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consi st n in dko group (=0 ; hal ggen; 30 (C~4C8)-al kyl; nitro;
P230:¢ R31 gno; ) hydroxyl; (C6-Coo)-aryls,,or (L1-C8)-al koxy, 5 and
D0/ 09158 R8 I hydr oxyl ; NR6R where R6 pand R are as defi ned
10 opt onallx/ QSNi C~-C8) -aljkyl ; (C~-C$)-al koxy; optionally
futed ([06-C, ofZary] ; {Co )-aryl oxy; or -O (CH)"-[(C6-Coo)-aryl]
h =1, P or 3, 15 '%nd R4 resents gtraight-chajn or branched
_ or (C2-Cg)-alkenyl which arelaoptionally no- or
psti tutegHby 20 hydroxyl; hal ogen; cyano; -C(O-RS where RS is as
0 abovej LCXC»-NRGR where.R6 and R |are as defiped above;
O
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25 - Miepéi2sydoere R6 and R are as defi ned above;

R8 are as defi ned above;

-NR6- S02-R8 where R6 and R8 are as defl ned above;
= 0to 2 and RB is as defined %ove
WO 01/ 25210 -232 PCT/ EPOO/ 09153 optionally

wher e

n

- NR6- (O - R8 Whaireedghosi s

-S02-NRBR where R6 and R are as defined above;

substitut ed (C6-Coo)-aryl oxy;

substituted 5-

to 6-nenbered heteroaryl

having up to 3

-C(O-(CH2) ~- (O -R$
30 (C--C8)-

al koxy; optionally

heteroatons fromthe

group consisting of N. Oand S: optionally substituted (C6-ClO-aryl; or by
a b-t ¢ ; having up 5 to 3
het eroftons ff@m the group consisting of N| Oand S which for its part may
optiongally be ﬁlﬁr;o- or polysubstituted by ijdentical or|different
substiftuents the grqup consisting of gn oxo group| (=0 ; hal ogen;
(Cl-c8)-al kyl| n? cydlno; hydroxyl; (C6-ClO) - aryl pr by (C
~- Cg) - al koxy, | 10 e heterocycle and |the eroaryl ring may each
optional I'y be|fused re jacant ring ctom; 0 optjonally substituted
(C6-CclpParyl,|15 or j e a 5- to 7-nenbered spturated or
unsat uf at ed heteroc & e havihg Yip o 3 hetdroatons fromthe group
consisfing off NN O and SNHwhi ch db_és parit may optiopnally be nono- or
pol ysupstitutped by 20 identical or different substituents fromthe group
consi sfing of g_g OX0 group (=0 ,; halogen, (Cr-Cgy-atkyl; nitro; cyano;
hydroxyl; (CeF QO aryl; or by (Cl-Cg)-al kofxy, and which may optionally be
fused yia two %] acent (ing atons to optionally substituted (C6-Cl O -aryl
or opt)onally|s¥ utipd (Ca- C~) 25 cycl oal kyl, and their tautoners and
their fegpgct)ve hyd oandH al koxi|des, 4gxcept| for the foll ow ng
conpouhds of the géherdl Wa ?‘I’f’ in which the 30 fradicals R, R2, R3
and R4| are as| defi neg’seiNow “* WO 01/ 25210 (- 233 PCT/ ER00/ 09153 Rl = R2 = H;
R3 = para-O—| R4 :N-/CHZN where Z = CN, C(jﬁ))-OCZHS, 4-Br - C6H4- CO,
4-n-bupyl -C6H4A-CO, H, C6H5, C(O-O CH2-C6Hp, C(O -OCH3, C(O) -CH,
2- 0X0- penzo- py @nyl 3-carbonyl, 4-TU-CoH4-CO  3-Br- -CO, 4-CoH5- CoH4- CO,
4- CH3-[C6H4- CQ, B3, 4- C12- C6H3- COR' = R = H' R3 = neta-[OH;, R4 = -CH2-Z where
Z = 4- Br-CGH4- CO 2- oxo benzo- pyranyl -3{carbonyl, 4-d-C6H4-CO R = R2 =
H R3 par a-10 ¢ O« CHS,HR4—-CHZZV\hereZ:4-CHs-CGH4-CO, H,
2- 0X0- benzopyrany carponyl, (CH2)3-CH3, 104-C6H5-C6H4; R = R2 = R3 = H,
R4 = -CHB?% where R Athyl |R =582 = H; R3 = par a- but oxy;
R4 = -[CH2-Z where Z - Cli- CoJH5, -OCH3, [C(O -C6H5, |CH=CH2, C(O-NH2, H,
4-Br-C6H4-CO,4-CI-N OS2HBp C( Q) - O CH2- C6HY,
2- 0X0- pbenzo- 15pyrany| - 3-@r bon O-NH6H5, CNNR (= RR = H R3 =
para-brono;, R4 = -CH2-Z where Z = 4-Br-C6Hi-CO 4-d - (6H4- CO, C( O - NH2,
C( O - dCH3) 4-QH206H5 4-Br-CoH4-NHCO R =|RZ = H R3|= neta-fluoro; R4 =
-CH2-Z where |Z||= 4-Br-C6H4-20CO, C(O-NH2, | C(O - O CH2-{C6H5, CN; = R = H
R3 = para-chlforg; R4 = -CH2- ZwWhere Z = 2-paphthyl ,CH}; R = R2 = H R3 =
para- AQCH3; R4 =o< ere 2-naphthy|,CH3;25 R [= R2 = H R3 =
met a- NO2g,424 = - ere ZF CH3. 2. The conpgund of the general fornula
(1) as| claingd i S cterized ip that: 30 R, R2, R3 are
i dentijcal or [dif i ndependently of one anot her are
NH,
CH,
/
o}
N cH,
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sel eqiaflb519m the group of the follow ng substituents:

hydr ogen;

hyd

roxyl ;

optionally substituted (C~-C6)-al kyl ;

WO 01/&5&%@0/0913334

opti onal |

substituted phenyl or naphthyl; 5 optionally substituted (C~-C6)-al koxy
-0 (CH2)"-CH=CH2 where n = 1 or 2; frdrine, chlorine, bronine; nitro;
cyano; 10 -C(O-R5; -C(O-NR6R~; -NR6R~; -NR6-C(O-R8; -OC(O-R8; 15
- SQZ- NR6R~; and - NR6- SO2Rg, where: 20 RS denotes: hydrogen; hydroxyl;
optionally substi tut ed (C--C6)-alkyl; optionally substituted
(C3- C~)L-  EMolécalar @¥ight 8l koxy; optionally
substifuted ph yl or napht hyl; PCT/EP00/ 09153 optionally substituted
phenyl pxy or phdpht hyl oxy; or -O (CH2)"-phenyl where n £ 1, 2 or 3, WO
01/ 25210 - 23p |PCT/ EPO®/ 09153 where the phenyl or naphthyl group may be
fused yia two] a |ing atons to optionally substituted
(C4-C7) -cycl opl kyl represents a 5- to 7-nenbefed saturated or
unsat uf atBes het er ocycl ich for its part |may @8 nonof or pol ysubstituted
by 10 an oxo proup = N ot ¥g, chloring, bromne; pptionally
substifuted ([C~-C6)Yal ky Vi t cyano; 1% hydroxyl; pptionally
substifuted phenyl or napht hyl ;~orYbyC~- ¢6) - al koxy, pr 20 RS represents
optionplly supstituted 5- to 6-ne 3ed hetferoaryl havjng up to 3
het eroftons ffomthe group consisting of N|J O and S,
I
l
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“@ﬁﬁ het erocycl e and the heteroaryl ring nmay each opti éﬁ%
fuse via ﬁb adj acent ring atons to optionally substituted phe A@%ﬁbws

napht hyl or optionally substituted (C4-C~)-cycloal kyl, 30 and WO 0l / 25210
- 236 R6 and R are identical or diffR8ent and represent PCT/ EPO0/ 09153
hydr ogen; optionally substituted (C--C6)-al kyl; optionally substituted
phenyl or naphthyl; or 5 represent optionally substituted 5- to 6-nenbered
het eroaryl having up to 3 heteroatons fromthe group consisting of N, O and
S or 10 BoNand R _togetherprstich The nitrogematam: Wagntfi ch they are

optional Iy atf{aghed forma 5- to 7-nmenbered saturated ¢r unsaturated

het ero¢ycl e ha |ng up to 3 heteroatons fronpthe group ¢onsisting of N, O
and S pwhich for jts parf nay optionally be |15 nono- or |pol ysubstituted by
identi¢al or (i f%ere Bubstifuents fromthe group congisting of an oxo
group :ay51f|uon!33 | 0gi ne, brom ne; (d~-C6)45al kyl ] 20 nitro; cyano;
hydr oxyl ; phenyl ﬁhq yl7 C~- Co6) - allkoxy, 25 anfl R8 represents NR6R
where R6 and R are S E I ng & optignally subst{tuted (C--C6)-alkyl;
30 (C~106)-al koxy; "optiqnal Iy substituted ghenyl or naphthyl ; WO 4 /2~210
-237 phenyl oxy or naphthyloxy: or -O (CH?2)"|-phenyl whefe n =1, 2 or 3, and
5 PCT/ EPOO/ 09188, R4 represents straight-chgin or brancped (C--C6)-al kyl or
(C2- Co6) - al keny I|mh|ch are optionally nono- |or pol ysubstituted by hydroxyl;
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are as defined above;
-S02- NR6R where R6 and R are as defR@ed above;
Rg are as defined above;
defi ned above;
napht hyl oxy; 20 optionally substituted 5-

g7 o

brom ne; 10 cyano;

mhere R6 and R are as defined above;
-NR6-C(O -Ra where R6 and R8 are as defined above;

- NR6- S02- R8 where R6 and
= 0to 2 and Rg is as
optionally substituted phenyl oxy or
to 6-nmenbered heteroaryl

-Q(O-(CH2)"-O) -
(C~-C6) - al koxy;
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' naphthyl, R4

het erocycl e havi ng
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"o iRy
CHS, 4- C6H5- CgH4

2- napht

hyl ;

239 PCT/ EPO0/ 09153 R
re Z = 4-CH3-C6H4- CO, H, 2-oxo-benzopyranyl -
R3

R2
= H R3

R
R2

Rz

H R4
par a- b&¥oxy;

H R3

- CHZ- Z where
R4

= para-O C( T odics =
3-car bonyl
Z = CH3, CN 5
-CH2-Z where Z = 4-C CoH5,

C(O-OCH3, C(O)-CBH5, CH=CHZ, C(O-NH2, H, 4-BrCsH4-CO, 4-d - C~H4- CO

C(O-0C2H5, C(O -0 CHZ- C6H5, 2-oxo-benzopyranyl

- 3-car bonyl ,

C( O) - NH CBH5,

CN, 10 R = RZ=H R3 = para-bronpo; R4 = -CHz-Z where Z = 4-Br C6H4- CO
4- C - C6Héx. Nb), C(O)-NH2, Cl¥épddcCH3,  4- T - CoHMolébulb¥ w. N-NHCO R = Rz = H,
R3 = neta-fl upeQ; -CHZ-Z where Z = 4-BrC6H4-CO [ O - NH2,
C(O -0 CHzZ- C6 CN 15 R = RZ=H R3 =|para-chloro| R4 = -CHZ-Z where Z
= 2-napht hyl , = H R3 = para-|OCH3; R4 = {CHZ-Z where Z =
2-naphthyl, G H R3 = nmeta-NQz; R4 = -CHZ-Z where Z = CH3. 20
3. Thej|compou al formula (1) |as clainmed |n claim1 or 2,
char act erghzed] | , R3 are identjical g different and
i ndepepdent |y H25 sel ectgd fromthe proup of the
foll om ng sub : n; hydroxyl;l optionally|substituted
(C~-A)-al kyl| opti onal IN2 su ituted phenyl; 30 optiopally substituted
(C~-A4)-al koxy; -O(CHz)"- CH2 where n =(1; WO 01/p5210 - 240
fluoripe, chlprine; vitro; €yase; -C(O-R5| 5 -C(O-NRBR~; _NR6R7;
- NR6- CHO—R8:+T—6-c(0—R8+—Sa&4NR6R——anrad—36—NR6—S02R8, where: RS denotes:
15 hydfogen; hyd |; opti onal |y substitut ed (C~-A)-pl kyl; optionally
substituted ([C3- cycl oal kyl ; optionally|substitutedl (C--(4)-al koxy; 20
optiongally supsti d phenyl; optionally gubstituted phenyl oxy; or
-0 (CHz) " - phepyl_mhgfe n = 1, PCT/ EP0O0/ 091%3 where thef phenyl group may be
fused Via two a%lj\ N 25 atons to optli onally substituted
(Cs-C6)-cyclo
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(C;-&%ﬂﬁagﬁyl; 15 nitro; cyano; hydroxyl; phenyl; or (C,-C4)-a$59é¥mmgg3and
R8 represents N y

R6R where R6 and R are as defined above; optional
substituted (C--C4)-al kyl; 25 (C~-C4)-al koxy; optionally substituted
phenyl ; phenyl oxy; or -O (CHZ)"-pheny?6where n = 1, 30 and WO 01/ 25210 -

243 PCT/ EPO0/ 09153 R4 represents strai ght-chain or branched (C--C4)-al kyl
or (C2-C4)-al kenyl which are optionally nono- or polysubstituted by
hydroxyl ; fluorine, chlorine; 5 cyano;, -C(O-RS where RS is as defined
above; [ FxNd -[NR6R= WheT € Weodaltld R ar €_as (I ®foletwiar walghtle; - NR6R7 where R6
and R | are as -NR~-C(O -Rg Wwere R6 and R8 are as defined

above;| 10 - SQz - NR6- SOZ- Rs
where |R6 and )-Rg where n = 0 to 2
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group [consi st
i mdazol yl, t
substiftuted p
het er ocycl e I

RgNar e as dﬁfined above; -C(O
defd ned aboye; (C, - C4)-al koxy
opt i[ona ifuted 5- to

Asi sting

riazol Pyt 1 dyl , pyrim dyl
henyl ; @, by a 5- to 7-nmen
aving up to 3 heteroatons fro

f1 ned above;
RR6R~ where R6 and R are a$ defined a ove;

-(CHZ) " - (
6-neggered

and pyri dazi

n t he _group

ber ed saturdted or

and S which f
i dentil|cal or
group (=0 ;
phenyl|, or
B269

f
by

ogh, i ts part may optionally be

different substituents fromt
| ugri ne, l orine;, (C~-C4)-al
28 -al koxy, o

Kyl ; nitro;

436

B270

H,C

414

B271

461

B272

CH

398

optional |y substituted

het er oaryl having up

of N7 O and S selected fromthe
, pyrtiolyl, thienyl, thiazglyl, oxazolyl,

optionally
unsat ur at ed
consisting of N, O

nyl ;

nono- or pgl ysubstituted by
ne group corjsi sting of an oxo

cyano; hydroxyl;



V\,her

via two ad] acent
244 PCT/ EPOO/ 09153 R4 represents a 5-

01/ 25210 -

Jlfz gterocycle and the heteroaryl ring may each optional
rings atons to optionally substituted phenyl,

to 7-

ﬂé%'m%ﬁwﬁﬂ%d

merrbered sat ur at ed

or unsaturated heterocycle having up-2¥#-3 heteroatons fromthe group
consisting of NN, Oand S, which for its part may optionally be nono- or

pol ysubstituted by identical

or different substituents fromthe group

consisting of an oxo 5 group (=0 ; fluorine, chlorine; (C -C4)-alkyl;
ni tro; [CesaN@; | Nydr oxyT; ph&eadct or by (C - Uiclaulspwaighand whi ch may
optionally be|fused viaytwo adjacent ring gtons to optfonally substituted
phenyl | or opt Ly fistituted (CS-C6)cydl oal kyl, 10jand their tautomners
and their res s Mydrates and alfkoxi des, extept for the
foll om ng com feeal formul a (I'), in whigh the radicals R,
R2, R3| amd73rR4 ow. 15 R |= RZ#a5H R3 = para-OH, R4 =
- CH2- Z| wher e -Br-CoH4- @O, 4-n-buty|-C6H4-CO H, C6Hb5,
C(O - 0O CHzCeH 2- 0X0- enzo- pyr any| - 3- car bonyl
4-C C6H#4- CO, 4- CH3- C6H4-CO, 3,4 20
a 2- C6H3- CO neta-OH R4 = -CHZ-Z where Z =
4- Br - C6Ha- NHCQO, 3-carbqgnyl, 4-C-C6H4-CO R = R2 = H
RS:para-OCﬁ%)c |—-CHZZvvhereZ'* 4- CH3C6H4- CO, H,
2- 0X0- penzopy 25 R = RZE=R3=H R =
- CHZ- Z| wher e = para-butoxy; R4 = -CHZ-Z where
Z = 4- 0 z6HH5 , C(Qys NH2,| H, 4-Br-C6H4- CO,
40 - C6H4-CO, [( - 0X0- benzopyr nyl 3- car bonyl ,
C( O - NH C6H5, afluoro R4 = CHZthereZ=
4- Br - G6HACQO, 52 WO 01/ 25210 - 245
PCT/ EPPO/ 09153 = Rz = H R3 -CFpara chl ()ro; R4 = -(Hz-Z where Z = CHS;
Rl = Re—= H :para(‘ﬂ—l’% RA = -CHz-7Z where 7 = CH3} R =Rz = H R3 =
nmeta-NOz; R4 E bCHz-Z re Z = CH3. 5 4. The conpound of the general
formulp (1) k™€ any of clains 1 §o 3, characterized in that R,
Rz, R3|are identi i fgerent and i ndependently off one anot her are
selectpd fromthe gfou the follow ng sybstituents:| 10 hydrogen;
hydr oxy| B2#et hyl ; ' 1 w Met hoxy;| 15 #&fdicalls of the fornul ae
-OCHzp CHz-OH - O or - -CH=CHz; fluorine,| chlorine or brom ne;
nitro; NH, N
g
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cyan O OH or O OCHS; O NHz; -NHz -NH C(O) - CH3; S(l‘.;ép

y C?&‘ﬁgﬁ}lg( )25 r adi cgl(s)of t he ngerI ae O 0O - Sﬁ(I\BCI—B S—Q ))0/@1’%
~'" O~ Oand 30 -NH SOzCH3 or -NH SOzC6H5, WO 01/ 25210 - 246 and

PCT/ EPO0/ 09153 R4 represents strai ght2®hain or branched (C, -C4)-al kyl which
is optionally 5 nono- or pol ysubstituted by hydroxyl; am no; -C(O) -OCH3;
-C(O)-NHz, -C(O-HNCH3, -C(O-HNCZHS, or -C{O-HNC6H5; 10 -NHC(O) NHz,

- NHC( O) NHCH3, - NHC( O) NHCZHS, - NHC(O) OCH3 or - NHC( O OCZHS; - SQOz- NHz

- NH SOz -EsHSo.0F - NH SOz - CZHfveductOCH3; 15 pherWiolecwthr wedighipy be substituted by
nitro,|cyano,| fluori ne, nmgt hoxy, difl uoromgthoxy, methpxycarbonyl or

p-tol yl sul fonyHg y yjtfi dyl, furyl, imdazolyl, bengim dazolyl or
thiazolyl, wh n e:ch case be nDno- or disubstituted by identical or
differpnt sub S $ ilsting of nmefhyl, nitro and

chl ori pep2220 titutad by p enyI or

nmet hoxyphenyl | ,-ON-O~"N-~H25 or R4
represents al 01/ 25210 RCT/ EP00/ 09153 - 247
and their tau lts, hydratjes and al koxi des,
except|for the foll ow ng corrpounds of the eneral formula (1), in which the

5 radiratsR—TRe—RS—and Rt —areas defnmegt-betowr— R = RZ = H R3 =
para-CH, R4 9 -CH2-Z where Z &'H, C6H5, C(P OCH3; R [FR2= H, R3=
para-Q ; reZ:H,l) R~:RZ:R3:H; R4 = -CH2-Z
wher e ta-fluoro; -CHZ-Z where Z = C(O) - NHz;
R =R2F -CH2-Z vx/m=re Z = CH3;| R =R2 =H, R3=
par a- g CH3: R~ =R2 =H*"'"R3= neta-NOz; R4 = -CHZ-Z
wher e & of the general formulla (1) as clainmed in
any of
N
H,C Il
B280 S 398
= | o)
N CH
NZ 3
NH,
N
H,C Il
Z S
B281 | 385
N
NF oy
NH, ~N
N
H,C I
Y S
B282 | 385
. N
AN
N// o) N
NH, >




char gef A6d in that, R, R2, R3 are identical or different a

|ndepen ent y of one anot her are 20 selected fromthe group of ’}?ﬁmpoolomss
foll ow ng substituents: hydrogen; hydroxyl; methyl; nethoxy; 25 radicals of
the formul ae - O CHZ- CH2- OH, - O CHZ- CE¥89-or - O- CHZ- CH=CHZ: f 1 uorine or
chlorine; nitro; cyano; 30 -C(O OH or -C(O OCH3; -C(O NH2; WO 01/ 25210
PCT/ EPOO/ 09153 -248 - NHz -NHCOCH3; -OC(O-CH3 or -OC(O -C2Hs;
radicals of the formulae 5 10 15 20 25 OO O -S- NCH-S-Npor -SNOU3

" O ~-[ExNand - NH SOZCH3 ReéductNH SO2C6Hs,  dmMblduleegiigh6ent s strai ght - chai n
or brapched ([C~- C4)- aI kyI nwvhich is opti onal | y nmono- or| pol ysubstituted by
hydr oxyl ; am ng,C L S6Q X -C(O - HNCH3, -[C(O -HNC2Hs, or
-C( O - HNCBHs; - NHIC( O) NHC2Hs, { - NHC{ O) OCH3 or
- NHC( Q) OC2Hs; 25 - NHH{S02- C2Hs; -[OCH3; phenyl;
or t ho- hi Be&3phe : of the forrfqula 38 WO 0L/ 25210 - 249 N1 N
N' i HH3C
B284 461
N
H,C It
y S
B285 “ IN - 402
Z o
NH,
N
H,C Il F
F
B286 % I S o " 452
N
NZ
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H,C h
3 ” fo)
S
B287 Z 453
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or SWéquzgxngO 25 6. R4 represents allyl, ,NI \ -~~N H PCT/ EPO%/CQ&:}@; {53

~~N ~H and their tautoners and thelr respective salt
and al koxi des, except for the foll ow ng conpounds of the general formJIa
(1), inwhich the radicals R, Rz, R32@nd R4 are as defined beloww R =R2=
H R3 = para-OH R4 = -CHZ-Z where Z = H C6H5, C(O-0OCH3; R =R2= H, R3=
para OC(O-CH3; R4 = -CHz-Z where Z=H R =R2= R3 =H R4 = -CHZ-Z where
Z =CH3;, R =R2= H R3= neta-fluoro; R4 = -CHZ-Z where Z = C(O-NH2; R

=R2= BX3No. plar a- ChI or 0; MModuct CHZ- Z WNET € | Motecdlativei =RZ= H, R3=
para-QCH3; R4 = -CH2-Z where Z = CH3; R =RZ= H, R3= neta-N02; R4 = -CHzZ-Z
where = CH3[ A process preparing the|conpounds of the general formula
(1) as|claingd in anyoq ¥ms 1 to 5, characterized in that: conpounds of
t he geheral flormul a (II WO 01/25210 - 250 _ , _ RS NC ~CN (Il), HNNI
"S'H z| in whilcHae >R, RZ and R3fare as defijned above, 5 are
reacted with corrphnd of the general formyla (111) R4-X (IB), in which R4
is as deB28ed and PCT/ EP00/ 09153 X repr¥sent s a nucl eof ugi ¢ group
(preferably haNogen, in Particular chloring, bromne dor iodine, or
mesyl at e, toslyl ate iflate or 1-im dazolyl),
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15 i solvents, if appropriate in the presence of a base
proc‘gggﬂﬁ%ﬁ preparing the conpounds of the general fornula (I)PC%EP#B%SIS"'

inany of clains 1 to 5 in the case that in the general forrmula (1) the 20
radi cal R4 has the neaning of alkyl,-Bubstituted by the radicals

-NR6-C(O -R8, -NR6-C(O -NR6R~, -NR6-SOZ-Ra 25 where the radicals R6, R and
RB are as defined above, characterized in that: WO 01/ 2210 - 251

PCT/ EPOO/ 09153 initially the conpounds of the above general formula (I1)
are r agkMNd. Wi Th _2-Dbr onoeprpdhad Ne T 0 01 VE| Mesrolldr¥eighdlds of the gener al
formulfa (TV) |[(TV) T 5 which are then reactg¢d with congdounds of the general

formulja RO-Y |(Mcl0 i hing -C(O-R8, -C(O -0 RS,
-C(O -INR6R~, -50 ] above 15 gdnd Y represents a
nucl edf ugi ¢ dr oup; : ( parti cul ar ghl orine, bromne or

i odi ng, B293ngsyl at e, 1i m d&zol yl|, 20 or else R9 has
the ngani ng R6 25 an/d Y represerts the group O=C=N-,
iningrt sol ents, N esence of d base. 5 8. A

conpound of tlhe general & v R3
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10 argh §Gsapd R7 are identical or different and represent hydr%m@m
optionally substituted (C~-C8)-al kyl; optionally substituted ( Piu
or represent optionally substituted 5- to 6- menbered het er oaryl having up
to 3 heteroatons fromthe group consi-##ing of N, Oand S 20 or R6 and R
together with the nitrogen atomto which they are optionally attached form
a 5- to 7-nenbered saturated or unsaturated 25 heterocycle having up to 3
het eroatons_fromthe group consisting of N, Oand S which for its part may

optionglExNpelnono- or polBediestituted by id™olbdulabeight]different
substifjuents fromthe group comsisting of an oxo group|(=0; 30 hal ogen;
(C~-C8])-al kyl WO 01/25210 F~g nitro; cyjano; hydroxyl; (C6-Ci o)-aryl;
or 5 (C, -C8)-al koxy, and PCT/ ER00/ 09153 R8 |represents hydroxyl; 10 NR6R
where R6 and R are as fi ngtl” gpove; optlownally substituted (C--C8)-al kyl;
(Cl1- C8] - al koxyH.cqp y S tuted(C6 Coo) - aryl; (C6-Coo)-aryl oxy; or
15 - O (CH?Yh-| (e eren =1, 2 or 3#2and R4 represents
straight-chai p or ™8 C XXS8) - al kyl or (C2-Cg) - al kenyl 20 which are
optionally nmopho- or paq \xs bstltut ed by hydrloxyl; hal ogen; cyano; -C(O-R5
where RS is as defipg&d above; 25 -C(O-NR6R where R6 and R are as defined
above; | -NR6R |where R6 aAd R are as defindd above; -NR6-C(O -R8 where R6
and R8are—astdet-red—above—SOZ-NRER—whgreR6-and R are as defined
above; [ - NR6- SDAH,&8 where R6 and R8 are as defined abovg;
N
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30 -wo@k2$a#2) " - C(O - R8 where n

(C~-C8) - al kox
(C6-ClO-aryl

y;
oXY;

up to 3 heteroatons fromthe group co

substituted (C6-C O -aryl;

conS|st|nq of N. Oand S which for

(0]

r 5 by a 5-
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d 5-

to 6-nenbe

= 0to 2 and R8 is as defined 2bonxe00/09153
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O)W,{ﬁ@” O -NR6R~; _NR6R ; -NR6-C (O-R8; 20 -O-C(O-Rg; - %%?9153
and Rs, where: 25 RS denotes hydr ogen; hydroxyl; opti onal
substituted (C--C6)-al kyl; 30 optionally substituted (03- C7) - cycl oal kyl ;
optionally substituted (C~-CB6)-al koxy2l5- WO 01/ 25210 - 258 PCT/ EPOO/ 09153
optionally substituted phenyl or naphthyl; optionally substituted phenyl oxy
or napht hyl oxy; or -O (CHZ)"-phenyl where n = 1, 2 or 3, 5 where the phenyl
or naphthyl group nmay be fused via two adjacent ring atons to optionally

subst i {UfeNo.(TA-C-) -CyCl oapkdilet Or 10 RS T EVIGGRMRE weight p- L0 7- menbered
saturated or m@caturat ed heterocycle which ffor its par{ nmay be nono- or
pol ysupstituted b an 0xo group (=O; 15 fljuorine, chlorine, brom ne;
optionally supstj C, -alkyl; nitrg; cyano; hyf@roxyl; 20 optionally
substifuted phen ph ;oor by (C~- ({6} -al koxy, or 25 RS represents
optionally suastltut t 0 6- menber ed hetleroaryl having up to 3
het eroat gap; f [ & S nsisting of Nj| O and,S, where the heterocycle
and the heter Jaryl g may each 30 optiongdlly bé fused via two adjacent
ring atons to|optithal lo AP001/ 25210 -259 PCT/ EPOO/ 0P153 substituted
phenyl | or nappthyl or optyopally substitutdd (C4C~)-cygloal kyl, and 5 R6
and R [are idgntical or h\erent and reprgsent hydroggn; optionally
substifuted (- C6)-al kyIN—=optionally subst|ituted phenyl or naphthyl; or
Gi
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10 r

optionally substituted 5- to 6-nmenbered heteroaryl i
) 15 P@%ﬂﬁwf

to 3 e@eroatom; fromthe group consisting of N, Oand S or

together with the nitrogen atomto which they are optionally attached form
a 5- to 7-nenbered saturated or unsat-@teat ed heterocycle having up to 3

het eroatons fromthe group consisting of N, Oand S which for its part may
optionally be 20 nono-

or pol ysubstituted

by identical

or different

substituents fromthe group consisting of an oxo group (=0 ; fluorine,
chl ori pegx.N6.0fn ne; ((C-—- Co)pmlideyT ; 25 nNi (1 0,] Mletalar wéighdl oxyl ; phenyl or
napht hyl; or (C ~ -C6)-al koxy, 30 and WD |01/ 25210 - 260 PCT/ EPOO/ 09153
R8 repnesents|N ere R6 and R are as |defined aboye; optionally
substifuted (-~ | kyl; (C~-C6)-al koxy; [5 optionally substituted phenyl
or napht hyl; pheny| oxy or naphthyl oxy; or -|O (CH2)~-phenyl where n =1, 2
or 3, and 10 R4 ¢epyé rai ght-chain gqr branched {C~-C6)-al kyl or
(CZ- CB) - al kenyl whi ch optional | y nono- |or pol ysubstituted by hydroxyl;
fluorol aslsorp, bros 5 cyano; -C(O-R$ wher1 RS i 5 as defined above;
-C(O-NR6R where R6 and R\yzare as defined |[above; -NR6R where R6 and R
are as|definef above; O -R8 where R§ and R8 arefas defined above; 20
-SOz- NR6R where R6 ag are as defined gbove; -NR6-BOZ-Rg where R6 and
Rg are|as def|ned abovg;, -C(O-(CHZ)n-C(O -{R8 where n F 0 to 2 and Rg is as
defined above] (Cl-C6)¢Hal koxy; optionally dqubstituted phenyl oxy or
napht hyl oxy; P5 optionally substituted 5- tjo 6-nenberefd heteroaryl having
up to B heterpatons fromthe groupgpnsi stilng of N, Opnd S; optionally
substifuted p ht hyl ; o by &H6- |to 7-nenberpd saturated or
unsatufated h avi ng y 0 R, het ¢r oat ons from the group
consi sting of 3.C o) 30°% ts|part may opftionally be nono- or
pol ysupstBaiout or different gubsti4tiuents|fromthe group
consi sti ng of =0 ; WO 01/ 2%210 - 261 PCT/ EPOO/ 09153
H,C N\
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or nahEr

ring may each optionally be 5 fused via two adj acent
optionally substituted phenyl

| ori ne,

brom ne;
or

(C~-C6) -al kyl ;
by (C~-C6)-al koxy, where the het erocycle and the

or naph2hi ,

vitro;

or

10 R4 represents a 5-

cyano; hydrq%%llm@&ﬁgiyl

to

rlng atons to

7-menbered saturated or unsaturated heterocycle having up to 3 heteroatons
fromthe group consisting of N, Oand S, which for
di fferent substituents fromthe

its part may optionally

be nono- or pol ysubstituted by identical or
ar oup tomeNet [ ng of an oxopmawtp (=0 ; TTudrMe&ulacRdigh| ne, broni ne;
(C~-C6 -aIkyI vitro; cyanQ; 15 hydroxyl; phenyl or naphthyl; or by
(C, -C6] - al kox) ich y optHs@qal |y be fused via tyw adjacent ring
atons {o optiopnall i futed phefRyl\ or rnlapht hyl or ¢pptionally
substifuted ({4CH) s20 Oneir| tautomers and their respective
salts, | hydgsat s and propghyl axgys and{ or treatnent of
di sorders. 10 f the gepgral [formula (1)jas clained in claim
8 or 9] 25 characteri that: RL, R2, R3 are ident|cal or different and
i ndependent | y| of oné¥anoth f, are sel ected flromthe group of the follow ng
substifuents: |30 hydrogen; Hydroxyl WO 1/ 25210 - 2p2 optionally
subst i foted—(Tt==A)—atkyt Ule UIId.I | y bUUbLI tuted—phenyl ; optionally
substifuted ( CHZ where n = 1; 5 fluorine,
chloripe; nity R~; 10 -NR6R~; - NR6-C(O) - R8;
-0COQ-R8; - where: RS denotes: hydrogen; 20
hydr oxyl ; t Kyl tionally substituted
(C3-C~ -g?%fo (Cl-aif al kioxy; optionally
substifuted p ed phenyl oxly; or
-O (CHZ) ~- phe
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PCT/&qu/gﬁ 53 where the phenyl group may be fused via two adquﬁ&%g&?&g

at omt 40 optionally substituted (CS-C6)-cycl oal kyl, 30 or

263 PCT/ EPO0O/ 09153 RS represents a 5- to 7- menber ed sat urated or

unsat ur at edhet erocycl e which for its-pert nmay be nono- or pol ysubstituted
by 5 an oxo group (=0 ; fluorine, chlorine; optionally substituted

(C -C4)-alkyl; nitro; cyano; 10 hydroxyl; optionally substituted phenyl; or
by (Cl-C4)-al koxy, or 15 R5 represents optionally substituted 5- to

6- menbErBOINGIE[ eroaryl havipgdudD (0 3 hel er Jaideniad weddht | he group consi sting
of NN Pand § selected frqgmthe group congisting of furanyl, pyrrolyl,
thieny|, thiagelgl, a azol i m dazol yl, tlriazolyl, pyridyl, 20 pyrim dyl
and pyridazinyl? eterocy and [the heteroalyl ring may each

optionplly be| fused g 'gcent ring atons to opt onal Iy substituted
phenyl | or,Qptf onal | ) - cycl oal,ky 2b and R6 and R are
identifgalor different a gabr esgnt hydrogen; é optlonally substituted

(C -C4)-al kyl| optiongl xSt i t Uted phenyl ; or WO D1/ 25210 - 264
PCT/ EPPDO/ 09153 repreNéht optionally substifuted 5- to p-nenbered heteroaryl
havi ng| up to 3 heteroat ons Nbom t he group ¢onsisting of N, O and S sel ected

fromt consisting of furanyl, pyrrolyl. thienyl, thiazolyl,

oxazol yl, imgdazolyl, trlq@olyl pyridyl, % pyrimdyl jand pyridazinyl, or
R6 and] R togeHr with tW? ni H@geycHt om 1o which they are optionally 10
attached form a 5- 7- meimber ed turated|{or unsaturated heterocycle
havi ng| up to [3 hetle > : roup ¢onsisting of N, O and S which

DNO-- or pollysubsds tuted by identical or

for it pssot jmay optlona
-%gyp consisting of 15 an oxo group (=0 ;

differlent subistituents

fluoripe, chljorine; & o s
NH,
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(C ~ 5 yl; ni tro; cyano; 20 hydroxyl; phenyl; or (C--C4)- d
25 R8E$%g$g§ents NR6R~ where R6 and R are as defined above; oﬂ?ﬁgﬁéﬁ?vgp
substituted (C--C4)-al kyl; (C ~-C4)-al koxy; optionally substituted phenyl;
30 phenyl oxy; or -0 (CHZ)o-phenyl whe2®-n = 1, WD 01/ 25210 - 265 and

PCT/ EPOO/ 09153 R4 represents straight-chain or branched (C~-C4)-al kyl
5 which are optionally nono-
chl ori ne;
where RO aritoddct are as def | nNevolabeywsight
-NR6-C(O -R$ where R§ and R8 are
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hydr oxyl ;
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fuse adj acent rings atons to optionally substituted p VWO
ol T SRdyshif? 2 AR LS e es R represents a 5- to o dEdrouesnd)
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R* represents straight-chain or branched (C,;-Cg)-alkyl or (C,-Cg)-alkenyl
which are optionally mono- or polysubstituted by
20 hydroxyl;
halogen;
cyano;
-C(0)-R® where R’ is as defined above;
-C(0)-NR®R’ where R® and R’ are as defined above;
25 -NR°R’ where R® and R” are as defined above;
-NR®-C(0)-R® where R® and R® are as defined above;
-SO,-NRR” where R® and R’ are as defined above;
-NR°®-S0,-R® where R® and R® are as defined above;
-C(0)-(CH,),-C(0)-R® where n = 0 to 2 and R® is as defined above;
30 (C1-Cg)-alkoxy;
optionally substituted (Cs-Cjg)-aryloxy;
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and their tautomers and their respective salts, hydrates and alkoxides,

except for the following compounds of the general formula (I), in which the

30 radicals Rl, R2, R? and R* are as defined below:
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NH-CO;
. R' = R?= H; R? = meta-fluoro; R* = -CH,-Z where Z = 4-Br-C¢Hy-
20 CO, C(0)-NH;, C(0)-0-CH,-C¢Hs, CN;
. R'=R’=H; R’= para-chloro; R* = -CH,-Z where Z = 2-naphthyl,
CH3;
. R'=R?’=H; R*= para-OCHj; R* = -CH-Z where Z = 2-naphthyl,
CH3;
25 e R'=R’=H;R’=meta-NOy; R* = -CH,-Z where Z = CH.
2. The compound of the general formula (I) as claimed in claim 1, characterized
in that:
30 R!, R? R? are identical or different and independently of one another are

selected from the group of the following substituents:
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optionally substituted (C;-Ce)-alkyl;
optionally substituted phenyl or naphthyl;
5 optionally substituted (C;-Cg)-alkoxy;
-O-(CH,),-CH=CH; where n =1 or 2;
fluorine, chlorine, bromine;
nitro;
cyano;
10 -C(0O)-R’;
-C(O)-NR°R’;
-NR®R’,
-NR®-C(O)-R?;
-0-C(0)-R;
15 -S0,-NR®R’; and
-NR®-SO,R®,

where:

20 R® denotes:
hydrogen;
hydroxyl;
optionally substituted (C,-Cg¢)-alkyl;
optionally substituted (Cs-C;)-cycloalkyl;
25 optionally substituted (C;-Cg)-alkoxy;
optionally substituted phenyl or naphthyl;
optionally substituted phenyloxy or naphthyloxy; or
-O-(CHz)s-phenyl wheren=1, 2 or 3,
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or

20
R’ represents optionally substituted 5- to 6-membered heteroaryl
having up to 3 heteroatoms from the group consisting of N, O
and S,
25 where the heterocycle and the heteroaryl ring may each

optionally be fused via two adjacent ring atoms to optionally
substituted phenyl or naphthyl or optionally substituted
(C4-Cq)-cycloalkyl,

30 and
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S{N1O¥S5S& ()-h.j Lyl I1T1111 {épedsent optfbnhlly substituted 5- to 6-membered heteroaryl
having up to 3 heteroatoms from the group consisting of N, O
and S
or
10

R® and R’ together with the nitrogen atom to which they are optionally
attached form a 5- to 7-membered saturated or unsaturated
heterocycle having up to 3 heteroatoms from the group
consisting of N, O and S which for its part may optionally be

15 mono- or polysubstituted by identical or different substituents
from the group consisting of
an oxo group (=0);
fluorine, chlorine, bromine;
(C,-Cg)-alkyl;

20 nitro;
cyano;
hydroxyl;
phenyl or naphthyl; or
(C1-Cg)-alkoxy,

25

and

R® represents NRSR” where R® and R are as defined above;
optionally substituted (C;-Cg)-alkyl;
30 (C1-Ce)-alkoxy;
optionally substituted pheny! or naphthyl;
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represents straight-chain or branched (C;-Ce)-alkyl or (C,-Ce)-alkenyl
which are optionally mono- or polysubstituted by
hydroxyl;
fluoro, chloro, bromine;
10 cyano;
-C(O)—R5 where R’ is as defined above;
-C(0)-NR®R” where RS and R’ are as defined above;
-NR°R” where R® and R’ are as defined above;
-NR®-C(0)-R® where R® and R® are as defined above;
15 -S0,-NR°R’ where R® and R’ are as defined above;
-NRG'-SOZ-R8 where R® and R® are as defined above;
-C(0)-(CH,)s-C(0)-R® where n = 0 to 2 and R® is as defined above;
(C;-Ce)-alkoxy;
optionally substituted phenyloxy or naphthyloxy;
20 optionally substituted 5- to 6-membered heteroaryl having up to
3 heteroatoms from the group consisting of N, O and S;
optionally substituted phenyl or naphthyl; or
by a 5- to 7-membered saturated or unsaturated heterocycle having up
to 3 heteroatoms from the group consisting of N, O and S, which for
25 its part may optionally be mono- or polysubstituted by identical or
different substituents from the group consisting of an oxo group (=0);
fluorine, chlorine, bromine; (C;-Ce)-alkyl; nitro; cyano; hydroxyl;

phenyl or naphthyl; or by (C;-Ce)-alkoxy,
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or

R* represents a 5- to 7-membered saturated or unsaturated heterocycle

having up to 3 heteroatoms from the group consisting of N, O and S,

which for its part may optionally be mono- or polysubstituted by
10 identical or different substituents from the group consisting of an oxo

group (=0); fluorine, chlorine, bromine; (C,-Ce)-alkyl; nitro; cyano;

hydroxyl; phenyl or naphthyl; or by (C;-Ce)-alkoxy and

which may optionally be fused via two adjacent ring atoms to

optionally substituted phenyl or naphthyl or optionally substituted
15 (C4-Cy)-cycloalkyl,

and their tautomers and their respective salts, hydrates and alkoxides,

except for the following compounds of the general formula D, in
20 which the radicals R', R%, R*and R* are as defined below:

. R'=R*=H; R’ = para-OH; R* = -CH,-Z where Z = CN, C(O)-
OC:Hs, 4-Br-CgHy-CO, 4-n-butyl-CsH,-CO, H, CgHs, C(O)-O-
CH;-C¢Hs, C(0)-OCH;, C(0)-OH, 2-ox0-benzo-pyranyl-
25 3-carbonyl, 4-C1-CsH,4-CO, 3-Br-C¢Hy-CO, 4-CgHs-CeH4-CO,
4-CH;-CgH,-CO, 3,4-Cl,-CsH;-CO:
. R'= R?= H; R®= meta-OH; R*= -CH,-Z where Z = 4-Br-
CsH4-NH-CO, 2-oxo-benzo-pyranyl-3-carbony], 4-C1-C¢H;-
CO;
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& ()-M! +1+10% (& ()-MY10% & ()-. RhR~RRRRRyWseZ; !! "10!
1+109%&' () - MD) ! 01+10%&' () - MoCHa1 Gialds- 331V} 1001+10%

& ()-M!f1+10%& ()-M! J+10%& () _ _
1011 1+10% () - V01 014185 ()- BDrlﬁ(T%qq’& y- NP4 odfere 2 = CHs, CN,
& ()- M4 1+10%, >, & () - M 124;@59@3,1 ()-MDS S!S"S#S/ S7SasuS_=!! 10!!!8
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10( % 10% & () - USSSSSSS? X6_ —R| =Rf1= B R%up@a-bptaxgt & +=1-@H>-Z where Z = 4-Cl-
CeHs, C(0)-OCH3, C(0)-C¢Hs, CH=CH,, C(O)-NH,, H, 4-Br-
CeHs-CO, 4-CI-C¢Hy-CO, C(0)-OC,Hs, C(0)-O-CH,-C¢Hs,
2-oxo-benzopyranyl-3-carbonyl, C(O)-NH-C¢Hs, CN;

10 . R' = R? = H; R® = para-bromo; R* = -CH,-Z where Z = 4-Br-
CeHy4-CO, 4-Cl-CsHs-CO, C(0)-NH,, C(0)-OCHj3, 4-C1-C¢Hs,
4-Br-C¢Hys-NH-CO;

] R'=R%’= H; R®= meta-fluoro; R* = -CH,-Z where Z = 4-Br-
CsHs-CO, C(0O)-NH,, C(0)-O-CH,-C¢Hs, CN;

15 ° R!= R?2= H; R}= para-chloro; R*= -CH;-Z where Z =
2-naphthyl, CHj;

. R'= R’= H; R®= para-OCH;; R*= -CH,-Z where Z
2-naphthyl, CHj3;
e  R'=R’=H;R’=meta-NOy; R* = -CH,-Z where Z = CHs,

20
3. The compound of the general formula (I) as claimed in claim 1 or 2,

characterized in that:

R, R%, R? are identical or different and independently of one another are

25 selected from the group of the following substituents:

hydrogen;

hydroxyl;

optionally substituted (C,-C,)-alkyl;

optionally substituted phenyl;
30 optionally substituted (C;-C4)-alkoxy;

-O-(CH;),-CH=CH; where n = 1;

R
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5 -C(0)-NR°R’;
-NR6R7;
-NR®-C(0)-R®,;
-0-C(0)-R%;
-S0,-NR°R7; and
10 -NR5-SO,R®,

where;:

R’ denotes:

15 hydrogen;
hydroxyl;
optionally substituted (C;-Cy4)-alkyl;
optionally substituted (C3-C7)-cycloalkyl;
optionally substituted (C;-Cs)-alkoxy;

20 optionally substituted phenyl;
optionally substituted phenyloxy; or
-O-(CHy)p-phenyl wheren =1,

where the phenyl group may be fused via two adjacent ring

25 atoms to optionally substituted (Cs-Ce)-cycloalkyl,
or
R’ represents a 5- to 7-membered saturated or unsaturated

30 heterocycle which for its part may be mono- or polysubstituted
by
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fluorine, chlorine;
optionally substituted (C;-C,)-alkyl;
nitro;
5 cyano;
hydroxyl;
optionally substituted phenyl; or
by (C,-C4)-alkoxy,

10 or

R’ represents optionally substituted 5- to 6-membered heteroaryl

having up to 3 heteroatoms from the group consisting of N, O

and S, selected from the group consisting of furanyl, pyrrolyl,

15 thienyl, thiazolyl, oxazolyl, imidazolyl, triazolyl, pyridyl,
pyrimidyl and pyridazinyl,

where the heterocycle and the heteroaryl ring may each
optionally be fused via two adjacent ring atoms to optionally

20 substituted phenyl or optionally substituted (Cs-Ce)-cycloalkyl,
and

R® and R’ are identical or different and represent
25 hydrogen;
optionally substituted (C,-C,)-alkyl;
optionally substituted phenyl; or
represent optionally substituted 5- to 6-membered heteroaryl
having up to 3 heteroatoms from the group consisting of N, O

30 and S selected from the group consisting of furanyl, pyrrolyl,
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& g)l E)_/q!&i E)10%&'3§ )1 0 /q[&[ E%F[ @g@\%ﬁ-’/ggaher wgtllm(%h/gmtrogen atom to which they are optionally

attached form a 5- to 7-membered saturated or unsaturated
heterocycle having up to 3 heteroatoms from the group
consisting of N, O and S which for its part may optionally be
10 mono- or polysubstituted by identical or different substituents
from the group consisting of
an oxo group (=0);
fluorine, chlorine;
(C1-Cy)-alkyl;
15 nitro;
cyano;
hydroxyl;
phenyl; or
(C,-Cy)-alkoxy,
20

and

R®  represents NR°R” where R® and R’ are as defined above;
optionally substituted (C;-Cy)-alkyl;
25 (C1-Cy)-alkoxy;
optionally substituted phenyl;
phenyloxy; or
-O-(CH)s-phenyl wheren = 1,

30 and
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-C(O)—NRGR7 where R® and R’ are as defined above;
-NR°R” where R® and R’ are as defined above;
-NRG-C(O)-RB where R® and R® are as defined above;

10 -S0,-NR°R” where R® and R are as defined above;

-NR‘S-SOZ-R8 where R® and R® are as defined above;
-C(0)-(CH,);-C(O)-R® where n = 0 to 2 and R® is as defined above;
(Cy-Cy)-alkoxy;

optionally substituted phenyloxy;

15 optionally substituted 5- to 6-membered heteroaryl having up to
3 heteroatoms from the group consisting of N, O and S selected from
the group consisting of furanyl, pyrrolyl, thienyl, thiazolyl, oxazolyl,
imidazolyl, triazolyl, pyridyl, pyrimidyl and pyridazinyl;
optionally substituted phenyl; or

20 by a 5- to 7-membered saturated or unsaturated heterocycle having up
to 3 heteroatoms from the group consisting of N, O and S which for its
part may optionally be mono- or polysubstituted by identical or
different substituents from the group consisting of an oxo group (=0);
fluorine, chlorine; (Cy-Cy)-alkyl; nitro; cyano; hydroxyl; phenyl; or by

25 (C1-Cy)-alkoxy,

where the heterocycle and the heteroaryl ring may each optionally be

fused via two adjacent rings atoms to optionally substituted phenyl,

30 or
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. R'= R’= H; R’= para-OH; R*= -CH,-Z where Z = CN, C(O)-
OC;Hs, 4-Br-CgHy-CO, 4-n-butyl-C¢H,-CO, H, CgHs, C(O)-O-CH,-
C¢Hs, C(O)-OCH;3;, C(0)-OH, 2-oxo-benzo-pyranyl-3-carbonyl, 4-Cl-
CsHs-CO, 3-Br-C¢H,-CO, 4-C¢Hs-C¢Hy-CO, 4-CH;3-CeH,-CO, 3 4-
20 Cl,-C¢H3-CO;
. R' = R’ = H; R® = meta-OH; R* = -CH,-Z where Z = 4-Br-C¢H,-NH-
CO, 2-oxo-benzo-pyranyl-3-carbonyl, 4-C1-C¢H4-CO;
. R'=R*=H; R’ = para-0-C(0)-CH3; R* = -CH,-Z where Z = 4-CHs-
CsHa-CO, H, 2-oxo-benzopyranyl-3-carbonyl, 4-C¢Hs-C¢Hy;
25 . R' =R*=R’=H; R* = -CH,-Z where Z = CH;, CN;
° R'=R*= H; R®= para-butoxy; R*= -CH,-Z where Z = 4-C1-C¢Hs,
C(0)-OCHs, C(0)-C¢Hs, CH=CH,, C(0O)-NH,, H, 4-Br-C¢H,-CO, 4-
Cl-C¢Hq-CO, C(0)-OC;yHs, C(0)-O-CH,-CeHs, 2-oxo-benzopyranyl-
3-carbonyl, C(O)-NH-C¢Hs, CN;
30 . R'= R?= H; R® = meta-fluoro; R* = -CH,-Z where Z = 4-Br-CgH,-
CO, C(0)-NH;, C(0)-0-CH,-C¢Hs, CN;
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Xy610%&L& ()-/! (PRO%m ﬁgm(r)d' éfgthgg%?l)%glé& a(s)c]almed ip any of claims 1 to 3,

51 P910%z& () - 0! A910%

10<$10%& () - Rht h(crrmmmxammml 910% & ()-0 (910%& ()-0! 910% (& ()-0
#910% & ()-0) " 910%& ()-0'] P910% () - OhhhhhiixV4_=1011910%+& ()-0!.
9109%] 5] & () 0 910%& ()-0! 910% ()-0!; 910%BOBOK () - 0! 9L0%& ()-0i i $i ;
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0D10%& ) "10'4 DlO%& -N11'3D10%& () -1
> D10%&d )-"10! D10% . rﬁ‘gi_‘i'"*D10°/<99& O-"LijjSgGWIjxVAF=
10! $xD10% (& () -"1! qE[]?.%}fW ()- Al') DlO%& () i
#D10%&' () -"10! D10%d& ADLIOYR ()-~2ljyiYiiiiiii
10! $xY310%&' () - 3nLOY&' npthyl;O( 10(
10($z10% & ()-! D10%a& ()-"1!x’ DlO%(X& O)-"1jjjji)kxws{\= 10!!'c
(T10900& ()-2 ( 10%& ug)'omctt Woe& ()-2!]
(T10% (& ()-2'(° 10%@&'“@&10% N 109 () - 2k1k5KkRkMkykkyWs{\ =
15 radicals of the formulae -O-CH,-CH,-OH, -O-CH,-COOH or
-O°CH2-CH=CH2;
fluorine, chlorine or bromine;
nitro;
cyano;
20 -C(O)OH or —-C(O)OCHs;
-C(O)NH,;
-NHz;
-NH-C(0O)-CHs3;
-0-C(0)-CH; or -O-C(0)-C,Hs;

25 radicals of the formulae
0] 0
| |

o)

] I/ '\ Il
—$ N N-CH; —§N O oor —sN )
o) "0 ) '

and

30 -NH-802CH3 or -NH-S()2C6H5,
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%y 109& () - W?@ﬁ'@ 00218 P(C10%]& ()-2! n( 10%& () - 2&1&1&@11094"?25%2
10! 1109%& () 109%& ()-3!'e010%& ()-3 {010% & () - 3! OL0%b&' (
10%& () - 41 71 YI clhl'll xVdez; 10! 109%& ()-3!!P10% J; J& ()- 3! 010% & ()-3
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10% & ()-3'H 10%f& ()-3110% & ()-3'U@o% & ()-3l111I1Imj]> 10!
10908 () -ml0%0& ()- 10b 10b 10b$yl0%b& () -
109 & () - 3! +10%uu& () - 3mbmdmAMVndmMmyWs| ] > 10! 3H , 10% U
& ()-."1_0,10%& ()-.! ,109%& ()-. ,10%& ()-. .
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R* represents straight-chain or branched (C;-C,)-alkyl which is optionally
5 mono- or polysubstituted by
hydroxyl;
amino;
-C(0)-OCHys;
-C(0)-NH,, -C(0)-HNCH3;, -C(0)-HNC;Hs, or -C(0O)-HNC¢Hs;
10 -NHC(O)NH;, -NHC(O)NHCH3;, -NHC(O)NHC;Hs, -NHC(O)OCH;
or -NHC(O)OC,Hs;
-SO;-NHj;
-NH-SOz-CH3 or -NH-SOz-Csz;
-OCH3;
15 phenyl, which may be substituted by nitro, cyano, fluorine, methoxy,
difluoromethoxy, methoxycarbony! or p-tolylsulfonylmethyl;
pyridyl, furyl, imidazolyl, benzimidazolyl or thiazolyl, which may in
each case be mono- or disubstituted by identical or different
substituents from the group consisting of methyl, nitro and chlorine;
20 oxadiazolyl which may be substituted by phenyl or methoxyphenyl;

or

a radical of the formula

25

or

R* represents allyl or 3,3-dimethylallyl,
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C& () - Gl] obof ouovowoxooo~_ @ 10! ! | SOF10% & ()- Y10% & ()- 10 10 10%$10%& () -
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d& ()-1-1 XDL0%m(n(& ()-1o pp*p. pFpMpyVE~_@ 10! ! D10% (& () - 1! =D109%& ()-1
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T AP AT U ) B

radicals R R R and R* are as defined below:

. R' = R? = H; R? = para-OH; R* = -CH,-Z where Z = H, CgHs, C(O)-

OCH3;
. R' = R? = H; R® = para-O-C(0)-CHj; R* = -CH,-Z where Z = H;
10 . R'=R?=R®=H; R* = -CH,-Z where Z = CHj;

. R!=R’= H; R? = meta-fluoro; R* = -CH,-Z where Z = C(O)-NH;;
) R'=R?’= H:R?= para-chloro; R*= -CH,-Z where Z = CHj;
. R! = R? = H; R® = para-OCHj3; R* = -CH,-Z where Z = CHj;
. R'=R?=H; R? = meta-NOy; R* = -CH,-Z where Z = CHs.
15
5. The compound of the general formula (I) as claimed in any of claims 1 to 4,

characterized in that,

R', R%, R? are identical or different and independently of one another are

20 selected from the group of the following substituents:

hydrogen;

hydroxyl;

methyl;

methoxy;
25 radicals of the formulae -O-CH,-CH,-OH, -O-CH,-COOH or

-O-CH,-CH=CHj;

fluorine or chlorine;

nitro;

cyano;
30 -C(O)OH or —-C(O)OCHs3;

-C(O)NHz;
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and
-N H—502CH3 or —NH-SOzC6H5,
10

and

R* represents straight-chain or branched (C;-C,)-alkyl which is optionally
mono- or polysubstituted by
15 hydroxyl;
amino;
-C(0)-OCHg;
-C(O)-NH;, -C(0O)-HNCH3;, -C(0)-HNC,Hs, or -C(0O)-HNCgHs;
-NHC(O)NH;, -NHC(O)NHCH3;, -NHC(O)NHC,Hs, -NHC(O)OCH;
20 or -NHC(O)OC,Hs;
-SO,-NH;;
-NH-SO,-CHj3 or -NH-SO,-C,Hs;
-OCHj3;;
phenyl;
25 ortho-nitrophenyl; or

a radical of the formula
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"[1098 & ()-0!. [ 109X ) 0 [ 109! () - OVVW\APV\A<V\Q/\/ZX79\— 10!
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x<x=x>xeRx| x~_= 10!!11! 610% Ucug&!’ ()- 110% u& ()-m0% u& ()- 10 10
109409 ()-!q O, HLO%++& () -: 3| XXXXXXXWV4~_= 10! f 10%5& ()-1 010%
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y! y&yByxWo~ = or

5 R* represents allyl,

and their tautomers and their respective salts, hydrates and alkoxides,

except for the following compounds of the general formula (I), in which the

10 radicals R', R%, R? and R* are as defined below:

. R' = R?= H; R® = para-OH; R* = -CH,-Z where Z = H, C¢Hs, C(O)-

OCH3;
. R' = R? = H; R? = para-O-C(O)-CHs; R* = -CH,-Z where Z = H;
15 . R!=R?*=R%=H; R* = -CH,-Z where Z = CH3;

. R' = R? = H; R® = meta-fluoro; R* = -CH,-Z where Z = C(0)-NH;;
. R'=R?’= H; R®= para-chloro; R* = -CH;-Z where Z = CH3;

. R' = R? = H; R? = para-OCH;; R* = -CH,-Z where Z = CH3;

. R' =R’ = H; R? = meta-NO; R* = -CH,-Z where Z = CHs.

20
6. A process for preparing the compounds of the general formula (I) as claimed
in any of claims 1 to 5,
characterized in that:
25

compounds of the general formula (IT)



10111 <10% Si S& ()-1 10% & ()-1!10%JU& ()-11310% 1 1& ()-1
310% ! " & 0 N& ()-1ByJyYyZy[y\yhypyy~ =
10! 1 1 <! 0(12)%’@@ ]1? é‘é{i’éow& ()-m0%<& ()- 10-u 10-u PCT/EP00/09153
10- u$l 10% u& ()-110%1& ()-1yyyyyyyxws~ = 10!'!'1"  0109%wW& ()-4
P 010% & ()-4'"'N,010% (& ()-4'| ,010%p& ()-4 ,010% & ()-4! ,010%
& ()-4yyyyzz sz\B~ = 10!'!'! [, 0109%& ()-4-2300% & ()-4''.0,010%-"-& ()-4

P, 010% /& ()-4!q", 010%e&’ ()-4!,010%& ()-4 z-zHzUzZzgzyz{Z8~_ = 10!!!
IA 010%I 51 & ()-4 F,010%& ()-4 0,010% & ()-4
;0,010% & ()-4!0, 0109EE& ()-4 ~ Qloo/ahla&' ()-4yzzzzzzzzz~ = 10!!!
T X?10% (& () - UF10% & ()- VI &u‘ > 10< 10< 10<$z10%& ()-!'F, 010%
& ()-4zzzzz {4{xV4~ = 10!'1Y R®
0?10999¢&' () - U4! p0?10%PP& () - U4! ?210%K -WA!(D?10% ()-U4 ?210% {& ()-ualyY
?10999& () - UAA{; {B{K{p{|[{~{{Y7~ =
10! 11 2109%&' () - U4l E?109%&' () - U4 NB1QuUag 4FNWA kP?109KK& () - U4 ?2109%&' () - W4
?109& () - UA~{{{{{{{yW6~_= 10!! {OHO0%F [& ()-UA4! hUDIHEHE () - U4
@10%&' ()-U4) fO0?10%F& ()- W4l N - ?210%y& () -Ua{{{{{{{{I}"?
10!'!Y {0310%<&' ()-Z10%& ()- 10e 10( (P10% & ()-!1?10% 1 & ()-U4 ; ?210%
& ()-W(]*l 4 M_| h]l xv5}~? 10!'! rD1O%& ()-4!(D10% }& ()-4!"DL0%& ()-4
D10%u= u& ()-4!D1098

in which the radicals R', R? and R? are as defined above,

é

5 are reacted with compounds of the general formula (III)

RYX (),

in which R* is as defined above

10
and
X represents a nucleofugic group (preferably halogen, in particular chlorine,
bromine or iodine, or mesylate, tosylate, triflate or 1-imidazolyl),
15
in inert solvents, if appropriate in the presence of a base.
7. The process for preparing the compounds of the general formula (I) as
claimed in any of claims 1 to 5 in the case that in the general formula (I) the
20 radical R* has the meaning of
alkyl, substituted by the radicals -NR®-C(0)-R%, -NRS-C(0)-NR®R’,
-NR®-SO,-R®
25 where the radicals R6, R7 and R® are as defined above,

characterized in that:
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5
which are then reacted with compounds of the general formula
R-Y (V),
10 in which
R’  has the meaning -C(0O)-R®, -C(0)-O-R®, -C(0)-NR®R’, -SO,-R?® where
R® is as defined above
15 and
Y represents a nucleofugic group, preferably halogen, in particular
chlorine, bromine or iodine, or mesylate, tosylate, triflate or 1-
imidazolyl,
20
or else

R’ has the meaning R®

25 and
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5 8. A compound of the general formula (I)

NC CN M,

H,N-" N" s

characterized in that;

10 R', R?, R? are identical or different and independently of one another are
selected from the group of the following substituents:
hydrogen;
hydroxyl;
optionally substituted (C;-Cg)-alkyl;

15 optionally substituted (C¢-C;0)-aryl;
optionally substituted (C;-Cs)-alkoxy;
-O-(CH,),-CH=CH; wheren=0, 1 or 2;
halogen;
nitro;

20 cyano;

-C(0)-R%;
-C(0)-NR°R’;
-NR°R’;
-NR®-C(0)-R%;

25 -0-C(0)-R;
—SOZ-NR6R7; and
-NR®-SO;R®,
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mMo%& ()- 100
hydroxyl;

optionally substituted (C;-Cg)-alkyl;

optionally substituted (C3-C7)-cycloalkyl;

optionally substituted (C,-Cs)-alkoxy;

10 optionally substituted (C¢-Cjo)-aryl;
optionally substituted (C¢-Cig)-aryloxy; or

-O-(CH3),-[(Cs-Cio)-aryl] wheren =1, 2 or 3,

where the (Cs-Cyp)-aryl group may be fused via two adjacent

15 ring atoms to optionally substituted (C4-C;)-cycloalkyl,
or

R’ represents a 5- to 7-membered saturated or unsaturated

20 heterocycle which for its part may be mono- or polysubstituted

by

an oxo group (=0);

halogen;

optionally substituted (C;-Cg)-alkyl;
25 nitro;

cyano;

hydroxyl;

optionally substituted (C4-C)p)-aryl; or

by (C;-Cs)-alkoxy,
30

or
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where the heterocycle and the heteroaryl ring may each
optionally be fused via two adjacent ring atoms to optionally
substituted  (Cq-C)o)-aryl or optionally substituted (C4-Cq)-
cycloalkyl,

10

and

R® and R’ are identical or different and represent
hydrogen;
15 optionally substituted (C;-Cg)-alkyl;
optionally substituted (Cs-Cy¢)-aryl; or
represent optionally substituted 5- to 6-membered heteroaryl
having up to 3 heteroatoms from the group consisting of N, O
and S
20

or

R® and R’ together with the nitrogen atom to which they are optionally
attached form a 5- to 7-membered saturated or unsaturated
25 heterocycle having up to 3 heteroatoms from the group
consisting of N, O and S which for its part may optionally be
mono- or polysubstituted by identical or different substituents
from the group consisting of
an oxo group (=0);
30 halogen;
(C-Cy)-alkyl;
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R® represents hydroxyl;

10 NRR” where R® and R’ are as defined above;
optionally substituted (C;-Cg)-alkyl;
(Cy-Cg)-alkoxy;
optionally substituted (C¢-Cio)-aryl;
(Cs-Cyp)-aryloxy; or

15 -O-(CH3),-[(C6-Cp)-aryl] wheren=1,2 or 3,

and

R* represents straight-chain or branched (C,-Cg)-alkyl or (C;-Cg)-alkenyl

20 which are optionally mono- or polysubstituted by

hydroxyl;

halogen;

cyano;

-C(O)-R® where R’ is as defined above;
25 -C(0)-NR°R” where R® and R’ are as defined above;

-NRR” where R® and R’ are as defined above;

-NR"’-C(O)-R8 where R® and R? are as defined above;

-S0,-NR®R’ where R® and R’ are as defined above;

-NR5-S0,-R® where R® and R® are as defined above;
30 -C(0)-(CH2)s-C(O)-R® where n = 0 to 2 and R® is as defined above;

(Cy-Cg)-alkoxy;
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#810% & () -hlhG=1 10<$d1ff€ﬂe@f7&1t(sb1ﬂkn#§(ffblﬁ)%e group consisting of an oxo group (=0);
halogen; (C;-Cg)-alkyl; nitro; cyano; hydroxyl; (Ce-Cio)-aryl; or by
10 (C,-Cyg)-alkoxy,

where the heterocycle and the heteroaryl ring may each optionally be
fused via two adjacent ring atoms to optionally substituted (Cs-Cjq)-
aryl,

15

or

R* represents a 5- to 7-membered saturated or unsaturated heterocycle
having up to 3 heteroatoms from the group consisting of N, O and S,
20 which for its part may optionally be mono- or polysubstituted by
identical or different substituents from the group consisting of an oxo
group (=0); halogen; (C;-Cg)-alkyl; nitro; cyano; hydroxyl; (Ce-Cio)-
aryl; or by (C,;-Cg)-alkoxy, and
which may optionally be fused via two adjacent ring atoms to
25 optionally substituted (C¢-Cjo)-aryl or optionally substituted (C;4-C5)-
cycloalkyl,

and their tautomers and their respective salts, hydrates and alkoxides,

30 for the prophylaxis and/or treatment of disorders.
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characterized in that:

5 Rl, R2, R? are identical or different and independently of one another are
selected from the group of the following substituents:
hydrogen;
hydroxyl; _
optionally substituted (C,-Ce)-alkyl;

10 optionally substituted phenyl or naphthyl;
optionally substituted (C;-Cg)-alkoxy;
-O-(CH,),-CH=CH; wheren=1 or 2;
fluorine, chlorine, bromine;
nitro;
15 cyano;
-C(O)-R’;
-C(O)-NR°R’;
-NR°R’;
-NR®-C(0)-RY,
20 -0-C(0)-R®;
-SO,-NR°R; and
-NR®-SO,R®,

where:
25
R’ denotes:
hydrogen;
hydroxyl;
optionally substituted (C,-Ce)-alkyl;
30 optionally substituted (Cs-Cy)-cycloalkyl;
optionally substituted (C;-Ce)-alkoxy;
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alkyl,

or
10
R’ represents a 5- to 7-membered saturated or unsaturated
heterocycle which for its part may be mono- or polysubstituted
by
an oxo group (=0);
15 fluorine, chlorine, bromine;
optionally substituted (C,;-Cg¢)-alkyl;
nitro;
cyano;
hydroxyl;
20 optionally substituted pheny! or naphthyl; or
by (C;-Ce)-alkoxy,

or
25 R’ represents optionally substituted 5- to 6-membered heteroaryl
having up to 3 heteroatoms from the group consisting of N, O

and S,

where the heterocycle and the heteroaryl ring may each

30 optionally be fused via two adjacent ring atoms to optionally
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15
R®and R” together with the nitrogen atom to which they are optionally
attached form a 5- to 7-membered saturated or unsaturated
heterocycle having up to 3 heteroatoms from the group
consisting of N, O and S which for its part may optionally be
20 mono- or polysubstituted by identical or different substituents
from the group consisting of
an oxo group (=0);
fluorine, chlorine, bromine;
(C1-Ce)-alkyl;
25 nitro;
cyano;
hydroxyl;
phenyl or naphthyl; or
(Cy-Ce)-alkoxy,
30

and
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-NR°R” where R® and R’ are as defined above;
—NRG-C(O)-R8 where R® and R® are as defined above;
20 -S0,-NR°R” where R® and R are as defined above;
-NR®-SO,-R® where R® and R® are as defined above;
-C(O)-(CH;),,-C(O)-R8 where n = 0 to 2 and R® is as defined above;
(C1-Ce)-alkoxy;
optionally substituted phenyloxy or naphthyloxy;
25 optionally substituted 5- to 6-membered heteroaryl having up to
3 heteroatoms from the group consisting of N, O and S;
optionally substituted phenyl or naphthyl; or
by a 5- to 7-membered saturated or unsaturated heterocycle having up
to 3 heteroatoms from the group consisting of N, O and S, which for
30 its part may optionally be mono- or polysubstituted by identical or

different substituents from the group consisting of an oxo group (=0);
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"109%& () - u g@%@#ﬁ f SML0%t& () - S10%t& ()- s@o%ts () F CT/EPooro91s3
y109%& ()-?|[:_Q01 @ 10%:& ()-yu @ 109%& ()-y , 109%& ()- , 10%t& ()-
L Y109%t& ()- fyz109%t& ()-G@HX| [: Q01 9A0%& ()-u #10%& ()- @ 10% & ()-
-109%#& ()- , 109%& ()- ,s100& ()- X1HZ261-Q01 210%& ()-u 1#10%& () -
S*10048& ()- s*100& ()- (#10%& ()- & 1004& ()-HvU4l z10%& ()-
Y 1004& () - z109%#& ()- 10#10#10# &610%#& ()-@Ol 412%&;:]; &@‘t’/?l [(:(;/u41
10%+& - 0 @*#10%#&T§drine, (@L&ﬁﬁﬁ ‘%I‘&ﬂ‘l'ﬂk; - ; . I ;) hydroxyl;
%‘V#&' ()fj) | |}[NA41 10f #fg%fritef 10f #f | MF#109 ;:élt(f gﬁ;-h%#low#%()-ﬁ y
R+#10%¢#& () - ' #10%t& (Dphenyl arowmphkthy); oghy FONGYIalkexy, #10%#N&' () -, ! #10%&' () -,
2@®L0%:& ()- "109%& ()- z109%#& ()- 10%t& ()-W[:NAA1 10 y*S 10%:& ()-
#109% & ()-, >HI0%WE ()-, MFLO%H ()-, WHLO%H& ()-, >H#10%#& ()-,:D|[:-410#
4@0%& ()-| A4@O0% & whert tBS ARy LI and 1HOR S oh g%]rgf%#éﬁcﬁ)dpﬁo@lﬂ}p%i & ()-
bA410#  S1OW& ()-: @O%& ()- © 109%& ()- ylO%#& €)- °
y10%;t& ) - 10#10#_nuu| [fusetl 0id tRo ddjadest (ipg Stomsld%ptiohaH Bsubsfiied phen$l or
,z10%¢& ()- S10% & ()-: %g% & ()-:uz{|}| obU410 109%t& () - L0#10#10#
TH10%& ()- 410%:& ()"aPPhooge ()- " 1098t& ()--3|[: bUAL0 f 10%& ()-
109& ()- 31098S& ()-1 , 109%& ()- @FL0%& ()- z10%& ()-3B\|[:bu4sl0
@YL10%& ()- YOHL109%4& ()- YUHL0%& ()- \ SO#L0%& ()- >SO#H10%& () -
Y' 10948& ()-LY]~| [0 410# 6#10%#& ()- 6#10%#& ()- F4: 10%& ()- 2 10%& ()-
0s10%& ()- /s10%& ()-F~ | rbA410# ,y10%& ()- L10%& ()- "10%t& () -
z109%&' ()- y10%t& ()- 10#10#4] j t{ZQ,(MlOf: Y 10%E ()-& L A0
0%4&(( ) - & @ #1048 ()e 04& (Y ' ' ()- :
O oo ()- all o, 0 ?&Qﬁgwﬁg%?mr@eﬁgﬁ@aﬁ%‘( or %8%@%"%? cteroeycle
Y" 109 & () - Gel mo{ vU4Taving0fste 3 HeteraRemhs fiom the Qe d&si&ﬁf?@ﬁﬁ% an8B0%#& () -
al 1 1098 ()- +4[|[:vU410 . q f 100KH#X& ()-z f10%&' ()-z @ 10%& (%-_ @LO%%& () -
@LO%& ()- f&z10%4& ()WHFkfpr Jisynast mag) opygawally be menoome, pojysubstiggiedosys () -

, - 10%t& () - @O0%& ()identical or different substituents from the group consisting of an oxo
group (=0); fluorine, chlorine, bromine; (C1-Cg)-alkyl; nitro; cyano;

15 hydroxyl; phenyl or naphthyl; or by (C;-Cg)-alkoxy and
which may optionally be fused via two adjacent ring atoms to

optionally substituted phenyl or naphthyl or optionally substituted (C;-
Cy)-cycloalkyl,
20 and their tautomers and their respective salts, hydrates and alkoxides,

for the prophylaxis and/or treatment of disorders.

10.  The compound of the general formula (I) as claimed in claim 8 or 9,

25
characterized in that:
Rl, R2, R? are identical or different and independently of one another are
selected from the group of the following substituents:
30 hydrogen,;

hydroxyl;



@10%& ()- <S|[:vU410 s*10%*& ()- , (#10%H& ()- F'10% & ()- F"10%& () - () @
#109%1&' () - f|obU410 21098 () - L0#10410# 910%4& &

| 4109%& () - W‘ﬁ’%@ /"% [9bU410 ! SH10%& () - S#lO‘V#&']JF)}TlEpﬁglﬁég

. SH10%& () - 3" 109%¢& ()- 109%& () - %ma| [ bU4L10 | 2(#10%& ()- (#10% & ()
HS'109%#& ()- @ 10%#& ()- S, 10%#& ()- f- 10%¢*& () - aNOPQ | obU410

109& () - 1O#10#10# "(#109%& ()- H(#10%6&-()- (#10%& () -

C(#10%& ()-]et#|[:bUAL0 @10%& ()- f10%& ()-) LF@10%& ()-f

yO109%t& ()- 3"109%t& ()- &10%t& ()-E*zYSbU410 )10% & ()-- ) 100N & ()--

T U10%t& ()--  @L10% ( 0 @AY () - * | Yaxyz{ | obUALO
y100%&' () - 10#10#1 10# {pstonallf l&?ﬁ%4 TS (Y-~ {04$10% ()--
e ) o () e e P S bt () oat - oo )
; e | P | . | ]
 HL0% & () -, #L0%H (92“°"$ﬁ3&§ {C@D %lé AHRRY () - | 0bUs10 g

10948 () - (10#10#10# g@ﬁ% e(/ & {): 510%& ()-
f/10% & () z0}aE), 4" 1094 4" 100 4" 109%t& () -, 4" 10%t&' () -
S310%18& () -3 f @10%t& ﬂl)ermegclﬂlﬁﬁﬁe & ( |\8), 4" 109%+3
C2"(, 4" 10%t&' () -, 4" 10%4& () -, 4" 00/#&' () 4" 10%t& () - #3
C2": EHmovdD) , 4" 10%¢+3 ®Ugs 1 10948 ()-#3
C2", 4" 1098& () -, 4" 10%& L 4" 10%#& () -, 4" 10%:& () -vy{_7?), 4" 10%;, 4" 10%& ()
- A" 1098 ()-#3 ’
C2" (, 4" 10%t&' () -, 4" LO%EROGR’; 4" 10%1&' () - _?), 4" 10%t, 4" 10%1&' () -, 4" 10%& () -
4" 10%&' () - #3 o
-C(O)-NR°R’;
10 -NR°R’;
-NR®-C(O)-R%;
-O-C(O)-R?;
-SO,-NRSR’; and
-NR®-SO,R8,
15

where:

R>  denotes:

hydrogen;

20 hydroxyl;
optionally substituted (C;-C,)-alkyl;
optionally substituted (C3-C;)-cycloalkyl;
optionally substituted (C;-C4)-alkoxy;
optionally substituted phenyl;

25 optionally substituted phenyloxy; or
-O-(CHa2)n-phenyl where n = 1,

where the phenyl group may be fused via two adjacent ring
atoms to optionally substituted (Cs-Ce)-cycloalkyl,
30

or



C2", 4" 10%t&' () -, 4" 10%t& () - () 05; O 4100 ()3
b_?),4"10%, 4" 109%& () -, 4" 10%t& () -, 4" 10%& () -, 4" () -

C§"?4" 109%+&’ Wowé{?gﬁﬁi(lf’kl H, 4" 10%& () - #3 )PCT/EP00/09153

C2" 4, 4" 10%&' () -, 4" 10%t& () -, 4" 109%& () -, 4" 10%t& ()-#3 C2"k {| Z9-,4"10% !;
) #109%1& () -! ;) #10%xX& ()- ";)#109& ()- 1'' 109%t& ()-$- ,L$10%& ()- y"S
109%#& ()- )tS2, 110%#& ()- 10%t& ()-101@B3- f810%& ()-- f810%P& ()--!

) #109ZZ8&' ()-)/xz}|[:1tS2, *10%#& ()- "10%& ()- ,yl0%t& ()- 109%t& ()-

L: 10%t& () - yz10%&' ()-?|[:tS2, @0%"& ()-'$ :p@oOW'& ()-'$ @O%& ()-'$
r@ove ()-'$ 1@0%D >& ()-'$ L310%t& ()-%?@BN{naT3, 10%t& ()- 10#10#104$
*S: 10%& () - Mb @O0%& ()-' $$!' @O%P P & ()-'$ @Ou%& ()-' SNV hknp| [: aT3,

, &1096&' () - s10%t& () -R; 10%iprésents WD 87 Sndmbereddat@¥Rd & () - m

z109%& ()-psvy||[:aT3,  10%#& ()- S10%#& ()-3 S010%#& ()- Y710%& () -

1 109%& () - , &10%t&' () - | [ : aT9nsaturgedhbataroeycls wiigh fooisgpary may bg mongoes & () -

LY 109! $& ()- "10%& () - 01?%& 2aT3, ,9!10%& ()- #3,9! 10%& ()-
91 109%&' () -, 91 10%& ()- POHY 45 hHaT3, ol 109& () -

L9110 ()-  #3, 9! 10%& ()an oxPgrd@p4LOL) - 9! 10%#& ()- D_?aT3,

, 91 10%¢& () -

fluorine, chlorine;
optionally substituted (C,-C,)-alkyl;
nitro;
cyano;
10 hydroxyl;
optionally substituted phenyl; or
by (Ci-Cy)-alkoxy,

or
15
R’ represents optionally substituted 5- to 6-membered heteroaryl
having up to 3 heteroatoms from the group consisting of N, O
and S, selected from the group consisting of furanyl, pyrrolyl,
thienyl, thiazolyl, oxazolyl, imidazolyl, triazolyl, pyridyl,
20 pyrimidyl and pyridazinyl,

where the heterocycle and the heteroaryl ring may each

optionally be fused via two adjacent ring atoms to optionally

substituted phenyl or optionally substituted (Cs-Cg)-cycloalkyl,
25

and

R® and R’ are identical or different and represent
hydrogen;
30 optionally substituted (C;-C,)-alkyl;
optionally substituted phenyl; or



, 91 109%8& ()- ,9'10%#& ()- #3,9!10%& ()- ,9!'10%& ()- DEFMPX @T3,
L 91 10%#& ()- .. . 91109%& ()- ,9!10%t& ()- ,9!10%t& ()- #3,9! 10%t& () -
‘<aT3,  #3, WOIREA0_ " o100 ()- 91 10%& ()- 9 18K 0/09,(1 DaT3,
#3,9! 10%#& ()- #3,9!10%#& ()- ,9!10%#& ()- ,9!'10%¢& ()-

- 264 -

represent optionally substituted 5- to 6-membered heteroaryl

having up to 3 heteroatoms from the group consisting of N, O

and S selected from the group consisting of furanyl, pyrrolyl,

thienyl, thiazolyl, oxazolyl, imidazolyl, triazolyl, pyridyl,
5 pyrimidyl and pyridazinyl,

or

R® and R” together with the nitrogen atom to which they are optionaily
10 attached form a 5- to 7-membered saturated or unsaturated
heterocycle having up to 3 heteroatoms from the group
consisting of N, O and S which for its part may optionally be
mono- or polysubstituted by identical or different substituents
from the group consisting of
15 an oxo group (=0);
fluorine, chlorine;
(C1-Cy)-alkyl;
nitro;
cyano;
20 hydroxyl;
phenyl; or
(C1-C4)-alkoxy,

and
25
R® represents NR°R” where R® and R are as defined above;
optionally substituted (C;-C,)-alkyl;
(C1-Cy)-alkoxy;
optionally substituted phenyl;
30 phenyloxy; or

-O-(CHz)n-phenyl wheren =1,



, 91 10%¢& ()-  9:;{ ?aT3, # 010%#&' ()-, 9! 10%t& () #3, 91 10%#&' () -

, 91 109%¢& () dL’" 109& ()-,# &L0%t&

109%& () - (10#%9%8%610%&&' ()- 510%& ()-S|[: VU4, 310%}@1’00(%%&' () -
109%& ()- fs10%& ()- L 10%& ()-, 'L 10%& ()-,ad|[:vU4,

@LLI0%& ()- , (10%H& ()- @L0%H& ()- "109%#& ()- Ss! YI0%H& () -

@LO%!& () -] obU4,  y109%t& ()- 10#10#10# 26510%+& () - y810%+& () -

,310%:& ()- d-#10%:& ()-F'|[: b4, s10%& ()- ~ MLO%#& ()- Y3GLO%& () -
f109%t& ()- ! 10%t& ()- y&L0%t& ()-fmi[: bUs, H , 109%& ()-4 ,,)mLO%& () -
. @10%:& ()- ! 10%& ()- yYLOR#& ()- SS10%t& ()- ')*+,|_RES,
10#10#10#10%& ()- 910%& ()- L6 109%& ()-  &3z10%& () -

110%:& () -, 8@ [ : REB, 3 100E& ()-- f10%& ()- y: 10%& ()- yL@O%& ()-
109%+& ()- 109%& () - F| ZORES, ., #1090 ()-! |, #109%& ()- , #10%¢& () -

"10%& ()- Sl 10%& ()- @ 109%& ()--FWU4,  y10%& ()-(
y10%:& () -' 10#10#RO#  repdddeft& strdight-chair® SPWafchad (C1-Cy)-alkyl or (Co-Cy)-alkenyl

5 which are optionally mono- or polysubstituted by
hydroxyl;
fluorine, chlorine;
cyano;
-C(0)-R® where R? is as defined above;
10 -C(0)-NRSR” where R® and R are as defined above;
-NR®R” where R® and R’ are as defined above;
-NR6-C(O)-R8 where R® and R® are as defined above;
-SOz-NRGR7 where R® and R” are as defined above;
-NR6-SOz-R8 where R® and R® are as defined above;
15 -C(O)-(CHz),,-C(O)-R8 where n = 0 to 2 and R® is as defined above;
(C1-Cy)-alkoxy;
optionally substituted phenyloxy;
optionally substituted 5- to 6-membered heteroaryl having up to
3 heteroatoms from the group consisting of N, O and S selected from
20 the group consisting of furanyl, pyrrolyl, thienyl, thiazolyl, oxazolyl,
imidazolyl, triazolyl, pyridyl, pyrimidyl and pyridazinyl;
optionally substituted phenyl; or
by a 5- to 7-membered saturated or unsaturated heterocycle having up
to 3 heteroatoms from the group consisting of N, O and S which for its
25 part may optionally be mono- or polysubstituted by identical or
different substituents from the group consisting of an oxo group (=0);
fluorine, chlorine; (C,-Cy)-alkyl; nitro; cyano; hydroxyl; phenyl; or by
(C1-Cy)-alkoxy,

30 where the heterocycle and the heteroaryl ring may each optionally be

fused via two adjacent rings atoms to optionally substituted phenyl,



,$10% & () - #100/#&'()  10%"& ()-z ,10%"& ()-z , 109%& ()-z

Vi0%ka {)- %ﬁ%&é@é#) m ' $1008 d’lﬁi/‘ﬁi" 0" 210005 pbubbis

8z109%& ()- 10%& ()-10#10#10# @109%& ()-KM D [9vU4, | #10%& ()-
WL0%#&' ()-8 Z10%t&' ()- , 10%t& ()- 10%t&' ()- s10%t&' ()-w #&{ Z9vU4, $
1#109DHD& ()- . - 1O9BNHN& ()- *1094& ()»-266109& ()- #10%& ()- #10%& ()-
{(vU4,  &yl10%#& ()-( 10%-#& ()- (10N NLION! N1ION! N .9l 109 N& ()- 410%&' ()-F
410%:& ()-F|[:vU4, "10%-#& () - @10%#& ()- 310%#& ()- 910% & () -
fyl0%-#&' ()- 10%-#& ()-'V|[:vU4, L $710%#8&' () - Sf10%-#& ()-3

SF10967& ()-3 , 10%-#& ()- f10%#& ()- f109& ()-{ {Z9, 410~#

+@ Y 10%#& ()- Q@ Y'10%& ()-! @Y'109x& ()- @MLO%#& ()- ,*10%#& ()-
+@#10%#& ()- - VDA410~# + ,L10%#& ()- ,L109& ()- "10%& ()- z10%& ()-
109%#& () - 10~#10~#=Pd| [ : A410~# , 109%& ()- 10%*& ()- , 910%& ()- 10%& () -

109%4& ()- , L1Oj& 1 9 ()-
%’5%10%#&.( % )- v %i((&,) r(:@gséntf‘é /62 &) Iﬁengg)e@d& shebratdd” 3P dﬁégéuﬁr)ated hete]rgc/f ‘lgé
5 having up to 3 heteroatoms from the group consisting of N, O and S,

which for its part may optionally be mono- or polysubstituted by
identical or different substituents from the group consisting of an oxo
group (=0); fluorine, chlorine; (C;-Cy)-alkyl; nitro; cyano; hydroxyl;
phenyl; or by (C;-Cy4)-alkoxy and

10 which may optionally be fused via two adjacent ring atoms to
optionally substituted phenyl or optionally substituted (Cs-Cg)-
cycloalkyl,

and their tautomers and their respective salts, hydrates and alkoxides,
15

for the prophylaxis and/or treatment of disorders.

11. The compound of the general formula (I) as claimed in any of claims 8 to 10,
characterized in that:
20
R RZ, R® are identical or different and independently of one another are
selected from the group of the following substituents:
hydrogen;
hydroxyl;
25 methyl;
trifluoromethyl;
methoxy;
radicals of the formulae -O-CH;-CH,-OH, -O-CH,-COOH or
-O-CH,-CH=CHj;
30 fluorine, chlorine or bromine;

nitro;



| [NAA1O10#10#10# ~910%¢& ()- 610%t& ()- 2 10%t& ()- O#10%H& () -

s*10%4& () 010 0, #10% ()-S! , #10%&' ()- %

@O%&:! (§- @’Eéf’é?%é? yg 10%#& ()-Xi [[: NA41010 5 210%#% %9’3&&3& ()-

y/ 10%4& ()-  10%#& ( 10%"& ()- 109%& ()- ghi j v | vU4lo

| 10961&' () - f 10%& () y10%t&' () - 10#10#10# [ 8610%H& ()- &610%I& () -

[v410 GLO%-& ()- >10%t& ()-m, 10%RET()- 10%:&' ()- K@ L0%#K& () -4

“1006& ()-F" 00| [: - 410# TH#10%#&' ()- VO#L0%E ()-m - 10%&' ()- RATLO%IE () -

UM0%& ()- eGLOYS ()- 8<bA410# , @10%:& ()- L10%#& ()- " 10%& ()-

210%€ () - yIOWE () - 194H8¢<>{ RUX| [: A10# |y 10%:& ()~ 10%& ()-

\ @#10%& ()- @#10%nC ()- : @#10%& ()- SL10%:& ()-XMD3| [ : A410#
“910%#&' ()- 2210948 ()-C(@BOH)@#@(O))OCFH:LOCV#S#&' ()-S 1 #10% #, & ()-S

$! #1004 #1&' () - S3789: ANy "1006& ()-4 | 10%#& () - f10%¢& () -

10%#& () - 10#10#10# _=AD|[: VU410 @' 10%& ()-y 5, 10%t& ()-

L10%:& () - @10%&: () Ng;owwvw ()- AL0%! a& ()-16|[:vUAL0 )1#10%& ()-H

5 -NH-C(O)-CH3;
-0-C(0)-CHj3 or -O-C(0)-C,Hs;

radicals of the formulae

0O O 0]
—g—N/_\N—CH —g—N/_\O or —g—ND _
IS I S i ,
10
and
-NH-SO,CH3; or -NH-SO,C¢Hs,
and
15
R* represents straight-chain or branched (C;-C,)-alkyl which is optionally
mono- or polysubstituted by
hydroxyl;
amino;
20 -C(0)-OCHs3;
-C(0)-NH,, -C(0)-HNCHj3;, -C(O)-HNC,Hs, or -C(O)-HNC¢Hs;
-NHC(O)NH,, -NHC(O)NHCH3, -NHC(O)NHC,Hs, -NHC(O)OCH;
or -NHC(O)OC,Hs;
-SO,-NHy;
25 -NH-SO,-CHj3 or -NH-SO,-C,Hs;
-OCHs;;

phenyl, which may be substituted by nitro, cyano, fluorine, methoxy,

difluoromethoxy, methoxycarbonyl or p-tolylsulfonylmethyl;



) 1#109& ()-H ) 1#10%& ()-H y/s10%& ()- @ 10%& ()-y

@" 1098 () -yPQRS gvvU410 &10% # & ()- "10% # & ()- z10% # & () -

y10% #' & ()-%@9@&%@#0 (; 109%& ()-q{~|[: vW410 #10%' & ()Png/EﬁWkS?()-g
@O% # & ()- 10% # & ()- ~@#H10% # & ()- 10%# & ()-'or|[:vU410

210% # & ()- 010% # & ()- S@Y10% # & ()- +10% # & ()- (@10% # & ()-
#10%t& ()-g" #$%| obU410 10%t& ()-10' # 1@6&-10'# :10% # & () -

L910% #' & ()- 710% # & ()- 510% # & ()-F19_|[:bWwil0 ,T10% & ()-
109%t& ()- L10%#& ()- , T109%t& ()- ,  109%t& ()- yl09%t& ()->AHT~|[:bU410

[ buato ) sorooe: () Bkl izl BEitimidasdORGR idiogy fihated 4 * H Y
V(" 10%¢#& () - | dack/4 &hkel bk 1aPanBY Sor( Misubdtitteéd' by - ideatiOfs&r (different

y10%#& () - 10#10#10# S; 109%#& () -1!1111""0#zX7vU410 FH10%& () - ! F#109%& () -
@0%t& ()- @OY& ()- Asubstnspisgrom thegroup consisting of methyl, nitro and chlorine;
0

A (] O S S B oBRERG.S

2ml0%#& () - 3110%t& ()°
S10%& €)- "10%#& ()-oz10%#& ()- 10%t& ()-%4&& /' ?' G {Z9NA41010 %40%*& () -
H@O0%& ()-![, fH#HL0%R ()- ,f#10%:t& ()- 109%t& () -
@10%t& ()-G ['v' z'}' ' afqdiaghafibedormpla 0048 ()- 2&10%t& () - 110%#& () -
y/ mLO%#&' ()- ~'10% & ()- ' 10%0 & ()-' (<(=(>(?(K(S(W VU410 yZ10%¢t& () -
109%4&' () - y10%t& ()- 10#10#10# 7f 10%t& ()-3 7f10%#& ()-3WF(((()/)|[:vU4l0
, 8&109X&' () -f , F10%#&' ()- ,10%& ()- &10%R' ()- f10%t& ()-G
3"1094& ()-/))" *1*|**"+|[:vU410 9409 Y- #10%#& ()- 3"10%#& ()- ,f
m' 10%& ()- ~ @O%t& ()-1 @0%t& ()-"+niF+WO*-=-|[:vU410 610%t& ()-
210%t&' ()- 1#10%*& () - \]y

NJ

H

10 or
R* represents allyl or 3,3-dimethylallyl,

and their tautomers and their respective salts, hydrates and alkoxides,
15

for the prophylaxis and/or treatment of disorders.

12.  The compound of the general formula (I) as claimed in any of claims 8 to 11,

20 characterized in that:

R!, R? R? are identical or different and independently of one another are
selected from the group of the following substituents:
hydrogen;
25 hydroxyl;
methyl;

methoxy;



S*10%#& ()- S*109& ()- (H#10%#& ()- =--------- vU410 S10%t& ()- y1lO0%t& () -

1094& () - 10 0%t& ()- ~ 9#10%& ()- --9.o// COFO|
109%t& () - é‘%ﬁ( 210 +, #10%& ()- , #10%#& ()- S10%t& ()!l'?l‘/l‘ll’ﬂo/09 53

| 109%¢& () - FOy000/ 1p11| [ OvU410 !, #109& ()- ,#10% & ()- #& 10%& ()- 3
(10%& ()- Qyl %@ 10%#& ()-g , "10%#& ()-111122222| [ NA41010#10#10#

S 109%t& ()- " 9109%:& ()- 610%& ()-y | ATB9%& () -

21094:& ()-229%R, 2L222| [ : NA41010 "10%4& ()- 10%& ()- 10%! & ()-
1Sp10%&’ () - Z109& ()- yLO%& ()-2223n334) [ NA4L010  9d0%" & ()-"! 940%

& ()-" . %H0%H " H& % 4.
%OC(%.)M & ()-" 4ﬁ44442)vm1%‘ dfng%( ;‘/’%Jaflog# ﬁf) 2100 O HoeB08 1 85
+:10%& () - 9%409B" & (J0-CAMRBEES@HL] : vU410 @510%#& ()- mlo% & () -y

nmloY%B! B& ()-y , 10%#& " 3|er0%¢& ()- , 10%¢*& () - #6M6666677|[: vU410
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—NH-SOzCH3 or —NH-SOzCsHs,

and

20 represents straight-chain or branched (C;-C,)-alkyl which is optionally
mono- or polysubstituted by
hydroxyl;
amino;

-C(0)-OCHg;
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R* represents allyl,
10 and their tautomers and their respective salts, hydrates and alkoxides,
for the prophylaxis and/or treatment of disorders.

13. A medicament or pharmaceutical composition, comprising at least one

15 compound of the general formula (I) as claimed in any of claims 8 to 12.

14. A medicament or pharmaceutical composition, comprising at least one
selective adenosine receptor ligand, preferably a selective Adenosine Al,

Adenosine A2a and/or Adenosine A2b receptor ligand.

20
15. A medicament as claimed in claim 13 or 14, furthermore comprising
pharmacologically acceptable carriers and excipients.
16. A medicament as claimed in any of claims 13 or 14 for the prophylaxis and/or
25 treatment of disorders, in particular cardiovascular disorders; urogenital

disorders; respiratory disorders; inflammatory and neuroinflammatory
disorders; diabetes, in particular diabetes mellitus; neurodegenerative

disorders; pain; cancer; and also hepatic fibrosis and cirrhosis of the liver.
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17.

The use of selective adenosine receptor ligands, preferably of selective
Adenosine A1, Adenosine A2a and/or Adenosine A2b receptor ligands, for
the prophylaxis and/or treatment of disorders, in particular cardiovascular
disorders; urogenital disorders; respiratory disorders; inflammatory and
neuroinflammatory disorders; diabetes, in particular diabetes mellitus;
neurodegenerative disorders; pain; cancer; and also hepatic fibrosis and

cirrhosis of the liver.



