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Patent Claims

1. Compounds of the formula |

R4
= r o =
R2
>~ N .
N
R R
R3
in which .
R denotes Ar or Het, LD
R? Laturated or aromatic 6-

MRIC(R)21N(RY)2, NRYC(RYzlHet, NHCON(R®),,
NHCONH[C(R®)2]:N(R®)2, NHCONHIC(R*):]Het, )
[C(R*)2INHCO[C(R)21aN(R?)2, [C(R*)2]aNHC OIC(R®)2ls-

Het, CON(R®),, CONRYC(R*)21.N(R);,
CONRYC(RY,],NR*COOA, CONRIC(RM2].0R?,
CONRY[C(R®);].Het, COHet, COA, CH=CH-COOR?,
CH=CH-N(R®), and/or =0 (carbonyl oxygen),

denotes H or A,

each, independently of one another, denote H, Hal, A,

OR3, CN, COOR?®, CON(R®),, NR*COA, NRS0,A,

SON(RY, or S(O)rA,
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Ar denotes phenyl, naphthyl or biphenyl, each of which }

CON(R®)2, NR*COA, NR>S02A, SO:N(R%),
CO-Het, Het, O[C(R®)2]N(RY)2, O[C(R)21 M

10

Het

ol

15

20
NHROO[C(R?)2lsHet!, NHCONH[C(R*)21,N(R>)2,
CONHIC(R)2]aHet', OCONH[C(R*)2N(RY)2,
OCONHIC(R?)zlnHet', CO-Het", CHO, COA, =8, =NH,
=NA and/or =0 (carbonyl oxygen),

and where a ring nitrogen may be oxidised,

denotes a monocyclic saturated heterocycle having 1 to
2 N and/or O atoms, which may be mono- or disubsti-
tuted by A, OA, OH, Hal and/or =0 (carbonyl oxygen),
denotes unbranched or branched alky! having 1-10 C
atoms, in which 1-7 H atomns may be replaced by F
and/or in which one or two non-adjacent CHz groups
may be replaced by O, NH, 8, 80, SO, and/or by
CH=CH groups,

or
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cyclic alkyl having 3-7 C atoms,

Hal denotes F, Cl, Brori,
m denotes 0, 1 or 2,
n denotes 0, 1, 2, 3 or 4,
) > p denotes 1, 2, 3 or 4,
and pharmaceutically usable derivatives, solvates, sg s', tautomers
and stereoisomers thereof, including mixiures in all ratios.
10 2. Compounds according to Claim 1 in which
R? " denotes an unsaturated, satdrated or aromatic O
6-membered heterocycle Aaving 1 to 4 N and/for O
C-- “ atoms, which may be y ubstituted or mono-, di- or
15" trisubstituted by Hal /A, [C(R%)21,0R% N=CR°N(R%,, CN,
COOR?, [CRY)2APIR®)2, [C(R)zlaHet, O[C(R®)],OR’,
OIC(R*)z1N(R7f2, O[C(R?)2InCECIC(RY)INR )2,
O[CRY)ANO (R)2, OIC(R)alaHet, NRUC(R)2IaN(RY)z,
i NRICRYHet, [CRY2INHCO[C(RY:NRY:.
INHCOIC(RY]oHet, CONRIC(RMINRY):,
RIC(R*,].NR*COCA, CONRY[C(R%)2]:OR?,
ONR[C(R%)2],Het, COHet, CH=CH-COOR?,
CH=CH-N(R®) and/or =O (carbony! oxygen), @
25 and pharffaceutically usable derivatives, solvates, salts, tautomers
(~ and stgrecisomers thereof, including mixtures thereof in all ratios.

bmpounds according fo Claim 1 or 2 in which

Ar denotes phenyl, naphthyl or biphenyl, each of which is
unsubstifuted or mono-, di- or trisubstituted by A, Hal,
CN, S(O)wA, NRCOA, CON(R®),, OIC(R¥)21N(R),,
[C(R}.],0R?, CONRIC(R%),]:N(R®), and/or
CONRIC(R),]Het,

and pharmaceutically usable derivatives, solvates, salts, tautomers

and stereoisomers thereof, including mixtures thereof in all ratios:
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4. Compounds according to one or more of Claims 1-3 in which |
R* R* dencte H, '
and pharmaceutically usable derivatives, solvates, salts,

(all ratios.

dutomers

and sterecisomers thereof, including mixtures thereof |

/-4 in which

Het denotes a mono-, bi- or tricyclic sfturated, unsaturated

1to4 N, O and/or S

C-I atoms, which may be unsubétituted or mono-, di-, tri-,
A tetra- or pentasubstituteddby A, CHO, COOR?,

C CON(R®)z, [C(R*)zlHgt", [C(R*):2IOR”, [C(RO)2InN(R )2,

15 O[C(R}]Het' and/gr =0 (carbony! oxygen),
itrogen may be oxidised,

5. Compounds according to one or more of Claims

10 or aromatic heterocycle having

and where a ring
and pharmaceutically usable derivatives, solvates, salts, tautomers

and stereoisomers theregf, including mixtures thereof in all ratios.

20

6. Compounds accorgifig to one or more of Claims 1-5 in which

25 and phapmnaceutically usable derivatives, solvates, salts, tautomers
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Zompounds according fo one or more of Claims 1-6 in which

/A denotes unbranched or branched alkyl having 1-8 C
atoms, in which 1-7 H atoms may be replaced by F
and/or Cl,

and pharmaceutically usable derivatives, solvates, salts, tautomers

and sterecisomers thereof, including mixtures thereof in all ratios,

Compounds according to one or more of Claims 1-7 in which
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R denotes Ar or benzo-2,1,3-thiadiazolyl,
and pharmaceutically usable derivatives, solvates, salts, tautompers
and stereoisomers thereof, including mixtures therecf in all r#ftios.

Compounds according to ene ar more of Claims 1-8 in A hich

R® denotes H, methyi, ethyl or propyl,  /

and pharmaceutically usable derivatives, solvategf salis, tautomers
and stereoisomers thereof, including mixtures ereof in all ratios.

Compounds according to one or more of £laims 1-9 in which

R denotes pyrimidinyl, pyrigézinyl, pyridinyl, 1,3-oxa-
zinanyl, morpholinyl, p'ricfiny[ or piperazinyl, each of
which is unsubstitui#d or mono-, di- or trisubstituted by
Hal, A, [C(R%21.0R%, N=CR*N(R%);, CN, COOR®,
[CRY21N(R¥ [C(R)2]Het, OIC(R)3],OR?,
OIC(R)21uR%)3, O[CRYICECICRIN(RY),
OIC(RMEN"O(R),, OIC(R®)z]aHet, NRIC(RY)21.NRY),,
NRGAR®)21Het, [CR)2NHCOICR)21N(R,
[C{E:INHCO[C(R 2l Het, CONRYC(R?)2],N(R®),
ZONRYC(R®,1.NR*COOA, CONRC(R,1,0R®,
CONR[C(R)].Het, COHet, CH=CH-COOR?,
CH=CH-N(R®), andfor =0 (carbony! oxygen),

and pftarmaceutically usable derivatives, solvates, salts, tautomers

any’ sterecisomers thereof, including mixtures thereof in ali ratios.

Compounds according to one ar more of Claims 1-10 in which

Het denotes piperidinyl, piperazinyl, pyrrolidinyl, morpholiny,
furyl, thienyl, pyrrolyl, imidazolyl, pyrazolyl, oxazolyl,
isoxazolyl, thiazolyl, isothiazolyl, pyridy!, pyrimidinyl, tri-
azolyl, tetrazolyl, oxadiazolyl, thiadiazolyl, pyridazinyl,
pyrazinyl, benzimidazoly!, benzotriazolyl, indolyl, benzo-

1,3-dioxolyl, indazolyl, azabicyclo[3.2.1]octyl, aza-

)
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bicyclo[2.2.2]octyl, imidazolidinyl, azepanyl or benzgfd

[C(R*)21N(R%)2, O[C(R®)lnHet’ and/or =¢/(carbonyl
oxygen),
and where a ring nitrogen may be gfidised,
and pharmaceutically usable derivatives, solvgftes, salts, tautomers
and stereoisomers thereof, including mixturgs thereof in all ratios.

Compounds according to one or more, £t Claims 1-11 in which

Het' denotes pyrrolidine, p'r?ciine, piperazine or morpho-
line, each of which j€ unsubstituted or mono- or disub-
stituted by A and by =0 (carbonyl oxygen),

and pharmaceutically usablg derivatives, solvates, salts, tautotners

and stereoisomers ther , including mixtures thereof in all ratios.

Compounds accordihg o one or more of Claims 1-12 in which
denbtes Ar or Het,

Enotes pyrimidinyl, pyridazinyl, pyridinyl, 1,3-oxa-
zinanyi, morphotinyl, piperidiny! or piperazinyi, each of
which is unsubstituted or mono-, di- or trisubstituted by
Hal, A, [C(R%)2],0R?, N=CR3N(R®), CN, COOR?,
[CR®2IN(R®)z, [C(R®:lHet, O[C(R®)2],0R’,
O[C(R?)21aN(R’)z, O[C(R®)2]nC=CIC(R%)2]N(R ),
OIC(R¥)I.N*O(RY,, O[C(R®)2]Het, NRIC(R*2INR):,
NRC(R®)zlaHet, [C(R)2l:INHCO[C(R)J:N(R®),
[C(R®)21.NHCO[C(R?)z]nHet, CONRIC(RLIN(RY),
CONRC(R},1.NR*COO0A, CONRIC(R®),1:0R?,
CONRIC(R®,],Het, COHet, CH=CH-COOR®,
CH=CH-N(R®);, and/or =O (carbonyl oxygen),

R? denotes H, methyl, ethyt ar propyl,
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R4, R* denote H,
Ar denotes phenyl, naphthyl or biphenyl, each of whig 1
CN, S{O)mA, NR*COA, CON(R®,, O[C(Ra)z](R3)z,
[C(R*,].0R?, CONRYC(R™21:N(R>),
CONRYC(RY)]Het, .
Het denotes piperidinyl, piperazinyi, pyrTg ldmyl morphaolinyl,
furyl, thienyl, pyrrotyl, imidazolyl, g razolyl, oxazolyl,
isoxazoly, thiazolyl, isothiazoly) yridy!, pyrimidinyl, tri-
azolyl, tetrazolyl, oxadiazoly)/thiadiazolyl, pyridazinyl,
pyrazinyl, benzimidazoly!l Menzotriazolyl, indolyl, benzo-
1,3-dioxolyl, indazolyl, A abicyclo[3.2.1]oc’cyl, aza-
bicyclo[2.2.2]octyl, ipfidazolidinyl, azepanyl or benzo-
2,1,3-thiadiazolyl./
mono-, di-, tri- fetra- or pentasubstituted by A, CHO,
COOR?®, COM(RY),, [C(RY]nHet', [C(R%)21.0R3,
[CRY2]MR)2, O[C(RY2]Het' andfor =0 (carbonyi

ach of which is unsubstituted or

andvhere a ring hitrogen may be oxidised,

Het! dénotes pyrrolidine, piperidine, piperazine or marpho-
line, each of which is unsubstituted or mono- or disub-
stituted by A andfor =0 {carbonyl oxygen),

denotes unbranched or branched alkyl having 1-8 C
atoms, in which 1-7 H atoms may be replaced by F
andfor Cl,

denotes F, Cl, Brorl,

denotes 0, 1 or 2,

denotes 0, 1, 2, 3 or 4,

denotes 1, 2, 3 or 4,

and pharmaceutically usable derivatives, solvates, salts, tautomers

and stereoisomers thereof, including mixiures thereof in all ratios.

O
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14. Compounds according to Claim 1, selected from the group

/|

No. Name and/or structure /
"A1" | 2-[3-(B-methyipyrimidin-2-y)benzyl}-6-(3,4, 5-Hifluorophenyl)-
2H-pyridazin-3-one /
"A2" 6-(3,5-difluorophenyl}-2-{3-(5-methylpyimidin-2-yl)benzyl]-
2H—pyridazin-3yé{
"A3"  { 2-[3-(4-methylpyrimidin-2-y)benzy]-6-(3,4,5-trifluorophenyi)-
2H~pyrida;)gij-one
‘Ad" 2-(3-pyrimidin-2-ytbenzy#5-(3,4, 5-trifluorophenyl)-2H-
py}égfin-&one
"AB" 4-{3-[3-(3,5-diftuorophghyl)-6-oxo-8H-pyridazin-1-yimethyl-
ppjy;}morpholin-?:-one
"AB" 3-{3-[3-(3,5-diflu ophenyi)—S-oxo—SH—pyridazin-'[-ylmgthyl]-
phenyi}1,3-oxazinan-2-one
P 0
\N /N\/Q\ Tfjj)
NG

/ 3-{3-[6-0x0-3-(3,4,5-trifluorophenyl)-6H-pyridazin-1-yl-
methyliphenyl}-1,3-oxazinan-2-one

7/

1-{3-[3-(3,5-diflucrophenyl)-6-oxa-6H-pyridazin-1-yimethyl}-
phenyl}-3-methyl-8H-pyridazin-6-one

/A

6-(3,5-difluorophenyl)-2-{3-(5-methylpyridin-2-yl)benzyl]-2H-
pyridazin-3-one
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"A10" 6-(3,5-diflucrophenyl)-2-[3-(6-methoxypyridin-2-yl)beplzyl]-
2H-pyridazin-3-one '
5
10 A" 2-[3-(5-aminopyridin-2-y|)benzyl -(3,5»difluorop henyl)-2H-
pyridaz)';éine ()
"Af2" 6-(3,5-diflucrophenyl)-2-£3-[5-(4-methylpiperazin-1-yi)-
C ' pyridin-2-yl]b?¢éy@|}~2H—-pyridazin-3—one
15 "A13" 6-(3,5-difluoroph;y%2~[3-(4~piperazin—1 -ylpyrimidin-2-yl)-
beAzyl]-2H-pyridazin-3-one
"A14" 6-(3,5-difluorgphenyl)-2-{3-[5-{(4-methylpiperazin-1-yl-
methy%nidin-2-yl]benzyi}-ZH—pyridazin-S—one
E “A15" 3-{1-[3-(5/methylpyrimidin-2-y)benzyl]-6-oxo-1,6-dihydro-
20 - /M pyridazin-3-yl}benzonitrile
"A1E" N'-#2-{3-[3-(3 5-difluorophenyl)-8-oxo-6H-pyridazin-1-yl-
E.fhyl]phenyl}pyrimidin—5-yI)—N,N—dEmethyh‘ormamidine
"ATT" / 2-[3-(B-aminopyrimidin-2-yl)benzyl]-6-(3,5-difluorophenyl)- ( ' )
_ 25 / 2H-pyridazin-3-one
O BIF 6-(3,5-difluorophenyl)-2-3-[5-(4-methylpiperazin-1-y)-
/ pyrimidin-2-y(lbenzyl}-2H-pyridazin-3-one
/"A19" | 6-(35-difluorophenyl)-2-[3-(5-piperazin-1-ylpyrimidin-2-yl)-
benzyl]-2H-pyridazin-3-one
"A20" 2-{3-[5-(4-methylpiperazin-1-ylpyrimidin-2-yl|benzyl}-6-
(3,4,5-trifluorophenyl)-2H-pyridazin-3-one
“AZ1" | 6+(3,5-difluorophenyl)-2-[3-(5-hydroxypyrimidin-2-yl)benzyi]-
2H-pyridazin-3-one
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"AZ2" 6-(3,5-difluorophenyl)-2-{3-[5-{3-dimethylaminoprogoxy)-
pyrimidin—2—yi}benzyl}-2H-pyridazin-B-og/
"A23" 6-(3,5-difluorophenyl)-2-{3-[5-(1-methylpiperigin-4-yloxy)-
"A24" 6-(3,5-difluorophenyl)-2-{3- 3-dimethylaminopropoxy)_
pyrIdin~2—yl]benZ)Z;H-pyrfdazin-S-one
"A25" 2-[3-(5-bromopyrimidin-Z-y!)benzyl]-6-(3,5-difluorophenyl)-
%dazin—a—one
"A26" 6-(3,5-difluorophefiyl)-2-{3-[5-(1-methyl-1H-pyrazol-4-yl)-
pyrimryZ:-ya]benzyl}-zH-pyr;dazin-s-one
"A27" 6-(3,5-diflygrophenyl)-2-{3-[6-(4-methylpiperazin-1-yl)-
p)/%izin-&yi]benzyl}-zH-pyridazin—a—one
“A28" 8-(3,5-Aifluorophenyl)-2-{3-{6-(3-dimethylaminopropoxy)-
/ pyridazin-3-yllbenzyl}-2H-pyridazin-3-one
"A28" eyl 2-{3-[8-ox0-3-(3,4,5-t1ifluorophenyl)-6H-pyridazin-1-
/ yimethyllphenyl}pyrimidine-5-carboxylate
"A30" ethyl 2-{3-[3-(3,5-difluorophenyl)-6-oxo-8H-pyridazin-1-y-
methyllphenyl}pyrimidine-5-carboxylate
F
F o o]
N0 Nf\/‘)\o/\
N
A3 2-{3-[6-0x0-3-(3,4,5-triflucrophenyl)-6H-pyridazin-1-yi-
methyllphenyl}pyrimidine-5-carboxylic acid
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"A32" 2-{3-[3-(3,5-diftuorophenyl)-6-oxo-6H-pyridazin-1-yimefthyll- |
phenyl}pyrimidine-5-carboxylic acid
IIA331I
5
r nA34n
10
(__ II'A351!
15
"A36"
20
C 25 "A37"
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“A30"
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» ﬁ)l
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N0 NF N
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IIA43II
IIA44II
"Adda"
MA45"
"A4
» S
M‘“N N¥ ‘ N
v“ H
N

O

P
N
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nA47n [5
F
5
||A48|'|' F
F
10
(:‘ "A49" =]
15
20 "ABQ" hYl
-
|
N“-N 0 N¥ /WD
C N
25 /
C . ' N-[2-(1H-imidazol-4-yhethyl]-2-{3-[6-ox0-3-(3,4,5-trifluoro-
phenyl)-8H-pyridazin-1-ylmethyl]phenyl}pyrimidine-5-

carboxamide

IIA52!I
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"A53" F F |
F B
Mo N’j/%iu’\/\
\Ni H
"AB4" | 2-[3-(5-chloropyrimidin-2-y)benzyl]-6-(34,5-trifluorophenyl)-
2H-pyridazin-3-%
"A55" 4-{1-[3-(5-methylpyrimidin-2-yl)befizyl]-6-oxo-1,6-dihydro-
pyridazin-3-yl}-N-(B-p-ipericﬁylpropy!)benzamide
"A56" 8-(3,5-difluorophenyl)-2-{3A45-(3-pyrrolidin-1-ylpropoxy)-
pyrimidEn-z-yi]befég-zH—pyridazin-&-one
"AST" 8-(3,5-diflucrophenyi).Z-(3-{5-[2-(4-methyipiperazin-1-yl)-
ethoxy]pyrimi%yl}benzyl)-zH—pyridazin-(%—»one
"A58" 8-(3,5-difluorgphenyi)-2-[3-(5-dimethylaminomethyl-
pyrim%'—!znyl)benzyl]—ZH-pyridazin-3-one
"ASQ" 6-(3,F-difluorophenyl)-2-{3-{4-(methylpiperidin-4-yl-

agino)pyrimidin-2-yljbenzyl}-2H-pyridazin-3-one

/ASO"

2-{3-[5-(3-dimethylaminopropoxy)pyrimidin-2-y(Jbenzyl}-6-
(3,4 ,5-trifluorophenyl)-2H-pyridazin-3-cne

O

C)
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"AB3"
5
X
| =
"AG4" 2-{3-[5-(2-dimethylaminoethoxy)gyrimidin-2-yl]benzyl}-6-
10 (3,5-difluorophenyl)- % yridazin-3-one
C "AGS" 2-{3-15-(piperazin-1-yhpypmidin-2-yllbenzyi}-6-{3,4,5-
' triﬂuoropheryéﬁ-pyridazin—:%-one
C "ABE" 8-(3,5-difluorophenyf)-2-{3-[5-(1-methylpiperidin-4-yl-
18 methoxy)pyr’imii‘é‘-yl]benzyl}-z H-pyridazin-3-one
"AGT" 6-(3,5-difluoropfienyl)-2-{3-[6-(3-dimethylaminopropyl-
amincy/y:zazin-S«-yI]benzyl}pyridazin-s-one
"AG8" | 6-(3,5-diflugrophenyl)-2-{3-[6~(2-dimethylaminoethylamino)-
Zzlﬁdazin-3—y|]benzy¥}pyrfdaz‘tn-3-one
20 "ABS" | 6-(3,5Alfluorophenyl)-2-{3-[6-(4-dimethylaminobutylamino)-
pyridazin-3-yilbenzyl}pyridazin-3-one
"A70" 7(3,5-dif uorophenyl)-2-{3-[6-(1-methylpiperidin-4-ylamino}-
C. y pyridazin-3-yllbenzyl}pyridazin-3-one
25 "A71Y
- ﬂ@ N




10

15

20

25

WO 2005/206959

PCTIEP2008/003473
-230 -

!EA?ZII

|IA?3H

IIA74H

IlA?SII

/

4-(2-{3A3-(3,5-difluorophenyl)-6-oxo-6H-pyridazin-1-yl-
ethyl]phenyllpyrimidin-5-yymorpholin-3-one

N = J
ey

/w@"
/

N'-(2-{3-[3-(3,4,5-trifluorophenyt)-6-oxo-6H-pyridazin-1-yl-
methyl]phenylipyrimidin-5-yl)-N,N-dimethylformamidine

HA??II

2-{3-[6-0x0-3-(3,4,5-trifluorophenyl)-6H-pyridazin-1-yl-
methyliphenyl}pyrimidine-5-carbanitrile

@,

| O
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"A78" 6-[4-(3-dimethylaminopropoxy)-3,5-difluorophenyl}-2-[3-
5
llA?gll
10
15
"ABO" | 6-(3,5-difluorophg#nyl}-2-[3-(6-ox0-1,6-dihydropyrimidin-2-yf)-
henzyl]-2H-pyridazin-3-one
"A81" 6-(3,5-diffdorophenyl}-2-{3-[4-(3-dimethylaminopropoxy)-
20 yrimidin-2-yllbenzyl}-2H-pyridazin-3-one
' "AB2" | 2-[3-(FFaminopyrimidin-2-yl)benzyl}-6-(3,4,5-trifluorophenyl)-
2H-pyridazin-3-one
) "A83" / 2-(3-pyrimidin-5-ylbenzyl}-6-(3,4,5-trifluorophenyl}-2H-
(,4 o5 / pyridazin-3-one
Q IIA8 F O
F - 3 E\CNH
Ve NN
F N~ !)\‘“N
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"AB5" N-(2-{3-[3~(3,5-difluorophenyl)-6-oxo-6H-pyridazin-J4yl-
methyl]phenyf}pyrimidin-5-yl)-2-dimethylaminoacgtamide
A0
F \N,N ] Ny
&
F
"A86" | 2-[3-(B-methylpyridin-3-yl)benzyl]-6-(8,4,5-triflucrophenyl}-
2H-pyridazin-34one
lIAS?H
|IA88II
EEABQII
1|A903l
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HAQZII F

F
5 F N\N /%

I=Z

"Ag3" | 2-3- (S-amtnomethylpyrsmad|n~2~yl) nzyl]-6-(3,4,5-trifluoro-
phenyl)-2H- pynd zin-3-one

10 "AQ4" 2-(3-pyridin-4-ylbenzyl)-6-(8,4,5-trifluorophenyl)-2H-
C pyrid;ﬁ?»-one
(. "AG5" N-(2-{3-[3-(3,5-difluoroghenyi)-6-oxo-6H-pyridazin-1-yl-
i methyllphenylipyrimigin-5-yl)-3-dimethylaminopropion-
15

20

"A9B" 3-(4/methylpiperazin-1-yl)-N-(2-{3-[6-0x0-3-(3,4,5-riflucro-
pheny))~-6H-pyridazin-1-yimethyliphenyl}pyrimid in—5-y|—
C methyhpropionamide

25
F ,N\/Q\/ \/\[\, N~

™
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"AQ7" 2-(4-methylpiperazin-1-y)-N-(2-{3-[6-0x0-3-(3,4,5-trifloro-

10

"AQG" 2-methylamino-N-(2-{3-[6-0

SN
I
N“Nkidiw

156

"A98" | 3-dimethyjamino-N-(2-{3-[6-0x0-3-(3,4,5-trifluorophenyl)-6H-

20
' pyridag£in-1-yimethyllpheny}pyrimidin-5-ylmethyl)propion-

amide
E O e

)

pareueal
25 \ N\
F N“N\\idiw

"A100" | 2-[3-(5-methylpyrimidin-2-y)benzyl]-8-(2H-pyrazoi-3-yl)-2H-
pyridazin-3-one

"A101" | 8-(3,5-difluorophenyl)-2-[3-(5-hydroxymethylpysimidin-2-yh)-
benzyl}-2H-pyridazin-3-one

"A102" | 6-(3,5-difluorophenyl)-2-{3-[5-(piperidin-4-yloxy)pyrimidin-2-
yllbenzyl}-2H-pyridazin-3-one
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“A119" 6-(3,5-difluorophenyl)-2-{3-[5-(8-methyi-8-az

5
"A120°
10
- ITA-I 2 -I it
15
20

oxy)pyrimidin-2-y|lbenzyl}-2H-pyridazin-3-one,

"A123" 4 N= ()
c N
- N

I'4

=N

"A122" 7(3,5—diﬂuorophenyl)-Z—{S—[ﬁ—((R)-1 -methylpyrrolidin-3-yl-

—N
N
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A2
~
"A125"
~o
"Al2e"
F
F
"A127" 6-(3, 54difluorophenyl)-2-{3-[5-(2-pyrrolidin-1-ylethoxy)-
pyrimidin-2-yllbenzyl}-2H-pyridazin-3-one
"A128" 3,5-difluorophenyl}-2-{3-[5-(3-morpholin-4-ylpropoxy)-
pyrimidin-2-yllhenzyl}-2H-pyridazin-3-one
"A128"

. / O
F \N,N | Ny
N = o/\,/\N/\
: -

"A130"

6-(3,5-difluorophenyl)-2-{3-f5-(2-morpholin-4-ylethoxy)-
pyrimidin-2-yllbenzyl}-2H-pyridazin-3-one, hydrochloride

"A13‘1“

o Pea
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"A132" 6-(3,5-difluorophenyl)-2-{3-[5-(4-methylaminobutoy)-
pyrimidin-2-y|lbenzyl}-2H-pyridazin-3-one
"A133" 6-(3,5-difluorophenyl}-2-{3-[5-(3-methylaminopropoxy)-
pyﬁmidin—z—yi]benzyi}-zH-pyridazinﬂée
"A134" 6-(3,5-diffuorophenyl)-2-{3-[5-(pyrrolidin/3-yimethoxy)-
pyrimidin—2-y!]benzyl}-ZH—pyrh}XmB-one
"A135" 6-(3,5-difluorophenyl}-2-{3-[5~(3-gthylaminopropoxy)-
pyrimidin—2-yl]benzyl}-2yg:dazin-&one
"A136" | 2-{3-[5-(2-aminoethoxy)pyrimidig-2-yllbenzyl}-6-(3,5-difluoro-
phenyl)—ZH?éazimB-oﬂe
"A137" | B6-(3,5-difluorophenyl)-2-{3#[5-(piperidin-3-yloxy)pyrimidin-2-
yl]benzyé—l—pyridazin—?:—one
"A138" 6-(3,5-difluorophghyl)-2-{3-[5-(piperidin-4-ylimathoxy)-
pyrimidi};gl]benzyl}-zH-pyridazin—S-one
"A138" | 6-(3,5-difluorophenyl)-2-{3-[5-(pyrrolidin-3-yloxy)pyrimidin-2-
/:;benzyl}-zH-pyridazin-S-one
"A140" 6-(3,5Aifluorophenyi)-2-{3-[5-((S)-pyrrolidin-3-yloxy)-
ﬂ?{rimidin»zayllbenzyl}-EH-pyridazin~3-—one
"A141" 2(3,5-difluoropheny!)-2-{3-[5~((R)~pyrrolidin-3-yloxy)-
/ pyrimidin-2-yiibenzyl}-2H-pyridazin-3-one
"A142" VY 2-I3-[5-{piperidin-4-yloxy)pyrimidin-2-ylbenzyl}-6-pyridin-4-
yl-2H-pyridazin-3-one
= Q
N~ N o

)
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"A143" | 4-(6-0x0-1-{3-[5-(piperidin-4-yloxy)pyrimidin-2-yijbegzyl}-1,6-
dihydropyridazin-3-yl)benzonitrile

Z @]
N
5 SN N
N
N/",/

"A144" | 3-(6-0x0-1-{3-[5-(piperidin-4-yloxy)pyrimidin-2-yllbenzyl}-1,6-
dihydropyridazin-34/}benzonitrile

10 "A145" 6-(3,5-difluorophenyl)-2-{345-(2-piperazin-1-ylethoxy)-
pyrimidin-2-y(Jbeptyl}-2H-pyridazin-3-one

. "A146" | 6-(3,5-diflucrophenyl)-2A43-[5-(piperidin-4-yloxy)pyrimidin-2-
( yl]bepZ};H-pyridazin-:s-one
15 "A147" 3-(6-ox0-1-{3-{5A2-piperazin-1-ylethoxy)pyrimidin-2-yi}-
benzyl}-/éiiihyd ropyridazin-3-yl}benzonitriie

"A148" | 6-(3-fluorophenyl)-2-{3-[5-(piperidin-4-yimethoxy)pyrimidin-
2-yllbenzyl}~2H-pyridazin-3-one

"A149" 2-{3-J5-(1-piperidin-4-yi-1H-pyrazol-4-yl)pyrimidin-2-yf}-
nzyl}-6-(3,4 5-trifluorophenyl)-2H-pyridazin-3-one

F
C DYl )
25 F ] [ N\
C Ny ;TQ Y

X
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"A150"
IIA-I 51 )
"A152" | B-(Fmethoxyphenyl)-2-{3-[5-(1-piperidin-4-yl-1H-pyrazol-4-
yhpyrimidin-2-y([benzyi}-2H-pyridazin-3-one
"A153" ¥ 6-(3-fluorophenyl)-2-{3-[5-(1-piperidin-4-yl-1H-pyrazol-4-yI)-
/ pyrimidin-2-yi]benzyl}-2H-pyridazin-3-one
"AY54" | 6-(3,5-difluorophenyl)-2-{3-[5-(1H-pyrazal-4-yl)pyrimidin-2-
yllbenzyl}-2H-pyridazin-3-one
/N“‘NH
F
— NN
N\ 9] —N
N—N
F

@
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"A155"
5
10
C~. "A1BE"
(‘ ]
15
20 157"

C /
25
C‘

"H158" | 6-(3,5-diflucrophenyl)-2-(3-{6-[ 1-(3-methylaminopropyl}-1H-
pyrazol-4-yllpyrimidin-2-yl}benzyl)-2H-pyridazin-3-one
— H
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"A159"
5
10
"A160"
15
20
"A1B1" | 3-( 0-1-{3-[5~(1H-pyrazol-4-yhpyrimidin-2-yllbenzyl}-1,6-
dihydropyridazin-3-yl)benzonitrile
/
()
25 /@(lo A(ﬁ/
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"A165"
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IIA166H

"A167"

"A168"

"AT6S"

£(1-methyl-1H-pyrazol-4-y}-2-(3~{5-[ 1-(2-pyrrolidin-1-yl-
thyl)-1H-pyrazol-4-yilpyrimidin-2-yl}benzyl)-2H-pyridazin-3-

one

O

()
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"A170" | 8-(3,5-diflucrophenyl)-2-(3-{5-[{-(2-morpholin-4-ylefiyl)-1H-
5
10
C AATT
15
20 "A172" | 6-(3,5¢difluorophenyl)-2-(3-{5-[1-(3-dimethylaminopropyl)-
1Hpyrazol-4-ylipyrimidin-2-y[}henzyl)-2H-pyridazin-3-one
PA173" /@ S-difluorophenyl)-2-(3-{5-[1-(2-pyrrolidin-1-ylethyl)-1H-
(, pyrazol-4-yllpyrimidin-2-yl}benzyl)-2H-pyridazin-3-one
25 "A17 3-[1-(34{5-[1-(2-morpholin-4-ylethyl)~1 H-pyrazol-4-yl}-
C‘ pyrimidin-2-yi}benzyl)-6-oxo-1,6-dihydropyridazin-3-yl}-
benzonitrile
N
W\ '
SV
— = Ny
D N
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"A175" | 2-(3-{5-[1~(2-morpholin-4-ylethyl)-1H-pyrazol-4-ylJpyAmidin-
2-yl}benzyl)-6-pyridin-3-yl-2H-pyridazin-3-ghe

“A176"

"A17TT" | 2-(3H{5X1-(2-morpholin-4-ylethyl)-1H-pyrazol-4-yljpyrimidin-
2-yhbenzyl}-6-pyridin-4-yi-2H-pyridazin-3-one

"A178" (4-methanesulfonylphenyl)-2-(3-{5-{1-(2-morpholin-4-yl-

thyh)-1H-pyrazol-4-yljpyrimidin-2-yi}benzyl)-2H-pyridazin-3-
/ one
AT | B-pyridin-4-yl-2-(3-{5-[1-(2-pyrrolidin~1-ylethy))-1H-pyrazol-4~
yllpyrimidin-2-ylthenzyl)-2H-pyridazin-3-one
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"A180" | 4-[B-ox0-1-(3-{B-[1-(2-pyrrolidin-1-ylethyl)-1 H-pyragbl-4-yl]-
pyrimidin-2-yl}benzyl)-1,6-dihydropyridazin-3-yl
N= \_
N—N
"A181" | 2-(3-{5-[1-(2-morpholin-4-yigthyl)-1H-pyrazol-4-yijpyrimidin-
2-yltbenzyl)-6-pyriglin~d-yl-2H-pyridazin-3-one
"A182"
"A183" 8-(4-megthanesulfonylphenyi)-2-(3-{5-{1-(2-morpholin-4-yi-
ethyl)-AH-pyrazol-4-ylpyrimidin-2-yl}benzyl)-2H-pyridazin-3-

one

"A184" ?45~methyloxazoi—2—yl)—2—(3—{5—[1 ~(2-pyrrolidin-1-ylethy)-TH-
pyrazol-d-yllpyrimidin-2-yl}benzyl)-2H-pyridazin-3-one
& O
NT N
! —
N, N
N o /’ \
N= N
x|
o
“A185" 6-(3-fluorophenyl)-2-(3-{5-[1+(2-pyrrolidin-1-ylethyl)-1H-
pyrazol-4-y|lpyrimidin-2-yltbenzyl)-2 H-pyridazin-3-one
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"A188" 8-(1-propyi-1H-pyrazol-4-yh)-2-(3-{5-[1-(2-pyrrolidin-#-yi-
"A187"
"A188"
"A188a" .
= - M o
\ N )
Ney™ =0
N
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"A189" | 3-(1-{3-[5-{3-dimethytaminopropoxy)pyrimidin-2-y(jbghzyi}-6-
oxo-1,8-dihydro pyridazin—S—yl)benzoniir}/ﬁ
"A190" | 2-{3-[5-(3-dimethylaminopropoxy)pyrimidin-2-yjibenzyl}-6-(1-
methyl-1 H~pyrazoI—4—yl)—2H—pyrEda {-3-one
"A181" | 2-{3-[5-(3-dimethylaminoprgboxy)pyrimidin-2-ylibenzyl}-6-(3-
fluorophenyl)-2H-pyridazin-3-one
"A192" | 2-{3-[5-(3-dimethylarfinopropoxy)pyrimidin-2-yl]benzyi}-6- ﬂ
' thia}Z;1~2H-pyridazin~3-one
"A193" 2-{3-[5-(3-dimeghylaminopropoxy)pyrimidin-2-yijoenzyl}-6-
/:HenyI~2H-pyridazin-3-one
"A194" | 4-(1-{3-[5-(F-dimethylaminopropoxy)pyrimidin-2-yl]benzyl}-6- '
%}Z—? ,6-dihydropyridazin-3-yl}benzonitrile
"A195" 1 2-{3-[8-(3-dimethylaminopropoxy)pyrimidin-2-yljbenzyl}-6-p~
tolyl-2H-pyridazin-3-one
"A19g8" /—{3»[5-(3~dimethylamin0p ropoxyjpyrimidin-2-ylibenzyl}-6-
/ (2H-pyrazoi-3-y)-2H-pyridazin-3-one
"A197" 8-(3,4-difluorophenyl)-2-{3-[5-(3-dimethylaminopropoxy)-
/ pyrimidin-2-ylibenzyl}-2H-pyridazin-3-one
/A1 98" | 2-{3-[5-(3-dimethylaminopropoxy)pyrimidin-2-yllbenzyl}-6-(4-
methanesulfonylphenyl)-2H-pyridazin-3-one
"A199" | 2-{3-[5~(3-dimethylaminopropoxy)pyrimidin-2-yljbenzyl}-6-[4-
(5-methyl-1,2,4-oxadiazol-3-yl)phenyl]l-2H-pyridazin-3-one
"A200" | 2-{3-[5-(3-dimethylaminopropoxy)pyrimidin-2-yllbenzyl}-6-
pyridin-4-yl-2H-pyridazin-3-one
"A201" 8-(3-bromophenyi)-2-{3-[5-(3-dimethylaminopropoxy)-
pyrimidin-2-yljbenzyl}-2H-pyridazin-3-one |
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"A202" | 2-{3-[5-(3-dimethylaminopropoxy)pyrimidin-2-yllbengyi}-6-
(3,4,5-triﬂuoropheny!)~2H-pyridazin-s-on?/c
"A203" 1 6-(3,5-dimethoxyphenyl)-2-{3-[5-(3-dimethylamjiopropoxy)-
pyn'm[din~2~yi]benzy!}-2H-pyrfdazir%m
"A204" | 2-{3-[5-(3-dimethylaminopropoxy)pyrimidipf2-yijoenzyl}-6-(3-
ﬂuoro-tt»-methoxyphenyl)~2H—p%=\;-3—one |
"A205" | 2-{3-{5-(3-dimethylaminopropoxy}pygmidin-2-ylibenzy}-6-(4-
methoxyphenyl)—ZH-%:anzin-3-one
"A208" | 2-{3-[5-(3-dimethylaminopropoyy)pyrimidin-2-yijbenzyl}-8-(3-
trifluoromethylpheyl{-gH-pyridazin—3—0ne,
"A207" 6-(3-chlorophenyl)-2-{£-[5-(3-dimethylaminopropoxy)-
pyrimidin-Z-»IZi:zyl}-ZH-pyridazin~3-0ne
"A208" | 2-[3-[5~(3-dimethyldminopropoxy)pyrimidin-2-yllbenzyl}-6-
pyéi-s-y!-zH-pyridazinua-one
"A209" | 2+43-[5-(3-dimgthylaminopropoxy)pyrimidin-2-yifbenzyl}-6-(1-
m?/;: H-pyrazol-4-yl)-2H-pyridazin-3-one
"A210" 8-(3-ghloro-5-flucrophenyf)-2-{3-[5-(3-dimethyiamino-
opoxy)pyrimidin-2-yilbenzyl}-2H-pyridazin-3-one
"A211" | 2-{3[5-(3-dimethylaminopropoxy)pyrimidin-2-yilbenzyl}-6-(4-
/ fluoro-3-methoxyphenyl)-2H-pyridazin-3-one
"A212" 8-(4-chlorophenyl)-2-{3-[5-(3-dimethylaminopropoxy)-
/ pyrimidin-2-yllbenzyl}-2H-pyridazin-3-one
"AZ13" | 2-{3-[5-(3-dimethylaminopropoxy)pyrimidin-2-yllbenzyl}-6-(4-
fluorophenyl}-2H-pyridazin-3-one
"A214" | 2-{3-[5-(3-dimethylaminopropoxy)pyrimidin-2-yllbenzy!}-6-
thiophen-2-yl-2H-pyridazin-3-one

)
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"A215" -[4-(1-{3-][5-(3-dimethylaminopropoxy)pyrimidin
benzyl}-8-oxo-1,8-dihydropyridazin-3-yl)phenyl
N
v
N,
N
“A218" | 8-(3,4-dimethoxyphenyl)-2-{345-(3-dimethylaminopropoxy)-
pyrimidin—2~yl]bepﬁH—pyridazinG-one
"A217" -B-yl-2-{3-[5-(3-dimethylamino-
-2-y¥]benzyl}-2H—pyridazm 3-one
o/\/\N
"A218" | 2-{3-[%4(3-dimethylaminopropoxy)pyrimidin-2-ylibenzyl}-6-
/ furan-3-yl-2H-pyridazin-3-cne
"AZ19" | 2-#3-[5-(3-dimethylaminopropoxy)pyrimidin-2-yljbenzyl}-6-(5-
/ methyl-1,2,4-oxadiazol-3-yl)-2H-pyridazin-3-one
"AZ220%/| 4-(1-{3-[5-(1-methylpiperidin-4-yloxy)pyrimidin-2-yllbenzyl}-
8-oxo-1,8-dihydropyridazin-3-yl)benzonitrile
M221" ) 3-(1-{3-[5-(1-methylpiperidin-4-vioxy)pyrimidin-2-yllbenzyl}-
/(Z 8-oxo-1,8-dihydropyridazin-3-yl)benzonitrile
"AZ222" | 3-(1-{3-[5-(2-morpholin-4-ylethoxy)pyrimidin-2-ylibenzyl}-6-
oxo-1,8-dihydropyridazin-3-yl)penzonitrile
"AZ223" | 2-43-[5-(1-methylpiperidin-4-yloxy)pyrimidin-2-yl|benzyl}-6-
pyridin-4-yl-2H-pyridazin-3-one
"AZ24" 8-(4-methanesulfonylphenyl}-2-{3-[5-(1-methylpiperidin-4-
yloxy)pyrimidin-2-yljbenzyl}-2H-pyridazin-3-one
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I!A225II

methyl 5-(1-{3-[5-{1-methylpiperidin-4-yloxypyrimidigt2-vi}-

benzyl}-6-oxo-1,6-dihydropyridazin-3- yl)’th!oph e-2-

carboxylate

"A226"

2-{3-[5-(1-methylpiperidin-4-Aoxy)pyrimidin-2-yllbenzyl}-6-
(1-methyl-1H-pyrazgi-4-yl)-2H-pyridazin-3-ocne

IIA2271I

2-{3-[8-(3~dimethylamingbropoxy)pyrimidin-2-ylJbenzyf}-6-(5-
oxo-4,5-dihydro-1,24-oxadiazol-3-y))-2H-pyridazin-3-one

"A228"

2-43-[5-(3-dimethylaminopropoxy) pyrimidin-2-yilbenzyl}-6-
: piperazin-1-yl-2H-pyridazin-3-one

“‘“O

O\/\/N\

g©/f?f

"A229"

6-(1-methy!-1H-pyrazol-4-yl)-2-{3-[5-(2-morpholin-4-yl-
athoxy)pyrimidin-2-yllbenzyl}-2H-pyridazin-3-one

I!AZSOH

4-yl}-2H-pyridazin-3-one

2-13-(5-bromopyrimidin-2-y\benzyl}-6-(1-methyl-1H-pyrazol- |

)
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"A231" 2-13-(B-hydroxypyrimidin-2-yl)benzyl}-6-(1-methy/1H-
pyrazol-4-yl}-2H-pyridazin-3-one /
"A235" | B-(3-flucrophenyl)-2-{3-[5~-(2-morpholin-4-ylethghy)pyrimidin-
2—yl]l:>o.=:n::y1}—2H-pyridazin—&cyzb
"A237" 2—{3—[5~(1v-methﬁpiperidin-4~ylmetho yrimidin-2-yi}-
benzyl}6-(1-methyl-1 H~pyrazof—4~ywjﬂzyridazin-S-Dne
"A238" | 2-4{3-[5-(1-methylpiperidin-4-yloxy)pArimidin-2-yllbenzyl}-6-
{1-methyl-1 H-pyrazol—t'-i-yl)ﬁ;yridazin%-o ne
"A238" 2-]3-(5-methoxypyrimidin-24/1)benzyl}-8-(1-methyl-1H-
pyrazol—4-y!)72—p(widazin-3-ona
"AZ24Q0" 2-{3-[5-(3-methoxyprgpoxy)pyrimidin-2-ylibenzyi}-6-(1-
methyl-1 H—p},}gg -4-yl)-2H-pyridazin-3-one
"A241" | 2-{3-[5-(2-methoxy . oxy)pyrimidin-2-yllbenzyl}-6-(1-methyl-
1 H—y/;:ol—4-yl)-2H—pyridazin—S-one
"A242" | 2-{3-[5-(2-mgrpholin-4-ylethoxy)pyrimidin-2-yllbenzyl}-6-(1-
pr/qéi H-pyrazol-4-yl)-2H-pyridazin-3-one
"A243" 2-(3-{542-(4-methylpiperazin-1-yl}ethoxy]pyrimidin-2-y{}-
tfn}Z;-l;-( 1-methyi-1H-pyrazol-4-yl}-2H-pyridazin-3-one
"A244" | 2-(B-{5-]2-(4-methyl-3-oxopiperazin-1-yl)ethoxyjpyrimidin-2-
/ﬁenzyl)-s-(’{—methyl-“lH-pyrazoI—4—yl)-2H-pyridazin—3-one
S
/ "A245" 6~(1-methyl-1H-pyrazol-4-yl)-2-{3-[5-(3-morpholin-4-yl-
propoxy)pyrimidin-2-yllbenzyl}-2H-pyridazin-3-one




10

15

20

25

30

39

WO 2009/006959 PCT/EP2008/003473
- 256 -
"AR46" 6-(1-methyl-1H-pyrazol-4-yl)-2-{3-[6~-(2-morpholin-4~yl-
propoxy)pyrimidin-2-yllbenzyl}-2H-pyridazin-3/ne
"A247"
"A248" | 2-{3-[5-(2-dimethylamfinoethoxy)pyrimidin-2-y!/]benzyl}-6-(1-
methyl-1HApyrazol-4-yh)-2H-pyridazin-3-one
"AZ248" 2-3-[5-(2-meti#yl-3-morpholin-4-ylpropoxy)pyrimidin-2-yl}-

benzyl}-8-(#-methyl-1H-pyrazol-4-yl}-2H-pyridazin-3-one

. 8}
N._= O/\]/\N/\l

O

"A2?

y

6-(1-methyl-1H-pyrazol-4-y1)-2-{3-[5-(2-pyrrolidin-1-yl-
ethoxy)pyrimidin-2-yllbenzyl}-2H-pyridazin-3-cne

"AZ51" | 2-3-(5-ethoxypyrimidin-2-yl)benzyl]-6-(1-methyl-1H-pyrazol-
4-yI)-2H-pyridazin-3-one
"A252" | 6-(1-methyl-1H-pyrazol-4-y}-2{3-[5-(2-morpholin-4-yi-2-oxo-

ethoxy)pyrimidin-2-yfibenzyl}-2H-pyridazin-3-one

= O
A \N/NVQYN\ o
:fﬁ D~ A
Q
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"A253" 6-(3-chlorophenyl)-2-{3-[5-(2-morpholin-4-ylethgky)-
pyrimidin-2-yllbenzyl}-2H-pyridazin-3-o0
"A254"
“A255"
"A256"

N\
O /N“'-
N
RS
O
N
b)\rq

IIA257

3-(1-{3~[5-(1-methylpiperidin-4-ylmethoxy)pyrimidin-2-yi}-
benzyl}-8-oxo-1,8-dihydropyridazin-3-yl)benzonitrile

%58“

2-{3-(5-bromopyridin-2-yl)benzyl)-6~(3,5-difluorophenyl)-2H-
pyridazin-3-one

"A258" | 6-(3,5-difluorophenyl)-2-{3-[5-(1-piperidin-4-y|-1H-pyrazol-4-
ylpyridin-2-yilbenzyl}-2H-pyridazin-3-one
"A260" | 3-(1-{3-[5-(3-dimethylaminopropoxy)pyrimidin-2-yllbenzyt}-6-

oxo-1,6~dihydropyridazin-3-yl)benzamide
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"A261" g0
\N’N\/@ﬁﬁ
N F o
"A262" 3-{1-[3~(E-bromopyrimidin-2-yl)benzy(]-6-gxo-1,6-dihydro-
pyridazin~3-yl}benzon}4£&
"A263" | 3-{1-[3-(5-hydroxypyrimidin-2-yl)ben#yl}-6-oxo-1,6-dihydro-
pyridazin—S-yi}b%:itrﬂe
"A264" 3-(6-oxo-1-{3-[5-(piperidin-4-#imethoxy)pyrimidin-2-yi}-
benzylm,s-dihydro;yéizin-s-y|)benzonitme
"A265" | tert-butyl 4-(2-{3-[3-(3-cyghophenyl)-6-oxo-8H-pyridazin-1-
yimethyllphenyl}pyrifnidin-5-yloxymethyl)piperidine-1-
carboxylate
"A266" 6-(1-methyl-1HAyrazol-4-yl)-2-{3-[B-(piperidin-4-yloxy)-
pyri%Z-yl]benzyl}-zH-pyridazin-3-one
"AZ67" | 6-(1-methylAR-pyrazol-4-y})-2-{3-[5-(piperidin-4-yImethoxy)-
yrimidin-2-ylJbenzy}-2H-pyridazin-3-one
"AZ68" | 3-(1-[F-[5-(3-methylaminopropoxy)pyrimidin-2-yllbenzyl}-6-

oxo-1,6-dihydropyridazin-3-yl)\benzonitrile

Z O
N\\ = N N
N I o

/A269“

3-[1-(3-{5-[2-(4-methyl-3-oxopiperazin-1-yl)ethoxylpyrimidin-
2-yl}benzyl)-6-oxo-1,6-dihydropyridazin-3-yl]pbenzonitrile

\‘@L\’L@\Q\OM\»

1IA27OII

3-[1-(3-{5-[2-(4~-methylpiperazin-1-ylethoxylpyrimidin-2-y}}-
benzyl)-8-oxo-1,8-dihydropyridazin-3-yllbenzonitrile

@,

)
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"A271" 3-(1-{3-[5-(2-methoxyethaxy)pyrimidin-2-yljbenzyl}/6-oxo-
' 1',s-dihydm;oy]riciazim&yf)benzonitnriie/l6
"A272" | 3-{1-{3-[5-(3~methoxypropoxy)pyrimidin-2-yllhénzyl}-6-oxo-
1 ,S—dihydropyridazin—3~yl)benzcygie
"A273" | 6-(3-fluorophenyl)-2{3-[5-(1-methylpipefdin-4-yimethoxy)-
pyrEmidin-ZZ-y[]benzyl}—2i—l-pyb};/a(zin—3~one
"A274" | 2-43-[5-(1-methylpiperidin-4-yloxy)gyrimidin-2-yllbenzyl}-6-
(1-propyi-1 H-pyrazol-4-wﬁpyridazin—S-one
"A275" | 6-(3-chiorophenyl)-2-{3-[5-(1 Methylpiperidin-4-yimethoxy)-
pyrimid;‘n—2~yl]be9£2H-pyridazin-S-one
"AZ76" F
-
Y S S
“N o N&jl/ ~.
\N
A276a \’N’N

/ O

AN

/AZ??"

5-(1-{3-[5-(1-methylpiperidin-4-yloxy)pyrimidin-2-yllbenzyl}-
B-ox0-1,8-dihydropyridazin-3-yi}thiophene-2-carboxylic acid

nAZTBII

5-(1-{3-[5-(1-methylpiperidin-4-yloxy)pyrimidin-2-yl]benzyl}-
6-oxo0-1,8-dihydropyridazin-3-yljthiophene-2-carboxamide

"A279"

N-methyl-5-(1-{3-[5-(1-methylpiperidin-4-yloxy)pyrimidin-2-
yllbenzyi}-6-oxo-1,6-dinydropyridazin-3-yi}thiophene-2-
carboxamide '
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"A280" | 2-{3-(5-aminopyrazin-2-ylbenzyl]-6-(3,5-difluoropheny)-2H-
pyridazin-3-one /
"A281" | 6-(3,5-diflucrophenyl)-2-[3-(6-methylpyridazin-gtyl)benzyll-
2H-pyridazin-3-cnhe /
"A282" | 2{3-(B-aminopyridazin-3-yiibenzyll-6-(3,5difluorophenyl)-
2H—pyridazin-3—on/
"AZ83" methvyi (E)-3-(2-{3-[6-ax0-3-(3,4,GArifluorophenyl)-6H-
pyridazin-‘l-ylmethyl]phenyij@idin—&yl)acrylate
"A284" | 2-{3-[5-((E)-3-aminopropenylpyrimidin-2-yllbenzyi}-6-(3,4.5-
trifluorophenyl)-ZH-pyridazin-3-one
"AZ285" 2-{3-[5-(3-aminopropyppyrimidin-2-yilbenzyi}-6-(3,4,5-
triﬂuoropyéﬂl;QH-pyridazin~3-one
"A286" | 2-{3-[5-(4-methylpigerazin-1-y)pyrimidin-2-yllbenzyl}-6-(1-
methyi~y/;;/razok-4~yl)~2H-pyridazin—3-one
"A287" | 3-(1-{3-[5-4-piethylpiperazin-1-yl)pyrimidin-2-y/lbenzyl}-6-
o%ﬁ-dihydropyridazfn~3~yl)benzonitrile
"A288" 3-{B-0%6-1-[3~(5-piperazin-1-yipyrimidin-2-yl)benzyl]-1,6-
/ dihydropyridazin-3-yitbenzonitrile
"AZ289" | 6-(¢fmethanesulfonylphenyl)-2-[3-(5-piperazin-1-ylpyrimidin-
/ 2-ylbenzyl]-2H-pyridazin-3-one
“A290" /' 4-{1-[3-(5-aminopyrimidin-2-yl)benzyl}-6-oxo-1,8-dihydro-
/ pyridazin-3-ylbenzonitrile
"AZ91" 3-{1-[3-(B-aminopyrimidin-2-yl)benzyl}-6-oxo-1,6-dihydro-
/ pyridazin-3-yl}benzonitrile
"A282" | B-(1-methyl-1H-pyrazol-4-yl)-2-[3-(5-piperazin-1-ylpyrimidin-
2-yhbenzyl}-2H-pyridazin-3-one
*A293" I 2-[3-(5-aminopyrimidin-2-yl)benzyl]-6-(1-methyl-1 H-pyrazol-
{ 4-yl)-2H-pyridazin-3-one
"A294" | 2-{3-[5-(2-hydroxyethoxy)pyrimidin-2-yllbenzyl}-6-(1-methyl-
1H-pyrazol-4-yl)-2H-pyridazin-3-one

O

()
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"AZ85" | 3-(1-{3-[5-(3-hydroxypropoxy)pyrimidin-2-yllbenzy/}#6-oxo-
1,6-dihydropyridazin-3-y)benzon itrile/é
"A286" 3~(1»{3»[5-(2—hydf0xyethoxy)pyrimidin-z-yi]ben {}-6-oxo-1,6-
dihydropyr]dazin—?;—yi)benzoni}ef
"A207" 2-4{3-[5-(3-hydroxypropoxy)pyrimidin-2A/jbenzyl}-6-(1-
methyl-1 H-pyrazol-4-yl)—2H-p)fdazin~3-one
"A298" 3-[1-(1-{3-[5-(3-dimethylaminopdpoxy)pyrimidin-2-yl}-
phenyllethyl)-6-oxo-1,8-d i‘hycfr?zy:i!d azin-3-yljbenzonitrile
"AZ09" | 6-(3,5-difluorophenyh)-2-(1-{3£5-(3-dimethylaminopropoxy)-
pyrimidIn—2—yi]phen)yé:;})—ZH-pyﬁdazin-&one
"A300" B6-(3,5-difluorophenyl)2-({R)-1-{3-[5-(3-dimethylamino-
propoxy)pyriml'dinwyﬁhenyi}ethyI)-2H-pyridazin—3-one
"A301" 6-(3,5-difluorophényl)-2-((S)~1-{3-[5-(3-dimethylamino-
propoxy)pyrilpiﬁz-yi]phenyf}ethyl)—zH—pyridazin—3~one
"A302" | 3-(1-{3-{5-(1-plethyl-1-oxypiperidin-4-yimethoxy)pyrimidin-2-
yl]benQ{K;-oxo-1 ,B-dihydropyridazin-3-yl)benzonitrile
"A303" 3-(1-{F#[5-(1-formylpiperidin-4-ylmethoxy)pyrimidin-2-yl}-
?zz(yl}-(ﬁ-oxo-‘l 6-dihydropyridazin-3-yl)benzonitrile
AI0A" / P
__N\t \N/NV(:)HNI/N\ .
N = O/\“/ 2
O
/"0(305“ o~ O
S \N’N\/@Ti /QO
\N"" N~ o
"A306" = O
S \N’N\Qﬁ\'\fj\ /@
\N/ N. .= o N
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“ASO?" = Q
. e D N,,N f N\ £~
\N"‘ N. = o
"A308" ) A0
=
=3 \N,N E N\
Nz /@
"A309Il N / 0
=
3 \N,N [\Nj\
N o
. N\H/D\/\N/
S |
"A310" /O
Na \N,N l \Nj\
| O/\/\N/\
0
"A311" = O
.
RN \N,N !\Nj\
/312" 0
NQ‘ N N
N._ = o i}‘i

o
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"A3T3" O
N\\ = N/N\/@'WN\
L
N~
"A314" P 0

and pharmaceutically usable dj
and stereoisomers thereof, piciuding mixtures thereof in all ratios.
Process for the prepargition of compounds of the formula | according
to Claims 1-14 and pharmaceutically usable derivatives, salts, sol-

vates, tautomers Znd stereoisomers thereof, characterised in that

a) a copipound of the formula i

Xy, ~NH
" N I

in which R' has the meaning indicated in Claim 1,

is reacted with a compound of the formula Hl




WO 2009/006959 PCT/EP2008/003473
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R4
2
R i

R*

in which R?, Ra, R* and R* have the meanings indj¢ated in Claim 1

and ,
10 L denotes Cl, Br, I or a free or reactiveyf functionally modified
OH group, O
Q. or
15 -
b) a radical R? is converteginto another radical R? by
) converting an oxadigZole radical into a pyrimidinyl radical,
i) acylating or alkylaging an amino group,
i) droxyl group,
20
or
c) thatitigliberated from one of its functional derivatives by ( )
25 ith a solvolysing or hydrogenolysing agent, -
base or acid of the formula | is converted into one of its salis.
30

Medicaments comprising at least one compound of the formula |
according to Claim 1-14 and/or pharmaceutically usable derivatives,
salts, solvates, tautomers and sterecisomers thereof, inctuding mix-

tures thereof in all ratios, and optionally excipients and/or adjuvants.

17. Use of compounds according to Claim 1-14
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20.

21.

- 265 -

and pharmaceutically usable derivatives, salts, solvates, tautomerg
and stereoisomers thereof, including mixtures thereof in all ratigt,
for the preparation of a medicament for the treatment of dis 'es in
which the inhibition, regulation and/or modulation of kinasg signal

transduction plays a role.

Use according to Claim 17 of compounds accordifig to Claim 1-14
and pharmaceutically usable derivatives, solva £s and stereoisomers
thereof, including mixtures thereof in all rati & .
for the preparation of a medicament for thé treatment of diseases
which are influenced by inhihition of ty dsine kinases by the com-

pounds according to Claim 1-14.

Use according to Claim 17 for jfie preparation of a medicament for
the treatment of diseases wiich are influenced hy inhibition of Met
kinase by the compoundsg/according to Claim 1-10.

Use according to Cigim 18 or 19, where the disease to be freated is a

solid tumour.

Use according to Claim 20, where the solid tumour originates from
the group/of tumours of the squamous epithelium, the bladder, the
stomagh, the kidneys, of head and neck, the oesophagus, the cervix,
the jhyroid, the intestine, the liver, the brain, the prostate, the uro-
génital tract, the lymphatic system, the stomach, the larynx and/or the
lung.

Use according to Claim 20, where the solid fumour originates from
the group monocytic leukaemia, lung adenocarcinoma, small-cell
lung carcinomas, pancreatic cancer, glioblastomas and breast carci-

noma.

e e =T
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24,

25,

26.

27.
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Use according to Claim 21, where the solid tumour ariginates fro
the group of lung adenocarcinoma, small-cell lung carcinomas, gan-
creatic cancer, glioblastomas, colon carcinoma and breast cgfci-

noma.

Use according to Claim 18 or 19, where the disease 6 be treated is a

tumour of the blood and immune system.

Use according to Claim 24, where the tumo n'ginates from the
group of acute myeloid leukaemia, chronigmyeloid leukaemia, acute

tymphatic leukaemia and/or chronic lympbhatic leukaemia.

Medicaments comprising at least e compound of the formula [ ac-
cording to one or more of Clai#é 1 to 14 and/or pharmaceutically
usable derivatives, solvates And stereocisomers thereof, including
mixtures thereof in all ratjgs, and at least one further medicament

active ingredient.

Set (kit) consisting of separate packs of

(a) an effeCtive amount of a compound of the formula | according
to one or mgTe of Claims 1 to 14 and/or pharmaceutically usable
derivative$, solvates, salts and stereoisomers thereof, including mix-

tures tifereof in all ratios,

an effective amount of a further medicament active ingredi-
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The invention claimed is:

1. A compound of formula |

o r?
# 7 /m
...............Rl
) 3
R Sy \ \R4,

R}
in which R" denotes Ar or Het, R® denotes pyrimidinyl, which is unsubstituted or mono-, di- or
trisubstituted by Hal, A, [C(R*)21,0R%, N=CRN(R*),, SR? NO,, CN, COOR®, CON(R®),, NR*COA,
NR’SO,A, SON(R)z, SO, [CIR%)2IN(R%z, [C(R%)zIHet, O[C(R*)2;,0R’, O[C(R®)2IN(R)z.
OIC(R?):J,C=CICR):IN(R ), O[CR LN O (R)a, OIC(R®)zlHet, SICR?)IN(R®)z, SIC(R)z]Het,
NRIC(R),1N(R Yo, NRIC(R® )] Het, NHCON(R®);, NHCONH[C(R®),],N(R?),, NHCONH[C(R®),] Het,
[C(R®):JNHCO[C(RY)N(R®)z, [C(R%)JNHCO[C(R®)]oHet, CON(R®)2, CONRUIC(R®)J,N(R?),,
CONRIC(R®).NR3COOA, CONRIC(R®),],0R®, CONRY[C(R®),],Het, COHet, COA, CH=CH—
COOR?, CH=CH—N(R®), and/or =0, R*denotes H or A, R*, R* each, independently of one another,
denote H, Hal, A, OR®, CN, COOR®, CON(R®),, NR’COA, NR¥S0O,A, SO,N(R), or S(O),A, Ar
denotes phenyl, naphthyl or biphenyl, each of which is unsubstituted or mono-, di- or trisubstituted by
Hal, A, [C(R});1.0R®, [C(R*)1.N(R)2, SR®, NO,, CN, COOR?, CON(R%),, NR*COA, NR*SO,A,
SON(RY),, S{O)mA, CO-Het, Het, O[C( H1n-N(R)2, O[C(R®),],Het, NHCOOA, NHCON(R?),,
NHCOO[C(R®),].N(R®),, NHCOO[C(R),]Het, NHCONM[C(R?),],N{R?),, NHCONH[C(R®},},Het,
OCONH[C(R®)5]N(R®%), OCONHI[C(R®),]Het, CONRY[C(R®),].N(R%)2, CONR’[C(R%)],Het and/or
COA, Het denotes a mono-, bi- or tricyclic saturated, unsaturated or aromatic heterocycle having 1 o
4 N, O andfor § atoms, which is unsubstituted or mono-, di-, tri-, tetra- or penta- substituted by Hal, A,
[C(R1,0R?, [CR*LIN(RY),, SR®, NO,, CN, COOR?, CON(R?);, NR*COA, NR*SQ,A, SON(R®),,
S(0)A, CO-Het', [C(R)s]Het', O[C(R®),JaN(R?),, OIC(RY]Het', NHCOOA, NHCON(R®),,
NHCOO[C(R*),1.N(R%),, NHCOO[C(R?) ]l Het', NHCONH[C(R),],N(R%),, NHCONH[C(R®);],Het’,
OCONHIC(R®):1.N(R%)2, OCONH[C(R?)zl.Het’, CO-Het', CHO, COA, =S, =NH, =NA and/or =0, and
where a ring nitrogen is optionally oxidized, Het' denotes a monocyclic saturated heterocycle having 1
to 2 N and/or © atoms, which is unsubstiiuted or mono- or disubstituted by A, OA, OH, Hal and/or =0,
A denoies unbranched or branched alkyl having 1-10 C atoms, in which 1-7 H atoms are optionally
replaced by F and/or in which one or two non-adjacent CH, groups are optionally replaced by O, NH,
§, 80, 80, andfar by CH=CH groups, or cyclic alkyl having 3-7 C atoms, Hal denotes F, Cl, Bror i, m
denotes O, 1 or 2, ndenotes 0, 1, 2, 3 or 4, and p denoctes 1, 2, 3 or 4, or a pharmaceutically
acceptable solvate, salt, tautomer or stereoisomer thereof.

2. A compound according to claim 1, in which R? denotes pyrimidinyl, which is monosubstituted by
Hal, A, [C(R):1,0R%, N=CR*N(R®),, CN, COOR?, [C(R*)]N(R?), [C(R)).Het, O[C(R%),],OR’,
OIC(RY1N(R?)2, O[C(R?)1,C =L [C(R™21N(R%)2, O[C(R®)2.N"O(R®);, OIC(R®)a}qHet,
NRIC(RY21MN(R?)z NRYC(RalHet, (C(R*)2.NHCO[C(R®)2IN(R?)z, [C(R*)2,NHCO[C(R),] Het,
CONRIC(R™),],N(R%),, CONRY[C(R?),].NR*COOA, CONRC(R?),1.OR?, CONRIC(R%,],Het, COHet,
CH=CH—COOR?, CHmCH—N(RS)Q andfor =0, or a pharmaceutically acceptable solvate, salt,
tautomer or stereoisomer thereof.
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3. A compound according to claim 1, in which Ar denotes phenyl, naphthyi or biphenyl, each of which
is unsubstituted or mono-, di- or trisubstituted by A, Hal, CN, S{O)nA, NR*COA, CON(R®),,
O[C(R*)].N(R®),, [C(R*)1,OR?, CONRZC(R®).].N(R%), and/or CONRP[C({R?})].Het, or a
pharmaceutically acceptable solvate, salt, tautomer or stereocisomer thereof.

4. A compound according to claim 1, in which R*, R* denote H, or a pharmaceutically acceptable
solvate, salt, tautomer or sterecisomer thereof.

5. A compound according to claim 1, in which Het denotes a mono-, bi- or tricyclic saturated,
unsaturated or aromatic heterocycle having 1 to 4 N, O and/or S atoms, which is unsubstituted or
mono-, di-, iri-, tetra- or penta- substituted by A, CHQO, COOR?®, CON(R3)2, [C(Rs)z]nHet1, [C(RS)Q]nORa,
[C(RYIN(R®),, O[C(R*),].Het' and/or =0, and where a ring nitrogen is optionally oxidized, or a
pharmaceutically acceptable solvate, salt, tautomer or sterecisomer thereof,

6. A compound according to claim 1, in which Het' denotes a monocyclic saturated heterocycle having
1 to 2 N and/or © atoms, which is unsubstituted or mono- or disubstituted by A and/or =0, or a
pharmaceutically acceptable solvate, salt, tautomer or sterecisomer thereof.

7. A compound according to claim 1, in which A denotes unbranched or branched alkyl having 1-8 C
atoms, in which 1-7 H atoms are optionaily replaced by F, or a pharmaceuticaily acceptable solvate,
salt, tautomer or sterecisomer thereof.

8. A compound according to claim 1, in which R' denotes Ar or benzo-2,1,3-thiadiazolyl, or a
pharmaceutically acceptable solvate, salt, tautomer or stereoisomer thereof.

9. A compound according to claim 1, in which R? denotes H, methyl, ethyl or propyl, or a
pharmaceutically acceptable solvate, salt, tautomer or stereoisomer thereof.

10. A compound according fo claim 1, in which R? denotes pyrimidinyl, which is unsubstituted or
mono-, di- or trisubstituted by Hal, A, [C{R¥),],OR>, N=CR*’N(R?),, CN, COOR?, [C(R™)2].N{R%),
[C(RY:].Het, O[C(R®)2],0R’, O[C(RY)IN(R®),, O[C(R?),1.C =CIC(R*)1N(R®)z, O[C(R),]N"O” (R,
O[C(R®)lHet, NRUC(R®)JN(R®),, NRUC(R®)]Het, [C(R*)2INHCO[C(R)2N(R?)z,
[C(R®),],NHCO[C(R®),].Het, CONRIC(R®):1.N(R%)2, CONRY[C(R?),].NR*COOA, CONR[C(R?),],0R’,
CONR?[C(R%),],Het, COHet, CH=CH—COOR?, CH=CH—N(R%), and/or =0, or a pharmaceutically
acceptable solvate, salt, tautomer or sterecisomer thereof.

11. A compound according to ciaim 1, in which Het denotes piperidinyl, piperazinyl, pyrrolidinyl,
morpholinyl, furyl, thienyl, pyrrolyi, imidazolyl, pyrazolyl, oxazolyl, isoxazolyl, thiazolyl, isothiazoiyl,
pyridyl, pyrimidinyl, triazolyl, tetrazolyl, oxadiazolyt, thiadiazolyl, pyridazinyl, pyrazinyl, benzimidazolyl,
benzotriazolyl, indolyl, benzo-1,3-dioxolyl, indazolyl, azabicyclo]3.2.1]Joctyl, azabicyclo[2.2.2]octyl,
imidazolidinyl, azepanyl or benzo-2,1,3-thiadiazolyl, each of which is unsubstituted or mono-, di-, tri-,
tetra- or penta- substituted by A, CHO, COOR®, CON(R?),, [C(R*),1.Het', [C{R),].0R?,
[C(R3)2]nN(R3)2, O[C(R%),].Het" and/or =0, and where a ring nitrogen is optionally oxidized, or a
pharmaceutically acceptable solvate, salt, tautomer or sterecisomer thereof.
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12. A compound according to claim 1, in which Het' denotes pyrrolidine, piperidine, piperazine or
morpholine, each of which is unsubstituted or mono- or disubstituted by A and/or =0, or a
pharmaceutically acceptable solvate, salt, tautomer or sterecisomer thereof.

13. A compound according to claim 1, in which R' denotes Ar or Het, R? denotes pyrimidinyt, which is
unsubstituted or mono-, di- or trisubstituted by Hal, A, [C(R*),],0R®, N=CR’N(R%),, CN, COOR®,
[CR%)JN(R®)z, [C(R%)2JaHet, O[C(R®);OR?, O[C(R;]N(R%);. OIC(R®)]nC =CIC(R*)N(R )z,
O[C(R*)),NO (R%),, OIC(R?);]oHet, NRIC(R?)2N(R®)z, NRPC(R?);]Het,
[C(R®)2JNHCOIC(R?)IN(R®)z, [C(R*)2].NHCO[C(R®):]-Het, CONRIC(R®):N(R™),
CONRI[C(R®),I.NR’COOA, CONR[C(R*),1,0R?, CONR®[C(R®),].Het, COHet, CH=CH--COOR?,
CH=CH—N(R®), and/or =0, R® denotes H, methyl, ethyl or propyl, R’, R denote H, Ar denotes
phenyl, naphthyl or biphenyl, each of which is unsubstituted or mono-, di- or trisubstituted by A, Hal,
CN, S(O)A, NR*COA, CON(R%),, O[C(R*)].N(R);,, [C(RY),OR®, CONRYC(R?),],N(R®), and/or
CONRB[C(RS)Q]nHet, Het denotes piperidinyl, piperazinyl, pyrrolidinyl, morpholinyl, furyl, thienyl,
pyrrolyl, imidazolyl, pyrazolyl, oxazolyl, isoxazolyl, thiazolyl, isothiazolyl, pyridyl, pyrimidinyl, triazolyl,
tetrazolyl, oxadiazolyl, thiadiazolyl, pyridazinyl, pyrazinyl, benzimidazolyl, benzotriazolyl, indolyl,
benzo-1,3-dioxolyl, indazolyl, azabicyclo[3.2.1]octyl, azabicyclo[2.2.2]Joctyl, imidazolidinyl, azepanyl or
benzo-2,1,3-thiadiazolyl, each of which is unsubstituted or mono-, di-, tri-, tetra- or penta- substituted
by A, CHO, COOR®, CON(R®),, [C(R%)z].Het', [C(R}1.0R?, [C(RY)1N(R®),, O[C(R%);],Het' and/or
=0, and where a ring nitrogen is optionally oxidized, Het' denotes pyrrolidine, piperidine, piperazine
or morpholine, each of which is unsubstiiuted or mono- or disubstituted by A and/or =0, A denotes
unbranched or branched alkyl having 1-8 C atams, in which 1-7 I atoms are optionally replaced by F,
Hal denotes F, Cl, Brorl, m denotes 0, 1 or 2, ndenotes 0, 1, 2, 3 or 4, and p denotes 1, 2, 3 or 4, or
a pharmaceutically acceptable solvate, salt, tautomer or sterecisomer thereof.

14. A process for preparing a compound of formula | according to claim 1 or a pharmaceutically
acceptable solvate, salt, tautomer or sterecisomer thereof, comprising reacting a compound of
formula il

I

Z

R! N7
in which R has the meaning indicated for the compound of formula [, with a compound of formula 11l
111
R4
i 3
.-.-..-...—....R..
|
L RN \/l
R
RF
in which R%, R®, R*and R* have the meanings indicated for the compound of formula | and L denotes
Cl, Br, | or a free or reactively functionally modified OH group, and/or converting a base or acid
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compound of formula | into one of its salts.

15. A pharmaceutical composition, comprising at least one compound of formula | according to claim
1 or a pharmaceutically acceptable solvate, salt, tautomer or sterecisomer thereof, and one or more
pharmaceutically acceptable excipients and/or adjuvants.

16. A pharmaceutical composition according {o claim 15, further comprising at least one further
pharmaceutically active ingredient.

17. A kit, comprising separate packs of {a) a compound of formula | according to claim 1 or a
pharmaceutically accepiable solvate, salt, tautomer or sterecisomer thereof, and (b) a further
pharmaceutically active ingredient.

18. A process for preparing a compound of formula | according to claim 1 or a pharmaceutically
acceptable salt, tautomer or sterecisomer thereof, comprising reacting a compound of formula li

I

in which R" has the meaning indicated for the compound of formula |, with a compound of formula [ll
I
Rd
2
T""R
LAY
RY

-

R?

in which R?, R®, R*and R* have the meanings indicated for the compound of formula | and L denotes
Cl, Br, t or a free or reactively functionally modified O+ group.

19. A compound according to claim 1, wherein R%is pyrimidinyl, which is monosubstituted by Hal, A,
[C(R*).1.0R®, N=CR*N(R%),, SR®, NO,, CN, COOR?®, CON(R®),, NR*COA, NR*SO,A, SO,N(R%),,
S(O)mA, [CR*LIN(R®)z, [C(R®)alaHet, O[C(R*1,0R’, O[C(R*IMN(R)z, OIC(R)alC =LIC(R IN(R)z,
O[C(R)2]N O™ (R%),, OIC(R®)zlaHet, SIC(R)alN(R%)2SIC(R? )] Het, NRIC(R®) JN(R%),
NRIC(R*)].Het, NHCON(R?);, NHCONHIC(R);].N(R?),, NHCONHI[C(R?);] Het,
[C{R®)2INHCO[C(R®)2JN(R)z, [C(R®)2J,;NHCOIC(R®)JoHet, CON(R®),, CONRIC(R®)]N(R?),
CONR[C(R®),],NR*COOA, CONR’[C(R?);],0R?, CONRY}C(R®),] Het, COHet, COA, CH=CH—
COOR?, CH=CH—N(R®), and/or =0.

20. A compound, which is one of the following compounds

No. Name and/or structure

“A1” 2-[3-(5-methylpyrimidin-2-yl}benzyl]-6-(3,4,5-trifluorophenyl)-
2H-pyridazin-3-one



“po

“pm

“A13"

“A14”

“A15”

wavlon

AT

“A18”

*A19°

::Azou

‘AT

‘A2

‘A23"

"AZ2B"

“A2g"

“AZO"

"A30"
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6-(3,5-difluorophenyl)-2-[3-(5-methylpyrimidin-2-yl)benzyl]-2H-
pyridazin-3-one
2-[3-(4-methyipyrimidin-2-yl}henzyl]-6-(3,4,5-trifluorophenyl)-
Z2H-pyridazin-3-one
2-{3-pyrimidin-2-ylbenzy))-6-(3,4,5-trifluorophenyl}-2H-
pyridazin-3-one
6-(3,5-difltoraphenyl}-2-{3-{4-piperazin-1-ylpyrimidin-2-yl}-
benzyll-2H-pyridazin-3-one
6-(3.5-difluorophenyl)}-2-{3-[5-(4-methylpiperazin-1-ylmethyi)-
pyrimidin-2-yllbenzyl}-2H-pyridazin-3-one
3-{1-[3-(5-methylpyrimidin-2-yl)\benzyl]-6-oxo0-1,6-dihydro-
pyridazin-3-yl}benzonitrile
N'-(2-[3-[3-(3,5-diflucrophenyl}-6-oxo-6H-pyridazin-1-ylimethyl]-
phenyl}pyrimidin-5-yl)-N,N-dimethylformamidine
2-[3-(5-aminopyrimidin-2-yl}benzyl]-6-(3,5-difluorophenyl}-2H-
pyridazin-3-one
6-(3,5-difluorophenyl)-2-{3-[5-(4-methylpiperazin-1-yl}pyrimidin-
2-yllbenzyl}-2H-pyridazin-3-one
6-(3,5-diflucrophenyl)-2-[3-(5-piperazin-1-ylpyrimidin-2-yl)-
benzyl]-2H-pyridazin-3-one
2-{3-[5-(4-methylpiperazin-1-yl)pyrimidin-2-yllbenzyl}-6-(3,4,5-
trifluorophenyl}-2H-pyridazin-3-one
6-(3,5-difluorophenyl)-2-[3-(5-hydroxypyrimidin-2-yi}benzyl]-2H-
pyridazin-3-one
6-(3,5-difluorophenyl)-2-{3-[5-(3-dimethytamincpropoxy}-
pyrimidin-2-yllbenzyl}-2H-pyridazin-3-one
6-(3,5-difluorophenyl)-2-{3-[5-( 1-methylpiperidin-4-yloxy}- pyrimidin-2-yl]benzyl}-2H-pyridazin-
3-oche

2-[3-(5-bromopyrimidin-2-yl Ybenzyl]-6-(3,5-diflucrophenyl}-2H-

pyridazin-3-one

6-(3,5-difluorophenyl}-2-{3-[5-( 1-methyl-1H-pyrazol-4-yl)-
pyrimidin-2-yl]benzyl}-2H-pyridazin-3-one

ethyl 2-{3-[6-0x0-3-(3,4,5-trifluorophenyl)-8H-pyridazin-1-
yimethyllphenyl}pyrimidine-5-carboxylate

ethyl 2-{3-[3-(3,5-diflusrophenyl}-6-oxo-6H-pyridazin-1-yl- methyilphenyl}pyrimidine-5-
carboxylate
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“A31"  2-{3-[6-0x0-3-(3,4,5-trifluorophenyl)-8H-pyridazin-1-yimethyl}-
phenyl}pyrimidine-5-carboxyiic acid

“A32  2-{3-[3-(3,5-difluorophenyl}-6-oxo-6H-pyridazin-1-ylmethyl]-
phenyl}pyrimidine-5-carboxylic acid

“A33"  N-(2-dimethylaminoethyl}-2-{3-[6-ox0-3-(3,4,5-trifluorophenyl}-

6H-pyridazin-1-yimethyl]phenyl}pyrimidine-5-carboxamide
[:

"A34"

“A35"

“A36”
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"A3T7”
“A38”
“A3Y"
W
N
I 9
A40 N7 NN N
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“Ad1”

“A42"

“A43"

“Ad4”
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“Adda’
=y
“A45"
“A4B"
“A4T”
0
"A48”
N =F ‘ %\;/\/\ N /\I
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“A49" .
N AN
N Yo N% N ~
] H
W
N
'F
E [ = o}
HASO” N / ?\T
g N } /\\/\vf"
NT Yo N N
M
N

“AB1"  N-{2-(1H-imidazol-4-yl)ethyl]-2-{3-[6-0x0-3-(3,4,5-trifluoro-
phenyl})-6H-pyridazin-1-yimethyl]phenyl}pyrimidine-5-

carboxamide

“AbZ"

“AB3”

“Ab4"  2-[3-{5-chloropyrimidin-2-yl)benzyl]-6-(3,4,5-frifluorophenyl)-
2H-pyridazin-3-one

“ABS"  4-{1-[3-(5-methylpyrimidin-2-yl}benzyl}-6-0x0-1,6-dihydro-
pyridazin-3-yl}-N-{3-piperidin-1-ylpropyt)benzamide

“ASB"  6-(3,5-diflucrophenyl}-2-{3-[5-(3-pyrrolidin-1-ylpropoxy)-
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pyrimidin-2-yllbenzyl}-2H-pyridazin-3-one

"ABT"  B6-(3,5-difluorophenyl)-2-(3-{5-[2-(4-methylpiperazin-1-yl}-
ethoxylpyrimidin-2-yl}benzyl}-2H-pyridazin-3-one

“AB8”  6-(3,5-difluorophenyl}-2-[3-(5-dimethylaminomethylpyrimidin-2-
yhbenzyl}-2H-pyridazin-3-one
6-(3,5-diftuorophenyl}-2-{3-[4-(methylpiperidin-4-yl- amino)pyrimidin-2-ylibenzyl}-2H-
pyridazin-3-one

“Abg"

NH

“AB0"  2-{3-[5-{3-dimethylaminopropoxyipyrimidin-2-yl]lbenzyl}-6-
(3,4,5-trifluorophenyl}-2H-pyridazin-3-one

TReTe

“"AB4”  2-{3-[5-(2-dimethylaminoethoxy)pyrimidin-2-yl]benzyl}-6-(3,5-
difluorophenyl)-2H-pyridazin-3-one

“‘ABS"  2-{3-[56-(piperazin-1-yl)pyrimidin-2-yijbenzyl}-6-(3,4,5-trifluoro-
phenyl)-2H-pyridazin-3-one

“ABB"  B-(3,5-difluorophenyl)-2-{3-15-(1-methylpiperidin-4-yimethoxy)-
pyrimidin-2-yi]benzyl}-2H-pyridazin-3-one

‘AT
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“AT2”
NHa
“AT3”
NH,
HA?4”
4-(2-{3-{3-(3,5-difluorophenyl}-6-oxo-6H-pyridazin-1-ylmethyl]- phenyl}pynmidin-5-
ylYmorpholin-3-cne
((A?S” N

“ATE”  N-(2-{3-[3-(3,4,5-trifluorophenyl}-6-oxo-6H-pyridazin-1-yl-
methyllphenyi}pyrimidin-5-yI}-N,N-dimethylformamidine
2-{3-[6-0x0-3-(3,4,5-triflusrophenyl)-6H-pyridazin-1-ylmethyll- phenyl}pyrimidine-5-

carbonitrile o
/
] 3 .F \ N N
N
T Z e

F
“A78 6-[4-(3-dimethylaminopropoxy)-3,5-diflucrophenyli-2-[3-(5- methylpyrimidin-2-yl)benzyl]-2H-



“A?g“

ataty

“A81"

"Ag2"

"AB3"

“AB4"

“ABL"

“ABT7"
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pyridazin-3-one

6-(3,5-difluorophenyl}-2-[3-(6-oxo-1,6-dihydropyrimidin-2-yi)-
benzyl]-2H-pyridazin-3-one

6-(3,5 -difluorophenyl)-2-{3-[4-(3-dimethylaminopropoxy)-
pyrimidin-2-yllbenzyl}-2H-pyridazin-3-one
2-[3~{5-aminopyrimidin-2-yl)benzyl]-6-(3,4,5-triflucrophenyl }-2H-
pyridazin-3-one
2-(3-pyrimidin-5-ylbenzyl)-8-(3,4,5-trifluorophenyl}-2H-

pyridazin-3-one
F

N-{2-{3-[3-(3,5-difluorophenyl}-6-oxo-6H-pyridazin-1-yimethyl]-
phenyl}pyrimidin-5-yl)-2-dimethylaminoacetamide

N-{2-{3-{3-(3,5-difluorophenyl)-6-oxo-6H-pyridazin-1-yimethyl]- phenyi}pyrimidin-&-yl}-4-
dimethylaminobutyramide




“ABS"

“ABQ"

“AQ0”

uA921)

“AQ3"

“AG5"
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2-[3-(5-aminomethylpyrimidin-2-yl}henzyl]-6-(3,4,5-trifluoro-

phenyl)-2H-pyridazin-3-one
N-(2-{3-{3-(3,5-diflucrophenyl}-6-oxo-6H-pyridazin-1-yimethyl]- phenyl}pyrimidin-5-yl}-3-
dimethylaminopropionamide




“ABG”

“AGT"

"AQS”

pateich

“A100”

“A101"

“A102”
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3-(4-methylpiperazin-1-yl}-N-{2-{3-[6-0x0-3-(3,4,5-trifluoro- phenyi)-6H-pyridazin-1-
ylmethyllphenyl}pyrimidin-5-ylmethyl)- propionamide

2-(4-methylpiperazin-1-yl)-N-{2-{3-[6-0x0-3-(3,4,5-riflucro- phenyi)-6H-pyridazin-1-
yimethyllphenyl}pyrimidin-5-yl- methyl)acetamide

2-methylamino-N-(2-{3-[6-0x0-3-(3,4,5-trifluorophenyl}-6H- pyridazin-1-
ylmethyl]phenyl}pyrimidin-5-ylmethyi}acetamide
K o)
I

)\/5\"‘"‘

3-dimethylamino-N-{2-{3-[6-0x0-3-(3,4,5-triflucrophenyl)-6H- pyridazin-1-
yimethyi]phenyl}pyrimidin-5-yimethyl)propionamide
E 0

2-[3-{5-methylpyrimidin-2-yl}benzyl}-6-(2H-pyrazol-3-yl)-2H-
pyridazin-3-one
6-(3,5-difluorophenyl}-2-[3-(5-hydroxymethylpyrimidin-2-yi)-
benzyl}-2H-pyridazin-3-one
6-(3,5-diftuorophenyl)-2-{3-[5-{piperidin-4-yloxy)pyrimidin-2-yl]-
benzyi}-2H-pyridazin-3-one
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“A103"

“A1047

“A105"

“A108"
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“A107"

“A108"

“A109"

“A1107
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“A1117

‘A112"

[
e

“A113"

“A114”

“A115"
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*A116"

AT

/ 0
J K]
F N N Ne
“A118” l N—
/ )

6-(3,5-difluorophenyl)-2-{3-[5-(8-methyl-8-azabicyclo[3.2. 1]oct- 3-yloxy)pyrimidin-2-yijbenzyl}-
2H-pyridazin-3-one

P O
U K F e N N
- " l\j\ /é&
N
Z 0 No

F
e 0 O
F . N N -
‘ _
N N
Z O/\\/
F

6-(3,5-difluorophenyl)-2-{3-[5-((S)-1-methylpyrrolidin-3-yloxy}- pyrimidin-2-yijbenzyl}-2H-
pyridazin-3-one,

0
/
& » \I
A121” F "\N,—i Na
l N—
N
/ O
F
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"A122"  6-(3,5-diffuorophenyl)}-2-{3-[5-({R}-1-methylpyrrolidin-3-yloxy)-
pyrimidin-2-ylibenzyl}-2H-pyridazin-3-one,

\ 0
\_/
“A123"
N
\
“A124"

“A125"

N x f\
“A126” | NH

“A127° 8-(3,5-difluorophenyi}-2-{3-[5-(2-pyrrolidin-1-ylethoxy)-
pyrimidin-2-yl}benzyl}-2H-pyridazin-3-one

"A128"  6-(3,5-difluorophenyl)-2-{3-[5-(3-morpholin-4-ylpropoxy)-
pyrimidin-2-yllbenzyl}-2H-pyridazin-3-one
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“A130" 6-(3,5-diflucrophenyl)-2-{3-[5-(2-morpholin-4-ylethoxy)-
pyrimidin-2-yllbenzyl}-2H-pyridazin-3-one, hydrochloride
O

“A1297
O/\\/\ \:/\

"A1371°

“A132" 6-(3,5-difluorophenyl)-2-{3-[5-(4-methylaminobutoxy)pyrimidin-
2-yl]benzyl}-2H-pyridazin-3-one

“A133" 6-(3,5-difluorophenyl)-2-{3-[5-(3-methylaminopropoxy}-
pyrimidin-2-yllbenzyl}-2H-pyridazin-3-one

“A134" 6-(3,5-diflucrophenyl)-2-{3-[5-{pyrrolicin-3-ylmethoxy}-
pyrimidin-2-yllbenzyl}-2H-pyridazin-3-one

“A135" 6-(3,5-difluorophenyl)-2-{3-[5-{3-ethylaminopropoxy)pyrimidin-
2-yllbenzyl}-2H-pyridazin-3-one

“A136" 2-{3-[5-(2-aminoethoxy)pyrimidin-2-yllbenzyl}-6-(3, 5-difluoro-
phenyl}-2H-pyridazin-3-one

“A137"  6-(3,5-difluorophenyl)-2-{3-{5-{piperidin-3-yloxy)pyrimidin-2-yl]-
benzyl}-2H-pyridazin-3-one

"A138" 6-(3,5-difluarophenyl)-2-{3-{5-(piperidin-4-yimethoxy)pyrimidin-
2-yllbenzyh-2H-pyridazin-3-one

“A139"  6-(3,5-diffuarophenyl)-2-{3-[5-(pyrrolidin-3-yloxy}pyrimidin-2-
ylihenzyl}-2H-pyridazin-3-one

“A140" 6-(3,5-diflucrophenyl}-2-{3-[5-({S)-pyrrolidin-3-yloxy}pyrimidin-
2-yllbenzyl}-2H-pyridazin-3-one

“Atd41”  6-(3,5-difluorophenyl)-2-{3-[5-({R)-pyrrolidin-3-yloxy)pyrimidin-
2-yllbenzyl}-2H-pyridazin-3-one
2—{3—[5-(piperidEn—4—y[oxyg)yrimidin-2-yE}benzyI}-6—pyridEn—4—yE— 2H-pyridazin-3-one

A142 P NIl

"A143"  4-(6-oxo-1-{3-[5-{piperidin-4-yloxy)pyrimidin-2-yl]benzyl}-1,6- dihydropyridazin-3-
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yl)benzonitrile

"A144"  3-(6-ox0-1-{3-[5-(piperidin-4-yloxy)pyrimidin-2-yl]benzyl}-1,6-
dihydropyridazin-3-yl)benzonitrile

“A145" B-+(3,5-difluorophenyl)-2-{3-[5-{2-piperazin-1-ylethoxy)pyrimidin-
2-yllbenzyl}-2H-pyridazin-3-one

*A146" 6-(3,5-diftuorophenyt)-2-{3-[5-(piperidin-4-yloxy}pyrimidin-2-yl]-
benzyl}-2H-pyridazin-3-one

“A147"  3-(6-oxo-1-{3-[5-(2-piperazin-1-ylethoxy)pyrimidin-2-yl]benzyl}-
1,6-dihydropyridazin-3-yl)benzonitrile

“A148" 6-(3-fluorophenyl)-2-{3-{5-(piperidin-4-ylmethoxy)pyrimidin-2-
ylibenzyl}-2H-pyridazin-3-cne
2-{3-[5-(1-piperidin-4-yl-1H-pyrazol-4-yi )pyrimidin-2-yl]benzyl}- 6-(3,4,5-trifluorophenyl)-2H-
pyridazin-3-one

!

|
P
NZ |
%

h
3-(6-0x0-1-{3-[5-{1-piperidin-4-yl-1H-pyrazol-4-yl)pyrimidin-2- yllbenzyl}-1,6-dihydropyridazin-
3-yhbenzonitrile

q
N
A150 ] \\1
P
N? l
e
N
“A1517 6-(1-methyl-1H-pyrazol-4-yl)-2-{3-[5-(1-piperidin-4-yi~1H-~ pyrazol-4-y)pyrimidin-2-yllbenzyl}-

2H-pyridazin-3-one
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.
“
¥
N
| Ox
54

“A152” 6-(3-methoxyphenyl)-2-{3-[5-(1-piperidin-4-yl-1H-pyrazol-4-yl)-
pyrimidin-2-yllbenzyl}-2H-pyridazin-3-one

“A153” B-(3-fluorophenyt}-2-{3-{5-(1-piperidin-4-yl-1H-pyrazol-4-yl)-
pyrimidin-2-yllbenzyl}-2H-pyridazin-3-one
6-(3,5-difluorophenyl}-2-{3-[5-(1 H~pyrazol—4—yl)pyfimidin-z-yl]- benzyl}-2H-pyridazin-3-one

N

™ NH

"A154"

6-{3,5-difluorophenyl}-2-(3-{5-[1-(2-methylaminoethyl}-1H- pyrazol-4-yl]pyrimidin-2-ylthenzyl)-

2H-pyridazin-3-one,
F

Q..-——-

“A155"

6-(3-chlorophenyl)-2-{3-[5-(1-piperidin-4-yl-1H-pyrazol-4-yl}- pyrimidin-2-yl]benzyl}-2H-

“A156
pyridazin-3-one



“A157”

*A1607
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NH
F
\\ /i E\
| N
N W, =t
T
Ki PN
/

6-(3,5-difluorophenyl-2-(3-{5-[1-(3-methylaminopropyl}-1H- pyrazol-4-yl]pyrimidin-2-
yltbenzyi)-2H-pyridazin-3-one

N
Ve \N/\\/\N/
H
4
N
==N

3-[1-(3-{5-[1-(2-methylaminoethyl)-1H-pyrazol-4-yljpyrimidin-2- yl}benzyl)-6-oxo-1,6-
dihydropyridazin-3-yllbenzonitrile

-
N///
s
NZ I
Ny

6-(3,5-diflucrophenyl)-2-{3-{6-[1-(2-piperazin-1-ylethyl}-1H- pyrazol-4-ylipyrimidin-2-
yl}benzyl)-2H-pyridazin-3-one
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. I\'\./’“\/\\

K/NH

N
a

/‘\
NH

“AT61"

3-[6-0x0-1-(3-{5-[1-(2-piperazin-1-ylethyl)-1H-pyrazol-4-yl]- pyrimidin-2-yl}benzyl)-1,6-
dihydropyridazin-3-yllbenzonitrile

U

N-{4-dimethylaminobutyl)-2-[3-(6-ox0-3-pyridin-4-yl-6H- pyridazin-1i-
yimethyl)phenyl]pyrimidine-5-carboxamide

=
"A162" N

\\/\Ii

“A163” b
11
N L
H
“A164" N-{4-dimethylaminobutyl)-2-{3-[3-(4-cyanophenyi}-6-ox0-6H- pyridazin-1-

yimethyllphenyilpyrimidine-5-carboxamide
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“A165"

“A166"

"A167"
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“A168°

6-(1-methyl-1H-pyrazol-4-yl}-2-{3-{5-[1-(2-pyrrolidin-1-ylethyi)}- 1H-pyrazol-4-yllpyrimidin-2-
yl}benzyl)-2H-pyridazin-3-one

6-(3,5-difluorophenyl)-2-(3-{5-[1-(2-morphalin-4-ylethyl)}-1H- pyrazol-4-yl]pyrimidin-2-
yhibenzyl}-2H-pyridazin-3-one

“A1TO7

6-(3,5-difluorophenyl}-2-(3-{5-[1-{2-dimethylaminoethyl}-1H- pyrazol-4-yl]pyrimidin-2-

AANAN o
ylibenzyl)-2H-pyridazin-3-one
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“A172"  6-(3,5-difluorophenyl)-2-(3-{5-[1-(3-dimethylaminopropyl}-1H-
pyrazol-4-yllpyrimidin-2-yl}benzyl}-2H-pyridazin-3-one

"A173" 6-(3,56-difluorophenyl)-2-(3-{5-[1-(2-pyrrolidin-1-ylethyi}-1H-
pyrazol-4-yilpyrimidin-2-yl}benzyt)-2H-pyridazin-3-one
3-[1-{3-{5-[1-(2-morpholin-4-ylethyl}-1H-pyrazol-4-yi]pyrimidin- 2-yl}benzyl}-6-oxo-1,6-
dihydropyridazin-3-yllbenzonitrile

N
I\

=N
\N /\/\1 9]
“A174" ~ = ’ \,J
4
\T o \
N— N =

e

2-(3-{5-[1-(2-morpholin-4-ylethyl)-1H-pyrazol-4-ylpyrimidin-2- yl}benzyl)-6-pyridin-3-yl-2H-
pyridazin-3-one

N .
1 \ /T\\
N
“A175" N ~
N | 8] N & /j
N
X O

"A176 6-(1-methyl-1H-pyrazol-4-y|)-2-(3-{5-[1-(2-morpholin-4-ylethyl)- 1H-pyrazol-4-yilpyrimidin-2-

ylibenzyl)-2H-pyridazin-3-one
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ANTT 2-(3-{5-[1-(2-morpholin-4-ylethyl)-1H-pyrazol-4-yl]pyrimidin-2-
yitbenzyl)-6-pyridin-4-yl-2H-pyridazin-3-one

“A178"  B-{4-methanesulfonylphenyl)-2-(3-{5-[1-{2-morpholin-4-ylethyl)-
1H-pyrazol-4-yl]pyrimidin-2-yl}benzyl)-2H-pyridazin-3-one

“A179" B-pyridin-4-yl-2-(3-{5-[1-(2-pyrrolidin-1-ylethyl)- 1H-pyrazol-4-
yllpyrimidin-2-yl}benzyl)-2H-pyridazin-3-one
4-[6-0x0-1+(3-{5-[1-(2-pyrrolidin-1-ylethyl}-1H-pyrazol-4-yl]- pyrimidin-2-yl}benzyt}-1,6-

dihydropyridazin-3-yllbenzonitrile
/N\N/\/N: :

“A1807

“*A181" 2-(3-{5-[1-{2-morpholin-4-ytethyl)-1H-pyrazol-4-yl]pyrimidin-2-

vitbenzyl}-6-pyridin-4-yl-2H-pyridazin-3-one
Br

S

:;A,«I 82:) N \ ()] g N

“*A183" 6-{4-methanesulfonylphenyl)-2-(3-{5-[1-(2-morpholin-4-ylethyl}-
1H-pyrazol-4-yljpyrimidin-2-yl}benzyl}-2H-pyridazin-3-one
6-{5-methyloxazol-2-yl)-2-{3-{5-[1-{2-pyrrolidin-1-ylethyl}-1H- pyrazol-4-yilpyrimidin-2-

“A184°
yilbenzyl)-2H-pyridazin-3-one
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"A185" 6-(3-fluorophenyl)-2-(3-{5-[1-{2-pyrrolidin-1-ylethyl)-1H-pyrazol-
4-yllpyrimidin-2-yl}benzyl)-2H-pyridazin-3-one
6-(1-propyl-1H-pyrazol-4-yl)-2-(3-{5-[1-(2-pyrrolidin-1-ylethyl)- 1H-pyrazol-4-yllpyrimidin-2-

yitbenzyl)-2H-pyridazin-3-one G

N

2-(3-{5-[1-{2-pyrrolidin-1-ylethy)}-1H-pyrazol-4-yl pyrimidin-2- yl}benzyl}-6-thiophen-3-yl-2H-
pyridazin-3-one
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“A188"

“A188a"

"A189" 3-(1-{3-[5-(3-dimethylaminopropoxy)pyrimidin-2-yllbenzyl}-6-
oxo-1,6-dihydropyridazin-3-yhibenzonitrile
2-{3-[5-(3-dimethyiaminopropoxy)pyrimidin-2-yllbenzyl}-6-(1- methyl-1H-pyrazol-4-yl)-2H-
pyridazin-3-one

“A1807

A" 2-{3-[6-(3-dimethylaminopropoxy)pyrimidin-2-ylibenzyl}-6-(3-
fluorephenyl)-2H-pyridazin-3-one

“A192"  2-{3-[5-(3-dimethylaminopropoxy)pyrimidin-2-yllbenzyl}-6-
thiazol-2-yl-2H-pyridazin-3-one

“A193"  2-{3-[5-{3-dimethylaminopropoxy)pyrimidin-2-yl]benzyl}-6-
phenyl-2H-pyridazin-3-cne

“A194"  4-(1-{3-[5-(3-dimethylaminopropoxy)pyrimidin-2-yl]benzyl}-6-
oxo-1,6-dihydropyridazin-3-yl}benzonitrile

“A195™  2-{3-[5-(3-dimethylaminopropoxy)pyrimidin-2-yllbenzyl}-6-p-
tolyl-2H-pyridazin-3-one

A196"  2-{3-[5-(3-dimethytaminoprapoxy)pyrimidin-2-yi]benzyl}-6-(2H-
pyrazol-3-yl}-2H-pyridazin-3-one

“A197"  6-(3,4-difluorophenyl}-2-{3-[5-(3-dimethylaminopropoxy)-
nyrimidin-2-yllbenzyl}-2H-pyridazin-3-one



“A198"

“A189"

“AZ00"

“A2017

“A202”

“AZ03

“A204u

“AZ05"

“A206”

“A207”

“A208”

"A209"

IKA21 O”

qu,] 1 »

AZ2127

“A2137

“AZ147

“A215"
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2-{3-[5-(3-dimethylaminopropoxy)pyrimidin-2-yl]benzyl}-6-(4-
methanesulfonylphenyl}-2H-pyridazin-3-one
2-{3-[5-(3-dimethylaminopropoxy)pyrimidin-2-ylibenzyl}-6-{4-
{5-methyl-1,2,4-oxadiazol-3-yl)phenyl]-2H-pyridazin-3-one
2-{3-[5-(3-dimethylaminopropoxy)pyrimidin-2-yilbenzyl}-6-
pyridin-4-yl-2H-pyridazin-3-one
6-(3-bromophenyl)-2-{3-[5-(3-dimethylaminopropoxy)pyrimidin-
2-ylibenzyi}-2H-pyridazin-3-one
2-{3-[5-(3~-dimethylaminopropoxy)pyrimidin-2-yllbenzyl}-6-
(3,4,5-trifluoraphenyl)-2H-pyridazin-3-one
6-(3,5-dimethoxyphenyt}-2-{3-[5-{3-dimethylaminopropoxy)-
pyrimidin-2-yllbenzyl}-2H-pyridazin-3-one
2-{3-[5-(3-dimethylaminoprapoxy)pyrimidin-2-ylbenzyl}-6-( 3-
fluoro-4-methoxyphenyl)-2H-pyridazin-3-one
2-{3-[5-(3-dimethylaminopropoxy)pyrimidin-2-yl]benzyi}-6-(4-
methoxyphenyl)-2H-pyridazin-3-one
2-{3-[5-(3-dimethylaminopropoxy)pyrimidin-2-yllbenzyl}-6-(3-
trifluoromethylphenyl}-2H-pyridazin-3-one,
8-(3-chlorophenyl)-2-{3-[5-(3-dimethylaminopropoxy)pyrimidin-
2-yllbenzyl}-2H-pyridazin-3-one
2-{3-[5-(3-dimethylamincpropoxy)pyrimidin-2-ytlbenzyl}-6-
pyridin-3-yl-2H-pyridazin-3-cne
2-{3-[53-(3-dimethylaminopropoxy)pyrimidin-2-yi]benzyl}-6-(1-
methyl-1H-pyrazol-4-yl)-2H-pyridazin-3-one
6-(3-chloro-5-fluorophenyl}-2-{3-{5-(3-dimethylaminopropoxy)-
pyrimidin-2-yl|benzyl}-2H-pyridazin-3-one
2-{3-[5-(3-dimethyiaminopropaoxy)pyrimidin-2-yllbenzyi}-6-(4-
fluoro-3-methoxyphenyl}-2H-pyridazin-3-one
6-(4-chlorophenyl}-2-{3-[5-{3-dimethylaminopropoxy)pyrimidin-
2-yllbenzyl}-2H-pyridazin-3-one
2-{3-[5-(3-dimethylaminopropoxy}pyrimidin-2-yllbenzyl}-6-(4-
fluorophenyl}-2H-pyridazin-3-one
2-{3-[5-(3-dimethylaminopropeoxypyrimidin-2-yllbenzyl}-6-
thiophen-2-yl-2H-pyridazin-3-one
N-[4-{1-{3-[5-{3-dimethylaminopropoxy)pyrimidin-2-yl]benzyl}- 6-oxo-1,6-dihydropyridazin-3-
yhiphenyl]acetamide
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/

S e

"A216" 6-(3,4-dimethoxyphenyl)-2-{3-[5-{3-dimethylaminopropoxy)-
pyrimidin-2-yilbenzyl}-2H-pyridazin-3-one
8-benzo-1,2 5-thiadiazol-5-yl-2-{3-[5-(3-dimethylaminopropoxy)- pyrimidin-2-ylibenzyl}-2H-
pyridazin-3-one

"A21T7”

O/\"/\\

‘A218"  2-{3-[5-(3-dimethylaminopropoxy)pyrimidin-2-ytbenzyl}-6-
turan-3-yl-2H-pyridazin-3-one

“AZ19"  2-{3-[5-(3-dimethylaminopropoxy)pyrimidin-2-yl]benzyl}-6-(5-
methyl-1,2,4-oxadiazol-3-yl}-2H-pyridazin-3-one

“A220"  4-(1-{3-[5-(1-methylpiperidin-4-yloxy)pyrimidin-2-yl]benzyl}-6-
oxo-1,6-dihydropyridazin-3-yl)benzonitrile

“A221"  3-(1-{3-[5-(1-methylpiperidin-4-yloxy)pyrimidin-2-yl]benzyl}-6-
oxo-1,68-dihydropyridazin-3-yl}benzonitrile

“A222"  3-(1-{3-[6-(2-morpholin-4-ylethoxy)pyrimidin-2-yl]benzyl}-6-
oxo-1,8-dihydropyridazin-3-yl)benzonitrite

“A223"  2-{3-[5-(1-methylpiperidin-4-yloxy)pyrimidin-2-ylbenzyl}-6-
pyridin-4-yl-2H-pyridazin-3-one

"A224" 6-(4-methanesulfonylphenyl}-2-{3-[5-(1-methylpiperidin-4-yloxy)-
pyrimidin-2-yllbenzyl}-2H-pyridazin-3-one
methyl 5-(1-{3-[5-(1-methylpiperidin-4-yloxy)pyrimidin-2-yl]- benzyl}-6-oxo-1,6-
dihydropyridazin-3-ylithiophene-2-carboxylate

“AZ225"
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“A226" 2-{3-[5-{1-methylpiperidin-4-yioxy)pyrimidin-2-yllbenzyl}-6-(1-
methyi-1H-pyrazol-4-yl)-2H-pyridazin-3-one

2-13-[5-(3-dimethylaminopropoxy)pyrimidin-2-yllbenzyl}-6-(5- oxo-4,5-dihydro-1,2,4-
oxadiazol-3-yl}-2H-pyridazin-3-one

“A22T7"

“A228°

“A229” B8-(1-methyi-1H-pyrazol-4-yi)-2-{3-[5-(2-morphelin-4-ylethoxy)-
pyrimidin-2-yllbenzyl}-2H-pyridazin-3-one

“A230" 2-[3-(5-bromopyrimidin-2-yl)benzyl}-6-{1-methyl-1H-pyrazoi-4-
yl}-2H-pyridazin-3-one

“A231”  2-3-(5-hydroxypyrimidin-2-yll}benzyl]-6-(1-methyl-1H-pyrazol-4-
yl}-2H-pyridazin-3-one

“A235” B6-(3-fluorophenyl}-2-{3-{5-{2-marpholin-4-ylethoxy)pyrimidin-2-
yllbenzyl}-2H-pyridazin-3-one

“AZ237"  2-{3-[5-(1-methylpiperidin-4-ylmethoxy)pyrimidin-2-y[[benzyl}-
6-{1-methyl-1H-pyrazol-4-yl}-2H-pyridazin-3-one

“A238” 2-{3-[5-(1-methylpiperidin-4-yloxy)pyrimidin-2-ylbenzyl}-6-{1-
methyl-1H-pyrazol-4-y)-2H-pyridazin-3-one

“A239"  2-[3-(5-methoxypyrimidin-2-yi)benzyi]-6-( 1-methyl-1H-pyrazol-4-
yl)-2H-pyridazin-3-one

“A240" 2-{3-[5-(3-methoxypropoxy)pyrimidin-2-yl]benzyl}-6-(1-methyl-
1H-pyrazol-4-yl)-2H-pyridazin-3-one

“A241"  2-{3-[5-(2-methoxyethoxy)pyrimidin-2-yl]benzyl}-6-(1-methyl-
1H-pyrazol-4-yl)-2H-pyridazin-3-one

“A242"  2-{3-[5-(2-morpholin-4-ylethoxy)pyrimidin-2-yl]benzyl}-6-(1-
propyl-1H-pyrazol-4-y)-2H-pyridazin-3-one
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"A243" 2-(3-{b6-[2-(4-methylpiperazin-1-ylethoxy]pyrimidin-2-yl}-
benzyl)-6-(t-methyl-1H-pyrazol-4-y|)-2H-pyridazin-3-one
2-(3-{5-[2-(4-methyl-3-oxopiperazin-1-yt}ethoxylpyrimidin-2-yl}- benzyl}-6-(1-methyl-1H-
pyrazol-4-yl)-2H-pyridazin-3-one

“A244”

“A245" 6-(1-methyl-1H-pyrazol-4-y1)-2-{3-[5-{3-morpholin-4-ylpropoxy)-
pyrimidin-2-yl]benzyl}-2H-pyridazin-3-one
6-(1-methyl-1H-pyrazol-4-yl}-2-{3-[5-{2-morpholin-4-ylpropoxy)- pyrimidin-2-yllbenzyl}-2H-
pyridazin-3-one

“ADAG" . N
A246 ~ N7

—N

2-{3-[56-(1-methyl-2-morpholin-4-ylethoxy)pyrimidin-2-yi]- benzyl}-6-(1-methyl-1H-pyrazol-4-
yh-2H-pyridazin-3-one

“A248"  2-{3-[5-(2-dimethylaminoethoxy)pyrimidin-2-ylibenzyl}-6-(1-
methyi-1H-pyrazol-4-yl}-2H-pyridazin-3-one
2-{3-[5-{2-methyl-3-morpholin-4-ylpropoxy)pyrimidin-2-yi}- benzyl}-6-(1-methyl-1H-pyrazol-4-
y)-2H-pyridazin-3-cne

“A249"

"A250"  6-(1-methyl-1H-pyrazol-4-yl}-2-{3-[5-(2-pyrrolidin-1-ylethoxy)-
pyrimidin-2-yllbenzyl}-2H-pyridazin-3-one

“A251"  2-[3-(5-ethoxypyrimidin-2-yl}benzyl]-6-(1-methyl-1H-pyrazol-4-
yh-2H-pyridazin-3-one

"A2562" 6-(1-methyl-1H-pyrazol-4-y1}-2-{3-[5-(2-morpholin-4-yl-2-0x0- ethoxy)pyrimidin-2-yllbenzyl}-
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2H-pyridazin-3-one

“A253" 6-(3-chlorophenyi}-2-{3-[5-(2-morphoiin-4-ylethoxy)pyrimidin-2-
yllbenzyl}-2H-pyridazin-3-one

"A254"

“AZ55"

"AZ5EG"

“AZ57”  3-(1-{3-[5-(1-methylpiperidin-4-yimethoxy)pyrimidin-2-yl]-
benzyi}-6-axo-1,6-dihydropyridazin-3-ylYbenzonitrile

“A280" 3-(1-{3-[6-(3-dimethyiaminopropoxy)pyrimidin-2-yl|benzyl}-6-
oxo-1,6-dihydropyridazin-3-yl)benzamide
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O
- \/QYN
A
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“A261" ]
N —

“AZ262°  3-{1-[3-(5-bromopyrimidin-2-yl)benzyl]-6-oxo-1,6-dihydro-
pyridazin-3-ylhenzoniirile

“A263"  3-{1-[3-(5-hydroxypyrimidin-2-yl}benzyl]-6-oxo-1,6-dihydro-
pyridazin-3-yl}benzonitrile

“A264"  3-{B-0x0-1-{3-[5-{piperidin-4-yimethoxy)pyrimidin-2-yi]benzyi}-
1,6-dihydropyridazin-3-yl)benzonitrile

“AZ65" tert-butyl 4-(2-{3-[3-(3-cyanophenyl})-6-ox0-6H-pyridazin-1-
yimethyllphenylipyrimidin-5-yloxymethyl)piperidine-i-
carboxylate

“A266" 6-(1-methyl-1H-pyrazol-4-yt)-2-{3-[5-(piperidin-4-yloxy)-
pyrimidin-2-yllbenzyl}-2H-pyridazin-3-one

“A267"  B-(1-methyl-1H-pyrazol-4-y1)-2-{3-[5~(piperidin-4-yimethoxy)-
pyrimidin-2-yllbenzyl}-2H-pyridazin-3-one
3-(1-{3-[56-(3-methylaminopropoxy)pyrimidin-2-ylbenzyl}-6-oxo- 1,6-dihydropyridazin-3-

yl)benzonitrile
0
i n 7 \1
2 O/\\/\ IF.H

N

3-[1-(3-{5-[2-(4-methyl-3-oxopiperazin-1-ylethoxylpyrimidin-2- yl}benzyl)-6-oxo-1,6-
dihydropyridazin-3-yllbenzonitrile

“A269"

“A270"  3-[1-(3-{5-[2-(4-methylpiperazin-1-yl}ethoxy]pyrimidin-2-yl}-
benzyl)-6-oxo-1,6-dihydropyridazin-3-yllbenzonitrile

“A271"  3-(1-{3-[5-(2-methoxyethoxy)pyrimidin-2-yl]benzyl}-6-oxa-1,6-
dihydropyridazin-3-yhbenzonitrile

“AZT2” 3-(1-{3-[5-(3-methoxypropoxy)pyrimidin-2-yllbenzyl}-6-oxo-1,6-
dihydropyridazin-3-y)benzonitrile

“A273" 6-(3-flucrophenyl}-2-{3-I5-(1-methylpiperidin-4-ylmethoxy)-
pyrimidin-2-yl]benzyl}-2H-pyridazin-3-one
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“A274” 2-{3-[5-(1-methylpiperidin-4-yloxy}pyrimidin-2-ylJbenzyi}-6-{1-
propyl-1H-pyrazol-4-yl}-2H-pyridazin-3-one

“A275" 6-(3-chlorophenyl)-2-{3-[5-(1-methylpiperidin-4-yimethoxy)-
pyrimidin-2-yllbenzyl}-2H-pyridazin-3-one

“AZ765"

kOAAf 1@

“A277"  5-(1-{3-[5-(1-methylpiperidin-4-yloxy)pyrimidin-2-yl]benzyl}-6-
oxo-1,6-dihydropyridazin-3-yl }thiophene-2-carboxylic acid

"A278"  5-(1-{3-[5-(1-methylpiperidin-d-ylaxy)pyrimidin-2-yl]benzyl}-6-
oxo-1,6-dihydropyridazin-3-yl jthiophene-2-carboxamide

“AZ79"  N-methyl-5-(1-{3-[5-(1-methylpiperidin-4-yloxy)pyrimidin-2-yi}-
benzyl}-6-oxo-1,6-dihydropyridazin-3-yl)thiophene-2-
carboxamide

“A283" methyl {E£)-3-(2-{3-[6-0x0-3-(3,4,5-trifluorophenyl}-6H-pyridazin-
1-yimethyl]phenyl}pyrimidin-5-ylJacrylate

"A284” 2-{3-[5-{(E}-3-aminopropenyl)pyrimidin-2-yl]benzyl}-6-(3,4,5-
trifluorophenyl}-2H-pyridazin-3-one

"A285" 2-{3-[5-{3-aminopropylipyrimidin-2-yl]benzyl}-6-(3,4,5-trifluoro-
phenyl}-2H-pyridazin-3-one

“A286" 2-{3-[5-(4-methylpiperazin-1-yl)pyrimidin-2-yl]benzyl}-6-{1-
methyl-1H-pyrazol-4-yl}-2H-pyridazin-3-one

"A287"  3-(1-{3-[6-{4-methylpiperazin-1-y)pyrimidin-2-ylibenzyl}-6-ox0-
1.6-dihydropyridazin-3-yl}benzonitrile

"A288" 3-{6-ox0-1-[3-(5-piperazin-1-ylpyrimidin-2-yhbenzyl]-1,6-
dihydropyridazin-3-yl}benzonitrile



“A289"

“A290"

"A291”

“AZ92"

“AZ293"

“AZ94"

avaticy

(1A296n

“A207"

“A298"

“A299"

“A300"

“A301"

"A302"

“A303”

“A304"
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6-(4-methanesulfonylphenyl)-2-[3-(5-piperazin-1-ylpyrimidin-2-
ylbenzyll-2H-pyridazin-3-one
4-{1-[3~{5-aminopyrimidin-2-yl}benzyl]-6-oxo-1,6-dihydro-
pyridazin-3-yl}benzonitrile
3-{1-[3-(5-aminopyrimidin-2-yl)benzyt}-6-ox0-1,6-dihydro-
pyridazin-3-yiybenzonitrile
6-(1-methyl-1H-pyrazol-4-yl}-2-[3-(5-piperazin-1-yipyrimidin-2-
ylibenzyl]-2H-pyridazin-3-one
2-[3-(5-aminopyrimidin-2-yl)benzyi]-6-(1-methyl-1H-pyrazol-4-
y)-2H-pyridazin-3-one
2-{3-[5-(2-hydroxyethoxy}pyrimidin-2-yl]benzyl}-6-{ 1-methyl-
1H-pyrazol-4-yl)-2H-pyridazin-3-one
3-(1-{3-[5-{3-hydroxyprapoxypyrimidin-2-ylibenzyl}-6-oxo-1,6-
dihydropyridazin-3-yl)benzonitrile
3-(1-{3-[5-{2-hydroxyethoxy)pyrimidin-2-yllbenzyl}-6-oxo-1,6-
dihydropyridazin-3-yl}benzonitrile
2-{3-[5-(3-hydroxypropoxypyrimidin-2-yl]benzyl}-6-(1-methyl-
1H-pyrazol-4-yl}-2H-pyridazin-3-one
3-[1-(1-{3-[5-(3-dimethylaminopropoxy)pyrimidin-2-yllphenyl}-
ethyl)-6-oxo-1,6-dihydropyridazin-3-yl]benzonitrile
6-(3,5-difluorophenyl)-2-(1-{3-[5-{3-dimethylaminopropoxy)-
pyrimidin-2-yllphenyl}ethyl)-2H-pyridazin-3-one
6-(3,5-diluorophenyl)-2-((R)-1-{3-[5-(3-dimethylaminopropoxy)-
pyrimidin-2-yllphenyl}ethyl)}-2H-pyridazin-3-one
6-(3,5-difftuorophenyl}-2-({S)-1-{3-[5-(3-dimethylaminopropoxy)-
pyrimidin-2-yliphenyl}ethyl)-2H-pyridazin-3-one
3-(1-{3-[5-(1-methyl-1-oxypiperidin-4-yimethoxy)pyrimidin-2-yl]-
benzyl}-6-oxo-1,6-dihydropyridazin-3-yl)benzonitrile
3-{1-{3-[5-(1-formylpiperidin-4-yimethoxy}pyrimidin-2-yi}-
benzyl}-6-0x0-1,6-dihydropyridazin-3-yl)benzonitrile

% N N
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"A305”

“A306”

“A307"

“A308"

“A309”

“A3107
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or a pharmaceutically acceptable solvate, salt, tautomer or sterecisomer thereof.

21. A compound, which is one of the following compounds

No. Name and/or structure
6-(3,5-difluorophenyl)-2-{3-[5-(1-methylpiperidin-4-yloxy)- pyrimidin-2-yl]benzyl}-2H-pyridazin-
3-one

8]
/
“ ,. - N N
e > 1\j\ JQ/
N
/ 0
F
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ethyi 2-{3-[3-(3,5-difluorophenyl}-6-oxo-6H-pyridazin-1-yl- methyliphenyl}pyrimidine-5-
carboxylate

“A30"

“A34"

“A35"
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“A52" N
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“AB3"

%
6-(3,5-difluorophenyl)-2-{3-[4-(methylpiperidin-4-yl- amino)pyrimidin-2-ylibenzyl}-2H-
pyridazin-3-on

“ABG"

“AB3"




*AT1"

l(A?Z”

“AT3"

“AT4"

“AT5”
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4-(2-{3-[3-(3,5-difluorophenyl}-6-oxo-6H-pyridazin-1-ylmethyl]- phenyl}pyrimidin-5-
ylYmorpholin-3-one

oo



AT

“A78"

“ATY”

“AB4"

“AB7”
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2—{3—[6—ox0~3-(3,4,5—trif|uorophen(%l)-6 H-pyridazin-1-yimethyl]- phenyi}pyrimidine-5-carbonitrile
~

8-[4-(3-dimethylaminopropoxy}-3,5-difluorophenyi]-2-[3-(5- methylpyrimidin-2-yi}benzyl}-2H-
pyridazin-3-one

7\

N-{2-{3-[3-(3,5-difluorophenyl)-6-oxo0-6H-pyridazin-1-yimethyl}- phenyl}pyrimidin-5-yl)-4-
dimethylaminobutyramide o




"A88"

“ABY"

*AQQ"

ilAgzu

“AQE”

“ADB"
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N-(2-{3-[3-difluorophenyl}-6-oxo-8H-pyridazin-1-yimethyl]- phenyl}pyrimidin-5-yi)-3-
dimethylaminopropionamid

e
O
i N
% o
& N

3-(4-methylpiperazin-1-yl)-N-(2-{3-[6-0x0-3-(3,4,5-irifluoro- phenyl}-6MH-pyridazin-1-
yimethyl]phenyl}pyrimidin-5-yimethyl)- propionamide
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2-(4-methylpiperazin-1-yl)-N-{2-{3-[6-ox0-3-(3.4,5-trifluoro- phenyi}-6H-pyridazin-1-

yimethytlphenyl}pyrimidin-5-yl- methyl)acetamide
e

O

“AQT”
i
7 \
2-methylamino-N-{2-{3-[6-ox0-3-(3,4,5-trifluorophenyl)-6H- pyridazin-1-
ylmethyl]phenyi}pyrimidin-5-ylmethyl)acetamide
g
Q i
A~
N
“AG8" H
3-dimethylamino-N-(2-{3-[6-0ox0-3-(3,4,5-trifluorophenyl)-6H- pyridazin-1-
yimethyllphenyl}pyrimidin-5-yImethyl)propionamide
3 o
o~ d
N
. \
“AQY” H
“A103"

N
=N
o
Z
e
N
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"A104"

;:A,l 0511

“A106"

“A1077
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“A1117
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“Al12”

“A113"

"At147

“‘A115"

“AT16”
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“A1187

6-(3,5-diftuorophenyl)-2-{3-[5-(8-methyl-8-azabicyclo[3.2.1]oct- 3-yloxy)pyrimidin-2-yijoenzyl}-
2H-pyridazin-3-one

“‘A119°

“A120"

6-(3,5-difluorophenyl}-2-{3-[5-({S)-1-methylpyrrolidin-3-yloxy)- pyrimidin-2-yilbenzyl}-2H-
pyridazin-3-one,

“A123"
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“A124"

‘A125”

"A126°

“AT20”

“A1317

o
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4-(B-oxo-1-{3-[5-{piperidin-4-yloxy)pyrimidin-2-yl]benzyl}-1,8- dihydropyridazin-3-

yl}benzonitrile
0
N
= o}

2-{3-[5-(1-piperidin-d-yl-1H-~pyrazol-4-yl)pyrimidin-2-yl]benzyl}- 6-(3,4,5-irifluorophenyl)-2H-
pyridazin-3-one

“‘A143"

7

H

"A149"

3-(8-0x0-1-{3-[5-(1-piperidin-4-yl-1 H-pyrazol-4-yl}pyrimidin-2- ylJbenzyl}-1,6-dihydropyridazin-
3-yl)benzonitrile

g
‘A150” \ N\N
N7 | /
o
N

6-(1-methyl-1H-pyrazol-4-y1)}-2-{3-[5-(1-piperidin-4-yl-1H- pyrazol-4-yi)pyrimidin-2-yl]benzyl}-

“A151"
2H-pyridazin-3-one



“A154”

"A155"

“A156
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v

6-(3,5-difluorophenyl)-2-{3-[5-(1H-pyrazol-4-yl)pyrimidin-2-yl}- benzyl}-2H-pyridazin-3-one
N
Z “NH

6-(3,5-difluorophenyl)-2-(3-{5-[1-(2-methylaminoethyl)-1H- pyrazol-4-yl]pyrimidin-2-yl}benzyi)-
2H-pyridazin-3-one,
.

}‘_5.--"
r
N
W
o

~ 8-{3-chlorophenyl)-2-{3-[5-(1-piperidin-4-yl-1H-pyrazol-4-yl}- pyrimidin-2-yllbenzyl}-2H-

pyridazin-3-one
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N
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N NH
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N
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h S 11
“A157" N NF ! \Cm
=

6-(3,5-difluorophenyl)-2-(3-{5-[1-(3-methylaminopropyl)-1H- pyrazol-4-yllpyrimidin-2-
yl}benzyl}-2H-pyridazin-3-one

3-[1-(3-{5-[1-(2-methylaminoethyl)-1H-pyrazol-4-ylJpyrimidin-2- vi}benzyl)-6-oxo-1,6-
dihydropyridazin-3-ylibenzonitrile

L\/
“A159" AN
e
T,
N
Aqag &35 difluorophenyl)-2-(3-{5-{1-(2-piperazin-1-ylethyl)-1H- pyrazol-4-yl]pyrimidin-2-

yl}benzyl}-2H-pyridazin-3-one
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3-(6-0%0~1-{3-[5-{1H-pyrazol-4-yl)pyrimidin-2-yl} benzyl} -1,6- dihydropyridazin-3-yl}benzonitrile
= \

“A1617

<o

3-[B-ox0-1-(3-{5-]1-(2-piperazin-1-ylethyl}-1H-pyrazol-4-yl}- pyrimidin-2-yl}benzyl}-1,6-
dihydropyridazin-3-yi]benzonitrile

N 4] N
\O)\\
N

N-{4-dimethylaminobutyl}-2-[3-(6-oxo0-3-pyridin-4-yl-6H- pyridazin-1-
ylmethyhphenyl]pyrimidine-3-carboxamide

T /
“A1p2"

=N \ /\\
N\/\N L
— \\/

NF ]
"A163" J l
_F
“A164 N-(4-dimethylaminobutyl)-2-{3-[3-(4-cyanophenyl}-6-oxo0-6H- pyridazin-1-

yimethyllphenyl}pyrimidine-5-carboxamide
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“A165”

“A166"

“A167"
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“A168” N7
e
6-(1-methyl-1H-pyrazol-4-yl)-2-(3-{5-[1-{2-pyrrolidin-1-ylethyl)- 1H-pyrazol-4-yllpyrimidin-2-
yl¥benzyl)-2H-pyridazin-3-one
0
‘A169" N,
$:
Y
NF l
=
N
6-(3,5-difluorophenyl}-2-(3-{5-[1-(2-morpholin-4-ylethyl)}-1H- pyrazol-4-yl]pyrimidin-2-
yl}benzyl)-2H-pyridazin-3-one o
F ( ‘)
N
((A1 70!! NI
X
o
N
6-(3,5-diflucrophenyl}-2-(3-{5-{1-(2-dimethylaminoethyl}-1H- pyrazol-4-ylJpyrimidin-2-
ylthenzyl)-2H-pyridazin-3-one
'F
~
=N
~ ./
“A1T1” Vi N
! N \ \
].
T
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3-[1-{3~{5-[1-(2-morpholin-4-ylethy)- 1H-pyrazol-4-yt]pyrimidin- 2-yl}benzyl}-6-oxo0-1,6-
dihydropyridazin-3-yl]benzonitrite
N

“A174"

2-(3-{6{1-(2-morpholin-4-ylethyl}-1H-pyrazol-4-yl|pyrimidin-2- yl}benzyl)-6-pyridin-3-yl-2H-
pyridazin-3-one

“A175"

6-{1-methyl-1H-pyrazol-4-yl)-2-(3-{5-[1-(2-morpholin-4-ylethy]}- 1H-pyrazol-4-yl]pyrimidin-2-
ylIbenzyl}-2H-pyridazin-3-one
N

/'“'---..

“A176"

4-[6-ox0-1-(3-{5-[1-(2-pyrrolidin-1-ylethyl}-1H-pyrazol-4-yl]- pyrimidin-2-yl]benzyl}-1,6-

dihydropyridazin-3-yl]benzonitrile .
N

“A180" 7 \
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“A182° N

G-(5-methvioxazol-2-yl}-2-(3-{5-[1-(2-pyrrolidin-1-ylethyl)- 1H- pyrazoi-4-yl)pyrimidin-2-
yitbenzyl)-2H-pyridazin-3-one

"A184"

6-{1-propyi-1H-pyrazol-4-yl}-2-(3-{5-[1-(2-[pyrrolidin-1-ylethyl})- 1H-pyrazol-4-yl]pyrimidin-2-
yl}benzyl}-2H-pyridazin-3-one

“A186"

2-{3+{5-[1-(2-pyrrolidin-1-ylethyl}- 1 H-pyrazol-4-yl]-pyrimidin-2- yl}benzyl}-6-thiophen-3-yi-2H-
pyridazin-3-cne

"A187"
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“A188”

“A188a"

2-{3-[5-(3-dimethylaminopropoxy)pyrimidin-2-yl]benzyi}-6-{1- methyl-1H-pyrazol-4-yl}-2H-
pyridazin-3-one

nA1 90::

, N-[4-(1-{3-[56-(3-dimethylaminopropoxy)pyrimidin-2-yllbenzyl}- 6-oxo-1,6-dihydropyridazin-3-

“AZ215 )
yl)phenyllacetamide
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N
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NN
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N7 o \fjl/
k@/kn
N

6-henzo-1,2,5-thiadiazol-5-yl-2-{3-[5-(3-dimethylaminopropoxy)- pyrimidin-2-yllbenzyl}-2H-

pyridazin-3-one C. ..
0
N
\D\f R
N / O/\/\\}/

methyl 5-(1-{3-[5-(1-methylpiperidin-4-yloxy}pyrimidin-2-yl]- benzyl}-6-0x0-1,8-
dihydropyridazin-3-yl}thiophene-2-carboxylate

—Q
O
N 0 N/’j/ \O
I

2-{3-[5-(3-dimethylaminopropoxy)pyrimidin-2-yl]benzyl}-6-(5- oxo-4,5-dihydro-1,2,4-oxadiazol-
3-yl)-2H-pyridazin-3-one

"A225"

N

~

“AZ2T"

“A228" 2-{3-[5-(3-dimethylaminopropoxy)pyrimidin-2-yiibenzyl}-6- piperazin-1-yl-2H-pyridazin-3-one
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N O\/\/N\

2-{3-{5-[2-{4-methyl-3-oxopiperazin-1-yl}ethoxy]pyrimidin-2-y1}- benzyl)-6-(1-methyl-1H-
pyrazoi—el-yE)-ZH-pyridazin-g—one

0
h | N\ \‘/

6-(1-methyl-1H-pyrazol-4-y)-2-{3-[5-(2-morpholin-4-ylpropoxy)}- pyrimidin-2-yllbenzyl}-2H-
pyridazin-3-one

“AZ244°

“A246"

2-{3-[5-(1-methyl-2-morpholin-4-ylethoxy)pyrimidin-2-yi]- benzyl}-6-(1-methyi-1H-pyrazol-4-
yl}-2H-pyridazin-3-one

“AZ4T

2-{3-[5-(2-methyl-3-morpholin-4-ylpropoxy)pyrimidin-2-yi}- benzyl}-6-(1-methyl-1H-pyrazol-4-
vi}-2H-pyridazin-3-one

“A248"

6-(1-methyl-1H-pyrazal-4-yi}-2-{3-[5-(2-morpholin-4-yl-2-ox0- ethoxy}pyrimidin-2-yllbenzyi}-

"A252°
2H-pyridazin-3-one
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"A254"

“A255"

"A256"
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3-(1-{3-[5-(3-methylaminopropoxy)pyrimidin-2-yllbenzyl}-6-oxo- 1,6-dihydropyridazin-3-

ylibenzonitrile

“AZ2687

“‘A268"

“‘A276a"

.\.’{\\\

N

0
i N
\/@/\j\
= o/\/\ ‘TH

3-[1-(3-{5-[2-(4-methyl-3-oxopiperazin-1-yl)ethoxylpyrimidin-2- yl}benzyl)-6-oxo-1,6-
dihydropyridazirz—3-yl}benzonitrileO

O

N/ ] = N/

N\\,\\
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“A304"

“A305"

“A306"

“A307

"A308"

"A309”
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or a pharmaceutically acceptable solvate, salt, tautomer or stereoisomer thereof.

22. A compound according to claim 1, which is 3-(1-{3-[5-(1-methyIpiperidin-4-yimethoxy)pyrimidin-2-
ylibenzyi}-6-oxo-1,6-dihydropyridazin-3-yl)benzonitrile or a pharmaceutically acceptable solvate, salt,
tautomer or sterecisomer thereof.

23. A compound according to claim 1, or a pharmaceuticaily acceptable salt thereof.

24. A compound according to claim 20, or a pharmaceutically acceptable salt thereof.

25. A compound according to claim 21, or a pharmaceutically acceptable salt thereof.
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26. A compound according to claim 22, which is 3-{1-{3-[56-(1-methyipiperidin-4-ylmethoxy)pyrimidin-2-
yllbenzyl}-6-ox0-1,6-dihydropyridazin-3-yl)benzonitrile, or a pharmaceutically accepiable salt thereof.

27. A compound according to claim 22, which is 3-(1-{3-[5-(1-methyl-piperidin-4-ylmethoxy)pyrimidin-
2-yl|benzyi}-6-oxo-1,6-dihydropyridazin-3-yi)benzonitrile.

28. A compound according to claim 1, in which R' denotes Ar or Het, R? denotes pyrimidinyl, which is
monosubstituted by Hal, A, [C{R*),],0R®, N=CR’N(R%),, CN, COOR?, [C(R*)2].N(R%),, [C(R%)z] Het,
O[C(R*),OR?, OIC(R)ZIN(R®)z, O[C(R)]oC L C(R™)IN(RY)z. O[C(R)1,N"O(R?),, O[C(R®)p]Het,
NRIC(R)IN(R)2, NRUC(R®aloHet, [C(R®)3JNHCOIC(R® jln-N(R®)z, [C(R®)sliNHCOIC(R® alHet,
CONRIC(R),],N(R®),, CONRYC(R®),.NR*CO0OA, CONRC(R*),],0R?, CONR*C(R?),],Het, COHet,
CH=CH—COOR?, CH=CH-—N(R?), and/or =0, R® denotes H, methyl, ethyl or propyl, R*, R* denote
H, Ar denotes phenyl, naphthyl or biphenyi, each of which is unsubstituted or mono-, di- or
trisubstituted by A, Hal, CN, S(O)nA, NR*COA, CON(R®),, O[C(R*)1.N(R),, [C(R),].0R?,

CON R3{C(R3)2]HN(R3)2 andfor CONRg[C(RS)Q]nHet, Het denotes piperidinyl, piperazinyl, pyrrolidinyl,
morpholinyl, furyl, thienyl, pyrrolyl, imidazolyl, pyrazolyl, oxazolyl, isoxazolyl, thiazolyl, isothiazolyl,
pyridyl, pyrimidinyl, triazolyl, tetrazolyl, oxadiazolyl, thiadiazolyl, pyridazinyl, pyrazinyl, benzimidazolyl,
benzotriazolyl, indolyl, benzo-1,3-dioxolyl, indazolyl, azabicyclo[3.2.1]octyl, azabicyclo[2.2.2]octyl,
imidazolidinyl, azepanyl or benzo-2,1,3-thiadiazolyl, each of which is unsubstituied or mono-, di-, tri-,
tetra- or penta- substituted by A, CHO, COOR?®, CON(R%),, [C(R);]-Het, [C(R?):].0R?,
[C(R®),1,N(R),, O[C(R%),].Het' and/or =0, and where a ring nitrogen is optionally oxidized, Het'
denotes pyrrolidine, piperidine, piperazine or morpholine, each of which is unsubstituted or mono- or
disubstituted by A and/or =0, A denotes unbranched or branched alkyi having 1-8 C atoms, in which
1-7 H atoms are optionally replaced by F, Hal denotes F, Cl, Br or [, m denotes 0, 1 or 2, n denotes (,
1,2, 3or4, and p denotes 1, 2, 3 ar 4, or a pharmaceutically acceptable solvate, salt, tautomer or
stereoisomer thereof.

29. A compound according to claim 28, or a pharmaceutically acceptable salf thereof.



