí,

ýòèë[7-(2-ìåòîêñè-1-ìåòèëýòèë)-4-ìåòèë-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë]
(2,4,6-òðèìåòèëôåíèë)àìèí,

ýòèë[4-ìåòèë-7-(1-ìåòèë-3-ôåíèëïðîïèë)-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë]
(2,4,6-òðèìåòèëôåíèë)àìèí,

(7-áåíçèë-4-ìåòèë-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë)ýòèë(2,4,6-
òðèìåòèëôåíèë)àìèí,

ýòèë[7-(3-ôòîðáåíçèë)-4-ìåòèë-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë](2,4,6-
òðèìåòèëôåíèë)àìèí,

[7-(3,4-äèìåòîêñèáåíçèë)-4-ìåòèë-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë]
ýòèë(2,4,6-òðèìåòèëôåíèë)àìèí,

ýòèë(4-ìåòèë-7-ôåíåòèë-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë)(2,4,6-
òðèìåòèëôåíèë)àìèí,

(7-àëëèë-4-ìåòèë-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë)ýòèë(2,4,6-
òðèìåòèëôåíèë)àìèí,

ýòèë(4-ìåòèë-7-ïðîïèë-6,7-äèãèäðî-5H-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë)(2,4,6-
òðèìåòèëôåíèë)àìèí,

ýòèë(4-ìåòèë-7-ïåíòèë-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë)(2,4,6-
òðèìåòèëôåíèë)àìèí,

ýòèë[7-(3-èìèäàçîë-1-èëïðîïèë)-4-ìåòèë-6,7-äèãèäðî-5H-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë]
(2,4,6-òðèìåòèëôåíèë)àìèí,

[7-(2-öèêëîãåêñ-1-åíèëýòèë)-4-ìåòèë-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë]
ýòèë(2,4,6-òðèìåòèëôåíèë)àìèí,

3-{2-[ýòèë(2,4,6-òðèìåòèëôåíèë)àìèíî]-4-ìåòèë-5,6-äèãèäðîïèððîëî[2,3-d]ïèðèìèäèí-7-
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èë}ïðîïèîíèòðèë,
(7-öèêëîïðîïèëìåòèë-4-ìåòèë-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë)ýòèë(2,4,6-

òðèìåòèëôåíèë)àìèí,
ýòèë[4-ìåòèë-7-(1-ôåíèëïðîïèë)-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë](2,4,6-

òðèìåòèëôåíèë)àìèí,
ýòèë{7-[1-(4-ôòîðôåíèë)ýòèë]-4-ìåòèë-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë}

(2,4,6-òðèìåòèëôåíèë)àìèí,
ýòèë[4-ìåòèë-7-(2-ôåíîêñèýòèë)-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë](2,4,6-

òðèìåòèëôåíèë)àìèí,
[7-(1-áåíçèëïèððîëèäèí-3-èë)-4-ìåòèë-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë]

ýòèë(2,4,6-òðèìåòèëôåíèë)àìèí,
ýòèë{7-[2-(3-ôòîðôåíèë)ýòèë]-4-ìåòèë-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë}

(2,4,6-òðèìåòèëôåíèë)àìèí,
ýòèë[4-ìåòèë-7-(3-ïðîïîêñèïðîïèë)-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë]

(2,4,6-òðèìåòèëôåíèë)àìèí,
[7-(2-[1,3]äèîêñîëàí-2-èëýòèë)-4-ìåòèë-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë]

ýòèë(2,4,6-òðèìåòèëôåíèë)àìèí,
ýòèë[4-ìåòèë-7-(5-ìåòèëïèðàçèí-2-èëìåòèë)-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-

èë](2,4,6-òðèìåòèëôåíèë)àìèí,
{7-[2-(1-áåíçèëïèïåðèäèí-4-èë)ýòèë]-4-ìåòèë-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-

2-èë}ýòèë(2,4,6-òðèìåòèëôåíèë)àìèí è
[7-(2,4-äèìåòèëôåíèë)-4-ìåòèë-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë]

ýòèë(2,4,6-òðèìåòèëôåíèë)àìèí,
à òàêæå èõ êèñëîòíî-àääèòèâíûå ñîëè ñ òðèôòîðóêñóñíîé êèñëîòîé.
8. Ñîåäèíåíèå ïî ï.5, ãäå X1 îçíà÷àåò (ÑÍ2)n n ðàâíî 0, R1 îçíà÷àåò ÑÍ(í-ïðîïèë)2, R

2

îçíà÷àåò ÑÍ3, R3 îçíà÷àåò ÑÍ2ÑÍ3, à R4 îçíà÷àåò 2,4-äèçàìåùåííûé èëè 2,4,6-
òðèçàìåùåííûé ôåíèë.

9. Ñîåäèíåíèå ïî ï.8, âûáðàííîå èç ãðóïïû, âêëþ÷àþùåé
ìåòèë[4-ìåòèë-7-(1-ïðîïèëáóòèë)-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë](2,4,6-

òðèìåòèëôåíèë)àìèí,
ýòèë[4-ìåòèë-7-(1-ïðîïèëáóòèë)-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë](2,4,6-

òðèìåòèëôåíèë)àìèí,
èçîïðîïèë[4-ìåòèë-7-(1-ïðîïèëáóòèë)-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë]

(2,4,6-òðèìåòèëôåíèë)àìèí,
áóòèë[4-ìåòèë-7-(1-ïðîïèëáóòèë)-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë](2,4,6-

òðèìåòèëôåíèë)àìèí,
öèêëîïåíòèë[4-ìåòèë-7-(1-ïðîïèëáóòèë)-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë]

(2,4,6-òðèìåòèëôåíèë)àìèí,
4-[[4-ìåòèë-7-(1-ïðîïèëáóòèë)-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë](2,4,6-

òðèìåòèëôåíèë)àìèíî]áóòèëîâûé ýôèð óêñóñíîé êèñëîòû, áåíçèë[4-ìåòèë-7-(1-
ïðîïèëáóòèë)-6,7-äèãèäðî-5H-ïèððîëî[2,3-d]ïèðèìèäèí-2-èë](2,4,6-òðèìåòèëôåíèë)àìèí,

öèêëîïðîïèëìåòèë[4-ìåòèë-7-(1-ïðîïèëáóòèë)-6,7-äèãèäðî-5Í-ïèððîëî[2,3-d]ïèðèìèäèí-
2-èë](2,4,6-òðèìåòèëôåíèë)àìèí è àëëèë[4-ìåòèë-7-(1-ïðîïèëáóòèë)-6,7-äèãèäðî-5Í-
ïèððîëî[2,3-d]ïèðèìèäèí-2-èë](2,4,6-òðèìåòèëôåíèë)àìèí,

à òàêæå à òàêæå èõ êèñëîòíî-àääèòèâíûå ñîëè ñ òðèôòîðóêñóñíîé êèñëîòîé.
10. Ñîåäèíåíèå ïî ï.2, ãäå n ðàâíî 1,
R1 îçíà÷àåò
(1) ðàçâåòâëåííûé èëè íåðàçâåòâëåííûé Ñ1-Ñ10àëêèë, èëè
(2) íåîá çàòåëüíî çàìåùåííûé ãåòåðîàðèë(Ñ1-Ñ6)àëêèë, ãäå óêàçàííûé ãåòåðîàðèë

íåîá çàòåëüíî çàìåùåí çàìåñòèòåëåì, âûáðàííûì èç ãðóïïû, âêëþ÷àþùåé C1-Ñ3àëêèë,
(3) íåîá çàòåëüíî çàìåùåííûé ôåíèë, ïðè÷åì óêàçàííûé ôåíèë íåîá çàòåëüíî

çàìåùåí çàìåñòèòåëåì, âûáðàííûì èç ãðóïïû, âêëþ÷àþùåé C1-Ñ3àëêèë, C1-Ñ3àëêîêñè è
ãàëîãåí,
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(4) C1-Ñ3àëêèë, çàìåùåííûé ãðóïïîé ôåíèë, ïðè÷åì óêàçàííûé ôåíèë íåîá çàòåëüíî
çàìåùåí çàìåñòèòåëåì, âûáðàííûì èç ãðóïïû, âêëþ÷àþùåé C1-Ñ3àëêèë, C1-Ñ3àëêîêñè è
ãàëîãåí,

R3 îçíà÷àåò âîäîðîä, Ñ1-Ñ6àëêèë èëè áåíçèë,
R4 îçíà÷àåò íåîá çàòåëüíî çàìåùåííûé ôåíèë.
11. Ñîåäèíåíèå ïî ï.10, ãäå R4 îçíà÷àåò 2,4-äèçàìåùåííûé èëè 2,4,6-òðèçàìåùåííûé

ôåíèë.
12. Ñîåäèíåíèå ïî ï.10, ãäå R2 îçíà÷àåò ÑÍ3, à R4 îçíà÷àåò 2-áðîì-4-èçîïðîïèëôåíèë.
13. Ñîåäèíåíèå ïî ï.12, âûáðàííîå èç ãðóïïû, âêëþ÷àþùåé (2-áðîì-4-èçîïðîïèëôåíèë)-

[8-(1-ýòèëïðîïèë)-4-ìåòèë-5,6,7,8-òåòðàãèäðîïèðèäî[2,3-d]ïèðèìèäèí-2-èë]àìèí,
(2-áðîì-4-èçîïðîïèëôåíèë)ýòèë[8-(1-ýòèëïðîïèë)-4-ìåòèë-5,6,7,8-òåòðàãèäðîïèðèäî[2,3-

d]ïèðèìèäèí-2-èë]àìèí,
(2-áðîì-4-èçîïðîïèëôåíèë)-[4-ìåòèë-8-(1-ïðîïèëáóòèë)-5,6,7,8-òåòðàãèäðîïèðèäî[2,3-d]

ïèðèìèäèí-2-èë]àìèí è
(2-áðîì-4-èçîïðîïèëôåíèë)ýòèë[4-ìåòèë-8-(1-ïðîïèëáóòèë)-5,6,7,8-òåòðàãèäðîïèðèäî

[2,3-d]ïèðèìèäèí-2-èë]àìèí, à òàêæå èõ êèñëîòíî-àääèòèâíûå ñîëè ñ ñîë íîé êèñëîòîé.
14. Ñîåäèíåíèå ïî ï.2, ãäå n ðàâíî 2, R1 îçíà÷àåò
(1) ðàçâåòâëåííûé èëè íåðàçâåòâëåííûé Ñ1-Ñ10àëêèë, èëè
(2) íåîá çàòåëüíî çàìåùåííûé ãåòåðîàðèë(Ñ1-Ñ6)àëêèë, ãäå óêàçàííûé ãåòåðîàðèë

íåîá çàòåëüíî çàìåùåí çàìåñòèòåëåì, âûáðàííûì èç ãðóïïû, âêëþ÷àþùåé C1-Ñ3àëêèë,
(3) íåîá çàòåëüíî çàìåùåííûé ôåíèë, ïðè÷åì óêàçàííûé ôåíèë íåîá çàòåëüíî

çàìåùåí çàìåñòèòåëåì, âûáðàííûì èç ãðóïïû, âêëþ÷àþùåé C1-Ñ3àëêèë, C1-Ñ3àëêîêñè è
ãàëîãåí,

(4) C1-Ñ3àëêèë, çàìåùåííûé ãðóïïîé ôåíèë, ïðè÷åì óêàçàííûé ôåíèë íåîá çàòåëüíî
çàìåùåí çàìåñòèòåëåì, âûáðàííûì èç ãðóïïû, âêëþ÷àþùåé C1-Ñ3àëêèë, C1-Ñ3àëêîêñè è
ãàëîãåí,

R3 îçíà÷àåò âîäîðîä, C1-Ñ6àëêèë èëè áåíçèë,
R4 îçíà÷àåò íåîá çàòåëüíî çàìåùåííûé ôåíèë.
15. Ñîåäèíåíèå ïî ï.14, ãäå R4 îçíà÷àåò 2,4-äèçàìåùåííûé èëè 2,4,6-òðèçàìåùåííûé

ôåíèë.
16. Ñîåäèíåíèå ïî ï.15, ãäå X1 îçíà÷àåò (ÑÍ2)n, n ðàâíî 2, R2 îçíà÷àåò ÑÍ3, R3

îçíà÷àåò ÑÍ2ÑÍ3, à R4 îçíà÷àåò 2,4,6-òðèçàìåùåííûé ôåíèë.
17. Ñîåäèíåíèå ïî ï.16, âûáðàííîå èç ãðóïïû, âêëþ÷àþùåé (9-öèêëîãåêñèëìåòèë-4-

ìåòèë-6,7,8,9-òåòðàãèäðî-5Í-ïèðèìèäî[4,5-b]àçåïèí-2-èë)ýòèë(2,4,6-òðèìåòèëôåíèë)àìèí,
ýòèë(9-ôóðàí-2-èëìåòèë-4-ìåòèë-6,7,8,9-òåòðàãèäðî-5Í-ïèðèìèäî[4,5-b]àçåïèí-2-

èë)(2,4,6-òðèìåòèëôåíèë)àìèí,
ýòèë(9-èíäàí-1-èë-4-ìåòèë-6,7,8,9-òåòðàãèäðî-5Í-ïèðèìèäî[4,5-b]àçåïèí-2-èë)(2,4,6-

òðèìåòèëôåíèë)àìèí,
ýòèë(4-ìåòèë-9-òèîôåí-2-èëìåòèë-6,7,8,9-òåòðàãèäðî-5Í-ïèðèìèäî [4,5-b]àçåïèí-2-

èë)(2,4,6-òðèìåòèëôåíèë)àìèí,
ýòèë(4-ìåòèë-9-ïèðèäèí-3-èëìåòèë-6,7,8,9-òåòðàãèäðî-5Í-ïèðèìèäî[4,5-b]àçåïèí-2-

èë)(2,4,6-òðèìåòèëôåíèë)àìèí,
[9-(1,2-äèôåíèëýòèë)-4-ìåòèë-6,7,8,9-òåòðàãèäðî-5Í-ïèðèìèäî[4,5-b]àçåïèí-2-èë]

ýòèë(2,4,6-òðèìåòèëôåíèë)àìèí,
ýòèë[9-(2-ìåòîêñè-1-ìåòèëýòèë)-4-ìåòèë-6,7,8,9-òåòðàãèäðî-5Í-ïèðèìèäî[4,5-b]àçåïèí-

2-èë](2,4,6-òðèìåòèëôåíèë)àìèí,
ýòèë[4-ìåòèë-9-(1-ìåòèë-3-ôåíèëïðîïèë)-6,7,8,9-òåòðàãèäðî-5Í-ïèðèìèäî[4,5-b]àçåïèí-

2-èë](2,4,6-òðèìåòèëôåíèë)àìèí,
ýòèë[9-(1-ýòèëïðîïèë)-4-ìåòèë-6,7,8,9-òåòðàãèäðî-5Í-ïèðèìèäî[4,5-b]àçåïèí-2-èë]

(2,4,6-òðèìåòèëôåíèë)àìèí,
(9-áåíçèë-4-ìåòèë-6,7,8,9-òåòðàãèäðî-5Í-ïèðèìèäî[4,5-b]àçåïèí-2-èë)ýòèë(2,4,6-

òðèìåòèëôåíèë)àìèí,
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[9-(2,4-äèõëîðáåíçèë)-4-ìåòèë-6,7,8,9-òåòðàãèäðî-5Í-ïèðèìèäî[4,5-b]àçåïèí-2-èë]
ýòèë(2,4,6-òðèìåòèëôåíèë)àìèí,

ýòèë[9-(3-ôòîðáåíçèë)-4-ìåòèë-6,7,8,9-òåòðàãèäðî-5Í-ïèðèìèäî[4,5-b]àçåïèí-2-èë]
(2,4,6-òðèìåòèëôåíèë)àìèí,

ýòèë[4-ìåòèë-9-(2-ôåíèëïðîïèë)-6,7,8,9-òåòðàãèäðî-5Í-ïèðèìèäî[4,5-b]àçåïèí-2-èë]
(2,4,6-òðèìåòèëôåíèë)àìèí, ýòèë(4-ìåòèë-9-ôåíåòèë-6,7,8,9-òåòðàãèäðî-5Í-ïèðèìèäî[4,5-
b]àçåïèí-2-èë)(2,4,6-òðèìåòèëôåíèë)àìèí, (9-àëëèë-4-ìåòèë-6,7,8,9-òåòðàãèäðî-5Í-
ïèðèìèäî[4,5-b]àçåïèí-2-èë)ýòèë(2,4,6-òðèìåòèëôåíèë)àìèí, ýòèë(4-ìåòèë-9-ïåíòèë-
6,7,8,9-òåòðàãèäðî-5Í-ïèðèìèäî[4,5-b]àçåïèí-2-èë)(2,4,6-òðèìåòèëôåíèë)àìèí,

ýòèë[4-ìåòèë-9-(1-ïðîïèëáóòèë)-6,7,8,9-òåòðàãèäðî-5Í-ïèðèìèäî[4,5-b]àçåïèí-2-èë]
(2,4,6-òðèìåòèëôåíèë)àìèí,

(9-öèêëîïðîïèëìåòèë-4-ìåòèë-6,7,8,9-òåòðàãèäðî-5Í-ïèðèìèäî[4,5-b]àçåïèí-2-
èë)ýòèë(2,4,6-òðèìåòèëôåíèë)àìèí,

ýòèë[4-ìåòèë-9-(1-ôåíèëïðîïèë)-6,7,8,9-òåòðàãèäðî-5Í-ïèðèìèäî[4,5-b]àçåïèí-2-èë]
(2,4,6-òðèìåòèëôåíèë)àìèí,

ýòèë{9-[1-(4-ôòîðôåíèë)ýòèë]-4-ìåòèë-6,7,8,9-òåòðàãèäðî-5Í-ïèðèìèäî[4,5-b]àçåïèí-2-
èë}(2,4,6-òðèìåòèëôåíèë)àìèí,

[9-(2,4-äèõëîð-6-ìåòèëáåíçèë)-4-ìåòèë-6,7,8,9-òåòðàãèäðî-5Í-ïèðèìèäî[4,5-b]àçåïèí-2-
èë]ýòèë(2,4,6-òðèìåòèëôåíèë)àìèí,

ýòèë[4-ìåòèë-9-(2-ôåíîêñèýòèë)-6,7,8,9-òåòðàãèäðî-5Í-ïèðèìèäî[4,5-b]àçåïèí-2-èë]
(2,4,6-òðèìåòèëôåíèë)àìèí,

ýòèë[4-ìåòèë-9-(3-ïðîïîêñèïðîïèë)-6,7,8,9-òåòðàãèäðî-5Í-ïèðèìèäî[4,5-b]àçåïèí-2-èë]
(2,4,6-òðèìåòèëôåíèë)àìèí,

[9-(2,4-äèìåòèëôåíèë)-4-ìåòèë-6,7,8,9-òåòðàãèäðî-5Í-ïèðèìèäî[4,5-b]àçåïèí-2-èë]
ýòèë(2,4,6-òðèìåòèëôåíèë)àìèí,

[9-(2,4-äèìåòèëáåíçèë)-4-ìåòèë-6,7,8,9-òåòðàãèäðî-5Í-ïèðèìèäî[4,5-b]àçåïèí-2-èë]
ýòèë(2,4,6-òðèìåòèëôåíèë)àìèí è

(4-ìåòèë-9-òèîôåí-2-èëìåòèë-6,7,8,9-òåòðàãèäðî-5Í-ïèðèìèäî[4,5-b]àçåïèí-2-èë)(2,4,6-
òðèìåòèëôåíèë)àìèí, à òàêæå èõ êèñëîòíî-àääèòèâíûå ñîëè ñ òðèôòîðóêñóñíîé êèñëîòîé.

18. Ñîåäèíåíèå ïî ëþáîìó èç ïï.1-17, à òàêæå åãî ôàðìàöåâòè÷åñêè ïðèåìëåìûå ñîëè
ïðåäíàçíà÷åííûå äë  ïðèãîòîâëåíè  ëåêàðñòâåííîãî ñðåäñòâà äë  ëå÷åíè  èëè
ïðîôèëàêòèêè íàðóøåíèé, îïîñðåäîâàííûõ ðåöåïòîðîì CRF.
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