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pharmaceutically suitable salts of said prodrugs, tautomers or hydrates of the
compounds of formula I.

The compounds of the formula 1, their salts, their prodrugs, their hydrates and
their tautomers effectively inhibit PDE10A even at low concentrations. They are
additionally distinguished by a high selectivity in relation to the inhibition of the
PDEI10A vis-a-vis inhibition of other phosphodiesterease, such as PDE3 or PDE4. The
compounds of the invention may additionally have one or more of the properties ii. to
viii. mentioned above. ,

The compounds of the formula I, their salts, their prodrugs, their hydrates and
their tautomers are therefore particularly suitable for treating disorders and conditions in
creatures, especially human éreatures5 which can be treated or controlled by inhibition
of phosphodiesterase type 10A.

The invention therefore also relates to the use of carboxamide 'compounds of the
formula I, their tautomers, their hydrates and their pharmaceutically suitable salts for
the manufacture of 2 medicament, in particular of 2 medicament which is suitable for
the treatment of a disorder or a condition which can be treated by inhibition of
phosphodiesterase type 10A.

The invention further relates to a medicament, in particular a medicament which
is suitable for the treatment of a disorder or a condition which can be treated by
inhibition of phosphodiesterase type 10A. The medicament comprises at least one
compound of the formula I, as described herein, or a tautomer, or a hydrate or a prodrug
of said compound I, or a pharmaceutically suitable salt of the compound of the formula
I or a pharmaceutically suitable salt of the tautomer, the hydrate or the prodrug of

compound of the formula 1.

Summary of the Invention

In one aspect, there is provided a compound of formula
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wherein

13a

isOorS;

is N or CH;

is N or VC-R7;

is 0, S, -X*=C(R%)-, where C(R®) is bound to the carbon atom which

carries R, or

“X3=C(R®)-, where X’ is bound to the carbon atom which carries R?;

18 N or C-R%;

is N;

L

iil.

- 1is selected from

monobyclic C-bound 6-memberéd hetaryl having 1 or 2
nitrogen atoms as ring members, which is unsubstituted or
may carry 1, 2, 3 or 4 identical or different substituents R,
fused bicyclic hetaryl having 1 or 2 nitrogen atoms and
optionally a further heteroatom selected from O, S and N as
ring members, benzothienyl or benzofuryl, where bicyclic
hetaryl, benzothienyl and benzofuryl are, independently of
each other, unsubstituted or may carry 1, 2, 3 or 4 identical or
different substituents R*, and

phenyl, which carries a monocyclic hetaryl radical having 1

or 2 nitrogen atoms and optionally a further heteroatom

. selected from O, S and N as ring members, which in addition
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to monocyclic hetaryl, may carry 1, 2 or 3 identical or

different substituents R*,

where

RX

is selected from the group consisting of H, halogen, C,-Cs-alkyl,
C;-Cy-alkoxy, C;-Cy-fluoroalkyl, C;-Cs-fluoroalkoxy, Cs-Ce-
cycloalkyl, C;-Cy~alkoxy-C;~Cy-alkoxy, C-Cy-alkoxy-C-Cy-
alkyl, OH, hydroxy-C,;-Cs-alkyl, O-Cs-Cg-cycloalkyl,
benzyloxy, C(0)0O-(C;-Cs-alkyl), O-(C-Cas-alkyl)-CO,H,
NR™MR?), CONRTYR?), Ci-Camalky-NRWR™),
NRZ-C(0)-NR*™(R™), NR®-C(0)0~(C1-Cs-alkyl),
“N(R*®)-80,-R™, phenyl, CN, -SFs, ~OSFs, -S0,R*, -SR* and
trimethylsilyl, where R, R*, R** and R™, independently of
each other are selected from the group consisting of hydrogen,
C1-Cs-alkyl, C;-Cy~fluoroalkyl and Cs-Ce-cycloalkyl or R¥ and
R*™ form together with the N atom to which they are.attached a

3- to 7-membered, nitrogen heterocycle which may have 1, 2 or

- 3 further different or identical heteroatoms or heteroatom

containing groups selected from the group of O, N, §, SO and

'S0, as ring members and which may carry 1,2, 3,4,50r6

substituents selected from C;-Cy~alkyl;

or two radicals R* which are bound at adjacent carbon atoms
may form a fused 5- or 6-membered saturated carbocyclic
radical or a fused 5- or 6-membered heterocyclic radical having

1, 2 or 3 heteroatoms as ring members, which are selected from
0O,Sand N;

is a moiety Y'-Cyc/;

is selected from the group consisting of hydrogen, halogen, OH, C;-
Cy-alkyl, trimethylsilyl, C;-Cs-alkoxy-C;-Cy-alkyl, C;-Cy-alkoxy, C;-
Csalkoxy-C,~Cy-alkoxy, Co-Cy-alkenyloxy, C;-Cy-fluoroalkyl, C;-Cy-
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fluoroalkoxy, cycloprole, optionally substituted by 1, 2 or 3 methyl
groups, fluorinated cyclopropyl, CN and NR*R™;
represents one of the following groups A', A%, A®>, A*or A”:

3e 3f
R

R

R* A %/)\g(

o R’ RS R[ 4 R R
(A?) (A%) (A%) (AS)

where * indicates the points-of attachment to Het and to the nitrogen

atom, respectively,

R®, R*, R®, RS independently of each other are selected from the group consisting

of hydrogen, halogen, C,-Cs-alkyl, trimethylsilyl, C;-Cs-fluoroalkyl,
C;-Cs-fluoroalkoxy, Cs-Ce¢-cycloalkyl, or the radicals together with the
carbon atoms to which they are bound form a saturated 3- to 6-
membered carbocycle or a saturated 3- to 6-membered heterocycle
‘having 1 or 2 non-adjacent heteroatoms as ring members, where the
carbocycle and the heterocycle are un.substituted'or may camry 1,2, 3
or 4 substi;t'uen'ts selected from fluorine and methyl or either the
radicals R®, R* or the radicals R®, R® together with the carbon atom to
which thcy are bound form a saturated 3- to 6-membered carbocycle
or a saturated 3- to 6-membered heterocycle having I or 2 non-
adjacent heteroatoms as ring members, where the carbocycle and the
heterocycle are unsubstituted or may carry 1, 2, 3 or 4 substituents

selected from fluorine and methyl;

isa O, NR*, CR*®R* or linear C,-Cs-alkandiyl, where one of the
CH,-moieties of C,-Cs-alkandiyl may be replaced by oxygen or NR*?,
and where 1, 2, 3, or 4 of the hydrogen atoms of C,-Cs-alkandiyl may
be replaced by a radical R*, where

R* is hydrogen or C;-Cgy-alkyl,
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R*®, R* independently of each othe‘:f‘;rév Séiééted'from thegfoup
consisting of hydrogen, halogen, C 1-Cq-alkyl or R*® and R*
together form C,-Cs-alkandiyl; ‘ '

R is selected from the group consisting of halogen and C;-Cs-

alkyl;

independently of cach other are selected from the group consisting of

hydrogen and C;-Cgy-alkyl;

is selected from the group consisting of hydrogen, halogen, OH, C;-
Ca-alkyl, trimethylsﬂyl, C1-Cy-alkylsulfanyl, C;-Cs-alkoxy-Ci-Cs~
alkyl, C,-Cs-alkoxy, C;-Cs-alkoxy-C;-Ca-alkoxy, Ci-Cs-alkylsulfanyl-
C;-Cy-alkoxy, Cp-Cy-alkenyloxy, Ci-Cs-fluoroalkyl, C;-Cy-
fluoroalkoxy, cyclopropyl, optionally substituted by 1, 2 or 3 methyl
groups, fluorinated cyclopropyl, CN, NR¥R™, NR¥R*-C,-C4-alkoxy
and the moiety Y*-Cyc?;

is selected from the group consisting of hydrogen, halogen, OH, C;-

Cyakkyl, trimetbyisilyl, Ci-Cy-alkoxy-C;-Cy-alkyl, C;-Cs-alkoxy, Ci-

Cy-alkoxy-C;-Cy-alkoxy, CZ-C4¥aH<enyloxy, C;—C4-ﬂuoroalkyl, Cy-Cy-
fluoroalkoxy, cyclopropyl, optionally substituted by 1, 2 or 3 methyl
groups, fluorinated cyclopropyl, CN and NR*R™;

is selected from the group consisting of hydrogen, halogen, OH, C;-
Cs-alkyl, trimethylsilyl, Ci~Cs-alkylsulfanyl, C;-Cs-alkoxy-C,-Cqy-
alkyl, C;-Cs-alkoxy, C;-Cs-alkoxy-C;-Cs-alkoxy, C;-Cyalkylsulfanyl-
C,-Cs-alkoxy, Cy-Cs-alkenyloxy, C;-Cs-fluoroalkyl, Ci-Cy-
fluoroalkoxy, cyclopropyl, optionally substituted by 1, 2 or 3 methyl
groups, fluorinated cyclopropyl, CN, NR*R™, NR*R*-C,-Cq-alkoxy
and the moiety Y*-Cyc’;
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YL Y4Y? indepeﬁde‘ntly of each o{her are selected from a chemical bond, CHj,

0, 0-CH,, NR?, NR-CH,, NR*-S(0),, S, S(0O), S(O),, 1,2—-ethandiyl,
1,2-ethendiyl or 1,2-ethyndiyl, where R” is selected from the group
consisting of hydrogen, C,-Cs-alkyl, C,-Cs-alkylcarbonyl, C,-Cy-
alkylsulfonyl, C,-Cs-fluoroalkylsulfonyl;

Cyc!, Cyc?, Cyc® independently of each other are selected from the grou
Y y p Y p

consisting of phenyl, naphthyl, 4- to 8-membered saturated or partially
unsaturated heteromonocyclic radicals, saturated or partially
unsaturated 7- to 10 membered heterobicyclic radicals, 5- or 6-
membered monocyclic hetaryl, and 8- to 10 membered bicyclic
hetaryl, where the saturated or partially unsaturated heteromonocyclic
and heterobicyclic radicals have 1, 2, 3 or 4 heteroétoms or
heteroatom containing groups as ring members, which are selected
from O, S, SOv, SO, and N, and-where the 5- or 6-membered
monocyclic hetary! and the 8- to 10-membered bicyclic hetaryl have 1,
2, 3 or 4 heteroatoms as ring merh_bers, which are selected from O, S
and N, ‘

where phenyl, naphthyl, the saturated or partially unsaturated
heteromonocyclic and heterobicyclic radicals and thé mono- and
bicyclic heteroaromatic radicals are unsubstituted or carry 1, 2, 3, 4 or
5 radicals R®" or one radical Y'-R“* and 0, 1,2, 3 or 4 radicals RCI;

where

R is selected from hydrogen, halogen, OH, CN, NO,, C;-Cs-alkyl,
C;-Cs-alkoxy, Ci-Cy-alkylsulfanyl, hydroxy-C;-Cg-alkyl, Cl-C4-
alkoxy-C,-Cys-alkyl, C;-Cs-alkoxy-C,-Cs-alkoxy, cyano-Ci-Cy-
alkyl, C;-Cs-fluoroalkyl, C;-Ce-fluoroalkoxy, C;-Cs-
alkylsulfonyl, C(O)R?, Z-C(O)OR®, Z-C(O)NRRY, S(O),NRR*
and Z-NR°R?, where
R*  1is selected from the group consisting of C,-Cy-alkyl and

C-Cy-fluoroalkyl,
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R"  is selected from the group consisting of hydrogen, C;-Cy-
alkyl, C;-Cs-alkenyl and C;-Cy-fluoroalkyl,

R®, R% is selected from the group consisting of hydrogen, Cy-Ca-
alkyl, C,-Cs-fluoroalkyl, C;-Cs-alkoxy and C,-Cy-
fluoroalkoxy,

R® R’ is selected from the group consisting of hydrogen, C;-Cy-
alkyl, C,-C4-fluoroalkyl, C;-Cs-alkoxy and C,-Cy-
fluoroalkoxy,

Z is a covalent bond or C;-Cs~alkandiyl,

or two radicals R’ which are bound at adjacent carbon atoms

may form a fused 5- or 6-membered carbocyclic radical or a

fused 5- or 6-membered heterocyclic radical having 1, 2 or 3

heteroatoms as ring members, which are selected from O, S and

N

or two radicals R which are bound at the same carbon atom

may form a spiro 5- or 6-membered carbocyclic radical or a

spiro 5- or 6-membered heterocyclic radical having 1 or2

heteroatoms as ring members, which are selected from O, S and

N, :

or two radicais R® which are bound at the same carbon atom

may form an oxygen atorm,

where the fused and the spiro radicals are unsubstituted or carry

1,2, 3 or 4 radicals R®;

is a chemical bond, CHy, O, O-CHa, S(O),, NR”, NRY-CH; or
NR¥'-8(Q),, where R” is selected from the group consisting of
hydrogen, C;-Cs-alkyl, C;-Cy-alkylcarbonyl, C;-Cs-
alkylsulfonyl, C,-Cs-fluoroalkylsulfonyl;

is a carbocyclic or heterocyclic radical selected from the group
consisting of phenyl, 3- to 7-membered saturated or partially

unsaturated monocarbocyclic radicals, 3- to 7-membered
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saturated or partially unsaturated heteromonocyclic radicals,
having 1, 2 or 3 heteroatoms as ring members, which are
selected from O, S and N, and 5- or 6-membered heteroaromatic
radicals, having 1, 2 or 3 heteroatoms as ring members, which
are selected from O, S and N, where the carbocyclic and the
heterocyclic radical is unsubstituted or carries 1, 2, 3, 4 or 5

radicals R“;

R®  is selected from hydrogen, halogen, OH, CN, C,-C4-alkyl, C;-
Cs-alkoxy, hydroxy-C,-Cy-alkyl, C;-Cg-alkoxy-C;-Cy-alkyl,
cyano-C,-Cy-alkyl, Ci-Cy-fluoroalkyl, C,-Cs-fluoroalkoxy, Cr-
Ce-alkenyl, C(O)R®, benzyl, Z-C(OYOR?, Z-C(O)NRRY,
S(0),NRR’ and Z-NR°R', where, Z, R*, R, R, R, R® and R
are as defined above or two radicals R® which are bound at the

same atom may form an oxygen atom;

provided that for X3 bé'mg X4=C{R8),, one or two of the radicals R, R and R® are’ .

2 moiety Y'-Cyc’, Y2-Cyc? or Y-Cyc®, respectively,

further proﬁded that for X° being X =C(R”), one or two of the radicals R’, “R7 and
R® are a moiety Y'-Cyc’, Y%-Cyc® or Y*-Cyc®, respectively;

and the N-oxides, the prodrugs, the tautomers and the hydrates thereof, and the

pharmaceutically acceptable salts thereof;

wherein prodrugs are derivatives of the compounds of formula I carrying an OH

or NH,-group, where one of the hydrogen atoms of the OH or NHp-group is

substituted by a C;-Cs-alkylcarbonyl group, by benzoyl, or by an acy! group
derived from an amino acid, which is linked to the oxygen or nitrogen of the OH
or NHz-group via the carbonyl group of the amino acid; or wherein prodrugs are
alkylcarbonyloxyalkyl carbonates or carbamates of compounds I carrying an OH-

or NHz-group in which one of the hydrogen atoms of the OH- or NH;-group has



10

15

13h

been replaced by a group of the forfrmia -C(=0)-0-CHRP-0-C(=0)-R? in which

‘R® and R? are independently of one another C;-Cy-alkyt;

except for the following compounds:
6-Methyl-3-phenyl-3-[2-(2-pyridinyDethyl]-thieno[2,3-d]pyrimidin-4-(3H)-one,
5-Phenyl-3-[2-(4-pyridinyl)ethyl}-thieno[2,3-d]pyrimidin-4-(3H)-one,
5-(4-Methylphenyl)-3-[2-(2-pyridinyl)ethyl]-thieno{2,3-d]pyrimidin-4-(3H)-one,
5-(2-Furanyl)-3-[ 1-methyl-2-(3-pyridinylyethyl}-thieno[2,3-dJpyrimidin-4-(3H)-
one,
5-(2-Thienyl)-3-[1-methyl-2-(3-pyridinyl)ethyl}-thieno[2,3-d)pyrimidin-4-(3H)-
one,
5-(3,4-Dimethylphenyl}-3-[2-(2-pyridinyl)ethyl}-thieno[2,3-d}pyrimidin-4-(3H)-
one, ‘
5-(4-Methylphenyl)-3-[2-(4-pyridinyl)ethyl]-thieno[2,3-d]pyrimidin-4-(3H)-one,
5-Phenyl-3-[2-(2-pyridinylethyl}-thieno[2,3-d]pyrimidin-4-(3H)-one, and
5-Phenyl-3-{2-(4-0x0~5-phenyithieno(2,3-djpyrimidin-(3H)-3-yl)ethyi]-
thieno[2,3-d]pyrimidin-4-(3H)-one.
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In one aspect, there is provided a compound, which is selected from the group
consisting of

3,7-di(pyridin~-4-y1)-5-[2-(quinolin-2-yl)ethyl}thieno[2,3-d]pyridazin-4(5H)-one;
7-(pyridin-4-y1)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(5SH)-one;

3 -(pyridin—4-y1)—5 -[2-(quinolin-2-yyethyljthieno[2,3-d]pyridazin-4(5H)-one;
3-(pyridin-4-y1)-5-[2-(pyridin-2-ylethyl]thieno[2,3-d}pyridazin-4(5SH)-one;
3,7-di(pyridin-4-y1)-5-[2-(pyridin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(5H)-one;
5-[2-(quinolin-2-ylethyl]-3-[4-(trifluoromethylyphenyl}thieno[2,3-d]pyridazin-
4(5H)-one; |
3-(4-methylphenyl)-5-[2-(qumolin-2-yl)ethyllthieno[2,3-d]pyridazin-4(5H)-one;
3-[4~(propan-2-yl)phenyl]-5-[2-(quinolin-2-yl)ethyl}thieno[2,3-d]pyridazin-

- 4(5H)-one;

3-(4-ethyiphenyl)-5-[2~(quinolin-2-yl)ethyl jthieno {2,3-d]pyridazin—4(5H}-one;
4-{4-0x0-5-[2-(quinolin-2~yl)ethyl]-4,5-dihydrothieno{2,3-dpyridazin-3-
y1}benzonitrile;
3-(4-methoxyphenyl)-5-[2-(quinolin-2-yl)ethyl|thieno[2,3-d]pyridazin-4(5H)-one;
3-(4-fluorophenyl)-5-[2-(quinolin-2-yl)ethyljthieno[2,3-d]pyridazin-4(5H)-one;
3~(4-ethoxyphenyl)-5-[2-(quinolin-2-yl)ethyl]thieno{2,3-d]pyridazin-4(5SH)-one;
3-[4-(dimethylamino)phenyl}-5-[2-(quinolin-2-yl)ethylthieno[2,3-d Jpyridazin-
4(5H)-one; |

(4- {4-ox0—5—[2—(quinolin-2-yl)ethyl}—4,S-dihydmthieno [2,3-d]pyridazin-3-
yl}phenyl)acetonitrile;
3-(4-hydroxyphenyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(5H)-one,
3-(2-chlorophenyl)-5-[2-(quinolin-2-yl)ethyl)thieno[2,3-d]pyridazin-4(5H)-one;
3-(2-methylphenyl)-5-[2-(quinolin-2~yl)ethyljthieno[2,3-d]pyridazin-4(5H)-one;
3-(2-ethylphenyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(5H)-one;
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3-(2—ﬂuoroph.enyl}-S«[2—(quino]jn—2¥y1)ethyl]thieno[2,3-d]pyridazin-4(5H)~one;
3-(2-methoxyphenyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(5H)-one;
3-(2-ethoxyphenyl)-5-[2-(quinolin-2-yl)ethyl}thieno [2,3-d}pyridaiin—4(5H}-one;
3-(2-hydroxyphenyl)-5-[2-(quinolin-2-ylethylithieno{2,3-d]pyridazin-4(5H)-one;
5-[2-(quinolin-2-ylethyl]}-3-[2-(trifluoromethyl)phenylithieno(2,3-d]pyridazin-
4(5H)-one;
3-[3-(methoxymethyl)phenyl]-5-[2-(quinolin-2-yl)ethyljthieno[2,3-d]pyridazin-
4(5H)-one;
3-(3-methoxyphenyl)-5-[2-(quinolin-2-yethyljthieno[2,3-d}pyridazin-4(5H)-one;
3-(3-ethoxyphenyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(5H)-one;
3-[3-(dimethylamino)phenyl}-5-[2-(quinolin-2-yl)ethyljthieno[2,3-d]pyridazin-
4(5H)-one;

3-[4-Oxo-5-(2-quino lin-2-yl-ethyl)-4,5-dihydro-thieno[2,3-d]pyridazin-3-y1} -
benzonitrile; |
3-(3-fluorophenyl)-5-{2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(5H)-one;
3-(3-hydroxyphenyl)-5-[2-(quinolin-2-yDethyl]thieno[2,3-d|pyridazin-4(SH)-one;
N,N-dimethyl-3- {4-0x0-5-[2-(quinofin-2-yl)ethyl]-4,5-dihydrothieno[2,3-
d}pyridazin-3-yl}benzamide; ' .
3-(3-methylphenyl)-5-[2-(quino Im-2-yhethyljthieno[2,3-d]pyridazin-4(5H)-one;
5-[2-(quinolin-2-yDethyl]-3~(thiophen-2-yl)thieno[2,3 -d]iayridézin—ﬂf(SH)—one;
3-(1-methyl-1H-indol-5-y1)-5-(2-quinolin-2-yl-ethyl)-5H-thieno[2,3-d}pyridazin-
4.one;
3-(1H-indol-6-y1)-5-[2-(quinolin-2-yl)ethyl}thieno[2,3-d]pyridazin-4(5H)-one;
3-(pyrimidin-5-yl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d|pyridazin-4(5H)-one;
3—(2—methoxypyridm-3~yl)—5-[2-(quin0 lin-2-ylethyl]thieno[2,3-d]pyridazin-
4(5H)-one;

3-(pyridin-3-yl)-5-[2-(quino lin—Z-yl)ethyl]thieno[2,3—"d]pyridazin-4(5H)-one;
3—(4—meth0xypyridin-3—y1)-5~[2-(quino lin-2-yl)ethyljthieno {2,3—d]pyridazin—
4(5H)-one;
3-(furan-3-y1)-5-[2~(quinolin-2-yl)ethyl]jthieno[2,3-d]pyridazin-4(5H)-one;
3-(quinolin-3-yl)-5-[2-(quinolin-2-yhethyl}thieno[2,3-d]pyridazin-4(5H)-one;
3-(isoguinolin-4-yl)-5-[2-(quinolin-2-yl)ethyljthieno[2,3-d]pyridazin-4(5H)-one;
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3-(isoquinolin-5-y1}-5-{2-(quino lin-2-yl)ethyljthieno[2,3-d]pyridazin-4(5H)-one;
3-(1H-indol-4-yl}-5-(2-quinolin-2-yl-ethyl)-5H-thieno[2,3-d}pyridazin-4-one;
3-(2,3-dihydrobenzofuran-3-y1)-5~(2-quinolin-2-yl-ethyl)- 5H-thieno[ 2,3-
d]pyridazin-4-one;

3-(quinolin-3-yl)-5-[2-(quinolin-2-y1)ethyllthieno[ 2,3-dIpyridazin-4( 5H)-one;
3-(3,5-dimethyl-1,2-0xazol-4-yl)-5-[ 2~(quinolin-2-yl)ethyl thieno[2,3-
d]pyridazin-4(5H)-one;
3-(6-methoxypyridin-3-yl)-5-[2-(quinolin-2-yl)ethyljthieno(2,3-dJpyridazin-
4(5H)-one;

3-(2,3-dihydro-1,4-benzodioxin-6-y1)-5-[ 2-(quinolin-2-yDethyljthieno{2,3-
d]pyridazin-4(5H)-one;
3-(2~-methylpyridin-4-yl}-5-[2-(quinolin-2-yl)ethyljthieno{2,3-d]pyridazin-4(5H)-
one;

3-(5-methoxypyridin-3-y1)-5-[2-(quinolin-2-ylethyl}thieno[2,3-djpyridazin-
4(5H)-one; .
3-[6-(morpholin-4-yDpyridin-3-yl}-5-[2-(quinolin-2-ylethyl]thieno[2,3-
d]pyridazin-4(5H)-one; ‘
3-(1,3-b enzodioxo 1; 5~yD-5-[2-(quinolin-2-yl)ethyl]thieno [2 ,3-d]pyridazin-4(5H)-
one; | - '
3-(quinolin-6-yl)-5-[2-(quinolin-2-yl)ethylJthieno[2,3-djpyridazin-4(5H)-one;
3-(1-methyl-1H-pyrazol-4-yl)-5-[2~(quinolin-2-ylethyljthieno{2,3-d}pyridazin-
4(5H)-one;

3-[1-(2-methylpropyl)-1H-pyrazol-4-yl}-5-[ 2-(quinolin-2-yl)ethyl Jthieno[2,3-
d]pyridazin-4(5H)-one; ”

tert-butyl 2-{4-0x0-5-[2~(quinolin-2-yl)ethyl}-4,5-dihydrothieno[2,3-d]pyridazin-

- 3-yl}-1H-pyrrole-1-carboxylate;

3-(2-methoxypyrimidin-5-yl)-5-[2-(quinolin-2-yl)ethylthieno[2,3-d]pyridazin-
4(5H)-one;
5-[2~(quinolin-2-yDethyl]-3-(2,3,4-trifluorophenyli)thieno{2,3-d]pyridazin-4(5H)-
one;
3-(4-fluoro-3-methylphenyl)-5-[2-(quinolin-2-yl)ethyljthieno[2,3-dJpyridazin-
4(5H)-one;
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3-(4-ﬂuor0-2«methy1pheny1)~5*[2-(qi1ino1in~2—y1)ethyl]thieno [2,3-d]pyridazin-
4(5H)-one;

3-{3-chloro-4-fluorophenyl)-5-[2-(quino lin—Z-yl)ethyl]thieno [2,3-d]pyridazin-
4(5H)-one; _
3-(2-chloro-4-fluorophenyl)-5-[2-(quinoln-2-yl)ethyl}thieno{2,3-d|pyridazin-
4(5H)-one;
3+(3,4-dimethylphenyl)-5-[2-(quinolin-2-yl)ethylthieno[2,3-d}pyridazin-4(SH)-
one; »
3-(2,4-dimethylphenyl)-5-[2-(quinolin-2-yl)ethyl]thieno(2,3-dpyridazin-4(5H)-
one; ' |
3-(2,4-difluorophenyl)-5-[2-(quinolin-2-yljethyl}thieno[2,3-d]pyridazin-4(5H)-
one;

3-(2,4- dimethoxyphenyl)—S-[2—(quinolin«2~y1)ethy1]thieﬁo[2,3—d]pyridazin—4(5H)-
one;
3-(2,5-dimethoxyphenyl)-5-[2-(quinolin-2-yl)ethyl}thieno[2,3-d]pyridazin-4(5H)-

one;

‘ 3—(2,3—diﬂuoropheny1}—5-[2§(quin0Im-Z—yI)ethyl]thicno[2,3—d]pyridazin~4(5Hj—

one;

 3-(3,4-dimethoxyphenyl)-5-[2~(quinolin-2-yl)ethyl]thieno[2,3-d}pyridazin-4(SH)-

one;

3~(3,4-difluorophenyl)-5-[2-(quinolin-2-yl)ethyljthieno[2,3-d Jpyridazin-4(5H)-
one;
3-(5-fluoro-2-methoxyphenyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-
4(5H)-one;
3-(4~ﬂuoro—Z—methoxyphenyl)—5-[2—(quin0Ijn~2—y1)¢thyl]thieno[2,3—d]pyridazin—
4(5H)-one;
3-(3,5-dimethoxyphenyl)-5-[2-(quinolin-2-yDethylthieno[2,3-d]pyridazin-4(5H)-
one;
3-(2,5-difluorophenyl)-5-[2-(quinohn-2-yl)ethyl}thieno[2,3-dpyridazin-4(SH)-
one;
3-(2,3-dimethoxyphenyl)-5-[2-(quinolin-2-ylethyljthieno[2,3-djpyridazin-4(5H)-

one;
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3-(3-ﬂuoro-4—methoxypheny1)—5-{2—(ciuino lin-2-yl)ethyl]thieno[2,3-d]pyridazin-
4(5H)-one;
3-(2-fluoro-3-methoxyphenyl)-5-[2-(quinolin-2-ylethyl]thieno[2,3-d}pyridazin-
4(5H)-one; !
3-(3,5-difluoropheny!)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(5H)-
one; '
3-(3-fluoro-5-methoxyphenyl)-5-[2-(quinolin-2-yhethyllthieno({2,3-d]pyridazin-
4(5Hj)-one;
3-(2-methoxy-5-methylphenyl)-5-[2~(quinolin-2-yl)ethyl}thieno[2,3-d}pyridazin-
4(5H)-one;
3-(2,5-dichlorophenyl)-5-[2-(quinolin-2-yl)ethyllthieno[2,3-d)pyridazin-4( SH)-
one;
3-(naphthalen-2-yl)-5-[2-(quinolin-2-yl)ethyljthieno[2,3-dpyridazin-4(5H)-one;
3-phenyl-5-[2-(quinolin-2-yl)ethyljthieno{2,3-d]pyridazin-4(5H)-one;
3-(1-benzofuran-2-yl)-5-[2-(quinolin-2-ylethyllthieno[2,3-d]pyridazin-4(5H)-
one;

3-(1H-indazol-5 ~yl);5—[2?(quino Iin-2-yl)ethyljthieno[2,3-d]pyridazin-4(5H)-one;
3~(1-methyl-1H-pyrazol-5-y1)-5-[2-(quinolin-2-y)ethyllthieno[2,3-d]pyridazin-
4(5H)-one; _ o »
3-(4,5-difluoro-2-methoxyphenyl)-5-[2-(quino 1m-'2-y1)ethy1]thieﬁo [2,3-
dlpyridazin-4(5H)-one;
3-(2-fluoro-4-methylphenyl)-5-[2-(qumolin-2-yl)ethyl]thieno[2,3-d]pyridazin-

-4(5H)-one;

3-(2-fluoro-5-methoxyphenyl)-5-[2-(quinolin-2-yl)ethyljthieno|2,3-d}pyridazin-
4(5H)-one; 4

3-methyl-4- {4-0x0-5-[2~(quinolin-2-yl)ethyl]-4,5-dihydrothieno[2,3-d]pyridazin-
3-yl}benzonitrile;
5-[2~(6-fluoroquinolin-2-ylethyl}-3-(pyridin-4-yl)thieno[2,3-d)pyridazin-4(5H)-
one;
5-[2,2~difluoro-2-(quinolin-2-ylethyl]-3-(pyridin-4-yl)thieno[2,3-d]pyridazin-
4(5H)-one;
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3-(pyridin-4-y1)-3-[2-(thieno[3 ,2~b‘]p§1ridin— 5-yDethyl]thieno[2 ,E—d]pyridazin—
4(5H)-one; . | |
5-[2-(imidazo[1 ,2—a]pyridin-2~y1)ethy1]—3-(pyridin—é’r‘:'jzfl‘)thiéno[2,,3-d}pyridazinf
4(5H)-one; L
5-[2-(7-fluoroimidazo(1,2-a]pyridin-2-yhethyl}-3-(pyridin-4-yDithieno[2,3-
dlpyridazin-4(5H}-one;
8 —(pyridin—4—y1)—2«[2;(quino lin-2-yl)ethyl]phthalazin-1(2H)-one;
2-[2-(quinolin-2-y)ethyi]-8-[4-(trifluoromethyl)phenyijphthalazin-1(2H)-one;
8~(4-methylphenyl)-2-[2~(quinolin-2-yl)ethyljphthalazin-1(2H)-one;
8-[4-(propan-2-yl)phenyl]-2-[2-(quinolin-2-yl)ethyljphthalazin-1(2H)-one;
8-(4-cthylphenyl)-2-[2-(quinolin-2-yl)ethylphthalazin-1(2H)-one;
4-{4-0x0-3-[2~(quinolin-2-yl)ethyl]-3,4-dihydrophthalazin-3-yl }benzonitrile;
8-(4-methoxyphenyl)-2-[2-(quinolin-2-yhethyllphthalazin-1(2H})-one;
8-(4-fluorophenyl)-2-[2-(quinolin-2-yl)ethyl|phthalazin-1(2H)-one;
(4- {4-0x0-3-[2-(quinolin-2-yl)ethyl]-3,4-dihydrophthalazin-5-
yl}'phenyl)acetonitrﬂe;
8 —(4-hydro;;y_phenyl)—2-‘[2—(quino lin-2-yl)ethyl]phthalazin-1(2H)-one;
8-(2-chlorophenyl)-2-[2-(quinolin-2 —yl)ethyl]phthalazinQ 1 (2Ei)—one;

A 8-(2-methylphenyl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;

8-(2-ethyliphenyl)-2- [2-(§uino lin-2-yl)ethyl]phthalazin-1 (2H)-one;
8~(2-fluorophenyl}-2-[2-(quinolin-2-yl)ethyl jphthalazin-1(2H)-one;
8-(2-methoxyphenyl)-2-[2-(quinolin-2-yl)ethyljphthalazin-1(2H)-one;
8-(3-methoxyphenyl)-2-{2-(quinolin-2-yl)ethylphthalazin-1(2H)-one;
3-{4-0x0-3-[2~(quinolin-2-yl)ethyl]-3,4~ dihydroﬁhthalazin»S -yl}benzonitrile;
8-(3-fluorophenyl)-2-[2-(quinolin-2-~yl)ethylphthalazin-1(2H)-one;
8-(3-hydroxyphenyl)-2-[2-(quinolin-2 le)ethyl}phthalazin— 1(2H)-one;
N,N-dimethyl-3-{4-0x0-3-[2-(quinolin-2-yl)ethyl]-3,4-dihydrophthalazin-5-
yl}benzamide;
8-(3-methylphenyl)-2-[2~(quinolin-2-yl)ethyljphthalazin-1(2H)-one;
2-[2~(quinolin-2-yhethyl]-8-(thiophen-2-yl)phthalazin-1(2H)-one;
8-(1-methyl-1H-indol-5-y1)-2-[2-(quinolin-2-y)ethyllphthalazin-1(2H)-one;

8-(3 ,5-dimethyl-1H-pyrazol-4-yl)-2-[2-(quinolin-2-y1)ethyl]phthalazin-1(2H)-one;
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8-(1H-~indol-5-y1)-2-[2-(quino 1in-2—yi) ethyl}phthalazin-1(2H)-one;
8-(1H-indol-6-y1)-2-[2~(quinolin-2-yl)ethyl Jphthalazin-1(2H)-one;
8—(pyrimid1'n—5—y1)-2—[2-(quino lin-2-ylethyllphthalazin-1(2H)-one;
8-(2-methoxypyridin-3-yl)-2-[2-(quinolin-2-yl)ethyljphthalazin-1(2H)-one;
8-(pyridin-3-yl)-2-[2-(quinolin-2-yl)ethyl Jphthalazin-1(2H)-one;
8-(furan-3-yl)-2-[2-(quinolin-2-yl)ethyljphthalazin-1 (2H}-one;
8-(quinolin-3-yl)-2-[2-(quinolin-2-yl)ethyl}phthalazin-1(2H)-one;
8-(1H-indol-4-y1)-2-[2-(quinolin-2-yl)ethyl}phthalazin-1(2H)-one;
8-(2,3-dihydro-1 -benzofuran-5-yl}-2-[2-(quinolin-2-yl)ethyl jphthalazin-1(2H)-
one;
8-(3,4-dihydro-2H-1,5-benzodioxepin-7-y1)-2-[2-(quinolin-2-yl)ethyl]phthalazin-
1(2H)-one; .
8-(1-benzo ﬁlranf5~yl)—2-[2 -(quinolin-2-yl)ethyliphthalazin-1(2H)-one;

8-(6-methoxypyridin-3-yl)-2-[2-(quinolin-2-yDethyl]phthalazin-1(2H)-one;

8-(2,3-dihydro-1,4-benzodioxin-6-y1)-2-[2-(quinolin-2-yl)ethyl Jphthalazin-1(2H)-

one;

© 8-(2-methylpyridin-4-yl)-2-[2-(quino Im—i—yl)ethyljphthalazin—l (2H)-one;

8-(5-methoxypyridin-3-yl)-2-[2-(quinolin-2-ylhethyl iphthalazin-1(2H)-one;
8-(5—ﬂuoropyridin—3-yl)—2— [2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;

8-(1 ,3-benzodioxol-5-y1)-2 -{2—(quino lin-2-ylethyl}phthalazin-1(2H)-one;
8-(1-methyl-1H-pyrazol-4-yl)-2-[2-(quinolin-2~yl)ethyl]phthalazin-1(2H)-one;
8-[1-(2-methylpropyl)-1H-pyrazol-4-~yi]-2-[2-(quinolin-2-yl)ethyljphthalazin-
1(2H)-one;

tert-butyl 2- {4-0x0-3-[2-(quinolin-2-yl)ethyl}-3,4-dihydrophthalazin-5-yl} -1 H-
pyrrole-1-carboxylate; .
8-(3-chloro-4-fluorophenyl)-2-[2-(quinolin-2-yl)ethyllphthalazin-1(2H)-one;
8-(2-chloro-4-fluorophenyl)-2-[2-(quinolin-2-yl)ethyl}phthalazin-1(2H)-one;
8-(3,4-dimethyiphenyl)-2-[2-(quinolin-2-yl)ethyljphthalazin-1(2H)-one;
8-(2,4-dimethoxyphenyl)-2-[2-(quinolin-2-yljethyl|phthalazin-1(2H)-one;
8-(2,5-dimethoxyphenyl)-2-[2-(quinolin-2-yl)ethyl Jphthalazin-1(2H)-one;
8-(2,3-difluorophenyl)-2-[2-(quinolin-2-yl)ethylJphthalazin-1(2H)-one;
8-(3,4-dimethoxyphenyl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
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8—(3 ,4-difluorophenyl)-2-[2-(quinolin-2-ylethylphthalazin- 1(2H)-one;
8-(5-fluoro-2-methoxyphenyl)-2-[2-(quinolin-2-yl)ethyljphthalazin-1(2H)-one;
8-(4-fluoro-2-methoxyphenyl)-2-[2-(quinolin-2-yl)ethylJphthalazin-1(2H)-one;
8-(3,5-dimethoxyphenyl)-2-[2-(quinolin-2-yl)ethyl |phthalazin-1(2H)-one;
8-(2,5-difluorophenyl)-2-[2~(quinolm-2-ylethyl]phthalazin-1 (2H)-one;
8-(3-fluoro-4-methoxyphenyl)-2-{2-(quinolin-2-ylyethyl]phthalazin- 1 (2H)-one;
8-(2-fluoro-3-methoxyphenyl)-2-{2-(quinolin-2-yl)ethy!Jphthalazin-1(2H)-one;
8-(3,5-difluorophenyl)-2-[2-(quinolin-2-yl)ethyljphthalazin-1(2H)-one;
8-(3-fluoro-5-methoxyphenyl)-2-[2~(quinolin-2-yl)ethyljphthalazin- 1 (2H)-one;
8-(naphthalen-2-yl)-2-[2-(quinolin-2-yl)ethyljphthalazin-1(2H)-one;

8-phenyl-2-[2-(quinolin-2-yl)ethyl Jphthalazin-1(2H)-one;

8-(1-benzofuran-2-y1)-2-[2-(quinolin-2-yl)ethyllphthalazin-1(2H)~one;
8-(1-methyl-1H-pyrazol-5-y1)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
8-(4,5-difluoro-2-methoxyphenyl)-2-[2-(quinolin-2-yethyljphthalazin-1(2H)-
one; ;
8-(2-fluoro-4-methylphenyl)-2-[2~(quinolin-2-yl)ethyl jphthalazin-1(2H)-one;
8-(2-fluoro-5-methoxyphenyl)-2-[2-(quinolin-2-yl)ethylJphthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a}pyridin-2-ylethyl]-8-(pyridin-3-yl)phthalazin-1(2H)-one;
2-{2—(@&2120 [ 1‘,2—a}pyridin§2-yl)ethy1}—8-(pyridm—4-yi)phthalézin- 1(2H)-one;
2-[2-(imidazo{1 2-a]pyridin-2-yl)ethyl}-8-(3-methoxypyridin-4-ylphthalazin-
1(2H)-one;

- 2-[2-(imidazof1 ,Z—a}pﬁidin-Z-yl)ethyl}—8—(pyrimidin—5-y1)phthalazin= 1(2H)-ong;

2-[2-(imidazo[1,2-a]pyridin-2-yDethyl]-8-(1-methyl-1H-pyrazol-3-yl)phthalazin-
1(2H)-one;
8-(furan-3-yl)-2-[2-(imidazo(1 ,2-a}pyridin—2—yl)ethyl]phthalazin—\l (2H)-one;

2-[2-(imidazo(1,2-a]pyridin-2-yDethyl]-8~(2-0x0-2,3-dihydro-1H-indol-6-

yD)phthalazin-1(2H)-one;
8-(3,4-dihydro-2H-chromen-6-y1)-2-[2-(imidazo[1,2-a]pyridin-2-
yhethyl]phthalazin-1(2H)-one;
8-(1,1-dioxidothiomorpholin-4-y1)-2-[2-(quinolin-2-yl)ethylphthalazin-1(2H)-
one;

2-[2-(imidazo(1,2-a]pyridin-2-yl)ethyl]-8-(morpholin-4-y)phthalazin-1(2H)-one;
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8~(1,1 ~dioxido"thiomorpholin—4-y1)-2¥[2-(1'.midazo[ 1,2-ajpyridin-2-
yDethyl]phthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-(tetrahydro-1H-furo[3.4-clpyrrol-
5(3H)-yDphthalazin-1(2H)-one;

8-(5,5-difluorohexahydrocyclopental cjpyrrol-2(1H)~y1)-2-[2-(imidazo[1,2-
ajpyridin-2-yljethyllphthalazin-1(2H)-one;

- 2-[2-(imidazo[1,2-a}pyridin-2-yl)ethyl]-8~(piperazin-1-yl)phthalazin-1(2H)-one;

8-(4,4-difluoropiperidin-1-yl)-2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl|phthalazin-
1(2H}-one;
8-[4-(chloromethyl)-4~(hydroxymethyl)piperidin-1-yl]-2-[2-(imidazo[1,2-
ajpyridin-2-yhethyl]phthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yhethyl]-8-(piperidin-1-yDphthalazin-1{2H)-one;
8-(2,3-dihydro-4H-1,4-benzoxazin-4-yl)-2-[2-(imidazo[1,2-a]pyridin-2-
ylethyljphthalazin-1(2H}-one;

2-[2-(imidazo[1,2-a]pyridin-2-yljethyl]-8-[4-(trifluoromethyl)piperidin-1-

yl]phthalazin~1(2H)-one; ,
2-[2-(imidazo[1,2-a]pyridin-2-ylethyl]-8-(4-methylpiperazin-1-yl)phthalazin-
1(2H)-one; *

8-(1 ,3-d1'hydro—2H-isoindol—2—y1)~2— [2-(imidazo(1,2-ajpyridin-2-
yl)ethyl]phthalazimI(ZH}-one; '
8-(7-benzyl-2,7-diazaspiro[4.4]non-2-yl)-2-[2~(imidazo[ 1,2-a]pyridin-2-
yhethyl]phthalazin-1(2H)-one;
8-({[(3aR,4S,6aS)-2-benzyloctahydrocyclopentalclpyrrol-4-ylimethyl} amino)-2-
[2-(imidazo[1,2-a]pyridin-2-yl)ethylJphthatazin- 1(2H)-one;

~ tert-butyl (3R)-3-({3-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-4-0x0-3,4-

dihydrophthalazin-5-yl} amino)pyrrolidine-1-carboxylate;
8-(2,6~-dimethylmorpholin-4-yl}-2-[2-(imidazo[1,2-a]pyridin-2-
yDethyljphthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a}pyridin-2-yl)ethyl]-8-(1,4-oxazepan-4-yl)phthalazin-1(2H)-
one;

tert-butyl 4- {3-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-4-0x0-3,4-
dihydrophthalazin-5-yl1}-3,6-dihydropyridine-1(2H)-carboxylate;
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| 5-(pyridin-4-y1)-2-[2~(qumolin-2-yl) ethyl]phthalazin-1(2H)-one;

5-(pyrimidin-5-y1)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
5-(1-methyl-1H-pyrazol-5-yl)-2-[2-(qumolin-2-yl)ethyljphthalazin-1(2H})-one;
5-(1,1-dioxidothiomorpholin-4-yl)-2- [2-(qum6 lin-2-yl)ethyljphthalazin-1(2H)-

one;

2-[2-(imidazo(1,2-a]pyridin-2-yljethyl]-5-(pyridin-3-yl)phthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-ylethyl}-5S-(pyrimidin-5-yl)phthalazin1 (2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-ylethyl]-5-(morpholin-4-yl)phthalazin- 1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-5-(tetrahydro-1H-~furo[3,4-cJpyrrol-

- 5(3H)~yl)phthalazin-1(2H)-one;

2-[2-(imidazo[1,2-a]jpyridin-2-yHethyl]-4-(pyrimidin-5-yl)phthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl}-4-(morpholin-4-yl)phthalazin-1(2H)-one;
3-(3-methoxypyridin-4-yl)-5-[2-(quinolin-2-ylyethyl)thieno[3,2-clpyridin-4(5H)-
one;
3-(3-hydroxypyridin-4-yl)-5-[2-(quinolin-2-yl)ethyl}thieno[3,2-c]pyridin-4(5H)-
one;

3-(1-methyl-1 H-pyrazo‘l-S—yl)-S-[Z-(quino lin-2-ylethyljthieno[3,2-c]pyridin- .
4(5)H-one; ' . '
3-(pyridin-4-y1)-5-[2-(quino Iig—Z-yl) ethyljthieno{3,2-clpyridin-4(5H)-one;
3‘-(pyrimidin—5 ~yD)-5-(2-quinolin-2-yl)ethyl)thieno[3 ,2-é]pyridin-4(5H)-one;
3-(2-oxoindolin-6-y1)-5-[2-(quinolin-2-yl)ethyl}thieno[3,2-clpyridin-4(SH)-one;
3-(3-hydroxyphenyl)-3-[2-(quinoln-2-yl)ethyl}thieno[3 ,2-0]?yridin~4(5 H)-one;
5-[2-(5-ethylpyridin-2-yl)ethyl]-3-(pyridin-4-yDthieno[3,2-c]pyridin-4(5H)-one;

5-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-3-«(pyridin-4-ylthieno[3,2-c]pyridin-

4(5H)-one;
3-(morpholin-4-yl)-3-[2-(quinolin-2-ylethyl]thieno[3,2-clpyridin-4(5H)-one;
tert-butyl-4~(4-ox0-5-(2-quinolin-2-yl)ethyl)-4,5-dihydrothieno[3,2-cpyridin-3-
y1)-3,6-dihydropyridine-1(2H) carboxylate;
5-(2~(quinolin-2-yDethyl)-3-(1,2,3,6-tetrahydropyridin-4-yhthieno[ 3,2-c]pyridin-
4(5H)-one;
tert-butyl-4-(4-0x0-5-(2-quinolin-2-yl)ethyl)-4,5-dihydrothieno[3,2-c]pyridin-3-
yl)-piperidine-1 carboxylate;
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3-(piperidin-4-yl)-3-[2-(quinolin-2-yl)ethyl]thieno[3,2-c]pyridin-4(5H)-one;

3 —methy1-7 -(pyridin-4-yl)-5-(2-(quinolin-2-ylethyl)thieno[3,2-c]pyridin-4(SH)-
one;

3-(pyridin-4-yl)~5-[2~(5,6,7,8-tetrahydroquinolin-2-yl)ethyljthieno[2,3-
dlpyridazin-4(5H)-one;

(R)-tert-butyl 3-(3-(2~(imidazo{1,2-a]pyridin-2-yl)ethyl)-4-oxo-3,4-
dihydrophthalazin-5-ylamino)pyrrolidine-1-carboxylate;
2-[2-(imidazo[1,2-a)pyridin-2-yl)ethyl}-8-[(3R)}-pyrrolidin-3-ylamino]phthalazin-

" 1(2H)-one;

5-(3-hydroxyphenyl)-2-[2-(quinolm-2-yl)ethyljphthalazin-1(2H)-one;
(E)-8-(pyridin-4-y1)-2-(2-(quinolin-2-yl)vinylyisoquinolin-1(2H)-one;

anti (rac) 8-(pyridin-4-yl)-2-(2-(quinolin-2-yl)cyclopropylisoquinolin-1(2H)-one;
anﬁ (+)-8~(pyridin-4-y1)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;
anti (-)-8-(pyridin-4-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquino lin- 1 (2H)-one;
8—(pyridﬁ-i—yl)-2-{2—quino lin-2-yl-ethylyisoquinolin-1(2H)-one;

anti (rac) 3-(pyridin-4-yl)-5-(2-(quinolin-2-yl)cyclopropylthieno[3,2-clpyridin-
4(5H)-one; _ < ’

anti (1) 3—(15yridin—4—y1)-5—(2—(quinolin-Z—yl)cyciopropyl)thieno[3 ,2-clpyridin-

4(5H)-one;

anti (-) 3-(pyridin~4—yl)-5—(2-(quinoiin—2—y1)cyclopropy1)thieno[3 2-clpyridin-
4(5H)-one;

(E)-8-pyridin-4-y}-2-(2-quinolin-2-yl-vinyl)-2H-phthalazin-1-one;

anti (rac) 8-pyridin-4-yl-2-(2-quinolin-2-yl-cyclopropyl)-2H-phthalazin-1-one;
anti (+) 8-pyridin-4-yl-2-(2-quinolin-2-yl-cyclopropyl)-2H-phthalazin-1-one;

anti (-) &-pyridin-4-yl-2-(2-quinolin-2-yl-cyclopropyl)-2H-phthalazin-1-one;

and the N-oxides thereof, the prodrugs thereof as defined in claim 1, the tautomers
thereof and the hydrates thereof, and the pharmaceutically acceptable salts
thereof.

In one aspect, there is provided a compound, which is selected from the group

consisting of
7-(pyridin-4-yl)-5-[2-(quinolin-2~yl)ethyl}furo[3,2-c]pyridin-4(5H)-one;
3-(pyridin-4-y1)-5-(2-(quinolin-2 -yDethyl)furo[3,2-c]pyridin-4(5H)-one;
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5-(2-(1H-benzo[d}imidazo 1—2~y1)e’thjzl)-3~(pyridin—4-y1) furo[3,2-clpyridin-4(5H)-
one;
5-(2-(imidazo[1,2-a}pyridin-2-yDethyl)-3-(pyridin-4-yl)furo[3,2-c]pyridin-4(5H)-
one; ’
3-(pyrimidin-5-y1)-5-(2-(quinolin-2-yl)ethylfuro[3,2-c]pyridin-4(5H)-one;
4-(pyridin-4-y1)-6-(2-(quino 1m-2-y1)allyl)pyrido{2,3—d]pyridazin¥5(6H)-one;

syn 8-(pyridin-4-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(ZH)-one;

syn 3-(pyridin-4-yl)-5-(2-(quinolin-2-yl)cyclopropyl)thieno[3,2-c]pyridin-4(5H)-
one;

anti 3-(pyridazin-4-y1)-5-(2-(quinolin-2-yl)cyclopropyl)furo[3,2-cpyridin-4(SH)-
one;

syn 3-(pyridazin-4-y1)-5-(2-(quinolin-2-yl)cyclopropylfuro[3,2-c]pyridin-4(SH)-
one;

anti 3~(pyridin-4-yl)-5 -(2~(qi11’no lin-2-yl)cyclopropyfuro[3,2-cjpyridin-4(5H)-
one; '

syn 3-(pyridin-4-yl)-5-(2-(quinolin-2-yl)cyclopropyl)furo[3,2-clpyridin-4(5H)-
ong;

anti 8-(oxetan-3-ylamino )-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;

- syn 8-(oxetan-3-ylamino)-2-(2-(quinolin-2-yl)cyclopropylisoquinolin-1(2H)-one; .

anti 8-(pyridazin-4-yh)-2-(2-( quinolin-Z-yl)cyc1opropyl)iéoquino lin-1(2H)-one;
syn 8-(pyridazin-4-y1)-2-(2-(qumolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;

anti 8-(6-fluoropyridin-3-y1)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-

one;

~ Syn 8-(6~ﬂu0ropyn'dih—3—y1)—2-(2—(quino lin-2-yl)cyclopropyl)isoquinolin-1(2H)-

one;

anti 8-(2-fluoropyridin-4-y1)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1 (2H)-
ong; ,

syn 8-(2-fluoropyridin-4-yl)-2-(2-(quinolin-2-yheyclopropyl)isoquinolin-1(2H)-
one;

anti 8-(pyridin-3-y1)-2-(2-(quinolin-2-yl)cyclopropylyisoquinolin-1(2H)-one;
syn 8-(pyridin-3-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-~one;
anti 8~(pyrimidin-5-y1)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;
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syn 8-(pyrimidin-5-y1)-2-(2-(quino liﬁ-2-yl)cyclopropyl)isoquin.o lin-1(2H)}-one;
anti 8-(1-methyl-1H-pyrazol-4-yl)-2-(2-(quinolin-2-y1)cyclopropyl)isoquinolin-
1(2H}-one;

syn 8-(1-methyl-1H-pyrazol-4-yl}-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-
1(2H)-one; - 4

anti 8-(3-fluoropyridin-4-yl)-2-(2-(quinolin-2-ylcyclopropyl)isoquinolin-1(2H})-
one;

syn 8-(3-fluoropyridin-4-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-
one;

anti 8-(2-fluoropyridin-4-y)-2-(2-(quinolin-2-yhcyclopropyl)isoquinolin-1(2H)-
one;

syn 8-(2-fluoropyridin-4-y1)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-
one;

anti 8-((3S)-3-hydroxypiperidin-1-yl)-2-(2-(quinolin-2-
yl)cyclopropyl)isoquinolin-1(2H)-one;

syn 8-((38)-3-hydroxypiperidin-1-y1)-2-(2-(quino lin-2-
yl)cyélop'ropyl)isoquinolin-1(ZH)—one; _

anti 8-(3-methoxypiperidin-1-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-
1(2H)-one; - | ) . ‘

syn 8-(3-methoxypiperidin-1 —yl)-2—{2;(qumolin—2—yl)cyclopropyl)isoquinoﬁn-
1(2ZH)-one;

anti 8-morpho 1in0—2-(2-(qujno lin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;

syn 8-morpholino-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;

anti 1-(1-0x0-2-(2-(quinohn-2-yl)cyclopropyl)-1,2-dihydroisoquinofin-8-
yl)piperidine-4-carbonitrile; | |

syﬁ 1-(1-0x0-2-(2-(quinolin-2-yl)cyclopropyl)-1,2-dihydroisoquinolin-8-
yl)piperidine-4-carbonitrile; |

anti. 8-((3R,4R)-4-fluoro-3-hydroxypiperidin-1-y1)-2-(2~(quinolin-2-
yheyclopropylisoquinolin-1(2H)-one;

syn 8-((3R,4R)-4-fluoro-3-hydroxypiperidin-1-yl)-2-(2-(quinolin-2-
ylhcyclopropyl)isoquinolin-1(2H)-one;

anti 8-((35)-3-hydroxypyrrolidin-1-y1)-2-(2-(quinolin-2-



10

15

20

25

30

13v

yDeyelopropyl)isoquinolin- 1 (ZH)-ohe;

syn 8-((3S)-3-hydroxypyrrolidin-1-yl)-2-(2-(quinolin-2-
yheyclopropyl)isoquinolin-1(2H)-one;

anti §-((3R)-3-hydroxypyrrolidin-1-yl)-2-(2-(quinolin-2-
yheyclopropyl)isoquinolin-1(2H)-one;

syn 8-((3R)-3-hydroxypyrrolidin-1-y1)-2-(2-(quinolin-2-
yheyclopropylyisoquinolin-1(2H)-one; ‘

anti 8-(methyl(oxetan-3-yl)amino)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-
1(2H)-one;

syn 8-(methyl(oxetan-3-yl)amino)-2~(2~(quinolin-2-yl)cyclopropyl)isoquinolin-
1(2H)-one;

anti §~(4-methoxypiperidin-1-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-
1(2H)-one;

syn 8-(4~-methoxypiperidin-1-y1)-2-(2-(quinolin-2-yl)cyclopropylisequinolin-
1(2H)-one;

anti 8-(4-hydroxypiperidin-1-y1)-2-(2~(quinolin-2-yl)cyclopropyl)isoquinolin-

" 1(2H)-one;

syn 8-(4-hydroxypiperidin-1-yl)-2-(2-(quinolin-2-ylcyclopropyl)isoquinolin- °
I(ZH)-one; |

~ anti 8-(1 -acetyipipeﬁdin-ﬁr—ylamino)—2-(2-quinoﬁn-2—cyclopropyl)isoquino lin-

1(2H)-one;

syn 8-(1-acetylpiperidin-4-ylamino)-2-(2-quinolin-2-~cyclopropyl)isoquinolin-
1(2H)-one;

anti §-(piperidin-4-ylamino)-2-(2-(quinolin-2-ylcyclopropyl)isoquinolin- 1 (2H)-
one; ‘

syn 8-(piperidin-4-ylamino)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-
one; ‘

anti 2-(2-(quinolin-2-yl)cyclopropyl)-8-(tetrahydro-2H-pyran-4-yl)isoquinolin-
1(2H)-one;

syn 2-(2-(quinolin-2-yl)cyclopropyl)-8-(tetrahydro-2H-pyran-4-yl)isoquinolin-
1(2H)-one; _

anti 2-(2-(quinolin-2-ylcyclopropyl)-8-(2-oxa-6-azaspiro[ 3.4]octan-6-
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yDisoquinolin-1(2H)-one;
syn 2-(2-(quinolin-2~-ylcyclopropyl)-8-(2-oxa-6-azaspiro[3.4Joctan-6-

- yhisoguinolin-1(2H)-one;

anti 8-(dihydro-1H-furo[3,4-c]pyrrol-5(3H,6H,6aH)-y1)-2-(2~(quinolin-2-
yheyclopropyl)isoquinoim-1(2H)-one; 4

syn 8-(dihydro-1H-furo{3,4-cjpyrrol-5(3H,6H,6aH)~y1)-2-(2-(quinolin-2-
yhcyclopropyl)isoquinolin-1(2H)-one;

anti 8-(4,4-difluoropiperidin-1-y1)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-
1(2H)-one;

syn 8-(4,4-difluoropiperidin-1-yl)-2-(2-(quinohn-2-yl)cyclopropyl)isoquinolin-
1(2H)-one;

anti 8-morpholino-2-(2~(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;

syn 8-morpholino-2-(2-(quimolin-2-yl)cyclopropylyisoquinolin-1(2H)-omne;

anti 8~(3-(difluoromethyl)pyrrolidin-1-yl)-2-(2-(quinolm-2-
yheyclopropyl)isoquinolin-1(2H)-one;

syn 8~(3-(difluoromethyl)pyrrolidin-~1-yl)-2-(2-(quinolin-2-

- yl)cyclopropyl)xsoqumo lin-1(2H)-one;

anti 8-((1R,55)-3-0xa-8-azabicyclo[3.2. l)octan— -y1)-2-(2- (qumohn—2 yheyclo-
propyl)isoquinolin-1(2H)-one; '

syn 8-((1R,58)-3-oxa-8-azabicyclo[3.2.1]octan-8-y1)-2-(2-(quinolin-2-yl)cyclo-
propyl)isoquinolin-1(2H)-one;

anti 8-(4-methylpiperazin-1-yl)-2-(Z-(quinoiin-2-yi)cyclopropylisoquinolin-
1(2H)-one; )

syn 8-(4-methylpiperazin-1-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinotin-
1(2H)-one;

anti 8-(3-(fluoromethyl)pyrrolidin-1-y1)-2-(2-(quinolin-2-
yhcyclopropylyisoquinolin-1(2H)-one;

syn 8-(3-(fluoromethyDpyrrolidin-1-yl)-2-(2-(quinolin-2-
ylheyclopropyl)isoquinolin-1(2H)-one;

anti 8~((1R,5S)-8-oxa-3-azabicyclo[3.2.1]octan-3-y1)-2-(2-(quinolin-2-
yheyclopropylisoquinolin-1(2H)-one;

syn 8-((1R,58)-8-0xa-3-azabicyclo[3.2.1Joctan-3-y1)-2-(2-(quinolin-2-
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yl)cyclopropyl)isoquinolin-1(2H) -oﬁe;

anti 8-(4-fluorophenyl)-2-(2~(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;
syn 8-(4-fluorophenyl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;
anti 8-(furan-3-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;

syn 8-(furan-3-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;

anti 8-(4,5-dihydrofuran-3-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-
one; ’

syn 8-(4,5-dihydrofuran-3-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin- 1 (2H)-
one;

anti 8-(4-methdxyphenyl)-2-(2 -(quino lin-2—yl)cyclopropyl)isoquino lin-1(2H)-one;
syn 8-(4-methoxyphenyl)-2-(2-(quinolin-2-yljcyclopropyl)isoquinolin-1(2H)-one;
anti 2-(2-(6-fluoroquinolin-2-yl)cyclopropyl}-8-morpholinoisoquinolin-1(2H)-
one;

syn 2-(2-(6-fluoroquinolin-2-yl)cyclopropyl)-8-morpholinoisoquinolin- 1(2H)-
one;

anti 2-(2-(6-fluoroquino lin-2-yl)cy clopropyl)-8~(pyridin-3-yl)isoquinofin-1(2H)-

~one;

syn 2-(2-(6-fluoroquinc 1in—2—y1)cyclopropyl)~8—(pyﬁdin-3~y1)iso quinolin-1(2H)-
one; ) y

anti 2-(2-(6-fluoroquinolin-2-yhHcyclopropyl)-8-(pyrimidin-S-yl)isoquinolin-
1(2H)-one;

syn 2-(2-(6-fluoroquinoiin-2-yl)cyclopropyl)-8-(pyrimidin-3S-yl)isoquino lin-
1(2H)-one;

anti 2-(2-(6-fluoroquinolin-2-yl)cyclopropyl)-8-(pyridin-4-yl)isoquinolin-1(2H)-
ong; .

syn 2-(2-(6-fluoroquinolin-2-~yl)cyclopropyl)-8-(pyridin-4-yl)isoquinolin-1(2H)-
one; ,

anti 4-fluoro-8-(pyridin-4-yl)-2-(2~(quinolin-2-yljcyclopropyl)isoquinolin-1{2H)-
one;

syn 4-fluoro-8-(pyridin-4-yl)-2-(2-(quinolin-2-yl)cyclopropylisoquinolin-1(2H)-
one;

anti 4-chloro-8-(pyrimidin-5-yl)-2-(2~(quinolin-2-yl)cyclopropyl)isoquinolin-
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1(2H)-one;

syn 4~chloro-8-(pyrimidin-35-yl)-2-(2-(quinolin-2-ylcyclopropyl)isoquinoiin-
1(2H)-one;

anti 4-(pyridin-4-yl)-6-(2-(quinolin-2-yl)cyclopropyl)pyrido[2,3-d]pyridazin-
5(6H)-one;
synd-(pyridin-4-y1)-6-(2-(quinolin-2-yl)cyclopropyl)pyrido[2,3-d]pyridazin-
5(6H)-one;

anti 2-(2-(6-fluoroquino lin-2-ylcyclopropyl)-8-(pyridin-4-yl)phthalazin-1(2H)-
one;

syn 2-(2-(6-fluoroquinolin-2-yl)cyclopropyl)-8-(pyridin-4-yl)phthalazin-1(2H)-
one;

anti 7-fluoro-3-(pyridin-4-y1)-5-(2-(quinolin-2-yl)cyclopropyl)thieno(3,2-
clpyridin-4(5H)-one;

syn 7-fluoro-3-(pyridin-4-yl)-5-(2-(quinolin-2-yl)cyclopropyl)thieno{3,2-
c]pyridin-4(5H)-one;

anti 3-(2-ﬂuoropyridinn4—y1)-5-(2~(6-ﬂuoroquino Im-2-yheyclopropylthieno[ 3,2~

clpyridin-4(5H)-one; ,
-~ syn 3-(2-fluoropyridin-4-y1)-5-(2-(6-fluoroquinolin-2-yl)cyclopropylthieno[3,2-

clpyridin-4(5H)-one; . :

anti 5-(2-(6-fluoroquinolin-2-yl)cyclopropyl)-3-(pyridin-4-y1)thieno {3 ,2-
c¢lpyridin-4(5H)-one;

syn 5-(2-(6-fluoroquinolin-2-ytcyclopropyl)-3-(pyridin-4-yljthieno[3,2-clpyridin-
4(5H)-one; |

anti 3-(pyrimdin-5-yl)-5-(2-(quinolin-2-yl)cyclopropyl)thieno[3,2-c]pyridin-

| 4(5H)-one;

syn 3-(pyrimidin-5-y1)-5-(2-(quinolin-2-yl)cyclopropyl)thieno[3,2-c]pyridin-
4(5H)-onge;

anti 3-(pyrimidin-35-y1)-3-(2-(quinolin-2-yl)cyclopropylthieno[3,2-c]pyridin-
4(5H)-one; ‘

syn ’3~(pyrimid'm~5-yl)-S-(2—(quin0 lin-2-yl)cyclopropyhthieno[3,2-¢]pyridin-
4(5H)-one; ‘

anti 3—(pyri:midin—5—y1)-5—(2~(quino lm-2-yhcyclopropylthieno[3,2-c]pyridin-
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4(5H)-one;

syn 3-(pyrimidin-5-yl)-5-(2-(quinolin-2-yh)cyclopropyl)thieno[3,2-c]pyridin-

4(5H)-one;
anti 3-(6-fluoropyridin-3-yl)-5-(2-(quinolin-2-yl)cyclopropyl)thieno(3,2-
¢pyridin-4(5H)-one;

syn 3-(6-fluoropyridin-3-y1)-5-(2-(quinolin-2-yl)cyclopropyl)thienof3,2-c]pyridin-

4(5H)-one;

anti 3-(2-methylpyrimidin-5-yl)-5-(2-(quinolin-2-yl)cyclopropyl)thieno[3,2-
clpyridin-4(5H)-one;

syn 3-(2-methylpyrimidin-5-y1)-5-(2-(quinolin-2-yl)cyclopropyl)thieno[3,2-
clpyridin-4(5H)-one; '

anti 3~(pyridazin-4-y1}-5-(2-(quinolin-2-ylcyclopropyl)thieno[3,2-c]pyridin-
4(5H)-one;

syn 3~(pyridazin-4-yl)-5-(2-(quimo 1in~2~yl)cyclopropyl)thiéno [3,2-clpyridin-
4(5H)-one; '
anti 3-(2;ﬂuor0pyridin—4-yl)~5—(2-(quinolin—2—yl)cyclopropyl]thieno [3,2-
o]pyridin~4(5H)—one§ . ;

syn 3-( 2—ﬂuoropyridin—4—yl)-5—(2—(quino lin-2-yl)cyclopropyl]thieno[3,2-cipyridin-
4(5H)—one; , o . :

anti 3-(morpholin-4-yi)-5[2-(quino 1in-2—y1)cydlopropyl}thieno (3 ,2-c]pyﬁdin—
4(5H)-one;

syn 3-(morpholin-4-yl)-5[2-(quinolin-2-yh)cyclopropyllthieno[3,2-c]pyridin-
4(5H)-one; _

anti 3-(pyridin-3-yl)-35-[2-(thieno[3,2-b]pyridin-5-yl)cyclopropyl]thieno[3,2-
clpyridin-4(5H)-one;

syn 3-(pyridin-3-yl)-5-[2~(thieno[3,2-b]pyridin-5-yl)cyclopropyljthieno[3,2-
¢lpyridin-4(5H)-one;

anti 3-(pyridin-3-y1)-3-[2-(quinolin-2-yl)cyclopropyl)thieno[3,2-cjpyridin-4(5H)-

one; A
syn 3-(pyridin-3-y1)}-5-[2-(quinolin-2-yl)cyclopropyl]thieno[3,2-c]pyridin-4(SH)-
one;

anti 3-(pyrimidin-5-yl)-5-{2-(quinolin-2~yl)cyclopropylithieno{2,3-d]pyridazin-
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4(5H)-one;
syn 3-(pyrimidin-5-yl)-5-{2-(quinolin-2-yl)cyclopropyl]thieno{2,3~-d]pyridazin-
4(5H)-one; .
antl 3—(pyridin~4-yl)—S-[Z-(thieno[S,2-bjpyridin—S—yl)cyc[opropyl]thieno{2,3-
d]pyridazin-4(5H)-one;
syn ~(pyridin-4-yl)-5-[2-(thieno[3,2-b]pyridin-5-yl)cyclopropyljthieno[2,3-
d]pyridazin-4(5H)-one;
anti 3-(pyridin-4-y1)-5-[2~(thieno[3,2-b]pyridin-5-yl)cyclopropyljthieno[3,2-
clpyridin-4(5H)-one;
syn 3—(pyridin-4~yl)—5~[2-(thieno[3,2-b}pyridin—5~yl)cyclopropyl]thieno [3.2-
clpyridin-4(5H)-one;
anti 3-(pyridin-4-yl)-5-[2-(quinolin-2-yl)cyclopropylthieno[3,2-clpyridin-4(5H)-
one; - '
syn 3-(pyridin-4-yl}-5-[2-(quinolin-2-yl)cyclopropyl]thieno[3,2-cJpyridin-4(5H)-
one;

anti 3-(pyridin-4-yl)-5-[2-(quinolin-2-yl)cyclopropyljthieno [2,3-djpyridazin-

4(5H)-one;

syn 3—(pyridin—4—y1)—5—[2-(quinolin—2-yl)cyclbpropyi]thieno [2,3-d]pyridazin-
4(5H)-one; ‘ ) ' ‘

anti 5;(pyrizrlidin-s-yl)—Z—{2-(quino1in—2-yl)cyolopropyl}isoquinoﬁn—1(ZH)-one;
syn‘ 5-(pyrimidin-5-y1)-2-[2-(quinolin-2-yl)cyclopropyllisoquinolin-1(2H)-one;
anti 5-(pyridin-4-yl)-2-[2-(quino h'n—2-yl)cyclopmpjl]isoquino lin-1(2H}-one;

syn 5-(pyridin-4-yl)-2-[2-(quinolin-2-yl)cyclopropyl]isoquinolin-1(2H)-one;

anti S‘V—(pyridin—S-yl)-Z-[2-(quino lin-2-yl)cyclopropylijisoquinolin-1(2H)-one;

~ syn 5-(pyridin-3-yl)-2-[2-(quinolin-2-yl)cyclopropyljisoquinolin-1(2H)-one;

anti 5-(morpholin-4-y1)-2-(2-(quinolin-2-yl)cyclopropyllisoquino lin=1 (ZH) -one;
syn 5-(morpho lin-4-yl)-2-(2-(quinolin-2-ylcyclopropyl]isoquinolin-1(2H)-one;
anti 4-fluoro-8-(pyrimidin-5-y1)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-

- 1(2H)-one;

syn 4-fluoro-8-(pyrimidin-5-yl)-2-(2-(quino lin—2—yl)cyclopropyl)isoquino lin-
1(2H)-one;

8-(pyridin-4-y1)-2-[2-(quinolin-2-yhethyllpyrido[3,4-d]pyridazin-1(2H)-one;
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5-[2-(imidazo[1 2-alpyridin-2-yDethyl]-7-(1-methyl-1H-imidazo 1—.4—3)1)—3-
(pyridin-4-ylythieno[2,3~d)pyridazin-4(5H)-one;
5-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-7-(1-methyl-1H-pyrazol-4-yl)-3- (pyrldm-
4-yDthieno[2,3-d]pyridazin-4(5H)-one;
5-[2-(imidazo[1,2-a]pyridin-2-yhethyl]-7-(pyridin-3-y)-3-(pyridin-4-
yl)thieno[2,3-d]pyridazin-4(5H)-one;
5—[2-(6—ch1.0r0quinoIin—2-y1)ethylj—3-(pyridin—4-y1)thieno[3,2-c]py1'idin~4(5H)-
one;
5-[2-(3-methylquinolin-2-yl)ethyl]-3-(pyridin-4-yl)thienof3,2-c]pyridin-4(SH)-
one, ‘
5-[2~(8~ ﬂuoroqumohn—2 yl)cthyl ]-3- (pyr1d1n—4~y1)thleno[3 2-clpyridin-4(5H)~
one;
5-[2-(6-fluoroquinolin-2-ylethyl]-3-(pyridin-3-yl)thieno[3,2-c]pyridin-4(SH)--

one;

5-[2~(6~fluoroquinolin-2-yl)ethyl}-3-(pyridin-4-yi)thieno(3,2-cJpyridin-4(5H)-

one;

5-[2-(imidazo[1 2-a]pyridin-2-yl)ethyl]-3-(pyridin-3-yl)thieno[3,2-c]pyridin-
" 4(5H)-one; ‘
3- (pyr1dm-4 -yl)-5-[2- (qumoxalm—2 -yDethyl]thieno[2,3- d]pyr1dazm-4(5H)-one

5- ['7 (1,5-naphthyridin-2-yl)ethyl]-3- (pyr1d1n—4—yl)th1en0[2 3~djpyridazin-4(5H)-
one;
5-{2-(1H-indazol-1-yl)ethyl]-3-(pyridin-4-ylthieno[2,3-d]pyridazin-4(5H)-one;
3~(1-methyl-1H-pyrazol-3-yl)-5-[2-(quinolin-2-yl)ethyl}thieno[2,3-djpyridazin-
4(5H)-one;

3-(1H-pyrazol-3-y1)-5-[2-( duino lin-2~yhethyllthieno[2,3-d}pyridazin-4(SH)~one;
5-[2-(1H-benzimidazol-1-yl)ethyl}-3-(pyridin-4-yl)thieno{2,3~-d]pyridazin-4(5H)-
one; | '
5-[2-(1H-benzimidazo-2-yl)ethyl]-3~(pyridin-4-yl)thieno[2,3-d] pjrridazin—4(5H)—
one;

5-[2-(6-chloroquino in-2-yl)ethyl}-3-(pyridin-4-yl)thieno{2,3-djpyridazin-4(5H)-
one;

3-(pyridin-3-ylethynyl}-5-[2-(quinolin-2-yl)ethyl}thieno[2,3-d]pyridazin-4(SH)-
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one;
3-(pyridin-4-ylethynyl)-5-[2-(quinolin-2-yl)ethyl}thieno{2,3-d]pyridazin-4(SH)-
one;
5-[2-(3,5-dimethylpyridin-2-yDethyl}-3-(pyridin-4-yl)thieno[2,3-d}pyridazin-
4(5H)-one;
5-[2-(7-fluoroquinolin-2-yl)ethyl}-3-(pyridin-4-yl)thieno[2,3-d]pyridazin-4(5H)-
one; | '
5-[2-(pyrazin-2-yl)ethyl]}-3-(pyridin-4-yljthieno{2,3-d]pyridazin-4(5H})-one;
2-[2-(1,6-naphthyridin-2-yl)ethyl]-8-(pyridin-4-yl)isoquinolin-1(2H)-one;
2-[2~(8-fluoroquinolin-2-yh)ethyl}-8-(pyridin-4-yl)isoquinolin-1(2H)-one;
8-(pyridin-4-yl1)-2-[ 1-(quinolin-2-yl)propan-2-yl}isoquinolin-1(2H)-one;
2-[2~(3-methylquinolin-2-yl)ethyl}-8-(pyridin-4-yl)isoquinolin-1(2H)-one;
2-[2-(imidazo[ 1,2-ajpyridin-2-yl)ethyl]-8-( 1 H-pyrazol-3-yl)phthalazin- 1(2H)-one;
8~(morpholin-4-yl)-2-[2-(quinolin-2-yljethyl [phthalazin-1(2H)-one;
2~[2-(imidazo{1 ,2-a]pyridin-2-yl)ethyl}-8~(1-oxa-4,9-diazaspiro[5.6)dodec-9-
yl)phthalazm— 1(2H)-one;

2-[2~(imidazo[1,2-a]pyridin-2-yl)ethyl}-8~(2-oxa-7- azasp1ro[3 5Inon-7-
yDphthalazin-1(2H)-one; ,
8-[(3R)-3-hydroxypiperidin-] —yl} -2-[2-(imidazo{1,2- a}pyndm—2-
yDethyl}phthalazin-1 (2H)—one
8-[(3S)-3-hydroxypiperidin-1-yl}-2-[2-(imidazo[ 1,2-a]pyridin-2-

' yl)ethyl]phthalazin-1(2H)-one;

2-[2-(imidazo[1,2-a}pyridin-2-yl)ethyl}-8 —(2-oxa—6-azaspiro [3.3Thept-6-
yD)phthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a}pyridin-2-yl)ethyl}-8-(1,2-0xazolidin-2-yl)phthalazin-1(2H)-
one;
8-(hexahydrocyclopenta[b][1,4loxazin-4(4aH)-yl}-2-[2-(imidazo[1,2-a]pyridin-2-
yDethyljphthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-(tetrahydrofuran-3-yl)phthalazin-1(2H)-
one;

2-[2~(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-(3-0xa-8-azabicyclo[3.2.1 Joct-8-
yl)phthalazin-1(2H)-one; '
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2-[2-(imidazo[1 ,2~a}pyridin—2-yl}ethy1}-8-(2-o‘xa—6-azaspiro[3 4loct-6-
ylhyphthalazin-1(2H)-one;
2-[2-(imidazo[1,2-ajpyridin-2-yDethyl]-8-(2,2,6,6-tetrafluoromorpholin-4-
yl)phthalazin-1(2H)-one;
8-(4-hydroxypiperidin-1-yl)-2-[2-(imidazo[1,2-ajpyridin-2-yl)ethyl]phthalazin-
1(2H)-one;
2-[2~(imidazo(1,2-a]pyridin-2-yl)ethyl}-8-(2-methylpyrimidin-3-yl)phthalazin-
1(2H)-one;

8-(2-cyclopropylpyrimidin-5S-yl)-2-[2-(imidazo[1,2-a]pyridin-2-
yDethyl]phthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-(pyridazin-4-yl)phthalazin-1(2H)-one;
8-(5-fluoropyridin-3-yl)-2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl}phthalazin-1 (2H)-
one;

8-[2-(3-fluorophenyl)morpholin-4-y1]-2-[2-(imidazo[ 1,2-a]pyridin-2-
yhethyl]phthalazin-1(2H)-one; ,
2-[2-(imidazo[1,2-a]pyridin-2-ylethyl]-8- (2—methoxypynm1dm- ~y1)phthalazm—
1(2H)-one; ‘ _ _
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl}-8-[ 2-(frifluoromethyl)pyridin-4-
yl]phthalazin-1(2E)-one; "
2-[2-(imidazo[1,2-a]pyridin-2 -yl)ethyl] -8-(8-oxa~3- azab1cyclo[3 2.1]oct-3-
yl)phthalazin-1(2H)-one;

2-[2~(imidazo[1 2-a]pyr1dmu-y1)ethyl] -8-[2-(triflucromethyl) mo*pholm—él—
yllphthalazin-1(2H)-one;

8~(2,2-dimethylmorpholin-4-yl}-2-[2~(imidazo[1 -2-ajpyridin-2-
yDethyl]lphthalazin-1(2H)-one;

8-[2~(4-chlorophenyl)ymorpho 1in-4—yl}-2—{2b—(imidazo[1 L2~ajpyridin-2-
yhethyljphthalazin-1(2H)-one;
8-[2-(3,4-difluorophenylymorpholin-4-yl]-2-[2-(imidazo[ 1 ,2-a]pyridin-2-~
yDethyllphthalazin-1(2H)-one;

2—[2—(irrlidazo[1 ,2-alpyridin-2-yl)ethyl]-8-(piperidin-4-yl)phthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yljethyl}-8-(tetrahydro-2H-pyran-4-yl)phthalazin-
1(2H)-one; |
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8-(2,6-diazabicyclo[3.2. 1]oct—6—y~1)—2¥[2~(imidazo[1 ,2-alpyridin-2-
yDethyl}phthalazin-1(2H)-one; '
8-[(18,58)-3,6-diazabicyclo[3.2.0thept-3-y1]-2-[2-(imidazo[1 ,Z—Q}pwidin—Z—
yDethyl]phthalazin-1(2H)-one;
8-(furan-2-yl)-2-[2-(imidazo[1,2-ajpyridin-2-yl)ethy!jptttialazin-1(2H)-one;
2-[2-(imidazo[1 2-alpyridin-2-ylethyl]-8-(1-methyl- 1 H-pyrazo -4- yi}pﬁthalazin-
1(2H)-one,
8-(hexahydropyrrolo[3,4-clpyrrol-2(1H)-y})-2-[2-(imidazo[1,2~ a]pyndm—il—
yl)ethyl]phthalamn— 1(ZH)-one;
8-(2,7-diazaspiro[4.4]non-2-yl)-2-[2-(imidazo[1,2~a]pyridin-2-
yDethyl]phthalazin-1(2H)-one; ‘ o
8-[(18S,48)-2,5-diazabicyclo[2.2.1Thept-2-yl]-2-[2- (1m1dazo{1 ”«»a]pyndm—Z-
yDethyl]phthalazin-1(2H)-one;
8-~(2, '7 diazaspiro[3.5non-7-yl)-2-[2-(imidazo[1, Z—d]pymdm 2~
yDethyl]phthalazin-1(2H)-one;
8~(2,6-diazaspiro[3.5non-6-yl)-2-[ 2~ (mudazo[l 2- a]pyndm 2-
ylethyl]phthalazin-1(2H)-one;
8~(piperidin-4-yl)-2-[2-(5,6,7 ,8-tetrahydroimidazo[1 2-a}pyndm-2-m.
yl)ethyl]phthalazm— 1(2H)-one;
8- [2 (armnorne:thyl}-4 chloropyrrolidin-1-yi}- 2-{’7-(1m1dazo[1 2- a}pyndm—Q—
yDethyl]phthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl] —4,8—di(pyridin—f-l—yl)ph‘thalazinei (ZH)"-one';‘
2-[2-(imidazo[1, Z-a]pyridin-}yl)ethyl}—8—[(3aR,4S,7&758}”&&)&2&&@;@—_1}1—43—
epiminoisoindol-8-yliphthalazin-1(2H)-one;
8-[5-(4-chlorophenyl)-2,5-diazabicyclo[2.2.1Thept-2-yl1]-2-[ 2~ (mudazo[l 2~ '
alpyridin-2-yl)ethyl]phthalazin-1(2H)-one;
4-bromo-2-[2-(imidazo({1,2-ajpyridin-2-yl)ethyl]-&- (pyr1d1n—4—y1)phtha azin-
1(2H)-one;
2-[2-(irmdazo[1,2-a]pyridin-2-yl)ethyl]-8-[(3aS, 8aS)~octahydrop}a'rolo[3 4-
clazepin-2(1H)-yl]phthalazin-1(2H)-one;
2-[2-(imidazo(1,2-a]pyridin-2-yl)ethyl]}-8-[(3aS, 8aR)—octahydropyrrolo[3 4-
clazepin-2(1H}-yl]phthalazin-1(2H)-one;



10

15

20

25

30

13ff

tert-butyl (3aR,4S,7R,7aS)-8-{ 3-{2-(imidélzo[l ,Z-é.}pyridin~2~y1)ethy1] ~4-0x0-3,4-
dihydrophthalazin-5-y1}octahydro-2H-4,7-epiminoisoindole-2-carboxylate;
8-(he>§ahydr0-5 H-furo{2,3-c]pyrrol-5-yl)-2-[2-(imidazo[1,2-a]pyridin-2-
ylethyl]phthalazin-1(2H)-one;
2-[2-(imidazo{1,2-a]pyridin-2-ylethyl]-8-(1,2,3,6-tetrahydropyridin-4-
yl)phthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-[ (3S)-tetrahydrofuran-3-
ylamino}phthalazin-1(2H)-one;

2-[2-(imidazo[1,2-a]pyridin-2-ylethyl]-8-[(3 R)—tetrahydro furan-3-
ylamino]phthalazin-1(2H)-one;
8-{ [5-(hydroxymethyl)— 1,4~dioxan-2-yljmethoxy }-2~[2-(imidazo[1,2-a]pyridin-2-
ylethyl}phthalazin-1(2H)~one;

- 2-[2- (mndazo[l 2- a]pyndm—Z—yI)ethyl] -8-(oxetan-~ 3-yloxy)phthaldzm—l(2H)—one

2-[2- (mrndazo[l,?. a]pyridin-2-yl)ethyl}-8-(pyridin-4-yimethoxy)phthalazin-

" 1(2H)-one;

Bl (umdazo[l 2- a]pyr1d1n—7~y1)ethyl] 8- (morphohn—4—y1methy1)phthalazm~
1(2H)-one;

2-[2-(imidazo[1,2~a]pyridin-2-ybethyl]-8-(pyridin-3-yloxy)phthalazin-1 (2H)—oﬁe; ,

2-[2-(imidazo[ 1,2-a}pyridin-2-yl)ethyl}—8»{(oxetan-Saym;ethyl)amino}phthalazin‘ :

1(2H)~one;
2-[2-(imidazo[ 1,2- a]pyrid'm—z -yDethyl) —8~(tetrahydro -2H-pyran-4-
ylamino)phthalazin-1(2H)-one; ‘v

. 2-[2-(imidazo[1,2-a]pyridin-2-yDethyl]-8- [(1-methyiazet1dm—3—‘

y1)amino Jphthalazin-1(2H)-one;

2-[2-(imidazo[!,2-a]pyridin-2-yl)ethyl}-8-(1 ,3-oxazo1-2~ylamin6)phthalazm—
1(2H)-one; | | :
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl}-8-[ methyl(oxetan-3-yl)amino}phthalazin-
1(2H)-one;

2-’[2-(inlidazo [1,2-alpyridin-2-yDethyl]-8-(piperidin-4-ylamino)phthalazin- 1(2H)-
one; | -
8-[(1-acetylpiperidin-3-yl)amino}-2-[2-(imidazo[1,2-a]pyridin-2-
ylethyl}phthalazin-1(2H}-one;
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8-[(1-acetylpiperidin-4-yljamino]-2- [2-(imidazo[1,2-a]pyridin-2-
yhethyl]phthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-ylethyl]-8-(tetrahydrofuran-3-ylamino)phthalazin-
1(2H}-one;

2-[2-(imidazo[1,2-alpyridin-2-yDethyl]-8~(tetrahydro-2H-pyran-3-
ylamino)phthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl}-8-(piperidin-3-ylamino))phthalazin-1 (2H)-
one; ,

2-[2-(imidazo[1,2-alpyridin-2-yl)ethyl}-8- {methyl[(3-methyloxetan-3-
yDmethyllamino} phthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yljethyl]}-8-(oxetan-3~ylamino)phthalazin-1(2H)-

. one;

8-{[(3aS,4S ,6aS)—00téhydrocyclopenta[‘q]pyrro 1—4—ylﬁxethyl] amino }-2-[2-(5,6,7,8-

: tetrahydroirrﬁdazo{ 1,2-a}pyridin-2-yDethyl]phthalazin-1(2H}-one;

5-(morpho lin-4-yl)-2- [2-(quinolin-2-yl)ethyliphthalazin-1(2H)-one;
2-[2~(1H-benzimidazol-2-yl)ethyl]-5-(pyridin-4-yl)phthalazin-1(2H)-one;
4-(pyridin-3 -yI}-2-[2-(quinolin-2 -yl)ethyl}phthalazm-»l(2H)~one

—(1 4—d1hydr0pvr1m1d1n 5-yD)-2-[2-(5, 6, )7 8—tetrahydr01m1dazo[1 2- a]pyndm—Z-
yhethyl}phthalazin-1(2H)-one2-[2-(imidazo{1,2-a]pyridin-2-yDethyl]-5-(pyridin-
4-yDphthalazin-1(2H)-one; | '
5-(pyridin-3-yl)-2-[2-(quinolin-2-yl)ethyljphthalazin-1(2H)-one;
2-[2-(imidazo[1 2~a]pyridin-2-yl)ethyl]-8- {[(3-methyloXétah—3—y1)methy1]amin0 }-
phthalamn—l(?_H)-one '

4 (pyridin-4-yl)-6-[2- (qumohn—2 yl)ethyl]pyrldo[Z 3- d]pymdazm—S(éH) -0ne;

4-(morpholin-4-yl)-6-[2-(quinolin-2-yhethyljpyrido[2,3-d]pyridazin-5(6H)-one;
4-(oxetan-3-ylamino -6-[2-(qumoln-2-yhethyllpyrido[2,3-d]pyridazin-5(6H)-
one;

2-[2-(6-methoxypyridin-2-yl)ethyl]-8-(pyridin-4~y1)isoquinolin-1(2H)-one;
2-[2-(1,3-benzothiazol-2-yljethyl}-8-(pyridin-4-yl)isoquinolin-1(2H)-one;
2-[2~(5-methylpyridin-2-yl)ethyl}-8-(pyridin-4-yl)isoquinolin~1(2H)-one;
5-[(E)-2-(6-methoxyquinolin-2-yl)ethenyl}-3-(pyridin-4-yl)thieno[3,2-c}pyridin-
4(5H)-one;
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8-(pyridin«4~y1)—2-{(E)—Z-(quinazol.i.nQ2-y1)etheny1]isoquino lin-1(2H)-one;
5-[(E)-2-(6-chloroquinolin-2-yl)ethenyl]-3-(pyridin-4-ylythieno{3,2-¢|pyridin-
4(5H)-one;
5-[(E)-2-(3-methylquinolin-2-ylethenyl}-3-(pyridin-4-yl)thieno[3,2-c]pyridin-
4(5H)-one;
8-(pyridin-4-yl)-2-[(E)-2~(quinolin-2-yl)ethenyllisoquinoin-1(2H})-one;
5-[(E)-2-(1,3-benzothiazol-2-yl)ethenyl]-3-(pyridin-4-yi)thieno[3,2-c jpyridin-
45HY-one; ‘ ‘
3-(pyridin-4-yl)-5-[(E)}-2-(quinolin-2-yl)ethenyl]thienof 3,2-c]pyridin-4(SH)-one;

and the enantiomers thereof, the N-oxides thereof, the prodrugs thereof as defined
herein, the tautomers thereof, and the hydrates thereof, and the

pharmaceutically acceptable salts thereof.
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In one aspect, there is provided the compound as disclosed herein for use in therapy.

‘In one aspect, there is provided a pharmaceutical composition which comprises at least

one compound as disclosed herein and at least one excipient.

In one aspect, there is provided the compounds as disclosed herein for use in treating a
medical disorder selected from neurological and psychiatric disorders, which can be treated

by inhibition of phosphodiesterase type 10A.

In one aspect, there is provided the compounds as disclosed herein for use in treating

CNS disorders in a mammalian.

In one aspect, there is provided the compounds as disclosed herein for use in treating a
disorder or dysfunction selected from schizophrenia in a mammalian, cognitive dysfunction
associated with schizophrenia in a mammalian, bipolar disorders in a mammalian, depression
in a mammalian, cognitive dysfunction associated with Alzheimer’s disease in a mammalian,
diet-induced obé'si'ty: in a mammalian, Huntington’s disease in a mammalian, anxiety and

substance-related disorders in a mammalian.

Detailed Description of the Invention

The terms "compound of the formula I" and "compounds I" are used as synonyms.

The term "prodrugs" means compounds which are metabolized in vivo to the
compounds I of the invention. Typical examples of prodrugs are described in C.G. Wermuth
(editor): The Practice of Medicinal Chemistry, Academic Press, San Diego, 1996, pages 671-

715. These include for example phosphates, carbamates, amino acids,
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We claim: /
1. Compound of formula I - /

//
Het—A (1) /
,///V
/

wherein /
Q isOorS; . -/
X! is N or CH; /
G is N or C-R’; | //
x> is 0, S, -X*=C(RY)-, where C(R®) is l/)b/und to the carbon atom which

carries R%, or - - / S , ) '

-X*=C(R®)-, where X is bound {)‘ the carbon atom which carries R%;
x* is N or C-R®; /
xX? is N; /

/
Het is selected from /-
| 1. monocyfﬁc C-bound 6-membered hetaryl having 1 or 2

nitroge/n atoms as ring members, which is unsubstituted or
rri;w/Carry 1,2, 3 or 4 identical or different substituents R*,
ii. fused bicyclic hetaryl having 1 or 2 nitrogen atoms and
/// optionally a further heteroatom selected from O, Sand N as
ring members, benzothienyl or benzofuryl, where bicyclic
hetaryl, benzothienyl and benzofuryl are, independently of
each other, unsubstituted or may carry 1, 2, 3 or 4 identical or
/ different substituents R*, and |
/ il phenyl, which carries a monocyclic hetaryl radical having 1
or 2 nitrogen atoms and optionally a further heteroatom

selected from O, S and N as ring members, which in addition

AMENDED SHEET
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to monocyclic hetaryl, may carry 1, 2 or 3 identical or

different substituents R,

cycloalkyl, C;-Cy-alkoxy-Ci-Ca-alkoxy, Cl-C4—ailc/o’§y—C1~C4~
alkyl, OH, hydroxy-C;-C4-alkyl, O-C3-C6—CYC1(3§/“(Y1,
benzyloxy, C(0)O-(C,-Cs-alkyl), O-(CI—C,;-a)k/yl)—COQH,
NR*)R™), CONRHR™), cl-c4-a1ky)/ﬁr<R"‘)<R"2>,
“NR®-C(0)-N(R*)R™), NR*- C(O)O QCl-C4-alkyl)
N(R*)-S0,-R*™, phenyl, CN, -SFs, /éSFs, -SO,R*, -SR™ and
trlmethylsﬂyl where R*, R, R"3 énd R*, independently of
each other are selected from th/e/éroup consxstmg of hydrogen,
Ci-Cyalkyl; C1-Cy- ﬂuoroalWl and C;-Cg-cycloalkyl or R* and
R* form together with y N atom to which they are attached a

3- to 7-membered, nitrdgen heterocycle which may have 1, 2 or

3 further different or/ dentical heteroatoms or heteroatom

' containing grouyé selected from the group of O, N, S, SO and

SO, as ring m;c/mbers and which may carry 1,2, 3,4,50r6
substltuent;/ selected from C,-Cy-alkyl;

or two r/acflcals R* which are bound at adjacent carbon atoms
may fo@/ﬁn a fused 5- or 6-membered saturated carbocyclic

ragh"é;al or a fused 5- or 6-membered heterocyclic radical having

/I/, 2 or 3 heteroatoms as ring members, which are selected from

/ 0, S and N;

/

/" is a moiety Y'-Cyc!;

is selected from the group consisting of hydrogen, halogen, OH, C;-
Cs-alkyl, trimethylsilyl, C,-Cg-alkoxy-C;-Cy4-alkyl, C;-Cs-alkoxy, C;-
Cs-alkoxy-C,-Cyq-alkoxy, C,-Cy-alkenyloxy, Cy-Cs-fluoroalkyl, Ci-Cs-

AMENDED SHEET
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fluoroalkoxy, cyclopfopyl, optionally substituted by 1, 2 or 3 methyl
groups, fluorinated cyclopropyl, CN and NR*'R*?;
A represents one of the following groups A', A%, A, A*or A%

RY R | R 5 R/ RY R
5 (A1) RO (A%) (A%)/ (A%)
where * indicates the points of attachment to/Hét and to the nitrogen
atom, respectively, //
/

/
R?, R?, R®, R® independently of each other are si-':)ééted from the group consisting
10 of hydrogen, halogen, C1~C4-alkyl,/trimethylsilyl, C1-Cy-fluoroalkyl,
| C,-Cy-fluoroalkoxy, C3-C6-cyxélkyl, or the radicals together with the
carbon atoms to which they are bound form a saturated 3- to 6-
membered carbocycle or /a/saturated 3- to 6-membered heterocycle
having 1 or 2 non-adjac/énf heteroatoms as fing members, where the
15 carbocycle and the /L‘xéterocycle are unsubstituted or may carry 1, 2, 3
or 4 substituents ,sélected from fluorine and methy! or either the
radicals R?, Rj/’gr the radicals R®, R° together with the carbon atom to
which they /,ére bound form a saturated 3- to 6-membered carbocycle
ora satqré%ed 3- to 6-membered heterocycle having 1 or 2 non-
20 adj aggf;f heteroatoms as ring members, where the carbocycle and the
he/té;ocycle are unsubstituted or may carry 1, 2, 3 or 4 substituents
/sélected from fluorine and methyl;

/
/
Al /’ is a2 O, NR*, CR®R* or linear C,-Cs-alkandiyl, where one of the

25 / CH;-moieties of C,-Cs-alkandiyl may be replaced by oxygen or NR*,

and where 1, 2, 3, or 4 of the hydrogen atoms of C,-Cs-alkandiyl may
be replaced by a radical R* where

R*® s hydrogen or C,-Cq-alkyl,

AMFENDFED SHFFT
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R*®, R* independently of each other are selected from the group
-consisting of hydrogen, halogen, C,-Cy4-alkyl or R* and R3/
together form C,-Cs-alkandiyl;
R¥ . is selected from the group consisting of halogen and ¢)-Cy-
alkyl; /
/

/
independently of each other are selected from the groyp consisting of
/

hydrogen and C,-Cg-alkyl; /

is selected from the group consisting of hydrogen halogen, OH, C,-
Cy-alkyl, trimethylsilyl, CI-C4-alkylsulfanyl/C1 -Cy-alkoxy-Ci-Cy-
alkyl, C;-Cy-alkoxy, Cx-C‘;-alkoxy-C;-(;a/ -alkoxy, Cy1-Cs-alkylsulfanyl-
C;-Cy-alkoxy, C,-Cy-alkenyloxy, Clj,é;-ﬂuoroalkyl, C1-Cy4-
fluoroalkoxy, cyclopropyl, optionai/l/y, substituted by 1, 2 or 3 methyl
groups, fluorinated cyclopropyly CN, NR*'R*?, NR*'R*-C,-C4-alkoxy
and the moiéty Y2~Cycz_; /

is selected from the gr)zup consisting of hydrogen, halogen, OH, C-
C4-a1kyl trlmethylsyfyl C1 4-alkoxy—C1-C4-alkyl C;-Cy4-alkoxy, C;-

| Cs-alkoxy-C) C4 lkoxy, CZ-C4-alkenyloxy, C-Cs-fluoroalkyl, C1-Cy-

ﬂuoroalkoxy, ;:yclopropyl optionally substituted by 1, 2 or 3 methyl
groups, ﬂugﬁnated cyclopropyl, CN and NR*R*;

/
/
/
Vi

1s selgé/fed from the group consisting of hydrogen, halogen, OH, C;-
Cu-4lkyl, trimethylsilyl, Ci-Cy-alkylsulfanyl, C,-Cs-alkoxy-Cy-Ca-

/,al/kyl, C;-Cy4-alkoxy, C;-Cy-alkoxy-C;-Cy-alkoxy, Ci-Cy-alkylsulfanyl-
C,-Cy-alkoxy, C,-Cs-alkenyloxy, C;-Cy-fluoroalkyl, C;-Cy-

fluoroalkoxy, cyclopropyl, optionally substituted by 1, 2 or 3 methyl
groups, fluorinated cyclopropyl, CN, NR*R**, NR*'R**-C,-C,-alkoxy
and the moiety Y*-Cyc;
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Y', Y% Y® independently of each other are selected from a chemical bond, CHz),/

0, O-CH,, NRY, NR’-CHj;, NR?-S(0),, S, S(0), S(0),, 1,2-ethandiy)
1,2-ethendiyl or 1,2-ethyndiyl, where R” is selected from the gro

consisting of hydrogen, C;-Cy-alkyl, C,-Cy-alkylcarbonyl, C;- 4!

alkylsulfonyl, C,-Cg4-fluoroalkylsulfonyl; //

/
/

Cyc!, Cyc?, Cyc® independently of each other are selected from tl;e group

consisting of phenyl, naphthyl 4- to 8-membered s/aturated or partlally
unsaturated heteromonocychc radicals, saturateslxor partially
unsaturated 7- to 10 membered heterobicyclic/'fadicals 5- or 6-
membered monocyclic hetaryl, and 8- to 1(}/ r/nembered bicyclic
hetaryl, where the saturated or partially | y{nsaturated heteromonocyclic
and heterobicyclic radicals have 1, 2/3/ or 4 heteroatoms or

s
heteroatom containing groups as rifg members, which are selected

from O, S, SO, SO, and N, injmere the 5- or 6-membered

monocyclic hetaryl and the 8- to 10-membered bicyclic hetaryl have 1, |
2, 3 or 4 heteroatoms as glﬁg members, which are selected from O, S
and N, / /

where phenyl, naphthyl, the saturated or partially unsaturated
heteromonocycli¢’and heterobicyclic radicals and the mono and
bicyclic heter/oé/romatic radicals are unsubstituted or carry 1, 2, 3, 4 or
5 radicals I}‘d ! or one radical Y'-R? and 0, 1, 2, 3 or 4 radicals R,

where /
//
//

R‘f‘ is selected from hydrogen, halogen, OH, CN, NO,, C;-Cs-alkyl,
C1-Cy-alkoxy, C;-Cs-alkylsulfanyl, hydroxy-C;-Cs-alkyl, C;-Cs-
alkoxy-C-Cy-alkyl, C,-Cs-alkoxy-C;-Cy-alkoxy, cyano-Ci-Cy-
alkyl, C;-Cs-fluoroalkyl, C;-Cs-fluoroalkoxy, C;-Cs-
alkylsulfonyl, C(O)R?, Z-C(O)OR”, Z-C(O)NR°R*, S(O);NR‘R"
and Z-NR°R’, where
R* s selected from the group consisting of C,-Cy-alkyl and
C,-Cs-fluoroalkyl,
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R® s selected from the group consisting of hydrogen, C;-Cy- /
alkyl, C»-C4-alkenyl and C,-Cy-fluoroalkyl, /

RS R% s selected from the group consisting of hydrogen,
alkyl, C,-C4-fluoroalkyl, C;-Cs-alkoxy and C,-C4+/
fluoroalkoxy, /

R®, R is selected from the group consisting of hy(;/ogen, C-Cs-
alkyl, Cy-Ca-fluoroalkyl, C1-Cy-alkoxy a}xcf/Cl-C‘;-
fluoroalkoxy, //

Z  isacovalent bond or Cl-C4~alkandi/yl/,

or two radicals R®" which are bound at/ééljacent carbon atoms

may form a fused 5- or 6-membered/‘éarbocyclic radical or a

fused 5- or 6-membered heterocy,e{ic radical having 1, 2 or 3

heteroatoms as ring membersz which are selected from O, S and

N; /

or two radicals R®' whic /are bound at the same carbon atom

may form a spiro 5- oy’ 6-membered carbocyclic radical or a

spiro 5- or 6-membéred heterocyclic radical having 1 or 2

/

heteroatoms as /mﬁg members, which are selected from O, S and

/
N, /

4

or two radjéals R®" which are bound at the same carbon atom
/
may form an oxygen atom,
/
whepe’/the fused and the spiro radicals are unsubstituted or carry

1,2, 3 or 4 radicals RC3;

/
/

e
£

/" is a chemical bond, CH,, O, O-CH,, S(O),, NRY', NR”-CH, or

NR*-S(0),, where R”' is selected from the group consisting of

- hydrogen, C;-Cs-alkyl, C;-Cs-alkylcarbonyl, Ci-Cs-

alkylsulfonyl, C,-C4-fluoroalkylsulfonyl;

is a carbocyclic or heterocyclic radical selected from the group
consisting of phenyl, 3- to 7-membered saturated or partially

unsaturated monocarbocyclic radicals, 3- to 7-membered
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saturated or partially unsaturated heteromonocyclic radicals,
having 1, 2 or 3 heteroatoms as ring members, which are
selected from O, S and N, and 5- or 6-membered heteroaromatic
ich

are selected from O, S and N, where the carbocyclic apd the

radicals, having 1, 2 or 3 heteroatoms as ring members,

heterocychc radical is unsubstituted or carries 1, 2 A,dor5

radicals RC3 ,/

is selected from hydrogen, halogen, OH, CN/ C1-Cy-alkyl, Ci-
Cg-alkoxy, hydroxy-C,-Cs-alkyl, C;-C4 alkoxy—Cl-C4-alkyl
cyano-C;-Cy-alkyl, Cl-C4-ﬂuoroalkyl/ C,-Cs-fluoroalkoxy, C,-
Cg-alkenyl, C(O)R?, benzyl, Z- C(/Q/)OR" Z-C(O)NR°RY,
S(O),NR°R and Z-NR°R, wh)e/é, Z,R* R° R, RY R® and Rf

are as defined above or two /védicals R®® which are bound at the

same atom may form ayéygen atom;

further provided that for X? being X‘j/?é(Rg), one or two of the radicals R', R and
R® are a moiety Yl-Cycl, Yz-Cycz/é/r Y3-Cyc3, respectively;

/
/

further provided that for X° péng X5=C(R9), one or two of the radicals R!, R” and
R’ are a moiety YI-Cycl, X/Z-Cycz or Y3-Cyc3, respectively;

///

/

and the N-oxides, the prodrugs the tautomers and the hydrates thereof, and the

pharmaceutlcally écceptable salts thereof;

except for thqfollowmg compounds:
6-Methy1-5—~‘i;henyl—3—[2—(2-pyridinyl)ethy1]—thieno[?. 3-d]pyrimidin-4-(3H)-one,
5- Pheny,l 3 [2-(4-pyridinyl)ethyl]-thieno[2,3-d]pyrimidin-4-(3H)-one,

5- (4%ethylphenyl) -3-[2- (2-pyr1dmy1)ethy1]-thleno[2 3-d]pyrimidin-4-(3H)-one,
5- /(2 -Furanyl)-3-[ 1-methyl-2-(3-pyridinyl)ethyl]-thieno[2,3-d]pyrimidin-4-(3H)-

P,
ne,

5-(2-Thienyl)-3-[1-methyl-2-(3-pyridinyl)ethyl}-thieno[2,3-d]pyrimidin-4-(3H)-

one,
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5-(3,4-Dimethy1phenyl)-3-[2-(2—pyridiny1)ethyl]-thieno[2,3—d}pyrimidin-4-(3H)-//
one,

5-(4-Methylpheny!)-3-[2-(4-pyridinyl)ethyl]-thieno[2,3-d}pyrimidin-4-(3H)-one,
- 5-Phenyl-3-[2-(2-pyridinyl)ethyl]-thieno[2,3-d]pyrimidin-4-(3H)-one, and

5 5-Phenyl-3*[2-(4-0)(0—S-phenylthieno[2,3-d}pyrimidin—(3H)-3—yl)ethyl]/
thieno[2,3-d]pyrimidin-4-(3H)-one. /
//
2. The compound as claimed in claim 1, /
- //
/
10 wherein ,// _
' /
X3 is O, S or -X*=C(R%)-, where C(R®) is bou;péf to the carbon atom which
carries R%: //
x4 ~ isNor C-R’; //
15 Het is selected from
i monocyclic C-bound 6-membered hetaryl having 1 or 2

nitrogen atoms 'ax/s/ring members, which is unsubstituted or
may carry 1, }/{ Z/’) or 4 identical or different substituents R*,
i, fused bicysyl/ic hetaryl having 1 or 2 nitrogen atoms and
20 optiona’l}?a further heteroatom selected from O, S and N as
| ring yiémbers, benzothieny! or benzofuryl, where bicyclic
he/té/ryl, benzothienyl and benzofuryl are, independently of
/e/a;ch other, unsubstituted or may carry 1, 2, 3 or 4 identical or
/ different substituents R*, and
25 | iii phenyl, which carries a monocyclic hetaryl radical having 1
or 2 nitrogen atoms and optionally a further heteroatom
/’ selected from O, S and N as ring members, which in addition
/ to monocyclic hetaryl, may carry 1, 2 or 3 identical or
/ different substituents R*,
30 / where
R*  is selected from the group consisting of H, halogen, C,-Cy-alkyl,
C,-Cy-alkoxy, C;-Cy-fluoroalkyl, Ci-Cs-fluoroalkoxy, Cs-Ce-
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/
cycloalkyl, C;-Cy4-alkoxy-C;-Cs-alkoxy, Cl-C4—a1k0xy-C1-C[%
alkyl, OH, hydroxy-C,-Cs-alkyl, O-C;-C¢-cycloalkyl,
benzyloxy, C(0)O-(C;-Cy-alkyl), O-(C,-Cs-alkyl)-CO,H
NR*)R™), CONR*YR™), Cl-C4-a1kyl-N(R’”)(R"2/,/

5 -NR®-C(0)-NR*")(R™), NR*-C(0)0-(Cy-Cy-alkyl),
-N(R™)-SO,-R™, phenyl, CN, -SFs, -OSFs, -sozR’{“, -SR* and
trimethylsilyl, where R*!, R, R* and R™, in@éﬁendently of
each other are selected from the group cons/i«sf;ing of hydrogen,
C,-Cy-alkyl, C,-C4-fluoroalkyl and C3-Cg/c/:ycloalkyl or R*! and

10 R* form together with the N atom to ﬁich they are attached a
3- to 7-membered, nitrogen heterocycle which may have 1, 2 or
3 further different or identical h/e}:’é”oatoms or heteroatom
containing groups selected frg:r’h the group of O, N, S, SO and

SO, as ring members and ‘}/éich may carry 1,2,3,4,5 br 6

15 substituents selected fryﬁ Cy-Cq-alkyl;
A represents one of the. following groups Al A% Alor A%
/
//
8 5 /
R\ R 4
. / R A
* Wk *W*‘::_LVW* *M%_S,WW*
4 3 /
RV R R® R® R’
(A7) / (A?) (A%) (A%)
20 where /*/ indicates the points of attachment to Het and to the nitrogen

ato‘m’:; respectively,

R3, RY, RS,R‘5 independently of each other are selected from the group consisting
,// of hydrogen, halogen, C;-C4-alkyl, trimethylsilyl, C;-Cy4-fluoroalkyl,
25 // C,-Cy-fluoroalkoxy, Cs-Ce-cycloalkyl, or the radicals together with the
/ carbon atoms to which they are bound form a saturated 3- to 6-
membered carbocycle or a saturated 3- to 6-membered heterocycle
having 1 or 2 non-adjacent heteroatoms as ring members, where the

carbocycle and the heterocycle are unsubstituted or may carry 1, 2, 3
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or 4 substituents selected from fluorine and methyl or either the ‘
radicals R®, R* or the radicals R°, R® together with the carbon atom /
which they are bound form a saturated 3- to 6-membered carbocygle
or a saturated 3- to 6-membered heterocycle having 1 or 2 nony”
adjacent heteroatoms as ring members, where the carbocyc} and the

- heterocycle are unsubstituted or may carry 1,2, 3 or 4 sx}b/s;tituents
selected from fluorine and methyl; /
/

/
Al is a O, NR*®, CR*®R* or linear CZ-C3~aIkandiyl,/Whe‘re one of the
CH,-moieties of C,-Cs-alkandiyl may be repla/éved by oxygen or NR*?,
and where 1, 2, 3, or 4 of the hydrogen ato/n{s of C,-Cs-alkandiyl may

be replaced by a radical R3d, where s

R* is hydrogen or C,-Cs-alkyl, //

s

R*, R* independently of each othér are selected from the group
consisting of hydrogeyy halogen, C,-C;-alkyl or R*® and R*
together form Cz-szl/(andiyl;
R is selected from /tl{e group consisting of halogen and C;-Cy4-
alkyl / /
/'/ o
R® is selected from t}?fé group censisting of hydrogen, halogen, OH, C;-
Cy-alkyl, trim/et{lylsilyl, Cy-Cy-alkoxy-Cy-Cy-alkyl, C;-C4-alkoxy, C;-
C4-a1koxy-g; -Cy-alkoxy, C,-Cy-alkenyloxy, Ci-Cy-fluoroalkyl, C;-Cy-
ﬂuoroal/}gégcy, cyclopropyl, optionally substifuted by 1, 2 or 3 methyl

grougs/,’ fluorinated cyclopropyl, CN and NR*'R*;

R® ;,i’s/selected from the group consisting of hydrogen, halogen, OH, C;-
/ )/ Cy-alkyl, trimethylsilyl, C;-Cs-alkylsulfanyl, C;-C4-alkoxy-C,-Cy-
/’/ alkyl, C;-Cs-alkoxy, Cy-Cs-alkoxy-C-Cs-alkoxy, C;-Cs-alkylsulfanyl-
// C;-Cy-alkoxy, C,-Cy-alkenyloxy, Ci-Cy-fluoroalkyl, C;-Cy-
/ fluoroalkoxy, cyclopropyl, optionally substituted by 1, 2 or 3 methyl
groups, fluorinated cyclopropyl, CN, NR*R*, NR*R**-C,-C4-alkoxy

and the moiety Y*-Cyc’.
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The compound as claimed in claim 1 or 2, where X3 is selected from O, S, /

X*=C(RY)-, where C(R®) is bound to the carbon atom which carries R

The compound as claimed in any one of claims 1 to 3, where A is sele¢ted from
A', A% A’ and A*, /

/

/
The compound as claimed in any of claims 1 to 4, where X? }S/’/C-R7.

/

The compound as claimed in claim 5, where R” is hydr?g’/en or Y2-Cyc?.

/
s

/ .
The compound as claimed in any of claims 1 to 6, ;X//here X! is N.
/

V.
/

The compound as claimed in claim 1 to 6, whére X' is CH.

/

The compound as claimed in any of clai4 1 to 8, where X° is S.

r// )
The compound as claimed in any/ pff claims 1 to &8, where X3 is 0.

/
/

7

The compound as claimed i;z/any one of claims 1 to 8, where X° is C(R®)=C(R®).
/ _

/
The compound as claimed in any one of claims 1 to 8, where X3 is N=(CR").

/
/
/
/
/

The compound ag’ /claimed in any of claims 11 or 12, where R’ is hydrogen or Y-
Cyc®. /
/‘/.

The com{iound as claimed in any of claims 1 to 8, where X is N=C(R®).

/
The' compound as claimed in any of claims 11 or 14, where R®is hydrogen.
/
The compound as claimed in any one of the preceding claims, where R? is

selected from the group consisting of hydrogen, fluorine, C,-Cq-alkyl, C;-C;-
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fluoroalkyl, C;-C4-alkoxy, C,-C,-fluoroalkoxy, cyclopropyl, optionally
substituted by 1, 2 or 3 methyl groups, and fluorinated cyclopropyl.

The compound as claimed in claim 16, where R” is hydrogen.

/

/
/
The compound as claimed in any one of the preceding claims, wh;-fe Ais Al

, /
The compound as claimed in claim 18, where R®, R* are s’el/eﬁ(ed from hydrogen

and fluorine. /

/
//
The compound as claimed in claim 18 or 19, where/ R® and R® are, independently

of each other, selected from the group consisting 6f hydrogen, fluorine and

methyl. / '
/

The compound as claimed in any one of péms 1to 17, where A is A%,

/

S
/

The compound as claimed in any ?ﬁ/e of claims 1 to 17, where A is A°.

/
/

s

, .
The compound as claimed inclaim 22, where R*, R are selected from hydrogen
7/
/’//
The compound as c},aimed in any one of claims 1 to 17, where A is A’

/
/

e
/

The compoungif”élls claimed in claim 24, where A' is CR®®R*, where R* and R*®

and fluorine.

are indepeq,déntly of each other selected from the group consisting of hydrogen,

fluorine and methyl or together form CH,CH,.

// l
Thgz/compound as claimed in claim 25, where R* and R*® are hydrogen.
;///

The compound as claimed in any one of claims 1 to 17, where A is A°,
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The compound as claimed in claim 27, where R*®, R*, R* and R® are each /

hydrogen. /

The compound as claimed in any one of the preceding claims, where Het 15
selected from the group consisting of C-bound 6-membered monocyclic hetaryl,
which has 1 or 2 nitrogen atoms as ring members, benzofuryl ahd C/-/Sound, fused
bicyclic hetaryl., which has 1 or 2 nitrogen atoms as ring membe;s/and optionally
a further heteroatom selected from O, S and N as ring member; g

where monocyclic hetaryl, benzofuryl and bicyclic hetaryl }Kay be unsubstituted

/

or may carry 1, 2, 3 or 4 substituents R”. //

The compound as claimed in claim 29, where Het has at least one imino-nitrogen
A

as ring member, which is located in the position adjacent to the carbon atom

which is bound to A. -

The compound as claimed in claim 30, where Het is selected from the group
consisting of 2-pyridyl, 2-pyrimidin}/,1,/ 4-pyrimidinyl, 2-pyrazinyl, 3-pyridazinyl,
2-quinolinyl, 3-isoquinolinyl, 2-q}1{;1azolinyl, 2-quinoxalinyl, 1,5-naphthyridin—2-’~
yl, 1,8-naphthyridin-2-yl, benzq(hiazol 1-yl, benzoxazol-1-yl, benzimidazol-2-yl,
1-methylbenzimidazol-2-yl, )éldazo[l 2-a]pyridine-2-yl, thleno[3 2- b]pyndme-S-
yl, imidazo-[2,1-b]-thiazol- 6—y1 and 1,2,4-triazolo[1,5- a]pyrldme-2 yl, where the
aforementioned radlca}s/rnay carry 1, 2 or 3 radicals selected from fluorine,
chlorine, methyl, ﬂgé;omethyl, difluoromethyl, trifluoromethyl, methoxy,
fluoromethoxy, gifiuoromethoxy, trifluoromethoxy, cyclopropyl, optionally

substituted by/,/f: 2 or 3 methyl groups, and fluorinated cyclopropyl.

The con}p’bund as claimed in any one of the preceding claims, where Y, Y? and
Y3, in;dépendently of each other, are selected from the group consisting of a
/

chemical bond, O and NH.
,/ ! ’
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33. The compound as claimed in any one of the preceding claims, where Y', Y? and /

Y? are each a chemical bond.
34. The compound as claimed in any one of the preceding claims, where Q is

35.  The compound as claimed in any one of the preceding claims, whic}}/i/s of the
formulae I-1.A or I-2.A /
0] R' Y

Het
57(6\'?j | N—r? /4'1 A)
S

R R Na

R’ /

/

o g / /
Het : /
AN )
R /

10 where Het, R!, R?, R, R® and R’ ayé/as defined in any one of the preceding
claims. - / / /
36. The compound as claimed,in any one of claims 1 to 34, which is of the formulae
[-1.Borl-2.B- /
15 /
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RE R®
o R
Het™ ‘s N AN 2 (1-2.B)
R l R '
X8
R7 //
y
where Het, R!, R%, R® R* and R’ are as defined in any one of clz/tifns 1 to 35 and
R® is hydrogen. //
/
/

5 37. The compound as claimed in any one of claims 1 to 34, which is of the formulae

I-1.C or 1-2.C
RE——\
Het™ (1-1.C)
R%‘}W
Het™ (1-2.C)
10 N .//

where Het, Rl, Rf‘/,/ R5 , and R are as defined in any one of claims 1 to 35.

38. The compoyf;;i as claimed in any of claim 35, 36 or 37, whereR' is a radical Y'-
Cyc! amc/i/li7 is selected from the group consisting of hydrogen, fluorine, C;-Cy-
15 alkyl,/ffl -Cz-ﬂuoroalkyl, C;-Cy4-alkoxy, C;-C,-fluoroalkoxy, cyclopropyl,
optjr’c/)nally substituted by 1, 2 or 3 methyl groups, fluorinated cyclopropyl and Y2
/@’;702 :

The compound as claimed in any of claim 35, 36 or 37, where R' is selected from

20/ the group consisting of hydrogen, fluorine, C;-C4-alkyl, C,-C,-fluoroalkyl, C;-Cs-
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alkoxy, C;-Cy-fluoroalkoxy, cyclopropyl, optionally substituted by 1, 2 or 3
methyl groups and fluorinated cyclopropyl and R is a moiety Y*-Cyc?.

40. The compound as claimed in any one of claims 1 to 34, which is of the formulae
5 I-3.AorI-4.A

/
//
o R /
HetY\N R2 ////
AW '11 / (1-3.A)
N R® //
R R /
/
/’
//
o R 2/
Het % ’
KON (1-4.A)
R” R° »
Lol
10 where Het, R', R%, R>, RS, R’, R8/é/nd R’ are as defined in any one of claims 1 to
/
35, -/
' /
Vs
41. The compound as claimgd in any one of claims [ to 34, which is of the formulae
/
I-3.Bor1-4.B /
15
/g/c
R 1
, O R
R?
,,"f Het N -
/z RS ,ll (1-3.B)
/ ~ R
y
/ 7 R’
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(1-4.B)
/
/'/
where Het, R!, R%, R*, R* R/, R® and R® are as defined in any on,e‘/of claims 1 to
/
35 and R’ is hydrogen.. /
/
v //
5 42, The compound as claimed in any one of claims 1 to 34, \yh'ich is of the formulae
1-3.C or 1-4.C -/
///
J//
(1-3.C)
(1-4.C)

10 - ,
where Het, R}, R}/, R’ R’ R® and R’ are as defined in any one of claims 1 to 35.
43. The c‘ompoxﬁld as claimed in any one of claims 40, 41 or 42, where R! is a radical
Y‘-Cyc /and R” and R® are selected, independently of each other, from the group
15 ' cons /stmg ‘of hydrogen, fluorine, C;-Cs-alkyl, C;-C;- ﬂuoroalkyl C-Cy-alkoxy,

/Cz-ﬂuoroalkoxy, cyclopropyl, optionally substituted by 1, 2 or 3 methyl
roups fluorinated cyclopropyl and Y*-Cyc? or Y? -Cyc?, respectively.
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The compound as claimed in any one of claims 40, 41 or 42, where R' is selected /
from the group consisting of hydrogen, fluorine, C,-Cs-alkyl, C,-C,-fluoroalkyl,
C,-C4-alkoxy, C;-C,-fluoroalkoxy, cyclopropyl, optionally substituted by 1, 2/or 3
methyl groups and fluorinated cyclopropyl and R’ and R® are selected,
independently of each other, from the group consisting of hydrogen, flugrine, C;-

C;s-alkyl, C1-Cy-fluoroalkyl, Cy-Cy-alkoxy, Ci-C,-fluoroalkoxy, cycl/ ropyl,

-optionally substituted by 1, 2 or 3 methyl groups, fluorinated cycl/ojbropyl and Y-

Cyc? or Y*-Cyc?, respectively, provided that either R is YZ-Cy/QZ/ or R%is Y*-

3
Cyc’. , /

4

//I.
The compound as claimed in any one of claims 1 to 345/which is of the formulae
/

I-5.A or I-6.A /

(I-5.A)

(1-6.A)

s )
where Het, R, Rzzj R>, R®, R” and R® are as defined in any one of claims 1 to 34.
The comp’gyﬁ‘nd as claimed in any one of claims 1 to 34, which is of the formulae -

1-5.B or/1-6.B

/

/s

/

/’

/

S
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/
f/.’/
/
//
//’
// (1-6.B)
/'/
/
//
where Het, R}, R%, R*® R* R and RS are as deﬁl)éd in any one of claims 1 to 34
, : y
and R® is hydrogen. /

; /

47. The compound as claimed in any one of-/o/aims 1 to 34, which is of the formulae
[-5.Cor 1-6.C

Het (5.0

Het” ~ (1-6.C)

~ /
10 _whe;e’Het, RI RL R, \R7 and R® are as defined in any one of claims 1 to 34.
/’/
48. /The compound as claimed in any one of claims 45, 46 or 47, where R'is a radical
Y'-Cyc' and R’ is selected from the group consisting of hydrogen, fluorine, C;-

Cy-alkyl, Cl-Cz-ﬂuoroalkyl, C1-Cy4-alkoxy, C;-Cy-fluoroalkoxy, cyclopropyl,
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optionally substituted by 1, 2 or 3 methyl groups, fluorinated cyclopropyl and Y*-
Cycz.

49, The compound as claimed in any one of claims 45, 46 or 47, where R! is selected
5 from the group consisting of hydrogen, fluorine, C;-Cy-alkyl, Cl-Cz-ﬂxyaroalkyl,
C,-Cy-alkoxy, C;-C,-fluoroalkoxy, cyclopropyl, optionally substitut/eé by 1,2 0r3

miethyl groups and fluorinated cyclopropyl and R’ is Y2-Cyc? J
/

/
/

50. The compound as claimed in any one of claims 1 to 34, whi/cﬁ is of the formulae

10 I-7.A, 1-8.A, 1-7.B, I-8.B, I-7.C, I-8.C, /

/ (1-7.C) (-8.C)

15 where Het, R}, R%, R® R* R®, RS, R” and R?® are as defined in any one of claims
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I to 35. | /

51. The compound as claimed in claim 50, where R’ is a radical Y'-Cyc! and R” i

selected from the group consisting of hydrogen, fluorine, C,-C4-alkyl, C,-C5-
5 fluoroalkyl, C;-Cys-alkoxy, C;-C,-fluoroalkoxy, cyclopropyl, optionally
substituted by 1, 2 or 3 methyl groups, fluorinated cyclopropyl and Y}éycz.
Vé

/
.»-/
/,

52.  The compound as claimed in any one of claims 1 to 34, which /is/of formulae

' o R"
Het R
X
T N
R™ R N N
7 RQ
(1-9.A)
R3c RSb 1
R2
Het™ ; ~ X
RN |
xn =N
RT R
(1-10.B) ‘
10 / (9.0) (1-10.C)
where Het, R}, R% R*, R, Bf/ R®, R7 and R® are as defined in any one of claims
1 to 34. '
//
/
53. The compound as clai’ined in claim 52, where R1 is a radical Y'-Cyc' and R” and
15 R’ are selected, mxiependently of each other, from the group consisting of

hydrogen, ﬂuorlne C,-Cy-alkyl, Cl-Cz-ﬂuoroalkyl C,-Cy4-alkoxy, C;-Cs-
ﬂuoroalkoxy, cyclopropyl, optionally substituted by 1, 2 or 3 methyl groups,
ﬂuorinat,ecf cyclopropyl and Y2-Cyc? or y? -Cyc3, respectively.
///
/
20 54 Th;o ‘compound as claimed in any one of clalms 1 to 34, which is of the formulae

141.D, 1-2.D, I-3.D, I-4.D, I-5.D, I-6.D, I-7D 1-8.D,1-9.D,I-10.D
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Het/ R?
// N o
/] N | N
s R ~ =
R R R°

(1-9.D)

(1-8.D)
o R
Het N X R’
R | R AN =N
R R°
(1-10.D)
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where Het, R!, R?, R R* R’ R®and R’ are as defined in any one of claims 1 to / ’
34,

The compound as claimed in claim 54, where R is a radical Y'-Cyc' and R is
selected from the group consisting of hydrogen, fluorine, C;-C4-alkyl, }Z 1-Ca-
fluoroalkyl, C,-Cs-alkoxy, C;-C,-fluoroalkoxy, cyclopropyl, optlonaHy
substituted by 1, 2 or 3 methyl groups, fluorinated cyclopropyl ar;d YZ-Cyc

‘/

/
7/
The compound as claimed in any one of claims 35 to 55, wy,ére R3® R* R® , R6, if
present, are hydrogen. //
/
. l/

The compound as claimed in any one of the preced/in/g claims, where Cyc' is
selected from the group consisting of saturated 1}/,/5—, 6-, 7- or 8-membered
heteromonocycles and saturated 7-, 8-, 9- or I)fc’fimembered heterobicycles, where
the heteromonocycles and the heterobicyclgs have one nitrogen or oxygen atom as
ring member and may have one further Léroatom or heteroatom group as ring
member, which is selected from the g/oup con51st1ng of O, S, $(=0), S(=0), and
N, where the saturated heteromon/dcycle and the saturated heterobicycle are
unsubstituted or carry 1, 2, 3, 4/6r 5 radicals R“' or one radical Y-R**and 0, 1, 2,
3 or 4 radicals R®!, where R/ R and Y" are as defined in claim 1.
The compound as cIaigx{ad in any one of the preceding claims, where Yﬁ’-C’ycl,
is selected from the//g’;oup consisting of 1-piperidinyl, 4,4-difluoro-1-piperidinyl,
4-piperidinyl, l—p’iéthyl-4-piperidinyl, 1-piperazinyl, 4-methyl-1-piperazinyl, ‘
morpholin—4—yl",/"azepane— 1-yl, 1,4-0xazepan-4-yl, hexahydrofuro[3,4-c]pyrrol-5-
yl, 2,5-dia§agicyclo[2.2. 1]Jheptan-2-yl, 3,8-diazabicyclo[3.2.1]octan-8-yl,
thiomogpﬂolin—4-y1, 1-oxothiomorpholin-4-yl, N-(oxetan-3-yl)amino, 1,1-
diox?tﬁiomorpholin-él-yl and oxetan-3-ylamino.
p

/
/fize compound as claimed in any one of claims 1 to 56, where Cy‘cl is selected
from the group consisting of phenyl, 5- or 6 membered monocyclic hetaryl, and 9-

or 10 membered bicyclic hetaryl, where hetaryl has one heteroatom, selected from
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O, S and N as ring member and optionally one or two further nitrogen atoms as /
ring members, where phenyl and the hetaryl radical are unsubstituted or either /

carry, independently of each other, 1, 2, 3, 4 or 5 radicals R¢

The compound as claimed in claim 59, where Y' is a chemical bond anﬁb Cyc' is
selected from the group consisting of phenyl, 5- or 6-membered mm}o/cyclic
hetaryl selected from the group consisting of pyridyl,"pyrindidinyl,/furyl, thienyl,
pyrrolyl, imidazolyl, pyrazolyl, oxazolyl and thiazolyl, 9- or l()/vfﬁ/lembered
bicyclic hetaryl selected from the group consisting of indoly;k/ quinolinyl,
isoquinolinyl, quinazolinyl, benzimidazolyl, benzotriazolyl, benzopyrazolyl and
benzofuryl, where phenyl and hetaryl are unsubstituteg,'é/r carry 1, 2 or 3 radicals
R®! which are selected from the group consisting og/ﬁuorine, chlorine, CN,
methyl, difluoromethyl, trifluoromethyl, methoxy’énd NH;, or, if Cyc:l is phenyl,
two radicals R®! which are bound to adjacent /rbon atoms, together with the
phenyl ring to which they are bound, form g’bicyclic heterocyclic radical, which is
selected from 2,3-dihydrobenzofuran-5-yl, 2,3-dihydrobenzofuran-6-yl, 1,3-
dihydroindol-2-on-5-yl, 1,3-dihydroindol-2-on-6-yl, benzo-1,3-dic;xolan-5—y1,
benzo-l,S-dioxolan-G—yl, benzo-1 /V-/;iioxan&-yl, benzo-1,4-dioxan-6-yl, benzo-
1,5-dioxepan-6-yl and benzo-1 ;Aﬁdioxepan—%yl.

The compound as claimegx’i;l any one of the preceding claims, where Cyc? and
Cyc’, independently ggé;ch other, are selected from the group consisting of
saturated 4-, 5-, 6-, /’Z/-or 8-membered' heteromonocycles and saturated 7-, 8-, 9- or
10-membered he’jcxé’robicycles, where the heteromonocycles and the heterobicycles
have one nitrog’én or oxygen atom as ring member and may have one further
heteroatomdg heteroatom group as ring member, which is selected from the group
consistir;g’/of 0, S, S(=0), S(=0), and N, where the saturated heteromonocycle
and tk;é/saturated heterobicycle are unsubstituted or carry 1, 2,3, 4 or 5 radiéals
R?l/ér one radical Y'-R®* and 0, 1, 2, 3 or 4 radicals R, where R°, R and Y’

ﬁ?e as defined in claim 1.
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62. The compound as claimed in claim 60, where Y2-Cyc2 and Y3—Cyc3, /
independently of each other, are is selected from the group consisting of phenyl//

5- or 6-membered monocyclic hetaryl selected from the group consisting of

pyridyl, pyrimidinyl, furyl, thienyl, pyrrolyl, imidazolyl, pyrazolyl, oxazolyl and
thiazolyl, 9- or 10-membered bicyclic hetaryl selected from the group censisting
of indolyl, quinolinyl, isoquinolinyl, quinazolinyl, benzimidazolyl, B,e/ﬁzotriazolyl,
benzopyrazolyl and benzofuryl, where phenyl and hetaryl are unsyﬁstituted or
carry l,_ 2 or 3 radicals R which are selected from the group c/cf{nsisting of
fluorine, chlorine, CN, methyl, difluoromethyl, trifluoromegﬁd, methoxy and
NH,, or, if Cyc? or Cyc® are phenyl, two radicals R®! whip‘f) are bound to adjacent
carbon atoms, together with the phenyl ring to which théy are bound, form a
bicyclic heterocyclic radical, which is selected fron}/é/,3—dihydrobenzofuran—5-yl,
2,3-dihydrobenzofuran—é-yl, 1,3-dihydroindol—Z;e/r;-S-yl, 1,3-dihydroindol-2-on-
6-yl, benzo-1,3-dioxolan-5-yl, benzo-1,3-dio>96ian-6-yl, benzo-1,4-dioxan-5-yl,
benzo-1,4-dioxan-6-yl, benzo- 1 ,5 —dioxe?—é—yl and benzo-1,4-dioxepan-7-yl. ..

63. A compound, which is selected from/t(e group consisting of

/

-

3,7-di(pyridin-4-yl)-5-[2-(quinofin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(5H)-one;
7-(pyridin-4-y1)-5-[2-(quino 'n-2-yl)ethyl]thieno[2,3-d]pyri’dazin—4(5H)~one;
3-(pyridin~4-yl)-5-[2—(q1ii/171’6lin-2-yl)ethyl]thiéno[2,3-d]pyridazin-4(5H)-one;
3—(R¥ridin—4—y1)-5-[Z—Widin-2-yl)ethyl]thieno[2,3-d]pyridazin«4(5H)~one;
3,7-di(pyridin-4-yl)'75/—[2-(pyridin—2-yl)ethyl]thieno[2,3~d]pyridazin—4(5H)-one;
5—[2-(quinolin-2:y13ethyl]-3-[4—(triﬂuoromethyl)phenyl]thieno[2?3-d]pyridazin-
4(5H)-one;
3-(4—methy}§£enyl)-5-[2—(quinolin—2-yl)ethyl]thieno[2,3-d]pyridazin-4(5H)~one;
3—[4-(pr9ﬁ;1n~2-yl)phenyl]-5-{2-(quinoIin-Z—yl)ethyl]thieno[2,3-d}pyridazin-
4(5H%’éne;
3~§4'—ethylphenyl)—5-[2-(quinolin-2—yl)ethyl]thieno[2,3—d]pyridazin-4(5H)—one;
{,{4-oxo~5-[2~(quinolin~2-y1)ethyl]-4,5-dihydrothieno[2,3-d]pyridazin«?»—
yl}benzonitrile;

3-(4-methoxyphenyl)-5-[2;(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(5H)-one;
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3-(4-fluorophenyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d}pyridazin-4(5H)-one;
3-(4-ethoxyphenyl)—5-[2-(quinolin-2-y1)ethy1]thieno[2,3-d]pyridazin—4(5H)~one/
3-[4-(dimethylamino)phenyl]-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazix-

4(5H)-one;

(4~{4~oxo-5-[2-(quinolin-2-yl)ethyl]-4,5-dihydrothieno[2,3-d]pyridazir/1f -

yl} phenyl)acetonitrile;

/
/

3-(4-hydroxyphenyl)-S-[2~(quinolin-2-y1)ethyl]thieno[2,3-d]py‘rid;§éin-4(5H)-one;
3—(2-chlorophenyl)-5-[2-(quinolin—2-yl)ethy1]thieno[2 3-d] yri;i«é/zin-4(5H)—one‘
3-(2-methylphenyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]p /yndazm-4(5H) one;
3-(2-ethylphenyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3- d]pyrxdazm -4(5H)-one;
3-(2-fluorophenyl)-5-[2-(quinolin-2- yl)ethyl]thxeno[Z/}” d]pyndazm—4(5H)-one
3-(2-methoxyphenyl)-5-(2—(quinolin—2-yl)ethyl]thie/r/o[2,3-d]pyridazin-4(5H)-one;
3—(2—ethoxyphenyi)-5-[2-(quino1in—2-y1)ethyl}thi/ar<o[2,3-d]pyridazin-4(5H)—one;
3-(Z-hydrox3iphenyl)—5-[2-(quinolin-Z—yl)eth?/ﬁhieno[2,3-d}pyridazin-4(5H)-one;
5-[2- (quinolin-2~yl)ethy1}-3—[2—(triﬂuoro;@(hyl)phenyl]thieno[z,3-d]pyridazin—

4(5H)-one;

3-[3-(methoxymethyl)phenyl]-5-[2- (9411&01111—2 -yDethyl]thieno[2,3-d}pyridazin-

4(5H)-one;

/

/

3-(3-methoxyphenyl)- 5 -[2~(quinblin-2- yl)ethyl]thleno[2 3-d]pyridazin-4(5H)-one;

3-(3-ethoxyphenyl)-5-[2-(qui olm-2-yl)ethy1]thleno[2,3-d]pyr1dazm—4(5H)-one;
/ ) )

3-[3-(dimethylamino)phepyl]»5~[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyrldazm—

4(5H)-one;

/'//

/'/'

3-[4-0%0-5-(2-quinolin-2-yl-ethyl)-4,5-dihydro-thieno[2,3-d]pyridazin-3-yl} -

benzonitrile;

7
/

3-(3- ﬂuorophenyl) -5-[2-(quinolin-2-yl)ethyl}thieno[2,3-d]pyridazin-4(5H)-one;
3-(3- hydroxyphenyl) -5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(5H)-one;
N,N-dm/;ethyl -3-{4-0x0-5-[2-(quinolin-2-yl)ethyl]-4,5-dihydrothieno{2,3-
d}pyrjdézin—?:-yl}benzamide;
3~(3/l/methylphenyl)-S-[2-(quinolin-Z-yl)ethyl]thieno[2,3-d]pyridazin-4(5H)-one;
5’{’[2—(quinolin-2-yl)ethyl]-3-(thiophen-2-yl)thieno[2,3-d]pyridazin—4(5H)-one;
3-(1-methyl-1H-indol-5-y1)-5-(2-quinolin-2-yl-ethyl)-5H-thieno[2,3-d]pyridazin-

4-one;
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3-(1H-indol-6-y1)-5 —[2~(quinolin-2-yl)ethy1]thieno[2,3-d]pyridazin-4(5H)—one;/ /
3-(pyrimidin-5-yl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(5H)-ong’
3-(2-methoxypyridin-3-y1)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazi |
4(SH)-one;

5 3-(pyridin—3-y1)-5-[2-(quinolin-2-y1)ethyl]thieno[2,3-d]pyridazin—4(517D-one;
3—(4-methoxypyridin—3-yl)-S-[2-(quinolin—2-yl)ethyl]thieno[2,3—d]p§ridazin-
4(5H)-one; //‘/
3-(furan-3-yl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazji-4(5H)-one;
3-(quinolin-3-yl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(5H)-one;

10 3-(isoquinolin-4-yl)—5-[2-(quinolin-2-yl)ethyl]thieno[2,}/—'21]pyridazin-4(5H)-onc;
3-(isoquinolin-5-yl)-5-[2—(quinolin—2-yl)ethyl]thienqu/,3—d]pyridazin-4(5H)—one;
3-(1H-indol-4-yl)-5-(2-quinolin-2-yl-ethyl)-5H-thi€no[2,3-d]pyridazin-4-one;
3-(2,3-dihydrobenzofuran—S-yI)-5~(2-quinolin—2/—"}{l-ethyl)-5H-thieno{2,3—
d]pyridazin-4-one; // / _

15 3-(quinolin-5-yl)-5-[2-(quinolin-2-yl)ethy}jthieno[2,3-d]pyridazin-4(5H)-one;

- 3-(3,5-dimethyl-1 ,2-oxazol-4-yl)-5-[2-§4izlolin-2~yl)ethy1] thieno[2,3-
d]pyridazin-4(5H)-one; /- |
3-(6-methoxypyridin~3-yI)-,S-[2-9@@0lin-z-yl)ethyl]thicno[2,3-d]pyridazin-
4(5H)-one; /

20 3-(2,3-dihydf0-1 /4-benzod 9%in-6-yl)-5—[2-(quino1in-2-yl)ethy1]thieno[2,3-
dlpyridazin-4(5H)-one; -

.
/

3-(2-methylpyridin-4jy6-5 -[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(SH)-
one; //
3-(5-methoxypygi/d/in-3-yl)-S-[2-(quinolin-2-yl)ethyl]thieno [2,3-d]pyridazin-

25 4(5H)-one; /. |
_ 3—[6-(morp/hélin-4-y1)pyridin—3-yl]—5—[2—(quinolin-2-y1)ethyl]thieno[2,3-
dlpyridazin-4(SH)-one;
3-(1 ,}ﬁgenzodioxol-S-yl)-S-[2-(quinolin—2-yl)ethyl] thieno[2,3-d]pyridazin-4(5H)-
ong,

30 :tquinolin-6-yl)-5-[2-(quin01in~2—yl) ethyl]thieno[2,3-d]pyridazin-4(5SH)-one;
3-(1-methyl-1H-pyrazol-4-yl}-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-
4(5H)-one;
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3-[1-(2-methylpropyl)-1 H-pyrazol-4-yl]~5-[2-(quinolin—2-yl)ethyl]thieno [2,3- '
d]pyridazin-4(5H)-one;
tert-butyl 2-{4-ox0-5-[2- (qumohn-2 -ylethyl]-4,5-dihydrothieno[2,3-d]pyrid

3-yl}-1H-pyrrole-1-carboxylate;
3-(2-methoxypyrimidin-5-yl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-
4(5H)-one; /
5-[2-(quinolin-2-yl)ethyl]-3-(2,3,4-trifluorophenyl)thieno{2,3- d]pyhdazm—4(5H)-

one; /
3-(4-fluoro-3-methylphenyl)-5-[2-(quinolin-2- yl)ethyl]thleng[z 3-d]pyridazin-
4(5H)-one; /
3-(4-fluoro-2-methylphenyl)-5-[2- (qumohn-2—yl)ethyl},fhxeno 2,3- d]pyndazm-
4(5H)-one; /
3-(3-chloro-4-fluorophenyl)-5-[2-(quinolin-2- yl)e/ hyl]thieno[2,3- d]pyridazin-
4(5H)-one;

3-(2-chloro-4-fluorophenyl)-5-[2-(quinolin -yl)ethyl]thxeno[z 3-d]pyridazin-

- 4(5H)-one;
3-(3,4-d1methylphenyl)-‘5~[2—(quinol/iré-yl)ethyl]thieno[2,3—d]pyridazin—4(5H)-
one; '~ ‘ /

3-(2,4~dimethylphenyl)»5-[2-(q;ﬁnoliri—2-yl)ethyl]thieno[2,3-d]pyridazin-4(5 H)-

one; ‘ /
3-(2,4-diﬂuorophenyl)-5-[/2/—(quinolin-2-yl)ethyl]thieno[2,3 -d]pyridazin-4(SH)-
/// . )
_one; )

3—(2,4-dimethoxyph¢ﬂ;l)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(5H)—
one; // |

3-(2,5 —dimethpk/;rphenyl)-S—[2—(quino1in-2~y1)ethyl]thieno[2,3~d]pyridazin—4(5H)-
one;
3-(2,3-d;ﬂaoropheny1)—5-[2-,(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin—4(5H)-
one;/ //
3-93';4-dimethoxyphenyl)~5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin—4(5H)-
/f;e;
3-(3,4-difluorophenyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(5H)-

one;
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3-(5-fluoro-2-methoxyphenyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-
4(5H)-one; |
3-(4-fluoro-2-methoxyphenyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-
4(5H)-one;
3-(3,5-dimethoxyphenyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(5SH)-
one; /
3-(2,5-diﬂuorophenyl)-5«[2—(quinolin-2—yl)cthyl}thieno[2,3-d]pyri/d’ét/zin-4(5H)-

/

one; g
7

3-(2,3-dimethoxyphenyl)-5-[2-(quinolin-2-yl)ethyl] thieno[2,}:d]pyridazin-4(5H)—
one; , - /-/

3-3 -ﬂuoro-4-meth0xyphenyl)-5—[2-(quinolin-2-yl)ethylﬂ/thieno[2,3-d]pyridazin—
4(5H)-one; / .

3~(2-ﬂuoro-3'-methoxyphenyl)—5-[2—(quinolin—2-¥b/ethyl]thieno[2,3-d}pyridazin-

/

- 4(5H)-one; /

3-3 ,S-diﬂuorophenyl)-S-[2-(quinolin-2-%yl]thieno[2,3-d]pyridazin-4(5H)-
one; )
3-(3—ﬂuoro-S-methoxyphenyl)-S—[2—(/qﬁinolin—2-yl)ethyl]thieno[2,3-d]pyridazin-
4(5H)-one; ' /’ '
3~(2-methoxy-5-methylphenyl)/-/g-[2,—(quinolin-2-yl)ethyl]thieno[2,3~d]pyridazin-
4(5H)-one; /
3-(2,5-dichlorophenyl)—s-[xf-(quinolin-2~yl)ethyl]thieno[2,3-d]pyridazin-4(5H)—
one; y :
3-(naphthalen-2-yl)-{5/-/[2—(quinolin-2—yl)ethy1] thieno[2,3-d]pyridazin-4(5H)-one;
3-phenyl-S-[2-(qgiﬁolin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(5H)—one;

3-(1 -benzofurgﬁ:2-yl)—5-[2-(quinolin-2-yl)ethy1]thieno[2,3-d]pyridazin-4(5H)-
one; // ‘
3—(1H—inﬁ£zol-5 -y1)-5-[2-(quinolin-2-yl)ethyljthieno[2,3-d]pyridazin-4(5H)-one;
3-(1 —I}X‘éthyl- 1H-pyrazol-5-y1)-5-[2-(quinolin-2-yl)ethyl]jthieno[2,3-dpyridazin-
A(5H)-one;
3:(4,5-diﬂuoro-Z-methoxyphenyl)-S-[2-(quinolin—2-yl)ethyl]thieno[2,3-
d]pyridazin-4(5H)-one;

/
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3-(2-fluoro-4-methylphenyl)-5-[ 2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-

4(5H)-one; | /

3-(2-fluoro-5-methoxyphenyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-

4(5H)-one;
3-methyl-4-{4-0x0-5-[2-(quinolin-2-yl)ethyl]-4,5-dihydrothieno[2,3-d]pyridazin-
3-yl}benzonitrile; // !
5—[2-(6-ﬂuoroquinolin-2-yl)ethyl]-3—(pyridin-4-y1)thieno[2,3-d]pyf‘idazin-4(5H)-
one; /
5-[2,2-difluoro-2-(quinolin-2-yl)ethyl}-3-(pyridin-4- yl)thlcné 2,3-d]pyridazin-
4(5H)-one; /'
3-(pyridin-4-yl)-5-[2-(thieno[3,2- b]pyndm—S yl)ethyl;,t’ﬁleno [2,3- d]pyrldazm-
4(5H)-one; /

5-[2-(imidazo[1 ,2-a]pyridin-2-y1)ethy1}—3-(pyrifi}}h-él-yl)thieno[z,3—d]pyridazin-
4(5H)-one; /

5-[2-(7-fluoroimidazo[1,2-a]pyridin-2-yl) /yl]—3—(pyridin-4-yl)thien0[2,3—
'd]pyridazin-4(5H)-one; /m
8-(pyridin-4-yl)-2-[2-(quinolin- 2-y1)et/hyl]phthalaz1n-1(2H) -one;
2-[2-(quinolin-2-yl)ethyl]-8-[4- (t;rﬂuoromethyl)phenyl]phtha azin-1(2H)-one;
8-(4-methylphenyl)-2-[2- (qumqfln-?,-yl)ethyl}phthalazm—1(2H) -one;
8-[4-(propan-2-yl)phenyl]- 2/(’2 (quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
8-(4-ethy1phenyl)-2-[2-(9u1/n011n-2 yl)ethyl]phthalazin-1(2H)-one;
4—{4-oxo-3-[2-(quinol}r{-2-yl)ethyl]-3,4-dihydrophthalazin-5-y1}benzonitrile;
8-(4-methoxyphen}{l)jiZ-[2-(quinolin—2-yl)ethyl]phthalazin- 1(2H)-one;
8-(4»ﬂuorophen¥,Y)/12-[2-(quinolin-2-yl)ethyl]phthalazin- 1(2H)-one;
(4-{ 4-oxo-3-[/2’izquinolin-2-yl)ethyl]-3 ,4-dihydrophthalazin-5-
yI}phenyl){taé//e:tonitrile;
8-(4-hy/df6xyphenyl)—2—[2~(quinolin-2-yl)ethy1)phthalazin- 1(2H)-one;
8-(2-ghlorophenyl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
8—/(72{methylphenyl)-2-[2-(quinolin-2 -yl)ethyl]phthalazin-1(2H)-one;
8/-(2—ethy1phenyl)—2*[2-(quinolin-2—yl)ethyl]phthalazin—1 (2H)-one;
8-(2-fluorophenyl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
8-(2-methoxyphenyl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1 (2H)-bne;
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8-(3 -methoxyphenyl)-2-[2 -(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
3-{4-ox0-3-[2-(quinolin-2-yl)ethyl]-3,4-dihydrophthalazin-5-yl} benzonitrile; /
8-(3-fluorophenyl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
8-(3-hydroxyphenyl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
N,N-dimethyl-3-{4-0x0-3-[2-(quinolin-2-yl)ethyl]-3,4-dihydrophthalazjn-5-
yl}benzamide; // /
8-(3-methylphenyl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1 (zH)-o/rré;
2-[2-(quinolin-2-yl)ethyl]-8-(thiophen-2-~yl)phthalazin-1 (ZH)-o/ﬂ/é;
8-(1-methyl-1 H-indol-S-yl)-Z-[2—(quinoIin-2—yl)ethyl]phtha/1a/zin— 1(2H)-one;
8-(3,5-dimethyl-1 H—pyrazol-4-yl)-2-[2—(quinolin—2—y1)ethyi]phthalazin-1 (2H)-one;
8-(1 H—indol-5-yl)-2~[2-(quinolin-2-yl)ethyl]phthalazin/-/f/(2H)-one;
8-(1 H-indol-6—y1)-2-[2-(quinoIin—Z—yl)ethyl}phthalqgfé- 1(2H)-one;

‘ 8-(pyrimidin-5-yl)-2'-[2—(quinoIim-Z-yI)ethyl}phtl}a/lazin~ 1(2H)-one;
8-(2-methoxypyridin-3 -yl)-2-[2-(quinolin-z-yl)féthyl]phthalazin- 1(2H)-one;
8-(pyridin-3-yl)-2~[2-(quin0Iin—2—yl)ethyl] thalazin-1(2H)-one;
8-(furan-3 -yi)—2-{2-(quinolin-2-yl)ethyllgéialazin-1 (2H)-one;
8-(quinolin-3-yl)-2-[2-(quinolin-2-yl)éthyl]phthalazin-1(2H)-one;

8-(1 H-indo1-4-yl)-2-[2-(quinolin-%}’;l)ethyl]phthalazin~ 1(2H)-one;

8-(2,3-dihydro-1 -benzofuran-S:yl) -2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-

one; /

8-(3,4-dihydro-2H-1 ,S-bq;z’z/odioxepin—7-yl)-2-[2-(quinolin~2-yl)ethyl]phthalazin—
1(2H)-one; /,/ ’ ,
8-(1 -benzofuran—S-;/{I/)';Z- [2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
8-(6-methoxypyp;(‘ﬁn-3-yl)-2—[2-(quinolin-Z-yl)ethyl]phthalazin— 1(2H)-one;

8-(2,3 —dihydrgf’f,él-benzodioxin—6-yl)—2-[2-(quin01in-2-yl)ethyl]phthalazin- 1(2H)-

one;

8-(2-me/th§lpyridih-4~yl) -2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
8-(5- "éthoxypyridin—fs—yl)—Z-[2-(quinoIin-2-yl)ethyl]phthalazin- 1(2H)-one;
S—Q-ﬂuoropyridin-.% -y1)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
-(1,3-benzodioxol-5-yl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
8-(1-methyl-1H-pyrazol-4-yl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
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8-[1-(2-methylpropyl)-1H-pyrazol-4-yl]-2-[2-(quinolin-2-yl)ethyl|phthalazin-
1(2H)-one;

tert-butyl 2-{4-0x0-3-[2-(quinolin-2-yl)ethyl]-3,4-dihydrophthalazin-5-yl}-1H-~
pyrrole-1-carboxylate;

5 8-(3-chloro-4-fluorophenyl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1 (2H)/ ne;
8-(2-chloro-4-fluorophenyl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1 (%H)—one;
8-(3,4-dimethylphenyl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1 (21;)—'one;
8-(2,4-dimethoxyphenyl)-2- [2—(quinolin-2-yl)ethyl]phthalazin—/l-(/ZH)-one;
8-(2,5-dimethoxyphenyl)—?.-[2-(quinolin—2-yl)ethyl]phthalazj/n/- 1(2H)-one;

10 8-(2,3-difluorophenyl)-2- [2~(quinolin-2-yl)ethyl]phtha1azjﬁ{ 1(2H)-one;
8-(3,4-dimethoxyphenyl)-2’-[2-(quinolin-2-yl)ethyl]phgl{glazin- 1(2H)-one;
8-(3 ,4-diﬂuorophenyl)-2-[2-(quinolin—2-y1)ethy1]ph§,k(élazin- 1(2H)-one;
8-(5-ﬂuoro~2—methoxyphenyl)—2-[2-(quino1in-2-y/l{ethyl]phthalazin- 1(2H)-one;
8-(4-ﬂﬁoro~2-methoxyphenyl)-Z-[2-(quinolin-2£yl)ethyl}phthalazin- 1(2H)-one;
5 8-(3,5-dimethoxyphenyl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
8-(2,5-diﬂuorophenyl)-2; [2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
inolin-2-ylethyl]phthalazin-1(2H)-one,

8-(3-ﬂuoro-4-methoxyphenyl)—Z-[2,-&
8-(2-fluoro-3 —methoxyphenyl)-2-y:(quinolin-2-y1)ethyl]phthalazin- 1(2H)-one;
© 8-(3,5-difluorophenyl)-2-[2-(quiholin-2-yl)ethyl}phthalazin-1(2H)-one;

20 8-(3 -ﬂuoro-S-methoxypheny;Y{-/} [2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
8—(naphthalen-2-yl)-2-[2-§q<1inolin-2-yl)ethyl]phthalazin- 1(2H)-one;
8-phenyl-2»[2-(quino1i/né—yl)ethyl]phthalazin— 1(2H)-one;

8-(1-b enzofuran-2-}({.l'§(-2~ [2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
8—()1 -rnéthyl- 1 H-ps’//razoL5-yl)-2-[2-(quino1in-2—yl)ethyl]phthalazin- 1(2H)-one;

25 8-(4,5-diﬂuorpf—"é-methoxyphenyl)—Z—[2-(quinolin-2-y1)ethyl]phthalazin— 1{2H)-

e

one; /
8-(2-ﬂu}>fc/>-4-methylphenyl)-z-[2-(quinolin-2-yl)ethyl]phthalazin— 1(2H)-one;
8-(2-ﬂﬁoro-5 -methoxyphenyl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
2-[Zi(imidazo[ 1,2-a]pyridin-2-yl)ethyl]-8-(pyridin-3-yl)phthalazin-1(2H)-one;
30 11[2-(imi dazo[1,2-a]pyridin-2-yl)ethyl]-8-(pyridin-4-ylphthalazin- 1 (2H)-one;
2-[2-(imidazo[ 1,2-a]pyridin-2-yl)ethyl]-8-(3-methoxypyridin-4-yl)phthalazin-

1(2H)-one;
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2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-(pyrimidin-5-yl)phthalazin-1(2H)-one; /
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-(1-methyl-1 H-pyrazol—3—y1)phtha1az£i/
1(2H)-one;
8-(furan-3-yl)-2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyljphthalazin-1(2H)-

5 2-[2-(imidazo[1,2-alpyridin-2-yl)ethyl]-8-(2-0x0-2,3-dihydro-1 H»ind}y[-6-
yDphthalazin-1(2H)-one; /
8-(3,4-dihydro-2H-chromen-6-yl)-2-[2-(imidazo[1,2-a] pyridin-Z/’/
yl)ethyllphthalazin-1(2H)-one; - -/

s

8-(1,1 -dioxidothiomorpholin-4-yl)-2-[2~(quinolin—2-yl)ethy{jphthalazin- 1(2H)-

10 one; /

2-[2-(imidazo[ 1 ,2—a]pyridin-Z—yl)ethyl]-8-(morpholil}#/i-yl)phthalazin- 1(2H)-one;
8-(1,1-dioxidothiomorpholin-4-y1)-2-[2-(imidazo [/ lcé-a]pwidin-2-

yl)ethyl]phthalazin-1(2H)-one; /
2-[2-(imidazo[1 ,2-a]pyridin-2-yl)ethyl]-8-(te;)z{ahydro- 1H-furo[3,4-c]pyrrol-
/
15 5(3H)-yl)phthalazin-1(2H)-one;

8-(5,5-difluorohexahydrocyclopentafc]pyrrol-2(1H)-yl)-2-[2-(imidazo[1,2-
alpyridin-2-yDethyl]phthalazin-1(2H)-one; |
2-[2-(imidazo[ 1 ,2-a]pyridin»2—y1>&hyl]-8-(piperazin- 1-yDphthalazin-1(2H)-one;
8-(4,4-difluoropiperidin-1 -yl)-/Zf [2-(imidazo[1,2-a]pyridin-2-yl)ethyljphthalazin-
20 - 1(2H)-one; ,
8-[4-(chloromethyl)-4—(}}y'droxymethyl)piperidin- 1-yl}-2-[2-(imidazo[1,2-
a]pyridin-2-yl)ethyl]phthalazin-1(2H)-one;
2-[2-(imidazo[ 1 ,2-%Tf;yridin~2-yl)ethyl]-8-(piperidin—l -yD)phthalazin-1(2H)-one;
8—(2,3-dihydro-4},H/;1 ,4-benzoxazin-4-yl)-2-[2-(imidazo[ 1,2-a]pyridin-2-
25 yethyllphthalazin-1(2H)-one; |
2-[2—(imid§;22>[ 1,2-a]pyridin-2-yl)ethyl]-8-[4-(trifluoromethyl)piperidin-1-
yl]phthz/lléizin- 1(2H)-one;
2—[2-Qi’fnidazo[ 1,2-a]Jpyridin-2-yl)ethyl]-8-(4-methylpiperazin-1-yl)phthalazin-
1 (/;é)—one;
:(1 ,3-dihydro-2H-isoindol-2-yl)-2-[2-(imidazo[ 1,2-a]pyridin-2-
yl)ethyl]phthalazin-1(2H)-one;
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8-(7-benzyl-2,7-diazaspiro[4.4]non-2-yl)-2-[2-(imidazo[ |,2-a]pyridin-2-
yDethyl]phthalazin-1(2H)-one;

8-({[(3aR,4S,6aS)-2-benzyloctahydrocyclopenta[c]pyrrol- 4-yl]methyl}am71{ -2-
[2-(imidazo[ 1,2-a]pyridin-2-yl)ethyl]phthalazin-1(ZH)-one;

tert-butyl (3R)-3-({3-[2-(imidazo[ 1,2-a}pyridin-2-yl)ethyl]-4-0x0-3,4- /
dihydrophthalazin-5-yl} amino)pyrrolidine-1-carboxylate; // |
8-(2,6-dimethylmorpholin-4-yl)-2-[2-(imidazo[1,2-a]pyridin-2- /
ylethyl]phthalazin-1(2H)-one; /
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-(1,4-oxazepan-4 )/f)phthalazm—l(ZH)
one; //

tert-butyl 4- {3-[2-(imidazo[ 1,2-a]pyridin-2-yl)ethyl] -f}a/oxo-3,4-
dihydrophthalazin-5-yl}-3,6-dihydropyridine-1 (ZH)-/f:arboxylate;
5-(pyridin-4-y1)-2—[2-(quin0lin-2¥yl)ethyl]phtha/la/z/in-1(2H)-one;
5-(pyrimidin-5-yl)-2-[2-(quinolin-2-yl)ethyl] pﬁthalazin- 1(2H)-one;

/
5-(1-methyl-1 H-pyrazol-S-yl)-2-[2-(quiy//n-2-yl}ethyl] phthalazin-1(2H)-one;
5-(1,1 -dioxidothiomorphdlin-4-yl)-2-[2/ quinolin-2-yl)ethyl]phthalazin-1(2H)-
/ -

2-[2-(imidazo[ 1 ,2-a]pyridin—2—yl);y(h/yl]—5-(pyridin-—3-yl)phthalazin- 1(2H)-one;
2-[2-(imidazo[ ,2—a]pyridin—2-yf)ethyl] -5-(pyrimidin-5-yl)phthalazin1(2H)-one;
2-[2-(imidazo[ 1 ,2-a]pyridin—z{yl)ethyl]—5-(morpholin-4-yl)phthalazin-1 (2H)fone;
2-[2-(imidazo[1 ,2—a]pyri§1i‘h/-2-y1)ethy1]-5-(tefrahydro- 1H-furo[3,4-c]pyrrol-
5(3H)-yl)phthalazin-1(2H)-one;
2‘ [2-(imidazo][1 2-a}ﬁ;/ridin-2-yl)ethyl]-4 (pyrimidin-5-yl)phthalazin-1(2H)-one;
2-[2-(imidazo[1, 2/ Ipyridin-2-yl)ethyl]-4- (morphohn-4 yl)phthalazin-1(2H)-one;
3-(3- methoxypyr1d1n-4 ~-yD)-5-[2-(quinolin-2- yl)ethyl]th1eno[3 2-c]pyridin-4(5H)-

one;

one; ,
3—(3-hydr6;<ypyridin-4-yl)—5-[2-(quinolin-Z—yl)ethyl] thieno[3,2-c]pyridin-4(5H)-
one; /

3- (l-methyl 1H-pyrazol-5-yl)-5-[2-(quinolin-2-yl)ethyl}thieno[3,2- c]pyndm-
4(5)H-one,
3-(pyridin-4-yl)-5-[2-(quinolin-2-yl)ethyl]thieno[3,2-c]pyridin-4(5H)-one;
3-(pyrimidin-5-y1)-5-(2-quinolin-2-yl)ethyl)thieno[3,2-c]pyridin-4(SH)-one;
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3-(2-oxoindolin-6-yl)-5-[2-(quinolin-2-yl)ethyl}thieno[3,2-c]pyridin-4(5H)-one; /
3~(3-hydroxyphenyl)-S—[2~(quinolin-2-y1)ethyl]thieno[3,2-c]pyridin~4(5H)-one/
5-[2-(5-ethylpyridin-2-yl)ethyl]-3-(pyridin-4-yl)thieno[3,2-c]pyridin-4(5H)-ghe;
5-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-3-(pyridin-4-yl)thieno[ 3,2-c]pyridin-

4(5H)-one;

3-(morpholin-4-yl)-5-[2-(quinolin-2-yl)ethyl]thieno[3, 2-c}pyridin»4/(5/H)-one'
tert-butyl-4-(4-ox0-5-(2-quinolin-2-yl)ethyl)-4,5- dlhydrothxeno{BAQ -c]pyridin-3-

y1)-5,6-dihydropyridine-1(2H) carboxylate; /

5-(2-(quinolin-2-yl)ethyl)-3-(1,2,3,6-tetrahydropyridin-4-yl)thieno[3,2-c]pyridin-

4(5H)-one;

/
7/

/

tert—butyl-4—(4-oxo-5-(2—quinolin—2—yl)ethyl)—4,5-dihy/g:ir/othienoD ,2-c]pyridin-3-

yl)-piperidine-1 carboxylate; Vs

/

/
3~(piperidin-4-yl)-5-[2-(quinolin-2-yl)ethyl]thieno[ 3,2-c]pyridin-4(5H)-one;
3~methyl-7-(pyridin-4-y1)-5-(2-(quinoIin—2-yyéthyl)thieno[3,2—c]pyridin-4(5H)—

one;

d]pyridazin-4(5H)-one;

3-(pyridin-4-yl)—5—[2-(5 6,7,8—tetrahydrgquémlin-z~yl)ethy1]thieno[2,3-

/

/
/

“(R)-tert-butyl 3-(3-(2-(imidazo[ 1 ;/ a]pyndm—2 yDethyl)-4-ox0-3,4-

dihydrophthalazin-5- ylammo)p/yrrohdme- 1-carboxylate;

2-[2~(imidazo[1,2- a]pyndm-/z{yl)ethyl] 8-[(3R)-pyrrolidin-3-ylaminoJphthalazin-
/

1(2H)-one;

5-(3-hydroxyphenyl)- 2~(2 (quinolin-2- yl)ethyl]phthalazm-1(2H)—one
(E)-8-(pyridin-4- yl) 2- (2-(quinolin-2-yl)vinyl)isoquinolin-1(2H)-one;

anti (rac) 8-(pyrlg.{n-4-yl)—2—(2-(qumohn-2-yl)cyclopropyl)lsoqumolln- 1(2H)-one;

anti (+)-8-(pyrj("ﬁn-4—yl)-2-(2—(quinolin»2-yl)cyclopropyl)isoquinolin-1 (2H)-one;

anti (-)-8-(p,y;idin-4-y1)-2-(2-(quinolin-2-y1)cyc10propyl)isoquinolin- 1(2H)-one;

8—(pyrid/in’¥4~y1)-2-(2-quinolin-2-yl-ethyl)isoquinolin-l(ZH)-one;

anti (?ac) 3-(pyridin-4-yl)-5-(2-(quinolin-2-yl)cyclopropyl)thieno[ 3,2-c]pyridin-

4(5H)-one;

t/lti (+) 3-(pyridin-4-yl)-5-(2-(quinolin-2-yl)cyclopropyl)thieno[3,2-c]pyridin-

4(5H)-one;
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anti (-) 3-(pyridin-4-yl)-5-(2-(quinolin-2-yl)cyclopropyl)thieno[3,2-c]pyridin- / B
4(5H)-one; '

(E)-8-pyridin-4-yl-2-(2-quinolin-2-yl-vinyl)-2H-phthalazin-1-one;

anti (rac) 8-pyridin-4-yl-2-(2-quinolin-2-yl-cyclopropyl)-2H-phthalazin-1<one;

S anti (+) 8-pyridin-4-yl-2-(2-quinolin-2-yl-cyclopropyl)-2H-phthalazin-1-one;
anti (-) 8-pyridin—4-y1~2-(2-quinoIin-z-ylecyclopropyl)—2H-phthalaz}t'{; 1-one;
and the N-oxides, the prodrugs, the tautomers and the hydrates tl/l,é/xieof, and the

pharmaceutically acceptable salts thereof, /

10 64. A compound, which is selected from the group consistin/g/‘/{)f
7-(pyridin-4-yl)-5-[2-(quinolin-2-yl)ethyljfuro[3 ,2-C]m{ridin-4(5H)-one;
3—(pyridin-4—yl)-5-(2-(quinolin-Z-yl)ethyl)furo[3,Z;pﬂpyridin-él(SH)-one;
5-(2-(1H—benzo[d]imidazol~2-yl)ethyl)-3-(pyrid/jxi-4—yl)furo[3,2-c]pyridin—4(5H)-

one; /
15 5-(2-(imidazo[1,2-a]pyridin-2-yl)ethyl)-3-(pyridin-4-yl)furo[3,2-c]pyridin-4(5H)-
one; '

3-(pyrimidin-5-yl)—5-(2-(quinolin-Z-y&:thyl)furo[3,2-c]pyridin-4(5H)-one;
4-(pyridin-4-yl)-6-(2-(quiholin@-/yﬁallyl)pyridp[2,3~d]pyridazin-Sv(GH)-onel; :
syn 8-(pyridin-4-yl)-2-(2—(quihgfin-?,-yl)cyclopropyl)isoquinolin- 1(2H)-one;

20 syn 3-(pyridi>n-4-yl)-5-(2-(q94101in—2—yl)cyclopropyl)thieno[3,2-c]pyridin-4(5H)—
one; /’"/

anti 3-(pyridazin—4-yl)/—,5/:(2-(quinolin-?_-yl)cyclopropyl)furo[3,2~‘c]pyridin-4(5H)~

one; "//

syn 3-(pyridazinfff-yl)-S-(_2—(quino1in—2-yl)cyclopropy1)ﬁ1ro[3,2—c]pyridin—4(5H)-

25 one; . v | '

anti 3-(pyri(gli/'rll—4~yl)-5-(2-(quinolin—2-yl)cyclopropyl)furo[3,2-c]pyridin-4(5H)-

one;
syn 37(’pyridin-4-yl)~5-(2-(quinqlin~2—yl)cyclopropyl)furo[3,2-c]pyridin-4(5H)-
one; ‘ _

30 fi 8-(oxetan-3-ylamino)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;

’ syn 8-(oxetan-3-ylamino)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;

anti 8-(pyridazin-4-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;
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syn 8-(pyridazin-4-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;

anti 8-(6-fluoropyridin-3-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H /

one; |

syn §8-(6-fluoropyridin-3-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin- (2 H)-

one; | ' | //

anti 8 -(2-ﬂuoropyridin-4-yl)-2-(2-(quinolin-2-yl)cyc1opropyl)isoqui/nélin- 1(2H)-

one; /

syn 8-(2-ﬂuoropyridin—4-yl)—2-(2-(quin01in—2~yI)cyclopropyl)i§,6é1uinolin- 1(2H)-

one; //’/ ’

anti 8-(pyridin—3—yl)-2-(2-(quinolin-?.-yl)cyclopropyl)isoqffinolin-1 (2H)-one;

syn 8-(pyridin-3-yl)-2-(2-(quinolin-2-yl)cyclopropyl) Zluinolin- 1(2H)-one;

anti 8-(pyrimidin-5-yI)—2-(2—(quinolin-2-yl)cycloprgf;yl)isoquinolin— 1(2H)-one;

syn 8-(pyrimidin-5 —yl)-2-(2-(quinolin-2-yl)cycl</)p{opy1)isoquinolin- 1(2H)-one;

anti 8-( 1 -methyl-1H-pyrazol-4-yl)-2-(2-(quinplin-2-yl)cyclopropyl)isoquinolin-

1(2H)-one; |

syn 8-(1-methyl-1H-pyrazol-4-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-

1(2H)-one; p _

anti 8-(3-ﬂuoropyridin-4-yl)-2—(27(6;1inolin-2-yl)cyclopropyl)isoquinolin- 1(2H)-
/

one; /

/ ‘ ,
syn 8-(3-fluoropyridin-4-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-
7

one;

/
/

‘anti 8-(2-ﬂuoropyridin74;y1)-2-(2-(quino1in—2-yl)cyclopropyi)isoquinolin- 1(2H)-

/

syn 8-(2—fluoropyﬁilin-4-yl)—2-(2—(quinolin-2—yl)cyclopropyl)isoquinolin—1(2H)—
one; / ‘

anti 8-((3 S);B/ihydroxypiperidin- 1 —yl)—2-(2-(quinolin»2-
yl)cyclopr'{)pyl)isoquinolin- 1(2H)-one;

syn 8/-((/3 S)-3-hydroxypiperidin-1-yl)-2-(2-(quinolin-2-

yleyclopropyl)isoquinolin-1(2H)-one;

‘ ar{ti 8-(3-methoxypiperidin-1-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-

1(2H)-one;
syn 8-(3-methoxypiperidin-1-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-
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7

/

1(2H)-one

anti 8-morpholino-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one; /
syn 8-morpholino-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;

anti 1-(1-0x0-2-(2-(quinolin-2-yl)cyclopropyl)-1,2-dihydroisoquinolin-8-
yl)piperidine-4-carbonitrile;

syn 1-(1-0x0-2-(2-(quinolin-2-yl)cyclopropyl)-1 ,2~dihydroisoquino}(—8-
yl)piperidine-4-carbonitrile; ; //

anti 8-((3R,4R)-4-fluoro-3-hydroxypiperidin-1-yl)-2-(2-(quinolin-2-
yl)cyclopropyl)isoquinolin-1(2H)-one;

syn 8-((3R,4R)-4-fluoro-3-hydroxypiperidin-1-yl)-2-(2- gqumolm-2-

yleyclopropyl)isoquinolin-1(2H)-one; /
anti 8-((3S)-3-hydroxypyrrolidin-1 -yl)—2-(2-(quinol4‘§1—2-
yl)cyclopropyl)isoquinolin-1(2H)-one; /

syn 8-((3S)-3-hydroxypyrrolidin-1-yl)-2-(2-(guinolin-2-

ylcyclopropyl)isoquinolin-1(2H)-one;

anti 8-((3R)-3-hydroxypyrrolidin-1-yl)-2-(2-(quinolin-2-
yDeycelopropyDisoquinolin-1(2H)- one;
syn 8-((3R)-3- hydroxypyrrohdm} yl) -2-(2-(quinolin-2-
yl)cyclopropyl)lsoqumohn-1(erf) -one;

anti 8-(methyl(oxetan-3- yl)axémo) 2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-
1(2H)-one; /
syn 8- (methyl(oxetan-3 yl)ammo) -2-(2-(quinolin-2- yI)cyclopropyl)lsoqumolm~
1(2H)-one; /

anti 8-(4—methox%iperidin- 1-y1)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-
1(2H)-one; . |

syn 8-(4—mﬁet’f’10xypiperidin- 1-y1)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-
1(2H)-oné;

anti 8/(4-hydroxypiperidin-1-yl)—2-(2-(quinolin—Z-yl)cycIopropyl)isoquinolin-
1(2H)-one;

sS;h 8-(4-hydroxypiperidin- 1-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-
1(2H)-one;

anti 8-(1-acetylpiperidin-4-ylamino)-2-(2-quinolin-2-cyclopropyl)isoquinolin-
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1(2H)-one /
syn 8-(1-acetylpiperidin-4-ylamino)-2-(2-quinolin-2-cyclopropyl)isoquinolin-
1(2H)-one;

anti 8-(piperidin-4-ylamino)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin.1 (2H)-
one; /

syn 8-(piperidin-4—ylamino)-2-(2-(quinolin—2»yl)cyclopropyl)isoqui;/olin- 1(2H)-
one; - //’/
anti 2-(2-(quinolin-2-yl)cyclopropyl)-8- (tetrahydro-ZH-pyran—%-yl)xsoqumohn-
1(2H)-one; /

syn 2-(2-(quinolin-2-yl)cyclopropyl)-8-(tetrahydro- 2H-pyran-4-yl)1soqumohn-
1(2H)-one; /‘

anti 2-(2-(qumo1in-2-yl)cyclopropy1)~8~(2-oxa-6-aza/;piro[é .4Joctan-6-
yl)isoquinolin-1(2H)-one; /

syn 2-(2-(quinolin-2-yl)cyclopropyl)-8-(2-oxa-6-azaspiro[3.4]octan-6-
yDisoquinolin-1(2H)-one;

anti 8-(dihydro-1H-furo[3,4-c]pyrrol-S(3H,6H,6aH)-yl)-2-(2-(quinolin-2-
ylcyclopropyl)isoquinolin-1(2H)-ong;

syn 8- (dihydro-lH furo[3,4- c]pyxyél 5(3H,6H,6aH)-yl)-2-(2~(quinolin-2-
yl)cyclopropyl)isoquinolin- 1(2}l/) -one;

anti 8-(4,4- d1ﬂuorop1per1d1n/4/—yl) 2-(2-(quinolin- 2-yl)cyclopropy1)1soqumolm-
1(2H)-one; /

syn 8~(4,4-d1ﬂuoropip9ri/din- 1-y1)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-

1(2H)-one; /

anti 8-morphohno 2- (2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;

syn 8-morphq}xn0-2 (2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;

anti 8-(3~((;}_iﬁﬁoromethyl)pyrrolidin- 1-y)-2-(2-(quinolin-2-
yl)cyolo/pfbpyl)isoquinolin—1(2H)-one;

syn 8-(3-(difluoromethyl)pyrrolidin-1-yl)-2-(2-(quinolin-2-
yhgyclopropyl)isoquinolin-1(2H)-one;

aﬁﬁ 8-((1R,55)-3-0xa-8-azabicyclo[3.2.1]}octan-8-yl)-2-(2-(quinolin-2-yl)cyclo-
propyl)isoquinolin-1(2H)-one;

syn 8-((1R,5S)-3-o0xa-8-azabicyclo[3.2.1]octan-8-yl)-2-(2-(quinolin-2-yl)cyclo-
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propyl)isoquinolin- 1(2H)-one;

anti 8-(4-methylpiperazin-1-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-

1(2H)-one; /
syn &-(4-methylpiperazin-1 -yl) 2-(2-(quinolin-2- yl)cyclopropyl)lsoqum? in-
1(2H)-one; /

anti 8-(3-(fluoromethyl)pyrrolidin-1-y1)-2-(2-(quinolin-2- ﬂ //

ylheyclopropyl)isoquinolin-1(2H)-one; ///
syn 8-(3-(fluoromethyl)pyrrolidin-1-y1)-2-(2-(quinolin-2-  /
yDcyclopropyl)isoquinolin-1(2H)-one; / ’

anti 8-((1R,58)-8-oxa-3-azabicyclo[3.2.1]octan-3-yl)-2- /(2 (quinolin-2-
yDcyclopropyl)isoquinolin-1(2H)-one; . /

syn 8-((1R,5S)-8-0xa-3-azabicyclo[3.2.1]octan-3- }A)-Z -(2-(quinolin-2-
yDcyclopropyl)isoquinolin-1(2H)-one; /

anti §-(4-fluorophenyl)-2-(2-(quinolin-2- yl)cb/clopropyl)lsoqumolln-1(2H) -one;

syn 8-(4-fluorophenyl)-2-(2-(quinolin- fi-f/fcyclopropyl)lsoqumolm-1(2H) one;
anti 8-(furan-3-yl)-2-(2-(quinolin-2-yl)
syn 8-(furan-3-yl)-2-(2- (qumolm—2 Y cyclopropyl)isoquinolin-1(2H)-one;

clopropyl)isoquinolin-1(2H)-one;

anti 8-(4,5-dihydrofuran-3-yl)-2- §2 (qu1nohn-2—yl)cyclopropyl)lsoqumolm 1(2H)-
one; / _

syn 8-(4,5-dihydrofuran-3-)/IV)/-2-(2-(quinolin-z-yl)cyciopropyl)isoquinolin- 1(2H)-
one; /

anti 8-(4—methoxyphegy/l)—2—(2~(quinolin-2-yl)cyclopropyl)isoquinolin- 1(2H)-one;
syn 8-(4-methoxyppé;1yl)-2-(2-(quinolin'2-yl)cyclopropyl)isoquinolin-l (2H)-one;
anti 2-(2—(6-ﬂuog;3/ éuino1in-2-y1)cyclopropyl)—8—morpholinoisoquinolin-1 (2H)-
one; ;

syn 2-(2-(6/7ﬁ;10roquino1in-2-y1)cyclopropyl)-S-mo'rpholinoisoquinolin- 1(2H)-
one; ///

anti 2/7(2-(6-ﬂuoroquinolin-2-yl)cyclopropyl)-8—(pyridin—3 -yDisoquinolin-1(2H)-
ong{

s?n 2-(2-(6-fluoroquinolin-2-yl)cyclopropyl)-8-(pyridin-3-yl)isoquinolin-1(2H)-
one;

anti 2-(2-(6-fluoroquinolin-2-yl)cyclopropyl)-8-(pyrimidin-5-yl)isoquinolin-
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1(2H)-one;

syn 2-(2-(6-fluoroquinolin-2-yl)cyclopropyl)-8-(pyrimidin-5-yl)isoquinolin- /
1(2H)-one;

anti 2-(2-(6-fluoroquinolin-2-yl)cyclopropyl)-8-(pyridin-4-yl)isoquinolin-1(2H)-
one;

syn 2-(2-(6-ﬂuoroquinolin—2-yl)cyclopropyl)—8-(pyridin—4-yl)isoqui/r£lin- 1(2H)-

one; y
/

anti 4-ﬂuoro—8-(pyridin-4-y1)-2-(2-(quinolin—2—yl)cyclopropyl)/iéoquinolin-1 (2H)-
/
one; /

syn 4-ﬂuoro-8—(pyridin-4-y1)—2-(2-(quinolin-Z-yl)cyclop/r,dbyl)isoquinolin- 1(2H)-

. /
one; Y

/
anti 4-chlor0-8—(pyrimidin—5-yl)—2-(2-(quinolin—2-y}fcyclopropyl)isoquinolin~
/

1(2H)-one; /

syn 4-chloro-8-(pyrimidin-5-y1)-2-(2-(quinoli :Z—yl)cyclopropyl)isoquinolin—
1(2H)-one; /

anti 4-,(pyridin—4-yl)-6-(2-(quinolin-2-y1)éyclopropy1)pyrido[2,3‘-d]pyridazin-
S5(6H)-one; y
syn4~(pyridin-4-yl)—6-(2—(quinoliy/fz-yl)cyclopropyl)pyrido [2,3-d]pyridazin-
5(6H)-one; / |

anti 2-(2-(6-ﬂuoroquinolin%/l)cyclopropyl)-8-(pyridin-4-yl)phthalazin— 1(2H)-
one; 7

syn 2-(2~(6-ﬂuoroquiqg({;1-2~yl)cyclopropyl)-S-(pyridin-4-yl)phthalazin-1 (2H)-
one; ///
anti 7-ﬂuoro-3~(9y{idin-4~yl)—5-(2—(quinolin-2-yl)cyclopropyl)thieno[3,2-
c]pyridin-4(SI;I)’ione;
syn 7—ﬂuor9’-§-(pyridin-4-y1)—5-(2-(quinolin-2-yl)cyclopropyl)thieno[3,2-
c]pyridil}»'-’é(SH)-one;
anti ?>/»(i;.—ﬂuoropyridin-4-yl)—5-(2-(6-ﬂuoroquinolin-2~y1)cyclopropyl)thieno[3,2-'
c]pyridin-4(5H)-one;

3/;n 3-(2-fluoropyridin-4-yl)-5-(2-(6-fluoroquinolin-2-yl)cyclopropyl)thieno[3,2-
clpyridin-4(5H)-one;
anti 5-(2-(6-fluoroquinolin-2-yl)cyclopropyl)-3-(pyridin-4-yl)thieno[3,2-
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c¢]pyridin-4(5H)-one; /
syn 5-(2-(6-ﬂuoroquinolin-2-yl)cyclopropy1)-3-(pyridin-4—yl)thieno[3,2~c]pyri§idé—
4(5H)-one;
anti 3-(pyrimidin-5-yl)-5-(2-(quinolin-2-yl)cyclopropyl)thieno[3,2-c]pyridin-
4(5H)-one; |
syn 3-(pyrimidin-5-y1)-5-(2-(quinolin-2-yl)cyclopropyl)thi en0[3,2-§:}pyridin-
4(5H)-one; /
anti 3—(pyrimidin-S—yl)-5-(2-(quinolin—2—y1)cyclopropyl)thien?,{B/ ,2-c]pyridin-
4(5H)-one; , //
syn 3-(pyrimidin-5-yl)-5-(2-(quinolin-2-yl)cyclopropyl)thieno[3,2-c]pyridin-
4(5H)-one; y | .
anti 3-(pyrimidin-5-yl)-5-(2-(quinolin-2- yl)cyclopm/pyl)thxeno[3 2-c]pyridin-
4(5H)-one; /‘/
syn 3- (pyr1m1d1n 5-y1)-5-(2-(quinolin-2-yl)cy: /élopropyl)thleno[3 2 -c]pyridin-

4(5H)-one;

anti 3-(6-ﬂuoropyridin-3-yl)-S-(2-(quin%-Z-yl)cyclopropyl)thieno[3,2~
c]pyridin-4(5H)-one; y,

syn 3-(6-fluoropyridin- 3-y1) -5- (2/(qumolm-2 yDeyclopropylthieno[ 3,2-c]pyridin-
4(5H)-one; /
~anti 3-(2-methylpyrimidin-5/yl)-5-(2-(quinolin—2-y1)cyclopropyl)thieno[3,2-
c}pyr1d1n-4(5H) -one; |

syn 3- (2~methylpyr1mzdm 5-yl)-5-(2-(quinolin-2-yl)cyclopropyl)thieno[3,2-
c]pyr1d1n-4(5H)-or}¢,

anti 3-(pyridazig,#i-yl)-S—(2—(quino1in-2-yl)cyclopropyl)thieno[3,2-c]pyridin-
4(5H)-one;

syn 3-(pyrj,dgzin-4~yl)-5-(2—(quinolin-2-y1)cyclopropyl)thieno[3,2—c]pyridin-
4(5H)-<y1’é;

anti }«”(2-fluoropyridin—4-yl)-5-(2-(quino1in—2-yl)cyclopropyl]thieno[3,2-
c]pyridin-4(SH)-one;

éyn 3-(2-fluoropyridin-4-yl)-5-(2-(quinolin-2-yl)cyclopropyl]thieno[3,2-c]pyridin-
4(5H)-one;

anti 3-(morpholin-4-y1)-5[2-(quinolin-2-yl)cyclopropyl]thieno[3,2-c]pyridin-
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4(5H)-one ’
syn 3-(morpholin-4-yl)-5[2-(quinolin-2-yl)cyclopropyljthieno[ 3,2-c]pyridin- /
4(5H)-one;
anti 3-(pyridin-3-yl)-5-[2-(thieno[3,2-b]pyridin-5-yl)cyclopropyl]thieno[3,2-
c]pyridin-4(5H)-one;
syn 3-(pyridin-3-yl)-5-[2-(thieno[3,2-b]pyridin-5-yl)cyclopropyl] thle/ﬁo[3 2-
c]pyridin-4(5H)-one; J
anti 3-(pyridin-3-yl)-5-[2-(quinolin-2- yl)cyclopropyl]th1eno[3 ;~/c]pyr1dm -4(5H)-
one; )
syn 3-(pyridin-3-yl)-5-[2-(quinolin-2-yl)cyclopropyl]thieno[ 3,2-c]pyridin-4(5H)-
~ one; // '
anti 3-(pyrimidin-5-yl)-5 -[2-(quino1in-2-yl)cyclopr9p/yl]thieno[2,3-d]pyridazin-
4(5H)-one; ‘ , //
syn 3-(pyrimidin-S-yI)-S-[2-(quinolin»Z-yl)cy/c/fc;propyl}fhieno{Z,3-d]pym’dazin—
4(5H)-one;
anti 3~(pyridin-4-yl)-5-[2-(thieno[3,2-b]pyridin-5-yl)cyclopropyl]thieno[2,3-
d]pyridazin-4(5H)-one;
syn -(pyridin-4-yl)-5-[2-(thienof3, ; b]pyrldm 5-yI)cyclopropyl]th1eno[2 3-

/
/

d]pyridazin-4(5H)-one; / »

anti 3-(pyridin-4-yl)-5-[2- (th}/ no[3,2- b]pyrldm- -yl)cyclopropyl]thieno[3,2-
c]pyridin-4(5H)-one; //’/

syn 3-(pyridin—4-yl)-SjLQ/:(thieno[3,2—b]pyridin-S-yl)cyclopropyl]thieno[3,2-
c]pyridin-4(5H)-on§;;/

anti 3—(pyridin-4;yfj-5—[2-(quinolin-Z-yl)cyclopropyl]thieno[3,2-c]pyridin-4(5H)-
one; 7
syn 3-(pyri/gii'g-4—yl)-5-[2—(quinolin-2-yl)cyclopropyl]thieno[3,2-c]pyridin-4(5H)—
one; /

anti 3/({)yridin-4-y1)-5-[2-(quinolin-z-yl)cyclopropyl]thieno[2,3-d]pyridazin-
4(5/1’-1) -one;

sfzn 3-(pyridin-4-yl)-5-[2-(quinolin-2- yl)cyclopropyl]thleno[Z 3-d]pyridazin-
4(5H)-one;

anti 5-(pyrimidin-5-y1)-2-[2-(quinolin-2-yl)cyclopropyl}isoquinolin-1(2H)-one;
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syn 5-(pyrimidin-5-yl)-2-[2-(quinolin-2-yl)cyclopropylJisoquinolin-1(2H)-one; /
anti 5-(pyridin-4-yl)-2-[2-(quinolin-2-yl)cyclopropyllisoquinolin-1(2H)-one;

syn S5-(pyridin-4-yl)-2-[2-(quinolin-2-yl)cyclopropyllisoquinolin-1(2H)-one;
anti 5-(pyridin-3-yl)-2-[2-(quinolin-2-yl)cyclopropyllisoquinolin-1(2H)-oxe;

syn 5-(pyridin-3-yl)-2-[2-(quinolin-2-yl)cyclopropyllisoquinolin-1(2H)<one;

anti 5-(morpholin-4-yl)-2—(2-(quinolin-2~yl)cyclopropy1]isoquinolir} (2ZH)-one;
syn 5-(morpholin—4-y1)-2-(2-(quinolin-2-yl)cyclopropy1]isoquinc;]{i/ﬁ- 1(2H)-one;

anti 4-fluoro-8-(pyrimidin-5-y1)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-

7

1(2H)-one; //
syn 4-ﬂuoro-S-(pyrim’idin-5-yl)-2-(2—(quinolin—2—yl)cyclpﬁrepyl)isoquinolin-
1(2H)-one; /

8-(pyridin—4—yl)~2-[2—(quinolin-Z-yl)ethyl]pyrido[%,ﬂ(—d]pyridazin—1 (2H)-one;
5-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-7-(1 -me}zﬁ/yl- 1H-imidazol-4-yl)-3-
(pyridin-4-yl)thieno[2,3-d]pyridazin—4(5H)-(yxé/; |
5-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]}-7-¢1-methyl-1H-pyrazol-4-yl)-3-(pyridin-
4-yDthieno[2,3-d]pyridazin-4(5SH)-one; / '
5-[2-(imidazo[1,2-a]pyridin-2-yi)ethyl]-7-(pyridin-3-y1)-3-(pyridin-4-
yl)thieno[z,3-d]pyridazin-4(5Hj-9ﬁé; |

‘ 5-[2—(6-chloroquinolin~2—yl)etl;y/l]-3-(pyridin—4-yl)thieno[3,2—c]pyridin-4(5H)-
K ,

one; / ,
5-[2-(3 ‘methquuinolin-2/~,§};)ethyl}-3-(pyri din-4-yl)thieno[3,2-c]pyridin-4(5H)-
one; /
5—[2-(8-ﬂuoroquinq}if;-z-yl)ethyl]-3—(pyridin-4-yl)thieno[3 ,2-c]pyridin-4(5H)-
one; / /
5—[2—(6-ﬂuorqgﬁinolind-yl)ethyl]—3-(pyridin—3-y1)thieno[3,2-c]pyridin~4(5H)-
one; / '
5-[2-(6»/ﬂﬁ/oroquinolin-2-yl)ethyl]-3-(pyridin-4-yl)thieno[3,2;c]pyridin-4(5H)-
one; /
5-[,Z~(imidazo[1,2—a]pyridin-2—yl)ethyl]-3-(pyridin-3-yl)thieno[3,2-c]pyridin—
'/({SH)-one;
3—(pyridin-4-yl)-5-[2-(quinoxalin-zf-yl)efﬁyl]thieno[2,3-d]pyridazin-4(5H)-one;

5-[2-(1,5-naphthyridin-2-yl)ethyl]-3-(pyridin-4-yl)thieno[2,3-d]pyridazin-4( SH)-
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one;
5-[2-(1H-indazol-1-yI)ethyl]-3-(pyridin—4—y1)thieno[2,3-d]pyridazin-4(5H)-one/
3-(1 ;methyl- 1H-pyrazol-3-yl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-
*4(5H)-one; ;
3-(1H-pyrazol-3-yl)-5—[2-(quinolin-2—yl)ethyl]thieno[2,3-d]pyridazin-é}é H)-one;
5-[2-(1H-benzimidazol-1-yl)ethyl] —3—(pyridin-4-yl)thieno[2,3—d]pyr}dazin-4(5 H)-
one; , //
5-[2-(1 H-benzimidazol»Z-yl)ethyl]-3-(pyridin—4-y1)thieno[2,3:g]pyridazin~4(5H)-

/

one; /

5-[2-(6-chloroquinolin-Z-yI)ethyl}-3-(pyridin—4-yl)thiengfé;3-d]pyridazin—4(5H)-
one; ,//
3-(pyridin-3-ylethynyl)-5-[2-(quinolin-2-yl)ethyl] tt/,»éno[2,3 -d}pyridazin-4(5H)-
one; , // «
3-(pyridin~4-ylethynyl)-5-[2-(quinolin-2-yl)e}l{;/l]thieno[2,3-d]pyridazin-4(5H)-
one; | ¢ ’ , o
5-[2-(3,S~dimethylpyridin-2—yl)ethyl]-3yéridin-4-yl)thieno[2,3-d]pyridazin- |
4(5H)-one; Vs '
5-[2-(7~ﬂuoroquinolin—2-yl)ethyl;f3—(pyridin—4~y1)thieno[2,3—d]pyridazin-4(5H)-
~ one; //
5-[2-(pyraiin-2-y1)ethyl}-3 -(é;ridin-4-yl)thieno[2,3—d]pyridazin—4(5H)—one;
2-[2-(1 ,6~naphthyridin—2-/y’l/)ethyl}-8-(pyridin-4—yl)isoquino lin-1(2H)-one;
2-[2-(8»ﬂuoroquinoqu;Qf/-yl)ethyl]-8-(pyridin-4—yl)isoquinolin~ 1(2H)-one;
8-(pyridin-4-yl) ~2-[/1/1quuinolin-2—yl)propan-2-yl] isoquinolin-1(2H)-one;
2-[2-(3 -methqugffiolin—%yl)ethyl]-8-(pyridin-4—y1)isoquinolin— 1(2H)-one;
2—[2-(imidazc;[fll’!,2-a]pyridin-?.—yl)ethyl]—8-( 1H-pyrazol-3-yl)phthalazin-1(2H)-one;
8-(morpho},i’f;-4-yl)-2- [2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
2-‘[2—(imj’é/azo[ 1,2-alpyridin-2-yl)ethyl]-8-(1-oxa-4,9-diazaspiro[5.6]dodec-9-
yl)plyh/;llazin- 1 (2H)-one‘;
2-/[/2w(imidazo[ 1,2-a]pyridin-2-yl)ethyl]-8-(2-oxa-7-azaspiro[3.5]non-7-
'/l)phthalazin- 1(2H)-one;
8-[(3R)-3-hydroxypiperidin-1-yl]-2-[2-(imidazo[1 ,2-a]pjfridin-2-
yl)ethyl]phthalazin-1(2H)-one;

AMENDED SHEET



PCT/EP 2012/072 150 - 24-12-201

10

15

20

25

30

281
8-[(3S)-3-hydroxypiperidin-1-yl]-2-[2-(imidazo[ 1,2-a]pyridin-2-
yl)ethyl]phthalazin-1(2H)-one;

2-[2-(imidazo[ 1,2-a]pyridin-2-yl)ethyl]-8-(2-oxa-6-azaspiro[3.3Jhept-6-
yl)phthalazin-1(2H)-one; |
2-[2-(imidazo[ 1,2-a]pyridin-2-yl)ethyl]-8-(1 ,2—oxazolidin—2-yl)phthalzylm- 1(2H)-

one; /
8-(hexahydrocyclopenta[b][1,4]oxazin-4(4aH)-yl)-2-[2- (1m1dazo[1/2 -ajpyridin-2-
yDethyl}phthalazin-1(2H)-one; /‘

2-[2-(imidazo[1 ,2-a]pyr1d1n-2-yl)ethy1] -8-(tetrahydrofuran-/3 :/yl)phthalazin- 1(2H)-
one; /
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8- (3-oxa— -az?fncycloD 2.1]oct-8-
yDphthalazin-1(2H)-one; : /
2~[2'(1m1dazo[1,2-a]pyr1dm-2-yl)ethyl]-8-(2-0xg¢‘6-azaspiro[3.4]oct-6-
yl)phthalazin-1(2H)-one; /

2-[2-(imidazo[1 ,2-a]pyridin-2-y1)ethyl]%2,6,6~tetraﬂuoromorpholin—4-
yl)phthalazin-1(2H)-one; : |
8-(4-hydroxypiperidin-1 -yl)-2-[2-(ir§15 dazo[1 ,2-a]pyridin-2 -yhethyl]phthalazin-
1(2H)-one; ' / '
2-[2-(imidazo[1 ,2-a]pyridin—2-yfiethyl]-8-(2-methylpyrimidin—5-yl)phthalazin—
1(2H)-one; ,
8- (2-cyclopropy1pyrimidiﬁ/5-yI) -2-[2-(imidazo[1,2-a]pyridin-2-
yl)ethyl]phthalazin-1 (2,1-{) -one;

2-[2-(imidazo[ 1,2~ a]j)yrldm 2-yl)ethyl]-8- (pyr1dazm-4-y1)phthalaz1n 1(2H)-one;
8-(5-ﬂuoropyr1d}){-3 -yl)-2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]phthalazin-1(2H)-
one; ’

8—[2-(3—ﬂugfé)phenyl)morphoIin—4-y1]-2-[2-(imidazo[ 1,2-alpyridin-2~

, yl)ethyl/]p’hthalazin- 1{2H)-one;

2—[2-((i’fhidazo[ 1,2-a]pyridin-2-yl)ethyl]-8-(2-methoxypyrimidin-5-yl)phthalazin-
1(/2/1-{)-one;
21[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-[2-(triﬂuoromethyl)pyridin»4—
yl]phthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-(8-oxa-3-azabicyclo[3.2.1]oct-3-
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yl)phthalazin-1(2H)-one; ' /
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-[ 2~(trifluoromethyl)morpholin-4- /
yl]phthalazin-1(2H)-one;
8-(2,2-dimethylmorpholin-4-yl)-2-[2-(imidazo[ 1,2-a]pyridin-2-
yl)ethyl]phthalazin-1(2H)-one;
8-[2-(4-chlorophenyl)morpholin-4-y1]-2-[2-(imidazo[1,2-a]pyridin ;/

yl)ethyl]phthalazin-1(2H)-one; /
8-[2-(3,4-difluorophenyl)morpholin-4-yl]-2-[2-(imidazo[ | ,2-a};‘§yridin—2-
yl)ethyl]phthalazin-1(2H)-one; //

2-[2-(imidazo[ | ,2~a]pyridin-2-yl)ethyl]-8—(piperidin-4-y}}1§hthalazin— 1(2H)-one;
2-[2-(imidazo[1 ,2-a]pyridin—2-yl)ethy[]~8-(tetrahydro-Zi—I—pyran-ét-yl)phthalazin-

1(2H)-one; ‘ /
8-(2,6-diazabicyclo[3.2.1]oct-6-y1)-2-[2- (1m1daz/0(1 2-a]pyridin-2-
yethyllphthalazin-1(2H)-one; /

8-[(18,58)-3,6- -diazabicyclo[3.2.0]hept-3-y}]-2-[2-(imidazo[1,2-a]pyridin-2-
yDethyl]phthalazin-1(2H)-one; y

8-(furan-2-yl)-2-[2-(imidazo[ 1, 2- a]pyédm-z -yDethyl]phthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2- yl);)txhyl] -8-(1-methyl-1H-pyrazol-4-yl)phthalazin-
1(2H)-one; / _ '
8-(hexahydropyrrolo[3 ,4—c]p}frrol-2( 1H)-yl)-2-[2-(imidazo[ 1,2-a]pyridin-2-
yDethyl]phthalazin-1 (2H)/7«’€)/ne; _
8-(2,7-diézaspiro[4.4]go/x/l-Z-yl)-Z-[2-(imidazo[1 ,2-a]pyridin-2-
yl)ethyl}phthalazin—/l/(/éH)-one;

8-[(1 S,4S)-2,5—d§gfz/;1bicyclo[2.2. 1Thept-2-y1]-2-[2-(imidazo[ 1,2-a]pyridin-2-
yl)ethyl]phthaldzin-1(2H)-one;

8-(2,7—diaz/as’,i;iro[3 .5non-7-yl)-2-[2-(imidazo[ 1,2-a]pyridin-2-
yl)ethyl]/pﬁthalazin— 1(2H)-one;

8-(2,94’éiazaspiro[3 .5Inon-6-yl)-2-[2-(imidazofl,2-a]pyridin-2-
yDethyl]phthalazin-1(2H)-one;

%tpiperidin—4—yl)—2-[2-(5 ,6,7,8-tetrahydroimidazo[1,2-a]pyridin-2-
yl)ethyl]phthalazin-1(2H)-one;
8-[2-(aminomethyl)-4-chloropyrrolidin-1-yl]-2-[2-(imidazo[1,2-a]pyridin-2-
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yl)ethyl]phthalazin-1(2H)-one;
2-[2-(imidazo[1,2- a]pyr1dm-2-y1)ethyl]-4 8-di(pyridin-4-yl)phthalazin-1(2H)- oye/
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-[(3 aR,4S,7R,7aS)—Qctahydro- 1H-4/]-
epiminoisoindol-8-yl]phthalazin-1(2H)-one;
5 8-[5-(4-chlorophenyl)-2,5-diazabicyclo[2.2. 1]hept—2-yl]-2-[2—(imidazcﬂ 2=
| a]pyridin-2-yl)ethyl]phthalazin-1(2H)-one; //
4-bromo-2-[2-(imidazo[ 1,2-a]pyridin-2-yl)ethyl}-8- (pyr1d1n-4—y1)ﬁhthalazm-
1(2H)-one; /
2-[2-(imidazo[ 1,2~ a]pyrldm 2-yhethyl]-8-[(3a8S, 8aS)-octahydropyrrolo[3 4-

10 c}azepm-z(lH)—yI}phthalazm -1(2H)-one; /

2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-[(3aS,8aR)- Qétahydropyrrolo[ﬁ'» 4-
cJazepin-2(1H)-yl]phthalazin-1(2H)-one; /

tert-butyl (3aR,4S,7R,7aS)-8-{3-[2- (1m1dazo[1,2¢a]pyr1dm -2-yDethyl}-4-0x0-3,4-

dihydrophthalazin-5-yl} octahydro-2H-4,7- epu'funmsomdole 2-carboxylate;

15 8-(hexahydro-SH-furo[2,3-c]pyrrol-5-yl)- [2 (imidazo[1,2-a]pyridin-2-

_yDethyl]phthalazin-1(2H)-one; _

/ 2-[2-(imidazo[ 1,2-a]pyridin-2-yl)ethyl]-8-(1,2,3,6-tetrahydropyridin-4-
ylphthalazin-1(2H)-one; | // | -
2-[2-(imidazo[ 1 ,2~a]pyridin-2—yf)ethyl] -8-[(3S)-tetrahydrofuran-3-

20 ylamino]phthalazin-1 (2H)—o/ré;
2-[2-(imidazo[1 ,2-a]pyrigj”r<-2-yl)ethyl]-8-[(3R)-tetrahydrofuran—3-
ylamino]phthalazin-1 (;'ﬁ)-one;

8- {[5-(hydroxymeth’5’f/i)- 1,4-dioxan-2-yllmethoxy}-2-[2-(imidazo[1,2-a]pyridin-2-
yl)ethyl]phthalagiﬁil(2H)~one;

25 2—[2-(imidazq[/f/,2-a]pyridin-2-yl)ethyl]-8-(oxetan-3—yloxy)phthalazin-1(2H)-one;
2-[2—(imid§,26[ 1,2-a]pyridin-2-yl)ethyl]-8-(pyridin-4-ylmethoxy)phthalazin-
1(2H)-o/n'é/;
2-[2-}(i’f;1idazo[ 1,2-a]pyridin-2-yl)ethyl]-8-(morpholin-4-ylmethyl)phthalazin-
I(/Z/I-I)-one;

30 Q[2-(imidazo[ 1,2-a]pyridin-2-yl)ethyl]-8-(pyridin-3-yloxy)phthalazin-1(2H)-one;
2-[2-(imidazo[ 1,2-a]pyridin-2-yl)ethyl]-8-[ (oxetan-3-ylmethyl)amino]phthalazin-
1(2H)-one;
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2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-(tetrahydro-2H-pyran-4- /
ylamino)phthalazin-1(2H)-one; '

2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-[(1-methylazetidin-3-
yl)amino]phthalazin-1(2H)-one; ‘

2-[2-(imidazo[ 1 ,2-a]pyridin-2-yl)ethy1]-84(1 ,3~oxazol-2-‘ylamino)phthglazin-
1(2H)-one; //
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-[methyl(oxetan-3 -yl)ar/n{;lo]phthalazin-
1(2H)-one; //'/

2~[2-(imidazo[ 1 ,2-a]pyridin-2-y1)ethyl]-8—(piperidin-4-y1an;iﬂo)phthalazin' 1(2H)-
one; ///
8-[(1 -acetylpiperidin-3-yl)aminp] -2-[2-(imidazo[1 ,2-@}'{)yridin-2-
y1)ethyl]phthalazin-1(2H)-one; //
8-[(1-acetylpiperidin-4-yl)amino] -2-[2-(imidazc3[f1 ,2-a]pyridin-2-
yDethyl]phthalazin-1(2H)-one; //

© 2-[2-(imidazo[ 1,2-a]pyridin-2-yl)ethyl]- 8}}6trahydrofuran-3-ylamino)phthalazin—

1(2H)-one;

2-[2-(imidazo[! ,2-a]pyridin-2-yl)ethy{]/-8-(tetrahydro-2H—pyran—3 -
ylamino)phthalazin-1(2H)-one; // |
2-[24(imidazo[ 1 ,2—a]pyridin—2-y1§ethyl]~8-(piperidin-3-ylamino)phthalazin~ 1(2H)-
one;

2-[2-(imidazo[ ] ,2-a]pyrid}ﬁ/-2-yl)ethyl]-8- {methyl[(3-methyloxetan-3-
y)methyl]amino}phthalazin-1(2H)-one;

- 2-[2-(imidazo[ 1 ,Z-a]ﬁSzridin-Z—yl)ethyl] -8-(oxetan-3-ylamino)phthalazin-1(2H)-

. /
one; y

8-{[(3 aS,4S,6983-octahydrocyclopenta[c]pyrr01—4~ylmethyl]amino }-2-[2-(5,6,7,8-
tetrahydroign’i/dazo[ 1,2-a]pyridin-2-yl)ethyl]phthalazin-1(2H)-one;
5-(morpl)51in—4-yl)-2-[2-(quinolin-2-yl)ethyl]phthalazin- 1(2H)-one;
2-[Z-Q/fé-benzimidazol-}yl)ethyl] -5-(pyridin-4-yl)phthalazin-1(2H)-one;
4-(p§1ridin-3-yI)-2~[2-(quinolin-Z-yl)ethyl]phthalazin- 1(2H)-one;

~El ,4-dihydropyrimidin-5-y1)-2-{2-(5,6,7,8-tetrahydroimidazo[ 1,2-ajpyridin-2-
yl)ethyl]phthalazin-1(2H)-one2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-5-(pyridin-
4-ylphthalazin-1(2H)-one;
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5-(i)yridin~3-yl)-2-[2-(quinolin~2-yl)ethyl]phthalazin~1(2H)-one; ”/ /
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-{[(3-methyloxetan-3-yl)methyl]amind } -
phthalazin-1(2H)-one;
4-(pyridin-4-yl)-6-[2-(quinolin-2-yl)ethyl]pyrido[2,3-d]pyridazin-5(6 H)-
4-(morpholin—4-yl)-6-{2-(quinolin—2-yl)ethyl]pyrido[2,3-d]pyridazin-S/(/GH)-one;
4-(oxetan-3-ylamino)-6-[2-(quinolin-2-yl)ethyl]pyrido[2,3 —d]pyridaﬂn—S(6H)-

oneg; /
/

2-[2-(6-methoxypyridin—2-y1)ethyl]-8~(pyridin—4-y1)isoquinol/in"-/l (2H)-one;
2-[2-(1 ,3-benzothiazoI-Z-yl)ethyl]-8-(pyridin—4-y1)isoquino}/ih- 1(2H)-one;
2-[2—(5-methylpyridin-?.-yl)ethyl]-8-(pyridin-4-yl)isoqui/n/cglin— 1(2ZH)-one;

5~[(E)—Z-(6-methoxyquinolin-2—yl)ethenyl}-3-(pyridin/4-yl)thieno[3,2-c]pyridin-
4(5H)-one; //
8-(pyridin-4-,yl)-2-[(E)-Z-(quinazolin-2-yl)ether/1,y6isoquinolin- 1(2H)-one;
5-[(E)~2-(6-chloroquinolin-2~y1)ethenyl]-3-(?)4idin-4-y1)thieno[3,2—c]pyridin-
4(5H)-one;
5-[(E)-2-(3-methylquinolin-2-yl)etheny}]-3-(pyridin-4-yl)thieno[ 3,2-c]pyridin-
4(SH)-one; /
8—(pyridin—4-—y1)-2-[(E)—2-(quinoli/x;rﬁ/Z-yl)ethenyl]isoquinolin— 1(2H)-one;
5-[(E)-2-(1,3-benzothiazol-2-ylyéthenyl]-3-(pyridin-4-yl)thieno[3,2-c]pyridin-
4(5H)-one; ,
3-(pyridin-4-y1)-5—[(E)-2/-/(éluinolin-2-yl)ethenyl]thieno[3,2-c]pyridin-4(5H)-one;
/"//
and the enantiomers, 'the N-oxides, the prodrugs, the tautomers and the hydrates
thereof, and the gl{;rmaceutically acceptable salts thereof.

7

The compop’fld as claimed in any one of the preceding claims for use in therapy.
//I/
/

Phanyé{ceutical composition which comprises at least one compound as claimed

in azﬁy one of claims I to 64 and at least one excipient.

/
7
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The compounds according to any of claims 1 to 64 for treating a medical disorc7 /

selected from neurological and psychiatric disorders which can be treated by
inhibition of phosphodiesterase type 10A. /

The compounds according to any of claims 1 to 64 for treating CNS %ders ina
mammalian. Y

/"/

The compounds according to any of claims 1 to 64 for treatin%échizophrenia ina

. /
mammalian. /

s
s
Ve

7
The compounds according to any of claims 1 to 64 for/{reating cognitive
7

dysfunction associated with schizophrenia in a mar/n(nalian.

/

/

The compounds according to any of claims 1 16 64 for treating bipolar disorders in

a mammalian. : /

The compounds according to any of p{aims 1 to 64 for treating depression in a
. / :
mammalian. /

/

/
/

7

/
The compounds according to/any of claims 1 to 64 for treating cognitive

/ . . . .
dysfunction associated with Alzheimer's disease in 2 mammalian.
/

;'/l

The compounds acqﬁi/rding to any of claims 1 to 64 for treating diet-induced
obesity in a mamrﬁalian.
The compq,u’ﬁds according to any of claims 1 to 64 for treating Huntington's

disease in a mammalian.
/

4

The compounds according to any of claims 1 to 64 for treating anxiety in a

/ .
ammalian.
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77. A method for treating a medical disorder, selected from neurological and 4
e

psychiatric disorders which can be treated by inhibition of phosphodiesterase
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Compound of formula I

R
He‘cmA\l}I N ) ()
X1§ 2 1 NG R
X
wherein
Q isOorS;
X! is N or CH;
X* is N or C-R’;
X is 0, S, -X*=C(RY-, where C(R®) is bound to the carbon atom which

carries R%, or
-X°=C(R®)-, where X? is bound to the carbon atom which carries R?;

x* is N or C-R;

X N
‘Het - is selected from
i monocyclic C-bound 6-memberéd hetaryl having 1 or 2
nitrogen atoms as ring members, which is unsubstituted or
may carty 1,2, 3 or 4 identical or different substituents R,
it. fused bicyclic hetaryl having 1 or 2 nitrogen atoms and
optionally a further heteroatom selected from O, S and N as
ring members, benzothienyl or benzo furyl, where bicyclic
hetaryl, benzothienyl and benzofuryl are, independently of
each other, unsubstituted or may carry 1, 2, 3 or 4 identical or
different substituents R, and
1. phenyl, which carries a monocyclic hetaryl radical having 1

or 2 nitrogen atoms and optionally a further heteroatom

selected from O, S and N as ring members, which in addition
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to monocyclic hetaryl, may carry 1, 2 or 3 identical or

different substituents R,

where

RX

is selected from the group consisting of H, halogen, C,-Cs-alkyl,
C,-Cy-alkoxy, Ci-Cy-fluoroalkyl, C;-Cy-fluoroalkoxy, Cs3-Ce-
cycloalkyl, C,-Cy-alkoxy-C;-Cs-alkoxy, Ci-Cy-alkoxy-C;-Cy-
alkyl, OH, hydroxy-C,;-Cqs-alkyl, O-Cs-Cg-cycloalkyl,
benzyloxy, C(0O)O-(C;-Cy-alkyl), O-(C,-Cy-alkyl)-CO,H,
NRMR™), CCONRHR™), C1-Cy-alkyl-NR™)R™),
-NR®-C(O)-NR™)(R*™), NR*-C(0)0-(C,-C4-alkyl),
“N(R*™)-S0,-R™, phenyl, CN, -SFs, -OSFs, -SO,R*, -SR* and
trimethylsilyl, where R*', R, R* and R™, independently of
each other are selected from the group consisting of hydrogen,
C1-Cy-alkyl, Ci-Ca-fluoroaliyl and Cs-Ce-cycloalkyl or R* and
R* form together with the N atom to which they are attached a
3- to 7-membered, nitrogen heterocycle which may have 1, 2 or
3 further different or identical heteroatoms or heteroatom
containing groups selected from the group of O, N, S, SO and
SO, as ring members and which may carry 1,2, 3,4, Sor 6
substituents selected frorﬁ C,-Cy-alkyl;

or two radicals R* which are bound at adjacent carbon atoms
may form a fused 5- or 6-membered saturated carbocyclic
radical or a fused 5- or 6-membered heterocyclic radical having
1, 2 or 3 heteroatoms as ring members, which are selected from
O, Sand N;

is a moiety Y'-Cyc';

is selected from the group consisting of hydrogen, halogen, OH, C;-
Cy-alkyl, trimethylsilyl, C;~Cs-alkoxy-Ci-Cy-alkyl, C;-Cs-alkoxy, Ci-
Cy-alkoxy-C,-Cy-alkoxy, Cr-Cy-alkenyloxy, Ci-Cy~fluoroalkyl, C;-Cy-
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fluoroalkoxy, cyclopropyl, optionally substituted by 1, 2 or 3 methyl
groups, fluorinated cyclopropyl, CN and NR*'R*;
represents one of the following groups A', A%, A®, A*or A”:

RSe RB}’
pa—— RS R5 R4 R4 RS

(A?) (A%) (A%) (AS)
where * indicates the points of attachment to Het and to the nitrogen

atom, respectively,

R®, R*, R’ R® independently of each other are selected from the group consisting

of hydrogen, halogen, C;-Cys-alkyl, trimethylsilyl, C;-C4-fluoroalkyl,
C;-Cq-fluoroalkoxy, Cs-Cg-cycloalkyl, or the radicals together with the
carbon atoms to which they are bound form a saturated 3- to 6-
membered carbocycle or a saturated 3- to 6-membered heterocycle
having 1 or 2 non-adjacent heteroatoms as ring members, where the
carbocycle and the heterocycle are unsubstituted or may carry 1, 2, 3
or4 sub'stifueﬂts selected from fluorine and methyl or either the
radicals R® , R* or the radicals R°, R® together with the carbon atom to
which they are bound form a saturated 3- to 6-membered carbocycle
or a saturated 3- to 6-membered heterocycle having 1 or 2 non-
adjacent heteroatoms as ring members, where the carbocycle and the
heterocycle are unsubstituted or may carry 1, 2, 3 or 4 substituents

selected from fluorine and methyl;

is a O, NR*, CR*R* or linear C,-Cs-alkandiyl, where one of the
CH,-moieties of C,-Cs-alkandiyl may be replaced by oxygen or NR*,
and where 1, 2, 3, or 4 of the hydrogen atoms of C,-Cs-alkandiyl may
be replaced by a radical R**, where

R* is hydrogen or C,-Cy-alkyl,
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R*®, R* independently of each other are selected from the group
consisting of hydrogen, halogen, C;-Cs-alkyl or R*® and R*
together form C,-Cs-alkandiyl;

R is selected from the group consisting of halogen and C,-Cs-

alkyl;

independently of cach other are selected from the group consisting of

hydrogen and C,-Cs-alkyl;

is selected from the group consisting of hydrogen, halogen, OH, C;-
Cs-alkyl, trimethylsﬂyl, C;-Cy-alkylsulfanyl, C,-Cy-alkoxy-Ci~Cq-
alkyl, C;-Cy-alkoxy, C;-Cy-alkoxy-C,-Cs-alkoxy, C,-Cs-alkylsulfanyl-
Ci-Cs-alkoxy, Co-Cs-alkenyloxy, Ci-Cq-fluoroalkyl, C;-Cq-
fluoroalkoxy, cyclopropyl, optionally substituted by 1, 2 or 3 methyl
groups, fluorinated cyclopropyl, CN, NR¥R™, NRMR*-C;-C4-alkoxy
and the moiety Y?-Cyc’;

is selected from the group consisting of hydrogen, halogen, OH, C;-
Cg-alkyl, trimethylsﬂyl, Ci-Cy-alkoxy-Cy-Cy-alkyl, C;-Cq-alkoxy, Ci-
C4-all<0xy-C1—C4—élkoxy, CQ—C4¥alkenyloxy, C,-Cy-fluoroalkyl, Ci-Cy-
fluoroalkoxy, cyclopropyl, optionally substituted by 1, 2 or 3 methyl
groups, fluorinated cyclopropyl, CN and NR*R*;

is selected from the group consisting of hydrogen, halogen, OH, C;-

Cs-alkyl, trimethylsilyl, C;-Cy4-alkylsulfanyl, C;-Cs-alkoxy-C;-Cs-
alkyl, C;-Cy-alkoxy, C;-Cs-alkoxy-C;-Cs-alkoxy, C;-Cy-alkylsulfanyl-
C;-Cs-alkoxy, C,-Cy-alkenyloxy, Ci~Cs-fluoroalkyl, Cy-Cq-
fluoroalkoxy, cyclopropyl, optionally substituted by 1, 2 or 3 methyl
groups, fluorinated cyclopropyl, CN, NR*R*, NR¥R*:-C;-C-alkoxy
and the moiety Yz-Cycs;
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Y', Y% Y’ independently of each other are selected from a chemical bond, CHj,

0, 0-CH,, NR?, NR’-CH,, NR*-S(0),, S, S(0), S(O),, 1,2-ethandiyl,
1,2-ethendiyl or 1,2-ethyndiyl, where R” is selected from the group
consisting of hydrogen, C;-Cs-alkyl, C,-Cs-alkylcarbonyl, C;-Cs-
alkylsulfonyl, C,-C4-fluoroalkylsulfonyl;

Cyc!, Cyc?, Cyc® independently of each other are selected from the group

consisting of phenyl, naphthyl, 4- to 8-membered saturated or partially
unsaturated heteromonocyclic radicals, saturated or partially
unsaturated 7- to 10 membered heterobicyclic radicals, 5- or 6-
membered monocyclic hetaryl, and 8- to 10 membered bicyclic
hetaryl, where the saturated or partially unsaturated heteromonocyclic
and heterobicyclic radicals have 1, 2, 3 or 4 heteroétoms or
heteroatom containing groups as ring members, which are selected
from O, S, SO, SO, and N, and where the 5- or 6-membered
monocyclic hetaryl and the 8- to 10-membered bicyclic hetaryl have 1,
2, 3 or 4 heteroatoms as ring merh_bers, which are selected from O, S
and N,

where phenyl, naphthyl, the saturated or partially unsaturated
heteromonocyclic and heterobicyclic radicals and thé mono- and
bicyclic heteroaromatic radicals are unsubstituted or carry 1, 2, 3, 4 or
5 radicals R°! or one radical Y-R“? and 0, 1, 2, 3 or 4 radicals R°';

where

R is selected from hydrogen, halogen, OH, CN, NO,, C;-Cq-alkyl,
C;-Cy-alkoxy, C;-Cy-alkylsulfanyl, hydroxy-C;-Cy-alkyl, Cy-Co-
alkoxy-C,-Cs-alkyl, C;~Cys-alkoxy-C,;-Cy-alkoxy, cyano-Ci-Cy-
alkyl, C;-Cy-fluoroalkyl, C;-Cqy-fluoroalkoxy, C;-Cq-
alkylsulfonyl, C(O)R®, Z-C(O)OR®, Z-C(O)NRR, S(O),NR°R*
and Z-NR°R’, where
R®  is selected from the group consisting of C;-Cy-alkyl and

C;-Cy-fluoroalkyl,
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R" s selected from the group consisting of hydrogen, C;-Cq-
alkyl, C;-Cs-alkenyl and C,-C4-fluoroalkyl,

R®, RY ig selected from the group consisting of hydrogen, C;-Cq-
alkyl, C;-C4-fluoroalkyl, C;-Cs-alkoxy and C;-Cy-
fluoroalkoxy,

R®, R'is selected from the group consisting of hydrogen, C;-Cy-
alkyl, C;-Cy-fluoroalkyl, C;-Cqs-alkoxy and Ci-Cy-
fluoroalkoxy, |

Z  1isacovalent bond or C;-Cs-alkandiyl,

or two radicals R®! which are bound at adjacent carbon atoms

may form a fused 5- or 6-membered carbocyclic radical or a

fused 5- or 6-membered heterocyclic radical having 1, 2 or 3

heteroatoms as ring members, which are selected from O, S and

N;

or two radicals R’ which are bound at the same carbon atom

may form a spiro 5- or 6-membered carbocyclic radical or a

spiro 5- or 6-membered heterocyclic radical having 1 or 2

heteroatoms as ring members, which are selected from O, S and

N, :

or two radicals R®! which are bound at the same carbon atom

may form an oxygen atom,

where the fused and the spiro radicals are unsubstituted or carry

1,2, 3 or 4 radicals R® :

is a chemical bond, CHy, O, O-CH,, S(O),, NR”', NR*'-CH, or
NR'-S(0),, where R"' is selected from the group consisting of
hydrogen, C;-Cs-alkyl, C;-Cs-alkylcarbonyl, C;-Cs-
alkylsulfonyl, C;-Cs-fluoroalkylsulfonyl;

is a carbocyclic or heterocyclic radical selected from the group
consisting of phenyl, 3- to 7-membered saturated or partially

unsaturated monocarbocyclic radicals, 3- to 7-membered
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saturated or partially unsaturated heteromonocyclic radicals,
having 1, 2 or 3 heteroatoms as ring members, which are
selected from O, S and N, and 5- or 6-membered heteroaromatic
radicals, having 1, 2 or 3 heteroatoms as ring members, which
are selected from O, S and N, where the carbocyclic and the
heterocyclic radical is unsubstituted or carries 1,2, 3,4 or 5

radicals R®;

R®  is selected from hydrogen, halogen, OH, CN, C;-Cy-alkyl, C;-
Cg-alkoxy, hydroxy-C,-Cs-alkyl, C;-Cy-alkoxy-C;-Cy-alkyl,
cyano-C;-Cs-alkyl, C;-Ca-fluoroalkyl, C;-C4-fluoroalkoxy, Co-
Ce-alkenyl, C(O)R?, benzyl, Z-C(O)YOR", Z-C(O)NRR,
S(0),NRR? and Z-NR°R’, where, Z, R, R”, R, RY, R®and R
are as defined above or two radicals R which are bound at the

same atom may form an oxygen atom;

-provided that for x? béing X4=C(R8), one or two of fhc,radicals R, R and R® are

a moiety Y'-Cyc', Y2-Cyc? or Y-Cyc’, respectively;

further provided that for x? being X5=C(R9)_, one or two of the radicals R', R” and
R are a moiety Y'-Cyc', Y2-Cyc? or Y*-Cyc’, respectively;

and the N-oxides, the prodrugs, the tautomers and the hydrates thereof, and the
pharmaceutically acceptable salts thereof;

wherein prodrugs are derivatives of the compounds of formula I carrying an OH

or NH;-group, where one of the hydrogen atoms of the OH or NH,-group is

substituted by a C;-Cg-alkylcarbonyl group, by benzoyl, or by an acyl group
derived from an amino acid, which is linked to the oxygen or nitrogen of the OH
or NH,-group via the carbony! group of the amino acid; or wherein prodrugs are
alkylcarbonyloxyalky! carbonates or carbamates of compounds I carrying an OH-

or NH,-group in which one of the hydrogen atoms of the OH- or NH;-group has
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been replaced by a group of the formula ~-C(=0)-0-CHR-0-C(=0)-R? in which
R and R" are independently of one another C;-Cs-alkyl;

except for the following compounds:
6-Methyl-5-phenyl-3-[2-(2-pyridinyl)ethyl]-thieno[2,3-d]pyrimidin-4-(3H)-one,
5-Phenyl-3-[2-(4-pyridinyl)ethyl}-thieno[2,3-d]pyrimidin-4-(3H)-one,
5-(4-Methylphenyl)-3-[2-(2-pyridinyl)ethyl]-thieno[2,3-d]pyrimidin-4-(3H)-one,
5-(2-Furanyl)-3-[ 1-methyl-2-(3-pyridinyl)ethyl]-thieno[2,3-dJpyrimidin-4-(3H)-
one,
5-(2-Thienyl)-3-[1-methyl-2-(3-pyridinyl)ethyl}-thieno[2,3-d]pyrimidin-4-(3H)-
one,
5-(3,4-Dimethylphenyl)-3-[2-(2-pyridinyl)ethyl}-thieno[2,3-d]pyrimidin-4-(3H)-
one, ,
5-(4-Methylphenyl)-3-[2-(4-pyridinyl)ethyl}-thieno[2,3-d]pyrimidin-4-(3H)-one,
5-Phenyl-3-[2-(2-pyridinyl)ethyl}-thieno[2,3-d]pyrimidin-4-(3H)-one, and
5-Phenyl-3-[2-(4-0x0-5-phenylthieno[2,3-d]pyrimidin-(3H)-3-yl)ethyl]-
thieno[2,3-d]pyrimidin-4-(3H)-one.

The compound as claimed in claim 1,

wherein

x? is O, S or -X*=C(R®)-, where C(R®) is bound to the carbon atom which
carries R%;

x4 18 N-or C—Rg;

Het is selected from
1. monocyclic C-bound 6-membered hetaryl having 1 or 2

nitrogen atoms as ring members, which is unsubstituted or

may carry 1,2, 3 or4 identical or different substituents R,
it. fused bicyclic hetaryl having 1 or 2 nitrogen atoms and

optionally a further heteroatom selected from O, S and N as

ring members, benzothieny! or benzofuryl, where bicyclic
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hetaryl, benzothienyl and benzofuryl are, independently of
each other, unsubstituted or may carry 1, 2, 3 or 4 identical or
different substituents R*, and
phenyl, which carries a monocyclic hetaryl radical having 1
or 2 nitrogen atoms and optionally a further heteroatom
selected from O, S and N as ring members, which in addition
to monocyclic hetaryl, may carry 1, 2 or 3 identical or

different substituents R*,

where

RX

is selected from the group consisting of H, halogen, C;-C4-alkyl,
C-Cy-alkoxy, C;-Cy-fluoroalkyl, C;-Cy-fluoroalkoxy, Cs-Cs-
cycloalkyl, C,-Cs-alkoxy-C;-Cy-alkoxy, Cl-C4-a11<0xy—C1—C4—
alkyl, OH, hydroxy-C;-Cs-alkyl, O-C;-Cs-cycloalkyl,
benzyloxy, C(O)O-(C;-Cy-alkyl), O-(C;-Cs-alkyl)-CO,H,
NERMYR?), CONRMYR™), C-Cy-alkyl-NR™YR™),
NR-C(0)-N(R*™)(R™), NR*-C(0)0-(C;-Cy-alkyl),
N(R*®)-S0,-R™, phenyl, CN, -SFs, ~OSFs, -SO,R™, -SR™ and
trimethylsilyl, where R*, R, R** and R™, independently of
each other ém selected from the group consisting of hydrogen,
C1-Cy-alkyl, C;-Cs-fluoroalkyl and Cg;Cs—cycloalkyl or R* and )
R* form together with the N atom to which they are attached a
3- to 7-membered, nitrogen heterocycle which may have 1, 2 or
3 further different or identical heteroatoms or heteroatom
containing groups selected from the group of O, N, S, SO and
SO; as ring members and which may carry 1,2, 3,4, 50r 6

substituents selected from C;-Cy-alkyl;

represents one of the following groups A', A%, A® or A*:
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>§< i A
) \ e *VVT—_TL’W* *W’(—%‘W*
RS RS R4

(A7) (A?) (A%) (A)

where * indicates the points of attachment to Het and to the nitrogen

atom, respectively,

R’, RY, R’, R independently of each other are selected from the group consisting

of hydrogen, halogen, C;-Cy-alkyl, trimethylsilyl, C;-Cy-fluoroalkyl,
C,-Cq-fluoroalkoxy, Cs-Cg-cycloalkyl, or the radicals together with the
carbon atoms to which they are bound form a saturated 3- to 6-
membered carbocycle or a saturated 3- to 6-membered heterocycle
having 1 or 2 non-adjacent heteroatoms as ring members, where the
carbocycle and the heterocycle are unsubstituted or may carry 1, 2, 3
or 4 substituents selected from fluorine and methyl or either the
radicals RS, R* or the radicals R® , RS together with the carbon atom to
which they are-bound form a saturated 3- to 6-membered carbocycle

or a saturated 3- to 6-membered heterocycle having 1 or 2 non-

* adjacent heteroatoms as ring members, where the carbocycle and the

heterocycle are unsubstituted or may carry 1, 2, 3 or 4 substituents

selected from fluorine and methyl;

is a O, NR* CR*R* or linear C,-Cs-alkandiyl, where one of the

CH,-moieties of C»-Cs-alkandiyl may be replaced by oxygen or NR*,

and where 1, 2, 3, or 4 of the hydrogen atoms of C,-Cs-alkandiyl may

be replaced by a radical R* where

R* is hydrogen or C;-Cs-alkyl,

R*, R* independently of each other are selected from the group
consisting of hydrogen, halogen, C;-Cs-alkyl or R® and R*
together form C,-Cs-alkandiyl;

R* is selected from the group consisting of halogen and C;-Cy-

alkyl;
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R is selected from the group consisting of hydrogen, halogen, OH, C;-
Cy-alkyl, trimethylsilyl, Ci-Cs-alkoxy-C,-Cy-alkyl, C;-Cy-alkoxy, C;-
Cs-alkoxy-Ci-Cy-alkoxy, Co-Cs-alkenyloxy, C;-Cq-fluoroalkyl, C;-Cq-
fluoroalkoxy, cyclopropyl, optionally substituted by 1, 2 or 3 methyl
groups, fluorinated cyclopropyl, CN and NR*'R*;

R’ is selected from the group consisting of hydrogen, halogen, OH, C;-
Cs-alkyl, trimethylsilyl, C;-Cs-alkylsulfanyl, C;-Cs-alkoxy-Ci-Cs-
alkyl, C;-Cs-alkoxy, C;-Cy-alkoxy-C,-Cs-alkoxy, Ci-Cs-alkylsulfanyl-
C;-Cy-alkoxy, Cp-Cy-alkenyloxy, Ci-Cy-fluoroalkyl, Ci~Cy- ,
fluoroalkoxy, cyclopropyl, optionally substituted by 1, 2 or 3 methyl
groups, fluorinated cyclopropyl, CN, NR*'R*, NR*R**-C;-Cs-alkoxy
and the moiety Y*-Cyc’.

The compound as claimed in claim 1 or 2, which has at least one of the following

features:
A isselected from A’, A%, A® and A%
X' isNor CH;

'X*  isC-R’, where R’ is hydrogen or Y*-Cyc?;

X isselected from O, S, —X4=C~(R8)—, where C(RS) is bound to the carbon atom
which carries R%;

Y’, Y? and Y?, independently of each other, are selected from the group consisting
of a chemical bond, O and NH; '

Cyc' is selected from the group consisting of saturated 4-, 5-, 6-, 7- or 8-
membered heteromonocycles and saturated 7-, 8-, 9~ or 10-membered
heterobicycles, where the heteromonocycles and the heterobicycles have
one nitrogen or oxygen atom as ring member and may have one further
heteroatom or heteroatom group as ring member, which is selected from the
group consisting of O, S, S(=0), S(=0), and N, where the saturated

heteromonocycle and the saturated heterobicycle are unsubstituted or carry
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1,2, 3, 4 or 5 radicals R or one radical Y'-R“* and 0, 1, 2, 3 or 4 radicals
RC], or
is selected from the group consisting of phenyl, 5- or 6 membered
monocyclic hetaryl, and 9- or 10 membered bicyclic hetaryl, where hetaryl
has one heteroatom, selected from O, S and N as ring member and
optionally one or two further nitrogen atoms as ring members, where phenyl
and the hetaryl radical are unsubstituted or either carry, independently of
each other, 1, 2, 3, 4 or 5 radicals R
and Cyc®, independently of each other, are selected from the group
consisting of saturated 4-, 5-, 6-, 7- or 8-membered heteromonocycles and
saturated 7-, 8-, 9- or 10-membered heterobicycles, where the
heteromonocycles and the heterobicycles have one nitrogen or oxygen atom
as ring member and may have one further heteroatom or heteroatom group
as ring member, which is selected from the group consisting of O, S, S(=0),
S(=0), and N, where the saturated heteromonocycle and the saturated
heterobicycle are unsubstituted or carry 1, 2, 3, 4 or 5 radicals R or one
radical Y'-R“* and 0, 1, 2, 3 or 4 radicals R“;
18 O; .
is selected from the group consisting of hydrogen, fluorine, C;-Cs-alkyl, C;-
C,-fluoroalkyl, C;-Cs-alkoxy, Ci-Cp-fluoroalkoxy, cyclopropyl, optionally
substituted by 1, 2 or 3 methyl groups, and fluorinated cyclopropyl;
is selected from the group consisting of C-bound 6-membered monocyclic
hetaryl, which has 1 or 2 nitrogen atoms as ring members, benzofuryl and
C-bound, fused bicyclic hetaryl, which has 1 or 2 nitrogen atoms as ring
members and optionally a further heteroatom selected from O, S and N as
ring member;
where monocyclic hetaryl, benzofuryl and bicyclic hetaryl may be

unsubstituted or may carry 1, 2, 3 or 4 substituents R,

and, if A is A

R, R* are selected from hydrogen and fluorine;

R® and R® are, independently of each other, selected from the group consisting of

hydrogen, fluorine and methyl;
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and, if A is A® R, R’ are selected from hydrogen and fluorine.

and, if A is A”,

A'is CR®R*, where R* and R* are independently of each other selected from
the group consisting of hydrogen, fluorine and methyl or together form
CH,CH,.

The compound as claimed in any one of claims 1 to 3, where X° is S.

The compound as claimed in any one of claims 1 to 3, where X is O.

The compound as claimed in any one of claims 1 to 3, where X° is N=C(R®),

C(R®)=C(R®) or N=(CR®), where R® is hydrogen and R’ is hydrogen or Y*-Cyc’.
_ y

The compound as claimed in any of claims 1 to 6, where R? is hydrogen.

The compound as claimed in any one of the pregeding claims, where A is A’
The compound as claimed in any oné of claims 1 to 7, where A is A,
The compound as claimed in any one of claims 1 to 7, Wﬁefe Ais AS .
The compo@d as claimed in any one of claims 1 to 7, where A is A”.

The compound as claimed in claim 11, where A is A, with A' being CR*R*® and

where R and R* are hydrogen.

The compound as claimed in any one of claims 1 to 7, where A is A®, where R3e,

R*, R and R® are each hydrogen

The compound as claimed in claim 3, where Het has at least one imino-nitrogen

as ring member, which is located in the position adjacent to the carbon atom
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which is bound to A.

The compound as claimed in claim 14, where Het is selected from the group
consisting of 2-pyridyl, 2-pyrimidinyl, 4-pyrimidinyl, 2-pyrazinyl, 3-pyridazinyl,
2-quinolinyl, 3-isoquinolinyl, 2-quinazolinyl, 2-quinoxalinyl, 1,5-naphthyridin-2-
yl, 1,8-naphthyridin-2-yl, benzothiazol-1-yl, benzoxazol-1-yl, benzimidazol-2-yl,
1-methylbenzimidazol-2-yl, imidazo[ 1,2-ajpyridine-2-yl, thieno[3,2-b]pyridine-5-
yl, imidazo-[2,1-b]-thiazol-6-y! and 1,2,4-triazolo[1,5-a]pyridine-2-yl, where the
aforementioned radicals may carry 1, 2 or 3 radicals selected from fluorine,
chlorine, methyl, fluoromethyl, difluoromethyl, trifluoromethyl, methoxy,
fluoromethoxy, difluoromethoxy, trifluoromethoxy, cyclopropyl, optionally

substituted by 1, 2 or 3 methyl groups, and fluorinated cyclopropyl.

The compound as claimed in any one of the preceding claims, where Y, Y? and

Y? are each a chemical bond.

The compound as claimed. in any one of the preceding claims, which is of the
formulae I-1.A or I-2.A
O 1

‘ R
Het
N i
?(s\i YR (-1.A)
R™ R Na 5
R7
o g
Het
N i
?(6\ i (1-2.A)
R R\ Mg
R7

where Het, R, R%, R>, R® and R’ are as defined in any one of the preceding

claims.

The compound as claimed in any one of claims 1 to 16, which is of the formulae

I-1Borl-2.B
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R R
,(2& O R’
Het R fiﬂ ]\ ?? (1-1.B)
N\ S
Y
RS R
“/2& O R
Het 5 N ‘\ R2 (1-2.B)
X8
Y

where Het, R}, R?, R® ® R**and R’ are as defined in any one of claims 1 to 16 and

R’ is hydrogen.

The compound as claimed in any one of claims 1 to 16, which is of the formulae
I-1.CorI-2.C

R}}__\ O R'
Het™ N | N\ _g? (F1.C)
N\ S
R?

(1-2.C)

where Het, R}, R%, R’, and R’ are as defined in any one of claims 1 to 16.
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20. The compound as claimed in any one of claims 1 to 16, which is of the formulae

I-3.A or I-4.A
0O R
Het R?
"N )
R (1-3.A)
R° R Nx RB
R R’
5
0O R
Het R2
N )
?(6\ (1-4.A)
R R N Rs
R R’

where Het, R}, R R° , Ré, R7, R® and R® are as defined in any one of claims 1 to
16.

10 21. The compound as claimed in any one of claims 1 to 16, which is of the formulae

I-3.Bor1-4.B
rR% R
K3
R?
Het N
R (1-3.B)
Na R
R R

15
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3¢ 3b
R R 1
0 R
R2
et e N (1-4.B)
NN R8
R R

where Het, R!, R%, R®, R*, R7, R® and R’ are as defined in any one of claims 1 to
: y

16 and R’ is hydrogen.

5 22, The compound as claimed in any one of claims 1 to 16, which is of the formulae

I-3.Corl1-4.C
s
— R?
Het N (-3.0)
Na R®
R R
— R?
et NTYS (14.C)
S/ = R
10 R R

where Het, R', R?, R’ R’ R® and R are as defined in any one of claims 1 to 16.
y

23. The éompound as claimed in any one of claims 1 to 16, which is of the formulae
I-5.Aor[-6.A
15



(1-5.A)

(1-6.A)

where Het, R', R?, RS, R®, R” and R® are as defined in any one of claims 1 to 16.

5 24, The compound as claimed in any one of claims 1 to 16, which is of the formulae
I-5Borl-6.B

(-5.B)

(1-6.B)

where Het, R', R%, R3b, R* R’ and R® are as defined in any onc of claims 1 to 16

10 and R” is hydrogen.

25.  The compound as claimed in any one of claims 1 to 16, which is of the formulae
1-5.Cor1-6.C



R:Zj}—‘\ O R
— R®
Het N | o (1-5.C)
N SR
R7

(-6.C)

where Het, R R%L R, R’ and R® are as defined in any one of claims 1 to 16.

26. The compound as claimed in any one of claims 1 to 16, which is of the formulae

I-7.A,1-8.A,1-7.B, I-8.B, I-7.C, I-8.C,

0 R 0 R
Het , Het
?(e\'ﬁ SR ?(S\N SR
R™ R N Ag R™ R 5
RY .R7
(F7.A) (1-8.A)
RBC Rab . .
O R’ R R
N/g& O R’
Het 5 N 2
R | DR Het"™ |, N N\ 2
X0 R “ | R
0
R i
R
(1-7.B)
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28.

5 1
o AT S I F
et™ N —
7
R R’
(1-7.C) (1-8.C)

where Het, R!, R?, R*® R¥* R’ R® R’ and R® are as defined in any one of claims

1to 16.

The compound as claimed in any one of claims 1 to 16, which is of formulae

N \ R R®
N =~
(-10.A)
(-9.B)
N N
(1-10.8)
(1-9.C) (1-10.C)

where Het, R}, R%, R*®, R*, R®, R®, R7, and R’ are as defined in any one of claims
11to16.

The compound as claimed in any one of claims 1 to 16, which is of the formulae

1-1.D,1-2D,1-3.D,1-4.D,1-5.D, 1-6.D,1-7.D, I-8.D, 1-9.D, I-10.D

o) R % R’
Het
Het N
1 '}] I N R? ] N \ N\ R?
R = Nx S R® R S
R? R7
(I-2.D)
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Het

R3

Het

RSe

Het

RB

(I-7.D) (1-8.D)
o R
2
R R AN =N
R R
(1-9.D) ' (1-10.D)

where Het, R', R?, R, RSf, R, R® and R’ are as defined in any one of claims 1 to

16.

The compound as claimed in any one of the preceding claims, where Y'-Cyc!,

is selected from the group consisting of 1-piperidinyl, 4,4-difluoro-1-piperidinyl,

4-piperidinyl, 1-methyl-4-piperidinyl, 1-piperazinyl, 4-methyl-1-piperazinyl,
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morpholin-4-yl, azepane-1-yl, 1,4-oxazepan-4-yl, hexahydrofuro[3,4-c]pyrrol-5-
yl, 2,5-diazabicyclo[2.2.1Theptan-2-yl, 3,8-diazabicyclo[3.2.1]octan-8-yl,
thiomorpholin-4-yl, 1-oxothiomorpholin-4-yl, N-(oxetan-3-yl)amino, 1,1-

dioxothiomorpholin-4-yl and oxetan-3-ylamino.

The compound as claimed in any of claims 1 to 28, where Y’ is a chemical bond
and Cyc' is selected from the group consisting of phenyl, 5- or 6-membered
monocyclic hetaryl selected from the group consisting of pyridyl, pyrimidinyl,
furyl, thienyl, pyrrolyl, imidazolyl, pyrazolyl, oxazolyl and thiazolyl, 9- or 10-
membered bicyclic hetaryl selected from the group consisting of indolyl,
quinolinyl, isoquinolinyl, quinazolinyl, benzimidazolyl, benzotriazolyl,
benzopyrazolyl and benzofuryl, where phenyl and hetary! are unsubstituted or
carry 1, 2 or 3 radicals R which are selected from the group consisting of
fluorine, chlorine, CN, methyl, difluoromethyl, triftuoromethyl, methoxy and

NHy, or, if Cycl is phenyl, two radicals R®! which are bound to adjacent carbon

~ atoms, together with the phenyl ring to which they are bound, form a bicyclic

heterocyclic radical, which is selected from 2,3-dihydrobenzofuran-5-yl, 2,3~
dihydrobenzofuran-6-yl, 1,3—dihydroindo 1»2«on¥5—y1, 1,3-dihydroindol-2-on-6-yl,
benzo-1,3-dioxolan-5-yl, benzo-1,3-dioxolan-6-yl, benzo-1,4-dioxan-5-yl, benzo-

1,4-dioxan-6-yl, benzo-1,5-dioxepan-6-yl and benzo-1,4-dioxepan-7-yl.

The compound as claimed in any of the preceding claims, where Y?-Cyc? and Y°-
Cyc’, independently of each other, are selected from the group consisting of
phenyl, 5- or 6-membered monocyclic hetaryl selected from the group consisting
of pyridyl, pyrimidinyl, furyl, thienyl, pyrrolyl, imidazolyl, pyrazolyl, oxazoiyl
and thiazolyl, 9- or 10-membered bicyclic hetaryl selected from the group |
consisting of indolyl, quinolinyl, isoquinolinyl, quinazolinyl, benzimidazolyl,
benzotriazolyl, benzopyrazolyl and benzofuryl, where phenyl and hetaryl are
unsubstituted or carry 1, 2 or 3 radicals R which are selected from the group
consisting of fluorine, chlorine, CN, methyl, difluoromethyl, trifluoromethyl,
methoxy and NH,, or, if Cyc® or Cyc® are phenyl, two radicals R! which are

bound to adjacent carbon atoms, together with the phenyl ring to which they are
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“bound, form a bicyclic heterocyclic radical, which is selected from 2,3-

dihydrobenzofuran-5-yl, 2,3-dihydrobenzofuran-6-yl, 1,3-dihydroindol-2-on-5-yl,

1 ,3-dihydroindol-2-on-6-yl, benzo-1,3-dioxolan-5-yl, benzo-1,3-dioxolan-6-yl,

benzo-1,4-dioxan-5-yl, benzo-1,4-dioxan-6—yl, benzo-1,5-dioxepan-6-yl and

benzo-1,4-dioxepan-7-yl.
A compound, which is selected from the group consisting of

3,7-di(pyridin-4-yl)—5-[2-(quino1in—2~y1)ethyl]thicno[2,3-d]pyridazin—4(5H)—one;
7-(pyridin-4-yl)-5-[2-(quinolin-2-yl)ethyl jthieno[2,3-d]pyridazin-4(5H)-one;
3-(pyridin—4-y1)—5-[2—(quino lin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(SH)-one;
3-(pyridin-4-yl)-5-[2-(pyridin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(5H)-one;
3,7-di(pyridin-4-yl)-5-[2-(pyridin-2-yl)ethyl]thieno[2,3-d}pyridazin-4(5H)-one;
5-[2-(quinolin-2-yl)ethyl]-3-[4-(trifluoromethyl)phenyl]thieno[2,3-d|pyridazin-
4(5H)-one;
3-(4-methylpheny!)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(5H)-one;
3-[4-(propan-2-yl)phenyl]-5-[2-(quinolin-2-yl)ethylJthieno[2,3-d]pyridazin-
4(5H)-one;

3-(4-ethylphenyl)-5-[2-(quinolin-2-yl)ethylthieno [2.3-d]pyridazin-4(5H)-one;
4-{4-0x0-5-[2~(quinolin-2-yl)ethyl]-4,5-dihydrothieno[2,3-dJpyridazin-3-
yl}benzonitrile;
3-(4-methoxyphenyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(5H)-one;
3-(4-fluorophenyl)-5-[2-(quinolin-2-yl)ethyljthieno[2,3-d}pyridazin-4(5H)-one;
3-(4-ethoxyphenyl)-5-[2-(quinolin-2-yDethyl]thieno[2,3-d]pyridazin-4(5H)-one;
3-[4-(dimethylamino)phenyl]}-5-[2-(quinolin-2-yl)ethyl)thieno[2,3-d]pyridazin-

>4(5H)-0ne;

(4- {4-0x0-5-[2~(quinolin-2-yl)ethyl]-4,5-dihydrothieno[2,3-d]pyridazin-3-
yl}phenyl)acetonitrile;
3-(4-hydroxyphenyl)-5-[2-(quinolin-2-yl)ethyl}thieno[2,3-d]pyridazin-4(5H)-one;
3-(2-chlorophenyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(5H)-one;
3-(2-methylphenyl)-5-[2-(quinolin-2-ylethyljthieno[2,3-d]pyridazin-4(5H)-one;
3-(2-ethylphenyl)-5-[2~(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(5H)-one;
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3-(2-fluorophenyl)-5-[2-(quinolin-2-yl)ethyljthieno[2,3-d]pyridazin-4(5H)-one;
3-(2-methoxyphenyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3 ~d,]pyrid,azin«4(5H)—one;
3~(2-ethoxyphenyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(5H)-one;
3-(2-hydroxyphenyl)-5-[2-(quinolin-2-yl)ethyljthieno[2,3-d]pyridazin-4(SH)-one;
5-[2-(quinolin-2-yl)ethyl]-3-[2-(trifluoromethyl)phenylithieno[2,3-d]pyridazin-
4(5H)-one;
3-[3~(methoxymethylphenyl}-5-[2~(quinolin-2-yl)ethyljthieno[2,3-d]pyridazin-
4(5H)-one;
3-(3-methoxyphenyl)-5-[2-(quinolin-2~yl)ethyl}thieno[2,3-d]pyridazin-4(5H)-one;
3-(3-ethoxyphenyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(5H)-one;
3-[3-(dimethylamino)phenyl]-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-
4(5H)-one; »
3-[4-Ox0-5-(2-quinolin-2-yl-ethyl)-4,5-dihydro-thieno(2,3-d]pyridazin-3-yl1}-
benzonitrile;
3-(3-fluorophenyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(5H)-one;
3-(3-hydroxyphenyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3~dpyridazin-4(SH)-one;
N,N-dimethyl-3- {4-0x0-5-[2-(quinolin-2-yl)ethyl]-4,5-dihydrothieno[2,3-
d]pyridazin-3-yl}benzamide;
3-(3-methylphenyl)-5-[2-(quinolin-2-ylethyl]thieno[2,3-d[pyridazin-4(5H)-one;
5-[2-(quinolin-2-yhethyl]-3-(thiophen-2-ylthieno[2,3-d]pyridazin-4(5H)-one;
3-(1-methyl-1H-indol-5-y1)-5-(2-quinolin-2-yl-ethy!)-5H-thieno[2,3-d]pyridazin-
4-one;
3-(1H-indol-6-yl)-5-[2-(quinolin-2-yl)ethyljthieno[2,3-d]pyridazin-4(5H)-one;
3-(pyrimidin-5-y1)-3-[2-(quinolin-2-yl)ethyl]thieno[2,3-dJpyridazin-4(5H)-one;
3-(2-methoxypyridin-3-y1)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d}pyridazin-

4(5H)-one;

3-(pyridin-3-yl)-5-[2-(quino 1in—2-y1)ethyl]thieno[2,3-Md]pyridaz1'n-4(5 H)-one;
3-(4-methoxypyridin-3-yl)-5-[2-(quinolin-2-yl)ethyljthieno[2,3-d]pyridazin-
4(5H)-one;
3-(furan-3-yl)-5-[2-(quinolin-2-yl)ethyl}thieno[2,3-d]pyridazin-4(5H)-one;
3-(quinolin-3-yl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(5H)-one;
3-(isoquinolin-4-yl)-5-[2-(quinolin-2-yl)ethyljthieno[2,3~-d]pyridazin-4(5H)-one;
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3-(isoquinolin-5-yl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(5H)-onc;
3-(1H-indol-4-yl)-5-(2-quinolin-2-yl-ethyl)-SH-thieno|2,3-d}pyridazin-4-one;
3-(2,3-dihydrobenzofuran-5-yi)-5-(2-quinolin-2-yl-ethyl)-SH-thieno[2,3-
d]pyridazin-4-one;
3-(quinolin-5-y1)-5-[2-(quinolin-2-yl)ethyljthieno[2,3-d]pyridazin-4(5H)-one;
3-(3,5-dimethyl-1,2-oxazol-4-y1)-5-[2-(quinolin-2-ylethyl}thieno[2,3-
dlpyridazin-4(5H)-one;
3-(6-methoxypyridin-3-yl)-5-[2-(quinolin-2-yl)ethyljthieno[2,3-dJpyridazin-
4(5H)-one;
3-(2,3-dihydro-1,4-benzodioxin-6-y1)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-
dlpyridazin-4(5H)-one;
3-(2-methylpyridin-4-yl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(5H)-
one;
3-(5-methoxypyridin-3-yl1)-5-[2-(quinolin-2-yl)ethyljthieno[2,3-d]pyridazin-
4(5H)-one;
3-[6-(morpholin-4-yl)pyridin-3-yl}-5-[2-(quinolin-2-yl)ethyl|thieno[2,3-
d]pyridazin-4(5H)-one;
3-(1,3-benzodioxol-5-y1)-5-[2-(quinolin-2-yl)ethylthieno [2,3-d]pyridazin~4(5 H)-
one; . ) '
3-(quinolin-6-yl)-5-[2-(quino 1in~2-y1)ethyi}thieno [2 ,3-d}pyridazin-4(5H)-one;
3-(1-methyl-1H-pyrazol-4-y1)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-
4(5H)-one;
3-[1-(2-methylpropyl)-1H-pyrazol-4-yl}-5-[2-(quinolin-2-yl)ethylJthieno[2,3-
d]pyridazin-4(5H)-one;
tert-butyl 2~ {4-oxo0-5-[2-(quinolin-2-yl)ethyl}-4,5-dihydrothieno{2,3-d]pyridazin-
3-yl}-1H-pyrrole-1-carboxylate; '
3-(2-methoxypyrimidin-5-yl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-
4(5H)-one;
5-[2-(quinolin-2-ylethyl]-3-(2,3,4-trifluorophenyl)thieno[2,3-d|pyridazin-4(5H)-
one;
3-(4-fluoro-3-methylphenyl)-5-[2-(quinolin-2-yl)ethyl}thieno[2,3-d]pyridazin-
4(5H)-one;
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3-(4-fluoro-2~-methylphenyl)-5-{2-(quinolin-2-yl)ethyl}thieno[2,3-d jpyridazin-
4(5H)-one;
3-(3-chloro-4-fluorophenyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-
4(5H)-one;
3-(2-chloro-4-fluorophenyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-dJpyridazin-
4(5H)-one;
3-(3,4-dimethylphenyl)-5-[2-(quinolin-2-yl)ethyl]jthieno[2,3-d]pyridazin-4(5H)-
one;
3-(2,4-dimethylphenyl)-5-[2-(quinolin-2-yl)ethyl]thieno|2,3-d)pyridazin-4(5H)-
one;
3-(2,4-difluorophenyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(SH)-
one;
3-(2,4-dimethoxyphenyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(5H)-
one;
3-(2,5-dimethoxyphenyl)-5-[2-(quinolin-2-yl)ethyljthieno[2,3-d]pyridazin-4(5H)-
one; _
3-(2,3-difluorophenyl)-5-[2-(quino lm-Z-yI)ethyI]thieno[2,3—d]pyridazin—4(5H)—
one; '
3~(3,4-dimethoxyphenyl)-5-[2~(quinolin -2-yDethyl]thieno[2,3-d}pyridazin-4(5H)-
one;
3-(3,4-difluorophenyl)-5-[2-(quinolin-2-yl)ethyljthieno[2,3-dpyridazin-4(5H)-
one;
3-(5-fluoro-2-methoxyphenyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-
4(5H)-one;
3—(4-ﬂuoro-2-methoxypheny1)-5—[2—(quin01in-2-y],)gthyl]thieno[2,3-d]pyridazin-
4(5H)-one; '
3-(3,5~-dimethoxyphenyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(5H)-
one;
3-(2,5-difluorophenyl)-5-[2-(quinolin-2-yl)ethyljthieno[2,3-d]pyridazin-4(5H)-
one;
3-(2,3-dimethoxyphenyl)-5-[2-(quinolin-2-yl)ethyl}thieno[2,3-d]pyridazin-4(5H)-

one;
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3-(3-fluoro-4-methoxyphenyl)-5-[2-(quinolin-2-yl)ethyljthieno[2,3~-d]pyridazin-
4(5H)-one;
3-(2-fluoro-3-methoxyphenyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d|pyridazin-
4(5H)-one;
3~(3,5-difluorophenyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(5H)-
one;
3-(3-fluoro-5-methoxyphenyl)-5-[2-(quinolin-2-yl)ethylJthieno[2,3-d]pyridazin-
4(5H)-one;
3-(2-methoxy-5-methylphenyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-
4(5H)-one;
3-(2,5-dichlorophenyl)-5-[2-(quinolin-2-yl)ethyl Jthieno[2,3-dlpyridazin-4(5H)-
one;
3-(naphthalen-2-yl)-5-[2-(quinolin-2-yl)ethylJthieno[2,3-dpyridazin-4(5H)-one;
3-phenyl-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d}pyridazin-4(5H)-one;
3-(1-benzofuran-2-yl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d}pyridazin-4(5H)-
one;
3-(1H-indazo 1—5—yl);S-[2-(quino1in-2-yl)ethyl]thieno[2,3—d]pyrida_zin-4(5H)—one;
3-(1-methyl-1H-pyrazol-5-yl)-5-[2-(quinolin-2-yl)ethyllthieno[2,3-d]pyridazin-
4(5H)-one; ,
3;-'(4,5~diﬂu0r0—Z-methoxyphenyl)—S-[Z-(quinoﬁn-Z-yl)ethyl]thieﬁo[Z,3~
d]pyridazin-4(5H)-one;
3-(2-fluoro-4-methylphenyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-

4(5H)-one;

3-(2-fluoro-5-methoxyphenyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-dpyridazin-
4(5H)-one; .

3-methyl-4- {4-0x0-5-[2-(quinolin-2-yl)ethyl]-4,5-dihydrothieno[2,3-d]pyridazin-
3-yl}benzonitrile;
5-[2-(6-fluoroquinolin-2-yl)ethyl]-3-(pyridin-4-yDthieno[2,3-d]pyridazin-4(5H)-
one;
5-[2,2-difluoro-2-(quinolin-2-yhethyl]-3-(pyridin-4-yl)thieno[2,3-d|pyridazin-
4(5H)-one;
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3-(pyridin-4-yl)-5-[2-(thieno[3,2-b]pyridin-5-yl)ethyl]thieno[2,3-d]pyridazin-
4(5H)-one;
5-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-3-(pyridin-4-yljthieno{ 2,3-dJpyridazin-
4(5H)-one;
5-[2~(7-fluoroimidazo[1,2-alpyridin-2-yl)ethyl]-3-(pyridin-4-yl)thieno[2,3-
d]pyridazin-4(5H)-one;
8-(pyridin-4-y1)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
2-[2-(quinolin-2-ylethyl}-8-[4-(trifluoromethyl)phenyljphthalazin-1(2H)-one;
8-(4-methylphenyl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
8-[4-(propan-2-yl)phenyl]-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
8-(4-ethylphenyl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
4-{4-ox0-3-[2-(quinolin-2-yl)ethyl]-3,4-dihydrophthalazin-5-y1} benzonitrile;
8-(4-methoxypheny!)-2-[2-(quinolin-2-yl)ethyt]phthalazin-1(2H)-one;

8 —(4-ﬂuorophenyl)—2— [2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
(4-{4-0x0-3-[2-(quinolin-2-yl)ethyl]-3,4-dihydrophthalazin-5-
yl}phenylacetonitrile;
8-(4-hydroxyphenyl)-2-[2-(quinolin-2-yl)ethyljphthalazin-1(2H)-one;
8-(2-chlorophenyl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
8-(2-methylphenyl)-2-[2-(quinolin-2-yl)ethyl|phthalazin-1(2H)-one;
8-(2-ethylphenyl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
8-(2-fluorophenyl)-2-[2-(quinolin-2-yl)ethyljphthalazin-1(2H)-one;
8-(2-methoxyphenyl)-2-[2-(quinolin-2-yl)ethylJphthalazin-1(2H)-one;
8-(3-methoxyphenyl)-2-[2-(quinolin-2-yl)ethyljphthalazin-1(2H)-one;
3-{4-0x0-3-[2-(quinolin-2-yl)ethyl]-3,4- dihydropvhthalazin—S -yl}benzonitrile;
8-(3-fluorophenyl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
8-(3-hydroxyphenyl)-2-[2-(quinolin-2~ylethyl]phthalazin-1(2H)-one;
N,N-dimethyl-3-{4-0x0-3-[2-(quinolin-2-yl)ethyl]-3,4-dihydrophthalazin-5-
yl}benzamide;
8-(3-methylphenyl)-2-{2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
2-[2-(quinolin-2-yl)ethyl]-8-(thiophen-2-yl)phthalazin-1(2H)-one;
8-(1-methyl-1H-indol-5-y1)-2-[2-(quinolin-2-yl)ethyl|phthalazin-1(2H)-one;

8-(3,5-dimethyl-1H-pyrazol-4-yl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
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8-(1H-indol-5-y1)-2-[2-(quinolin-2-y1)ethyljphthalazin-1(2H)-one;
8-(1H-indol-6-y1)-2-[2~(quinolin-2-yl)ethy!|phthalazin-1(2H)-one;
8-(pyrimidin-5-y1)-2-[2-(quinolin-2-yl)ethyllphthalazin-1(2H)-one;
8-(2-methoxypyridin-3-yl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
8-(pyridin-3-yl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
8-(furan-3-y1)-2-[2-(quinolin-2-yl)ethyljphthalazin-1(2H)-one;
8-(quinolin-3-y1)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
8-(1H-indol-4-yl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
8-(2,3-dihydro-1-benzofuran-5-yl)-2-[2-(quinolin-2-yl)ethyl jphthalazin-1(2H)-
one;
8-(3,4-dihydro-2H-1,5-benzodioxepin-7-yl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-
1(2H)-one;
8-(1-benzo furan-5-yl)-2-[2-(quinolin-2-yl)ethyl}phthalazin-1(2H)-one;
8-(6-methoxypyridin-3-yl)-2-[2-(quinolin-2-yl)ethyl}phthalazin-1 (2H)-one;

8~(2,3-dihydro-1,4-benzodioxin-6-y1)-2-[2~(quinolin-2-yhethyl Jphthalazin-1(2H)-

one;

 8-(2-methylpyridin-4-yl)-2-[2-(quino lm-i-yl)ethyl]phthalazin-l (2H)-one;

8-(5-methoxypyridin-3-yl)-2-[2-(quinolin-2-yljethy!]phthalazin-1(2H)-one;
8-(5-fluoropyridin-3-yl1)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;

8-(1 ,3-benzodioxol-5 -yD)-2-[2-(quinolin-2-ylethyl]phthalazin-1(2H)-one;
8-(1-methyl-1H-pyrazol-4-yl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
8-[1-(2-methylpropyl)-1H-pyrazol-4-yl]-2-[2-(quinolin-2-yl)ethyl]phthalazin-
1(2H)-one;

tert-butyl 2-{4-oxo-3-[2-(quinolin-2-yDethyl]-3,4-dihydrophthalazin-5-yl}-1H-
pyrrole-1-carboxylate; ‘
8-(3~chloro-4-fluorophenyl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
§-(2-chloro-4-fluorophenyl)-2- [2-(quino lin-2-yl)ethyl]phthalazin-1(2H)-one;
8-(3,4-dimethylphenyl)-2-[2-(quinolin-2-yl)ethyllphthalazin-1(2H)-one;
8-(2,4-dimethoxyphenyl)-2-[2-(quinolin-2-yl)ethylphthalazin-1(2H)-one;
8-(2,5-dimethoxyphenyl)-2-[2-(quinolin-2-yl)ethyl Jphthalazin-1(2H)-one;
8-(2,3-difluorophenyl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
8-(3,4-dimethoxyphenyl)-2-[2-(quinolin-2-yl)ethyl|phthalazin-1(2H)-one;
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8-(3,4-difluorophenyl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
8-(5-fluoro-2-methoxyphenyl)-2-[2-(quinolin-2-yl)ethyl|phthalazin-1(2H)-one;
8-(4-fluoro-2-methoxyphenyl)-2-[2-(quinolin-2-yl)ethylphthalazin-1(2H)-one;
8-(3,5-dimethoxyphenyl)-2-[2-(quinolin-2-yl)ethyljphthalazin-1(2H)-one;
8-(2,5-difluorophenyl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
8-(3-fluoro-4-methoxyphenyl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one,
8-(2-fluoro-3-methoxyphenyl)-2-[2-(quinolin-2-yl)ethylphthalazin- 1(2H)-one;
8-(3,5-difluorophenyl)-2-[2-(quinolin-2-yl)ethyljphthalazin-1(2H)-one;
8-(3-fluoro-5-methoxyphenyl})-2-[2-(quinolin-2-yl)ethyl Jphthalazin-1(2H)-one;
8-(naphthalen-2-y1)-2-[2-(quinolin-2-yl)ethyl}phthalazin-1{2H)-one;
8-phenyl-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
8-(1-benzofuran-2-yl)-2-[2-(quinolin-2-yl)ethyliphthalazin-1(2H)-one;
8-(1-methyl-1H-pyrazol-5-y1)-2-[2-(quinolin-2-yl)ethyljphthalazin-1(2H)-one;
8-(4,5-difluoro-2-methoxyphenyl)-2-[2-(quinolin-2-yl)ethyl]phthalazin~1(2H)-
one;
8-(2—ﬂuoro--’-l—mefhylphenyl)-z-[2—(quino lin-2-yl)ethyl]phthalazin-1(2H)-one;
8-(2~fluoro-3-methoxyphenyl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-(pyridin-3-yl)phthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-(pyridin-4-yl)phthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-(3 -methoxypyridin—4-y1)phtﬁalazin—
1(2H)-one;
2-[2-(imidazo[1 ,2-a]pﬁidin-2-yl)ethy1]- 8-(pyrimidin-5-yl)phthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-(1-methyl-1H-pyrazol-3-yl)phthalazin-
1(2H)-one;
8-(furan-3-yl)-2-[2-(imidazo[1 ,2-a]pyridin-2~y1)ethy1]phthalazin-\1 (2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl}-8-(2-0x0-2,3-dihydro-1H-indol-6-
yl)phthalazin-1(2H)-one;
8-(3,4-dihydro-2H-chromen-6-yl)-2-[2-(imidazo1,2-a]pyridin-2-
yDethyllphthalazin-1(2H)-one;
8-(1,1-dioxidothiomorpholin-4-yl)-2-[2-(quinolin-2-ylethyl]phthalazin-1(2H)-
one;

2-[2~(imidazo[1,2-a]pyridin-2-yl)ethyl}-8-(morpholin-4-yl)phthalazin-1(2H)-one;
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8-(1,1-dioxidothiomorpholin-4-yl)-2-[ 2-(imidazo[ 1 ,2-~a]pyridin-2-
yl)ethyl]phthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-(tetrahydro-1H-furo[ 3,4-c]pyrrol-
5(3H)-yl)phthalazin-1(2H)-one;
8-(5,5-difluorohexahydrocyclopental cJpyrrol-2(1H)-y1)-2-[2-(imidazo[1,2-
alpyridin-2-yl)ethyl]phthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8~(piperazin-1-yl)phthalazin-1(2H)-one;
8-(4,4-difluoropiperidin-1-yl)-2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]phthalazin-
1(2H)-one;
8-[4-(chloromethyl)-4-(hydroxymethyl)piperidin-1-yl}-2-[2-(imidazo[1,2-
a]pyridin-2-yl)ethyl]phthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-(piperidin-1-yl)phthalazin-1(2H)-one;
8~(2,3-dihydro-4H-1,4-benzoxazin-4-yl)-2-[2-(imidazo[1,2-a]pyridin-2-
yhethyllphthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-[4-(trifluoromethyl)piperidin-1-
yl]phthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-(4-methylpiperazin-1-yl)phthalazin- ‘
1(2H)-one;
8~(1,3-dihydro-2H-isoindol-2-yl)-2-[2-(imidazo[1,2-a]pyridin-2-
yDethyljphthalazin-1(2H)-one; ‘
8-(7-benzyl-2,7-diazaspiro[4.4non-2-yl)-2-[2-(imidazo[1,2-a]pyridin-2-
yhethyl]phthalazin-1(2H)-one;
8-({[(3aR.4S,6aS)-2-benzyloctahydrocyclopentafc]pyrrol-4-yljmethyl} amino)-2-
[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]phthalazin-1(2H)-one;
tert-butyl (3R)-3-({3-[2-(imdazo[1,2-a]pyridin-2-yl)ethyl}-4-0x0-3,4~
dihydrophthalazin-5-yl}amino)pyrrolidine-1-carboxylate;
8-(2,6-dimethylmorpholin-4-y1)-2-{2-(imidazo[1,2-ajpyridin-2-
yDhethyljphthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-ylethyl]-8-(1,4-oxazepan-4-yl)phthalazin-1 (2H)-
one; .
tert-butyl 4- {3-[2-(imidazof1,2-a]pyridin-2-yl)ethyl}-4-0x0-3,4-
dihydrophthalazin-5-y1}-3,6-dihydropyridine-1(2H)-carboxylate;
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| 5-(pyridin-4-y1)-2-[2~(quinolin-2-yl)ethyl [phthalazin-1(2H)-one;

5-(pyrimidin-5-y1)-2-[2-(quinolin-2-yi)ethyljphthalazin-1(2H)-one;
5-(1-methyl-1H-pyrazol-5-yl)-2-[2-(quinolin-2-yl)ethylphthalazin- 1(2H)-one;
5-(1,1-dioxidothiomorpholin-4-y1)-2-[2-(quinolin-2-yl)ethyllphthalazin-1(2H)-
one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-5-(pyridin-3-yl)phthalazin-1(2H)-one;
2-[2~(imidazo[1,2-a]pyridin-2-yl)ethyl]-5~(pyrimidin-5-yl)phthalazin 1 (2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-5-(morpholin-4-yl)phthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-5-~(tetrahydro-1H-furo[3,4-c]pyrrol-
5(3H)-y)phthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yhethyl}-4-(pyrimidin-3-yl)phthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a}pyridin-2-yl)ethyl}-4-(morpholin-4-yl)phthalazin-1(2H)-one;
3-(3-methoxypyridin-4-yl)-5-[2-(quinolin-2-yl)ethyl]thieno[3,2-c]pyridin-4(5H)-
one;
3-(3-hydroxypyridin-4-y1)-5-[2-(quinolin-2-yl)ethyl]thieno[3,2-c]pyridin-4(5H)-
one; '
3-(1-methyl-1H-pyrazo i—S—yI)-S— [2-(quino 1in-2—y1)ethy1]thieno [3,2-c]pyridin-
4(5)H-one;

3-(pyridin-4-yl)-5-[2-(quino 11';1—2 -yDethyl]thieno[3,2-c]pyridin-4(5H)-one;
3-(pyrimidin-5-yl)-5-(2-quinolin-2-yl)ethyl)thieno[3 ,2—5}pyridin—4(5 H)—one;
3-(2—0xoindolin-6-y1)—5~ [2-(quinolin-2-yl)ethyllthieno[3,2-c]pyridin-4(5H)-one;
3-(3-hydroxyphenyl)-5-[2-(quinolin-2-yl)ethyl}thieno[ 3,2-c]pyridin-4(5H)-onc;
5-[2-(5-ethylpyridin-2-yl)ethyl]-3-(pyridin-4-yl)thieno[3,2-c]pyridin-4(5H)-one;

5-[2-(imidazo[1,2-ajpyridin-2-yl)ethyl]-3-(pyridin-4-yl)thieno[3,2-c]pyridin-

4(5H)-one;

. 3-(morpholin-4-yl)~5-[2-(quinolin-2-yl)ethyl]thieno[3,2-c]pyridin-4(5H)-one;

tert-butyl-4-(4-oxo~5-(2-quinolin-2-yl)ethyl)-4,5-dihydrothieno[3,2-c]pyridin-3-
y1)-3,6-dihydropyridine-1(2H) carboxylate;
5-(2-(quinolin-2-yl)ethyl)-3-(1,2,3,6-tetrahydropyridin-4-yljthieno[3,2-c]pyridin-
4(5H)-one;
tert-butyl-4-(4-0x0-5-(2-quinolin-2-ylethyl)-4,5-dihydrothieno[3,2-c}pyridin-3-
yl)-piperidine-1 carboxylate;
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3-(piperidin-4-y1)-5-[2-(quinolin-2-yl)ethyljthieno[3,2-c]pyridin-4(5H)-one;
3-methyl-7-(pyridin-4-y1)-5-(2-(quinolin-2-yl)ethyl)thieno[3,2-c}pyridin-4(SH)-
one;
3-(pyridin-4-yl)-5-[2-(5,6,7 8-tetrahydroquinolin-2-yl)ethylJthieno[ 2,3~
dlpyridazin-4(5H)-one;

(R)-tert-butyl 3-(3-(2-(imidazo[1,2-a]pyridin-2-yl)ethyl)-4-0x0-3,4-
dihydrophthalazin-5-ylamino)pyrrolidine- I -carboxylate;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-[(3R)-pyrrolidin-3-ylamino Jphthalazin-
1(2H)-one;

5-(3-hydroxyphenyl)-2-[2-(quinolin-2-yl)ethyljphthalazin-1(2H)-one;
(E)-8-(pyridin-4-y1)-2-(2-(quinolin-2-yl)vinyl)isoquinolin-1(2H)-one;

anti (rac) 8-(pyridin-4-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;
anti (+)-8-(pyridin-4-y1)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;
anti {(-)-8-(pyridin-4-y1)-2~(2~(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;
8-(pyridin-4-yl)-2-(2-quinolin-2-yl-ethyl)isoquinolin-1(2H)-one;

anti (rac) 3-(pyridin-4-yl)-5-(2-(quinolin-2-yljcyclopropyl)thieno[3,2-cpyridin-
4(5H)-one; _

anti (+) 3-(pyridin-4-y1)-5-(2-(quinolin-2-yl)cyclopropyl)thieno[3,2-c]pyridin-
4(5H)-one;

anti (-) 3—(pyridin~4-yl)-5—(2—(qui:noﬁn—?.—yl)cyclopropyl)thieno[3,2-c]pyridin-
4(5H)-one;

(E)-8-pyridin-4-yl-2-(2-quinolin-2-yl-vinyl)-2H-phthalazin-1-one;

anti (rac) 8-pyridin-4-yl-2-(2-quinolin-2-yl-cyclopropyl)-2H-phthalazin-1-one;
anti (+) 8-pyridin-4-yl-2-(2-quinolin-2-yl-cyclopropyl)-2H-phthalazin-1-one;
anti (-) 8-pyridin-4-yl-2-(2-quinolin-2-yl-cyclopropyl)-2H-phthalazin-1-one;

and the N-oxides thereof, the prodrugs thereof as defined in claim 1, the tautomers
thereof and the hydrates thereof, and the pharmaceutically acceptable salts
thereof.

A compound, which is selected from the group consisting of
7-(pyridin-4-yl)-5-[2-(quinolin-2-yl)ethyl}furo[3,2-c}pyridin-4(5H)-one;
3-(pyridin-4-y1)-5-(2-(quino lin-2-yl)ethyl)furo[3,2-clpyridin-4(5H)-one;
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5-(2-(1H-benzo|d}imidazol-2-yl)ethyl)-3-(pyridin-4-yl)furo[3,2-c]pyridin-4(5H)-
one;
5-(2-(imidazo[1,2-a]pyridin-2-yl)ethyl)-3-(pyridin-4-yl)furo[ 3,2-c]pyridin-4(5H})-
one;
3-(pyrimidin-5-yl)-5-(2-(quinolin-2-yl)ethyl)furo[3,2-c]pyridin-4(5H)-one;
4-(pyridin-4-yl)-6-(2-(quinolin-2-ylyallyl)pyrido[2,3-d]pyridazin-5(6H)-one;
syn 8-(pyridin-4-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;
syn 3-(pyridin-4-y1)-5-(2-(quinolin-2-yl)cyclopropyl)thieno[3,2-c]pyridin-4(5H)-
one;
anti 3-(pyridazin-4-yl)-5-(2-(quinolin-2-yl)cyclopropyl)furo[3,2-c]pyridin-4(5H)-
one;
syn 3~(pyridazin-4-yl)-5-(2-(quinolin-2-yl)cyclopropyhfuro[3,2-c]pyridin-4(SH)-
one;
anti 3-(pyridin-4-yl)-5-(2-(quinolin-2-yl)cyclopropyl)furo{3,2-c]pyridin-4(5H)-
one;
syn 3-(pyridin-4-y1)-5-(2-(quinolin-2-yl)cyclopropyl)furo[3,2-clpyridin-4(SH)-
one; .
anti 8-(oxetan-3-ylamino)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;
syn 8-(oxetan-3-ylamino)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;
anti 8-(pyridazin—4-yl)—2 -(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;
syn 8-(pyridazin-4-y1)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;
anti 8-(6-fluoropyridin-3-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-
one; ‘
syn 8-(6-fluoropyridin-3-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-
one;
anti § —(2-ﬂuoropyridin—4-yl)—2—(2—(quino lin-2-yl)cyclopropyl)isoquinolin-1(2H)-
ong;
syn 8-(2-fluoropyridin-4-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-
one;
anti 8~(pyridin-3-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;
syn 8-(pyridin-3-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;
anti 8-(pyrimidin-5-y1)-2-(2-(quinolin-2-ylcyclopropylisoquinolin-1(2H)-one;
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syn 8-(pyrimidin-5-y1)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;
anti 8-(1-methyl-1H-pyrazol-4-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-
1(2H)-one;
syn 8-(1-methyl-1H-pyrazol-4-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-
1(2H)-one;
anti 8-(3-fluoropyridin-4-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-
one;
syn 8-(3-fluoropyridin-4-yl)-2-(2~(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-
one; :
anti 8-(2-fluoropyridin-4-y1)-2-(2~(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-
one;
syn 8-(2-fluoropyridin-4-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-
one;
anti 8-((3S)-3-hydroxypiperidin-1-yl)-2-(2-(quinolin-2-
yDeyclopropyl)isoquinolin-1(2H)-one;
syn 8-((3S)-3-hydroxypiperidin-1-yl)-2-(2-(quinolin-2-
yl)cyélopropyl)isoquino lin-1(2H)-one; ,
anti 8-(3-methoxypiperidin-1-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-
1(2H)-one; ‘ | ) .
syn 8-(3-methoxypiperidin-1-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-
1(2H)-one; |
anti 8-morpho 11no—2-(2—(quino lin-2-yl)cyclopropyl)isoquinotin-1(2H)-one;
syn 8-morpholino-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;
anti 1-(1-0xo0-2-(2~(quinolin-2-yl)cyclopropyl)-1,2-dihydroisoquinolin-8-
yhpiperidine-4-carbonitrile; ‘
syﬁ 1-(1-0x0-2-(2-(quinolin-2-yhcyclopropyl)-1,2-dihydroisoquinolin-8-
yl)piperidine-4-carbonitrile; |
anti.8-((3R,4R)-4-fluoro-3-hydroxypiperidin-1-yl)-2-(2-(quinolin-2-
yhcyclopropyl)isoquinolin-1(2H)-one;
syn 8-((3R,4R)-4-fluoro-3-hydroxypiperidin-1-yl)-2-(2-(quinolin-2-
yheyclopropyl)isoquinolin-1(2H)-one;
anti 8~((3S)-3-hydroxypyrrolidin-1-y1)-2-(2-(quinolin-2-
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yDeyclopropyl)isoquinolin-1(2H)-one;
syn 8-((35)-3-hydroxypyrrolidin-1-yl)-2-(2-(quinolin-2-
yDeyclopropyl)isoquinolin-1(2H)-one;
anti 8-((3R)-3-hydroxypyrrolidin-1-y1)-2-(2-(quinolin-2-
yheyclopropyl)isoquinolin-1(2H)-one;
syn 8-((3R)-3-hydroxypyrrolidin-1-yl)-2-(2-(quinolin-2-
yDeyclopropyl)isoquinolin-1(2H)-one; ‘
anti 8-(methyl(oxetan-3-yljamino)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-
1(2H)-one;
syn 8-(methyl(oxetan-3-yl)amino)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-
1(2H)-one;
anti §-(4-methoxypiperidin-1-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-
1(2H)-one;
syn 8-(4-methoxypiperidin-1-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-
1(2H)-one;
anti 8-(4-hydroxypiperidin-1-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-
1(2H)-one; _ ,
syn 8-(4-hydroxypiperidin-1-y!)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-
1(2H)-one; |

* anti §-(1-acetylpiperidin-4-ylamino)-2-(2-quinolin-2-cyclopropyl)isoquinolin-

1(2H)-one;

syn 8-(1-acetylpiperidin-4-ylamino)-2-(2-quinolin-2-cyclopropyl)isoquinolin-
1(2H)-one; '

anti 8-(piperidin-4-ylamino)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-
one; '

syn 8-(piperidin-4-ylamino)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin- 1(2H)-
onge;

anti 2~(2-(quinolin-2-yl)cyclopropyl)-8-(tetrahydro-2H-pyran-4-yl)isoquinolin-
1(2H)-one;

syn 2-(2-(quinolin-2-yl)cyclopropyl)-8-(tetrahydro-2H-pyran-4-yl)isoquinolin-
1(2H)-one;

anti 2-(2-(quinolin-2-ylcyclopropyl)-8-(2-oxa-6-azaspiro[3.4]octan-6-
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yl)isoquinolin-1(2H)-one;
syn 2-(2-(quinolin-2-yl)cyclopropyl)-8-(2-oxa-6-azaspiro[3.4]octan-6-
yhisoquinolin-1(2H)-one; '
anti 8-(dihydro-1H-furo[3,4-c]pyrrol-5(3H,6H,6aH)-y1)-2-(2-(quinolin-2-
yheyclopropyl)isoquinolin-1(2H)-one;
syn &-(dihydro-1H-furo[3,4-c]pyrrol-5(3H,6H,6aH)-yl)-2-(2-(quinolin-2-
ylcyclopropylisoquinolin-1(2H)-one;
anti 8-(4,4-difluoropiperidin-1-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-
1(2H)-one;
syn 8-(4,4-difluoropiperidin-1-yl)-2-(2-(quinolin-2-ylcyclopropyl)isoquinolin-
1(2H)-one;
anti 8-morpholino-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;
syn 8-morpholino-2-(2-(quinolin-2-yljcyclopropyl)isoquinolin-1(2H)-one;
anti 8-(3-(difluoromethyl)pyrrolidin-1-yl)-2-(2-(quinolin-2-
yDcyclopropyl)isoquinolin-1(2H)-one;
syn 8-(3-(difluoromethyl)pyrrolidin-1-yl)-2-(2-(quinolin-2-

: yl)cyclopropyl)lsoqumo lin-1(2H)-one;

anti 8-((1R,55)-3-oxa-8-azabicyclo[3.2.1]octan-8-y1}-2-(2-(quinolin-2-ylcyclo-
propyl)isoquinolin-1(2H)-one; ‘

syn 8-((1R,58)-3-0xa-8-azabicyclo[3.2.1]octan-8-y1)-2-(2-(quinolin-2-yl)cyclo-
propyl)isoquinolin-1(2H)-one;

anti 8-(4-methylpiperazin-1-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-
1(2H)-one; ”

syn 8-(4—methy1pipefazin— 1-yD)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-
1(2H)-one;

anti 8-(3-(fluoromethyl)pyrrolidin-1-y1)-2-(2-(quinolin-2-
yhcyclopropyl)isoquinolin-1(2H)-one;

syn 8-(3-(fluoromethyl)pyrrolidin-1-y1}-2-(2-(quinolin-2-
yl)cyclopropyl)isoquinolin-1(2H)-one;

anti 8~((1R,55)-8-0xa~3-azabicyclo[3.2.1]octan-3-y1)-2-(2-(quinolin-2-
yhcyclopropyl)isoquinolin-1(2H)-one;

syn 8-((1R,58)-8-oxa-3-azabicyclo[3.2.1]octan-3-y1)-2-(2-(quinolin-2-
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yheyclopropyl)isoquinolin-1(2H)-one;
anti 8-(4-fluorophenyl)-2-(2-(quinofin-2-yl)cyclopropyljisoquinolin-1(2H)-one;
syn 8-(4-fluorophenyl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;
anti 8-(furan-3-y1)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;
syn 8-(furan-3-yl)-2~(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;
anti 8-(4,5-dihydrofuran-3-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-
one;
syn 8-(4,5-dihydrofuran-3-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-
one;
anti 8-(4-methoxyphenyl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;
syn 8-(4-methoxyphenyl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one;
anti 2-(2-(6-fluoroquinolin-2-ylycyclopropyl)-8-morpholinoisoquinolin-1(2H)-
one;
syn 2-(2-(6-fluoroquinolin-2-yl)cyclopropyl)-8-morpholinoisoquinolin-1(2H)-
one;

anti 2-(2-(6-fluoroquinolin-2-yl)cyclopropyl)-8-(pyridin-3-yl)isoquinolin~1(2H)-

~one;

syn 2-(2-(6-fluoroquinolin-2-yl)cyclopropyl)-8-(pyridin-3-ybhisoquinolin-1(2H)-
one; ; ) -

anti 2-(2-(6-fluoroquinolin-2-yl)cyclopropyl)-8-(pyrimidin-5-yl)isoquinolin-
1(2H)-one; ,

syn 2-(2-(6-fluoroquinolin-2-yl)cyclopropyl)-8-(pyrimidin-5~yl)isoquinolin-
1(2H)-one;

anti 2-(2-(6-fluoroquinolin-2-yl)cyclopropyl)-8-(pyridin-4-yl)isoquinolin-1(2H)-
one;,

syn 2-(2-(6-fluoroquinolin-2-yl)cyclopropyl)-8-(pyridin-4-yl)isoquinolin-1(2H)-
one;

anti 4-fluoro-8-(pyridin-4-yl)-2-(2-(quinolin-2-ylcyclopropyl)isoquinolin-1(2H)-
ong;

syn 4-fluoro-8-(pyridin-4-y1)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-
one;

anti 4-chloro-8-(pyrimidin-5-yl)-2~(2-(quinolin-2-yl)cyclopropyl)isoquinolin-
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1(2H)-one¢;
syn 4-chloro-8-(pyrimidin-5-yl)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-
1(2H})-ong; _
anti 4-(pyridin-4-y1)-6-(2-(quinolin-2-yl)cyclopropyl)pyrido[2,3-djpyridazin-
5(6H)-one;
syn4-(pyridin-4-yl)-6-(2-(quinolin-2-yl)cyclopropyl)pyrido[2,3-d]pyridazin-
5(6H)-one;
anti 2-(2-(6-fluoroquinolin-2-yl)cyclopropyl)-8-(pyridin-4-yljphthalazin- 1 (2H)-
one;
syn 2-(2-(6-fluoroquinolin-2-yl)cyclopropyl)-8-(pyridin-4-yl)phthalazin-1(2H)-
one;
anti 7-fluoro-3-(pyridin-4-y1)-5-(2-(quinolin-2-yl)cyclopropyl)thienof 3,2-
clpyridin-4(5H)-one;
syn 7-fluoro-3-(pyridin-4-y1)-5-(2-(quinolin-2-yl)cyclopropyl)thieno[3,2-
clpyridin-4(5H)-one;
anti 3-(2-fluoropyridin-4-yl)-5-(2-(6-fluoroquinolin-2-yl)cyclopropyl)thieno[ 3,2-
clpyridin-4(5H)-one; .
syn 3-(2~ﬂuoropyridin—4—y1)—5—(2-(6—ﬂuoroquino1ih—2—yl)cyclopropyl)thieno[3,2—
cipyridin-4(5H)-one; A
anti 5-(2-(6-fluoroquinolin-2-yl)cyclopropyl)-3-(pyridin-4-yl)thieno [3 2=
clpyridin-4(5H)-one;
syn 5-(2-(6-fluoroquinolin-2-yl)cyclopropyl)-3-(pyridin-4-yl)thieno[3,2-cJpyridin-
4(5H)-one;
anti 3-(pyrimidin-5-y1)-5-(2-(quinolin-2-yl)cyclopropyl)thieno[3,2-¢c]pyridin-
4(5H)-one;
syn 3—(pyrimidin-S—yl)—S-(2—(quino lin-2-yl)cyclopropyl)thieno[3,2-c]pyridin-
4(5H)-onc;
anti 3-(pyrimidin-5-yl)-5-(2-(quinolin-2-yl)cyclopropyl)thieno[3,2-c]pyridin-
4(5H)-one; ‘
syn 3—(pyrimidin—S-yl)-S—(2-(quinolin-2-yl)cyclopropyl)thieno[3,2-c]pyridin—
4(5H)-one;
anti 3-(pyrimidin-5-yl)-5-(2-(quinolin-2-yl)cyclopropyl)thieno[3,2-c]pyridin-
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4(5H)-one;

syn 3-(pyrimidin-5-y1)-5-(2-(quinolin-2-yl)cyclopropyl)thieno[3,2-c]pyridin-

4(5H)-one;

anti 3-(6-fluoropyridin-3-yl)-5-(2-(quinolin-2-yl)cyclopropyl)thieno[3,2-
¢]pyridin-4(5H)-one;

syn 3-(6-fluoropyridin-3-yl)-5-(2-(quinolin-2-yl)cyclopropyl)thieno[3,2-clpyridin-
4(5H)-one;

anti 3-(2-methylpyrimidin-5-yl)-5-(2-(quinolin-2-yl)cyclopropyl)thieno{3,2-~
clpyridin-4(5H)-one;

syn 3-(2-methylpyrimidin-5-yl)-5-(2-(quinolin-2-yl)cyclopropy!)thieno{3,2-
clpyridin-4(5H)-one;

anti 3-(pyridazin-4-y1)-5-(2-(quinolin-2-yl)cyclopropyl)thieno[3,2-c}pyridin-
4(5H)-one;

syn 3-(pyridazin-4-yl)-5-(2~(quinolin-2-yl)cyclopropyljthieno[3,2-c]pyridin-
4(5H)-one; |
anti 3-(2-fluoropyridin-4-yl)-5-(2-(quinolin-2-yl)cyclopropyljthieno{3,2-
clpyridin-4(5H)-one;

syn 3-(2-fluoropyridin-4-yl)-5-(2-(quinolin-2-yl)cyclopropyl)thieno[3,2-clpyridin-
4(5H)-one; 4 o ;

anti 3-(morpholin-4-y1)-5[2-(quino 1in-2-y1)cyclopropyl]thieno[3,2—c]pyﬁdin—
4(5H)-one;

syn 3-(morpholin-4-yl)-5[2-(quinolin-2-yl)cyclopropyl]thieno[3,2-c]pyridin-
4(5H)-one; )

anti 3-(pyridin-3-yl)-5-[2-(thieno[3,2-b]pyridin-5-yl)cyclopropyljthienof3.2-
clpyridin-4(5H)-one;

syn 3-(pyridin-3-yl)-5-[2-(thieno[3,2-b]pyridin-5-yl)cyclopropyljthieno[3,2-

clpyridin-4(5H)-one;

anti 3-(pyridin-3-yl)-3-[2-(quinolin-2-yl)cyclopropyl]jthieno[3,2-c]pyridin-4(5H)-
one;
syn 3-(pyridin-3-yl)-5-[2-(quinolin-2-yl)cyclopropyljthieno[3,2-cJpyridin-4(5H)-
one;

anti 3-(pyrimidin-5-yl)-5-[2-(quinolin-2-yl)cyclopropy!]thieno[2,3-d]pyridazin-
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4(5H)-one;
syn 3-(pyrimidin-5-yl)-5-[2-(quinolin-2-yl)cyclopropyljthieno[2,3-d]pyridazin-
4(5H)-one;
anti 3-(pyridin-4-y1)-5-[2-(thieno[3,2-b]pyridin-5-yl)cyclopropyl]thieno[2,3-
d]pyridazin-4(5H)-one;
syn -(pyridin-4-yl)-5-[2-(thieno[3,2-b]pyridin-5-yl)cyclopropyl]thieno[2,3-
d]pyridazin-4(5H)-one;
anti 3-(pyridin-4-y1)-5-[2-(thieno[3,2-b]pyridin-5-yl)cyclopropyljthieno[3,2-
cJpyridin-4(5H)-one;
syn 3-(pyridin-4-y1)-5-[2-(thieno[3,2-b]pyridin-5-yl)cyclopropyljthieno[3,2-
clpyridin-4(5H)-one;
anti 3-(pyridin-4-yl)-5-[2-(quinolin-2-yl)cyclopropyl]thieno[3,2-c]pyridin-4(5H)-
one;
syn 3-(pyridin-4-y1)-5-[2-(quinolin-2-yl)cyclopropyl]thieno[3,2-c]pyridin-4(5H)-
one; |
anti 3-(pyridin-4-yl)-5-[2-(quinolin-2-yl)cyclopropylithieno[2,3-d]pyridazin-
4(5H)-ong; ' _
syn 3-(pyridin-4-y1)-5-[2-(quinolin-2-yl)cyclopropyl]thieno[2,3-d]pyridazin-
4(5H)-one; .
anti 5-(pyrimidin—5-yI)—2—[2-(quino 1in—2~y1)cyclopr0pyl]isoquind lin-1(2H)-one;
syn 5-(pyrimidin—S-yl)—2-[2—(quinolin-Z-yI)Cj}clopropyl]isoquino lin-1(2H)-one;
anti 5-(pyridin-4-y1)-2-[2-(quino 1in—2—yl)cyclopropyl]isoquino lin-1(2H)-one;
syn 5-(pyridin-4-yl)-2-[2-(quinolin-2-yl)cyclopropyl]isoquinolin-1(2H)-one;
anti 5-(pyridin-3-yl)-2-[2-(quinolin-2-yl)cyclopropyllisoquinolin- 1(2H)-one;
syn 5-(pyridin-3-yl)-2-[2-(quinolin-2-yl)cyclopropyljisoquinolin-1(2H)-one;
anti 5-(morpholin-4-y1)-2-(2-(quinolin-2-yl)cyclopropyl]isoquinolin-1 (2H)—one; :
syn 5-(morpholin-4-yl)-2-(2-(quinolin-2-yl)cyclopropyljisoquinolin-1(2H)-one;
anti 4-fluoro-&-(pyrimidin-3-y1)-2-(2-(quinolin-2-yl)cyclopropyl)isoquinolin-
1(2H)-one;
syn 4-fluoro-8-(pyrimidin-5-yl)-2~(2-(quinolin-2-yl)cyclopropyl)isoquinolin-
1 (ZH)—ohe;
8-(pyridin-4-y1)-2-[2-(quinolin-2-yl)ethyljpyrido[3,4-d]pyridazin-1(2H)-one;
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5-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl}-7-(1-methyl-1H-imidazol-4-yl)-3-
(pyridin-4-yl)thieno[2,3-d]pyridazin-4(5H)-one;
5-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-7-(1-methyl-1H-pyrazol-4-yl)-3-(pyridin-
4-yhthieno[2,3-d}pyridazin-4(5H)-one;
5-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-7-(pyridin-3-yl)-3~(pyridin-4-
yhthieno[2,3-d}pyridazin-4(5H)-one;
5-[2-(6-chloroquinolin-2-yl)ethyl]-3-(pyridin-4-yl)thieno[3,2-c]pyridin-4(5H)-
one;
5-[2-(3-methylquinolin-2-yl)ethyl}-3-(pyridin-4-yl)thieno[3,2-c]pyridin-4(5H)-
one;
5-[2-(8-fluoroquinolin-2-yl)ethyl]-3-(pyridin-4-yl)thieno[3,2-c]pyridin-4(SH)-
one;
5-[2-(6-fluoroquinolin-2-yl)ethyl]-3-(pyridin-3-yl)thieno[3,2-c]pyridin-4(5H)-
one;
5-[2-(6-fluoroquinolin-2-yl)ethyl]-3-(pyridin-4-yljthieno[3,2-c]pyridin-4(5H)-
one;
5-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-3-(pyridin-3-yljthieno[3 ,2;c]pyridin—
4(5H)-one;
3-(pyridin-4-yl)-5-[2-(quinoxalin-2-yl) ethyl]thieno[2,3-d]pyridazin-4(SH)-one;
5-[2-(1,5-naphthyridin-2-yl)ethyl]-3-(pyridin-4-yl)thieno[2,3-d]pyridazin-4(SH)-
one;
5-[2-(1H-indazol-1-yl)ethyl]-3-(pyridin-4-yhthieno[2,3-d]pyridazin-4(5H)-one;
3-(1-methyl-1H-pyrazol-3-yl)-5-[2-(quinolin-2-yl)ethyl}thieno[2,3-d]pyridazin-
4(5H)-one;
3-(1H-pyrazol-3-yl)-5-[2-(quinolin-2-yl)ethyl}thieno[2,3-d]pyridazin-4(5H)-one;
5-[2-(1H-benzimidazol-1-yl)ethyl]-3-(pyridin-4-yl)thieno[2,3-d]pyridazin-4(5H)-
one;
5-[2-(1H-benzimidazol-2-yl)ethyl]-3-(pyridin-4-yl)thieno[2,3-dpyridazin-4(5H)-
one;
5-[2-(6-chloroquinolin-2-yl)ethyl]-3-(pyridin-4-yl)thieno(2,3-d]pyridazin-4(5H)-
one;

3-(pyridin-3-ylethynyl)-5-[2-(quinolin-2-yl)ethyl]thieno[2,3-d]pyridazin-4(SH)-
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one;
3-(pyridin-4-ylethyny!)-5-[2-(quinolin-2-yl)ethyl]jthieno[2,3-d]pyridazin-4(SH)-
one;

5-[2-(3,5-dimethylpyridin-2-ylethyl}-3-(pyridin-4-ylthieno[2,3-d Jpyridazin-
4(5H)-one;

5-[2-(7-fluoroquino lin-2-yl)ethyl]-3-(pyridin-4-yl)thieno[2,3-d]pyridazin-4(5H)-
one; '
5-[2-(pyrazin-2-ylethyl]-3-(pyridin-4-yl)thieno[2,3-d]pyridazin-4(5H)-one;
2-[2-(1,6-naphthyridin-2-yl)ethyl}-8-(pyridin-4-yl)isoquinolin-1(2H)-one;
2-[2-(8-fluoroquinolin-2-yl)ethyl]-8-(pyridin-4-yl)isoquinolin-1(2H)-one;
8-(pyridin-4-y1)-2-[ 1-(quinolin-2-yl)propan-2-yl}jisoquinolin-1(2H)-one;
2-[2-(3-methylquinolin-2-yl)ethyl]-8-(pyridin-4-yl)isoquinolin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-(1H-pyrazol-3-yl)phthalazin-1(2H)-one;
8-(morpholin-4-yl)-2-{2-(quino Iin—2-yl)ethyl]phthalazin- 1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-(1-oxa-4,9-diazaspiro[5.6Jdodec-9-
yl)phthalgzin— 1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-(2-oxa-7-azaspiro[3.5]non-7-
yDphthalazin-1(2H)-one; ,
8-[(3R)-3-hydroxypiperidin-1-yl}-2-[2-(imidazo[1,2-a]pyridin-2-
yl)ethyl]phthalazin-1(2H)-one; |
8-[(3S)-3-hydroxypiperidin-1-yl}-2-[2-(imidazo[ 1,2-alpyridin-2-
yDethyl]phthalazin-1(2H)-one; '
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-(2-0xa-6-azaspiro[3.3 Thept-6-
yDphthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8~(1,2-0xazolidin-2-yl)phthalazin-1(2H)-
one; ,
8-(hexahydrocyclopenta[b][1,4Joxazin-4(4aH)-yl)-2-[2~(imidazo[1,2-a]pyridin-2-
yl)ethyl]phthalazin-1(2H)-one;
2-[2-(imidazo[1,2~a]pyridin-2-yl)ethyl}-8-(tetrahydrofuran-3-yl)phthalazin-1(2H)-
one;

2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-(3-oxa-8-azabicyclo[3.2.1Joct-8-
yl)phthalazin-1(2H)-one;
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2-[2~(imidazo|1,2-a]pyridin-2-yl)ethyl]-8~(2-oxa-6-azaspiro[ 3.4 Joct-6-
yDphthalazin-1(2H)-one;
2-[2~(imidazo[1,2-alpyridin-2-yl)ethyl]-8-(2,2,6,6-tetrafluoromorpholin-4-
yl)phthalazin-1(2H)-one;
8-(4-hydroxypiperidin-1-yl)-2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl|phthalazin-
1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-(2-methylpyrimidin-5-yl)phthalazin-
1(2H)-one;
8-(2-cyclopropylpyrimidin-5-yl)-2-[2-(imidazo[ 1 ,2-a]pyridin-2-
yhethyljphthalazin-1(ZH)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-(pyridazin-4-yl)phthalazin-1(2H)-one;
8-(5-fluoropyridin-3-yl)-2-[2-(imidazo[1,2-a]pyridin-2-yl)ethylJphthalazin-1(2H)-
one;
8-[2-(3-fluorophenyl)morpholin-4-yl}-2-[2-(imidazo[ 1,2-a]pyridin-2-
yDethyl]phthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl}-8-(2-methoxypyrimidin-5-yl)phthalazin-
1(2H)-one; ‘ A '
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-[2-(trifluoromethyl)pyridin-4-
yl]phthalazin-1(2H)-one;
2-[2~(imidazo[1,2-a]pyridin-2-yDethyl]-8-(8-oxa-3-azabicyclo[3.2.1]oct-3-
ylphthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-[2-(trifluoromethyl ymorpholin-4-
yl]phthalazin-1(2H)-one;
8-(2,2-dimethyimorpholin-4-yl)-2-[2-(imidazo[1,2-a]pyridin-2-

yl)ethyl]phthalazin-1(2H)-one;

8-[2-(4-chlorophenyl)morpholin-4-yl]-2- [2 -(imidazo[1,2-a]pyridin-2-
yl)ethyl]phthalazin— 1(2H)-one,
8-[2-(3,4-difluorophenyl)morpholin-4-y1}-2-[2-(imidazo[ 1,2-a]pyridin-2-
yhethyljphthalazin-1(2H)-one; ‘

2—[2—6midazo[ 1,2-ajpyridin-2-yl)ethyl}-8-(piperidin-4-yl)phthalazin-1(2H)-one;
2-[2-(imidazo[1,2-alpyridin-2-ylethyl]-8-(tetrahydro-2H-pyran-4-yl)phthalazin-
1(2H)-one;
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8-(2,6-diazabicyclo[3.2.1]Joct-6-yl)-2-[2-(imidazo[ 1,2-a]pyridin-2-
yl)ethyl]phthalazin-1(2H)-one; |
8-[(18,55)-3,6-diazabicyclo[3.2.0Thept-3-y1]-2-[2-(imidazo[1 ,2-a]pyridin—2~
yhethylphthalazin-1(2H)-one;
8~(furan-2-yl)-2-[2-(imidazo[1,2-alpyridin-2-yl)ethyljphthalazin-1(2H)-one;

2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-(1-methyl-1H-pyrazo 1—4§yl)phthalazin-

1(ZH)-one;

8-(hexahydropyrrolo[3,4-c]pyrrol-2( 1 H)-yl)-2-[2-(imidazo[1,2- a]pymdln 2-
yhethyl]phthalazin-1(2H)-one;
8-(2,7-diazaspiro[4.4]non-2-yl)-2-[2-(imidazo[1,2~ a}pyndm—Z—
yhethyllphthalazin-1(2H)-one; : :
8-[(185,45)-2, S—dlazablcyclo[z.z.1]hept—2—y1]-2—[2-(imidazo{.l&»a]pyridin%.—
yDethyl]phthalazin-1(2H)-one; o
8-(2,7-diazaspiro[3.5]non-7-yl)-2-[2-(imidazol], 2—a]pymdm 2-
yl)ethyl]phthalazin-1(2H)-one;

8-(2,6-diazaspiro[3.5Jnon-6-yl)-2- [2—(1m1dazo[1 2- a]py‘rldm—z-
ylethyl]phthalazin-1(2H)-one;
8-(piperidin-4-yl)-2-[2-(5,6,7,8-tetrahydroimidazo[1,2-a]ps ymdm~2-. -
yl)ethyl]phthalazin-1(2H)-one;
8-[2~-(aminomethyl)-4-chloropyrrolidin-1-yl}-2- [2 (mldazo{l 2- a]pyndm-z-
yhethyllphthalazin-1(2H)-one;

2-[2~(imidazo[1 ,2—a}pyr1dm—2—yl)ethyl}—4,8-d.i(pyridin-4-yl)phthalazin—i (2H)-one;

2-[2~(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-[(3aR,48S,7 R, 7TaS)-octahydro-1H-4,7-
epiminoisoindol-8-yl]phthalazin-1(2H)-one; ,
8-[5-(4-chlorophenyl)-2,5-diazabicyclo[2.2.1]hept-2-yl]-2-[2-(imidazo[1,2- -
a]pyridin-2-yl)ethyljphthalazin-1(2H)-one; |
4-bromo-2-[2~(imidazo[1,2-alpyridin-2-yl)ethyl]-8- (pyr1d1n—4-y1)phthalazm—
1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-[(3aS,8aS)-octahydropyrrole[3,4- .
c)azepin-2(1H)-~yl]phthalazin-1(2H)-one; '
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-[(3aS,8aR)- octahydropyrrolo[B 4-
clazepin-2(1H)-yl]phthalazin-1(2H)-one;
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tert-butyl (3aR,45,7R,7aS)-8~{3-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-4-0x0-3,4-
dihydrophthalazin-3-yl}octahydro-2H-4,7-epiminoisoindole-2-carboxylate;
8-(hexahydro-5H-furo{2,3-c]pyrrol-5-yl)-2-[2-(imidazo[ 1,2-alpyridin-2-
ylethyl]phthalazin-1(2H)-one; |
2-[2-(imidazo[1,2-a]pyridin-2-yDethyl}-8-(1,2,3,6-tetrahydropyridin-4-
yl)phthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yhethyl}-8-[(3S)-tetrahydrofuran-3-

ylamino]phthalazin-1(2H)-one;

2-[2-(imidazo[ 1,2-a]pyridin-2-yl)ethyl]-&- [(SR)-tetrahydrofuran—B-

ylamino]phthalazin-1(2H)-one;

8- {[5—(hydroxymethyi)—1 4‘-d1oxan—2—yl]me’éhoxy}k-2—[2-(imidazo[1 ,2-ajpyridin-2-
ylethyl]phthalazin-1(2H)-one;

- 2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-(oxetan-3 —yloxy)phthalazm-](ZH) -0ne;
o 2-[2- (mudazo[l,wa]pyrldm—Z—yl)ethyl]—8—(pyr1dm—4-ylmethoxy)phthalaz;n—‘
“1(2H)-one;

f2-(imidazo[1,2-a]pyridin-2- yl)ethyl] -8- (morpholm— ~ylmethyl)phthalazin-
1(2H)-one; )
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-(pyridin-3-yloxy)phthalazin-1(2H)-one;

,2-[2—(imidazo[1,2»a}pyridin—2—y1)ethyl]—8-[(oxetan—3~ylmethyl)amino]phthalazin- :

1(2H}-one;
2-[2-(imidazo[1,2-a}p3¢idin-2—y1)ethy1}-8—(’tetrahydro—2H—pyran—4-
ylamino)phthalazin-1(2H)-one;

. 2-[2-(imidazo[1 2-a]pyridin~ -yDethyl]-8-[(1-methylazetidin-3-

yl)amino Jphthalazin-1(2H)-one;
2-[2-(imidazo[1,2- d]pyr1d1n~2-yl)ethyl] -8-(1, 3-oxazol~2—ylammo)phthalazm-
1(2H)-one; '

. 2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-[methyl(oxetan-3-yl)amino]phthalazin-

1(2H)-one;
2-‘[2—(inlidazo [1,2-a]pyridin-2-yhethyl]-8-(piperidin-4-ylamino)phthalazin-1(2H)-

one;

. 8-[(1-acetylpiperidin-3-yl)amino]-2-[2-(imidazo[1,2-a]pyridin-2-

yl)ethyljphthalazin-1(2H}-one;
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8-[(1-acetylpiperidin-4-yl)amino]-2-[ 2~(imidazo[ 1,2-a]pyridin-2-
yDethyl]phthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a}pyridin-2-yl)ethyl]-8-(tetrahydrofuran-3-ylamino)phthalazin-
1(2H)-one;
2-[2-(imidazof1,2-a]pyridin-2-yl)ethyll-8-(tetrahydro-2H-pyran-3-
ylamino)phthalazin-1(2H)-one; _
2-[2-(imidazo[1,2-a}pyridin-2-yl)ethyl]-8~(piperidin-3-ylamino)phthalazin- 1 (2H)-
one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8- {methyl[(3-methyloxetan-3-
yDmethylJamino} phthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl]-8-(oxetan-3-ylamino)phthalazin-1(2H)-

. one;

8-{[(3aS,4S ,6aS)—0 ctéhydrécyclopenta[’q]pyrro 1—4-yﬁnethyl] amino }-2-[2-(5,6,7,8-
tetrahydroimidazo[ 1 ,2—a]pyﬁdin—2—y1)efhy1]phthalazin~ 1(2H)-one;

5-(morpho lin-4-yl)-2- [2-(quinolin-2-yl)ethyl Jphthalazin-1(2H)-one;
2-[2-(1H-benzimidazol-2-yl)ethyl]-5-(pyridin-4-yl)phthalazin-1(2H)-one;
4-(pyridin-3-yl)-2-[2-(quino lin—2—yl)ethjzi]phthalazin—l (2H)-one;

5+( 1 A4-dihydropyrimidin-5-y1)-2-[2-(5 ,6,7 ,8-tetrahydroimidazo[1,2-a]pyridin-2-
yDethyl]phthalazin-1(2H)-one2-[2-(imidazo[ 1 ,2—a]pyridin—2-y1)efhyl] -5-(pyridin-
4-yl)phthalazin-1(2H)-one; | '
5-(pyridin-3-yl)-2-[2-(quinolin-2-yl)ethyl]phthalazin-1(2H)-one;
2-[2-(imidazo[1,2-a]pyridin-2-yl)ethyl}-8- {[(3-methyloxetan-3 -yl),methyl] amino}-
phthalazin-1(2H)-one;

’ 4-(‘pyridin74_-yl)—6~[2—(quinohn—2—y1)ethy1]pyrido{2,3-d]pyridazin—S(tSH)—one;

4-(morpholin-4-yl)-6-[2-(quinolin-2-yl)ethylpyrido[2,3-d]pyridazin-5(6H)-one;
4-(oxetan-3 —yiamino)-6— [2-(quinolin-2-yl)ethyl]pyrido[2,3-d]pyridazin-5(6H)-
one;

2-[2-(6-methoxypyridin-2-yl)ethyl]-8-(pyridin-4-yl)isoquinolin-1(2H)-one;

2- [2—( 1,3-benzothiazol-2-yl)ethyl}-8-(pyridin-4-yl)isoquinolin-1(2H)-one;
2-[2-(5-methylpyridin-2-yl)ethyl]-8-(pyridin-4-yl)isoquinolin-1(2H)-one;
5-[(E)-2-(6-methoxyquinolin-2-yl)ethenyl]-3~(pyridin-4-yl)thieno[3,2-c]pyridin-
4(5H)-one;
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8-(pyridin-4-y1)-2-[(E)-2-(quinazolin-2-yl)ethenyl Jisoquinolin-1(2H)-one;
5-[(E)-2-~(6-chloroquinolin-2-yl)ethenyl]-3-(pyridin-4-yl)thieno[3,2-e]pyridin-
4(5H)-one;
5-[(E)-2~(3-methylquinolin-2-yl)ethenyl]-3-(pyridin-4-yl)thieno[3,2-c]pyridin-
4(5H)-one;
8-(pyridin-4-yl)-2-[(E)-2-(quinolin-2-yl)ethenylJisoquinolin-1(2H)-one;
5-[(E)-2-(1,3-benzothiazol-2-yl)ethenyl]-3-(pyridin-4-y1)thieno[3,2-clpyridin-
asHyone;
3~(pyridin-4-yl)-5-[(E)-2-(quinolin-2-yl)ethenylJthieno[3,2-c]pyridin-4(5H)-one;

and the enantiomers thereof, the N-oxides thereof, the prodrugs thereof as defined
in claim 1, the tautomers thereof, and the hydrates thereof, and the

pharmaceutically acceptable salts thereof.

The compound as claimed in claim 1 being anti (rac) 8-(pyridin-4-yl)-2-(2-
(quinolin-2-yl)cyclopropyl)isoquinolin-1(2H)-one, or an enantiomer thereof, or a
N-oxide thereof, or a tautomer thercof or a hydrate thereof, or a pharmaceutically

acceptable salt thereof.

The compound as claimed in claim 1 being anti 3~(pyridazin-4-yl)-5-(2-(quinolin-
2-yhcyclopropyl)furo[3,2-c]pyridin-4(5H)-one, or an enantiomer thereof, or a N-
oxide thereoﬁ or a tautomer thereof or a hydrate thereof, or a phamnaceuticallfy

acceptable salt thereof.

The compound as claimed in claim 1 being anti 3-(pyridin-4-yl)-5-(2-(quinolin-2-

yl)cyclopropyl)furo[3,2-c]pyridin-4(5H)-one, or an enantiomer thereof, or a N-
oxide thereof, or a tautomer thereof or a hydrate thereof, or a pharmaceutically

acceptéble salt thereof

The compound as claimed in any one of the preceding claims for use in therapy.
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Pharmaceutical composition which comprises at least one compound as claimed

in any one of claims 1 to 36 and at least one excipient.

The compounds according to any of claims 1 to 36 for use in treating a medical
disorder selected from neurological and psychiatric disorders, which can be

treated by inhibition of phosphodiesterase type 10A.

The compounds according to any of claims 1 to 36 for use in treating CNS

disorders in a mammalian,

The compounds according to any of claims 1 to 36 for use in treating a disorder or
dysfunction selected from schizophrenia in a mammalian, cognitive dysfunction
associated with schizophrenia in a mammalian, bipolar disorders in a mammalian,
depression in a mammalian, cognitive dysfunction associated with Alzheimer's
disease in a mammalian, diet-induced obesity in a mammalian, Huntingfon's

disease in a mammalian, anxiety and substance-related disorders in a mammalian.



