profile of these drugs prohibits long-term use in SMA patients. Some drugs under clinical investigation
for the treatment of SMA include transcription activators such as histone deacetylase (“HDAC™)
inhibitors {e.g., butyrates, valproic acid, and hydroxyurea), and mRNA stabilizers (imRNA decapping
inhibitor RG3039 from Repiligen), intended to increase the amount of total RNA transcribed from the
SMN2 gene. However, the use of HDAC inhibitors or mRNA stabilizers does not address the underlying
cause of SMA and may result in a global increase in transcription and gene expression with potential
safety problems in humans,

[6023] In an alternative approach, neuroprotective agents such as olesoxime have been chosen for
investigation. Such strategies are not aimed at increasing the production of functional Smn for the
treatment of SMA, but instead are being explored to protect the Smn-deficient motor neurons from
neurodegeneration,

[0024] A system designed to identify compounds that increase the inclusion of exon 7 of SMN into
RNA transcribed from the SMN2 gene and certain benzooxazole and benzoisoxazole compounds
idenfified thereby have been described in International Application PCT/US2009/003238 filed May 27,
2009 (published as International Publication Number WO2009/151546 and United States Publication
Number US2011/0086833). A system designed to identify compounds that produce a stabilized Smn
protein from SMN2 A7 mRNA and certain isoindolinone compounds identified thereby have been
described in International Application PCT/US2009/004625 filed August 13, 2009 {published as
International Publication Number WO2010/019236 and United States Publication Number
US2011/0172284). Each of the foregoing documents is herein incorporated in their entirety and for all
puIposes.

[0025] All other documents referred to herein are incorporated by reference into the present
application as though fully set forth herein.

{0026] Despite the progress made in understanding the genetic basis and pathophysiology of SMA,
there remains a need to identify compounds that alter the course of spinal muscular atrophy, one of the
most devastating childhood neurological diseases.

SUMMARY

[0027] In one aspect, provided herein a compound of Formula {Ifal):

Ry
Re N Rz
Vo
R; = R
Ra O (Ilal)



or a free acid, free base, racemate, enantiomer, diastereomer or pharmaceutically
acceptable salt thereof, wherein:

R, is heterocyelyl;

wherein, heterocyelyl is optionally substituted with one, two or three Ry substituents and
optionally, with one additional R, substituent; or,

wherein, heterocyclyl is optionally substituted with one, two, three or four Rj
substituents;

R; is heteroaryl;

wherein, heteroaryl is optionally substituted with one, two or three R¢ substituents and
optionally, with one additional Ry substituent;

R, is, in each instance, independently selected from hydrogen, halogen or Cj.galkyl:

R}, is hydrogen, halogen, Csalkyl or Cjzalkoxy;

R, is hydrogen, halogen or Cgalkyl;

Rz is, in each instance, independently selected from cyano, halogen, hydroxy, oxo,
Cigalkyl, halo-Cgalkyl, Cjsalkyl-carbonyl, C,galkoxy, halo-C,galkoxy,
Cgalkoxy-Cysalkyl, C.salkoxy-carbonyl, ATMNO, C,salkyl-amino,

(Cgalkyl)-amino, amino-Cgalkyl, Cy.galkyt-amino-Cy galkyl,
(Cy.galkyl)-amino-C.galkyl, amino-C) galkyl-amino,
Csalkyl-amino-C;.galkyl-amino, (C)_galkyl-amino-C)_salkyl);-amino,
(C.salkyhy-amino-C; galkyl-amino, [(Cy.saltkyl)-amino-Cy _galkyl],-amino,

(Cygalkyl-amino-C, galkyl)(C, salkyl)amino,
[{Cy.galkyl)z-amino-C,; galkyl}(Cigalkylamino, Cy.galkoxy-C; galkyl-amino,
(Cygalkoxy-Cj_galkyl)-amino, (Cgalkoxy-Cy galkyC; salkyl)amino,
C,galkyl-carbonyl-amino, Cysalkoxy-carbonyl-amino, hyvdroxy-C,.galkyl,
hydroxy-C_galkoxy-Cgalkyl, hydroxy-C; galkyl-amino,
(hydroxy-C,_galkyl),-amino or (hydroxy-C,.salky)(C;.galkyl)amino;

Rs is Ci.pcycloalkyl, Cjiogcyeloalkyl-Cygalkyl, Cs.scycloalkyl-amino, aryl-Ci.salkyl,
aryl-C;galkoxy-carbonyl, aryl-sulfonyloxy-C galkyl, heterocyelyl or
heterocyclyl-Cgalkyl; wherein, each instance of Cj.scycloalkyl, aryl and

heterocyclyl is optionally substituted with one, two or three Rs substituents;
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Rs is, in each instance, independently sclected from halogen, hydroxy, cyano, nitro,
C;ealkyl, halo-Cygalkyl, C,salkoxy, halo-Cjgalkoxy, amino, Cgalkyl-amino,
(Cy.galkyl)-amino or C, galkyl-thio;

R, is, in each instance, independently selected from halogen, hydroxy, cyano, nitro,
Cisalkyl,  Cogalkenyl,  halo-C galkyl,  hydroxy-Cigalkyl,  Cjsalkoxy,
halo-C; salkoxy, Cigalkoxy-C;.galkyl, amino, C;galkyl-amino, (Cgalkyl)-amino
or C;galkyl-thio; and,

Ry is Cy.ycycloalkyl, Cascycloalkyi-oxy, aryl, heterocyclyl or heteroaryl.

In one example, provided herein are compounds of Formula (I):
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prafile of these drugs prohibits long-termi-use-in-SMA patients—Some-drugs-under-chnteat-investigation————

for the treatment of SMA include transcription activators such as histone deacetylase ("HDAC”)

inhibitors (e.g., butyrates, valproic acid, and hydroxyurea), and mRNA stabilizers (mRNA decapping
inhibitor RG3039 from Repligen), intended to increase the amount of total RNA transcribed from the
SMN2 gene. However, the use of HDAC inhibitors or mRNA stabilizers does not address the underlfing
cause of SMA and may result in a global increase in transcription and gene expression with poten#
safety problems in humans.
{0023] In an alternative approach, neuroprotective agents such as olesoxime have begfi chosen for
investigation. Such strategies are not aimed at increasing the production of functional Smn for the
treatment of SMA, but instead are being explored to protect the Smn-deficient motef neurons from
neurodegeneration. |
[0024] A system designed to identify compounds that increase the incldsion of exon 7 of SMN into
RNA transcribed from the SMN2 gene and certain benzooxazole and bg: oisoxazole compounds

identified thereby have been described in International Application PCT/US2009/003238 filed May 27,
2009 (published as International Publication Number WO2009/14

Number US2011/0086833). A system designed to identify cginpounds that produce a stabilized Smn

1546 and United States Publication

protein from SMN2 A7 mRNA and certain isoindolinone£ompounds identified thereby have been
described in International Application PCT/US2009/084625 filed August 13, 2009 (pubiished as
International Publication Number WO2010/019236 and United States Publication Number
UUS2011/0172284). Bach of the foregoing dogdinents is herein incorporated in their entirety and for all
purposes.

[0025] Al other documents referged to herein are incorporated by reference into the present

SUMMARY

[0027] in aspect, provided herein a compound of Formula (Ij:




oiadormotherenf wherein:

~

wy and ws are independently C-R, or N;
w, 15 C-Ry, or N;

Wi, wq and wy are independently C-R, C-R,, C-R, or N; '
w, is C-Ry, C-Ry, C-R.or N; S

wherein one of ws, wa, Wi and wy is C-R; and one other of w;, wa, w; and wy 1s C-R,, provided
that,

when ws is C-R,, then wg is C-R, and wy and w are independently C-R, or N; or,

wherein any one, two or three of w, w;, wa, Wy, Ws, W, and wr may gptionally be N;

R 18 Cealkyl, amino, Csalkyl-amine, (Csalkyl);-amine, C;alkoxy-C, galkyl-amino,
{C\galkoxy-C | galkyl);-amino, (Csalkoxy-C galkyh)iC galkyl)amino, amino-Cjgatkyi,

kyl,

Csalkoxy-C satkyl-amino-C  galkyl, (Cyealkeky-C, galkyl)y-amino-C, galkyl,

{Cysalkoxy-C, qalky1)(C, galkyhamino-C,,

Cisalkyl-aminoe-C, salkyl, (C,salkyl)z-amino-C,.

ikyl, amino-C, ;alkyl-amino,
{amino-Cgalkyl)-amino, (ammo-CyegdkyD)(Cy salkyhamino,
Csatkyl-amine-C salkyl-amino, (G4 salkvl-amino-C) gatkyl)-amino,
{C.palkyl-amine-C salkyD)(Cyaptkylyamineg, (Cgalkyl)-amino-C, galkyl-amino,
H{C galkyDz-amino-C  galkyl X T salkyDamino, amino-C galkoxy,
Cgalkyl-amino-Cysalkoyd, (Csalkyl)-amino-C; salkoxy,
Cygalkoxy-Calkyl-atmino-C, salkoxy, C; salkoxy-C, salkyl-amino-C, salkoxy,
{C|.qalkoxy-Cgalld)(Cealkylamino-Cgalkoxy, amino-Cseatkenyl,
Ci.salkyl-amingtC, salkenyl, (C)salkyl)-aming-Csy galkenyl, amino-Csygalkynyl,
Cy_salkyl-amino-Cogalkynyl, (C;salkyl),-amino-Cygalkynyl, halo-C) salkvi-amino,
{halo-C#alkyi),-amino, (halo-C, galkyl}C salkyl}amino, hydroxy-C; salkyl,
hydipgixy-Cygalkoxy-Cigalkyl, hydroxy-Csalkyl-amino, (hydroxy-Csalkyl);-amino,
(Wydroxy-C, salkyl)(C, salkyl)amino, hydroxy-C, salkyl-amino-C_galkyl,
(hydroxwa;_ga'iky§)2v~amino~cl_galkyl, {hydroxy-C, salkyD){C, zaltkyDaminoe-C, galkyl,
hydroxy-C | salkyl-amino-C, salkoxy, (hydroxy-C, ealkyl};-amino-C gaikoxy,
{(hydroxy-C; salkyD)(C salkyamino-Czalkoxy,
hydroxy-C, galkyl-amine-C, salkyl-amine, (hydroxy-C salkyl-amino-C salkyl);-amino,

-



.

ardrory-Cratiophr-emine-Cryaleyt-amino;
{hydroxv-C, galkyl-amino-Csalkyl)(C, salkyl)amino,
{(hydroxy-C,.4alkyl}{C salkylyamino-C, salkyl-amino,
[{hydroxy-C, satkyh)-amino-Calkyl (O salkyllamine,
[(hydroxy-C, salkyl)(Csalkyl)amino-C, salkyl (Cysalkyl)amine, heterocycelyl,, /
heterocyclvi-C salkyl, heterocyelyl-C, salkoxy, heterocyclyl-amino, ///
{(heterocyely){(C galkylamino, heterocyelyl-amine-C, galkyl, /
heterocyclyl-Cqalkyl-amino, (heterocyelyvl-C galkyl),-amino,
{(heterocyclyl-Cy satkyl)(C, salkylyamino, heterocyclyl-C, salkyl- ?’U(:O Cigalkyl,
{heterocyclyl-C galkyl);-amino-C, salkvi, //
{heterocyelyl-CyealkyD(Cisalkyhamino-Cogalkyl, heterocyc’l/yi-oxy,
heterocyclyl-carbonyl, heterocyelyt-carbonyl-oxy, Cs. ]49§//cl()alky1 aryl-C; salkyl-amino,
(aryl-C, galkyl)o-amine, (aryl-Cealkyl{Cgalkylar 1{1/0 aryl-C,saikyi-amino-C, galkyl,
{aryl-C galkyl)e-amino-C, galkyl, (aryl-C gallyl}C) salkyl)amino-C, salkyl, heteroaryl,
heteroaryl-C | salkyl, heteroaryl-C | zalkoxy, heiroaryi-amino, heteroaryl-C,_galkyl-amino,
(heteroaryl-C | salkyl),-amino, (heteroaryl;@ 1ealky}Cysalkylamino,
heteroarvl-C, gatkyl-amino-C,_salkyl, (hég'eroaryl—c i.zatkylh-amino-Cy salkyl or
{heteroaryl-C; salkyD{C, salkylamind-C salkyl;

whetein, each instance of heterocyelyl, 9{i4cycloalkyi, aryl and heteroaryl is optionally
substituted with one, two or t}n’(ée R; substituents and optionaily, with one additional Ry
substituent; or, 4

wherein, each instance of heterpevelyl, Cs.acycloalkyl, aryl and heteroaryl is optionally
substituted with ongf two, three or four R; substituents;

R, is aryl, aryl-amino, aryl-amino-carbonyl, heterocyclyl, hetercaryl or hetercaryl-amino;

wherein, each instange of aryl, heterocyelyl and heteroaryl is optionally substituted with one, two
ot three %substi%uents and optionally, with one additional R, substituent;

R, is, in each /iaétance, independently selected from hydrogen, halogen or C | salkyl;

Ry 1s hydrogen, halogen, Caalkyl or Cygafkoxy;

R. is hygdfogen, halogen or Cgalkyl;

R; is/1n each instance, independently selected from cyano, halogen, hydroxy, oxo, Csalkyl,

/ halo-Cygalkyl, C,galkyl-carbonyl, C,ealkoxy, halo-C, satkoxy, C,galkoxy-C,alkyl,

Ci.salkoxy-carbonyl, amino, Cgalkyl-amine, (Csalkyl);-amino, amino-Cygatkyl,
Cigalkyl-amino-C salkyl, (Csalkyly-amino-C galkyl, amino-C, salkyl-amino,

Cigalikyl-amino-C, galkyl-amino, (Cgaikyl-amino-C, salkyi);-amino,

ik,
ety
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rraeyramime-Crratkylamino-fE rraioybramno-Crgatkylsamino;
{Csalkyl-amino-C salkyl {C galkyl)amino,
[{C) salkyl)-amine-C, salkyl|(C, salkyDamino, Cy salkoxy-C, saikyl-amino,
(Cysalkoxy-C,zalkyl)-amino, {C) gatkoxy-Cgalkyh)(C salkyl)amino,
C,salkyl-carbonyl-amino, C; salkoxy-carbonyl-amino, hydroxy-C;salkyl,
hydroxy-C; salkoxy-C salkyl, hydroxy-C, salkyl-amino, (hydroxy-C, saikyl),-anpho or
(hydrox y-Ci_ealkyD{Csalkylamino,

R, is Cyyseycloalkyl, Cy.gcveloalkyl-C, gaikyl, Cy yeycloalkyl-amine, aryl-C, salkyf,
aryl-C, galkoxy-carbonyl, aryl-sulfonyloxy-C, salkyl, heterocycly! or
heterocyelyl-C; salkyl; wherein, each instance of Cy.j4cycloalicyl, apgl and heterocyclyl is
optionally substituted with one, two or three Rs substituents;

R; is, in each instance, independently selected from halogen, hydroxy, cyano, nitro, C,zalkyl,
halo-C, salkyl, C,alkoxy, halo-C,galkoxy, amino, C,salivi-amino, (C, salkyl),-amino or
Cizalkyl-thio;

R, 18, in each instance, independently selected from halogef, hydroxy, cyano, nitro, C, salkyl,

C, qalkenyl, halo-C, galkyl, hydroxy-Calkyl, £ salkoxy, halo-C, salkoxy,
C.salkoxy-C, qalkyl, amino, C, zalkyl-amind, (C,salkyl),-amino or C,galkyi-thio; and,
R, is Cyseyeloalkyl, Cyscycloalkyl-oxy, aryl, Heterocyelyl or heteroaryl.

In one example, provided herein are compounds gt Formula (I):
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What 1s claimed 1s:

1. A compound of Formula (1lal):

or a free acid, free base, racemate, enantiomer, diastercomer or pharmaceutically
acceptable salt thereof, wherein:

R; is heterocyclyl;

wherein, heterocyclyl is optionally substituted with one, two or three R; substituents -
and optionally, with one additional R4 substituent; or,

wherein, heterocyclyl is optionally substituted with one, two, three or four R
substituents;

R, is heteroaryl;

wherein, heteroaryl is optionally substituted with one, two or three R, substituents and
optionally, with one additional R substituent;

R, is, in each instance, independently selected from hydrogen, halogen or Cygalkyl;

Ry is hydrogen, halogen, Cj.galkyl or C;galkoxy;

R. is hydrogen, halogen or C,.galkyl;

R; is, in cach instance, independently selected from cyano, halogen, hydroxy, oxo,
Cisalkyl, halo-Cjgalkyl, C)salkyl-carbonyl, Cisalkoxy, halo-C,_salkoxy,
C).galkoxy-C, gatkyl, C,.salkoxy-carbonyl, amino, Ci.salkyl-amino,

(Ci-galkyl)z-amino, amino-Cjsalkyl, _ Cj.salkyl-amino-C, galkyl,
(Cysalkyl)z-amino-C.salkyl, amino-C, zalkyl-amino,
Cy.galkyl-amino-C galkyl-amino, (Cgalkyl-amino-Cj galkyl),-amino,

{C;_salkyl)z-amino-Cy salkyl-amino, [(C,.galkyl),-amino-C gatkyl]>-amino,
(C) salkyl-amino-C, salky!)(C; salkyl)amino,
[(C;.galkyl)-amino-Cysalkyl{(C salkyl)amino,  Cjgalkoxy-C; zalkyl-amino,
(Ci.salkoxy-C;_galkyl)y-amino, (Cy.salkoxy-C,.salkyl)(C; salkylyamino,
Cisalkyl-carbonyl-amino, C;galkoxy-carbonyl-amino, hydroxy-C_salkyl,
hydroxy-C,.salkoxy-C, galkyl, hydroxy-C;galkyl-amino,
(hydroxy-C, salkyl)-amino or (hydroxy-C . salkyl {C, galkylyamino;
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Ry is Cygcycloalkyl, Ciojseycloalkyl-Cgalkyl, Cs yscveloalkyl-amino, aryl-Cjgalkyl,
aryl-Cysalkoxy-carbonyl,  aryl-sulfonyloxy-C,galkyl,  heterocyclyl — or
heterocyclyl-Ci.galkyl; wherein, each instance of Cs.scycloalkyl, aryl and
heterocyelyl is optionally substituted with one, two or three Rs substituents;

Rs is, in each instance, independently selected from halogen, hydroxy, cyano, nitro,
Cisalkyl, halo-C, galkyl, Cl-g_a}koxy, hald—C;_galkoxy, amino, Cy_galkyl-amino,
(C)_salkyl)-amino or Cl_galkyhthio;

R is, in each instance, independently selected from halogen, hydroxy, cyano, nitro,

- Cigalkyl, Cpsalkenyl, halo-Cigalkyl, hydroxy-Cigalkyl, Cisalkoxy,
halo-C, galkoxy, “ C;salkoxy-Cj galkyl, amino, Cysalkyl-amimno,
{C, salkyl},-amino or C,.salkyl-thio; and,
Ry is Cs.scycloalkyl, Cy.scyveloalkyl-oxy, aryl, heterocycelyl or heteroaryl.

The compound of claim I, wherein the pharmaceutically acceptable salt is a chloride,
hydrobromide, Thydrochloride, dihydrochloride, acetate, trifluoroacetate or

trifluoroacetic acid salt.

The compound of claim 1, wherein R; is heterocyclyl selected from azetidinyl,
tetrahydrofuranyl,  pyrrolidinyl,  piperidinyl,  piperazinyl, 1,4-diazepanyl,
1,2,5,6-tetrahydropyridinyl, 1,2,3,6-tetrahydropyridinyl,
hexahydropyrrolo[3,4-blpyrrol-(1H)-yl,
(3a8,6a8)-hexahvdropyrrolo|3,4-bipyrrol-(1H)-vl,

(3aR,6aR)-hexahydropyrrolo| 3,4-b)pyrrol-( 1L H)-yl,
hexahydropyrrolo3,4-bipyrrol-(2H)-yl,
(3a8.6a8)-hexahvdropyrrolo[3,4-blpyrrol-(2H}-vl,
hexahydropyrrolo[3,4-c]pyrrol-(1H)-vl,
{(3aR,6aS)-hexahydropyrrolo[3,4-c]pyrrol-(1.H)-yl,
octahydro-5H-pyrrolof3,2-¢]pyridinyl, octahydro-6 H-pyrrolo[3,4-b]pyridinyl,
(4aR,7aR)-octahydro-6 H-pyrrolo[3,4-blpyridinyl,

(4aS,7aS)-octahydro-6 H-pyrrolo|3,4-bpyridinyl,
hexahydropyrrolo]1,2-a|pyrazin-(2H)-one, hexahydropyrrolo[1,2-a]pyrazin-(1H)-yl,
(7R,8a8)-hexahydropyrrolo[1,2-alpyrazin-(1 H)-yl,

(8aS)-hexahydropyrrolo[ 1,2-apyrazin-{1/)-vyl,

(8aR)-hexahvdropyrrolof 1,2-apyrazin-(1 H)-yl,
(8aS)-octahydropyrrolo[1,2-a]pyrazin-(1H)-yl,
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10.

(8aR)-octahydropyrrolo] 1,2-a|pyrazin-(1H)-yl, octahydro-2H-pyrido[1,2-a]pyrazinyl,
3-azabicyclo[3.1.0Thexyl, (1R,55)-3-azabicyclo[3.1.0Thexyl, 8-azabicyclo{3.2.1]octyl,

(1R,55)-8-azabicyclo{3.2.1]octyl, 8-azabicyclo[3.2.1]oct-2-enyl,
(1R,55)-8-azabicyclo[3.2.1]oct-2-enyl, 9-azabicyclo[3.3.1nonyl,
(1R,585)-9-azabicyclo[3.3.1]nonyl, 2,5-diazabicyclo[2.2.1 heptyl,
(15,45)-2,5-diazabicyclo[2.2.1Theptyl, 2,5-diazabicyclo[2.2.2]octyl,
3,8-diazabicyclo[3.2.1]octyl, (1R,55)-3,8-diazabicyclo[3.2.1]octyl,

1,4-diazabicyclo[3.2.2]nonyl, azaspiro[3.3Theptyl, 2,0-diazaspiro[3.3]heptyl, 2,7-
diazaspiro[3.5]nonyl,  5,8-diazaspiro[3.5]nonyl,  2,7-diazaspiro[4.4jnonyl  and
6,9-diazaspiro[4.5]decyl; wherein, each instance of heterocyclyl is optionally
substituted one, two or three R; substituents and optionally, with one additional Ry

substituent.

The compound of claim 1, wherein R; is heteroaryl selected from
furo[3,2-b]pyridinyi, furo[3,2-¢]pyridinyl, furo[2,3-c]pyridinyl,
thieno[3,2-c|pyridinyl, thieno[2,3-d|pyrimidinyi, LH-pyrrolo{2,3-b]pyridinyl,
1 H-pyrrolo[2,3-clpyridinyl,  pyrroio[1,2-alpyrimidinyl,  pyrrolo[1,2-a]pyrazinyl,
pyrrolo[1,2-b]pyridazinyl, pyrazolo[1,5-a]pyridinyl, pyrazolo[1.,5-a]pyrazinyl,
imidazo{1,2-a]pyridinyl,  imidazo[l,2-aJpyrimidinyl, imidazo[},2-c]pyrimidinyl,
imidazo[1,2-blpyridazinyl, imidazo[l,2-alpyrazinyl, imidazo[2,1-5][1,3]thiazolyl,
imidazof2,1-b]{1,3,4]thiadiazolyl, [1,3]oxazolo[é,S—b]pyridinyi and qumoxalinyl;
wherein, each instance of heteroaryl is optionally substituted with one, two or three R¢

substituents and optionally, with one additional R, substituent.

The compound of claim 1, wherein R; is Cy_zalkyl selected from methyl, ethyl, propyl,
isopropyl and tert-butyl.

The compound of claim 1, wherein R is C).galkyl selected from methyl, ethyl, propyi,
isopropyl and tert-butyl.

The compound of claim 1, wherein R, is hydrogen.
The compound of claim 1, wherein Ry, is C)galkyl.
The compound of claim 1, wherein R, is hydrogen or C;galkyl.

The compound of claim [, wherein the compound is selected from the group

consisting of:
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2-(6~-methylimidazo[ 1,2-a]pyridin-2-yl)-7-(piperazin-1-yl}-4H-pyrido[ ,2-alpyrimidin-
4-one,

2-(6-methylimidazo[1,2-a]pyrazin-2-yl)-7-(piperazin-1-yl}-4H-pyrido[ 1,2-alpyrimidin-
4-one,

2-(6-methylimidazo[1,2-a]pyrazin-2-y1}-7-[(35)-3 »»methylpipérazin«» 1-yl]-4H-
pyrido[1,2-a]pyrimidin-4-one,
2-(6-methoxypyridin-3-yl)-7-(piperazin-1-y1)-4H-pyrido[1,2-a]pyrimidin-4-one,
2-(5-fluoropyridin-3-yh)-7-(piperazin-1-yh)-4H-pyrido[ 1,2-a]pyrimidin-4-one,
2-(5-fluoropyridin-3-yl)-7-[(38)-3-methylpiperazin-1-ylj-4H-pyrido| 1,2-alpyrimidin-4-
one,

2-(5-chloropyridin-3-y1)-7-(piperazin-1-yl)-4H-pyrido[1,2-a]pyrimidin-4-one,
2-(5-chloropyridin-3-y1)-7-[(35)-3-methylpiperazin-1-yl}-4H-pyrido{ 1,2-a}pyrimidin-4-
one,

2-(5-chloro-6-methoxypyridin-3-yl)-7-(piperazin-1-yl)-4H-pyrido{ 1,2-ajpyrimidin-4-
one,

2-(1H-indol-6-yl1)-7-(piperazin-1-yi)-4H-pyrido[ 1.,2-a]pyrimidin-4-one,
2-(1H-indol-5-y1}-7-(piperazin- [-yl)-4H-pyrido[ 1,2-a]pyrimidin-4-one,
2-(imidazo[1,2-a]pyridin-7-yl}-7-(piperazin-1-yl)-4H-pyrido[ 1,2-a]pyrimidin-4-one,
2-(imidazo1,2-alpyndin-6-y)-7-(piperazin-1-y1)-4H-pyrido{1,2-a]pyrimidin-4-one,
2-(2-methylimidazo[1,2-a]pyridin-6-y1)-7-(piperazin- 1 -yl)-4H-pyrido[ 1,2-a]pyrimidin-
4-0ne,

2-(2-methylimidazol{ 1,2-a]pyridin-6-y1)-7-(4-methylpiperazin-1-y1)-4H-pyridof 1 ,2-
a]pyrirnidin—4—one,

2-(2-methylimidazo[1,2-apyridin-6-y1)}-7-[(3 S)««S—methylpipéz‘azin— 1-y1]-4H-pyrido[1,2-
alpyrimidin-4-one, _
7-(1,4-diazepan-1-yl)-2-(2-methylimidazo[1,2-a]pyridin-6-y1)-4H-pyrido[1,2-
a|pyrimidin-4-one,

7-[(3R,55)-3,5-dimethylpiperazin-1-yl]-2-(2-methylimidazo| 1,2-a}pyridin-6-yl)-4H-
pyridol1,2-alpyrimidin-4-one,
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2-(6,8-dimethylimidazo[ 1,2-a]pyrazin-2-yl)-7-(piperazin-1-y1)-4H-pyrido[1,2-
alpyrimidin-4-one,
2-(6,8-dimethylimidazo[1,2-alpyrazin-2-y1}-7-{(38)-3-methylpiperazin-1-yl}-4H-
pyrido[1,2-a]pyrimidin-4-one, |
2-{(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-y1}-7-(piperazin-1-y1)-4H-pyrido[1,2-
a]pyrimidin-4-one,
2-(4,6-dimethylpyrazolo[1,5-alpyrazin-2-y1)-7-{(38)-3-methylpiperazin-1-yl]-4H-
pyrido[1,2-a]pyrimidin-4-one,

7-(piperazin-1-y1)-2-[2-(trifluoromethyl)imidazo] 1,2-a]pyridin-6-ylj-4H-pyridof1,2-
ajpyrimidin-4-one, L
2-(2-ethylimidazo[1,2-a}pyridin-6-yl)-7-(piperazin-1-yi)-4H-pyrido[1,2-a]pyrimidin-4-
one,

2-(2,3-dimethylimidazo[1,2-a]pyridin-6-yl)-7-(piperazin-1 —yi)-4H-pyrido[1 \2-
a]pyrimidin-4-one,

7-(piperazin-1-yl)}-2-(1 H-pyrrolo[2,3-b]pyridin-5-y1)-4H-pyrido[ 1,2-a]pyrimidin-4-one,
2-(1-methyl-1H-pyrrolo{2,3-b]pyridin-5-y1)-7-(piperazin-1-yl)-4H-pyrido{ 1,2-
a]pyrimidin-4-one,

7-[(3R,58)-3,5-dimethylpiperazin-1-yl]-2-(1-methyl-1 H-pyrrolo[2,3-b]pyridin-5-yi)-
4H-pyridoll,2-a]lpyrimidin-4-one,
7-[(3R,55)-3,5-dimethylpiperazin-1-y1]-2-(4,6-dimethylpyrazolo[ 1 ,5-a]pyrazin-2-yl)-
4H-pyrido[1,2-a]pyrimidin-4-one,

7-(1,4-diazepan-1-y1)-2-(4,6-dimethylpyrazolo[ 1,5-alpyrazin-2-yI)-4H-pyrido[1,2-
alpyrimidin-4-one,

2-(2-methyl-1,3-benzoxazol-6-yi)-7-(piperazin-1-yi)-4H-pyrido[ 1,2-alpyrimidin-4-one,
2-(2-methyl-1,3-benzoxazol-6-y1)-7-[(3S)-3-methylpiperazin-1-y1]-4H-pyridof 1 ,2-
alpyrimidin-4-one,

2-(2-methyl-1,3-benzothiazol-5-y1)-7-[ (3 S)'—3 —methylpiperazim 1-vl}-4H-pyrido{1,2-
a|pyrimidin-4-one, '
2-(2-methyl-1,3-benzothiazol-5-yl)-7-(piperazin-1-yl)-4H-pyrido[ 1,2-a]pyrimidin-4-

one,
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2-(2-methyl-2H-indazol-5-y1)-7-(piperazin-1-yi)-4H-pyrido[ 1,2-a]pyrimidin-4-one,
-2-(2-rﬁethy1—2H-indazoi-5~y1)-7~[(3 S)-3-methylpiperazin-1-yl}-4H-pyrido[ 1,2~
a|pyrimidin-4-one, _
2-(2,8-dimethylimidazol 1 ,2—a}pyridin;é-yi)—7~(piperazinu] -yD)-4H-pyrido[1,2-
a|pyrimidin-4-one,
2-(2-methyl-1,3-benzoxazol-5-y1)-7-(piperazin-1-y1)-4H-pyrido[ 1,2-a]pyrimidin-4-one,
2-(2-methyl-1,3-benzoxazol-5-y1)-7-[(38)-3-methylpiperazin-1-y1}-4H-pyrido[1,2-
alpyrimidin-4-one,
7-(1,4-diazepan-1-yl)-2-(2-methyl-1,3-benzothiazol-5-y1)-4H-pyrido{1,2-a]pyrimidin-4-
one,
7-[(38)-3-methylpiperazin-1-yl]-2-(4-methyl-1,3-thiazol-2-yl)-4H-pyrido[ 1,2-
alpyrimnidin-4-one,
2-(4-methyl-1,3-thiazol-2-y1)-7-(piperazin-1-yl)}-4H-pyrido{ I,2-a]pyrimidin-4-one,
7~(4~met}1yl- 1.4-diazepan-1-y1)-2-(2-methylimidazo[ I,2-a]pyridin-6-yl)-4H-pyrido] 1,2-
alpyrimidin-4-one,
2-(4,6-dimethylpyrazolo[1,5-alpyrazin-2-yl)-7-(4-methylpiperazin-1-yl)-4H-pyrido{1,2-
alpyrimidin-4-one,
2-(2-methyl-1,3-benzoxazol-6-yl)-7-(4-methylpiperazin-1-yl)-4H-pyrido[ 1,2-
| a]pyrimidin-4-one,
7-[(3R,58)-3,5-dimethylpiperazin-1-yl]-2-(2-methyl-1,3-benzoxazol-6-yl)-4H-
pyrido[ 1,2-a]pyrimidin-4-one,
2-(5-fluoro-6-methoxypyridin-3-yl)-7-{{38)-3-methylpiperazin-1-yi]-4H-pyrido[ 1 ,2-
a|pyrimidin-4-one,
7-[(3R,58)-3,5-dimethylpiperazin-1-y1]-2-(5-fluoro-6-methoxypyridin-3-yl)-4H-
pyrido[1,2-a]pyrimidin-4-one,
7-[(3R,58)-3,5-dimethylpiperazin-1-yl]-2-(2-methyl-1,3-benzothiazol-5-y1}-4H-
pyrido[1,2-a]pyrimidin-4-one,
2-(2-methyl-1,3-benzothiazol-5-y1)-7-(4-methylpiperazin-1-yl)-4H-pyrido[ 1,2-

" alpyrimidin-4-one,
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2-(2-methyl-1,3-benzothiazol-5-y1)-7-(4-methyl-1,4-diazepan-1-yl)-4H-pyrido[ 1,2~
a|pyrimidin-4-one,
7-[(8aS)-hexahydropyrrolol1,2-a]pyrazin-2(1H)-yl}-2-(2-methyl-1,3-benzothiazol-5-yl)-
4H-pyrido[1,2-a]pyrimidin-4-one,
2-(4-methyl-1H-imidazol-1-yl)-7-(piperazin-1-yl)-4H-pyrido[ 1,2-a]pyrimidin-4-one,
2-(4-methyi-1H-imidazol-1-y1)-7-[(3S}-3-methylpiperazin-1-yi|-4H-pyrido[ },2-
a]pyrimidin-4-one,

2-(5-fluoro-6-methox ypyridin-3-yl)-7-(piperazin-1-yl)-4H-pyrido[1,2-a]pyrimidin-4-
one,

7-[(35)-3-methyipiperazin-1-yi}-2-(1-methyl-1H-pyrazol-4-yl)-4H-pyrido[ 1,2-
alpyrimidin-4-one,

2-(1-methyl-1H-pyrazol-4-yl)-7-(piperazin-1-yl)-4H-pyrido[ 1,2-a]pyrimidin-4-one,
2-(2-methyl-1,3-benzoxazol-6-y1)-7-[(3R)-3-methylpiperazin- 1 -yl]-4H-pyrido[ 1,2-
alpyrimidin-4-one,
7-(3,3-dimethylpiperazin-1-yl}-2-(2-methyl-1,3-benzoxazol-6-yl)-4H-pyrido[ 1,2~
a]pyrimidin-4-one,
7-(1.4-diazepan-1-yl)-2-(2-methyl-1,3-benzoxazol-6-yl)-4H-pyrido[1,2-a}pyrimidin-4-
one,

2-(2-methyl-1,3-benzoxazol-6-yl)-7-(4-methyl-1,4-diazepan-1-yi}-4H-pyrido[ 1,2-
a]pyrimidin-4-one,
7-[(8aS)-hexahydropyrrolo[1,2-a]pyrazin-2(1H)-y1]-2-(2-methyl-1,3-benzoxazol-6-yl)-
4H-pyrido[1,2-alpyrimidin-4-one,

7-[(8aR)-hexahydropyrrolo[1,2-a]pyrazin-2{ 1H)-yl]-2-(2-methyl-1,3-benzoxazol-6-yl)-
4H-pyrido[1,2-alpyrimidin-4-one,
2-(4,5-dimethoxypyridin-2-y1)-7-(piperazin-1-y1}-4H-pyridof . 2-a]pyrimidin-4-one,
7-(4-ethylpiperazin-1-yl}-2-(2-methyl-1,3-benzoxazol-6-yl)-4H-pyridof1,2-a]pyrimidin-
4-one,

2-(8-fluoro-2-methylimidazo[1,2-a]pyridin-6-y1)-7-(piperazin-1 -yl}-4H-pyrido{ 1,2~

~ a|pyrimidin-4-one,
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7-[(3R,58)-3,5-dimethylpiperazin-1-y1]-2-(8-fluoro-2-methylimidazo{ 1,2-a]pyridin-6-
y)-4H-pyrido[1,2-a]pyrimidin-4-one,
2-(8-fluoro-2-methylimidazo[1,2-a]pyridin-6-yl)-7-(4-methyl-1,4-diazepan-1-yl}-4H-
pyrido[1,2-alpyrimidin-4-one, |
2-(2-methyl-1,3-benzothiazol-6-y)-7-(piperazin- [ -yl)-4H-pyrido[ 1,2-a|pyrimidin-4-
one,
2-(2-methyl-1,3-benzothiazol-6-y1)-7-{(3S)-3-methylpiperazin- i -yi]-4H-pyrido[ 1,2-
a|pyrimidin-4-one,
2-(6-methoxypyridin-2-yl)-7-(piperazin-1 -yl)}-4H-pyrido[1,2-a]pyrimidin-4-one,
7-(piperazin-1-yl)-2-(pyridin-3-yi)-4H-pyrido[1,2-a]pyrimidin-4-one,
2-(5-methoxypyridin-3-vy1)-7-(piperazin-1-yl)-4H-pyrido[ 1,2-a]pyrimidin-4-one,
7-[(38)-3 4-dimethylpiperazin-1-y1}-2-(2-methyl-1,3-benzoxazol-6-yh)-4H-pyrido[ 1,2~
apyrimidin-4-one,
7-[4-(dimethylamino}piperidin-1-y1]-2-(2-methyl-1,3-benzoxazol-6-yl)-4H-pyrido[ 1,2-
a]pyrimidin-4-one,
7-[(38)-3-(dimethylamino)pyrrolidin-1-y1}-2-(2-methyl-1,3-benzoxazol-6-yl}-4H-
pyrido[1,2-alpyrimidin-4-one,
7-(4-aminopiperidin- I -y1)-2-(2-methyl-1,3-benzoxazol-6-yl}-4H-pyrido[1,2-
a]pyrimidin-4-one, '
7-[(3aR,6a8)-hexahydropyrrolo|3,4-clpyrrol-2(1H)-y1]-2-(2-methyl-1,3-benzoxazol-6-
yh)-4H-pyrido{1,2-a]pyrimidin-4-one,
7-[(3R}-3 ,4—dimefhyipiperazin»1 ~y1]-2-(2-methyl-1 ,3-beﬁzexézol-é-yl)-4H—pyrido[1 ,2-
alpyrimidin-4-one, -
7-(1,4-diazepan-1-y1}-2-(2-methyl-1,3-benzothiazol-6-y1)-4H-pyrido[ 1,2-a]pyrimidin-4-
one,
2-(2-methyl-1,3-benzothiazol-6-y1)-7-(4-methyl-1,4-diazepan- 1 -yl}-4H-pyrido[ 1,2-

. a]pyrimidin-4-one,
7-[(8aS)-hexahydropyrrolo[1,2-a]pyrazin-2(1H)-y1}-2-(2-methyl-1,3-benzothiazol-6-yl)-
4H-pyrido[1,2-ajpyrimidin-4-one,
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2-(2-methyl-1,3-benzothiazol-6-y1)-7-(4-methylpiperazin-1-yl)-4H-pyrido[ 1,2-
alpyrimidin-4-one,

7-1(38)-3,4-dimethylpiperazin- 1 -y1]-2-(4,6-dimethylpyrazolo[ 1,5-a]pyrazin-2-yl})-4H-
pyrido[I,2-a]pyrimidin-4-one,
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-y1)-7-[(3R,55)-3,4,5-trimethylpiperazin-1-yl]-
4H-pyrido{1,2-a]pyrimidin-4-one,
7-[(3R)-3-(dimethylamino)pyrrolidin-1-yl]-2-(2-methyl-1,3-benzoxazol-6-yI)}-4H-
pyrido[1,2-a]pyrimidin-4-one,

2-(2-ethyl-1,3 —benzoxazof—6—y1)—‘7-(piperazin—1 -y}-4H-pyrido[1,2-alpyrimidin-4-one,
2-(2-ethyl-1,3-benzoxazol-6-yl)-7-[(35)-3-methylpiperazin-1-yl]-4H-pyrido[1,2-
a]pyrimidin-4-one,
2-(2-methyl-1,3-benzoxazol-6-y1)-7-[(3aR,6aS)-5-methylhexahydropyrrolo{3,4-
c|pyrrol-2(1H)-y1}-4H-pyrido[ 1,2-alpyrimidin-4-one,
2-(8-fluoro-2-methylimidazo[1,2-a]pyridin-6-y1}-7-(4-methylpiperazin-1-yi)-4H-
pyrido[1,2-ajpyrimidin-4-one,
2-(8-fluoro-2-methylimidazo[1,2-alpyridin-6-y1)-7-[(3R)-3-methylpiperazin- I -yl]-4H-
pyrido[1,2-a|pyrimidin-4-one, '
2-(8-fluoro-2-methylimidazo[ 1,2-a|pyridin-6-yl)-7-[(8aS)}-hexahydropyrrolof1,2-

_ alpyrazin-2(1H)-yl]-4H-pyrido{1 ,Z—a]pyTiinidin-éi—one,

2-(8-fluoro-2-methylimidazo[ 1,2-aJpyridin-6-y1)-7-[(8aR)}-hexahydropyrrolof 1,2-
a]pyrazin-2(1 H.)—yl]~4Hmpyrid0[ 1,2-a]pyrimidin-4-one,
7-{(4-aminopiperidin-1-yl)-2-(8-fluoro-2-methylimidazo{ 1,2-alpyridin-6-y1)-4H-
pyrido[1,2-alpyrimidin-4-one,

’7»»[(3R)~3~(dim ethylamino)pyrrolidin-1-y1]-2-(8-fluoro-2-methylimidazo[1,2-a]pyridin-
6-y)-4H-pyndo[1,2-alpyrimidin-4-one,
7-1(38)-3-(dimethylamino)pyrrolidin-1-yl]-2-(8-fluoro-2-methylimidazo[ 1,2-alpyridin-
6-yl}-4H-pyrido[1,2-alpyrimidin-4-one,
7-(3,3-dimethylpiperazin-1-y1)-2-(2-methyl-1,3-benzothiazol-6-y1)-4H-pyrido[ 1,2-

a]pyrimidin-4-one,
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7-[(BaR)}-hexahydropyrrolo[1,2-a]pyrazin-2(1H)-v1]-2-(2-methyl-1,3-benzothiazol-6-
y1)-4H-pyrido[1,2-a]pyrimidin-4-one,
7-[4-(dimethylamino)piperidin-1-yl]-2-(2-methyl-1,3-benzothiazol-6-yl)-4H-pyrido[ 1,2~
a|pyrimidin-4-one, |
2-(2-methyl-1,3-benzothiazol-6-yl1)-7-(piperidin-4-vloxy)-4H-pyrido[ 1,2-a]pyrimidin-4-
one,

2-(8-chloro-2-methylimidazo[1,2-a]pyridin-6-yl)-7-(piperazin-1-yl)-4H-pyrido[ 1,2-
alpyrimidin-4-one,
2-(8-chloro-2-methylimidazo[1,2-a]pyridin-6-y1)-7-[(3R,58)-3,5-dimethylpiperazin-1-
y1]-4H-pyrido[ 1 ,2-a]py1‘imidi11-4;éne,
2-(8-chloro-2-methylimidazo[1,2-a]pyridin-6-y1)-7-(4-methyl-1,4-diazepan-1-yl)-4H-
pyrido[1,2-a]pyrimidin-4-one,
2-(8-chloro-2-methylimidazo[1,2-a]pyridin-6-y1)-7-[(3R)-3-methylpiperazin-1-yl}-4H-
pyrido[1,2-a]pyrimidin-4-one,

2-(8-chloro-2-methylimidazo[ 1,2-alpyridin-6-y1)-7-[(3S)-3-methylpiperazin-1-yl]-4H-
pyrido[1,2-alpyrimidin-4-one,
2-(8-chloro-2-methylimidazo[1,2-a]pyridin-6-y1)-7-[(8aR}-hexaliydropyrrolo[ 1,2-
a|pyrazin-2(1H)-yl]-4H-pyrido[1,2-a]pyrimidin-4-one,
2-(8-chloro-2-methylimidazof1,2-a]pyridin-6-yl)-7-[ (8aS)-hexahydropyrrolo[ 1,2-
alpyrazin-2(1H)-y1]-4H-pyrido[ 1,2-a]pyrimidin-4-one,
7-[(38)-3,4-dimethylpiperazin-1-y1]-2-(8-fluoro-2-methylimidazo[ 1,2-a]pyridin-6-y1)-
4H-pyrido[1,2-a]pyrimidin-4-one,

7-{(3R)-3.4-dimethylpiperazin-1 —yl}—2-(8—ﬂuoro—2-methylimidazo{ 1,2-ajpyridin-6-yl)-
4H-pyrido[1,2-alpyrimidin-4-one,
7-f4-(dimethylamino)piperidin-1-y1}-2-(8-fluoro-2-methylimidazo[ 1,2-a]pyridin-6-yl)-
4H-pyrido{ I,2-alpyrimidin-4-one,
2-(4-fluoro-2-methyl-1,3-benzoxazol-6-y1)-7-(1,2,3,6-tetrahydropyridin-4-yl)-4H-
pyrido[1,2-alpyrimidin-4-one,
2-(4-fluoro-2-methyl-1,3-benzoxazol-6-y1)-7-(1-methyl-1,2,3,6-tetrahydropyridin-4-yl}-
4H-pyrido] I,2-ajpyrimidin-4-one,

485



2-(2-methyl-1,3-benzoxazol-6-y1)-7-(1,2,3,6-tetrahydropyridin-4-y1)-4H-pyrido[ 1,2-
a]pyrimidin-4-one,
2-(2-methyl-1,3-benzoxazol-6-y1)-7-(1-methyl-1.2,3,6-tetrahydropyridin-4-v1}-4 H-
pyrido[1,2-a]pyrimidin-4-one, |
7-(1-ethyl-1,2,3,6-tetrahydropyridin-d-yl)-2-(2-methyl-1,3-benzoxazol-6-y1)-4H-
pyrido[ 1,2-alpyrimidin-4-one,
2-(4-fluoro-2-methyl-1,3-benzoxazol-6-yl)-7-(piperazin-1-yl)-4H-pyrido{ 1,2-
alpyrimidin-4-one,

2-(4-fluoro-2-methyl-1,3-benzoxazol-6-y1)-7-[ (3S)-3-methylpiperazin-1-yi]-4H--
pyrido[1,2-a|pyrimidin-4-one,
7-[{3S)-3.4-dimethylpiperazin-1-yl]-2-(4-fluoro-2-methyl-1.3-benzoxazol-6-y1)-4H-
pyrido[1,2-a]pyrimidin-4-one,
2-(4-fluoro-2-methyl-1,3-benzoxazol-6-yl)-7-(4-methylpiperazin-1-y1)-4H-pyrido[ 1,2-
a]pyrimidin-4-one,
7-(4-ethylpiperazin-1-yl)-2-(4-fluoro-2-methyl-1,3-benzoxazol-6-yl)-4H-pyridol 1,2-
alpyrimidin-4-one,
2-(4-fluoro-2-methyl-1,3-benzoxazol-6-yl)-7-(4-propylpiperazin-1-yl)-4H-pyrido[ 1,2~
alpyrimidin-4-one,
7-(1-ethyi-1,2,3,6-tetrahydropyridin-4-y1)-2-(4-fluoro-2-methyl-1,3-benzoxazol-6-yl)-
4H-pyrido[1,2-a]pyrimidin-4-one,
2-(4-fluoro-2-methyl-1,3-benzoxazol-6-y1)-7-(1-propyl-1,2,3,6-tetrah ydropyridin-4-yl)-
4H-pyrido[1,2-alpyrimidin-4-one,

2-(8-chloro-2-methylimidazo[ 1,2-alpyridin-6-y1)-7-[(3S)-3. 4-dimethylpiperazin-1-vl]-
4H-pyridof1,2-ajpyrimidin-4-one,
2-(4,6-dimethylpyrazolo|[1,5-alpyrazin-2-y1}-7-(4-methyi-1,4-diazepan-1 -y1)-4H-
pyrido[ 1,2-a]pyrimidin-4-one, |
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-y1)-7-[(3R)-3-methylpiperazin-1-y1]-4H-
pyrido[1,2-a]pyrimidin-4-one,

2-(4,6-dimethylpyrazolo{1,5-a]pyrazin-2-yl)-7-[ (8aS)-hexahydropyrrolo[ 1,2-a]pyrazin-
2(1H)-v1]-4H-pyridof | ,2-a]pyrimidin-4-one,

486



2-(4,6-dimethylpyrazolo[ I,5-alpyrazin-2-y1)-7-[(8aR)-hexahydropyrrolo[ 1,2-a]pyrazin~
2(1H)-ylj-4H-pyrido|1,2-ajpyrimidin-4-one,

2-(4,6-dimethylpyrazolo[ 1,5-ajpyrazin-2-yl)-7-(4-cthylpiperazin-1-yl)-4H-pyrido{1,2-
alpyrimidin-4-one, |
7-[4-(dimethylamino)piperidin-1-y1]-2-(4,6-dimethylpyrazolo[ 1,5-a]pyrazin-2-y1)-4H-
pyrido[1,2-a]pyrimidin-4-one,
7-(3,3-dimethylpiperazin-1-yl)-2-(4,6-dimethylpyrazolo[1,5-alpyrazin-2-y1)-4H-
pyrido[1,2-a]pyrimidin-4-one,
7-(4-cyclopropylpiperazin-1-yi)-2-(4,6-dimethylpyrazolo[ 1,5-a|pyrazin-2-yl}-4H-
pyrido[1,2-a]pyrimidin-4-one, |
2-(4,6-dimethylpyrazolo[1,5-alpyrazin-2-yl1)-7-(1,2,3,6-tetrahydropyridin-4-yl)-4H-
pyrido[1,2-a]pyrimidin-4-one,

2-(4,6-dimethylpyrazolo[ 1,5-alpyrazin-2-y1)-7-[(3R)-4-ethyl-3-methylpiperazin-1-yi}-
4H-pyrido[1,2-aipyrimidin-4-one, |
7-[4-(dimethylamino)piperidin-1-y1]-2-(2-methyl-1,3-benzothiazol-5-yl)-4H-pyrido{ 1,2-
a]pyrimidin-4-one,
 7-(4-aminopiperidin-1-y1)-2-(2-methyl-1,3-benzothiazol-5-y1)-4H-pyrido[1,2-
a]p&rimidin—4—one,
7-[(3aR,6aS)-hexahvdropyrrolo(3,4-clpyrrol-2(1H)-yl1]-2-(2-methyl-1,3-benzothiazol-5-
y)-4H-pyridoj I,2-ajpyrimidin-4-one,

2-(4,6-dimethylpyrazolo{1,5-a]pyrazin-2-yI)-7-( 1 -methyl-1,2,3,6-tetrahydropyridin-4-
y1)-4H-pyridof 1 2-a]pyrimidin-4-one,

2-(4,6-dimethylpyrazolo[ 1,5-a]pyrazin-2-yl)-7-(1-ethyl-1,2.3,6-tetrahydropyridin-4-yl)-
4H-pyrido[1,2-ajpyrimidin-4-one,
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-yh)-7-(1-propyl-1,2,3,6-tetrahydropyridin-4-
yl}-4H-pyrido[1,2-a]pyrimidin-4-one, |
7-(1-cyclopropyl-1,2,3,6-tetrahydropyridin-4-yl)-2-(4,6-dimethylpyrazolo{ 1,5-
a)pyrazin-2-yl)-4H-pyrido[ 1,2-a]pyrimidin-4-one,

- 2-(4,6-dimethylpyrazolo[1,5-alpyrazin-2-v1)-7- [ -(propan-2-yl}-1,2,3,6-
tetrahydropyridin-4-yl]-4H-pyrido[1,2-a]pyrimidin-4-one,

487



7-(1-cyclobutyl-1 ,2,3,6—tetrahydropy.ridin—4—yi.)—2—(4,6—dimethylpyrazolo[ 1,5-alpyrazin-
2-y1}-4H-pyrido[1,2-a]pyrimidin-4-one,
2-(4,6-dimethylpyrazolo[1,5-alpyrazin-2-y1)-7-{ T -(oxetan-3-y1)-1,2,3,6-
tetrahydropyridin-4-yl]-4H-pyrido[ 1,2-a]pyrimidin-4-one,
2-(8-fluoro-2-methylimidazo[ 1,2-a]pyridin-6-yl)-7-[4-(propan-2-yl)piperazin- 1 -yl]-4H-
pyrido[1,2-a]pyrimidin-4-one, _
2-(8-chloro-2-methylimidazo[ 1,2-afpyridin-6-yi)-7-[4-(propan-2-yl)piperazin-1-yl]-4H-
pyridof 1.2-a]pyrimidin-4-one,
7-(4-aminopiperidin-1-yl)-2-(2-methyi-1,3-benzothiazol-6-yl)-4H-pyrido[ 1,2~
ajpyrimidin-4-one, |
7-(3-aminopyrrolidin-1-y1}-2-(2-methyl-1,3-benzothiazol-6-yl)-4H-pyrido[1,2-
alpyrimidin-4-one,
7-[(3R)-3-(dimethylamino)pyrrolidin-1-yl]-2-(2-methyl-1,3-benzothiazol-6-yl)-4H-
pyrido[1,2-ajpyrimidin-4-one,
2-(2-methyl-1,3-benzothiazol-6-y1)-7-(1,2,3,6-tetrahydropyridin-4-yl)-4H-pyrido{ I,2-
ajpyrimidin-4-one,

2-(8-fluoro-2-methylimidazo| 1,2-alpyridin-6-y1)-7-[4-(2-methox yethyl)piperazin-1-yl]-
4H-pyrido[1,2-alpyrimidin-4-one,

2-(2-methyl-1,3-benzothiazol-6-y1)-7-(1 -methyl-1,2,3,6-tetrahydropyridin-4-yl)-4H-
pyrido[1,2-alpyrimidin-4-one,
7-11-(2-hydroxyethyl)-1,2,3,6-tetrahydropyridin-4-yi}-2-(2-methyi-1,3-benzothiazol-6-
yl}-4H-pyrido[ 1,2-a]pyrimidin-4-one,

2-(2-methyl-1,3-benzothiazol-6-y1)-7-[ 1 -(propan-2-yl}-1,2,3,6-tetrah ydropyridin-4-yl]-
4H-pyrido[1,2-alpyrimidin-4-one,
7-(1-cyclopropyl-1,2,3,6-tetrahydropyridin-4-yl)-2-(2-methyl-1,3-benzothiazol-6-yl)--
4H-pyrido{1,2~alpyrimidin-4-one,
7-(1-ethyl-1,2,3,6-tetrahydropyridin-4-yl}-2-(2-methyl-1,3-benzothiazol-6-yl)-4H-
pyrido[1,2-a]pyrimidin-4-one,
7-[(3R)-3,4-dimethylpiperazin-1-yl]-2-(4,6-dimethylpyrazolo[ 1,5-a]pyrazin-2-yl)-4H-
pyrido[1,2-a]pyrimidin-4-one,
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7-[(1 S,4S)—2,5~diazabicyclo{2.2. 1Thept-2-y1]-2-(4,6-dimethylpyrazolof I,5-a]pyrazin-2-
yl)-4H-pyrido[1,2-alpyrimidin-4-one,

2-(4,6-dimethylpyrazolo{ [,5-a]pyrazin-2-y1}-7-[(18,45)-5-methyl-2,5-
diazabicyclo[2.2.1hept-2-yl]-4H-pyrido[1,2-ajpyrimidin-4-one,
2-(4,6-dimethylpyrazolo[ 1,5-alpyrazin-2-yl}-7-[(15,4S)-5-ethyl-2,5-

diazabicycio[2.2.1 Jhept-2-yl]-4H-pyrido[1,2-alpyrimidin-4-one,
7-(4-cyclopropylpiperazin-1-y1)-2-(8-fluoro-2-methylimidazo{ 1,2-a]pyridin-6-y1)-4H-
pyrido[1,2-a]pyrimidin-4-one,
2-(6-methylpyrazolo[1,5-a]pyrazin-2-yi)-7-{piperazin-1-yl}-4H-pyrido[1,2-a]pyrimidin-
4-one, k‘
2-(2-methyl-1,3-benzothiazol-0-yl}-7-(piperidin-4-yl}-4H-pyride[ 1,2-a[pyrimidin-4-
one,
2-(4,6-dimethylpyrazolo{1,5-a]pyrazin-2-y1)-7-[4-(pyrrolidin-1-yl)piperidin-1-yl]-4H-
pyrido[ 1,2-a]pyrimidin-d-one, |
7-(1.4'-bipipenidin-1"-y1}-2-{(4,6-dimethylpyrazolo[!,5-alpyrazin-2-y1)-4H-pyrido[1,2-
a]pyrimidin-4-one,

2-(4,6-dimethylpyrazolo| 1,5-a]pyrazin-2-y1)-7-]4-(4-methylpiperazin- 1 -yD)piperidin-1 -
yi]-4H-pyrido[1,2-ajpyrimidin-4-one,

2-(4,6-dimethylpyrazolof ,5-a]pyrazin-2-y1)-7-[4-(morpholin-4-yl)piperidin-1-y1}-4H-
pyrido[1 ,2—a]pyrimidin-4—0ne,

2~(2-methylimidazo[ 1,2-alpyridin-6-y1)-7-(1,2,3,6-tetrahydropyridin-4-yi)-4H-
pyrido[1,2-a]pyrimidin-4-one,

2-(2-methylimidazo[ 1,2-a]pyridin-6-yl}-7-(1-methyl-1,2,3,6-tetrahydropyridin-4-yl)-
4H-pynidof1,2-alpyrimidin-4-one, |
7-(1-ethyl-1,2,3,6-tetrahydropyridin-4-y1)-2-(2-methylimidazo{ 1,2-a]pyridin-6-yl)-4 H-
pyrido[ 1,2-ajpyrimidin-4-one,
7-[4-(dimethylamino)piperidin-1-yl}-2-(2-methylimidazo[ 1,2-a]pyridin-6-y1)-4H-
pyrido[1,2-a]pyrimidin-4-one, |
2-(2-methylimidazo{ 1,2-alpyridin-6-y1)-7-[4-(pyrrolidin- 1 -yl)piperidin-1 -yl }-4H-
pyrido[1,2-alpyrimidin-4-one,
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2-(2-methylimidazo[1 ,2~a]i)yridin—6~yl)w7-(piperidin~4-y])-4H-—pyrid0[ 1,2-a]pyrimidin-
4-one, :
2-(2-methyl-1,3-benzothiazol-6-yl1)-7-(1-methylpiperidin-4-y1)-4H-pyrido[ 1,2-
alpyrimidm-4-one, |
7-(4-methylpiperazin-1-y1)-2-(6-methylpyrazolo[ 1,5-a]pyrazin-2-y1)-4H-pyrido[ 1,2-
alpyrimidin-4-one,
7-[(35)-3-methylpiperazin-1 -yl]-2-(6-methylpyrazolol 1,5-alpyrazin-2-yl}-4H-
pyridof1,2-a|pyrimidin-4-one,
7-[(3R,5S)-3.5-dimethyipiperazin-1-y13-2-(6-methylpyrazolo[1,5-a]pyrazin-2-yl)-4H-
pyrido[1,2-a]pyrimidin-4-one,
2-(1-methyl-1H-indazol-5-y1}-7-(1,2,3,6-tetrahydropyridin-4-yl)-4H-pyridof 1,2~
a]pyrimidin-4-one,
2-]6-(dimethylamino)pyridin-3-yl]-7-(1,2,3,6-tetrahydropyridin-4-yl)-4H-pyrido] 1,2-
a]pyrimidin_—éi—one,
7-[4~(diethylamino)piperidin-1-yl]-2-(2-methylimidazo[ 1,2-a]pyridin-6-yl)-4H-
pyrido[1,2-a]pyrimidin-4-one,
2-(2-methylimidazo[ I,2-a]pyridin-6-y1)-7-(I-methylpiperidin-4-yl)-4H-pyrido{1,2-
alpyrimidin-4-one,
2-(1-methyl-1H-indazol-5-y1)-7-(1-methyl-1,2,3,6-tetrahydropyridin-4-yl)-4H-
pyrido[1,2-a]pyrimidin-4-one,
2-{6-(dimethylamino)pyridin-3-yl]-7-(1-methyl-1,2,3,6-tetrahydropyridin-4-yl}-4 H-
pyrido[1,2-alpyrimidin-4-one,
7-f4-(diethylamino)piperidin-1-y11-2-(4,6-dimethylpyrazolo[ 1,5-a]pyrazin-2-y1)-4H-
pyrido[1,2-a]pyrimidin-4-one,
2-(4,6-dimethvlpyrazolo[1,5-a|pyrazin-2-yl}-7-{piperidin-4-y1}-4H-pyrido[ 1,2~
ajpyrimidin-4-one,
2-(4,6-dimethylpyrazolo[1,5-alpyrazin-2-yl)-7-(1-methylpiperidin-4-y1)-4H-pyrido[1,2-
alpyrimidin-4-one,
- 2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-y1)-7-( 1 -ethylpiperidin-4-yI)}-4H-pyrido[ 1 ,2-
a|pyrimidin-4-one, '
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2-(4,6-dimethylpyrazolo[1,5-alpyrazin-2-y)-9-methyl-7-(4-methylpiperazin-1-yl)-4H-
pyrido[1,2-a]pyrimidin-4-one,

2-(4,6-dimethylpyrazolo[ 1,5-a]pyrazin-2-y1)-7-[ (8aR)-hexahydropyrrolo[ 1,2-a]pyrazin-
2(1H}-y1]-9-methyl-4H-pyrido[1 ,2~a]iayrimidin—4—0ne,
7-[4-(dimethylamino)piperidin-1-y1}-2-(4,6-dimethylpyrazolo[ 1,5-a|pyrazin-2-yl}-9-
methyl-4H-pyrido[1,2-a]pyrimidin-4-one,
7-(1-ethyl-1,2,3,6-tetrahydropyridin-4-yi)-2-(1-methyl-1H-indazol-5-y1)-4H-pyrido[ 1,2-
ajpyrimidin-4-one,
2-(1-methyl-1H-indazol-5-y1)-7-(1-propyl-1,2,3,6-tetrahydropyridin-4-yl)-4H-
pyrido[1,2-a]pyrimidin-4-one, 7‘
2-[6-(dimethylamino)pyridin-3-y1]-7-(piperidin-4-yl)-4H-pyrido[ 1,2-a]pyrimidin-4-one,
7-(4-cthylpiperazin-1-yl)-2-(6-methylpyrazolo[ 1,5-alpyrazin-2-yl)-4H-pyndo[1,2-
ajpyrimidin-4-one,
7-[(8aR)-hexahydropyrrolo[1,2-alpyrazin-2(1H)-yl1-2-(6-methylpyrazolo[ 1,5-a]pyrazin-
2-yl)-4H-pyrido[1,2-alpyrimidin-4-one,
7-[4-(dimethylamino)piperidin-1-y1]-2-(6-methylpyrazolo{ 1 ,5-a]pyrazin-2-yl)-4H-
pyrido[1,2-alpyrimidin-4-one,
7-[4-(2-hydroxyethyl)piperazin-1-yl]-2-(6-methylpyrazolo[1,5-apyrazin-2-yl)-4H-
pyrido[1,2-a]pyrimidin-4-one,

2-(2-methylimidazo[ 1,2-a]pyridin-6-yl)-7-(1-propylpiperidin-4-yl)-4H-pyrido[ 1,2-
a]pyrimidin—4—one,

7-[1-(2-hydroxyethyl)-1,2,3,6-tetrahydropyridin-4-y1i-2-(1-methyl-1 H-indazol-5-y1)-
4H-pyrido[1,2-a]pyrimidin-4-one, '
7-[(3R)-3-methylpiperazin-1-yl]-2-(6-methylpyrazolo[1,5-a]pyrazin-2-yl)-4H-
pyrido[1,2-a]pyrimidin-4-one,
2-(6-methylpyrazolo[1,5-a]pyrazin-2-yI)-7-(1,2,3,6-tetrahydropyridin-4-yl)-4H-

pyrido{ 1,2-ajpyrimidin-4-one,
2-(2-methyl-2H-indazol-5-y1)-7-(1,2,3,6-tetrahydropyridin-4-yl}-4H-pyrido[1,2-

aJpyrimidin-4-one,
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2-(1-methyl-1H-indazol-5-y1)-7-(1 —methyipi.peridi.ﬂ~4—y1)—4ﬂ-pyrido[1 2-alpyrimidin-4-
one, '
2-(2-methyl-2H-indazol-5-y1)-7-(1-methyi-1,2,3,6-tetrahydropyridin-4-yl)-4H-

pyridof 1,2-a]pyrimidin-4-one,
7-(1-ethyl-1,2,3,6-tetrahydropyridin-4-yi)-2-(2-methyl-2H-indazol-5-y1)-4H-pyrido{ 1,2~
alpyrimidin-4-one,

7-( 1-ethylpiperidin-4-yl)-2-(2-methylimidazo[ 1,2-a]pyridin-6-yl)-4H-pyrido[ 1,2-
a]pyrimidin-4-one,

2-(1,3-dimethylpyrrolo{ 1,2-a]pyrazin-7-yl)-7-[ 1-(propan-2-yl)-1,2,3,6-
ietrahydropy1*idin-4~yl]~4H~pyra£ino{ 1,2-a]pyrimidin-4-one,
2-(4,6-dimethylpyrazolo[1,5-alpyrazin-2-y1)-9-methyl-7-(1,2,3,6-tetrahydropyridin-4-
y1)-4H-pyrido[1,2-a]pyrimidin-4-one,
2-(4,6-dimethyipyrazolo|1,5-a|pyrazin-2-yl}-9-methyl-7-(1-methyl-1,2,3,6-
tetrahvdropyridin-4-yl)-4H-pyrido[ 1,2-a}pyrimidin-4-one, |
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-y1)-7-(1-ethyl-1,2,3,6-tetrahydropyridin-4-yl)-
9-methyl-4H-pyrido[1,2-a]pyrimidin-4-one,
7-{1-cyclopropyl-1,2,3,6-tetrahydropyridin-4-y1)-2-(4,6-dimethylpyrazolo[ 1,5-
alpyrazin-2-y)-9-methyl-4H-pyrido| 1,2-a}pyrimidin-4-one,

2-(6-methylpyrazolo[ 1,5-a]pyrazin-2-y1)-7-(1-methyl-1,2,3,6-tetrahydropyridin-4-yl)-
AH-pyrido[1,2-a]pyrimidin-4-one, |
7-(1-ethyl-1,2,3,6-tetrahydropyridin-4-y1)-2-(6-methylpyrazolof 1,5-alpyrazin-2-yl}-4H-
pyrido[1,2-alpyrimidin-4-one,
2-(5,7-dimethylfuro[2,3-¢c]pyridin-2-yl)-7-(piperazin-1-yl}-4H-pyrido[1,2-a]pyrimidin-
4-one,

2-(5,7-dimethvlfuro{2,3-clpyridin-2-yl)-7-(4-methylpiperazin-1-y})-4H-pyrido[ 1,2-
al]pyrimidin-4-one,
2-(5,7-dimethylfuro[2,3-c]pyridin-2-y1)-7-[(3S)-3-methylpiperazin-1-yl]-4H-pyrido[ 1,2-
afpyrimidin-4-one,
2-(1-methyl-1H-indazol-5-y1)-7-(4-methylpiperazin-1-yl)-4H-pyrido[ 1,2-a]pyrimidin-4-

one,
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2-(1-methyl-1H-indazol-5-y})-7-(piperazin-i-yl)-4H-pyrido[ ,2-a]pyrimidin-4-one,
7-[4-(dimethylamino)piperidin-1-yl]-2-(1-methyl-1 H»~1'n.da;é0]~5~y1)~41*1 ~pyrido[1,2-
a|pyrimidin-4-one,

7-(4-methyl-1,4-diazepan-1-y1)-2-(1 -methyl-1H-indazol-5-yI)-4H-pyrido[ 1,2-
apyrimidin-4-one,

7-(1-ethyl-1,2,3 6-tetrahydropyridin-4-y1)-2-(2-methyl-1,3-benzoxazol-6-yl)-4H-
pyrimido[1,2-b]pyridazin-4-one,

2-(8-chloro-2-methylimidazo[ 1,2-alpyridin-6-y1)-7-(4-ethylpiperazin-1-yl)-4H-

pyridof 1,2-a]pyrimidin-4-one,

2-(8-chloro-2-methylimidazo[ 1 ,i—a}pyridin—(%—yi)—?’-{(?; R)-4-ethyl-3-methylpiperazin-1-
y1]-4H-pyrido[1,2-ajpyrimidin-4-one,

2-(8-chloro-2-methylimidazof 1,2-a]pyridin-6-yl)-7-[ (35 }-4-ethyl-3-methylpiperazin-1-
yl]-4H-pyrido[1,2-a]pyrimidin-4-one,

2-(8-chloro-2-methylimidazo| I,2-a]pyridin-6-yl)-7-[{3R)-3-methyl-4-(propan-2-
yl)piperazin-1-yl|-4H-pyrido[1,2-alpyrimidin-4-one,

2-(R-chloro-2-methylimidazo[ 1,2-a]pyridin-6-y1)-7-[(35)-3-methyl-4-(propan-2-
vl)piperazin-1-yl]-4H-pyrido[1,2-a]pyrimidin-4-one,
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-yl)-7-(4-cthylpiperazin- 1 -yl)-9-methyl-41-

' pyrido[1,2-ajpyrimidin-4-one,

2-(4,6-dimethylpyrazolol 1,5-a}pyrazin-2-y1)-9-methyl-7-[ (3R)-3-methylpiperazin-1-yl]-
4H-pyrido[1,2-alpyrimidin-4-one,
7-[(3R)-3,4-dimethylpiperazin-1-yl]-2-(4,6-dimethylpyrazolo| I ,5-a]pyrazin-2-yl1)-9-
methyl-4H-pyrido[ 1,2-a]pyrimidin-4-one,

2-(4,6-dimethylpyrazolo[ 1,5-alpyrazin-2-y1)-7-[ (3R)-4-ethyl-3-methylpiperazin-1-yl]-9-
methyl-4H-pyridof 1,2-a]pyrimidin-4-one,
2-(4,6-dimethylpyrazolo[1,5-ajpyrazin-2-yl)-7-{octahydro-5H-pyrrolof 3,2-c]pyridin-5-
y1)-4H-pyrido] 1,2-a]pyrimidin-4-one,
2-(8-chloro-2-methylimidazof1,2-a]pyridin-6-y1)-7-(piperidin-4-yl}-4H-pyrido{ I,2-

alpyrimidin-4-one,

493



2-(8-chloro-2-methylimidazo[1,2-a]pyridin-6-yl)-7-(1-methylpiperidin-4-y1}-4H-
pyrido!1,2-aJpyrimidin-4-one,
2-(8-chloro-2-methylimidazo[1,2-alpyridin-6-yl)-7-(1-ethylpiperidin-4-yl }-4H-
pyrido[1,2-alpyrimidin-4-one,

2-(8-chloro-2-methylimidazo[ 1,2-alpyridin-6-y1)-7-[ 1 -(propan-2-yl)piperidin-4-y1]-4H-
pyrido[1,2-alpyrimidin-4-one,
2-(4,6-dimethylpyrazolol1,5-alpyrazin-2-yl)-9-methyl-7-(4-methyl-1,4-diazepan-1-yl)-
4H-pyrido[ 1,2-a]pyrimidin-4-one,
2-(5,7-dimethylfuro[2,3-c]pyridin-2-y1)-7-[(3R,58)-3,5-dimethylpiperazin-1 -yl]-4H-
pyrido[1,2-alpyrimidin-4-one, '-
7-14-(dimethylamino)piperidin-1-v1}-2-(5,7-dimethylfuro[2,3-¢c]pyridin-2-y1)-4H-
pyrido[1,2-a}pyrimidin-4-one,
2-(5,7-dimethylfuro[2,3-c]pyridin-2-y1)-7-[4-(2-hydroxyethyl)piperazin-1-yl]-4H-
pyrido[1,2-a]pyrimidin-4-one,

2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-yl)-7-[ 1-(2-hydroxyethyl)piperidin-4-y1]-4H-
pyrido[1,2-alpyrimidin-4-one,
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-y1}-7-[4-(2-hydroxyethyl)piperazin- 1 -yl]-4H-
pyrido[ 1,2-a]pyrimidin-4-one,

2-(4,6-dimethylpyrazolof1,5-alpyrazin-2-y1)}-7-[ (3R)-4-(2-hydroxyethyl)-3-
methylpiperazin- [ -yl]-4H-pyrido[ [,2-alpyrimidin-4-one,
2-(8-chloro-2-methylimidazo|[1,2-a]pyridin-6-vl)-7-[(3S)-4-(2-methox vethyl)-3-
methylpiperazin-1-yl]-4H-pyrido[1,2-alpyrimidin-4-one,
2-(8-chloro-2-methylimidazo[1,2-a]pyridin-6-y1)-7-{(35)-4-[2-(2-
hydroxyethoxy)ethyl]-3-methylpiperazin-1-yl} -4H-pyrido[ 1,2-a]pyrimidin-4-one,
2-(8-chloro-2-methylimidazo[1,2-aJpyridin-6-y1)-7-{(35)-4-cyclopropyl-3-
methylpiperazin-1-yl}-4H-pyrido[ 1.2-a]pyrimidin-4-one,
2-(8-chloro-2-methylimidazo[1,2-alpyridin-6-yl)-7-[(35)-4-cyclobutyl-3-
methylpiperazin-1-yl}-4H-pyrido[1,2-a]pyrimidin-4-one, |
2-(8-chloro-2-methylimidazol 1,2-alpyridin-6-y1)-7-[(38)-4-(2-hydroxyethyl)-3-
methylpiperazin-1-yl}-4H-pyrido[ 1,2-alpyrimidin-4-one,
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2-(B-fluoro-2-methylimidazo[1,2-a]pyridin-6-y1)-7-[(35)-4-(2-methoxyethyl)-3-
methylpiperazin-1-yl]-4H-pyrido[1,2-a]pyrimidin-4-one,
2-(8-fluoro-2-methylimidazo[1,2-alpyridin-6-yl)-7-[(3S)-4-(2-hydroxyethyl)-3-
methylpiperazin-1-ylj-4H-pyridof I ,2—.a]pyrimidin~4mone;

2-(8-fluoro-2-methylimidazof 1,2-alpyridin-6-y1)-7- {(38)-4-[ 2-(2-hydroxyethoxy)ethyl]-
3-methylpiperazin-1-yl}-4H-pyrido[ 1,2-a]pyrimidin-4-one,
2-(8-fluoro-2-methylimidazo[ 1,2-alpyridin-6-y1)-7-[(3S)-3-methyl-4-(propan-2-
ylpiperazin-1-vi]-4H-pyridof1 ,2—a]p$frimidin—4—01le,
7-1(38)-4-cyclopropyl-3-methylpiperazin-1-yl]-2-(8-fluoro-2-methylimidazo[ 1,2-
a]pyridin-6-yl)-4H-pyrido[ 1 ,2—a]wpyrimidin -4-one,

- 7-[(38)-4-cyclobutyl-3-methylpiperazin-1-yl]-2-(8-fluoro-2-methylimidazo[ 1,2-
a|pyridin-6-yl)-4H-pyrido[ 1,2-a]pyrimidin-4-one,
7-(3,3-dimethylpiperazin-1-y1)-2-(4,6-dimethylpyrazolo[1,5-alpyrazin-2-y1)-9-methyl-
4H-pyrido[1,2-alpyrimidin-4-one, |
2-(1-methyl-1H-indazol-5-y1)-7-{(3R)-3-methylpiperazin-1-yl]-4H-pyrido[1,2-
alpyrimidin-4-one,
2-(4-ethyl-6-methylpyrazolo[1,5-ajpyrazin-2-yt)-7-(piperazin-1-yl}-4H-pyrido{1,2-
é]pyrimidin—él—one,

2-(4-ethyl-6-methylpyrazolo[ 1,5-a]pyrazin-2-yl)-7-(4-methylpiperazin-1-yl)-4H-
pyrido[1,2-alpyrimidin-4-one,
2-(4-ethyl-6-methylpyrazolo{1,5-alpyrazin-2-yl)-7-(4-ethylpiperazin-1-yl)-4H-
pyrido[1,2-a]pyrimidin-4-one,
2-(4-ethyl-6-methylpyrazolo[1,5-alpyrazin-2-yl)-7-[4-(2-hydroxyethyl)piperazin-1-yl]-
4H-pyrido[1,2-a]pyrimidin-4-one,
7-[4-(dimethylamino)piperidin-1-yl]-2-(4-ethyl-6-methylpyrazolo[ 1,5-a]pyrazin-2-yl)-
4H-pyrido[1,2-a]pyrimidin-4-one,
7-[4-(diethylamino)piperidin-1-y1]-2-(4-ethyl-6-methylpyrazolo[ 1,5-a|pyrazin-2-yl})-
4H-pyrido[1,2-a]pyrimidin-4-one,
7-[(3R,58)-3,5-dimethylpiperazin-1-yl}-2-(1-methyl-1H-indazol-5-y1)-4H-pyrido[ 1,2~

a]pyrimidin-4-one,
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2-(1-methyl-1H-indazol-5-y1)-7-[(35)-3-methylpiperazin-1-y1]-4H-pyrido[ 1,2~
alpyrimidin-4-one,

2-(2-methylimidazo[ 1,2-a]pyridin-6-y1}-7-{ I -(propan-2-yl)piperidin-4-yi]-4H-
pyrido[1,2-a]pyrimidin-4-one, |

2-(2-methylimidazo[ 1,2-alpyridin-7-y1)-7-(piperazin-1 -y1)-4H-pyrido[ 1,2-a]pyrimidin-
d.one,

2-(2-methylimidazo[1,2-a]pyridin-7-yl)-7-{piperidin-4-yl)-4H-pyrido[ 1,2-a]pyrimidin-
4-one,

2-(2-methylimidazo[1,2-a]pyridin-7-y1}-7-(4-methylpiperazin-1-yl}-4H-pyrido[ 1,2-
a|pyrimidin-4-one, ﬁ

7-(4-ethylpiperazin-1-yl)-2-(2-methylimidazo{ 1,2-a]pyridin-7-yl)-4H-pyrido{1,2-
a]pyrimidin-4-one,

2-(2-methyhimidazo[1,2-alpyridin-7-y1)-7-(1 -methylpiperidin-4-yl)-4H-pyrido[ [ ,2-
a|pyrimidin-4-one,

7-(1-ethylpiperidin-4-y1)-2-(2-methylimidazo[ 1,2-a]pyridin-7-yl}-4H-pyrido{ I,2-
alpyrimidin-4-one,
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-yl)-9-methyl-7-[(3S)-3-methylpiperazin-1-yl]-
4H-pyrido[1,2-a]pyrimidin-4-one, '
7-1{3R,58)-3,5-dimethylpiperazin-1-yl]-2-(4,6-dimethylpyrazolo[ 1,5-alpyrazin-2-yl)-9-
methyl-4H-pyrido[1,2-a]pyrimidin-4-one,
7-{(38)-3,4-dimethylpiperazin-1-y1]-2-(4,6-dimethylpyrazolo[ 1,5-alpyrazin-2-y1)-9-
methyi-4H-pyrido[1,2-a]pyrimidin-4-one,
2-{4,6-dimethylpyrazolo[1,5-a]pyrazin-2-yl}-9-methyl-7-[(3R,55)-3.4,5-
trimethylpiperazin-1-y1}-4H-pyrido[1,2-a]pyrimidin-4-one,

2-(2-methylimidazo[ 1,2-a]pyridin-6-y1)-7-[ 1-(propan-2-y1}-1,2,3,6-tetrahydropyridin-4-
yl]-4H-pyrido[1,2-alpyrimidin-4-one,
7-{4-[(dimethylamino)methyl|piperidin-1-yl}-2-(4,6-dimethylpyrazolo[ 1,5-alpyrazin-2-
v)-4H-pyridol 1,2-a]pyrimidin-4-one,
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-yl}-7-[4-(pyrrolidin-1-ylmethyl)piperidin-1-
yl]-4H-pyrido[1,2-a]pyrimidin-4-one,
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2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-y1)-7-[4-(piperidin-1 -ylmethyl}piperidin-1-yl]-
4H-pyrido[1,2-alpyrimidin-4-one,
7-[1-(2-hydroxyethylpiperidin-4-y1]-2-(2-methylimidazo[ 1,2-a]pyridin-6-y1)-4H-
pyrido[1,2-aJpyrimidin-4-one, |
7-[1-(2-hydroxyethyl)-1,2,3,6-tetrahydropyridin-4-yl]-2-(2-methylimidazo[ 1,2-
alpyridin-6-yl)-4H-pyrido[1,2-a]pyrimidin-4-one,

2-(2-methyl-2H-indazol-5-y1)-7-(1 -methylpiperidin-4-yl)-4H-pyrido[ 1,2-a]pyrimidin-4-
one,

2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-y1)-7-{4-{(2-
hydroxyethyi)(methyl)amino]pi;;eridin—1 -y1}-9-methyl-4H-pyrido[ 1,2-a]pyrimidin-4-
one,

2-(4,6-dimethylpyrazolo[ 1,5-a]pyrazin-2-y1)-9-methyl-7-[4-(propylamino)piperidin-1-
ylj-4H-pyridof 1,2-alpyrimidin-4-one,
7-(4-amino-4-methylpiperidin-1-yl)-2-(4,6-dimethylpyrazolof 1,5-a]pyrazin-2-yl)-4H-
pyrido[ 1,2-ajpyrimidin-4-one,

2-(4,6-dimethylpyrazolo| 1,5-a]pyrazin-2-y1)-7-{4-(ethylamino)piperidin- 1-y1]-9-methyl-
4H-pyrido[1,2-a]pyrimidin-4-one,
7-{4-[bis(2-hydroxyethyl)amino]piperidin-1-yl}-2-(4,6-dimethylpyrazolo[1,5-
alpyrazin-2-yl)-9-methyl-4H-pyrido[ 1,2-a]pyrimidin-4-one,

2-(4,6-dimethylpyrazolo[ 1,5-a]pyrazin-2-y1)-7-{ I -(oxetan-3-yh)piperidin-4-yl]-4H-
pyrido[1,2-a]pyrimidin-4-one,
2-(5,7-dimethylfuro[2,3-¢]pyridin-2-y1}-7-(4-ethylpiperazin-1-yl}-4H-pyrido[1,2-
a]pyrimidin-4-one,
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-y1)-7-(1-methyloctahydro-SH-pyrrolo[ 3,2-
c]pyridin-5-y1)-4H-pyrido[ 1,2-a]pyrimidin-4-one,
2-(1-methyl-1H-indazol-5-y1)-7-(piperidin-4-yl)-4H-pyrido[ 1,2-a]pyrimidin-4-one,
7-(1-ethylpiperidin-4-y1)-2-(1-methyl-1 H—ind.azoi—S—yI)-4H-§yrido[ 1,2-aJpyrimidin-4-
one,
7-[1-(2-hydroxyethyl)piperidin-4-y1}-2-(1-methyi-1H-indazol-5-yl}-4H-pyrido[1,2-

a|pyrimidin-4-one,
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2-(2-methyl-2H-indazol-5-y1)-7-(piperidin-4-y1)-4H-pyrido[ 1,2-a]pyrimidin-4-one,
2-(2,8-dimethylimidazo[ 1,2-a]pyridin-6-yl)-7-(piperidin-4-y1)-4H-pyrido[ 1,2~
a|pyrimidin-4-one,

2-(2-methyl-2H-indazol-5-y1)-7-] 1 -(propan-2-yhpiperidin-4-yi}-4H-pyrido[ 1,2-
a|pyrimidin-4-one,

2-(4,6-dimethylpyrazolo| 1,5-a]pyrazin-2-yl)-7-{4-[(2-hydroxyethyl)amino]piperidin-1-
yl}-9-methyl-4H-pyrido[1,2-a]pyrimidin-4-one,
2-(4.6-dimethylpyrazolo[1,53-a]pyrazin-2-y1)-9-methyl-7-[4-(methylamino)piperidin-1-
vi]-4H-pyrido[1,2-alpyrimidin-4-one,
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-y1}-9-methyl-7-[4-(propan-2-
yvlamino)piperidin-1-yi]-4H-pyrido[1,2-a|pyrimidin-4-one,
7-(1-ethylpiperidin-4-y1)-2-(2-methyl-2H-indazol-5-yI)-4H-pyrido[ 1,2-afpyrimidin-4-
one,

7-[1-(2-hydroxyethyDpiperidin-4-y11-2-(2-methyl-2H-indazol-5-y1}-4H-pyrido[ 1,2~
alpyrimidin-4-one,

2-(2,8-dimethylimidazo[ 1 ,Qwé.}pyridin-@y})—'?-(l -methylpiperidin-4-y1)-4H-pyrido[1,2-
a]pyrimidin-4-one,

2-(2,8-dimethylimidazo[ 1,2-a]pyridin-6-y1)-7-(1-ethylpiperidin-4-y1)}-4H-pyrido[1,2-
a|pyrimidin-4-one,

2-(2,8-dimethylimidazo[1,2-a]pyridin-6-yl)-7-[ 1 -(propan-2-yl)piperidin-4-yl}-4H-
pynido[1,2-alpyrimidin-4-one,

2-(2,8-dimethylimidazo[1,2-alpyridin-6-y1)-7-[ 1 -(2-hydroxyethyl)piperidin-4-yl}-4H-
pyrido[ 1,2-ajpyrimidin-4-one,
2-(4-ethyl-6-methylpyrazolo[1,5-a]pyrazin-2-y1)-7-(4-propylpiperazin-1-yl)-4H-
pyrido[1,2-alpyrimidin-4-one,

2-(4-ethyl-6-methylpyrazoloi 1,5-ajpyrazin-2-yl)-7-{4-(propan-2-yl)piperazin-1-yl}-4H-
pyrido[ 1,2-alpyrinidin-4-one,
7-(4-cyclopropylpiperazin-1-yl}-2-(4-ethyi-6-methylpyrazolo[ 1,5-a|pyrazin-2-y1)-4H-
pyrido[1,2-a]pyrimidin-4-one,

498



7-(4-cyclobutylpiperazin-1-yl)-2-(4-ethyl-6-methylpyrazolo[ 1,5-a|pyrazin-2-vl)-4H-
pyrido[1,2-a]pyrimidin-4-one, |
2-(4-ethyl-6-methylpyrazolo{1,5-alpyrazin-2-yl)-7-[4-(oxetan-3-ylpiperazin-1-yl]-4H-
pyrido[1,2-alpyrimidin-4-one,
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-yl)-7-(1-ethyloctahydro-SH-pyrrolo[3,2-
cipyridin-5-y}-4H-pyrido{ 1 ,2-alpyrimidin-4-one,
2-(4,6-dimethylpyrazolo[1,5-ajpyrazin-2-yl)-7-[1-(2-hydroxyethyl)octah ydro-5SH-
pyrrolo[3,2-c]pyridin-5-yl]-4H-pyrido[ 1,2-a]pyrimidin-4-one,
2-(4-methoxy-6-methylpyrazolo[1,5-a]pyrazin-2-y1)-7-(4-methylpiperazin-1-yl)-4H-
pyrido[1,2-a]pyrimidin-4-one, -'

2-(4-hydroxy-6-methylpyrazolo[ 1,5-alpyrazin-2-yl)-7-(4-methylpiperazin-1-yl)-4H-
pyrido[1,2-alpyrimidin-4-one,
7-[(3R)-3,4-dimethylpiperazin-1-yl]-2-(4-ethyl-6-methylpyrazolo[ 1,5-a]pyrazin-2-yl)-
4H-pyrido{1,2-a]pyrimidin-4-one, | |
7-[(3R)-4-ethyl-3-methylpiperazin-1-yl}-2-(4-ethyl-6-methylpyrazolo[ 1,5-a]pyrazin-2-
vl)-4H-pyrido[ 1.2-alpyrimidin-4-one,
2-(4-ethyl-6-methylpyrazolo[1,5-a]pyrazin-2-y1}-7-{(3R)-3-methyl-4-propylpiperazin-1-
vij-4H-pyrido| 1, 2-alpyrimidin-4-one,
2-(4-ethyl-6-methylpyrazolo[1,5-a]pyrazin-2-y1)-7-[(3R }-4-(2-hydroxyethyl)-3-
methylpiperazin-{-yl}|-4H-pyrido[1,2-a]pyrimidin-4-one,

7;[(3R,5 S)-3,5-dimethylpiperazin-1-yl}-2-(4-ethyl-6-methylpyrazolo[1,5-a]pyrazin-2-
vh-4H-pyrido[1,2-alpyrimidin-4-one,
2-(4-¢thyl-6-methylpyrazolo[1,5-alpyrazin-2-yl)-7-[4-(pyrrolidin-1-yl)piperidin-1-yi]-
4H-pyrido[1,2-alpyrimidin-4-one,
2-(4-ethyl-6-methylpyrazolo[1,5-alpyrazin-2-yl)-7-[ (3S)-3-methylpiperazin-1-yl]-4H-
pyrido[1,2-a]pyrimidin-4-one,
2-(4-ethyl-6-methylpyrazolo[1,5-alpyrazin-2-yl}-7-(4-methyl-1,4-diazepan-1-y)-4H-
pyrido[1,2-a]pyrimidin-4-one,
2-(8-ethyl-2-methylimidazo{1,2-a]pyridin-6-yl)-7-(piperazin-1-yl)-4H-pyrido[ 1,2-

alpyrimidin-4-one,
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2-(8-ethyl-2-methylimidazo[ 1,2-a|pyridin-6-y[)-7-{ (3R )-3-methylpiperazin-1-y1]-4H-
pyrido[1,2-a]pyrimidin-4-one,

2-(8-cthyl-2-methylimidazo[ 1,2-alpyridin-6-y1)-7-[{3S)-3-methylpiperazin-1-yi}-4 H-
pyrido[1,2-a]pyrimidin-4-one, |
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-y1)-7-[ 1-(propan-2-yl}piperidin-4-yl -4 H-
pyridol 1,2-ajpyrimidin-4-one,
7-(1-cyclopropylpiperidin-4-yI}-2-(4,6-dimethylpyrazolo[1,5-aJpyrazin-2-y1)-4H-
pyrido[1,2-a]pyrimidin-4-one,
7-(1-cyclobutylpiperidin-4-yl)-2-(4,6-dimethylpyrazolo| 1,5-a]pyrazin-2-yl)-4H- -
pyrido[1,2-a]pyrimidin-4-one, “

2-(4-ethyl-6-methylpyrazolo[ 1,5-alpyrazin-2-yl)-7-[ (3R)-3-methyl-4-(propan-2-
yi)piperazin-1~-yi|-4H-pyrido[1,2-a]pyrimidin-4-one,
7-[(3R)-4-cyelopropyl-3-methylpiperazin-1-yl|-2-(4-ethyl-6-methylpvrazolo[ 1,5-
a]pyrazin-2-yl)-4H-pyrido{1,2-a]pyrimidin-4-one,
7-[(3R)-4~cyclobutyl-3-methylpiperazin-1-yl]-2-(4-ethyl-6-methylpyrazolo[ 1,5~
a|pyrazin-2-yl)-4H-pyridol1,2-alpyrimidin-4-one,
2-(4-ethyl-6-methylpyrazolo[1,5-a]pyrazin-2-yD)-7-[(3R)-3-methyl-4-(oxetan-3-
yl)piperazin-1-yl]-4H-pyrido{1,2-a]pyrimidin-4-one,
2-(8-ethyl-2-methylimidazo[1,2-a]pyridin-6-yl)-7-[4-(2-hydroxyethyl)piperazin-1-yl]-
4H-pyrido[1,2-a]pyrimidin-4-one,

7-(4-cyclobutylpiperazin-1 —yl)—2—(8-et’hy'l-Z—methyiirﬁidazo[1 2-aipyridin-6-yh-4H-
pyrido[1,2-a]pyrimidin-4-one,

2-(8-ethyl-2-methylimidazof 1,2-a]pyridin-6-y1}-7-[ (3R }-4-(2-hydroxyethyl)-3-
methylpiperazin-1-yl]-4H-pyrido[ 1,2-a]pyrimidin-4-one,
7-1(3R)-4-cyclobutyl-3-methylpiperazin-1-yi[-2-(8-cthyl-2-methylimidazo[ 1,2-
ajpyridin-6-y1)-4H-pyrido[1,2-a]pyrimidin-4-one,
2-(8-ethyl-2-methylimidazo[1,2-a]pyridin-6-yl}-7-[(35)-4-(2-hydroxyethyi)-3-
methylpiperazin-1-yl}-4H-pyrido|[ 1,2-a]pyrimidin-4-one,
7-1(3S)-4-cyclobutyl-3-methylpiperazin-1-yl]-2-(8-ethyl-2-methylimidazo[ 1,2-
alpyridin-6-yl)-4H-pyrido[1,2-ajpyrimidin-4-one,

500



2-{4-ethyl-6-methylpyrazolo[1,5-alpyrazin-2-yl)-7-(piperidin-4-yl)-4H-pyrido{ 1,2-
alpyrimidin-4-one,

2-(4-ethyl-6-m ethylpyrazoib{ 1,5-a]pyrazin-2-yl}-7-(1-methvlpiperidin-4-yl)-4H-
pyrido[1,2-a]pyrimidin-4-one, |
2-{4-ethyl-6-methylpyrazolo[1,5-alpyrazin-2-yi)-7-(1-ethylpiperidin-4-yl)-4H-
pyrido[1,2-a]pyrimidin-4-one,
2-(4-ethyl-6-methylpyrazolo{1,5-a]pyrazin-2-y1)-7-[1-(2-hydroxyethyl)piperidin-4-y1}-
4H-pyndol1,2-alpyrimidin-4-one,
2-(4-ethyl-6-methylpyrazolo[1,5-alpyrazin-2-y1)-7-(1 -propylpiperidin-4-yl)-4H-
pyridoi 1,2-apyrimidin-4-one, “
2-(4-ethyl-6-methylpyrazolo[1,5-alpyrazin-2-y1}-7-[ (3R }-3-methylpiperazin-1-y1}-4H-
pyrido{1,2-ajpyrimidin-4-one,
2-(4,6-dimethylpyrazolo[1,5-alpyrazin-2-y1)-7-[ 1 -(2-fluoroethyl)piperidin-4-y1]-4H-
pyrido[1,2-a]pyrimidin-4-one,

2-(4,6-dimethylpyrazolo[1,5-a] pyrazinw2my1)~»7-[1 -(3-fluoropropyl)piperidin-4-y1]-4H-
pyrido] 1,2-alpyrimidin-4-one,
2-(4-ethyl-6-methylpyrazolo[1,5-aJpyrazin-2-y1)-7-[4-(2-fluoroethyl)piperazin- 1 -yl}]-
4H-pyrido[ 1,2-a]pyrimidin-4-one,
2-(4-ethyl-6-methyipyrazolo[1,5-a]pyrazin-2-yl)-7-[4-(3-fluoropropyl)piperazin-1-y1]-
4H-pyrido[ 1,2-a]pyrimidin-4-one,
2-(4-ethyl-6-methylpyrazolo[1,5-alpyrazin-2-y1)-7-[{(3R}-4-(2-fluoroethyl)-3-
methylpiperazin-1-yl]-4H-pyrido[1,2-a]pyrimidin-4-one,
2-(4-ethyl-6-methylpyrazolo| 1,5-a|pyrazin-2-y1)-7-[ (3R)-4-(3-fluoropropyl)-3-
methylpiperazin-1-yl]-4H-pyrido[1,2-a}pyrimidin-4-one,
2-(4-ethyl-6-methylpyrazolof ,S—a]pyrazi.n—Z—yI)—"/—[l -(2-fluoroethyDpiperidin-4-yl]-
4H-pyrido[ 1,2-a]pyrimidin-4-one,

2-(4-ethyl-6-methylpyrazolo[ 1,5-a]pyrazin-2-vl)-7-[1-(3-fluoropropvlipiperidin-4-yl]-
4H-pyrido[1,2-a]pyrimidin-4-one,

2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-yl)-7-{(3R)-4-[ 2-(2-hydroxyethoxy)ethyl}-3-
methylpiperazin-1-yl}-9-methyl-4H-pyrido[ 1,2-a]pyrimidin-4-one,
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2-(4,6-dimethylpyrazolo[1,5-3] pyfazih-2~y1)-9—methy§~7~{piperidin-4-yl)-4H-
pyrido[1,2-alpyrimidin-4-one,

2-(4,6-dimethyipyrazolo[ 1,5-a}pyrazin-2-yl)-9-methyl-7-( 1 -methylpiperidin-4-yl)-4H-
pyrido[1,2-a]pyrimidin-4-one,

2-(4,6-dimethylpyrazolo[ 1,5-a]pyrazin-2-y1)-7-[ (3R }-4-(2-hydroxyethyl)-3-
methylpiperazin-1-yl]-9-methyl-4H-pyrido| 1,2-a]pyrimidin-4-one,
2-[8-(hydroxymethyl)-2-methylimidazo[ 1,2-a]pyridin-6-yi]-7-(piperazin-1-y1)-4H-
pyrido[1,2-a|pyrimidin-4-one,
7-{(3R,55)-3,5-dimethylpiperazin-1-yi}-2-(8-cthyl-2-methylimidazo[ 1,2-a]pyridin-6-
yl}-4H-pyrido] 1 ,Z«a]pyrimicfin%ione,
2-(8-ethyl-2-methylimidazo[1,2-ajpyridin-6-yl)-7-(4-methyl-1,4-diazepan-1-yl)-4H-
pyrido[I,2-a]pyrimidin-4-one,
2-|8-(hydroxymethyl)-2-methylimidazo[1,2-a]pyridin-6-y1]-7-(4-methylpiperazin-1-yl)-
4H-pyrido[1,2-alpyrimidin-4-one, |
7-(4-ethylpiperazin-1-y1)-2-[8-(hydroxymethyD)-2-methylimidazo[ | ,2-a]pyridin-6-yl]-
4H-pyrido] 1.2-alpyrimidin-4-one,

2-(4-ethyl-6-methylpyrazolo[1,5-alpyrazin-2-y1)-7-[ 1 -(propan-2-yl)piperidin-4-yl }-4H-
pyrido[1,2-a]pyrimidin-4-one,
7-(1-cyclopropylpiperidin-4-yl)-2-(4-ethyl-6-methylpyrazolo[ 1,5-a]pyrazin-2-yl}-4H-
pyrido[1,2-a]pyrimidin-d-one, |
7-{1-cyclobutylpiperidin-4-yl)-2-(4-ethyl-6-methylpyrazolo[1,5-a]pyrazin-2-yl}-4H-
pyrido[ I,2-a]pyrimidin-4-one,

2-(4-ethyl-6-methylpyrazolo| 1,5-a]pyrazin-2-yh)-7-[ 1 -(oxetan-3-yl)piperidin-4-yl]-4H-
pyrido[1,2-a}pyrimidin-4-one,

2-(4-cyclopropyi-6-methylpyrazolo[ 1,5-alpyrazin-2-y1)-7-(piperazin-1-yl)-4H-

pyrido[1 ,2~a}pyrimidin-4-one,
2-{4-cyclopropyl-6-methylpyrazolo{1,5-a]pyrazin-2-y1)-7-(4-methylpiperazin-1-yl)-4H-
pyrido[1,2-a]pyrimidin-4-one,
2-(4-cyclopropyl-6-methylpyrazolo[1,5-alpyrazin-2-y1)-7-(4-ethylpiperazin-1-yl)-4H-
pyrido[1,2-a]pyrimidin-4-one,
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2—(4-cyc'lopropyl—(v-methylpyrazolo[l J5-alpyrazin-2-y1)-7-[4-(2-hydroxyethyl)piperazin-
{-y1]-4H-pyrido[1,2-a]pyrimidin-4-one, |
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-y1)-7-(1-propylpiperidin-4-y1)-4H-pyrido[ 1,2~
a]pyrimidin-4-one,
2-[4-(dimethylamino)-6-methylpyrazolo[1,5-a]pyrazin-2-yl]-7-(piperazin-1-yl)-4H-
pyrido{1,2-a]pyrimidin-4-one, '
2-(2-methyl-1H-benzimidazol-6-y1)-7-(4-methylpiperazin-1 -yl)-4H-pyrido] 1,2-
a]pyrimidin-4-one,

7-(4-et11y}piperazin- 1-y1)-2-(2-methyl-1H-benzimidazol-6-yl)-4H-pyrido[1,2-
a]pyrilnidin~4~one, ~
7-[1-(2,2-dimethyl-1,3-dioxan-5-yl)piperidin-4-yl}-2-(4-ethyl-6-methylpyrazolo[1,5-
a]pyrazin-2-yl)-4H-pyrido]1,2-alpyrimidin-4-one,
7-[1-(1,3-dihydroxypropan-2-yl)piperidin-4-yi]-2-(4-ethyl-6-methylpyrazolo[1,5-
alpyrazin-2-yl)-4H-pyrido[1,2-ajpyrimidin-4-one,
7-{(3R,58)-3,5-dimethylpiperazin-1-yl]-2-(1,3-dimethylpyrrolo] 1,2 -a]pyrazin-7-yl)-4H-
pyrido{1,2-a]pyrimidin-4-one, .

2-(8-ethyl-2-methylimidazo[ 1,2-a]pyridin-6-yl)-7-(piperidin-4-yl)-4H-pyrido[1,2-
a|pyrimidin-4-one,

2-(8-ethyl-2-methylimidazo[ 1,2-alpyridin-6-yl)-7-(I-methylpiperidin-4-yi)-4H-
pyrido[1,2-a]pyrimidin-4-one, '

2-(8-ethyl-2-methylimidazo[ 1,2-alpyridin-6-yi)-7-(1-ethylpiperidin-4-yl)-4 H-
pyrido[1,2-a]pyrimidin-4-one,

2-(8-cthyl-2-methylimidazo[ 1,2-ajpyridin-6-yl}-7-[ 1-(2-hydroxyethyl)piperidin-4-yl]-
4H-pyrido[1,2-alpyrimidin-4-one,
7-[(3R)-3.,4-dimethylpiperazin-1-yl]-2-(8-ethyl-2-methylimidazo[ 1 ,2-alpyridin-6-y1)-
4H-pyrido[1,2-a]pyrimidin-4-one,

2—(8—ethy1~2~methy1imidazo[1 ,2~a]pyridin«6—yi)—7—{(3 R)-4-ethyl-3-methylpiperazin-1-
yl]-4H-pyrido[ 1,2-a]pyrimidin-4-one,
2-(4,6-dimethylpyrazolof1,5-ajpyrazin-2-yl)-7-(1-ethylpiperi din-4—y])-9-methyi-4H-
pyrido[1,2-a]pyrimidin-4-one,
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2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-y1)-7-[ 1-(2-hydroxyethyi)piperidin-4-yl]-9-
methyl-4H-pyrido[ 1,2-a]pyrimidin-4-one, |
7-(1-cyclobutylpiperidin-4-y1}-2-(4,6-dimethylpyrazolo[ ,S—a]pyraziﬁ-Q—yl)—,‘)—methyl—
4H-pyrido[1,2-a]pyrimidin-4-one,

9-methyl-2-(2-methyl-2H-indazol-5-y1)}-7-(1 -methylpiperidin-4-yl}-4H-pyrido[ 1,2-
alpyrimidin-4-one,
7-[4-{dimethylamino)-4-methylpiperidin-1-y1]-2-(4,6-dimethylpyrazolo| 1,5-a|pyrazin-
2-yl)-4H-pyrido[1,2-a]pyrimidin-4-one,
2-{4,6-dimethylpyrazolo[1,5-a]pyrazin-2-y1)-7-[4-(ethylamino)-4-methylpiperidin-1-yi]-
4H1-pyridof1,2-a]pyrimidin-4-onc, |
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-yl)-7-[4-methyl-4-(propylamino)piperidin-1-
yi]-4H-pyrido[1,2-a]pyrimidin-4-one,

2-(4,6-dimethylpyrazolo[1,5-alpyrazin-2-y1)-7- {4-[(2-hydroxyethyl)amino]-4-
methylpiperidin-1-y1}-4H-pyrido[1,2-a]pyrimidin-4-one,
7-(1-cyclobutylpiperidin-4-y1)-9-methyl-2-(2-methyl-2H-indazol-5-y1)-4H-pyrido[ 1,2-
alpyrimidin-4-one,
7-[1-(2-hydroxyethylpiperidin-4-y1]-9-methyl-2-(2-methyl-2H-indazol-5-y1)-4H-
pyrido[1,2-ajpyrimidin-4-one,
2-(4,6-dimethylpyrazolo[1,5-alpyrazin-2-y1)-9-methyl-7-( 1 -propylpiperidin-4-y1)-4H-
pyrido[1,2-a]pyrimidin-4-one,

2-(1,3-dimethylpyrrolof 1,2-a]pyrazin-7-y1)-7-[(3R)-3-methylpiperazin-1-yl]-4H-
pyrido[1,2-a]pyrimidin-4-one,

2-(8-cyclopropyl-2-methylimidazo[ 1,2-alpyridin-6-yl)-7-(piperazin-1-yl}-4H-
pyrido[1,2-a]pyrimidin-4-one,
2-(8-cyclopropyl-2-methylimidazo1,2-alpyridin-6-yl)-7-[(3R)-3-methylpiperazin-1-ylj-
4H-pyrido[1,2-alpyrimidin-4-one, |

2-(8-cyclopropyl-2-methylimidazo[ 1,2-a]pyridin-6-y1)-7-[(35)-3-methylpiperazin-1-yl]-
4H-pyridof1,2-a]pyrimidin-4-one, |
2-(8-cyclopropyl-2-methylimidazo[ I,2-a]pyridin-6-y1)-7-[(3R,55)-3,5-
dimethylpiperazin-1-yl}-4H-pyrido[1,2-a]pyrimidin-4-one,
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7-(1-cyclopropylpiperidin-4-y1)-9-methyl-2-(2-methyl-2H-1ndazol-5-y1}-4H-pyrido[1,2-
alpyrimidin-4-one,
7-(1-ethylpiperidin-4-yl)-9-methyl-2-(2-methyl-2H-indazol-5-y1)-4H-pyrido[ 1,2-
alpyrimidin-4-one,
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-y1)-9-methyl-7-(piperazin-1-yl)-4H-

pyrido[ 1,2-a]pyrimidin-4-one,
9-methyl-2-(2-methyl-2H-indazol-5-yl}-7-(piperidin-4-yl)-4H-pyrido[ 1,2-a]pyrimidin-
4-one,

2-(4,6-dimethylpyrazolo[1,5-alpyrazin-2-yl)-7-[ (1-methylpiperidin-4-yl)oxy]-4H-
pyrido[1,2-alpyrimidin-4-one,

2-(6-methyl-4-propylpyrazolo[ 1,5-alpyrazin-2-yl)-7-(piperazin-1-yl}-4H-pyrido[ 1,2-
ajpyrimidin-4-one,

7-(4-methylpiperazin-1-y1)-2-(6-methyl-4-propylpyrazolo[ 1,5-a]pyrazin-2-yl)-4H-
pyrido[ 1,2-alpyrimidin-4-one,
7-(4-ethylpiperazin-1-y1)-2-(6-methyl-4-propylpyrazolo[ 1,5-a]pyrazin-2-yl)-4H-
pyridoi 1,2-alpyrimidin-4-one,
7-[4-(2-hydroxyethyl)piperazin-i-yl]-2-(6-methyl-4-propylpyrazolo[1,5-a]pyrazin-2-
yh)-4H-pyrido[1,2-a]pyrimidin-4-one,
7-[(3R)-3-methylpiperazin-1-yl]-2-(6-methyl-4-propyipyrazolo[1,5-a]pyrazin-2-yl)-4H-
pyridof 1,2-alpyrimidin-4-one,
7-[(3S)-3-methylpiperazin-1-yl]-2-(6~-methyl-4-propylpyrazolo[ 1,5-a]pyrazin-2-yl}-4H-
pyridof 1,2-alpyrimidin-4-one,
7-[(3R,55)-3,5-dimethylpiperazin-1-yl]-2-(6-methyl-4-propylpyrazolo[ 1,5-a]pyrazin-2-
yh)-4H-pyrido[ I, 2-a]pyrimidin-4-one,

2-(1,3-dimethylpyrrolo[1,2-a]pyrazin-7-y1)-7-[ (3R )-3-methyl-4-(propan-2-yl)piperazin-
I-y1]-4H-pyrido[1,2-alpyrimidin-4-one,
7-(4-amino-4-methylpiperidin-1-y1)-2-(1,3-dimethylpyrrolo[ 1,2-a}pyrazin-7-yl)-4H-
pyrido[1,2-a]pyrimidin-4-one,

2-(4,6-dimethylpyrazolo[ 1,5-a]pyrazin-2-y1)-7-[(38)-3-cthylpiperazin- 1 -yl]-9-methyl-
4H-pyndo[1,2-a]pyrimidin-4-one,
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2-[ 2-methyl-8-(trifluoromethylimidazo[1,2-a]pyridin-6-y1]-7-(piperazin-1-yl)-4H-
pyrido[ 1,2-a]pyrimidin-4-one,

7-[(3R)-3-methylpiperazin-1-y1]-2-[ 2-methyl-8-(trifluoromethyl)imidazo[ [ ,.2-a|pyridin-
6-yl]-4H-pyrido[ 1,2-a] pyrimidin—ﬁr—onle,
7-[(3S)-3-methylpiperazin-1-yl]-2-[2-methyl-8-(trifluoromethylyimidazo[ 1,2-a]pyridin-
0-y1]-4H-pyridol1,2-aJpyrimidin-4-one,
7-[(3R,58)-3,5-dimethylpiperazin-1-y1]-2-[2-methyl-8-(trifluoromethyl)imidazo[ 1,2~
a|pyridin-6-vl]-4H-pyrido[1,2-a]pyrimidin-4-one,
7-(4-amino-4-methylpiperidin-1-yl)-2-(4-ethyl-6-methylpyrazolo[ 1,5-a]pyrazin-2-yl)-
4H-pyrido[1 ,2-3}pyri1nidin-4-oné,
2-(2,7-dimethyl-2H-indazol-5-yl)-7-(piperazin-1-yl}-4H-pyrido[ 1,2-a]pyrimidin-4-one,
2-(2,7-dimethyl-2H-indazol-5-y1)-7-(piperidin-4-yl)-4H-pyrido[ 1,2-a]pyrimidin-4-one,
2-(2,7-dimethyl-2H-indazol-5-y1)-7-{ (3R}-3-methylpiperazin-1-yl]-4H-pyrido{ 1,2-
ajpyrimidin-4-one,

7-(3-ammopropyl)-2-(4,6-dimethyipyrazolof 1,5-a]pyrazin-2-yh)-4H-pyridof 1,2-
alpyrimidin-4-one,
2-(1,3-dimethylpyrrolo[1,2-alpyrazin-7-yI)-7-(1,2,3,6-tetrahydropyridin-4-y1)-4H-
pyrido[1,2-a]pyrimidin-4-one,
2-(4,6-dimethylpyrazolo[1,5-alpyrazin-2-y1}-7-(2,2,6,6-tetramethyl-1,2,3,6-
tetrahydropyridin-4-yl)-4H-pyrido[ ,2-a]pyrimidin-4-one,
2-(4-ethyl-6-methylpyrazolo{1,5-alpyrazin-2-y1)-7-(2,2,6.6-tetramethyl-1,2,3,6-
tetrahydropyridin-4-yl1)-4H-pyrido[1,2-a]pyrimidin-4-one,
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-yl}-7-[{3aR,6aS)-hexahydropyrrolof3,4-
cipyrrol-2(1H)-yl]-4H-pyridol I ,2-a]pyrimidin-4-one,

2-(4-cthyl-6-methylpyrazolof 1,5-a]pyrazin-2-yl)-7-[(3aR,6aS)-hexahydropyrrolo[3,4-
clpyrrol-2(1H)-yl|-4H-pyrido[1,2-a}pyrimidin-4-one,
7-[(3R,58)-3,5-dimethylpiperazin-1-yl]-2-(1-ethyi-3-methylpyrrolo[ 1,2-a}pyrazin-7-yl)-
4H-pyrido{1.2-aJpyrimidin-4-one,

7-(1,4-diazepan-1-y1}-2-(1-ethyl-3-methylpyrrolo{ 1,2-a|pyrazin-7-y1)-4H-pyrido[ 1,2~

alpyrimidin-4-one,
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2-(2,7-dimethyl-2H-indazol-5-y1)-7-{(3S)-3-methylpiperazin-{-yl]-4H-pyrido[ 1,2-
alpyrimidin-4-one,
2-(2,7-dimethyl-2H-indazol-5-y1)-7-[(38)-3,4-dimethylpiperazin-1-yl}-4H-pyrido[1,2-
a|pyrimidin-4-one,

2-(2,7-dimethyl-2H-indazol-5-y1)-7-(1 -methylpiperidin-4—y1)—4H-py1‘ido[ 1,2-
a]pyrimidin-4-one,

2-(2,7-dimethyl-2H-indazol-5-y1)-7-(1 -ethylpiperidin-4-yl)-4H-pyrido[1,2-a]pyrimidin-
4-one,
9-methyl-2-(2-methyl-2H-indazol-5-y1)-7-(piperazin-1-yl)-4H-pyrido[1,2-a]pyrimidin-
4-one, |
9-methyl-2-(2-methyl-2H-indazol-5-y1)-7-[(3R)-3-methylpiperazin-1-yl]-4H-

pyrido[ 1,2-a]pyrimidin-4-one,
9-methyl-2-(2-methyl-2H-indazol-5-y1)-7-[(38)-3-methylpiperazin- 1 -yl|-4H-pyrido[ 1 12
alpyrimidin-4-one,

7-13-(dimethylamino)azetidin-1 —yl]—2—(4,6—dimethyfpwazolo[1 ,S-alpyrazin-2-yi)-4H-
pyrido[1,2-a]pyrimidin-4-one,
7-[3-{diethylamino)azetidin-1-yl]-2-(4,6-dimethylpyrazolo| 1,5-a]pyrazin-2-yl1)-4H-
pyrido[1,2-aJpyrimidin-4-one,

2-(4,6-dimethylpyrazolo{1,5-a]pyrazin-2-y1}-7-[ 3-(pyrrolidin-1-yl)azetidin-1-y1]-4H-
pyrido[1,2-a]pyrimidin-4-one,
7-(1,4-diazepan-1i-yl)-2-{4-ethyl-6-methylpyrazolo[1,5-a]pyrazin-2-yl)-4H-pyrndo[ 1,2-
alpyrimidin-4-one,

7-[(3aR,6aS)-hexahydropyrrolo| 3,4-clpyrrol-2(1H)-y1]-2-(6-methyl-4-
propylpvrazolo[1,5-a}pyrazin-2-yl}-4H-pyridof 1,2-a]pyrimidin-4-one,
2-(6-methyl-4-propylpyrazolo[1,5-a]pyrazin-2-y1)-7-(1,2,3,6-tetrahydropyridin-4-yl)-
4H-pyridol1,2~-a]pyrimidin-4-one,

2-(4-ethyl-6-methylpyrazolo[ 1,5-alpyrazin-2-y1)-7-(1,2,3,6-tetrahydropyridin-4-yl)-4H-
pyrido[1,2-a]pyrimidin-4-one,.

- 7-[(38)-3-(aminomethyl)pyrrolidin-1-y1]-2-(4,6-dimethylpyrazolo[ 1,5-a]pyrazin-2-yl)-
4H-pyrido[1,2-ajpyrimidin-4-one, |
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2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-y1)-7-[ 3-(piperidin-1-yl}azetidin- 1 -y1}-4H-
pyrido[1,2-a]pyrimidin-4-one, |
2-(6-methyl-4-propylpyrazolo[1,5-a]pyrazin-2-yl)-7-(piperidin-4-y1)-4H-pyrido{ I,2-
alpyrimidin-4-one, |
7-(2,7-diazaspiro{4.4Inon-2-y1)-2-(4,6-dimethylpyrazolo[1,5-aJpyrazin-2-yl)-4H-
pyrido{1,2-aJpyrimidin-4-one,
2-(2,7-dimethyl-2H-indazol-5-y1)-7-(4-methylpiperazin-1-yD)-4H-pyrido[ 1,2~
a]pyrimidin-4-one,
7-{(38)-3-[(dimethylamino)methylpyrrolidin-1-yl}-2-(4,6-dimethylpyrazolo[ 1,5-
a]pyrazin-2-yh)-4H-pyrido[ 1 ,E-aipyrimidin--fi—one,
2-(4-cthyl-6-methylpyrazolo[1,5-a]pyrazin-2-y1)-9-methyl-7-(piperidin-4-yl}-4H-
pyrido{1,2-a]pyrimidin-4-one,
9-methyl-2-(1-methyi-1H-indazol-5-y1)-7-(piperidin-4-y)-4H-pyrido[ 1,2-a]pyrimidin-
4-one, |
2-(4-ethyl-6-methylpyrazolo[1,5-a]pyrazin-2-y1)-9-methyl-7-(1,2,3,6-tetrahydropyridin-
4-y1)-4H-pyrido[1,2-a]pyrimidin-4-one,
2-{4-ethyl-6-methylpyrazolo[1,5-a}pyrazin-2-y})-9-methyl-7-(1-methylpiperidin-4-yl)-
4H-pyrido] 1,2-a]pyrimidin-4-one,
2-(1,7-dimethyl-1H-indazol-5-y1)-7-(piperidin-4-y1)-4H-pyrido[ 1,2-a]pyrimidin-4-one,
2-(1,7-dimethyl- I H-indazol-5-yi)-7-(piperazin- I -yl)-4H-pyrido{ 1,2-a]pyrimidin-4-one,
2-(1,7-dimethyl-1H-indazol-5-y1)-7-[ (3S)-3-methylpiperazin-1-yl]-4H-pyrido[ 1,2-
a|pyrimidin-4-one,

7-{(38)-3-[(diethylamino)methyl |pyrrohdin-1-y1}-2-(4,6-dimethylpyrazolo{ I, 5~
a]pyrazin-2-yl)-4H-pyrido{1,2-a]pyrimidin-4-one,

2-(4,6-dimethylpyrazolo[ 1,5-alpyrazin-2-y1)-7- {(38)-3-[(ethylamino)methyl]pyrrolidin-
1-yl}-4H-pyridof 1 ,2»~a]fayrimidin-4~one, |

7-{3-[{dimethylamino)methyl]azetidin- 1yl }-2-(4,6-dimethylpyrazolof1,5-a]pyrazin-2-
yl)-4H-pyrido[ 1,2-alpyrimidin-4-one,
7-13-[(diethylamino)methyl]azetidin-1-yl}-2-(4,6-dimethylpyrazolo{ I ,5-a]pyrazin-2-
yl}-4H-pyridof1,2-alpyrimidin-4-one,
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2-(1-ethyl-3-methylpyrrolo[ 1,2-a]pyrazin-7-y1)-7-[(8aS)-hexahydropyrrolo[ I,2-
a]pyrazin-2(1H)-yl]-4H-pyrido[1,2-a]pyrimidin-4-one,
2-{4-cthyl-6~-methylpyrazolo[1,5-alpyrazin-2-yl)-9-methyl-7-[ (3R)-3-methylpiperazin-

| -yl1-4H-pyrido[ 1,2-a]pyrimidin-4-one,
9-methyl-2-(1-methyl-1H-indazol-5-y1)-7-(1-methylpiperidin-4-y1)-4H-pyrido[1,2-
alpyrimidin-4-one,
7-[(3R)-3,4-dimethylpiperazin-1-yl}-2-(4-ethyl-6-methylpyrazolo{1,5-a]pyrazin-2-y1)-9-
methyl-4H-pyrido[ 1,2-a]pyrimidin-4-one,
7-(1-ethylpiperidin-4-y1)-9-methyl-2-(1-methyl- 1H-indazol-5-yl)-4H-pyrido[ 1 ,2-
ajpyrimidin-4-one, V‘

2-(4-ethyl-6-methylpyrazolo[ 1,5-a]pyrazin-2-yl1)-9-methyl-7-{(35)-3-methylpiperazin-1-
yl]-4H-pyrido[1,2-a]pyrimidin-4-one,
7-[1-(2-hydroxyethyl)piperidin-4-yl]-9-methyl-2-( 1-methyl- 1 H-indazol-5-y1)-4H-
pyrido[1,2-a]pyrimidin-4-one,
7-[(38)-3,4-dimethylpiperazin-1-yl]-2-(4-ethyl-6-methylpyrazolo| 1,5-ajpyrazin-2-yl)-9-
methyl-4H-pyrido[1,2-alpyrimidin-4-one,

2-(4-ethyl-6-methylpyrazolo[ 1,5-a]pyrazin-2-y1)-7-( 1 -ethylpiperidin-4-yl}-9-methyl-
4H-pyrido[1,2-a]pyrimidin-4-one,

7-(1-cyclobutylpiperidin-4-y1)-2-(4-ethyl-6-m ethylpyraiolo{ 1.5-alpyrazin-2-y1)-9-
methyl-4H-pyrido[1,2-a]pyrimidin-4-one,

2-(4-ethyl-6-methylpyrazolo[ 1,5-alpyrazin-2-yl}-7-[ 1-(2-hydroxyethyl}piperidin-4-yl}-
9-methyl-4H-pyridof1,2-a}pyrimidin-4-one,

2-(8-ethyi-2-methylimidazof 1,2-a]pyridin-6-yl)-7-[(8aR)-hexahydropyrrolof1,2-
alpyrazin-2(1H)-y1]-4H-pyridof1,2-a]pyrimidin-4-one,

2-(8-cthyl-2-methylimidazo[ 1,2-a]pyridin-6-y1)-7-[(8aS)-hexahydropyrrolo[1,2-
a]pyrazin-2{1H)-yl]-4H-pyrido[ 1,2-a]pyrimidin-4-one,
7-[(3R)-3-(aminomethyl)pyrrolidin-1-yl]-2-(4,6-dimethylpyrazolo[ I, 5-a]pyrazin-2-y})-
4H-pyride[1,2-a]pyrimidin-4-one,
2-(4,6-dimethylpyrazolo[1,5-alpyrazin-2-y1)-7-[(25,6S)-2,6-dimethyl-1,2,3,6-
tetrahydropyridin#-yl]—4H-pyrido{ 1,2-alpyrimidin-4-one,
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7-{(3R}-3-[(dimethylamino)methyl|pyrrolidin-1-yl}-2-(4,6-dimethylpyrazolo[1,5-
a|pyrazin-2-yl)-4H-pyrido[ 1,2-a]pyrimidin-4-one,

- 7-[(2S,65)-2,6-dimethylpiperidin-4-yl]-2-(4,6-dimethylpyrazolo[ 1,5-a]pyrazin-2-yl)-
4H-pyrido[1,2-a]pyrimidin-4-one,
2-(8-fluoro-2-methylimidazo[ 1,2-a]pyridin-6-y1)-7-[4-(2-hydroxyethyl)piperazin-1-yl]-
4H-pyrido[1,2-a]pyrimidin-4-one,
2-(imidazo{1,2-a]pyridin-6-y1)-7-(4-methylpiperazin-1-yl)-4H-pyride[1,2-a]pyrimidin-
4-one,
2-(4-fluoro-2-methyl-1,3-benzoxazol-6-y1)-7-[(8aS)-hexahydropyrrolof 1,2-a]pyrazin-
2(1H)-yl}-4H-pyridol {,2-a]pyrimidin-4-one,
7-(2,7-diazaspiro[3.5]non-7-y1)-2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-y1)-4H-
pyrido[1,2-a]pyrimidin-4-one,
7-(4-methylpiperazin-1-y1)-2-(2-methyl|[ 1,2,4]triazolo[ 1,5-a]pyridin-6-yl)-4H-
pyrido[1,2-a|pyrimidin-4-one,
7-(4-methylpiperazin-1-yi)-2-{ 2-methyl-8-(trifluoromethyl)imidazo[ 1,2-a]pyridin-6-y1]-
4H-pyrido[1,2-a]pyrimidin-4-one,
2-methyl-6-[ 7-{4-methylpiperazin-1-yl1)-4-oxo-4H-pyridof 1,2-a]pyrimidin-2-
yllimidazo[1,2-a]pyridine-8-carbonitrile
2-(2,8-dimethylimidazo[ 1,2-a]pyridin-6-y1)-7-(4-methylpiperazin-1-yl)-4H-pyrido{ 1,2~
a|pyrimidin-4-one,
7-(4,7-diazaspiro[2.5]oct-7-y1)-2-(2,8-dimethylimidazo| 1,2-a]pyridin-6-yl)-4H-
pyridof 1,2-alpyrimidin-4-one,
2-(8-fluoro-2-methylimidazo| 1,2-alpyridin-6-y1)-7-(1 -methylpiperidin-4-yl)-4H-
pyridof 1,2-a]pyrimidin-4-one,
2-(8-fluoro-2-methylimidazo[1,2-alpyridin-0-y1)-7-(4-hydroxypiperidin-4-yl)-4H-
pyridof1,2-a]pyrimidin-4-one,
2-(4-ethyl-6-methylpyrazolo| 1,5-alpyrazin-2-yl)-7-[(8a8)-hexahydropyrrolo[1,2-
ajpyrazin-2(1H)-yl}-4H-pyrido[ 1,2-alpyrimidin-4-one,
2-(4-ethyl-6-methylpyrazolo[1,5-a]pyrazin-2-y1)-7-[(8aR)-hexahydropyrrolo[ I,2-
alpyrazin-2(1H)-yl]-4H-pyrido[1,2-a]pyrimidin-4-one,
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7-[(3 R)—S—(dimethyl amino)pyrrolidin-1-y1]-2-(4-ethyl-6-methylpyrazolo[ 1,5-a]pyrazin-
2-yI}-4H-pyridof1,2-a]pyrimidin-4-one,
7-[(38)-3-(dimethylamino)pyrrolidin-1-y1]-2-(4-ethyl-6-methylpyrazolo{ 1,5-a]pyrazin-
2-yl)-4H-pyrido} 1,2-a]pyrimidin-4-one,

2-(8-fluoro-2-methylimidazo{ 1 ,2-a]pyridin-6-y1)-7-[(8aS)-8a-
methylhexahydropyrrolo[1,2-a]pyrazin-2(1H)-yl]-4H-pyrido[1,2-a]pyrimidin-4-one,
2-(4-ethyl-6-methylpyrazolo[ 1,5-alpyrazin-2-yl)-7-(4-ethylpiperazin-1-yl}-9-methyl-
4H-pyrido[ 1,2-alpyrimidin-4-one,

2-(4-ethyl-6-methylpyrazolo[ 1,5-alpyrazin-2-yl)-7-[(8aS)-hexahydropyrrolo[1,2-
alpvrazin-2(1H)-y1}-9-m ethyl—43-pyrid0[ 1,2-alpyrimidin-4-one,
2-(2,8-dimethylimidazo| 1,2-a]pyridin-6-y1)-7-(4-ethylpiperazin- 1 -yl)-4H-pyrido[ 1,2-
alpyrimidin-4-one,
2-(2,8-dimethylimidazo[1,2-a]pyridin-6-y1)-7-[(8aS)-hexahydropyrrolo[ 1,2-a]pyrazin-
2(1H)-yl]-4H-pyrido[1,2-a]pyrimidin-4-one, |
2-(2,8-dimethylimidazol 1,2-a]pyridin-6-yl)-7-(8a-methylhexahydropyrrolo[ 1,2-
ajpyrazin-2(1H)-yl)-4H-pyrido] 1,2-a]pyrimidin-4-one,
7-[(3R)-3-(dimethylaminopyrrolidin-1-y1j-2-(4-ethyl-6-methylpyrazolo[ 1,5-a]pyrazin-
2-y1)-9-methyl-4H-pyrido[1,2-a]pyrimidin-4-one,

2-(4-ethyl-6-methylpyrazolof 1,5-a]pyrazin-2-yl)-7-{[ 2-(morpholin-4-yl)ethyl Jamino } -
4H-pyrido[1,2-a]pyrimidin-4-one,
7-[(3R)-3-{dimethylamino)pyrrolidin-1-y1]-2-(2,8-dimethylimidazo[ 1,2-a]pyridin-6-yi)-
4H-pyrido[1,2-a|pyrimidin-4-one,
7-1{3S)-3-(dimethylamino)pyrrolidin-1-y1]-2-(2,8-dimethylimidazof 1 ,2-a]pyridin-6-yl)-
4H-pyrido[1,2-a]pyrimidin-4-one, or
2-(4,6-dimethylpyrazolo[1,5-alpyrazin-2-yl)-7-[(3aR,6a8)-5-
methylhexahydropyrrolo[3,4-c]pyrrol-2{ 1 H)-yl}-4H-pyrido] 1,2-a]pyrimidin-4-one,
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or a racemate, enantiomer, diastereomer or pharmaceutically acceptable salt thereof.

I1.

The compound of claim 10, wherein the compound is selected from the group
consisting of:

2-(4,6-dimethylpyrazolo{ 1,5-ajpyrazin-2-y1)-7-(piperidin-4-y1}-4H-pyrido{ | ,2-a}pyrimidin-
4-one
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-yl)-7-(1-methylpiperidin-4-y})-4H-pyrido[ 1.2-
a|pyrimidin-4-one
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-y1)-7-(1-ethylpiperidin-4-yl)-4H-pyrido[1,2-

alpyrimidin-4-one

2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-y1)-7-[ 1-(propan-2-yl)piperidin-4-yl]-4H-
pyrido[1,2-a]pyrimidin-4-one

2-(4-ethyl-6-methylpyrazolo[ 1,5-a]pyrazin-2-yl)-7-(piperidin-4-yl)-4H-pyride[1,2-
aipyrimidin-4-one
2-(4-ethyl-6-methylpyrazolo[1,5-a|pyrazin-2-y1)-7-(1-methylpiperidin-4-yl}-4H-pyrido[ 1,2-
alpyrimidin-4-one

2-(4-ethyl-6-methylpyrazolo[1,5-a|pyrazin-2-yl)-7-( 1 -ethylpiperidin-4-y1)-4H-pyrido[ 1,2-
a]pyrimidin-4-one

2-(4-ethyl-6-methylpyrazolo[ 1,5-a]pyrazin-2-y1)-7-(1-propylpiperidin-4-y1)-4H-pyrido{ 1,2-
a]pyrimidin-4-one
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-y1)-9-methyl-7-(piperidin-4-yl)-4H-pyrido[ 1,2~
a}pwimid?n—é&-one '
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-yl)-9-methyl-7-(1 -methylpiperidin-4-yl)-4H-
pyrido[1,2-a]pyrimidin-4-one

2-(4-ethyl-6-methylpyrazolo[ I,5-alpyrazin-2-y1}-7-[ 1-(propan-2-yl)piperidin-4-yi]-4H-
pyrido[1,2-ajpyrimidin-4-one
2-(4,6-dimethylpyrazolo[1,5-alpyrazin-2-y1)-7-(1-propylpiperidin-4-yl)-4H-pyridof 1,2-
a|pyrimidin-4-one

2-(4,6-dimethylpyrazolof1,5-a|pyrazin-2-yl}-9-methyl-7-(1 -propylpiperidin-4-yl)-4H-
pyrido[1,2-a]pyrimidin-4-one
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12.

2-(6-methyl-4-propylpyrazolo|[ 1,5-a]pyrazin-2-y1)-7-(piperidin-4-yi)-4H-pyrido[1,2-

alpyrimidin-4-one

2-(4-ethyl-6-methylpyrazolo[1,5-a]pyrazin-2-yl)-9-methyl-7-(piperidin-4-yl}-4H-pyrido{ 1,2-
alpyrimidin-4-one

2-(4—ethyl-6-m ethylpyrazolo[ 1,5-a]pyrazin-2-y1)-9-methyl-7-(1-methylpiperidin-4-yl)-4H-
pyrido[1,2-a]pyrimidin-4-one

2-(4-ethyl-6-methylpyrazolo[1,5-a]pyrazin-2-yl)-7-(1 -ethylpiperidin-4-yl}-9-methyl-4H-
pyridof 1,2-alpyrimidin-4-one

2—(4,6—dimethy1pyrazoio[_‘1 S-alpyrazin-2-yl)-7-(1-ethylpiperidin-4-y1)-9-methyl-4H-
pyrido[1,2-a]pyrimidin-4-one, or
7-[(28,68)-2,6-dimethylpiperidin-4-y1}-2-(4,6-dimethylpyrazolof1,5-a] pyrazin—2—yl)—4H';-'.
pyrido[1,2-a]pyrimidin-4-one

or a racemate, enantiomer, diastereomer or pharmaceutically acceptable salt thereof.

The compound of claim 10, wherein the compound is selected from the group
consisting of

2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-yl)-7-(piperazin- 1 -y1)-4H-pyrido[ 1,2-a]pyrimidin-
4-one
2-(4,6~-dimethylpyrazolo{1,5-ajpyrazin-2-y1)-7-[(3S)-3-methylipiperazin-1-yi|-4H-pyrido{1,2-
a]pyrimidin-4-one

7-[(3R,58)-3,5-dimethylpiperazin-1-yl]-2-(4,6-dimethylpyrazolo[ 1,5-a]pyrazin-2-yl)-4H-
pyrido[1,2-afpyrimidin-4-one

2-(4,6-dimethylpyrazolof 1,5-alpyrazin-2-y})-7-(4-methylpiperazin-1-yl)}-4H-pyrido[ 1,2-
alpyrimidin-4-one
7-[(38)-3,4-dimethylpiperazin-1-yl]-2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-yl}-4H-
pyrido[ 1,2-alpyrimidin-4-one

2-(4,6-dimethylpyrazolo[ 1,5-a]pyrazin-2-y1)-7-[(3R,58}-3.4,5-trimethylpiperazin-1-yl}-4H-
pyridof1,2-a]pyrimidin-4-one
2-(4,6-dimethylpyrazolo{1,5-alpyrazin-2-yl)-7-[(3R)-3-methylpiperazin- | -yl ]-4H-
pyrido{1,2-a]pyrimidin-4-one
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2-(4,6-dimethylpyrazolo} 1,5-a|pyrazin-2-yI)-7-(4-ethylpiperazin-1-yl)-4H-pyrido[ 1,2-
a|pyrimidin-4-one
7-(3,3-dimethylpiperazin-1-yl)-2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-yl)-4H-pyrido[ 1,2-
alpyrimidin-4-one

2—(4,6—dimethy1pwazbio[ 1,5-a]pyrazin-2-yl)-7-[(3R)-4-ethyl-3-methylpiperazin-1-yl]-4H-
pyrido[1,2-a]pyrimidin-4-one
7-[(3R)-3,4-dimethylpiperazin-1-y1]-2-(4,6-dimethylpyrazolo[ 1,5-a]pyrazin-2-yl)-4H-
pyrido[1,2-alpyrimidin-4-one
2-(6-methylpyrazolo[1,5-a]pyrazin-2-yl1)-7-(piperazin-1-y1}-4H-pyrido[ 1,2-a]pyrimidin-4-
one

7-(4-methylpiperazin-1-y1)-2-(6-methylpyrazolo[ 1,5-a]pyrazin-2-yi)-4H-pyrido[ 1,2~
a|pyrimidin-4-one

7-[(38)-3-methylpiperazin-1-yli-2-(6-methylpyrazolo[ 1,5-a]pyrazin-2-yl}-4H-pyrido[ 1,2-
a|pyrimidin-4-one

7-[(3R,58)-3,5-dimethylpiperazin-1-yl]-2-(6-methylpyrazolo[ 1,5-a]pyrazin-2-yl)-4H-
pyrido[1,2-a]pyrimidin-4-one

2-(4,6-dimethylpyrazolo[ 1,5-a]pyrazin-2-y1)-9-methyl-7-(4-methylpiperazin-1-y1}-4H-
pyrido[1,2-a]pyrimidin-4-one
7-(4-ethylpiperazin-1-yl)-2-(6-methylpyrazolo[1,5-a]pyrazin-2-y1)-4H-pyridof1,2-
alpyrimidin-4-one

7-[(3R)-3-methylpiperazin-1-yi]-2-(6-methylpyrazolo| 1 ,S-a]pyrazi11—2-yl)—4H~pyridd [1,2-
alpyrimidin-4-one

2-(4,6-dimethylpyrazolo[ 1,5-alpyrazin-2-yl)-7-(4-ethylpiperazin-1-yl)-9-methyl-4H-
pyridof 1,2-ajpyrimidin-4-one
2-(4,6-dimethylpyrazolo[1,5-a]|pyrazin-2-y1)-9-methyl-7-[(3R)-3-methylpiperazin-1-yl]-4H-
pyrido] I,2-a]pyrimidin-4-one

7-[(3R}-3,4-dimethylpiperazin-1 —Yi}'~2u(4,6»dimethylpyrazolo{ 1,5-alpyrazin-2-yI)-%-methyl-
4H-pyridof 1,2-ajpyrimidin-4-one

2-(4,6-dimethylpyrazolo[ 1,5-a]pyrazin-2-y1)-7-[(3R)-4-ethyl-3-methylpiperazin- { -yl ]-9-
methyl-4H-pyrido[1,2-a]pyrimidin-4-one |
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7-(3,3-dimethylpiperazin-1-y1)-2-(4,6-dimethylpyrazolo[ 1,5-a]pyrazin-2-yl)-9-methyl-4H-
pyrido[1,2-a]pyrimidin-4-one |
2-(4-ethyl-6-methylpyrazolo[ 1,5-a]pyrazin-2-vl)-7-(piperazin-1-yl)-4H-pyrido[ 1,2~
a]pyrimidin-4-one
2-(4-cthyl-6-methylpyrazolo[1,5-a}pyrazin-2-yl)-7-(4-methylpiperazin-1-yl)-4H-pyrido[ 1.2-
alpyrimidin-4-one )
2-(4-ethyl-6-methylpyrazolo[ 1,5-a]pyrazin-2-y1)-7-(4-ethylpiperazin-1-yl}-4H-pyrido[ 1,2~
alpyrinndin-4-one

7-[(3R,58)-3,5-dimethylpiperazin-1-y1]-2-(4,6-dimethylpyrazolo[ 1,5-alpyrazin-2-yl)-9-
methyl-4H-pyrido[ 1,2-a]pyrimidin-d-one
7-[(38)-3.4-dimethylpiperazin-1-y1]-2-(4,6-dimethylpyrazolo[ 1,5-a] pyrazin-»Zmyi)wF)mlnefﬁ.yl»
4H-pyrido[1,2-a]pyrimidin-4-one
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-yl)-9-methyl-7-[(3R,58)-3,4,5-trimethylpiperazin-
J-yl]-4H-pyrido[1,2-a]pyrimidin-4-one |
2-(4-ethyl-6-methylpyrazolof 1,5-ajpyrazin-2-y1)-7-(4-propylpiperazin-1-yl)-4H-pyrido[ 1,2-
ajpyrimidin-4-one

2-(4-ethyl-6-methylpyrazolof 1,5-a]pyrazin-2-yl1)-7-[4-(propan-2-yl)piperazin-1-yl}-4H-
pyrido[1,2-a]pyrimidin-4-one
7-[(3R)-3,4-dimethylpiperazin-1-yl]-2-(4-ethyl-6-methylpyrazolo[ 1 ,5-a]pyrazin-2-yi)-4H-
pyrido[1,2-a}pyrimidin-4-one

7-[(3R)-4-ethyl-3-methylpiperazin- 1 -y1]-2-(4-ethyl-6-methylpyrazolo[ 1,5-a]pyrazin-2-yl)-
4H-pyrido[1,2-a]pyrimidin-4-one

2-(4-ethyl-6-methylpyrazolof 1,5-aJpyrazin-2-v1)-7-[(3R)-3-methyl-4-propylpiperazin-1-yl]-
4H-pyrido[1,2-a]pyrimidin-4-one
7-[(3R,58)-3,5-dimethylpiperazin-1-ylj-2-(4-ethyl-6-methylpyrazolo[1,5-a]pyrazin-2-yl)-
4H-pyrido| 1,2-ajpyrimidin-4-one

2-(4-ethyl-6-methylpyrazolo| 1,5-a]pyrazin-2-y1)-7-[(38}-3-methylpiperazin-1-ylj-4H-
pyrido[ 1,2-a]pyrimidin-4-one
2-(4-¢thyl-6-methylpyrazolo[1,5-a]pyrazin-2-yl1)-7-[(3R)-3-methyl-4-(propan-2-yl)piperazin-
1-y1i-4H-pyrido[1,2-a]pyrimidin-4-one
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2-(4-ethyl-6-methylpyrazolo[1,5-a]pyrazin-2-y1)-7-[(3 Rj—B -methylpiperazin-1-yl]-4H-
pyrido[1,2-a]pyrimidin-4-one | |
2-(4,6-dimethylpyrazolo|1,5-a]pyrazin-2-yh-9-methyl-7-(piperazin-1-yl)-4H-pyrido[ 1,2~
alpyrimidin-4-one |
2-(6-methyl-4-propyipyrazolo[1,5-a]pyrazin-2-vi)-7-(piperazin-1-yi-4H-pyrido{ 1,2
a|pyrimidin-4-one
7-(4-methylpiperazin-1-y1)-2-(6-methyl-4-propylpyrazolo[1,5-alpyrazin-2-yl)-4H-

pyridof 1,2-a]pyrimidin-4-one

7-(4-ethylpiperazin-1-yl})-2-(6-methyl-4-propylpyrazolo[ 1,5-a|pyrazin-2-y[}-4H-pyrido[ 1,2-
ajpyrimidin-4-one l.

7-[(3R)-3-methylpiperazin-1-yl]-2-(6-methyl-4-propylpyrazolo[ 1. 5-a]pyrazin-2-yl) AHS
pyrido[ 1,2-a]pyrimidin-4-one
7-[{3S)-3-methylpiperazin-1-yl]-2-(6-methyl-4-propylpyrazolo[ 1,5-a]pyrazin-2-yl)-4H-
pyrido[1,2-a]pyrimidin-4-one |
7-[(3R,58)-3,5-dimethylpiperazin-1-yl]-2-(6-methyl-4-propylpyrazolo[ 1,5-a]pyrazin-2-yl)-
4H-pyrido[1,2-alpyrimidin-4-one
2-(4,6-dimethylpyrazolo[1,5-alpyrazin-2-y1)-7-[(38)-3-ethylpiperazin-1-yl]-9-methyl-4H-
pyrido[ 1,2-alpyrimidin-4-one
2-(4-ethyl-6-methylpyrazolo[1,5-a]pyrazin-2-y1}-9-methyl-7-{(3R)-3-methylpiperazin-1 Qyi}—
4H-pyrido[1,2-alpyrimidin-4-one
7-{(3R)-3,4-dimethylpiperazin-1-yl]-2-(4-ethyl-6-methylpyrazolo[ 1,5-alpyrazin-2-y1)-9-
methyl-4H-pyrido{1,2-ajpyrimidin-4-one
2-(4-ethyl-6-methylpyrazolo[1,5-alpyrazin-2-y1)-9-methyl-7-[(3S)-3-methylpiperazin-1 -yl]-
4H-pyrido[1,2-a]pyrimidin-4-one

7-1(3S)-3,4-dimethylpiperazin- 1 -yl]-2-(4-cthyl-6-methylpyrazolo{1,5-a]pyrazin-2-yl)-9-
methyl-4H-pyrido[ 1,2-ajpyrimidin-4-one, or
2-(4-ethyl-6-methylpyrazolo[1,5-ajpyrazin-2-yl)-7-(4-ethylpiperazin-1-y1)-9-methyi-4H-
pyrido[1,2-alpyrimidin-4-one

or a racemate, enantiomer, diastereomer or pharmaceutically acceptable salt thereof.
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I3.

The compound of claim 10, wherein the compound is sclected from the group
gonsisting of: o
2-(2-methylimidazo| 1,2-afpyridin-6-yI)-7-(piperidin-4-y1}-4H-pyrido[ 1,2-a]pyrimidin-4-one
2-(2-methylimidazo[ 1 ,2-a]p3n‘idin-6—yl)—7—( 1 —me‘{hylpipeﬁdi11—4—y’i)—4H—pyrid0[l ,2-
ajpyrimidin-4-one

2-(2-methylimidazo[ 1,2-ajpyridin-6-y1)-7-(1-propylpiperidin-4-y1)-4H-pyrido|1,2-
ajpyrimidin-4-one

7-(1-ethylpiperidin-4-yl)-2-(2-methylimidazo[ 1,2-a]pyridin-6-yl)-4H-pyrido[1,2-
a]pyrimidin-4-one

2-(2-methylimidazo[ | ,2~é]pyrid.inw6wy])—7—[ [-(propan-2-yl)piperidin-4-yl]-4H-pyrido{1,2-
a]pyrimidin-4-one g
2-(2-methylimidazo[1,2-a]pyridin-7-yl)-7-(piperidin-4-y1)-4H-pyrido[ 1 ,2-a]pyrimidin-4-one
2-(2-methylimidazo| 1,2-ajpyridin-7-y1)-7-(1-methylpiperidin-4-y1}-4H-pyrido{1,2-
alpyrimidin-4-one

7-(1-ethylpiperidin-4-v1)-2-(2-methylimidazo[ 1 ,2-a]pyridin-7-y1}-4H-pyrido[1,2-
alpyrimidin-4-one

2-(2,8-dimethylimidazo{ I, 2-a]pyridin-6-y1)-7-(piperidin-4-yl)-4H-pyrido[ 1,2-a]pyrimidin-4-
one |
2-(2,8-dimethylimidazo{1,2-a]pyridin-6-yI)-7-(1 -methylpiperidin-4-yi)-4H-pyrido[ 1,2-
a]pyrimidin-4-one

2-(2,8-dimethylimidazo[1,2-a]pyridin-6-y1)-7-(1 ;ethylpiperidin-4~yl)—4H -pyridof1 2-
a]pyrimidin-4-one

2-(2,8-dimethylimidazol1,2-a]pyridin-0-yi})-7-[ 1-(propan-2-yl)piperidin-4-yl]-4 H-
pyrido[1,2-alpyrimidin-4-one
2-(8-ethyl-2-methylimidazo|1,2-ajpyridin-6-yl)-7-(piperidin-4-y)-4H-pyrido{1,2-
alpvrimidin-4-one
2-(8-ethyl-2-methylimidazo[1,2-alpyridin-6-yl)-7-(1-methylpiperidin-4-yl}-4H-pyrido[1,2-
ajpyrimidin-4-one, or

2-(8-ethyl-2-methylimidazof 1.2-aJpyridin-6-y1)-7-(1-ethylpiperidin-4-y1)-4H-pyrido[ 1,2~

ajpyrimidin-4-one
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14.

or a racemate, enantiomer, diastereomer or pharmaceutically acceptable salt thereof.

The compound of claim 10, wherein the compound is selected from thé group
consisting of? |
2-(imidazo[1,2-a]pyridin-7-y1)-7-(piperazin-1-y1)-4H-pyrido[ 1,2-a]pyrimidin-4-one
2-(imidazo[ 1,2-a]pyridin-6-y1)-7-(piperazin-1-y1)-4H-pyrido[ 1,2-a]pyrimidin-4-one
2-(2-methylimidazo[ 1,2-alpyridin-6-yl)-7~(piperazin-1-yl)-4H-pyrido[1,2-a}pyrimidin-4-one
2-(2-methylimidazo[l,2-a]pyridin-6-yl)-7-(4-methylpiperazin-1-yl}-4H-pyrido[ 1,2-
alpyrimidin-4-one

2-(2-methylimidazo[ 1,2-alpyridin-6-y1)-7-[(35)-3-methylpiperazin-1-yl]-4H-pyrido[ 1,2-
alpyrimidin-4-one

7-[(3R,55)-3,5-dimethylpiperazin-1-yl]-2-(2-methylimidazo{ 1,2-a]pyridin-6-yl )-4H-
pyrido[1,2-a]pyrimidin-4-one
2-(2,8-dimethylimidazo{1,2-a]pyridin-6-yl}-7-(piperazin-1-yl)-4H-pyrido[1,2-a]pyrimidin-4-
one

2-(2-methy1imidazo[1: ,2-alpyridin-7-y1)-7-(piperazin-1-yl)-4H-pyrido{ 1 ,2-a]pyrimidin-4-one
2-(2-methylimidazo]1,2-a]pyridin-7-yl)-7-(4-methylpiperazin-1-yl)-4H-pyrido[1,2-
apyrimidin-4-one
7-(4-ethylpiperazin-1-yl)-2-(2-methylimidazo[1,2-a]pyridin-7-yl}-4H-pyrido[ 1,2-
a|pyrimidin-4-one
2-(8-cthyl-2-methylimidazo[1,2-a]pyridin-6-y1)-7-(piperazin-1-yl)-4H-pyrido[1,2-
alpyrimidin-4-one

2-(8-ethyl-2-methylimidazo[ 1,2-a]pyridin-6-y1)-7-[(3R)}-3-methylpiperazin-1 -yl }-4H-
pyrido[1,2-a]pyrimidin-4-one

2-(8-ethyl-2-methylimidazo[ 1,2-a]pyridin-6-y1)-7-[(3S)-3-methylpiperazin-1 -yl]-4H-
pyrido[1,2-a]pyrimidin-4-one
7-[(3R,58)-3,5-dimethylpiperazin-1-yt]-2-(8-ethyl-2-methylimidazo[1,2-alpyridin-6-yl }-4H-
pyrido[1,2-alpyrimidin-d-one
7-[(3R}-3,4-dimethylpiperazin-1-yl]-2-(8-ethyl-2-methylimidazo[ 1,2-a]pyridin-6-yl}-4H-
pyrido[1,2-a]pyrimidin-4-one ‘
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2-(8-cthyl-2-methylimidazo[ 1,2-a]pyridin-0-y1)-7-[ (3R )-4-ethyl-3-methylpiperazin-1-yi]-4H-
pyrido[1,2-a]pyrimidin-4-one

2-(imidazoi 1,2-a]pyridin-6-y1)-7-(4-methylpiperazin-1-yl)-4H-pyrido[ 1.2-alpyrimidin-4-one
2-(2,8-dimethylimidazo] 1,2-a}pyridin-6-y1)-7-(4-methylpiperazin-1-y)-4H-pyrido[ 1,2-
alpyrimidin-4-one, or
2-(2,8-dimethylimidazo[1,2-alpyridin-6-y1)-7-(4-ethylpiperazin-1-yl)-4H-pyridoi1,2-
a]pyrimidin-4-one

or a racemate, enantiomer, diastereomer or pharmaceutically acceptable salt thereof.

The compound of claim 10, wherein the compound is selected from the group
consisting of: .
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-yl)-9-methyl-7-(1-methylpiperidin-4-yl}-4H-
pyrido[1.2-alpyrimidin-4-one
2-(4,6-dimethylpyrazolof1,5-alpyrazin-2-yl}-7-(1-ethylpiperidin-4-yl)-9-methyl-4H-
pyrido[1,2-ajpyrimidin-4-one
2-(4,6-dimethylpyrazolo{1,5-alpyrazin-2-yi)-9-methyl-7-(1-propylpiperidin-4-yl)-4H-
pyrido[1,2-ajpyrimidin-4-one

2-(6-methyl-4-propylpyrazolo[ 1 ,S—a}pyrazin-Z-yl)—7—(piperidi11;4—y1)-4H-pyrido{ 1,2-
apyrimidin-4-one
2-(4-ethyl-6-methylpyrazolo[1,5-a]pyrazin-2-yl)-9-methyl-7-(piperidin-4-yh-4H-pyrido[ 1,2-
a|pyrimdin-4-one, or |
2-{4-ethyl-6-methylpyrazolo[1,5-a]pyrazin-2-y1)-9-methyl-7-(1 -methylpiperidin-4-y1)-4H-
pyrido[1,2-alpyrimidin-4-one

or a racemate, enantiomer, diastereomer or pharmaceutically acceptable salt thereof.

The compound of claim 10, wherein the compound is selected from the group
consisting of:

2-(2,8-dimethylimidazo{1,2-a]pyridin-6-yh)-7-(piperazin-1-yl)-4H-pyrido[ 1 ,Z—a]pyrimidin—4—
one |
2-(8-ethyl-2-methylimidazo[ 1,2-a]pyridin-6-yl)-7-(piperazin-1-yl)-4H-pyrido[1,2- .

a|pyrimidin-4-one
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17.

18.

2-(8-cthyl-2-methylimidazol 1,2-alpyridin-6-y1)-7-{(3 R)—3—methylpipefazin»-1 -yl}-4H-
pyrido[1,2-aipyrimidin-4-one

2-(8-ethyl-2-methylimidazo[ 1,2-a]pyridin-6-y1)-7-{(3S)-3-methylpiperazin-1-yi]-4H-
pyrido[1,2-ajpyrimidin-4-one
2-(2,8-dimethylimidazo[1,2-a]pyridin-6-y1}-7-(4-methylpiperazin-1-yl)-4H-pyrido{ I ,2-
alpyrimidin-4-one, or

2-(2.8-dimethylimidazo| 1 ,2—a]pyridin—6~yi)w?w(4v—ethy1piperazin— i-yl)-4H-pyridof 1,2-

ajpyrimidin-4-one
or a racemate, enantiomer, diastereomer or pharmaceutically acceptable salt thereof.

The compound of claim 10, wherein the compound is selected from the group

consisting of:
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-yl)-7-(piperazin-1-yl)-4H-pyrido[1,2-a]pyrimidin-
4-one
2-(4,6-dimethylpyrazolo]1,5-alpyrazin-2-yi)-7-(4-ethylpiperazin-1-yl)-4H-pyrido{1,2-
alpyrimidin-4-one

2-(6-methylpyrazolo[1,5-a]pyrazin-2-yl)-7-(piperazin-1-yi}-4H-pyrido[ 1, 2-a]pyrimidin-4-
one

2-(4,6-dimethylpyrazolo| I,5-a]pyrazin-2-yi)-7-(4-ethylpiperazin-{-yl)-9-methyl-4H-
pyrido][1,2-ajpyrimidin-4-one

2-(4,6-dimethylpyrazolo] 1,5-a]pyrazin-2-y1)-9-methyl-7-(piperazin- 1-yl)-4H-pyrido[ 1,2-
ajpyrimidin-4-one, or

2-(4-ethyl-6-methylpyrazolo[ 1,5-a]pyrazin-2-y1}-7-(4-ethylpiperazin-1-yl)-9-methyl-4 H-
pyrido[1,2-a]pyrimidin-4-one

or a racemate, enantiomer, diastereomer or pharmaceutically acceptable salt thereof.

The compound of claim 10, wherein the compound is selected from the group
consisting of:

2-(2,8-dimethylimidazo[ 1,2-alpyridin-6-y1}-7-(piperidin-4-yl}-4H-pyrido[ 1,2-a]pyrimidin-4-
one

2-(2,8-dimethylimidazo[ 1,2-a]|pyridin-6-yl}-7-(1-methylpiperidin-4-yl)-4H-pyride[ 1,2-

a]pyrimidin-4-one
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19.

20.

21

22.

23.

24,

2-(2,8-dimethylimidazo[ 1,2-a]pyridin-6-y1)-7-(1 -ethylpiperidin-4-yl)-4H-pyrido[1,2-
alpyrimidin-4-one

2-(2,8-dimethylimidazo[1,2-alpyridin-6-y1)-7-[ 1-(propan-2-yl)piperidin-4-y1]-4H-
pyrido[1,2-a]pyrimidin-4-one | '

2-(8-ethyl-2-methylimidazo[ 1 ,2-a]pyridin-6-y1)-7-(piperidin-4-yl)-4H-pyrido[1,2-

a]pyrimidin-4-one, or

2-(8-ethyl-2-methylimidazo[ 1,2-a]pyridin-6-y1)-7-(1 -methylpiperidin-4-yi}-4H-pyrido[ 1,2-

alpyrinndin-4-one
or a racemate, enantiomer, diastercomer or pharmaceutically acceptable salt thereof.

A pharmaceutical composition comprising an effective amount of the compound of

any of claims 1-18 and a pharmaceutically acceptable carrier, excipient or diluent.

The pharmaceutical composition of claim 19 for use in the treatment of spinal

muscular atrophy.

An in vitro method for enhancing the inclusion of exon 7 of SMN2 into mRNA that is
transcribed from the SMN2 gene, comprising contacting a human cell with the

compound of any of claims |-18.

An in vitro method for increasing the amount of Smn protein, comprising contacting a

human cell with the compound of any of claims 1-18.

The method of claim 21 or 22, wherein the human cell is a human cell from a human

spinal muscular atrophy patient.

Use of the compound of any of claims 1-18 in the manufacture of a medicament for

treating spinal muscular atrophy in a human subject in need thereof.
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ABSTRACT
COMPOUNDS FOR TREATING SPINAL MUSCULAR ATROPHY |

Provided herein are compounds of Formula (Ilal):

Ry
Raw | Re
R, O

(Ilal)
wherein Ry, Rz, Ra, Ry and R, are as defined herein, compositions thereof and uses

therewith for treating spinal muscular atrophy.
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What is claimed is:

1. A compound of Formula (1‘):'

or a form thereof, wherein;
w and ws are independently C-R, or N;
wo 18 C-Rpor N;

w1, wy and w7 are independently C-Ry, C-R;, C-R, or N; f;’ﬂ

w18 C-R;, C-R;, C-R.or N; ﬁf”f

wherein one of wa, wa, we and w+ is C-R; and one oth}éf‘ of wa, wa, Wg and wo is C-R,,
provided that, /‘

when wi 18 C-Ry, then wg is C-Ro and wyq and \Qp’ are independently C-R, or N; or,

when w3 is C-Ry, then wg is C-R; and wy ag@!’ wy are independently C-R, or N; or,

when wjy is C-Ry, then w5 is C-R; and \?ﬁgc R, or N and ws is C-R; or N; or,

when wy is C-Rg, then w7 is C-R; and®w; is C-R, or N and wg is C-Rc or N; and,

wherein any one, two or three of ﬁéfi::, w3, W4, Ws, We and w7 may optionally be N;

R; is Cysalkyl, amino, Cy. gallgﬂ-ammo (Cgalkyl),-amino, C;salkoxy-C,.salkyl-amino,

)2-am1no (C\.salkoxy-C salky)(C; salkyl)amino,

amino-C, salkylyC, salkyl-amino-C; salkyl, (Cy salkyl);-amino-C; salkyl,

(Cisalkoxy-C;galky
Cisalkoxy- aikyl~amino—€1_galkyl, (Csalkoxy-Cisalkyl)-amino-C salkyl,
1-5alky)(Cysalkylyamino-C.salkyl, amino-C; salkyl-amino,
(amingC, salkyl),-amino, (amino-C salkyl)(Cy salkyDamino,
lwamino-Cl-galkyl-amino, (C1salkyl-amino-C.salkyl),-amino,
1.zalkyl-amino-Cysalkyl)(C salkyhamino, (Cisalkyl)-amino-Csalkyl-amino,
[(Cisalkyl)-amino-Ci galkyl](Cisalkylamino, amino-Ci salkoxy,
Crsalkyl-amino-Cy.salkoxy, (Cisalkyl),-amino-C; salkoxy,
C1.salkoxy-Cysalkyl-amino-C; salkoxy, Cisalkoxy-Cisalkyl-amino-Cy salkoxy,
(Ci.salkoxy-Cisalkyl)(C 1_gailcy1.)amino~c 1satkoxy, amino-Cy galkenyl,

Csalkyl-ammo-C; salkenyl, (C1_gaikyi)g—aminq—cz_galkenyl, amino-C,.salkynyl,
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Cysalkyl-amino-Cs salkynyl, (Cysalkyl)-amino-Cysalkynyl,

(hydroxy-C,salkyl)-amino, (hydroxy-Ci.salkyl)(C;.salkyl)amino,
hydroxy-C; salkyl-amino-C; salkyl, (hydroxy-C,salkyl)-amino-C;
(hydroxy-Cl,galkyi)(C r.salkylamino-C; galkyl,

(hydroxy-C.satky(C salkyDamino-Cisalkoxy,
hydroxy-Cy salkyl-amino-C, salkyl-amino,
(hydroxy-C,; salkyl-amino-C,.salkyi),-amino,
(hydroxy-Ci_salkyl);-amino-C; salkyl-amino,
(hydroxy-C1.salkyt-amino-C; salkyl)(Cy gaikyl)aﬁlmo
(hydroxy-Ci_salky)(C).salkyl)amino-C;. galy -ammo,

[(hydroxy-Cy salkyl),-amino-C salkyl H(Ci salkyhamino,

[(hydroxy-Cisalkyl¥C;. ga]kyl)amm ) 3aiky1}((31 salkyl)amino, heterocyclyl,
heterocyclyl-C galkyl, heterocyclyf’/ Ci.salkoxy, heterocyclyl-amino,
(heterocyclyl)(C;. ga}l{yl)ammo hefcmcyclyl amino-Ci.galkyl,
heterocyclyLC;“galkyl-angé, (heterocyciyE~C 1salkyl),-amino,
ilkgalkyl)amino heterocyclyl-C, salkyl-amino-C, salkyl,

(heterocyclyl-C, qal kyi)_‘g,i‘
(heterocyclyl- Cl_gaﬂgy‘i)z amino-Cigalkyl,

(heierocyclyi—cl_{liyi)(cl salkyDamino-Cisalkyl, heterocyciyl—oxy,

eroaryl-Csalkoxy, hcteroéryl~amino, heteroaryl-C,.satkyl-amino,

# (heteroaryl-C, salkyl),-amino, (heteroarylecl_galkyl)(Ci_galkyl)amino,

| heteroaryl-Cy salkyl-amino-C,) salkyl, {(heteroaryl-Cy.salkyly-amino-C.salkyl or
(heteroaryl-C) salky)(C,.salkyDamino-C; salkyl;
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wherein, cach instance of heterocyclyl, Cs.iacycloalkyl, aryl and heteroaryl is optionally y. 4
substituted with one, two or three R; substituents and optionally, with one

additional R, substituent; or,

one, two or three R substituents and optionally, with on .
' 4
#f

substituent;

R, is, in each instance, independently selected from hydrogengt

Ry, is hydrogen, halogen, Cysalkyl or C) salkoxy; g

R is hydrogen, halogen or C.salkyl;

R3 is, in each instance, independently selected fro 0
Cy.salkyl, halo-C) salkyl, Cy.alkyl-carboy opfyl, Cy.galkoxy, halo-Cy salkoxy,

-"/yano, halogen, hydroxy, oxo,

Cisalkoxy-Cysalkyl, C)salkoxy- carb ‘fl , amino, C; salkyl-amino,
(Cisalkyl)~amino, amino-C;. gdlkyf Cy. salkyl-amino-Cy salkyl,
(Crsalkyhy-amino-Cy galkyl, a;mno -C.salkyl-amino,

zi’}

ino, {C,salkyl-amino-C, salkyl),-amino,

Cy_salkyl-amino- Cl_galkyi- ar
(Cisalkyl)y-amino-C_ %}Ié*f(yl -amino, {(Cisalkyl);-amino-C,_galkyl],-amino,
(Ci.salkyl-amino-C 1 "]kyi)(Cl salkyhamino,
[(C1_3alkyl)2-am1Cl_galkyl](Cl_galkyl)amlno, Cisalkoxy-C;salkyl-amino,
(Cy.salkoxy-Cghalkyl),-amino, (Ci.salkoxy-C.salky)(C.salkyl}amino,

Csalkyl-cp honyl-amino, C_salkoxy-carbonyl-amino, hydroxy-Ci.salkyl,

4 1y1~C;mgaEkoxy—carbonyl, aryl-sulfonyloxy-C; salkyl, heterocyelyl or
heterocyclyl-Cj gaikyl; wherein, each instance of Cyjscycloalkyl, aryl and

heterocyclyl is optionally substituted with one, two or three Rs substituents;
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Rs is, in each instance, independently selected from halogen, hydroxy, cyano, nitro, .
C).salkyl, halo-C, salkyl, C, salkoxy, halo-Cisalkoxy, amino, C;.salkyl-amino, ,
{Cysalkyl)-amino or C;galkyl-thio; '

Rg is, in each instance, independently selected from halogen, hydroxy, cyano, nit;
Cisalkyl, Cosalkenyl, halo-Cjsalkyl, hydroxy-Csalkyl, C) salkoxy,
halo-Cy_salkoxy, C; salkoxy-C, salkyl, amino, C;_salkyl-amino, (
or Cysalkyl-thio; and,

g

i3

] ryi.

The compound of claim 1,'wherein the compound is selected fr@gl Formula (1), Formula
(111), Formula (IV), Formula (V), Formula (VI), Formula (V]‘”i Formula (VHI), Formula

O
{(Iv),
W W
7 V,Vé/’ A 1\W7
Wg W4Q /N N
\H/ Wg T
Q
(ViD),
VD ~
Wy wg '

O

(X,
2w N o N
v O
o] O
(XIIL), or {XIV)
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Formula (Va), Formula (Via), Formula (VIIa), Formula (Vila), Formula (IXg
(Xa), Formula (X1a), Formula (XIl2), Formula (XIlla) or Formula (XIV '
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T
77
(X1a),

ot a form thereof.

(Ia) Formula (Ha) Formula (I1fa), Formula (IXa), Formula (/)gfa) or Formula (X1la),

respectively:

Rb Ra

/W7

W4 Y TWB

2-(4-methoxyphenyl)-7-(piperazin-1-yl)-4H-pyrido[ 1 ,2-a]pytimidin-4-one
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2-(4-methoxyphenyl)-7-(4-methylpiperazin-1-yl)-4H-pyrido[1,2-a]pyrimidin-4-one
2-(4-methoxyphenyl)-7-[(3R)-3-methylpiperazin-1-yl}-4H-pyrido{ I ,2-alpyrimidin-4- 4
one .
7-1(3R,58)-3,5-dimethylpiperazin-1-y[]-2-(4-methoxyphenyl)-4H-pyrido[ 1,2-
alpyrimidin-4-one

7-(1,4-diazepan-1-yl)-2-(4-mcthoxyphenyl)-4H-pyrido[1,2-alpyrimidin-4-on
2-(3,4-dimethoxyphenyl)-7-(piperazin-1-y1)-4H-pyrido[ 1,2-a]pyrimidin-4
2-(3 4-dimethoxyphenyl)-7-(3,3-dimethylpiperazin-1-yl)-4H-pyrido[ 1,244 |pyrimidin-4-
one 4
2-(3,4-dimethoxyphenyl)-7-[(3R)-3-methylpiperazin-1-yl]-4H-p
4-one

(;[1 ,2-aJpyrimidin-

&

2-(3,4-dimethoxyphenyl)-7-(4-cthylpiperazin-1-y1)-4H-pyrid fzi 2-a]pyrimidin-4-one
7-(1,4-diazepan-1-y1)-2-(3,4-dimethoxyphenyl)- 4H-pyndq2"‘{i -a|pyrimidin-4-one

2-(3,4-dimethoxyphenyl)-7-(4-methyl-1,4-diazepan- 1 -y},}~4H~pyr1do[1 2-a]pyrimidin-4-
one

2-{4-methoxyphenyl)-7-[(35)-3-methylpiperazin- 1,—7,37{ ]-4H-pyrido[1,2-a]pyrimidin-4-
one

2-(3,4-dimethoxyphenyl)-7- (4-methy]p1pera21}{ 1-y1)-4H-pyrido[1,2-a]pyrimidin-4-one

2-(3,4-dimethoxypheny!)-7-[(3R,58}-3.5-d} Jjﬂethylpiperazm&wi] ~4H-pyrido]{1,2-
ajpyrimidin-4-one 7

2-(3,4-dimethoxyphenyl)-7- (4-pmpylplperazm- -yD-4H-pyrido{1,2-a]pyrimidin-4-one
2-(4-methoxyphenyl}-7-(4- methyl g,m diazepan-1-yi)-4H-pyrido[1,2-a]pyrimidin-4-one
7+(3,3-dimethylpiperazin-1-yl)- 2@{4—methoxyphenyl)—4H—pyr1d0[1 2-alpyrimidin-4-one
2-(1,3-benzodioxol-5-y1)-7- (mpcrazm I-yl)-4H-pyrido{1,2-a]pyrimidin-4-one

2-(1,3-benzodioxol-5-yl}- 71,,&(4 methylpiperazin-1-yl)-4H-pyridof1,2-a]pyrimidin-4-one

2-(1,3-benzodioxol- 5—y’7 [(3R)-3-methylpiperazin-1-yl]-4H-pyrido[1,2-aJpyrimidin-
4-one

2-(1,3-benzodioxols -yl)-'}’n [(3R,58)-3,5-dimethylpiperazin-1-yl}-4H-pyridof1,2-
alpyrimidin- {s;’ ' ' . _
2-(3-methoxygheny!)-7-(piperazin-1-yl)-4H-pyrido[ 1,2-a]pyrimidin-4-one

2-(3-meth

2-(3-m

phenyl)-7-(4-methylpiperazin-1-y1)-4H-pyrido[ I,2-a]pyrimidin-4-one
oxyphenyl)-7-[(3R)-3-methylpiperazin-1-yl] ~4H—pyrido[ 1,2-alpyrimidin-4-

58)-3,5 dimethylpiperazin—1-yl}-Z-(3-methoxyphenyl)~4H~pyrid0[1,2-
adpyrimidin-4-one
7

1]

(4-ethylpiperazin-1-yl}-2-(3 methoxyphenyl) 4H-pyrido[1,2-ajpyrimidin-4-one
7-(1,4-diazepan-1-y1)-2-(3-methoxyphenyl)-4H-pyrido[ 1,2-a]pyrimidin-4-one
2-(3-methoxyphenyl)-7-(4-methyl-1,4-diazepan-1-y1)-4H-pyrido[ 1,2-a]pyrimidin-4-one
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2-(6-methylimidazof1,2-alpyridin-2-yl)-7-(piperazin-1-yl}-4H-pyrido[ 1,2-a]pyrimidin-  # ’
4-one _ |
2-(3,4-dimethoxyphenyt)-7-{(38)-3-methylpiperazin-1-yl}-4H-pyrido[1,2-a]pyrimidi
4-one
2-(2,3-dihydro-1,4-benzodioxin-6-y1)-7-(piperazin-1-yl)-4H-pyrido[1,2-a]pyrim#
one ;

a]pﬁimidin#-one
2-phenyl- 7-«(piperazin E-yl)-4H pyrido[1,2- a}pyrimidin 4-one

2-(2,3~dihydro-1,4-benzodioxin-6-y1)-7- [(3R) 3- methylplpemm -yl]—4H-pyr1do[i 2-
alpyrimidin-4-one y
2-(2,3-dihydro-1,4-benzodioxin-6-y1)-7+(3,3- d;methyimperﬁ
alpyrimidin-4-one 7

2-(2,3-dihydro-1,4-benzodioxin-6-y1)-7-[(3R,58)-3,5-d¢ '4
pyrido{1,2-alpyrimidin-4-one
7-(1,4-diazepan-1-yl)-2-(2,3-dihydro-1,4- benzoch

m- 1-y)-4H-pyrido[1,2-

ethylpiperazin-1-yl]-4H-

in-6-yl}-4H-pyridof1,2-alpyrimidin-

4-one
2-(2,3-dihydro-1,4-benzodioxin- 6~y1) e (4- thyl-l,4-diachan—lnyl)»4H~pyrido[l,2-
ajpyrimidin-4-one f

2-(3.4-dimethoxyphenyl)-9-fluoro-7-(4 ;ﬁethyimperamm -yD)-4H-pyrido]1.2-
a]pyrimidin-4-one F

2-(3-chlorophenyl)-7- (plperazm-iggﬂ) 4H-pyrido[1,2-a]pyrimidin-4-one
2-(4-chlorophenyl)-7- (p1perdzmﬁﬁ -yl)-4H-pyrido[1,2-alpyrimidin-4-one
T-(piperazin-1-yl)-2-f3-(trifl romethyl)phenyl] 4H-pyrido[1,2-ajpyrimidin-4-one
7»(‘piperazin—1—yl)—2-[4-(tﬂ{Z

2-(3-methylphenyl)-7-(#f
2-(4-fluorophenyl)-7%
{piperazin-1-yl)-4H-pyrido{ 1,2-a]pyrimidin-4-one

romethyl)phenyl]-4H-pyrido[1,2-ajpyrimidin-4-one

fiperazin- I-y1)-4H-pyrido[1,2-a]pyrimidin-4-one
piperazin-1-yl)-4H-pyrido[1,2-alpyrimidin-4-one
2-(4-nitropheny

2-(3.4- d1meth yphenyl) 9-fluoro-7-(piperidin-4-ylamino)-4H-pyrido[1,2-ajpyrimidin-
4-one 4

2-[4-(dim# ylamino)phcnyl}-9-f1uoro-7-(p1pcrazm»1 -y1)-4H-pyridof1,2-a]pyrimidin-4-
onec &

2-{'methylamino)phenyl}-—9~ﬂu0r0»-7~[(3 R)-3-methylpiperazin-1-yl]-4H-pyridof1,2-
a]phrimidin-4-one

(2~f1u0r0phenyi)—7 -(piperazin-1-yl)-4H-pyrido[1,2-a]pyrimidin-4-one
' 3-(3,4-dimethoxyphenyl)-8-(piperazin- 1-yD-4H-pyrido[ I,2-a]pyrimidin-4-one
2-{4-(dimethylamino)phenyl]-7-(piperazin-1-y)-4H-pyrido[ 1,2-a]pyrinudin-4-one
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2-]4-(dimethylammo)phenyl]-7-[(3S)-3-methylpiperazin-1~yl -4 H-pyridof 1,2~
alpyrimidin-4-onc

2-(3,4- d1meihy1pheny )-7- (plperazm t-yi)- 4H—pyr1do[1 2- a]pynmldm 4-omne-

2-[3-(dimethylamino)phenyl]-7-[(35)-3-methylpiperazin- 1-yl]-4H-pyrid
a]pyrimidin-4-one Y 4
2-{4-(difluoromethoxy)phenyl]-7-(piperazin-1-yl)-4H-pyrido[ 1 2~a]p1m1dm~4»0ne
2-[4- (dlﬂuoromethoxy)phenyi] 7-[(38)-3-methylpiperazin- 1~yl]%pyx’1do[1 V2
ajpyrinndin-4-one Vi

2~(3-fluorophenyl)-7-(piperazin-1-y}-4H-pyrido{1,2- a}pyrlm'; in-4-one
2-(3-nitrophenyl)-7-(piperazin-1-yl)-4H-pyrido{ 1,2-a]pyrip idin-4-one
2-(4-methylphenyl)-7-(piperazin-1-yl)-4H-pyridof1 ,2~a;p?§rrinﬁdin-4~one

2-(2-fluoro-4,5-dimethoxypheny!)-7-(piperazin- i—yi) AH-pyrido[1,2-a]pyrimidin-4-one
2-(2-fluoro-4,5-dimethoxyphenyl)-7-[(35)- S-meth"piperazm 1-y1]-4H-pyridof1,2-
alpyrimidin-4-one
7-(3,8-diazabicyclo[3.2.1]oct-3-y1)-2-(3 4- dlgfé’thoxyphenyl) 4H-pyrido[1,2-
alpyrimidin-4-one f

2-[4-methoxy-3- (trlﬂuoromethyi)phenyg 7-(piperazin-1-yl)-4H-pyrido[1,2-
a]pyrimidin-4-one
2-{4-methoxy-3-(triflucromethyi)phenyl]-7-[(3R)-3-methylpiperazin-1-yl]-4H-
pyrido[1,2-alpyrimidin-4-one f/?
2-{4-methoxy-3 w«(tr1ﬂuorornetlgyl)phenyl] -7-[(38)-3-methylpiperazin- { -yl]-4H-
pyridof 1,2-a]pyrimidin-4- og,ze

2-(3.4- dlmethoxyphenyl F—methoxy—?—(piperazin—l -yD)-4H-pyrido[1,2-ajpyrimidin-4-

¢ 2-[4-fluoro-3-(trifluoromethyl)phenyl]-7-(piperazin-1-yl)-4H-pyrido[ 1,2-a]pyrimidin-4-
one
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2-[2-methoxy-3-(trifluoromethyl)phenyl]-7-(piperazin- 1 -yi)-4H-pyrido{ 1,2-
alpyrimidin-4-onc

2-(3,5-difluorophenyl}-7- (plperazm 1-y1)-4H-pyridof[1,2- a]pymmdm-4 -one
7-(piperazin-1-y1)-2-[3-(trifluoromethoxy)phenyl}-4H-pyridof 1,2-a}pyrimidin-4-o e

2-[4-methoxy-3-(trifluoromethoxy)phenyl]-7-(piperazin-1-yD)-4H-pyrido[ 1, 2-
ajpyrimidin-4-onc

2-[4-hydroxy-3-(trifluoromethoxy)phenyl}-7-(piperazin-1-y[}-4H-pyrido[ 1
ajpyrimidin-4-one

pyrldo[i 2- a]pynmzd1n~4-one

2-[4-hydroxy-3-(trifluoromethoxy)phenyi}-7-[(38)-3- methylmpgazm 1-yl}-4H-
pyrido[1,2-alpyrimidin-4-one

2-(3,4-dimethoxyphenyl)-4-oxo-7-(piperazin-1-yl)-4H-quiny fizine-1-carbonitrile
2-(3-fluoro-4-methoxyphenyl)-7-[(3R)-3-methylpiperazip ’ﬁl—yl] 4H-pyrido[1,2-
a]pyrimidin-4-one 4
2-(3-fluoro-4-methoxyphenyl)-7- [(38)»3mmethyip1pg,éim I-yl]-4H-pyrido[1,2-
a]pyrimidin-4-one /
2-(6-methoxypyridin-3-yl)-7-(piperazin-1 yi) 4H-pyrido[1,2-aJpyrimidin-4-one
2-(2,4-dimethoxyphenyl)-7-<(piperazin- 1-yl§j4H pyrido[1,2-a]pyrimidin-4-one

2-(2,4-dimethoxyphenyl)-7-[(35)-3- meth piperazin-I-yl}-4H-pyrido[1,2-a]pyrimidin-
4-one e

2-(3,4-dimethoxyphenyl)-7-[(35)- 3-methylp1perdzm I-y1]-4H-quinolizin-4-one
2-(5-fluoropyridin-3-yi)-7- (plpergmn 1-yh-4H-pyrido[ 1,2-a]pyrimidin-4-one

2- (5-ﬂu0r0pyndm—3 yi)-7- [(383} 3-methylpiperazin-1-yl}-4H-pyrido{1,2-alpyrimidin-4-
one &

2-(5-chloropyridin-3-y1)-# (piperazin-l -yl)—4H—pyrid0[l ,2-a]pyrimidin-4-one

2-(5-chloropyridin-3
one

- 4-7-[(38)-3-methylpiperazin- 1-yl]-4H-pyrido[ 1,2-a]pyrimidin-4-

2-(5-chloro-6-megfloxypyridin-3-y1)-7-(piperazin- 1 -yl)-4H-pyrido[ 1,2-a]pyrimidin-4-
one
2-(1H-indoL# y1)-7-(piperazin-1-y1)-4H-pyrido[ 1 2-a]pyrimidin-4-one
2~(1H—in~5 -yD-7-(piperazin-1-yl)-4H-pyridof 1,2-ajpyrimidin-4-onc

: #luoromethoxy)-4-methoxyphenyl}-7-(piperazin-1-yl)-4H-pyrido[1,2-
gmidin-4-one

-(difluoromethoxy)-4-hydroxyphenyl |- 7-(piperazin-1-yt)-4H-pyridof 1,2~
yrimidin-4-one

b -

¢ 2-[3-(difluoromethoxy)-4-methoxyphenyi}-7-[(3S)-3-methylpiperazin-1-yl}-4H-
pyrido] 1,2-a]pyrimidin-4-one
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2-| 3-(difluoromethoxy)-4-hydroxyphenyl]-7-[(3S)-3-methylpiperazin- -yl }-4H-
pyrido[1,2-a]pyrimidin-4-on¢ y

2-(3-fluoro-4-methoxyphenyl)-7-(piperazin-1-yl)-4H- qmnohzmméi -0Ne : 4
2-(3-fluoro-4-methoxyphenyl)-7-{(35)-3-methylpiperazin-1-yl]-4H-quinolizin-4- e

2-(3,5-difluorophenyl)-7-[(38)-3-methylpiperazin-1-yl ]-4H-pyrido[ 1,2-a]pyri -4-
one

2-(3,4-dimethoxyphenyl)-7-(piperazin-1-yl)-4H-quinolizin-4-one
2-(imidazo[1,2-alpyridin-7-yl)-7-(piperazin-1-yl)-4H-pyrido[1,2-a]pyrigfidin-4-one
2-(imidazo]1,2-alpyridin-6-yl)-7-(piperazin-1-yl}-4H-pyrido[ 1,2- a]p__ midin-4-one
2-(2-methylimidazof1,2-a]pyridin-6-y])-7-(piperazin-1-yl)- 4H—py 0{1 2-alpyrimidin-
4-one #
2-(3-chloro-4-methoxypheny!)-7-(piperazin-1-y1)-4H-pyrido glf‘fé-a]pyr‘imidin-él—one

" y1]-4H-pyrido[ 1,2

2-(3-chloro-4-methoxyphenyl)-7-{(38)-3 methylplperazmﬁr
a|pyrimidin-4-one
2-(3-ethoxy-4-methoxyphenyl)-7-(piperazin-1-y1)-4 /ff)yndo[l ,2-aJpyrimidin-4-one
2-(3-ethoxy-4-methoxyphenyl)-7-{(3S)- 3-methy113} erazin-1-yi]-4H-pyrido[1,2-
a]pyrimidin-4-one y
2-(2-methylimidazo[1,2-a]pyridin-6- yl)~7 (4m fethylpiperazin-1-yl)-4H-pyrido[ 1, 2-
ajpyrimidin-4-one ,,f
2-(2-methylimidazo[1,2-a]pyridin-6- yl) 5‘ [(3S) 3-methylpiperazin-1-yl-4H-pyrido[1,2- -
alpyrimidin-4-one
7-(1,4-diazepan-1-yl)-2- (Z-methyhmzdazo[l »2-apyridin- 6~yI) 4H-pyridof1,2-
]pyrmndm 4-one fé:
7-[(3R,58)-3,5- dlmethylpmeraﬁm [-y1}-2-(2-methylimidazo[ 1,2-apyridin-6-y1}-4H-
pyridof 1,2-alpyrimidin-4- oge
2-(6,8- dlmethyhmldazo[_s'
alpyrimidin-4-one
2-(6,8-dimethylimi o[ 1,2-a]pyrazin-2-y1)-7-[(3S)-3-methylpiperazin-1-yl]-4H-
pyrido[ 1,2-a)pyrigdidin-4-one
2-(4,6-dimethy, yrazo]o[l ,5-alpyrazin-2-yl)-7-(piperazin-1-y})-4H-pyrido{ 1,2~

-a]pyrazin-2-yl)-7-(piperazin-1-yl)}-4H-pyrido[1,2-

2-(3 imethoxyphenyi)—?-(2~methylpyri‘din—éi-yl)-élﬂ—pyrido'{1 ,L2-alpyrimidin-4-one
T-ghiperazin-1-y)-2-[2-(trifluoromethylyimidazo[ 1,2-a]pyridin-6-yl]-4H-pyrido[ 1,2-
#lpyrimidin-4-one

& 2-(2-ethylimidazo[1,2-a]pyridin-6-y1)-7-(piperazin-1-yh)-4H-pyrido[1,2-a}pyrimidin-4-
one

2-(2,3-dimethylimidazo| 1,2-alpyridin-6-y1}-7-(piperazin-1-yi}-4H-pyrido[1,2-
alpyrimidin-4-one
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2-(3,4-dimethoxyphenyl)-7-{(3aR,6aS)-hexahydropyrrolo{3,4-cJpyrrol-2( 1H)-yl]-4H-
pyrido{ 1,2-a]pyrimidin-4-onc

7- (4—am1nop1per1dm 1-y1)-2-(3,4~ dzmethoxyphenyi)_4H pyl‘ld()[i 2—a]pyr1m dind-ond

4H pyrido[i 2 &]pynmidlméi one
7-[(3R,58)-3,5-dimethylpiperazin- 1 -yl}-2+(4,6-dimethylpyrazolo[1, ‘,
A4H-pyrido[1,2-a]pyrimidin-4-one V.
7-(1,4-diazepan-1-yl)-2-(4,6-dimethylpyrazolo[ 1,5-a]pyrazin-2-
alpyrimidin-4-one
2-(2-methyl-1,3-benzoxazol-6-yl)-7-(piperazin-1-yI)- 4H~p}(ﬁ{io[1 2-alpyrimidin-4-one
2-(2-methyl-1,3-benzoxazol-6-yD-7-{(3S)- 3~methylp1pe§azm~ -yl]-4H-pyrido[1,2-
alpyrimidin-4-one f
2-(2-methyl-1,3-benzothiazol-5-y1)-7-[(35)-3- mcth},finperazmmi -yl}-4H-pyridof1,2-
ajpyrimidin-4-one /
2-(2-methyl-1,3-benzothiazoi-5-yl)-7- (p1peraz ~1-y1)-4H-pyrido{1,2-alpyrimidin-4-one
2-(2-methyl-2H-indazol-5-y1)-7- (p1perazm ;~yl)~4H—pyr1do[l ,2-ajpyrimidin-4-one
2-(2-methyl-2H-~indazol-5-y}-7-[{35)-3

—methylplpcrazm L-y1}-4H-pyrido[1,2-
a]pyrimidin-4-one 4

2-(3-fluoro-5-methoxyphenyt)-7- @ﬂ@grazin 1-yD-4H-pyridof I,2-a]pyrimidin-4-one
2-(3-fluoro-5-methoxyphenyl)- 72{f3S) -3-methylpiperazin-1-yl]-4H-pyrido]{ 1,2~
ajpyrimidin-4-one )
2-(2,8-dimethylimidazo(1,2; {pyﬂdm 6-yl)-7-(piperazin-1-yl)-4H-pyridof 1,2-

alpyrimidin-4-one &
2-(3,4- d1methoxyphen~9—methyl 7-[(38)-3-methylpiperazin-1-yl}]-4H-pyrido{ 1,2~ -
a]pyrimidin-4-one  #

2-(3,4- dlmeihoxynyl)—?-(l,2,3,6~tetrahydr0pyridin~4-y1)~4H-pyrid0[1,2-a}pyrimidin_—

Apyrimidin-4-one

-(3,4-dimethoxyphenyl)-7-[4-(dimethylamimo)piperidin-1-yl]-4H-pyridof1,2-
alpyrimidin-4-one

2-(4-methoxy-3-methylphenyl)-7-(piperazin-1-y)-4H-pyrido[ 1,2-alpyrimidin-4-one

487




WO 2013/119916 _ PCTUS2013/025292

3-[4-oxo-7-(piperazin-1-yl)-4H-pyrido[ 1,2-a]pyrimidin-2-yl|benzonitrile
2-methoxy-5-[4-oxo0-7-(piperazin-1-y1)-4H-pyrido{ 1 ,2-a]pyrimidin-2-yl|benzonitrile
2-(3-fluoro-4-hydroxyphenyl)}-7-(piperazin-1-y1)-4H-pyrido[ I,2-aJpyrimidin-4-one
2-(4-ethoxy-3-fluorophenyl)-7-(piperazin-1-yl)-4H-pyrido{1,2-a]pyrimidin-4-ong
2-[3-fluoro-4-(2,2,2-trifluorocthoxy)phenyl]-7-(pip erazin-1 -yD-4H-pyrido[1,2
alpyrimidin-4-one
idin-4-one
ido[1,2~

2-(2-methyl-1,3-benzoxazol-5-y)-7-(piperazin-1-yl)-4H-pyrido[,2-alpyri
2-(2-methyl-1,3-benzoxazol-5-y1)-7-{(3S)-3-methylpiperazin-1-yl]- 4H
apyrimidin-4-one &
2-(3-fluoro-4-methylphenyl)-7-(piperazin-1-yl)-4H-pyrido[1,2-2 j fimidinuéiuone
2-(3-fluoro-4-methylphenyl)-7-[(35)-3-methylpiperazin-1-yl}-4H-pyrido[1,2-
a|pyrimidin-4-one #
7-[(35)-3-aminopyrrolidin-1-yl}-2-(3,4- d1methoxyphcnyl)zﬂ4ﬁ -pyrido[1,2-a]pyrimidin-
4-one ,»;“’
2-(3,4-dimethoxyphenyl)-9-methyl-7-(piperazin-1- /)ﬁfﬂ—pyrldo[l 2-aJpyrimidin-4-one

7-(1,4-diazepan-1-yl)-2-(2-methyl-1 3—benzoth1az%"’ 5-yD)-4H-pyrido[ 1,2-alpyrimidin-4-

one fﬁ

7-{(38)-3-methylpiperazin-1-yl]-2- (4~methy[~g ié~thiazol~2—yl)—4H-pyﬁdo[E,2—

alpyrimidin-4-one
2-(4-methyl-1,3-thiazol-2-y1)-7- (plperazz,".g
2~(3 4-dimethoxyphenyl)-7- (1—m€thyip1pemdm 4-y1)-4H-pyrido[ 1,2-alpyrimidin-4-one
2-(3.4-dimethoxyphenyl)-7- [(38) 3§(propan 2-ylamino)pyrrolidin-1-yl] 4H—pyr1do{1 2-
a]pyrimidin-4-one &

2-(3-fluoro-4- methoxypheny)fl ~(4-methyl-1,4-diazepan-1-yh)-4H-pyridof1,2-
alpyrimidin-4-one Fa

I-yl}-4H-pyrido{1,2-a}pyrimidin-4-one

2-(4-methoxy-3 -mtroph_&i)ﬂ—{p}'perazin-] -y-4H-pyrido[1,2-a]pyrimidin-4-one
2-]3-fluoro-4-(meth
one

7-(4-methyl-1,4
a]pyrimidin-44

lfanyl)phenyl]-7-(piperazin-1-y)-4H-pyrido[ 1,2-alpyrimidin-4-
fiazepan-1-y)-2-(2-methylimidazo[ 1,2-a]pyridin-6-yl}-4H-pyrido[1,2-

2-(4,6-dim ylpyrazolo[i 5-ajpyrazin-2-yl)-7-(4-methylpiperazin-1-y1)-4H-pyrido[ 1,2~
alpyrimig#h-4-one
2-(2-mfthyl-1,3-benzoxazol-6-yl)-7-(4-methylpiperazin-1-yl}-4H-pyrido[1,2-
a,}pm]dm-vdl one
TH3R,58)-3,5-dimethylpiperazin-1-y1}-2-(2-methyl-1,3-benzoxazol-6-y1)-4H-

Ayrido[1,2-ajpyrimidin-4-one
# 2-(5-fluoro-6-methoxypyridin-3-y1)-7-[(3S)-3-methylpiperazin-1 —yl] 4H-pyridof1,2-

alpyrimidin-4-one
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7-[(3R,58)-3,5-dimethylpiperazin-1-yi}-2-(5-fluoro-6-methoxypyridin-3-yl)-4H-
pyridof1,2-alpyrimidin-4-one
7-[(3R,58)-3,5-dimethylpiperazin-1-yl]-2-(2-methyl-1, 3—benzoth1azol -5-yl)-4H-
pyrido[1,2-alpyrimidin-4-one
2-(2-methyl-1,3-benzothiazoi-5-y1}-7-(4-methylpiperazin-1-yl)-4H-pyrido[1,2-
alpyrimidin-4-one
2-(2-methyl-1,3-benzothiazol-3-y1)-7-(4-methyl-1,4-diazepan-1-y1)-4H-pyrjfo[ 1,2-
alpyrimidin-4-one
7-[(8a8)-hexahydropyrrolo[ 1,2-alpyrazin-2(1H)-yi]-2-(2-methyl-1,3-bghzothiazol-5-yl)-
4H-pyrido[1,2-a]pyrimidin-4-one

v

2-(4-methyl-1H-imidazol-1-y1)-7-(piperazin-1-yl)}-4H-pyrido[ 1,24 pyrnn]dm -4-one
2-(4-methyl-1H-imidazol-1-y1)-7-[(3S)}- 3-methyip1perazm—1-yu4H-pyndo[I,2-
alpyrimidin-4-one
2-(3,4-dimethoxyphenyl)-7- {{2-(methylammo)ethyi}amm@i‘* ~4anyrid0[1,2-
ajpyrimidin-4-onc
2-(5-fluoro-6-methoxypyridin-3-yl)-7-(piperazin-1-y] ‘—4H-pyrid0[1 ,2-ajpyrimidin-4-
one ‘

2-(3,5-difluoro-4-methoxyphenyl)-7-(piperazingd-yl)-4H-pyrido[ 1,2-a]pyrimidin-4-one
2- -(3,5-difluoro-4-methoxyphenyl)-7- [(38) 3-;"' cthylpipcrazin-1-yl}-4H-pyrido{1,2-
d]pyrirmdm-éi one #

a]pynmldm-éi -one g
2-(3-fluoro-4-methoxyphenyl)-7- (gfﬁ 3,6-tetrahydropyridin-4-yl)-4H-pyridof 1,2~
ajpyrimidin-4-one {f"i
2-(3 4-dimethoxyphenyl)-7-(piperidin-4- ~ylamino)-4H-pyrido[1,2-a]pyrimidin-4-one
2-(3 4- dlmethoxyphenyl) 7A(1-methyl-1,2,3,6-tetrahydropyridin-4-yl)-4H-pyrido[1,2-
alpyrimidin-4-one F
2-(3-chloro~5-fluorop}f
alpyrimidin-4-one #

2-(3 -chloro-5-fly ophenyl)~7~(piperazin- 1-yh)-4H-pyridof1,2-a}pyrimidin-4-one
7-[(38)-;

11yl)-7~[(3 S)-3-methylpiperazin-1-yl]-4H-pyrido[1,2-

ipiperazin-1-yl]-2-(1-methyl-1H-pyrazol-4-yl)-4H-pyrido] 1,2-

alpyffnidin-d-one
,3-dimethylpiperazin-1-yl)-2-(2-methyl-1,3-benzoxazol-6-yl)-4H-pyrido{1,2-
filpyrimidin-4-one

# 7-(1 4-diazepan-1-y1)-2-(2-methyl-1,3-benzoxazol-6-yl)-4H-pyrido[ 1,2-a]pyrimidin-4-
one
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2-(2-methyl-1,3- benzoxazol—6-yi)~7-(é§~mcthyl-1,4~d.iazepanm1~yl)~4H~pyrid0{1,2-
ajpyrimidin-4-onc

7-[(8a8S)-hexahydropyrrolo[1,2-alpyrazin-2(1H)-y1]-2-(2-methyl-1,3-benzoxazol-6-
4Hapyr1do{1 2-alpyrimidin-4-one

-[3- (dimetbyiammo)pymohdm— -yl]-2-(3- ﬂu()lo 4-mcthoxyphenyl) 4Hfquinolizin-4-
one

7-(4-aminopiperidin-1-yl)-2-(3-fluoro-4-methoxyphenyl)-4H-quin =fmn#mone

7-(4-cthylpiperazin-1-y1)-2-(2-methyl-1,3-benzoxazol-6-yl)- 4H~a*i;}ido[l,}a}pyrimidinu
4-one

-[4~(dimethylamino)piperidin-1-yl]-2-(3-flucro-4- methox'._‘-‘henyi)—iiH -quinolizin-4-
one ?x
2-(3-fluoro-4-methoxyphenyt)-7-(1-methyl-1,2,3 6~tety’fahydropyr1dm~4~yi) ~4H-
pyndo[l 2-alpyrimidin-4-one j‘/

7-[(35)-3- (d1methy1am1no)pyrrohdm— -yl}-2- (3-: fioro-4-methoxyphenyl)-4H-

pyﬂdo[l 2-ajpyrimidin-4-one

7-[(BRAR)-3~(dimcthylamino)- 4-hydroxy Zroildm 1-y1]-2-(3-fluoro-4-
methoxyphenyl)-4H-pyrido[1,2-a pynrm 4-one

7-(4-aminopiperidin-i-yl)-2-(3- ﬂuoro gtmmethoxyphenyl) -4H-pyridof1,2-apyrimidin-4-

one

2-(3-fluoro-4-methoxyphenyl)- 7}4 (methylammo)plperldm-1~y1] -4H-pyrido[1,2~

a]pyrimidin-4-one Vi

2-{&-fluoro- 2~methyhm1dazo{f[ 2-alpyridin-6-y1)-7-(piperazin-1-yl)-4H-pyridof 1,2~
a]pyrimidin-4-one V.
7-[(3R,58)-3,5-dimethy}fiperazin- 1-yl}-2-(8-fluoro-2-methylimidazo[ 1,2-a]pyridin-6-
yD-4H-pyrido[1,2-a midin-4-one
2-(8-fluoro-2-methylimidazof 1,2-a|pyridin-6-y1)-7-(4-methyl-1,4-diazepan-1-y1)-4H-
pyrido{ 1,2-a]pyg#nidin-4-one
2-(3-~fluoro-4-4 ethgxyphenyl) 7-{(3aR,6aS)-hexahydropyrrolo[3,4-clpyrrol- 2(11"1) yl}-

dlmethoxypheny.l)~7~ 1 -(2~hydroxyethy1.)piperidin-4~yl.]~4ﬁ.-pyrido{ 1,2~
|#yrimidin-4-one

& - (4-fluoro-3 -methoxyphenyl)-7-[(38)-3-methylpiperazin- 1 -yl]-4H-pyrido[1,2-

¢ ajpyrimidin-4-one

2-(4-fluoro-3-methoxyphenyl)-7-(piperazin-1-y1}-4H-pyrido[ 1,2-a]pyrimidin-4-one
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2-(3,4-difluoro-5- methoxyphenyl)—?—[(3S)-S-'methylpiperazin—1'—y1]-4H—pyﬂd0[l,2—
a]pymn1d1n—4 one

]pyr1m1dm~4 one
2-(3-fluoro-4-methoxyphenyl)-7- {4~ [(methylammo)methyl}mpen i -yl} -4H-
pyrido| 1,2-a]pyrimidin-4-one
7-1(3S)-3-aminopyrrolidin-1-yl}-2-(3- ﬂuoro~4~methoxyphen ?)—41-1 -pyrido[1,2-

alpyrimidin-4-one 4
2-(3-fluoro-4-methoxyphenyl)-7- {[{(3R}- lumethylpyrrohdm- -yljamino}-4H-
pyrido[1,2-alpyrimidin-4-one /;P
7-{4-{(dimethylamino)methyl]piperidin-1-y1}-2- (3 fuoro-4-methoxyphenyl)-4H-
pyrido[1,2-a]pyrimidin-4-one

2-(6-methoxypyridin-2-yl)-7-(piperazin-1- yl) él -pyridof 1,2-alpyrimidin-4-one

7-(piperazin-1-y1)}-2-(pyridin-3-y1)- 4E~1-pyr1 ¢
2-(5-methoxypyridin-3-yl)-7-(piperazin },«—yl) -4H-pyrido[1,2-a]pyrimidin-4-one

{1 2-a]pyrimidin-4-one

3-fluoro-5- {7-[(3S)- 3—methyiplperazm—luyl] -4-0x0-4H-pyrido[1,2-a]pyrimidin-2-
yl}benzonitrile

3-fluoro-5-[4-0x0-7- (p1peraz1n— Iﬁj’l) -4H-pyrido[ 1,2-alpyrimidin-2-yl]benzonitrile
2-(3-fluoro-4- methoxypheny)ﬁ [(3'S,4'S)-4"-hydroxy-1,3"-bipyrrolidin-1'-yl]-4H-
pyrido[ ,2-a]pyrimidin-4-op

ny1)-7 {methyl{ (3R)-pyrrolidin-3-yljamino}-4H-pyrido[1,2-

2-(3-fluoro-4- methoxyp;
alpyrimidin-4-one &

7-[(35)-3,4-dimeth
a}pynmldm—ﬁl-on

piperazio-1-yl]-2-(2-methy!-1 ,3~benzoxazoI—6-yl)~4H—pyrido[1 2~
2-(3.4- phenyl)-7-[(1-methylpiperidin-4-yHoxy]-4H-pyridof1,2-aJpyrimidin-

hoxyphenyl)~7— (38)-pyrrolidin-3-yloxy]-4H-pyrido[1,2-a]pyrimidin-4-one
2-(3,4-gimethoxyphenyl)-7-(piperidin-4-yloxy)-4H-pyrido( 1 ,2-alpyrimidin-4-one
7-(14 {-diazepan-1-y1)-2-(3,4-dimethoxyphenyl)-9-methyl-4H-pyrido] 1 ,2-a]pyrimidin-4-

{3-ﬂuoro—4-methoxyphenyl)-7- {methyl[(3R)-1-methylpyrrolidin-3-ylJamino}-4H-
# pyrido[1,2-a|pyrimidin-4-one

7-[4-(dimethylamino)piperidin-1-yl]-2-{Z-methyl-1,3-benzoxazol-6-y1}-4H-pyridol1,2-
alpyrimidin-4-one
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7-1(38)-3-(dimethylamino)pyrrolidin- 1 -y1]-2-(2-methyl-1,3-benzoxazol-6-yl)-4H-
pyrido[1,2-a]pyrimidin-4-onc

7-(4-aminopiperidin-1-yf)-2-(2-methyl-1 3 benzoxazol-6-yl)- 4H -pyride[1,2-
alpyrimidin-4-one

7-i(3aR,6aS)-hexahydropyrrolo[3,4-clpyrrol-2(1H)-y1]-2-(2-methyl-1,3-benzo
yD-4H-pyridof1,2-a]pyrimidin-4-one
7-[(3R)-3,4-dimethylpiperazin- [ ~yl]-2-(2-methyl-1,3-benzoxazol-6-y1)-4Hpyrido[1,2-
ajpyrimidin-4-one

2- (3 fluoro-4- methoxyphenyi) 7 [(3aR 6aR)- 1~methyihexahydrop 10[3 4—b}pyrroi—
5(1H)-yl]-4H-pyrido[1,2-alpyrimidin-4-one 4
2-(3,4-dimethoxypheny!)-9-methyl-7-(1,2,3 6-tetrahydropynd i
alpyrimidin-4-one
2-(3,4-dimethoxyphenyl)-7-[ 1-(2-hydroxyethyl)-1,2,3 6~tesrahydr0pyr1dm-4 yI]-4H-
pyrido[1,2-alpyrimidin-4-one 4}?
2-(3 4-dimethoxyphenyl)-7-(1-methyl-1,2,3 6-tetrahytropyridin-4-yl)-4H-quinolizin-4-
one
2-(3 4-dimethoxyphenyi)—Q—methyl«?-(piperidi_ 4-y])-4H-pyrido[1,2-a]pyrimidin-4-one
2-+(3,4-dimethoxyphenyl)-9-methyl-7- (E-mctﬁ 1-1,2,3,6-tctrahydropyridin-4-y1)-4H-
pyrido[1,2~a]pyrimidin-4-one f
2-(3,4-dimethoxyphenyl)-9-methyl-7- (b—methyimperzdm-&yi) 4H-pyr1do[1 2-
alpyrimidin-4-one
7-(1,4-diazepan-1-y1)-2-(2- methyggﬂ 3 benzothiazol-6-y1)-4H-pyrido[ 1,2-a]pyrimidin- 4
one
2-(2-methyl-1,3 bcnzothidzol yl)-?-(4—methy1~l,4~diazepan—l-yi)-éianyrido[l,2»-
alpyrimidin-4-one ﬁ
7- [(SaS)—hexahydropo{l 2-a|pyrazin-2(1H)-yl}-2-(2-methyl-1,3-benzothiazol-6-y1)-
4H-pyridof1,2- a}pyn din-4-one
2-(2-methyl-1,3- be0th1azol.—6-yl)—7—(4—methylpiperazin-1—yi)—4H~pyrido{l,2~
a]pyrimidin-4-oné
2-(3,4- dlm@thyphenyl) 7-[(3aR, 6aS)-hexahydropyrrolo[3 4-c]pyrrol-2(1H)-y1}-9-
methyl-4H-gArido[ 1,2-a]pyrimidin-4-one

~4~y1)—4H—pyrzdo[1 2-

7-[(38)- dimethylpiperazin-I -yl}-2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-yl)-4H-
pyridoff.2-a]pyrimidin-4-one

2-(446-dimethylpyrazolo[1,5-a]pyrazin-2-y1)-7-{(3R,58)-3 4 S-trimethylpiperazin-1-yl]-
pyrldo[l 2-a]pyrimidin-4-one

72-(3,4-dimethoxyphenyl)-9-methyl-7-{(3aR ,6aS)-5-methylhexahydropyrrolo[3,4-

# clpyrrol-2(1H)-yl}-4H-pyrido[1,2-a]pyrimidin-4-one

2-(3,4-dimethoxyphenyl)-7-[4-(dimethylamino)piperidin-1-yl}-9-methyl-4H-pyrido[1,2-
alpyrimidin-4-one
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7-[(1R,58)-8-azabicyclo[3.2.1Joct-2-en-3-y1]-2-(3,4-dimethoxyphenyl)}-4H-pyrido[ 1,2- |
a}pyrimidin-4-onc
2-(3,4-dimethoxyphenyl)-7-(1, 2 5,6-tetrahydropyridin-3-yl)- 4H -pyrido[1,2- a}pymm
4-one
7-[(3R)-3-(dimethylamino)pyrrolidin--y1}-2-(2-methyl-1,3-benzoxazol- 6‘yl) 4
pyrido]1,2-alpyrimidin-4-one
2-(2-ethyl-1,3-benzoxazol-6-y1)-7-(piperazin-1-y1}-4H-pyrido[1,2-a]pyrim 4-one
2-(2-ethyl-1,3-benzoxazol-6-y1)-7-[(3S)-3-methylpiperazin-1-yl}-4H-pygdo[1,2-
aJpyrimidin-4-one ,f/
2-(2-methyl-1,3-benzoxazol-6-y1)-7-[(3aR,6aS)- S—methylhexahydrym)loB 4-
clpyrrol-2(1H)-yi}-4H-pyrido[1,2-a]pyrimidin-4-one V4
7-(8-fluoro-2-methylimidazo[1,2-a]pyridin-6-y1}-2-(piperazin. L7 —yl)-4I~¢{.-pyr1do[1,2-
alpyrimidin-4-one ’;*
2-(8-fluoro-2-methylimidazo{1,2-alpyridin-6-yl)-7-(4- me;f"‘ylplperamm -yI-4H-
pyrido[ 1,2-a}pyrimidin-4-one
2-(8-fluoro-2-methylimidazof1,2-a]pyridin-6-yl)- 7«“5%\) 3-methylpiperazin-1-yi]-4H-
pyrido[1,2-alpyrimidin-4-one

2-(8-fluoro-2-methylimidazof 1 ,2-a]pyridin- 6~y}%{(8a8) hexahydropyrrolo[1, 2~
ajpyrazin-2(1H)-y1}-4H-pyrido[1,2-a pyrtm@fh -4-one

Eit

2-(8-fluoro-2-methylimidazo[ 1,2-a]pyridig#6-y1)-7-[(8aR }-hexahydropyrrolo[ 1,2~
alpyrazin-2(1H)-yl}-4H-pyrido[1,2- a}pyr‘lmldm -4-one

7-(4-aminopiperidin--yl)-2- (8»«ﬂuoms-2 methylimidazo[1,2-a]pyridin-6-yt)-4H-
pyrido[l 2-afpyrimidin-4-one w

7-[(3R)-3 (dlmethylammo)pyrmﬁdm- ~yl}-2«(8-fluoro-2-methylimidazo[1,2-alpyridin-
6-y1)-4H-pyrido[1,2- a]pynmli‘fn 4-one

7-1(38)-3- (dlmethylamlnomﬁoiidln 1-y1]-2-(8-fluoro-2-methylimidazof1,2-alpyridin-
6-yl)-4H-pyrido[1,2-alpyfimidin-4-one

2-(4-aminopiperidin-1&41)-7-(3-fluoro-4-methoxyphenyl)-4H-pyrido[ 1,2-apyrimidin-4-

tifylamino)pyrrolidin-1-y1]-7-(3-fluoro-4-methoxyphenyl)-4H-
Fimidin-4-one

)’ r0-4- methoxyphenyl) -7-[(3aR,6a8)-5-(2-hydroxyethyhhexahydropyrrolo[3.4-
clpygfol-2(1H)-yl}-4H-pyrido{1,2-a]pyrimidin-4-one

A ~ﬂuor0—4~methoxyphen.y1)-?— [(3aS,6aS)-1-methylhexahydropyrrolo[3,4-b]pyrrol-
£(1H)-yl}-4H-pyrido[1,2-alpyrimidin-4-one

¢ 2-(3-fluoro-4-methoxyphenyl)-7-[(3aR,6aS)-5-(propan-2-yhhexahydropyrrolof3,4-
clpyrrol-2(1H)-yl}-4H-pyrido[1,2-a]pyrimidin-4-one
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7-[(3R)-3~(dimethylamino)pyrrolidin-1-yl]-2-(3-fluoro-4-methoxyphenyl)-4H- y 4
pyrido{ 1,2-alpyrimidin-4-onc 4
7-(3,3-dimethylpiperazin-1-yl})-2- (Q-methyl—] 3-benzothiazol-6-yl}-4H-pyrido[1,2- #
alpyrimidin-4-one '
7-[(8aR)-hexahydropyrrolo[1,2-alpyrazin-2{1H)-yl]-2-(2-methyl-1 3—benzoth1a Bl1-6-
yl)- 4H-pyr1do[1 2- a]pyrlmzdm 4—one

alpyrimidin-4-one

2-(2~-methyl-1 ,3-benzothiazoi-6~yi)~7~(piperidin-4—y]0xy)—4H-pyﬁdo{ ¢2-a]pyrimidin-4-

one

2-(8-chloro-2-methylimidazo[ 1,2-a Jpyridin-6-yl}-7- (piperazm-l yf'{)~4H-pyrido[l,2—
a]pyrmdin-4-one

2-(8-chloro-2-methylimidazo[ 1,2-a]pyridin-6-y)-7-[(3R, 55) 5 dimethylpiperazin-1-
yl]-4H-pyrido[ 1,2-alpyrimidin-4-one

2-(8-chloro-2-methylimidazo[1,2-a]pyridin-6-y1)-7-(4 cthyl 1,4-diazepan-1-y1)-4H-

pyrido{ 1.2-alpyrimidin-4-one /F(

2-(8~chloro-2-methylimidazo| 1,2-a]pyridin-6-yl)-; 4’((3[{) 3-methylpiperazin-1-yl}-4H-

pyrido[1.2-alpyrimidin-4-one /’
2-(8-chloro-2-methylimidazo[1,2- a}pyrldm y1) 7-[(38)-3-methylpiperazin-1-yl]-4H-
pyrido{ |,2-alpyrimidin-4-one f-ﬁ

&
2-(8-chloro-2-methylimidazo[1, 2»a]pynghn 6-y1)-7-[(8aR)-hexahvdropyrrolof1,2-
a]pyrazin-2(1H)-yi}-4H-pyrido| 1,2- a]pyr1m1dm—4~one
2-(8-chloro-2-methylimidazo[1,2- yﬁyridm— 6-y1)-7-|(8aS)-hexahydropyrrolof1,2-
alpyrazin-2(1H)-yl]- 4H—pyndo[;§ﬁ aJpyrimidin-4-one

7-(3-fluoro-4- mothoxyphenylfﬁ (1,2,3,6-tetrahydropyridin-4-yl}-4H-pyrido[1,2-
a]pyrimidin-4-one ,,

7- [(SS) 3,4- dlmethylpip azm« 1-y1]-2~(8~fluoro-2-methylimidazo{ 1,2-alpyridin-6-y1)-

7-{(3R)-3 ,4~dimeth p iperazin- 1-yl}-2-(8-fluoro-2-methylimidazo[ 1,2-alpyridin-6-yl)-
4H-pyrido{1,2- yrimidin-4-one

2-(4 uoro—Z—methyl 1,3-benzoxazol-6-y1)-7-(1,2,3,6- tetrahydropyndm— -yi)-4H-
pygdo[1,2-a]pyrimidin-4-one
AZ-(4-fluoro-2-methyl-1,3-benzoxazol-6-yl)-7-(1-methyl-1,2,3,6-tctrahydropyridin-4-yl)-
# 4H-pyrido[1,2-a]pyrimidin-4-one

2-(3-fluoro-4-methoxyphenyl)-7-[(4aR,7aR )-octahydro-6H-pyrrolo] 3,4-blpyridin-6-yli]-
4H-pyrido[ 1,2-a}pyrimidin-4-one
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2-(2-methyl-1,3-benzoxazol-6-y1}-7-(1,2,3,6-tetrahydropyridin-4-y1}-4 H-pyrido[ 1,2~
alpyrimidin-4-onc

2-(2-methyl-1,3-benzoxazol-6-y1}-7-(1 methyl 1,2,3 6—tctrahydropyr1dm—4 y1)-4H-
pyridof1,2-a]pyrimidin-4-one

7-{1-cthyl-1,2,3 6-tetrahydropyridin-4-yl}-2-(2-methyl-1,3-benzoxazol- 6~y1)-4
pyridof1.2-a}pyrimidin-4-one
2-(4-fluoro-2-methyl-1,3-benzoxazol-6-y1)-7-(piperazin-1-yl)-4H-pyrido[ 1
ajpyrimidin-4-one
2-{4-fluoro-2-methyl-1,3-benzoxazol-6-y1)-7-{(38)- E-methylpmerazm
pyrldo[l ,2~alpyrimidin-4-one 4

7-[(38)-3,4-dimethylpiperazin-1-yi]-2-(4-fluoro-2-methyi-1,3- beoxazol 6-yl)-4H-

pyrido[1,2-a]pyrimidin-4-one
2-(4-fluoro-2-methyl-1,3-benzoxazol-6-y1)-7-(4- methylmpe‘_,mw -y1)-4H-pyridof 1,2~
alpyrimidin-4-one f 4
7-{4-cthylpiperazin-1-y1)-2-(4-fluore-2-methyl-1,3 ~bc?;6xazoi~6~yl)~4H~pmdo[ 1,2-
a]pyrimidin-4-one #
2-(4-fluoro-2-methyl-1,3-benzoxazol- 6-y1)~7 (4 pylpiperazin-I-y1)-4H-pyrido] 1,2-
alpyrimidin-4-one
7-[(3aR.6aS)- S—Gthylhexahydropyt‘roio [3 4~c;45yrr01~2(1H)~yi}~2~(3~ﬂuoro~4~
methoxyphenyl)-4H-pyrido{1,2- a}pynmmg{ ~4-one
2-(3-fluoro-4-methoxyphenyl)-9- mcthyl-ﬁ?/ (1,2,3,6-tetrahydropyridin-4-y)-4H-
pyrido[1,2-ajpyrimidin-4-one A.ﬁ.,-,
2-(3-fluoro-4-methoxyphenyl)-7- (flﬂiR 7aR )-1-methyloctahydro-6H-pyrrolo[3,4-
blpyridin-6-y1]-4H-pyrido[1 2-a/]{§yr1m1dm -4-one
2-(3,4-dimethoxypheny!)-9 rggzﬂlyl 7-{(3R)-3-methylpiperazin-1-yl}-4H-pyrido|1,2-

a]pyrimidin-4-one ,ﬁ«
2-(3-fluoro-4- methoxyph;é‘nyl)-ﬁi methyl-7-(1-methyl-1,2,3,6-tetrahydropyridin-4-yl)-
4H-pyridof1,2-a pyn

7-(3-fluoro-4-meth ,

yoro-2-methyl-1,3-benzoxazol-6-yl)-7-(1-propyl-1,2,3,6-tetrahydropyridin-4-y1)-
tido[1,2-a]pyrimidin-4-one

yridof 1,2-a]pyrimidin-4-one

¢ 2 -(3.,4-dimethoxyphenyl}-7-[(2R)-2-methylpiperazin-1-yl}-4H-pyrido} 1,2-a]pyrimidin-
4-one

2-(2-methyl-1,3-benzoxazol-6-y1)-7-[(35)-3-methylpiperazin-1-yl}-4H-quinolizin-4-one
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2-(2-methyi-1,3-benzoxazol-6-yl)-7-(4-methylpiperazin-1-yl)-4H-quinolizin-4-one
7-[(38)-4-ethyl-3-methylpiperazin-1-yl}-2-(2-methyl-1,3-benzoxazol-6-yl)-4H-
quinolizin-4-one
7-{(38)—3,4—d1methyipiperazin—1—yi}—Z-(fl—methylnl,3-benzoxazoE«6»yl)-4f~€{mquin0 i
one '

pyﬂdo{i 2- a]pymmdm—ﬁt» one
7-[4-(dimethylamino)piperidin-1-y1}-2-(3-fluoro-4-methoxyphenyl)- 9 ethyl 4H-
pyrido[1,2-ajpyrimidin-4-one #

2-(3-fluoro-4-methoxyphenyl)-9-methyl-7-(1-methylpiperidin-4.4 )-4H-pyrido[l 2

a]pyrimldm 4-one f
-[4~(cyclopropylaminoYpiperidin-1-y1]-2-(3, 4-—d1methoxyp nyl)-9-methyl-4H-
pyrldo{l 2-a]pyrimidin-4-one f
2-(8-chloro-2-methylimidazo[ 1,2-a]pyridin-6-y[}-7- [(3
4H-pyrido[1,2-a]pyrimidin-4-one .
2-(3 4-dimethoxyphenyl)-7-[(3R,58)-3,5-dimethy}piperazin-1-y1]-9-methyl-4H-
pyrido[1,2-a]pyrimidin-4-one ‘ jﬁ"
2-(3,4-dimethoxyphenyl)-7-[(3R)-3,4- dlmctla;ylplpcrazm— ~y1]-9-methyl-4H-pyrido[1,2-
ajpyrimidin-4-one

g’J

2-(4,6-dimethylpyrazolo[1,5- a}pyrazmug yi) 7-(4~-methyl-1,4-diazepan-1-yl)- 4H~
pyrido[1,2-ajpyrimidin-4-one f

2-(4,6-dimethylpyrazolo{1,5- a}pyzazma?.uyl)ﬂ -[(3R)-3-methylpiperazin-1-yi]-4H-
pyrido[1,2-ajpyrimidin-4-one f””

2-(4,6-dimethylpyrazolo{1,5- a}pyrarzm~ -y1)-7-f{(8aS)-hexahydropyrrolof1,2-a]pyrazin-
2(1H)-yl]-4H-pyrido{1,2~ ajqﬁynmad1n»4 -One

2-(4,6-dimethylpyrazoelg A5 ,S-alpyrazin-2-y1)-7-{(8aR)-hexahydropyrrolo]1,2-a]pyrazin-
2(1H)-yl}-4H-pyrido[ }£ —a]pyrimidin«4~0nc '
2-(4, 6 dmlethylp rgzolo[1,5-a]pyrazin-2-y1)-7-(4-ethylpiperazin-1-yl)-4H-pyrido[ 1,2-

p ,2-a]pyrimidin-4~one
(4,6-dimethylpyrazolof1,5-alpyrazin-2-y1)-7-(1,2,3,6-tetrahydropyridin-4-yl)-4H-
pyrido[1,2-alpyrimidin-4-one
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-yl)-7-[(3R)-4-ethyl-3-methylpiperazin-1-yl]-
4H-pyridof1,2-alpyrimidin-4-one
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2-(3,4- dimethoxyphenyl)—9—methyi~7—(4-methyipiperazin-1-yl)mf»lﬂ-pyrido[l,2~
a]pyrimidin-4-onc
2-(3,4-dimethoxyphenyl)-7-[4- (dlmethylammo)p1per1d1n— ,-yi] -9-ethyl-4H-pyrido[1
alpyrimidin-4-one
2-(3,4-dimethoxyphenyl)-7-[1-(2-hydroxyethyl)-1,2,3,6-tetrahydropyridin-4- yl
methyl-4H-pyrido[1,2-alpyrimidin-4-one
7-[4-(dimethylamino)piperidin-1-yl}-2-(2-methyl-1,3-benzothiazol-5-y1 -4 H-pyrido[ 1,2~
a]pyrimidin-4-one
7-(4-aminopiperidin-1-y1}-2-(2-methyl-1,3-benzothiazol-5-yl)-4H- py _,_,_g-"*
a|pyrimidin-4-one #
7-1(3aR 6aS)-hexahydropyrrolof3,4-c]pyrrol-2(1H)-yl]-2- (2—met »i J-benzothiazol-5-
yh-41-pyrido[1,2-a]pyrimidin-4-one %”
2-(4,6-dimethylpyrazolof1,5-alpyrazin-2-yl)-7-(1-methyl- ;}&3 .6-tetrahydropyridin-4-
yh-4H-pyrido[1,2-a]pyrimidin-4-one Vi 4
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-y1)-7-(1- cthyiﬂﬁi 2,3,6-tetrahydropyridin-4-yl)-
4H-pyridof1,2-ajpyrimidin-4-one
2~(4,6-dimethylpyrazolof 1,5-a]pyrazin-2-yl)- 7—(1/;&%0 yi-1,2,3,6-tetrahydropyridin-4-
y)-4H-pyrido[1,2-a]pyrimidin-4-one
2-(3 4-dimethoxypheny!)-7-(1,2,3 6-t{:trahydy6/ yridin-4-yl}-4H-pyrimido[1,2-
a]pyrimidin-4-one
7-(1-cyclopropyl-1,2,3 6~tetrahydr0pyr1d{n -4-y1)-2-(4,6-dimethylpyrazolof1,5-
a]pyrazin-2-yl)-4H-pyridof1,2- a]pyngndm -4-one
2-{4,6-dimethylpyrazolo[1, S-a]pyx;gzm- -yl)-7-{1-(propan-2-y1)-1,2,3,6-
tetrahydropyridin-4- yl]-4H»pyrid5il 2-ajpyrimidin-4-one
7-(1-cyclobutyl-1,2,3,6- te‘cra@ "dropyr1d1n~4—yl) 2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-
2-y1)-4H-pyrido[1,2- a]pyrngzﬁdm-4~one
2-(4,6-dimethylpyrazoloff,5-a)pyrazin-2-yl)-7-[ 1~(oxetan-3-y1)-1,2,3,6-
tetrahydropyridin-4- y-4H—pyr1d0{l 2-ajpyrimidin-4-one
2-(3,4-dimethoxyphy
a]pyrimidin-4-omn;
2-(3,4-dimethgfyphenyt)-7-{4-(ethylamino)piperidin-1-yl]-9-methyl-4H- pyrldo[f 2-
alpyrimidin-g~one

yi}-9-methyl-7-{4-(methylamino)piperidin-1-yl}-4H-pyridof1,2-

2-(3 4-digfethoxyphenyl)-8-methyl-7-(piperazin-1-y1)-4H-pyrido[ 1,2-a }pyrimidin-4-one
2- (3 4 methoxyphenyl) -7-[4-(propan-2-ylamino)piperidin- 1 -yl}-4H-pyrido[1,2-

A -cyclobutyl-1,2,3,6-tetrahydropyridin-4-yl)-2-(3,4-dimethoxyphenyl)-4H-
ido[1,2-a]pyrimidin-4-one

2~(3,4-dimethoxyphenyl)-7-{ 1-(propan-2-y1)-1,2,3,6-tetrahydropyridin-4-y!]-4H-
pyrido{1,2-a]pyrimidin-4-one

497

RISt b S R s SR A



WO 2013/119916 PCT/US2013/025292

2-(3,4-dimethoxyphenyl)}-7- 1 -(oxetan-3-y1)-1,2,3, 6-tetrahydropyndin-4-yi]-4H-
pyrido[1,2-a]pyrimidin-4-onc y
2-(3,4-dimethoxyphenyl)-7-(1-propyl-1,2,3,6- tetrahydropyndm 4-yl)- 4H-pyr1do[1 2

a]pyrimidin-4-one

2-(3,4-dimethoxyphenyl)-7-[4-(methylamino)cyclohex-1-en-1-yl}- 4H-pyr1ci0[i
alpyrimidin-4-one

2-(3,4-dimethoxyphenyl}-7-[4-(dimethylamino)cyclohex-1-en-1-yl]-4H-pyg#dof1,2-
a]pyrimidin-4-one
2-(3 4-dimethoxyphenyl}-7- {4-[ethyl{methy)amino]cyclohex- 1-en~‘i rﬁ' -4H-
pyrido[1,2-a]pyrimidin-4-one

2-(3,4-dimethoxyphenyl)-7- {4-[methyl(propyl)aminoicyclohex- f*
pyrido[1,2-aJpyrimidin-4-one 7
2-(3,4-dimethoxyphenyl}-7-(1-ethyl-1,2,3,6-tetrahydropyri f

a]pyrimidin-4-one ﬁ”

7-(3,4-dimethoxyphenyl)-2-(1,2,3,6- tctrahydropyndmn
4-one 4

f-yI)~4H~pyn'do[ 1,2-a]pyrimidin-

7-(8-fluoro-2-methylimidazo[ ] 2-a]pyridin—6—y1)—, #1,2,3,6-tetrahydropyridin-4-yl)-4H-

pyrido[1,2-ajpyrimidin-4-one
2-(8-fluoro-2-methylimidazo[ 1 2-a]pyridm—6ﬁ1) -7-[4-(propan-2-yl)piperazin-1-yl}-4H-
pyrido[1,2-alpyrimidin-4-one

2-(8-chloro-2-methylimidazo[1,2-a] pyngghn -6-y1)-7-[4-(propan-2-yhpiperazin-1-yl]-4H-
pyridof 1,2-a}pyrimidin-4-one @;
7-(2-methylimidazof1,2-alpyridin- ﬁ yE) -2-(1,2,3,6- tetrahydropyrldm 4-y1)-4H-
pyrido[1,2-a]pyrimidin-4-onc 4

7-(2-methylimidazo[1,2-a] Y];fflﬂ 6~y1) -2-(1-methyl-1,2,3,6-tetrahydropyridin-4-yl)-
4H-pyridof1 Z-a}pynmtdm

alpyrimidin-4-one
2-3 ,4—ciimeth0xyp

(3 -aminopyrrolidin-1-yl)-2-(2-methyl-1,3-benzothiazol-6-y1)-4H-pyndo[1,2-

& alpyrimidin-4-one
7-[(3R)-3-(dimethylamino)pyrrolidin-1-yl]-2-(2-methyl-1,3-benzothiazol-6-yl)-4H-
pyrido[1,2-a]pyrimidin-4-one
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2-(2-methyl-1,3-benzothiazol-6-y1)-7-(1,2,3,6-tetrahydropyridin-4-yl)-4H-pyrido[ 1,2~ /
alpyrimidin-4-onc
2-(8-fluoro-2-methylimidazo[1 Z—a}pynchn 6-y1}-7-[4-(2-methoxyethyl)piperazin-1
4H-pyrido{1,2-a]pyrimidin-4-one
2-(3,4-dimethoxyphenyl}-9-methyl-7-[ 1-{oxetan-3-y1}-1,2,3,6- tetrahydropyr1d1
4H-pyridol1,2-alpyrimidin-4-one
2-(3.4-dimethoxyphenyl}-9-methyl-7-{ I-(propan-2-yl)-1,2,3,6-tetrahydropy#idin-4-yl |-
4H-pyridof{1,2-a]pyrimidin-4-one
2-(3,4-dimethoxyphenyl}-7-(1-ethyl-1,2,3.6 tetrahydropyr1dm~4~y])
pyrido] 1,2-a]pyrimidin-4-one

2-(3,4-dimethoxyphenyl)-8-methyl-7-(1,2,3,6-tetrahydropyridin- 4:-yi) 4H-pyridof1,2-

hethyl-4H-

:J’

alpyrmidin-4-one %
7-(1-cyclopropyl-1,2,3,6-tetrahydropyridin-4~y1)-2-(3. 4»~d1mﬁ%hoxyphenyl) 9-methyl-
4H-pyridof1,2-alpyrimidin-4-one - ff

2-(3.4-dimethoxyphenyl)-8-methyl-7-(1-methyi-1,2,3 ;gﬁctrahydropynd in-4-yl)-4H-
pyridol1,2-a]pyrimidin-4-one #
2-(2-methyl-1,3-benzothiazol-6-y1)-7-( l-methyi 1
pyrido[1,2-a]pyrimidin-4-one
7-[1-(2-hydroxyethyl)-1,2,3 6«tetrahydropyr1ﬁ¥n~4~yl ]-2-(2-methyl-1,3-benzothiazol-6-
yl)-4H-pyrido[1,2-aJpyrimidin-4-one f’g/
2-(2-methyl-1,3-benzothiazol-6-y1)-7-| L]
4H-pyrido{ ,2-a]pyrimidin-4-one
7-(1-cyclopropyi-1,2,3,6- tetrahydl;?pyridmuéiwi}z -(2-methyl-1,3-benzothiazol-6-yi)-
4H-pyrido{1,2-a]pyrimidin-4 -ongd

- 1-(1-ethyl-1,2,3,6- tetra.hydrongndm—4—yl)—2—(2—1nethyl.~1,3-benzothiazoiméwy])m4ﬁ~
pyridof1 ,2—a}pyrimidin—4-qg€
7-[(3R)-3,4-dimethylpip "ézin- 1-yl}-2-(4,6-dimethylpyrazolo{1,5-a}pyrazin-2-yl)-4H-

7 3,6-tetrahydropyridin-4-y1)-4H-

{propan-2-y1)-1,2,3 6-tetrahydropyridin-4-y1]-

2-(3.,4-dimethox yph#
blpyridazin-4-one#

Alazabicyclo[2.2.1 Jhept-2-y1}-2-(4,6-dimethylpyrazolof 1,5-a]pyrazin-2-
idg 1,2-alpyrimidin-4-one .

hylpyrazolo[ [,5-a]pyrazin-2-y1)-7-{(18,4S)-5-methyl-2,5-
10[2 2, 1]hept—2—yl]-4H—pyrido[l ,2-a]pyrimidin-4-one

' ' 3 ,4~d1mcthoxyphcny1)~7—(l 12,3 ,6—tctrahydropyr1dm.-4-yi)~4H~pyrazino{1 2=

# alpyrimidin-4-one

2-(3-fluoro-4-methoxyphenyl)-7-(piperidin-4-yl)-4 H-pyrido[1,2-ajpyrimidin-4-one
2-(3.4-dimethoxyphenyl)-7-(1-ethylpiperidin-4-yl)-4H-pyrido[1,2-a]pyrimidin-4-one
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2-(3,4-dimethoxyphenyl)-7-[cis-4-(methylamino)eyclohexyl]-4H-pyndo[1,2-
alpyrimidin-4-onc
2-(3,4-dimethoxyphenyl)-7- (piperidm- —yl) 4H-pyrido[1,2- a}pynmidm -4-one
2-(3,4-dimethoxyphenyl)-9-methyl-7-[4- (propy lamino)piperidin-1-yl]-4H-pyrido
alpyrimidin-4-one
2-(3 4-dimethoxyphenyl)-9-cthyl-7-(1,2,3,6-tctrahydropyridin-4-yl)-4H-pyri ,2-
alpyrimidin-4-one
7-(2-methylimidazo[1,2-alpyridin-6-y[)-2- (plperldm 4-y1)-4H- pyndo[i Zralpyrimidin-
4-one
7-(8-fluoro-2-methylimidazo[1,2-alpyridin-6-y1)-2-(piperidin- 4~ylf—pyrid0{1,2-
aJpyrimidin-4-one
7-(8-fluoro-2-methylimidazo[1,2-a]pyridin-6-y1)-2-(1 -m.ethy%i?ﬁ O-tetrahydropyridin-
4-yy-4H-pyrido[1,2-a]pyrimidin-4-one '
7-(4-cyclopropylpiperazin-1-y1)-2-(8-fluoro- 2~methy]1rmgiazo[] ,2-a]pyridin-6-yi)-4H-
pyrido[1,2-a]pyrimidin-4-one zﬁf
2-(1,3-dimethylpyrrolo[1,2-alpyrazin-7-y1)-7-(1,2, 3
pyrazino[1,2-a]|pyrimidin-4-one P
2-(3,4-dimethoxyphenyl)-7-[(8aR)-hexahydrop;
methyl-4H-pyridof 1,2-alpyrimidin-4-one y
2-(3 4-dimethoxyphenyl)-9-ethyl-7-( lwmej;f"yi 1,2,3,6-tetrahydropyridin-4-yh)-4H-
pyridof1,2-ajpyrimidin-4-one #
2-(3 4-dimethoxyphenyl)-9-methyl- 7-{4-
pyrido| 1,2-a]pyrimidin-4-one ?ﬁ’
2-(3,4-dimethoxyphenyl)-7-[(8a] j-hexahydropyrrolo| 1,2-a]pyrazin-2(1H)-yl]-9-methyl-
4H-pyrido{1,2-a]pyrimidin-4-ghe
2-(3,4-dimethoxyphenyl)-9 ethyl 7-(1-ethyl-1,2,3,6 tetrahydr{)pyndm -4-y1)-4H-
pyrido[1 2~a}pynm1d1n—40ne
2-(3,4-dimethoxypheng/l)-9-methyl-7-[4-(morpholin-4-yl)piperidin-1-yl]-4H-pyridof 1,2-
ajpyrimidin-4-one #

4etrahydropyrid:in—4—y1)—4H-

olo[1,2-a]pyrazin-2(1H)-y1]-9-

(propan-2-ylamino)piperidin-1-y1}-4H-

2-(6-methylpyrazélo{1,5-ajpyrazin-2-yl)-7-(piperazin-I-yl)-4H-pyrido{1,2-ajpyrimidin-

4-one .
2- (2~meth A ,3-benzoxazol-6-y1)-7-(1,2,3,6-tetrahydropyridin-4-yl)-4H-pyrazino[ 1,2~
4-one hydrochloride (1:1)
thyl-1,3-benzoxazol-6-y1)-7-(1-methyl-1,2,3,6-tetrahydropyridin-4-y1)-4H-

nol 1,2-a]pyrimidin-4-one
-ethyl-1,2,3,6-tetrahydropyridin-4-yl)-2-(2-methyl-1,3-benzoxazol-6-yl)-4 H-
Fyrazinof 1,2-alpyrimidin-4-one
2-(2-methyl-1,3-benzothiazol-6-y1)-7-(piperidin-4-y)-4H-pyrido[1,2-a]pyrimidin-4-one
2-(4,6-dimethylpyrazolof1,5-apyrazin-2-y1)-7-{4-(pyrrolidin-1-yl)piperidin-1-yl}-4H-
pyrido[1,2-a]pyrimidin-4-one

-
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7-(1,4'-bipiperidin-1'-y}-2-(4,6-dimethylpyrazolo[ 1,5-a]pyrazin-2-y1)-4H-pyrido[ 1,2-
alpyrimidin-4-onc
2-(4,6-dimethylpyrazolo{1,5- a}pyrazm -2-y1)-7-[4-(4- methyimperazm 1-yl)piperidin
yl}-4H-pyrido[1,2-a]pyrimidin-4-one 4
2-(4,6-dimethylpyrazolo[ 1,5-alpyrazin-2-yl)-7-[4-(morpholin-4 -yl)plpemdm-l-
pyrido[1,2-a]pyrimidin-4-one
2-(2-methylimidazo{1,2-a]pyridin-6-yl)-7-(1,2,3,6-tetrahydropyridin-4-yl)-
pyrido]1,2- d]pyrzmtdm-«di»one

pyrido[1,2-a]pyrimidin-4-one / "
7-f4-(dimethylamino)piperidin-1-yl]-2- (Z-mothyhmrdazo[1/}?{1]pyndm 6-yl)-4H-
pyrido[1,2-a]pyrimidin-4-one -»*’
2-(3,4-dimethoxyphenyl)-7- {4~ {(Qwhydroxycthyl)ammqginpcndm- -y1}-9-methyl-4H-
pyrido{ 1,2-alpyrimidin-4-one
2-(3,4-dimethoxyphenyl)-9-cthyl-7-(1-methylpipe d1n~4 y1)-4H-pyrido[ 1,2~
a]pyrimidin-4-one

7-[4-(diethylamino)piperidin-1-yi]- —(3 4- d]}pé/ hoxyphenyl)-9-methyl-4H-pyrido[1,2-
alpyrimidin-4-one .

2-(3,4-dimethoxyphenyl}-9-ethyl-7- (1- !
4-one /

iylp1per1dm~4~yl) 4H-pyridof1,2- a}pyrltmdm-

2-(2-methylimidazol[ 1, 2-a}pyr1dtn—_@%i)—'f—H—(pmohdm— -yDpiperidin-1-yl}-4H-
pyrido{ 1,2-a}pyrimidin-4-onc f
2-(2-methylimidazo[1,2- a]pyrxﬁm -6-y1)-7-(piperidin-4-y1)-4H-pyrido[1,2-a]pyrimidin-
4-one
2-(2-methyl-1,3- benzoth zol~6~yi) -7-{ 1-methylpiperidin-4-y)-4H-pyrido{1,2-
alpyrimidin-4-one

7- (4~methy1p1peraz

2- .-;;-‘:"r ~1H-indazol-5-y1)-7-(1,2,3,6-tetrahydropyridin-4 —yl)-4H—pyr1d0[i 2-
alp#rimidin-4-one

) [6-(d1mcthylam1no)pyridin—3 -y1}-7-(1,2,3 6-tctrahydropyridin-4-yl)-4H-pyridof 1,2-
£ alpyrimidin-4-one

7-[4-(diethylamino)piperidin-1-yi}-2-(2-methylimidazo[ 1 ,2-alpyridin-6-yl)-4H-
pyrido[1,2-a]pyrimidin-4-one
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2-(3 ,4-dimethoxyphenyl)-7-{4-[(2-hydroxyethyl)(methyl)amino]piperidin-1-yl}-9-
methyl-4H-pyrido[1,2-a]pyrimidin-4-one
2-(3.4-dimethoxyphenyl)-9-ethyl-7-[(3R)- 3~methylp1perazm~ -yl}-4H-pyrido[1,2-
alpyrimidin-4-one

2-(2-methylimidazo[ 1,2-alpyridin-6-y1)-7-(1-methylpiperidin- 4~yl)~4H-py1’1d0[
ajpyrimidin-4-one
2-(1-methyl-1H-indazol-3-y1)-7-(1-methyl-1,2,3,6-tetrahydropyridin-4-yl)
pyrido[ 1,2-a]pyrimidin-4-one
2-{6~(dimethylamino)pyridin-3-y1]-7-(1-methyl-1,2,3,6- tetrahydmpyr n-4-yh)-4H-
pyridof 1,2-ajpyrimidin-4-one &
7-[4-(diethylamino)piperidin-1-yi]-2-(4,6-dimethylpyrazolo[ I, Sm pyrazm—z -yl)-4H-

pyrido[1,2-a]pyrimidin-4-one
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-yl)-7-(piperidin- ff -4H-pyrido{1,2-

alpyrimidin-4-one /
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-yl)-7-(1- mctgyiplpcndm-d--yl) -4H-pyridof1,2-
alpyrimidin-4-one ,,,
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2~y1}-7~ (] hy}p1pend1n~4-yl)~4H~pyr1do[I,2-
alpyrimidin-4-one ;f

2-(3,4-dimethoxyphenyl)-9-ethyl-7- [(SaR) hes <ahydropyrrolo[[,2- a}pyrazm—Z(lH)—yl]
4H-pyrido[1,2-a]pyrimidin-4-one ﬁ,?’

2-(3 4-dimethoxyphenyl)-7- {4-[(2-meth *S;yethyl)amino]piperidin~ 1-y1}-9-methyl-4H-
pyridof1,2-a]pyrimidin-4-one
2-(4,6-dimethylpyrazolof1,5-a] py1s $in-2- y1)-9-methyl-7-(4-methylpiperazin-1-yl)-4H-

/ﬂ

pyridof1,2-alpyrimidin-4-one &

2-(4,6-dimethylpyrazolof1,5 @fﬁ%yrazm 2-y1)-7-[(8aR)-hexahydropyrrolof1,2-a]pyrazin-
2(1H)-y1}-9-methyl- 4H~pyr;ﬁo[l 2-a]pyrimidin-4-one

7-[4- (d1methylam1no)p1_r1dm~ -yl]-2-(4,6-dimethylpyrazolo[ 1,5-a]pyrazin-2-y1)-9-
methyl-4dH-pyrido| 1,2#&1pyrimidin-4-one
1,2-a]pyridin-6-y1)-2-(1-methylpiperidin-4-yi)-4H-pyrido[1,2-

7-(2-methylimidazg
a]pyrimidin»4~on

-(Z—methyhmazo[] 2-a]pyridin-6-y1)-2-] i-(propan-2-yDpiperidin-4-y!]-4H-
ajyrimidin-4-one

-methylimidazo[ 1,2-a]pyridin-6-y1)-2-(1-methylpiperidin-4-y1)-4H-
-a|pyrimidin-4-one

2 —m.cthy1~ 1H-indazol-5-y1)-7-(1-propyl-1,2,3,6-tetrahydropyridin-4-yi)-4H-
# pyrido[1,2-alpyrimidin-4-one

2-[6-(dimethylamino)pyridin-3-yi]-7-(piperidin-4-yl)-4H-pyrido] 1,2-a]pyrimidin-4-one
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7- (4~ethy1.piperazin 1-y1)-2-(6-methylpyrazolof1,5-a]pyrazin-2-yl}-4H-pyrido[1,2-
alpyrimidin-4-onc
7-{(8aR)-hexahydropyrrolo[1, 2-a]pyrazm—2(1H) y1]-2-(6- methylpyrazolo[l 5-alpyr
2-yD-4H-pyrido[1,2-alpyrimidin-4-one
7-4-{dimethylamino)piperidin-1-yl}-2-(6-methylpyrazolo[1,5-a]pyrazin-2- yl) -4 14
pyridof1,2-aJpyrimidin-4-one
7-[4-(2-hydroxyethyl)piperazin-1-y}-2-(6-methyipyrazolo[ 1,5-a]pyrazin-2#1)-4H-
pyrido[1,2-a]pyrimidin-4-one
2-(2-methylimidazo{1,2-apyridin-6-yl)-7-( 1 -propylpiperidin-4-yl)-4 .yrldo[
alpyrimidin-4-one ’?
7-[1-(2-hydroxyethyl)-1,2,3,6-tetrahydropyridin-4-yi]-2-(1-methyt:
4H-pyrido[1,2-a]pyrimidin-4-one 7

« H—indazoi—S-yl)—
7-{(3R)-3-methylpiperazin-1-yl]-2-(6-methylpyrazolo[1,5-a}p azin-2-yl)-4H-
pyridof [,2-a]pyrimidin-4-one ,M
2-(6-methylpyrazolo[1,5-a]pyrazin-2-y1)-7-(1,2,3,6- tctra"flydropyﬂdm 4-y1)-4H-
pyridof 1,2-ajpyrimidin-4-one

2-(2-methyl-2H-indazol-5-y1)-7-(1,2,3,6- tetrahydr
alpyrimidin-4-one ;

yridin—4—y]}—4H—pyrid0[ 1,2-

2-(1-methyl-1H-indazol-5-y1)~7- (Iwmethylplp ftidin-4 4-yh-4H-pyrido[1,2-alpyrimidin-4-
one y
2-(2-methyl-2H-indazol-5-yi)-7- (l-metig’s 1,2,3,6-tetrahydropyridin-4-y1)-4H-
pyrido[1,2-alpyrimidin-4-one
7-(1-ethyl-1,2,3 6-tetrahydropynd1
alpyrimidin-4-onc 4»’
7-(1-ethylpiperidin-4-yi)-2- (Zgﬁlethyhmidazo[l 2-a]pyridin-6-y)-4H-pyridof1,2-
a]pyrimidin-4-one _4&«

&
sﬁ

~4-y1)-2-(2-methyl-2H-indazol-5-y1)-4H-pyrido[ 1,2-

2-(1,3-dimethylpyrrolo| j&-alpyrazin-7-yl)-7-[1-(propan-2-y})-1,2,3,6-
tetrahydropyridin-4-yl#H-pyrazino[1,2-aJpyrimidin-4-one

2-(4,6-dimethylpyra
yD)-4H-pyrido[ 1,2
2-(4,6-dimethyjh

olo[1,5-a]pyrazin-2-y1)-9-methyl-7-(1,2,3,6-tetrahydropyridin-4-
2#2]pyrimidin-4-one

yrazolo[i S-alpyrazin-2-y1}-9-methyl-7-(1-methyl-1,2,3,6-
tetrahyciropdm—él yh- 4H—pyr1do[1 2-a]pyrimidin-4-one

) (6-mcthylpyrazolo[ 1,5-ajpyrazin-2-y1)-7-(1-methyl-1,2,3,6-tetrahydropyridin-4-yl)-

# 4H-pyrido[1,2-a}pyrimidin-4-onc
7-(1-cthyl-1,2,3,6-tetrahydropyridin-4-yl}-2-(6-methylpyrazolof 1,5-a]pyrazin-2-yl)-4H-
pyrido[1,2-alpyrimidin-4-one
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2-(5,7-dimethylfuro[2,3-c]pyridin-2-y1)-7-(piperazin-1-y1)-4H-pyridof I ,2-a|pyrimidin- & j
4-onc ‘
2-(5,7-dimethylfuro[2,3-c]pyridin-2-y1)-7-(4-methylpiperazin-1-y1)-4H-pyrido[ 1,2-
alpyrimidin-4-one
2-(5,7-dimethylfuro[2,3-c]pyridin-2-y1)-7-{(3S)-3-methylpiperazin- 1-yl]—4H -py
ajpyrimidin-4-one
2-(1-methyl-1H-indazol-5-y1)-7-(4-methylpiperazin- 1 -yl1)-4H-pyridof 1 ,2-a pyrimidin-4-
one

a] pyr1m1dm—4 one

7-(1-ethyl-1,2,3,6-tetrahydropyridin-4-y1)-2-(2-methyl-1 :a?“benzoxazolmé-yl)wm—
pyrimido{ },2-b]pyridazin-4-one ﬁﬁg

2-(8-chloro-2-methylimidazof1,2-a]pyridin-6-y1)-7-( -ethyiplperazm 1-yI}-4H-
pyrido[1,2-alpyrimidin-4-one J
2-(8-chloro-2-methylimidazof1,2- a]pymdln-—fi»-y; -/«[(3R}-4—ethyi—3-methyiplperazin—1—

vi}-4H-pyrido{1,2-a}pyrimidin-4-one

2-(8-chloro-2-methylimidazo{1 Z-d]pyndl,'*)" -y1)-7-[(38)-4-ethyl-3-methylpiperazin-1-
y1-4H-pyrido[1,2-a]pyrimidin-4-one ;
2-(8-chloro-2-methylimidazo{1,2-alpy 'din 6-y1}-7-[(3R}-3-methyl-4-(propan-2-
vl)piperazin-i-ylJ-4H-pyrido[1,2- %]‘faynmmm -4-one

2-(8-chloro-2-methylimidazof ] j(%‘Za]pyrlchn- -yD)-7-[(35)-3-methyl-4-(propan-2-
yl)piperazin-1-yl1}-4H- pyndo[l! 2-ajpyrimidin-4-one

2-(2-methyl- 1,3—bcnzoxazgj’ 6-y1)-7-(piperidin-4-yl)-4H-pyrimido[1,2-b]pyridazin-4-
one
2-(2-mcthyl-1,3-benz azoi 6-yD)-7-(1-methylpiperidin-4-yl)-4H-pyrimido[1,2-
b}pyndaz1n—4—one &

Tpyrimidin-4-one
¢ 2-(1-methyl-1H-indazol-5-y1)}-7-(1,2,3,6-tetrahydropyridin-4-y1)-4H-pyrazino[ 1,2~
a]pyrimidin-4-one
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2-(1-methyl-1H-indazol-5-y)-7-(1-methyl-1,2,3,6-tetrahydropyridin-4-y1)-4H-
pyrazino| 1,2-ajpyrimidin-4-onc
7-(1-ethyl-1,2,3 6-tetrahydropyridin-4-y1)-2-(1-methyl- 1H-indazol-5-yi)-4H-
pyrazino[1,2-a]pyrimidin-4-one
2-(4,6-dimethylpyrazolo{1,5-a]pyrazin-2-y1)-7-(4-ethylpiperazin- 1-yl)-9-methy
pyridof 1,2-alpyrimidin-4-one
2-(4,6-dimethylpyrazolof 1,5-a]pyrazin-2-y1)-9-methyl-7-{(3R)-3-methylpingrazin-1-yl]-
4H-pyrido[1,2-alpyrimidin-4-one
7-[(3R)-3,4-dimethylpiperazin-1-yl]-2-(4,6-dimethylpyrazolo[ I ,5-aJpyfazin-2-y1)-9-
methyl-4H-pyridof 1,2-a]pyrimidin-4-one /A‘:
2-(4,6-dimethylpyrazolo[},5-a]pyrazin-2-y1)-7-[(3R)-4-ethyl-3-m thylpiperazin-1-y13-9-
methyl-4H-pyrido[1,2-a]pyrimidin-4-one 4
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-yl)-7-(piperidin- 4
bipyridazin-4-one }g
2-(4,6-dimethylpyrazolo[ 1,5-a]pyrazin-2-yl)- 7~(1—mct‘ winiperidin-d-yl)-4H-
pyrimido{ 1,2-blpyridazin-4-one ff
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-yl)-7-(1-gthylpiperidin-4-yl)-4H-
pyrimido]1,2-blpyridazin-4-one .'
2-(4,6-dimethylpyrazolo{1,5-alp yrazm— 2-yl)= —(octahydro -5H-pyrrolo[3,2-¢jpyridin-5-
yl)-4H-pyrido[ 1,2-alpyrimidin-4-one &/f’

2-(8-chloro-2-methylimidazo[1,2-a] pyrl;ﬁn—fi -yl)-7-(piperidin-4-yl}-4H-pyrido[ 1,2~
a]pyrimidin-4-one tf

2-(8-chloro-2-methylimidazo[1,2- a,gpyndm -6~ y}) 7-(1-methylpiperidin-4-yl)-4H-
pyrido[1,2-alpyrimidin-4-onc ﬂﬁ

2-(8-chloro-2-methyl 1m1dazolf 2-aJpyridin-6-y1)-7-(1-ethylpipendin-4-yl)-4H-
pyrido[1,2-a]pyrimidin-4-on¢

2-(8-chloro-2-methylimi :zo[l 2-alpyridin-6-y)-7-[ | -(propan-2-yDpiperidin-4-y1]-4H-

giolo] 1,5-alpyrazin-2-yI)-9-methyl-7-(4-methyl-1,4-diazepan-1-yl)-
rimidin-4-one

Fyrimido[ 1,2-blpyridazin-4-one
7 2-{8-chloro-2-methylimidazo[1,2-a]pyridin-6-y1)-7-(1-ethylpiperidin-4-y1)-4H-
pyrimidol 1,2-blpyridazin-4-one
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2-(8-chloro-2-methylimidazo{1,2- alpyridin-6-y1)-7-[1-(2-hydroxyethyl)piperidin-4-yl}-
4H-pyrimido[1,2-b]pyridazin-4-onc ,{
2-(5,7-dimethylfuro[2,3-cpyridin-2-yh)-7- [(3R 58)-3,5 dimethylmperazm I—yl}—4H-
pyrido[1,2-a]pyrimidin-4-one
7-[4-(dimethylamino)piperidin-1-yl]-2-(5,7-dimethylfuro[2,3-c]pyridin-2-y1)-4
pyrido[1,2-a]pyrimidin-4-one
2-(5,7-dimethylfuro[2,3-c]pyridin-2-yl)-7-[4-(2-hydroxyethyl)piperazin-1-y#]-4H-
pyrido[1,2-a]pyrimidin-4-one
2-(4,6-dimethylpyrazolo[1,5-ajpyrazin-2-yl)-7-{1-(2- hydmxyethy])pz
pyndo[l 2-ajpyrimidin-4-one

pyndo{l 2-apyrimidin-4- onc .'
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-y1)-7-{(3R)-4-(2-hyd roxyethyl)—B—
methylpiperazin-1-yl]-4H-pyrido[1,2- a]pyrlm1d1n-4—one /
2-(8-chloro-2-methylimidazo[ 1,2-ajpyridin-6-y1)-7-[(3§ —4 -(2-methoxyethyl)-3-
methylpiperazin-1-yl}-4H-pyrido[1,2-a]pyrimidin-4-g1
2-(8-chloro-2-methylimidazof 1,2-a)pyridin-6-y1)- /f (38)-4-[2-(2~
hydroxyethoxy)ethyl]-3-methylpiperazin-1-yl} -#H-pyrido[1,2-a]p ynmldmwft—one
2-(8-chloro-2-methylimidazo[1,2-a]pyridin- 6~§/ 1)-7-[(38)-4-cyclopropyl-3-
methylpiperazin- 1-yl]-4H-pyrido[1,2- a]pyf.“'kéid1n—4 -one
2-(8-chloro-2-methylimidazof1,2- a]pyn;{inn -y-7-[(38)-4-cyclobutyl-3-
methylpiperazin-1-yl]-4H-pyrido[1,2 ﬁ]pyrlmldln 4-one
2-(8-chloro-2-methylimidazo|1,2- ggpyr]dm -6-y1)-7-[(38)-4-(2-hydroxyethyl)-3-
mecthylpiperazin-1 -yl}-4H»pyr1d9{I 2-alpyrimidin-4-onc
2-(8-fluoro-2- methyhmldazoLf 2 alpyridin-6-y1)-7-[(38)-4-(2-methoxyethyl)-3-
methylpiperazin-1-yl}-4H-pyrido[ 1,2-a]pyrimidin-4-one
2-(8-fluoro-2-~ methyhrm; zo[l 2-alpyridin-6-y1)-7-[(3S)-4-(2-hydroxyethyl)-3-
methylpiperazin-1 ~yl] ‘H-pyridof 1,2-a]pyrimidin-4-one
2-(8-fluoro-2- me’zhmlddzo[l,2~a]pyr1dm-6-yl)-7~{(3S)-4~{2m(Z—h.ydroxyethoxy)ethy1}-
3-methylpiperazig#l-yl}-4H-pyrido[1,2-a]pyrimidin-4-one

-(8 ﬂuoro~2~ i hy]im%dazo [1,2- a}pyridin 6~y) 7-[(35)-3-methyl-4-(propan-2-

fyclopropyl- 3«methylp1pera:z;m I-y1]-2-(8-fluoro-2-methylimidazo[ 1,2~
-6-y1)-4H-pyrido[1,2- a]pymmdm -4-one

alp dm— -yl)- 4H—py1‘1d0[1 2- a]pyr1m1dm«4—one
#-(3,3-dimethylpiperazin-1-y1)-2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-yi)-9-methyl-
4H-pyrido[1,2-a]pyrimidin-4-one
2-(1-methyl-1H-indazol-5-yl)-7-[(3R)-3-methylpiperazin-1-yi]-4H-pyrido[ 1,2~
ajpyrimidin-4-one
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2-(4-ethyl-6-methylpyrazolo[1,5-a]pyrazin-2-y1)-7- (piperazm 1-yD)-4H-pyrido[1,2-
ajpyrimidin-4-one

2-(4-ethyl-6-methylpyrazolo[ 1,5-alpyrazin-2-yl)-7- (4-methylp1perazm 1-y)-4H-
pyridof 1,2-a]pyrimidin-4-one
2-(4-ethyl-6-methylpyrazolo[1,5-a]pyrazin-2-yl)-7-(4-ethylpiperazin- 1 —yi) -4H-
pyridof1,2-a]pyrimidin-4-one
2-(4-ethyl-6-methylpyrazolo[1,5-alpyrazin-2-yl)-7-{4-(2-hydroxyethyl)pipegazin-1-yl]-
4H-pyrido[1,2-a]pyrimidin-4-one

S-#|pyrazin-2-yl)-

.4“‘

7-f4-(dimethylamino)piperidin-1-yl]-2-(4-ethyl-6-methyi pyrazolo[],
4H-pyrido[1,2-a]pyrimidin-4-one

7-f4-(diethylamino)piperidin-1-yi]-2 -(4-ethy1-6-methy1pyrazoio[»a]pyrazin—Q-yI)—
4H-pyrido[1,2-a]pyrimidin-4-one 4

a}pyrmud1n—4 one / fﬁf” .

2-(1-methyl-1H-indazol-5-y1)-7-[(35)- 3»mcthylp1pcraz;; 4 -yl]-4H-pyrido[1,2-
ajpyrimidin-4-one ’

2-(2-methylimidazo{1,2-a]pyridin-6-yl)-7-[1-(pro| -2-yDpiperidin-4-yl}-4H-

pyridof1,2-ajpyrimidin-4-one
2-(2-methylimidazo[1,2-a]pyridin-7-y1)-7-(pi 5/ azin-1-y1)-4H-pyrido[1,2-a}pyrimidin-
4-one 45/

2-(2-methylimidazo[ I,2-ajpyridin- 7-v£)] (pipcndm—ék yh-4H-pyrido|1 Z—a]pynm]dm-
4-one _5,»
2-(2-methylimidazo[1,2-a] pyndm@,-‘vl) -7-(4-methylpiperazin-1-yh)-4H-pyrido| 1,2-
ajpyrimidin-4-one ﬁ
7-(4-ethylpiperazin-1-yl)- 2—( -ff%eﬂlyiimiciazo[l,2~a}'pyridin-7~y})-4Hmpyrido[] -
alpyrimidin-4-one
2-(2-methylimidazof1,2-g
alpyrimidin-4-one &

pyr1din—7-y1)-7-( 1-methylpiperidin-4-y)-4H-pyrido[1,2-

7-(1 —ethylp1pend1n y1)-2-(2-methylimidazo[ 1,2-a]pyridin-7-yl)-4H-pyrido[1,2--

-dimethylpiperazin-1-yl1]-2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-yl)-9-
-pyr1do[1 p d]pyr1m1d1n—4—one

4H~pyr1do[1 2-a] mmldm-él-one
(4,6—d1mcthylpyrazoio[1,5—a]pyrazm-Z-yl)-9-mcthy1—7-[(3R.,5S)m3,4,5—
trimethylpiperazin-1-yl]-4H-pyrido[ 1,2-aJpyrimidin-4-one
2-(2-methylimidazo[1,2-alpyridin-6-y1)-7-{ 1-(propan-2-y1)-1,2,3,6-tetrahydropyridin-4-
yi}-4H-pyrido[1,2-a]pyrimidin-4-one

507




WO 2013/119916 PCT/US2013/025292

2-(2-methyl-2H-indazol-5-y1}-7-(pipendin-4-y)-4H-pyrazinol 1 ,2-a]pyrimidin-4-cne

2-(2-methyi-2H-indazol-5-y1)-7-(1-methylpiperidin-4-y1}-4H-pyrazino[ 1,2- a]pymmd1
4-one y 4
7—(1-ethy]plper1dm~«4myl‘)m2~(2»methy]—2H-1ndazol—5-yl)—4H—pyrazmo[l,2—a]pyr1m' n-

one

a]pynm1d1n—4 one
7-{4-[(dimethylamino)methyl]piperidin-1-y1}-2-(4,6-dimethylpyrazol
yI)-4H-pyrido[1,2-a]pyrimidin-4-one y 4
2-(4 6-dimethylpyrazolo[1,5-alpyrazin-2-y1)-7-[4-(pyrrolidin-1-ylméthyDpiperidin-1-
yl}-4H-pyrido[1,2-alpyrimidin-4-one y
2-(4,6-dimethylpyrazolo]1,5-alpyrazin-2-yl)-7-[4-(piperidin- 1;
4H-pyrido[1,2-a]pyrimidin-4-one
2-(3.,4-dimethoxyphenyl)-7-{4- [(dimethyiamino)msthyl]{pf%emdm I-yl}- 4H—pyrldo[l 2-
alpyrimidin-4-onc

2-(3 4-dimethoxyphenyl)-7-{4-(pyrrolidin-1-ylmeth /f%ipeﬂdm—l -yi]-4H-pyrido[1,2-
a]pyrimidin-4-one

1methy1)p1per1dm— -yl]-

2+(3,4-dimethoxyphenyl)-7-[4-(piperidin-1 yI 7y 'h.yi)mperldmm I-ylj-4H-pyrido] 1,2-

alpyrimidin-4-one
7-[1-2-hydroxyethyDpiperidin-4-y1}-2- (2-«‘?' ethylimidazo[1,2-a]pyridin-6-y1}-4H-
pyrido[ 1,2-a}pyrimidin-4-one ,f
7-[1-(2-hydroxyethyl)-1,2,3,6- tetrahydropyndm ~4-yl]-2-(2-methylimidazo[1,2-
alpyridin-6-y1)-4H-pyrido| I,2- a}pgﬁmﬂm— -one
2-(2-methyl-2H-indazol-5 ~y[):;;{’l -methylpiperidin-4-y1)-4H-pyrido[ 1,2-a pyrimidin-4-
one :

.v'-'

2-(2-methylimidazo[1,2- a] ridin-6 6-y1)-7-(1-methylpiperidin-4-yl}-4H-pyrazino[1,2-
alpyrimidin-4-one

7-( -cthylpiperidin-4- " 2 -(2-methylimidazo[1,2-a]pyridin-6-y1}-4H-pyrazino{1,2-
alpyrimidin-4-one 4

7-[1 (2—3{1}/deyl)piperidinw -y1]-2-(2-methylimidazo[ 1,2-a]pyridin-6-yD)-4H-

‘_;.,:"‘ -pyridof 1 2-a}pynm1dm~4 one
& (4-ammo-4-mcthy1p1pcr1dm- 1-y1)-2-(4,6-dimcthylpyrazolo[1,5-a]pyrazin-2-yl)-4H-
# pyrido[I,2-a]pyrimidin-4-one

2-(2-methylimidazof1,2-alpyridin-6-yh)-7-(piperidin-4-y1)-4H-pyrazinof1,2-
alpyrimidin-4-one
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2-(2-methyl-2H-indazol-5-y1)-7-(piperazin-1 1-y1)-4H-pyrazino| 1,2-a|pyrimidin-4-one
2-(8-chloro-2-methylimidazo| 1,2-a]pyridin-6-yl}-7- (plpendmrél-yl) -4H- pyrazmo[l 2-
alpyrimidin-4-one
2-(2,8-dimethylimidazo[1 2-alpyridin-6-y1)-7-(piperidin-4-yl)-4H-pyrazino[ 1,2-
alpyrimidin-4-one
2-(2-methyl-2H-indazol-3~yl)-7-(4-methylpiperazin-1-y[)-4H-pyrazino[ 1, 2-a j#yrimidin-
4-one _
7-(4-ethylpiperazin-1-yl)-2-(2-methyl-2H-indazol-5-yD)-4H-pyrazino{ 1,244 Jpyrimidin-4-
one
7-[4-(2-hydroxyethyl)piperazin--y1]-2-(2-methyl-2H-indazol-5-y1 )4
ajpyrimidin-4-one 4
2-(2,8-dimethylimidazo| 1,2-a]pyridin-6-yl)-7- (I—methylplperl
pyrazino[1,2-a]pyrimidin-4-one §
2-(2,8~dimethylimidazo[ 1 ,2-aJpyridin-6-y1)-7-(1 ~ethylp1p#""
alpyrimidin-4-onc #
2-(2,8-dimethylimidazo[ 1,2-alpyridin-6-y1)-7-[1- (2—,"1
pyrazino[1,2-a]pynimidin-4-one .
2-(8-chloro-2-methylimidazo[1,2-alpyridin-6- y; -7-[1-(propan-2-yl)piperidin-4-yl}-4H-
pyrazino[1,2-a]pyrimidin-4-one >

H~pyrazmo[1 2-

1d1n—4—y1)—4H—pyrazino[i,2—

droxyethyl)piperidin-4-yl}-4H-

2-(4,6-dimethylpyrazolo[1,5- d]pyrdzm»2~y 5 —7—[4 (ethylamino)piperidin-1-yt}-9-methyl-
4H-pyrido[1,2-a]pyrimidin-4-one

7-{4-|bis(2- hydroxyethy])ammo}pme;mdm 1-yl‘ -2-(4,6-dimethylpyrazolo{1,5- -

ajpyrazin-2-yl}-9-methyl- 4H—py1~1dgf1 2-ajpyrimidin-4-one

7-f1-(2- hydroxyethyl)plperldm-ﬁyl]~2 (2-methyl-1,3-benzoxazol-6-yl)-4H-
pyrimido{ 1,2-b]pyridazin- 4—01&@

2~(8-chloro- 2-methyhm1dd ‘{1 2-alpyridin-6-yl)-7-[1-{2-hydroxyethyl)piperidin-4-yi]-

4H-pyrazino[1,2-a]pyrimidin-4-one

{1,5-a]pyrazin-2-yl)-7-[1-(oxetan-3-yDpiperidin-4-yl}-4H-

n-4-one

2-(4,6~ dlmcthyipyrdz,
pyrido[1,2- ,-,»'-'5;

2-(5, 7 d1meihy1 Wol2,3-clpyridin-2-yl)-7- (4~ethylptperazm— -yl)-4H-pyrido[1,2-

1-(2-hydroxyethyl)piperidin-4-yl]-2-(1-methyl-1H-indazol-5-y)-4H-pyrido[1,2-
# alpyrimidin-4-one
2-(2-methyl-2H-indazol-5-y1)-7-(piperidin-4-yD)-4H-pyrido{1,2-a]pyrimidin-4-one
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2-(2 8-dimethylimidazo[ ,2-a]pyridin-6-y1)-7-(piperidin-4-yl)-d H-pyrido[1,2-
alpyrimidin-4-onc
2-(2-methyl-2H-indazol-5-y!)-7-[1-(propan-2-yl)piperidin-4-y1]-4H-pyrido[1,2-
aJpyrimidin-4-one
2-(4,6-dimethylpyrazolo| 1,5-alpyrazin-2-yl)-7-{4- {(2-hydroxyethyl)ammo]plp

v1}-9-methyl-4H-pyrido[1,2-a]pyrimidin-4-one .
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-yi)-9-methyl-7-[4-(methylamino)pfperidin-1-
yl]-4H-pyrido{1,2-a]pyrimidin-4-one '
2-(4,6-dimethylpyrazolo[1,5-alpyrazin-2-y1)-9-methyl-7-[4-(propan- 2‘
ylamino)piperidin- 1-yt]-4H-pyrido[1,2-a}pyrimidin-4-one
7-(1-ethylpiperidin-4-y{}-2-(2-methyl-2H-indazol-5-y1)- 4H~pyr1d
one

7-[1-(2-hydroxyethyl)piperidin-4-yi]-2-(2-methyl-2H- mdaz,

a]pyrimidin-4-one f
2-(2,8-dimethylimidazof 1,2-a]pyridin-6-y1)-7- (1-mcthy f)lpcndm 4-yH-4H-pyrido}1,2-
ajpyrimidin-4-one

2-(2,8-dimethylimidazo[ 1,2-a]pyridin-6-y})-7- (1 -C) Jylplper1d111~4—yl)—4H—py11d0[1 2-
ajpyrimidin-4-one

2-(2,8-dimethylimidazo[ 1,2-a]pyridin- 6 yi) 7#
pyrido[ 1,2-a]pyrimidin-4-one ;
2-(2,8-dimethylimidazo[1,2-a]pyridin- jyi) -7-[1-(2-hydroxyethyl)piperidin-4-yl]-4H-
pyrido[1,2-a]pyrimidin-4-one i

2-(4-ethyl-6-methylpyrazolo[1, 5~€{};§*‘yrazm-2—yi)-7-(4—pr0pyip1perazmn -yi)-4H-

4

pyrido[1,2-alpyrimidin-4-onc 4

2-(4-ethyl- 6-methylpyrazolo{1;§‘5 alpyrazin-2-yl)-7-{4-(propan-2-yl)piperazin-1-yi]-4H-
pyrido[ 1,2- a]pynm1dm-4-0_"

1 2-alpyrimidin-4-

5_y1)-4H—pyTid0{1v2‘

1 ~(propan-2-ybhpiperidin-4-yl}-4H-

7- (4-cyciopropyip1peraz-‘1 -y1)-2-(4-ethyl-6-methylpyrazolo[1,5-alpyrazin-2-yl)-4H-

2 -¢|pyridin-5- yi} 4H-pynd0{1 2—a]pyr1m1dm~ ~One
(4-mcthoxy~6-mcthy1 pyrazolo|1,5-alpyrazin-2-yl)-7-(4-methylpiperazin-1-y1)-4H-
# pyrido[1,2-a]pyrimidin-4-one
2-{(4-hydroxy-6-methylpyrazolo[1,5-a]pyrazin-2-y1)-7-(4-methylpiperazin-1-y1)-4H-
pyrido[ 1,2-a]pyrimidin-4-one
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2-(2-methylimidazol 1,2-a]pyridin-6-yi)-7-| 1-(propan-2-ylpiperidin-4-yl}-4H-
pyrazino[ 1,2-alpyrimidin-4-onc
7-(1-cyclobutylpiperidin-4-yl)-2-(2-methylimidazo[ 1, 2—a]pynd1n-6—y]) -4H- .
pyrazino[ 1,2-a]pyrmmdin-4-one
7-[(3R)-3,4-dimethylpiperazin-1-y1]-2-(4-ethyl-6-methylpyrazolo{1 S-a]pwam
4H-pyrido[1,2-a]pyrimidin-4-one
7-[(3R)}-4-cthyl-3-methylpiperazin-1-y1]-2-(4-ethyl-6-methylpyrazolo{1,5-
yl)-4H-pyrido[1,2-a]pyrimidin-4-one
2-(4-cthyl-6-methylpyrazolo[1,5-alpyrazin-2-y1)-7-[(3R)-3 methyi—4opylp1pcrazm~1~
yl}-4H-pyrido{1,2-a]pyrimidin-4-one
2-(4-cthyl-6-methylpyrazelof 1,5-a]pyrazin-2-y1)-7-[(3R)-4-(2- h
methylpiperazin- 1-yl]-4H-pyrido[ 1,2-a]pyrimidin-4-one
7-[(3R,58)-3,5-dimethylpiperazin-1-yl]-2-(4-ethyl- 6—methy _.,Sfrazolo{l 5-a]pyrazin-2-
yh-4H-pyrido[1,2-alpyrimidin-4-one g
2-(4-cthyl-6-methylpyrazolo{1,5-a]pyrazin-2-yt)-7- [4 ‘yrrohdm I-yDpiperidin-i-yl]-
4H-pyrido{1,2-a]pyrimidin-4-one

2-{4-ethyl-6-methylpyrazolo{1, 5~a]pyrazin—2~yi) }JéS) 3-methylpiperazin-1-yl]-4H-
pyrido[1,2-a]lpyrimidin-4-one

Dyrazin-2-

7 foxyethyl)—S -

2-(4-ethyl-6-methylpyrazolo[1,5-a]pyrazin- 2 1) 7- (4wmethyi—l 4-diazepan-1-y1)- -4H-
pyrido[1,2-alpyrimidin-4-one %;z

i-6-y1)-7-(piperazin-1-y1)-4H-pyrido[ 1,2-

2-(8-ethyl-2-methylimidazo|1,2-a]pyri
a]pyrimidin-4-one

2-(8-ethyl-2-methylimidazo]1,2~ aMmdm -6-y1)-7-[(3R)-3-methylpiperazin-1-yl]-4H-
pyrido[1,2-alpyrimidin-4-onc /“f

2-(8-ethyl-2- methyhmldazo[ng~a]pyr1dm»6 ~yD-7-[(38)-3-methylpiperazin-1-yl]-4H-
pyridof1,2-alpyrimidin-4- oga%

ﬁ?"‘

2-(4,6- d1methylpyrazoioz- 5 alpyrazin-2-yl)-7-[ 1-(propan-2-yl)piperidin-4-yl]-4H-
pyrido[1,2-alpyrimidinéd-one
7-(1-cyclopropylpipéridin-4-y1}-2-(4,6- dimethyipyraz:olo[i 5- a}pyrazm—Z yl)-4H-
pyrido[1,2- a}pyn 1din-4-one
7-(1-cye obulpendm-él-yl) 2-(4,6-dimethylpyrazolo[1,5-a]pyrazin- 2-y )-4H-
pyridof 1,2-a}fyrimidin-4-one
2-(4-eth methylpyrazolo[ 1,5-a]pyrazin-2-y1)-7-[(3R)-3-methyl-4-(propan-2-
yl)pip in-1-yl]-4H-pyrido[1,2-alpyrimidin-4-one
7-[( ‘j-‘.‘;?!""' -4-cyclopropyl-3-methylpiperazin-1-y1}-2-(4-cthyl-6- methyipyrazoio{l 5-
a]phrazin-2-yl)-4H-pyrido[1,2-a]pyrimidin-4-one
F-[(3R)-4-cyclobutyl-3-mothylpiperazin-1-yl]-2-(4-cthyl-6-methylpyrazolo[1,5-
£ al pyrazin-2-yl)-4H-pyrido{1,2-alpyrimidin-4-one
" 2-(4-cthyl-6-methylpyrazolo[ 1,5-a]pyrazin-2-y1}-7-[(3R)-3-methyi-4-(oxetan-3-
ylpiperazin-1-yl]-4H-pyridof1,2-a]pyrimidin-4-one
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2-(8-ethyl-2-methylimidazo| 1,2-a]pyridin-6-yl}-7-[4-(2-hydroxyethyl}piperazin-1-yi]-
4H-pyrido[1,2-a]pyrimidin-4-one
7-(4- cyclobutylplperazm 1-y1)-2-(8-ethyl-2-methylimidazo[l, 2 alpyridin-6-y1)-4H-
pyrido{ 1,2-alpyrimidin-4-one

2-(R-cthyl-2-methylimidazo[1,2-alpyridin-6-y1}-7-[(3R)-4-(2- hydroxyethyl) 3-
methylpiperazin-1-yi]-4H-pyrido[1,2-a]pyrimidin-4-one
7-{(3R}-4-cyclobutyl-3-methylpiperazin-1-yl]-2-(8-ethyl-2-methylimidazol#,2-
alpyridin-6 -y])-4H-pyrido[l 2-&]pyrimidin~4-one

] yridin- 6-y1)-4H-pyr1do[] 2-alp ymmdm 4-cme
2-(4-ethyl-6-methylpyrazolo[1,5- a]pyrazm 2-y1)-7-(piperidiy 4—yi) 4H-pyrazino[1,2-
alpyrimidin-4-one ﬁ/"
2-(4-cthyl-6-methylpyrazolo| 1,5-a}pyrazin-2-yl)-7-( 1-1};cthylp1pcr1dm~4-yl) -4H-
pyrazino[1,2-a]pyrimidin-4-one y.
2-(4-¢thyl-6-methylpyrazolo[ 1,5-a]pyrazin-2-yi)- 7/(/—ethyipiperidin—4-y1)~4H-
pyrazino[1,2-a]pyrimidin-4-one
2-(4-ethyl-6-methylpyrazolo[1,5- a}pyrazm Zﬁé) -7-(piperidin-4-yl)-4H-pyrido[ 1, 2-
a|pyrimidin-4-one
2-(4-ethyl-6-methylpyrazolo[ I,5- a]pyragnw -y1)-7-(1-methylpiperidin-4-yl}-4H-
pyrido[1,2-a]pyrimidin-4-one &
2-(4-ethyl-6-methylpyrazolo[1,3- a,_,!“':yrazm-z-yl) 7-(1-ethylpiperidin-4-y1}-4H-
pyrido[1,2-a]pyrimidin-4-onc f 4
2-(4-ethyl- 6—methyipyrazoio{1@f3— alpyrazin-2-y1)-7-[ 1-(2-hydroxyethyl)piperidin-4-yl]-
4H-pyrido[1,2-a]pyrimidin- 44-0116

2-(4-cthyl- 6-—methylpyrao{1,5 -a]pyrazin-2-yl}-7-(1-propylpiperidin-4-yl)-4H-

yndo[l 2- a] yrimidin-4- onc
Z-(4-cthyl-6-methylpyrazolo[1,5-a]pyrazin-2-yl)-7-[4-(3-fluoropropyl)piperazin-1-yl]-
# 4H-pyrido[1,2-a]pyrimidin-4-one

2-(4-ethyl-6-methylpyrazolo[ 1,5-a]pyrazin-2-yl)-7-[(3R)-4-(2-fluoroethyl)-3-
methylpiperazin-1-yl}-4H-pyrido[1,2-a]pyrimidin-4-one
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2-(4-ethyl-6-methylpyrazolo]1,5-a]pyrazin-2-y1)-7-[(3R)-4-(3-fluoropropyl)-3-

methylpiperazin-1-yl}-4H-pyrido[1,2-a]pyrimidin-4-onc
2-(4-ethyl-6-methylpyrazolo]1,5-a]pyrazin-2-yl)-7-{ 1+(2- ﬂuoroethyl)pipemdm -4-yl]

- 4H-pyrido[1,2- alpyrimidin-4-one

2-(4-cthyi-6-methylpyrazolo[1,5-ajpyrazin-2-y1)-7-[ 1-(3- ﬂuoropropyl)plperidm ryll-

4H-pyrido[1,2-a]pyrimidin-4-one

2-(4,6-dimethylpyrazolo{1,5-alpyrazin-2-y|)-7- {(3R)-4-[2-(2-hydroxyethoxy)ethyl]-3-

methylpiperazin- 1-yi}-9-methyl-4H-pyrido[1,2-alpyrimidin-4-one

2-{4,6-dimethylpyrazolof1,5-alpyrazin-2-yl)-9-methyl-7- (pipcrldm-4- F
pyrido|1,2-a]pyrimidin-4-one v

2-(4,6-dimethylpyrazolo{ 1,5-a]pyrazin-2-yl)-9-methyl-7- (l-meth 1per1d1n-4wy])~4H—
pyrido[1,2-alpyrimidin-4-one

2-(4,6-dimethylpyrazolo{ 1,5-a]pyrazin-2-y1)-7-[(3R)-4-(2-hyd roxyethyl)»&

methylpiperazin-1-yl]-9-methyl-4H-pyrido[1,2-a] ynmldggéll -one

2-[8-(hydroxymethy!)-2-methylimidazo[1,2-a]pyridin- Qgﬂ] 7-(pipcrazin-1-yl)-4H-

pyrido[1,2-a]pyrimidin-4-one 4

7-[(3R,58)-3,5-dimethylpiperazin-1-yl]-2-(8-ethyl ':methyhmldazo[l 2-a]pyridin-6-
yD)-4H-pyrido[1,2-a]pyrimidin-4-one /

2-(8-ethyl-2-methylimidazo{1,2- a]pyr1d1n—6— $)-7-(4-methyl-1,4-diazepan-1-yl)- 4H-
pyrido{ 1,2-alpyrimidin-4-one

2-[8-(hydroxymethyl)-2- methyhm:dazo&f 2-aJpyridin-6-yl}-7-(4-methylpiperazin-1-yl)-
AH-pyrido[1.2-a]pyrimidin-4-one
7-(4-ethylpiperazin-1-yl)-2-[8- (hyg;:tﬂxymeihyl) -2-methylimidazo|1,2-a]pyridin-6-yl]-
4H-pyrido[1,2-a]pyrimidin-4- origf
2-(4-ethyl- 6—methyipyrazolo[lf5 a]pyrazin-2-y1)-7-[ 1-(propan-2-yl)piperidin-4-y]]-4H-
pyrido{1,2-a]p ymm1d1n~4~01;€‘
—(1 cyciopropylpmendl f4—y1}—2 -(4-ethyl-6-methylpyrazolo[1,5-a]pyrazin-2-yl)-4H-

clopropyl 6-methrylpyrazolo[ 1,5-alpyrazin-2-y1)-7-(4- methyip1perazm 1-y])-4H-
{1,2-alpyrimidin-4-one

?(4-cyclopropyl-6-methylpyrazolo{ 1,5-a]pyrazin-2-y1)-7-(4-cthylpiperazin- 1-y1)-4H-

& pyrido{1,2-a]pyrimidin-4-one

2-(4-cyclopropyl-6-methylpyrazolo| 1,5-a]pyrazin-2-yl)-7-[4-(2-hydroxyethyl)ptperazin-
1-yl}-4H-pyrido[1,2-a]pyrimidin-4-one

513




WO 2013/119916 PCT/US2013/625292

2-(4,6-dimethylpyrazolo| 1,5-a|pyrazin-2-y1)-7-( 1 -propylpiperidin-4-y1)-4H-pyridof1,2-
a]pyrimidin-4-onc

2-[4-(dimethylamino)- 6-methylpyrazo!o{l 5-a]pyrazin-2-yl}- 7 ~(piperazin-1-yl)-4H-
pyridof1,2- a]pyr1m1dm~4-0ne

a]pyrlmldm 4 one

7-(4-ethylpiperazin- 1-y1)~2—(2-methyl~1H—benzimidazo1—6—yi)-é§H—pyrid0[ 1,
a] pyrimidin~4~one

a,]pyrazm -2-yl)- 411—pyr1do[1 2 a]pyr1m1dm~4~0ne g‘ 4

7-[1-(1,3-dihydroxypropan-2-yl)piperidin-4-yl}-2-(4-ctl (1—6-mcthylpyrazol.0[1,5—
alpyrazin-2-yl)-4H-pyrido[ 1 ,2-alpyrimidin-4-one ~ #
7-[(3R.58)-3,5-dimethylpiperazin-1-yl}-2-(1,3-di
pyridof1,2-alpyrimidin-4-one y f
2-(8-cthyl-2-methylimidazo[1,2- a]pymdtméif T-(piperidin-4-y1)-4H-pyrido[1, 2-
alpyrimidin-4-one
2-(8-ethyl-2-methylimidazo|1, »a}pyrid}ﬂ 6 -y1)-7-(1-methylpiperidin-4-yl)- -4H-
pyrido[ 1,2-a]pyrimidin-4-one Vs
2-(8-cthyl-2-methylimidazo|1,2- a!gyrid1n~6~yi)~? -(1-ethylpiperidin-4-y1)}-4H-
pyridof 1,2-ajpyrimidin-4-onc /ﬁ’
2-(8-ethyi-2- methyhmdazo[]ﬁ»a}pyndm 6-y1)-7-[1-(2-hydroxyethyl)piperidin-4-yl}-
4F-pyrido[1,2-a] Yl‘imidm-:ﬁ one
7-[(3R)})-3,4- dimethylmp fazin-1-y1]-2-(8-ethyl-2-methylimidazo[ 1,2-alpyridin-6-yl)-
4H-pyridof1,2-ajpyriny flin-4-one
2-(8-cthyi-2- methy idazo[1,2-a]pyridin-6-y)-7-[(3R)-4-ethyl-3-methylpiperazin-1-
yl]-4H-pyrido[1, pyrimidin-4-cne
2-(4,6-d€methyrazoio{¥ ,S-alpyrazin-2-y1)-7-(1-ethylpiperidin-4-y1)-9-methyl-4H-
pyrido{!,2-a imidin—4-0ne

"jthylpyrrolo[l 2-a]pyrazin-7-yl)-4H-

)

cth.yi-Z-(Z-mcthyi—2H~1ndazol~5 ~y1)-7-(1-methylpiperidin-4-y1)-4H-pyridof 1,2-
‘a]pyrimidin-4-one

7-[4-(dimethylamino)-4-methylpiperidin-1-yl}-2-(4,6-dimethylpyrazolo{ 1,5-a]pyrazin-
2-y1)-4H-pyrido[1,2-alpyrimidin-4-one
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2-(4,6-dimethylpyrazolo[ 1,5-alpyrazin-2-y1)-7-[4-(ethylamino)-4-methylpiperidin-1-yl}- #
4H-pyrido]1,2-a]pyrimidin-4-onc . #
2-(4,6-dimethylpyrazolo[1,5-a]pyrazin-2-y1)-7-[4-methyl-4-(propylamino)piperidin
yl]-4H-pyrido[1,2-a]pyrimidin-4-one

2-(4,6-dimethylpyrazolo 1,5-a]pyrazin-2-y})-7-{4-[(2- hydroxyethyl)ammo}-éln
methylplpcndm I yi}-4H*pyr1d0{1 2~ d}pynrmdm 4-00¢

alpyrimidin-4-one

7-[1-(2- hydroxyethyi)piperidin-4-y!}-Q—methyI-Z-(Z-methyl~2H-inda
pyridof1,2-a]pyrimidin-4-one

2-(4,6-dimethylpyrazolo[ 1,5-a]pyrazin-2-yl}-9-methyl-7- (1—p10pp1per1dm~4~y1) ~4H-

pyrido[[,2-a]pyrimidin-4-one &

2-(1,3-dimethylpyrrolo[1,2-alpyrazin-7-yI)-7-[(3R)- 3—metg3f(g
pyridol 1,2-ajpyrimidin-4-one

2-(8-cyclopropyl-2-methylimidazof1,2-a]pyridin- 6—y1) _,;’f(pxpcrazzm I~yl)-4H-
pyridof 1,2-alpyrimidin-4-one ;

jperazm— 1-yl]-4H-

2-(8-cyclopropyl-2-methylimidazof 1,2-a]pyridin-¢ } )-7-[(3R)-3-methylpiperazin-1-yl]}-

4H-pyrido[1,2-alpyrimidin-4-one Vi

2-(8-cyclopropyl-2-methylimidazof1, 2~a]pyr n-6-y1)-7-{(38)-3-methylpiperazin-1-yl]-

4H-pyrido[1,2-alpyrimidin-4-one ;?f

2-(8-cyclopropyl- 2-methylimidazo{1,2- a,?]pyndm 6-yh-7-[(3R,58)-3,5-

dimethylpiperazin-1-yi] 4H-pyndo[1 Zma] pyrimidin-4-one

7~ (E~cyclopropy]plperldln-4-yi)-9 gqeihybz ~-(2-methyl-2H-indazol-5-y1}-4H-pyrido[1,2-

ajpyrimidin-4-one

7-(1-ethylpiperidin-4-y1)-9- mg&yl—,? (2-methyl-2H-indazol-5-y1)-4H-pyrido[ 1,2-
alpyrimidin-4-one

2 (4 6~ dfmcihyfpyrazolo .5~a]pyraz1n -2-y)-9-methyl-7-(piperazin-1-yl)-4H-

-2H-indazol-5-y1)-7-(piperidin-4-y1)-4H-pyrido[ 1,2-a]pyrimidin-

p 2= a}pynm1dm—4—0ne

4"°thyiplp"ram'i""Yl)"z"(6-mcthy1-4—pr0pylpyrazolo[1,5-a]pyrazin~2~yi)~4H,
" pyrido[1,2-a]pyrimidin-4-one

7-[4-(2-hydroxyethylpiperazin-1-y1]-2-(6-methyl-4-propyipyrazole[ 1,5-a]pyrazin-2-
yl)-d4H-pyrido[1,2-a]pyrimidin-4-one
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7-[(3R)-3-methylpiperazin-1-yl}-2-(6-methyl-4-propylpyrazolo} 1,5-aJpyrazin-2-y)-4H-
pyrido] 1,2-ajpyrimidin-4-one
7-[(38)-3-methylpiperazin-1-y1]-2-(6-methyl- 4~propy£pyrazo]o[1 5-a]pyrazin-2-yl)-
pyrido[1,2-ajpyrimidin-4-one
7-[(3R,58)-3,5-dimethylpiperazin-1-yl]-2-(6-methyl-4-propylpyrazolof 1,5- a]p
yl)-4H-pyrido[1,2-a]pyrimidin-4-one
2-(1,3-dimethylpyrrolo[1,2-ajpyrazin-7-yl)-7-{(3R)-3-methyl-4-(propan- piperazin-
I-yl}-4H-pyridof!,2-a]pyrimidin-4-one
7-(4-amino-4-methylpiperidin- 1-yi)—2-<(1,3~dimethy1.pyrrolo[f,2-a}py1 n-7-yl)-4H-
pyrido[1,2-a]pyrimidin-4-one _‘ ’
2-(4,6-dimethylpyrazolo{1,5-a]pyrazin-2-yl)-7-{(3S)- 3~ethylp1pe
4H-pyrido[1,2-a]pyrimidin-4-one
2-[2-methyl-8-(trifluoromethyl}imidazo[ 1,2-alpyridin-6-yl}-;
pyrido[1,2-a]pyrimidin-4-one y4
7-[(3R)-3-methylpiperazin-1-y1]-2-[2-methyl- 8~(t1‘1ﬂuogg;fmcthyi)1m1dazo[1 2-ajpyridin-
6-yl]-4H-pyrido[1,2-a]pyrimidin-4-one /
7-[(38)-3-methylpiperazin-1-yl]-2- [2-mcthyiy uoromethyl)imidazof1,2-alpyridin-

&
F-(piperazin-1-yl)-4H-

—y]}—4H—pyr1d0[] 2-alpyrimidin-4-one

7-[(3R,58)-3,5-dimethylpiperazin-1-yl]-2-[2-pethyl-8- (tnﬁuoromethyl)lmldam[l 2-
alpyridin-6-yl}-4H-pyrido[1, -&]pynmaqu

7-(4-amino-4-methylpiperidin-1-yl)- 2-(4&ethyl 6-methylpyrazolo{1,5- a]pyrazm- -y}
b

4H-pyrido[1,2-alpyrimidin-4-one s
2-2,7-dimethyl-2H-indazol-5-y1})- };(plperazm 1-y)-4H-pyrido[1,2-a|pyrimidin-4-one
2-(2,7-dimethyl-2H-indazol-5-y}j-7-(piperidin-4-yl)-4H-pyrido[ 1,2-a [pyrimidin-4-one

7-(3-aminoprop-1-yn-i-yl}- 2;;(4 6-dimethyipyrazolo{1,5-alpyrazin-2-y1)-4H-pyrido[ 1,2~
ajpyrimidin-4-one
2-(2,7-dimethyl-2H- mdol 3-y1)-7-[(3R)-3-methylpiperazin-1-yl}-4H-pyrido[1,2-
alpyrimidin-4-one  #

7-(3-arninopr 0py1)~(4 6-dimethylipyrazolo[1,5-a]pyrazin-2-yl)-4H-pyridof1,2-
a}pyr;midln—4~

2—(hy§-6-methylpy1 azolo[1 ,5—a]pyram11-2-y1)~7~(2,2,6,6—tetramethyl-1 ,2,3,6-
hydropyridin-4-yI)-4H-pyrido[1,2-a]pyrimidin-4-one
.6-dimethylpyrazolo[1,5-a]pyrazin-2-y1)-7-[(32aR 6aS)-hexahydropyrrolo[3,4-
c]pyrrol -2(1H)-yl}-4H-pyrido[1,2-a]pyrimidin-4-one

2-(4-ethyl-6-methylpyrazolo[1,5-a]pyrazin-2-yl}-7-{(3aR,6aS)-hexahydropyrrolo[3,4-
clpyrrol-2( 1H)-yl]-4H-pyrido[1,2-a]pyrimidin-4-one
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7-[(3R,58)-3,5-dimethylpiperazin-1-yl}-2-(1-ethyl-3-methylpyrrolo[ 1,2-a|pyrazin-7-yl)-
4H-pyrido[1,2-a]pyrimidin-4-onc 4
7-(1,4-diazepan-1-yl)-2-(1-ethyl-3-methylpyrrolof1,2- a}pyrazmw ~y1}-4H-pyrido[1,2 4
a|pyrimidin-4-one
2-(2,7-dimethyl-2H-indazol-5-y1)-7-[(38)-3-methylpiperazin- 1-yl]- 4H-pyr1do[} p
a]pyrimidin-4-one
2-(2,7-dimethyl-2H-indazol-3-y1)-7-[(38)-3 4-dimethyipiperazin- 1 -yl]-4H-gyrido[ 1,2~
alpyrimidin-4-one
2-(2,7-dimethyl-2H-indazol-5-yl)-7-(1- methylp1pendm-—4»yl)~4ﬂ~pyrl ”. ,2-
alpyrimidin-4-one
2~(2,7-dimethyl-2H-indazol-5-yi)-7-(1-ethylpiperidin-4-yl)-4H-pyt 1d0{1 2-alpyrimidin-
4-one
9-methyi-2-(2-methyl-2H-indazol-5-yl)-7-(piperazin-} yl) %ﬁ//pyrido{l 2-alpyrimidin-
4-one
9-methyl-2-(2-methyl-2H-indazol-5-y1)-7-{(3R)-3-metly 1p1pcraz1n 1-yl]-4H-
pyrido[1,2-ajpyrimidin-4-one y
9-methyl-2-(2-methyl-2H-indazo}-5-yl)-7- [(3S) 34
alpyrimidin-4-one
7-[3-(dimethylamino)azetidin-1-yi]-2- (4 6- d'_ f ethyipyrazolo[l 5-a]pyrazin-2-yl)-4H-
pyrido] 1,2-a]pynmidin-4-one
7-[3-{diethylamino)azetidin-1-yi}-2-(4, 6:"' 1methy1pyrazolo[1,5—&}py1‘azm—2-yl)-4H-
pyrido[1,2-a]pyrimidin-4-one g;;f
2-(4,6-dimethylpyrazolo{1, 5-a]py?'finnzmyl)»%ﬁ~(pyrr0[idin-1-yI)azetidin~1-yI]~4H-
pyrido[ 1,2-alpyrimidin-4-onc gf
7-(1.4-diazepan-1-yl)-2-(4- eﬂﬁ 6-methylpyrazolo[1,5-a]pyrazin-2-y)-4H-pyrido[1,2-
a]pyr1m1d1n~4 one fa
7-[(3aR,6aS)-hexahydropérrolo[3,4-clpyrrol-2(1H)-yl}-2-(6-methyl-4-
propylpyrazolo[1,5-alp¥razin-2-yl)-4H-pyridof1,2-a]pyrimidin-4-one

ethylpiperazin-1-yl]~4H-pyrido[1,2-

2-(6-methyl- 4—pr0pyrazolo[1 5-a]pyrazin-2-y1)-7-(1,2,3,6-tetrahydropyridin-4-yl)-
4H-pyrido[ 1,2-a]gyrimidin-4-one
2-(4-ethyl-6- hylpyrazo]o{ 1,5-a)pyrazin-2-y1)-7-(1,2,3,6-tetrahydropyridin-4-yl)-4H-
pyrido[ 1,2-ajyrimidin-4-one
7-[(38)-3 faminomethyl)pyrrolidin-1-yl}-2-(4,6-dimethylpyrazolo[ 1,5-a]pyrazin-2-yl)-
4H-pyrifo{ 1,2-a]pyrimidin-4-one ‘
2-(4 #-dimethylpyrazolo[1,5-a]pyrazin-2-y1)-7-[3-(piperidin-1-yljazetidin- 1 -yl]-4H-
py#dol 1,2-alpyrimidin-4-one '
_(6-methyl-4-propylpyrazolo[ 1,5-a]pyrazin-2-yl)-7-(piperidin-4-y1}-4H-pyrido[ 1,2-
a]pyrimidin-4-one
7-(2,7-diazaspiro[4.4]non-2-y[)-2-(4,6-dimethylpyrazolof1,5-alpyrazin-2-yl1)-4H-
pyrido[1,2-alpyrimidin-4-one
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2-(2,7-dimethyl-2H-indazol-5-y1)-7-(4-methylpiperazin-1-y1)-4H-pyrido[ 1,2-
a|pyrimidin-4-one
7-[3~(dimethylamino)propylj-2- (4 6- dimethylpyrazolo[l S—a]pyrazm-Z—yi) -4H-
pyrido[1,2-a]pyrimidin-4-one
7-£(38)-3-[(dimethylamino)methylpyrrolidin-1-y1} -2-(4,6-dimethylpyrazolo[ 1
alpyrazin-2-yi)-4H-pyrido|[ 1,2-a]pyrimidin-4-one y
2-(4-ethyl-6-methylpyrazolo[1,5-a]pyrazin-2-yl)-9-methyl-7-(piperidin-4-y -4 FH-
pyrido[1,2-a]pyrimidin-4-one
9-methyl-2-(1-methyl-1H-indazol-5-y1)-7-(piperidin-4-y1)- 4H-pyr1d0 2-alpyrimidin-
4-one
2-(4-ethyl-6-methylpyrazolo[1,5-a]pyrazin-2-y1)-9-methyl-7- (1 26-tetrahydropyridin—
4-y)-4H-pyrido[1,2-a]pyrimidin-4-one
2-(4-ethyl-6-methylpyrazolo[ 1,5-a]pyrazin-2-yl)-9-methyl- 7.1«~methy1p1per1d1n~4 yl)-
4H-pyridof 1,2-a]pyrimidin-4-one ;’fy
2-(1,7-dimethyl-1H-indazol-5-y1)-7-(pipcridin-4-y1)- 4I~Lé“pyr1do[1 2-apyrimidin-4-one
2-(1,7-dimethyl-1H-indazol-5-yl)-7-(piperazin-1-yl}AH-pyridof1,2-aJpyrimidin-4-one
2-(1,7-dimethyl-1H-~indazol-5-y1)-7-[(38)-3-methylpiperazin-1-yl}-4H-pyrido[1,2-
ajpyrimidin-4-onc
7 {(38) 3- [(dicthylammo)mcthyf]pyrrohdm;;

5

—yi} -2-(4, 6-d1mcthy1pyrazoio[1 5-

2-(4,6- dlmethylpyrdzolo[l 5- a]pyrazm-
1-yl}-4H-pyrido[1,2~ a]pyrxmtdm-fi»-opa
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7- {3 (dimethylaﬁuno)methyi]aze; idlin-1 [-yl}-2-(4,6-dimethylpyrazolo[1,5-alpyrazin-2-

0[ 1 ,Z-a]pyrazin—7~y1)-7~[(SaS)—hexah.ydropyrrolo [1,2-
-4-pyrido{ 1,2-a]y yrimidin~4~onc

A -dimethylpiperazin-1-yl]-2-(4-ethyl- 6~methylpymzolo[i 5- a]pyrdzm -2-y1)-9-
{H-pyride[1,2-a]pyrimidin-4-one

7- (lthyiplpeﬂdm-sl-y )-9-methyl-2-(1-methyl-1H-indazol-5 -y])—4H pyridof1,2-

(4-ethy£~6~methyipyrazo lo[1,5-a}pyrazin-2-yl}-9-methyl-7-[(35)-3-methylpiperazin-1-
# yl]-4H-pyrido{1,2-a]pyrmidin-4-one

7-[1-(2-hydroxyethyl)piperidin-4-y1]-9-methyl-2- (E—methyl 1H-indazol-5-yl)-4H-
pyridof 1,2-alpyrimidin-4-one
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7-[(38)-3,4-dimethylpiperazin-1-yl]-2-(4-ethyl-6-methylpyrazolo{ 1,5-alpyrazin-2-y1)-9-
mcthyl-4H-pyridof1,2-a]pyrimidin-4-onc

2-(4-ethyl-6-methylpyrazolo[1,5-alpyrazin-2-y1)-7-(1 ethylp1pendm 4-yl)-9-methyl
4H-pyrido[ 1,2-a]pyrimidin-4-one

9-methyl-2-(2-methyl-2H-indazol-5-y1)-7-(1,2,3,6-tetrahydropyridin-4-yl}-4H-
pyrazino[1,2-a]pyrimidin-4-one

7-(1-cyclobutylpiperidin-4-y1)-2-(4-cthyl-6-methylpyrazolo[], 5»&]pyrazm—
methyl-4H-pyrido[1,2-alpyrimidin-4-one /
2-(4-ethyl-6-methylpyrazolo[1,5-alpyrazin-2-y1}-7-[1-(2- hydroxyethy iperidin-4-yl]-
9-mcthyl~4H-pyr1d0[1 2- ajpynmidm«-éi-one 4

]pyrazm&(lH)—yl] 4H-pyndo[1 2- a}pyr1m1dm-4 one /f
2-(8-cthyl-2-methylimidazo[ 1 ,2-a}pyridin-6-y1)-7-{(8aS)-hexdhydropyrrolo[ 1,2-
alpyrazin-2(1H)-yl]-4H-pyridof 1 ,2-alpyrimidin-4-one /
9-methyl-2-(2-methyl-2H-indazol-5-yl)-7-(piperidin- 4—, f)-4H-pyrazino[1,2-
alpyrimidin-4-one
7-[(3R)-3-(aminomethyl)pyrrolidin-1-y1]-2-(4,6- d'., {
4H-pyrido[1,2-a]pyrimidin-4-one
2-(4,6-dimethylpyrazolof1,5- a]pyrazm— -y1)- /ﬁ'f(ZS 65)-2,6-dimethyl-1,2,3,6-
tetrahydropyridin-4- yl}-4H~pyndo[1,2—a]p¥,fmudm -4-one

7-{(3R)-3- [(dlmethyianuno)methyl]pyrrﬁhdm 1-y1}-2-(4,6-dimethylpyrazolo[1,5-
a,}pyrazm -2-yD)-4H-pyrido{1,2- a]pynmafdm-ﬁl—one

7-[(28,65)-2,6-dimethylpiperidin-4z 1] 2-(4,6-dimethylpyrazolo]1,5-a]pyrazin-2-yl)-
4H-pyridof1,2-a]pyrimidin-4- ong%

cthyipyrazolo[i 5-alpyrazin-2-yl)-

2-(8-fluoro-2-methylimidazo[ }@—a pyridin-6-y1)-7-[4-(2-hydroxyethyl)piperazin- l—yl}—
4H-pyrido[1,2- a]pynmdm— one
2-(imidazo[1,2- a]pyrldm--yl) -7-{(4-methylpiperazin-1-y1)-4H-pyrido{ 1,2-alpyrimidin-
4-one ' :
2-(4-fluoro- 2-methy}#1,3-benzoxazol-6-yl)-7-[(8aS)-hexahydropyrrolo[ 1,2-a]pyrazin-
2(1H)~ yi]AH-pyro[l 2-a]pyrimidin-4-one _
7-(2,7-diazasp[3.5 Inon-T7-y1)-2-(4,6-dimethylpyrazolo| 1,5-a]pyrazin-2-yl)-4H-
pyrido[ I,2-ajgfyrimidin-4-one
7-(4-met 1-y)-2-(2-methyl[1,2,4 }triazolo[ 1,5-a]pyridin-6-yl)-4H-
pyridof #2-alpyrimidin-4-one
7-(4-#iethylpiperazin-1-y1)-2-[2-methyl-8 (tnﬂuoromethyl)zmidazo[1 2-alpyridin-6-y1]-
4 yndo[l 2-ajpyrimidin-4-one
F-mothyl-6-[7-(4-methylpiperazin-1-yl)-4-oxo-4H-pyrido[ 1,2-a]pyrimidin-2-
1,2-ajpyridine-8-carbonitrile
2-(2 8-dimethylimidazo| 1,2-alpyridin-6-yl)-7-(4-methylpiperazin-1-yl)-4H-pyrido{ 1,2-
alpyrimidin-4-one
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7-(4,7-diazaspiro[2.5]oct-7-y1)-2-(2,8-dimethylimidazo[ 1,2-aJpyridin-6-yl)-4H-
pyrido[1,2-a]pyrimidin-4-onc

2-{8-fluoro-2-methylimidazol 1,2~ a]pyndm -6-yD)-7- (1-methylp1per1dm—4—y1) AH-
pyrido[ 1,2-a]pyrimidin-4-one

2-(8-fluoro-2-methylimidazo[ 1,2-a]pyridin-6-y1)-7-(4-hydroxypiperidin-4-y)-
pyrido| 1,2-a]pyrimidin-4-one
2-(4-ethyl-6-methylipyrazolo[1,5-aJpyrazin-2-yl}-7-[(8aS)-hexahydropyrro
a}pyrazin 2(1H)-y1]-4H-pyrido[1 2—a}pyrimidin~4~0ne

a]pymzm 2(1H) yIj 4H~pyr1do{£ 2~ a]pyrlmldm-élnone 4
7-[(3R)-3-(dimethylamino)pyrrolidin- [ -y1]-2-(4-cthyl- 6-methylp_ : azoio{] 5-ajpyrazin-
2-yD)-4H-pyrido[1,2-a]pyrimidin-4-one 4
7-{(38)-3-(dimethylamino)pyrrolidin-1-yl}-2-(4-ethyl-6-me
2-yi)-4H-pyrido[1,2-alpyrimidin-4-one
2-(8-fluoro-2-methylimidazo[ 1,2-a]pyridin-6-yl)-7- (868’3 8a-
methylhexahydropyrrolo[1,2-alpyrazin-2(1H)-y1}-4H#pyrido[ 1,2-a]pyrimidin-4-one

2-(4-ethyl-6-methylpyrazolof1,5- a]pyrazm-fz-yi) 7 '4 ethylpiperazin-1-yl)-3-methyl-

4H-pyridof1,2-a]pyrimidin-4-one :

2-(4-ethyl-6-methylpyrazolo[1,5- a}pyrazm~2;f§/i) 7-[(RaS)-hexahydropyrrolo{1,2-
a]pyrazin-2(1H)-yl}-9-methyl-4H- pyr1do[1m' —a]pynrn1dm~4 one

2~(2,8-dimethylimidazo[1,2-a]pyridin-6; 571) 7-(4-ethylpiperazin-1-yl)-4H-pyrido[1,2-
alpyrimidin-4-one

2-(2,8-dimethylimidazo[1,2- a]pyrldg;;m—é -yl}-7-[(8aS)-hexahydropyrrolof1,2-alpyrazin-
2(1H)-yl]-4H-pyrido[1,2- a}pyr?ﬁgﬁdzmil—(}nc

2-(2,8-dimethylimidazo[1,2-a ﬁg’ridin 6-yl}-7-(8a-methylhexahydropyrroto[1,2-
]pyraz1n-2(lH)—yl)—4H~py§ 0{1 2 a]pyr1m1dm~4~one

azolo[l 5—a]pyrazm~2~yl) -7-{{2-(morpholin-4-yl)ethyl]amino} -
grimidin-4-one

2- (4 methylpyrazolo[l 5- a]pyrazm -2-y1)-7- {methyi[2~
hylammo)ethyl]ammo}-4H~pyrido{1 2-a]pyrimidin-4-one
#-[(3R)-3-(dimethylamino)pyrrolidin-1-yl]-2-(2,8-dimethylimidazo[ 1,2-a]pyridin-6-yl)-
# 4H-pyrido[1,2-a]pyrimidin-4-one

7-[(38)-3-(dimethylamino)pyrrolidin- 1-y1]-2-(2,8-dimethylimidazo[ 1,2-a]pyridin-6-yl)-
4H-pyrido[1,2-a]pyrimidin-4-one
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7-[2-(dimethylamino)ethoxy]-2-(4-ethyl-6-methylpyrazolo[ 1,5-a]pyrazin-2-yl)-9-
methyl-4H-pyrido[1,2- a]pymmdm -4-one

7-{2-(dimethylamino)ethoxyl-2-(4-ethyl-6-methylpyrazolof1, 5 alpyrazin-2-yl)-4H
pyrido[1,2-a]pyrimidin-4-one

2-(4-ethyl-6-methylpyrazolo[1,5-a]pyrazin-2-yl)-7-(piperidin-4-ylmethoxy)-4H
pyrido{1,2-ajpyrimidin-4-one 4
2-(4-cthyl-6-methylpyrazolo[ 1,5-a]pyrazin-2-y1)-7- 2-(piperidin-1-yl)ethox#{-4H-
pyrido[1,2-a]pyrimidin-4-one

2-(4-ethyl-6-methylpyrazolo{1,5-aipyrazin-2-yl)-7-[ 3-(morpholin-4- ,_ ropoxyi-4H-
pyrido{1,2-a]pyrimidin-4-one i
7-[3-(dimethylamino)propoxyi-2-{4-ethyl-6-methylpyrazolo[1,5-# yrazin-2—y1)—4H~
pyrido{1,2-a]pyrimidin-4-one, or
2-(4,6-dimethylpyrazolo[ 1,5-alpyrazin-2-yl)-7- [(3aR 6aS)-5
methylhexahydropyrrolo[3,4-clpyrrol-2(1H)-yt]-4H- pymd‘l 2-a]pyrimidin-4-one
or a salt, isotopologue, stereoisomer, racemate, enant;o”"er diastereomer or tautomer

thereof.

The compound of claim 7, wherein the compougid is selected from the group consisting

of

2-(3,5-difluoro-4-hydroxyphenyl)-7-(p: érazin«l-yl)—4H-pyrid0[1 2-a]pyrimidin-4-
one hydrochloride

7-[4-(dimethylamino)piperidin-1- )gfj V2 (3-fluoro-4-methoxyphenyt)-4H-quinolizin-
4-one acelate y

2-(2-methyl-1,3 benzothlazolgéé -yl)-7-{piperidin-4-y1)-4H-pyrimido[ 1,2-bpyridazin-
4-one trifluoroacetate (1: I;ﬁ)r

2-(1,3- dnncthylpyrrolo[_ ¢ -aJpyrazin-7-y1)-7-(1,2,3,6-tetrahydropyridin-4-y1)-4H-
pyrazino[1,2-alpyrimigin-4-one hydrochloride (1:2)

e

or a free base, isotogfologue, stereoisomer, racemate, enantiomer, diastereomer or

tautomer thereoj

A pharmacefitical composition comprising an effective amount of the compound of

claim | g d a pharmaceutically acceptable carrier, excipient or diluent.

Fharmaceutical composition of claim 9 for use in the treatment of spinal muscular

Ophy (SMA).

An in vitro method for enhancing the inclusion of exon 7 of SMN2 into mRNA that is
transcribed from the SMN2 gene, comprising contacting a human cell with the compound

of claim 1.
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2. An in vitro method for increasing the amount of Smn protein, comprising contacting a

human cell with the compound of claim 1.

13. The method of claim 11 or 12, wherein the human cell is a human cell from a hum

SMA patient.
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