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derivatives and use therﬁwmmﬁmnﬂmmm tunmor agents The inv

novel heteroaryl derivati e-formula 1, to their preparation and

to thei i /@8 gedi cament smediseparti cul ar for tg@@té[ﬂgl}éjgpg@ Accordi ng

to one aspect of the invention, novel pyridine derivatives according to

the formula 1 Mbv&rhdrodsG2 : I i ich 15 R Ri1,

R2, R3 can be attached to anﬁﬁ%ﬁ%ﬁ'ﬁé g{éggé:%%eggr\g%n atons C2 to
! J

yr,
C6, are identical or different a |m§ pen%ently of one another denote
hydr ogen, straight-chain or branched (Cl1-C8) -alkyl, (C3-C7) -cycloalkyl,
st r ai ghffhechhi vie bk 1 ph arcHed- §TLEE8)nar kY| detisormA Ly Ist dairgietdhvaisn or
branghed s Gk G)rmalkoxy, chaknger, piafardiGlsC8na al KOxX)e i /s anino,
nono- (Cl- Cﬂé}ég.al kyl am no, di - é_Cl- 04% -al kyl am no, (Cl1-C3) -al koxycarbonyl -
ani no, CELMES)< carbdtF ahFnba T ( E@rcsyeatangy ltumarino, strai ght - chain
or branched cyano- (Cl-C6) -alkyl, carboxyl, (Cl-C8) -al koxy- carbonyl,
(Cl-C4) pal kyl-which s sti_tut by-one,ar m fluorine atons, carboxy-
(Cl- - (B)zsx%f:la&?gl?fm olrh% Cl§£) 2al e%%yca%ﬁon%lh% (g%{‘(?%}t-l-%’?kyl ot

pyridine derivatives according to the formula 1
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formula 1

in which

15 R, _Rl, R,, R3 can be attached to any of the pyridine
carbon atoms C; to Cg, are identical or
different and. independently of one another
denote hydrogen, straight-chain or branched
(Ci-Cg)-alkyl, (C3-Cq) —cycloalkyl, straight-

- 20 ' chain 6r' branched (C1—Cg) -‘al‘kylcarbonyl,
straight;-chain or branched

(C1-Cg) -alkoxy, halogen, aryl—(Cl-Cg)—alkoxy,

nitro, _aminé, mono—(Cl—Cq)—alkylamino, di-
25 - (Ci—C4) —alkylamino, (C1~Cg)—alkoxy¢arbonyl—
amino, (C1—Cg) —alkoxycarbonylainino— (C1¥Cg) -
alkyl, cyano, straight-chain or branched
cyano- (C1-Cg) —alkyl, carboxyl, (C;-Cg)-alkoxy-
carbonyl, (C;-C4)-alkyl which is substituted
30 by 6one or more fluorine atoms,.
carboxy- (C1—-Cg) ~alkyl
or (C1—C8)falkoxycarbonyl—(cl—cs)—alkyl; (Ca—

(T
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28 April 2005 2 C6)-al kenyl, alkynyl, (C2-C6) strai ght-%aa\i n, 2(5 pr anched
cyano- (CI1-C6) aryl, where 5 10 15 20 25 the aryl radical Y Prihg005
unsubstituted or nono- or polysubstituted by identical or different
substituents fromthe group consistizng of hal ogen, straight-chain or
branched (Cl1-C8) -alkyl, (C3 -C7)- cycl oakyl, carboxyl, straight -chain or
branched ( Cl-C8)- @kedyerwonyl, by trifluoromethyl, hydrexy) -
straight-chain or kg wed, (Cl-C8) -al koxy, benzyloxy, nitro, am no, nono-
(C1-4) -al kylamno - (C1- C4é- al k%I am no, cyano, straight-chain or
branched cyano- ( CL-C8)2 BPRGTShahBr e Qbdi ti'sHIChE] y RYRA® REakd) or R2 and
R3 may form a fusekkaromatic 6-nmenbered ring with theylpyridépe ring
formag a quinolin i di n i ich for its rt be substituted
at a%y C atomri ngtlg“{)siaatclir%ﬁ bga?#égga [ %\él SR U ‘ftp%?“é‘gggﬁs fAaving the
meani ngs menti oned "HBVe; OFs BRYFENbSL idyitiedr | byherigldaritei caldi cat 30 . P, Q

substituted on the pyff&hde: het 81BSY¥¢LBNRY from the group

consisting of halogen, straight-chain or

branched (Ci-Cg) ~alkyl, (C3-Cy) ~cycloalkyl,

10 carboxyl, straight-chain or branched'(Cl—Cﬂ-
alkoxycarbonyl,

by trifluoromethyl, hydroxyl,

straight-chain or branched (C1~Cg) —alkoxy,

benzyloxy,

15 nitro, amino, mono-(C;-C4)-alkylamino, di-(Cy-
C4)—alkylamino, cyano, - straight-chain or .

branched cyano-(C;-Cg)-alkyl, where addition-
ally R and R; and/or R, and R; may form. a
fused aromatic 6-membered ring with the
20 pyridine ring forming a quinoline or acridine
ring which for its part may be substituted at
any C atom ring position by the radicals R,

Ri, Ry and Rz having the meanings nmentioned

above;
25
2 is oxygen-or sulfur, where the radical
CH.)n _R
iR,
= (CH,Jm g
30 substituted on the pyridine heterocycle may

'be attached to C atoms C;-Cg of the pyridine'
ring skeleton;
:P, Q independently of one another represent oxygen or geminal
';hydrogen atoms;
35



.be attached to C atons C2-C6 of the pyridine ring skel eton i ndependent |y
of one anot her represent oxygen hydrogen atons; or genina ﬁ” &)rll 2005
3 Xis nitrogen or CR5, where R5 represents hydrogen or (Cl-Co6)-al kyl;

n, mindependently of one another denates an integer 5 between 0-3, wth
the proviso that in the case n = 0, X denotes a CR5R6 group where R5 and R6
i ndependent | y iof wheragether represenite hydRegerpaesenCl Gbydabyyh and t hat
the nitrogen g,om djcg?:egik yi0 the C=Z group is substituted by a hydrogen
atom 10 or a (C kyl group; is a straight-chain or branched (Cl-C20)
al kyl radical which may be saturated or unsaturated, with one to three
doubl e ang/hor lflrﬁ:ldp’eirﬂieeltbgnd&f aBfle Wi (cdx: Hay bR S Bt Ui edeQtr MRY

optiopally b bstit at. the_sanme or dlfiggrent C. atonms by one, two or
nor e gryl hebtg:roarylLH e‘tﬂal Byeh, tiePEsY aPKS ami fde e T ci- o)
-al kyl am no or0.di -X (Glegdyes al kyl ERsRO; @r¢ (s 20h&48) Rar yhndadirgal ,

(C6-Cla) -arylnddler(bne ) kot ofBILABEREE 2ebCReGhY) mBlaraaryl or
(C2-C10) - heteroar I-}({C- ) - al kyl I cal i ch contains nor e
het er oat ons se(lcecpéé oY t k@ dgr %‘El?)t té‘@nﬁlsttli%ge@f agomQ a#mlafsank?\here t he

(Cl-C4) - al kyl tR&:Hadi-calgrayp bes upapbst khiubadpe” aMRr RYerPOl SHbSt i tut ed
by identical or. di ffcercent iugstl tuents fromthe group consisting of.

(C1-Co) - al kyI ¥ Hal oger? aﬁ& 5 YP7and where the (C6-Cl4) - aryl or

(C2- C10) - het eroaryl radi cal . may be 30 unsubstituted or nono- or

pol ysubstfg t ut edsby sd.d8@hikCahaoh &k T em@Rt s Y@ 25)u_en} s fromthe group
consi st ng of straight-chain or branched (Cil- dB al kyl, (C3-C7)

-cycl oal kyl , Rdikdden, r@ddirdl (cridsh | %Wox&@rb@mﬂmw or
(C1-C6.)-a|kOﬁﬁsdﬁﬂﬂXﬁ@d” (Wlth one to three double and/or

15 triple bonds, and which may be unsubstituted or
may optionally be substituted at the same or
different C atoms by one, two or more aryl,
heteroaryl, halogen, (Cl-C6)-alkoxy, amino, mono-
{C1-C4) ~alkylamino or di—(Cl—Cq)—alkylamino; a (Cg-

20 Ciq) —aryl radical, (Ce—Cy14) —aryl-(Cy-Cyq) ~alkyl
radical or a {C2-Cy0) ~heteroaryl or (C2-Cy) -
heteroaryl- (C;-C4) —alkyl radical which contains one
or more heteroatoms selected from the group
consisting of N, O and S, where the (Cr{h)—alkyl

25 radical may be unsubstituted or mono- or )

polysubstituted by identical or  different
substituents from the group consisfing of (C1—-Cg) -
alkyl, halogen and oxo (=0) and where the (Cg-Ciq)-
aryl or (C2~Cio) ~heteroaryl  radical may be

30 unsubstituted or mono¥ or polysubstituted by

identical or different substituents from the group
consisting of Stréight—chain or branched (C1—Cqg) -

alkyl, (C3-Cq)-cycloalkyl, halogen, cyano, {C1-C¢) - .
_ alkoxycarbonylamino, (C;-Cg¢)-alkoxy, carboxyl, (Ci—
35 Cg)~aikoxycarbonyl, straight-chain or branched (C;-
| Ce) ~alkyl which is substituted by one or more

fluorine atoms, _

-hydroxyl, straight-chain or branched (C1—-Csg) -

alkoxy, _ ' where



35 C8) - al koxycarbonyl, straight-chain or branched (Cil- CG%— lkﬁ%‘%ﬂ ch is
substituted by one or nore fluorine atons, .hydroxyl, st 3?’6’5’ =Cfrai n or
branched (Cl-C8)- al koxy, where 28 April 2005 4 adjacent oxygen atonms nay
al so be linked by (Cl- C2) -al kyl ene 4roups, benzyloxy, nitro, am no, nono-
(C1-A4) - alkylamno, di-(G-C4)-al kylamno, aryl, which for 5 its part
may be unsubst341d e’ or OSSN ort PBs ygalystd ksr ellebyl iirdeavt i bal @h—di f f er ent
substituents faomaihe 1@RUP ganghsting of straight-chain or branched
(C1-C8) -alkyl, (C3- 073[F - cycl oal kyl ,. car boxgl , Straight-chain or branched
10 (Cl-Cs) - al koxycar bofyi™ %Yy f | Gotdfet hyR ™LAy dr BRAC~ Kt r&isght - chai n or
branched (Cl-GCB)kykkoxy, berZyloRky)-ahkytani@am naryIOnashi{&h - €4

-al kykam no, dis.(Cl-C4) - kyl.am ' trai ght-chain or branched
15 cygno- (lej%G é?%l nﬁ% anhgt hgﬁs S Sraét}g%uul?ea iggrrer“’sorh%_d or

st er eoi soner s,Pekysyagtittured tadtvorerbdedfbsadreowers awidffenanti omers,

and their phardmeautd cahty aCE?@&abl@hesal&§ou5huscoa9£s€gﬁ§ple gthe
~conmpounds of tI}e f.ormJI%r% 1%, accor di ng to the invention ch have one or
more 25 cent er® SR Tty &td WRPRfNEfe (neSehtabky}acelferss) -can be

separ at ed by netdiossl Kgnown qearbax el i ntse ralieiht ~coptiincabri I9FERShed - €. .
enangponers or diasie separ atjon can be.carried out by colum
separation on ( 'clhi%Pfal ggﬁggggagrgggvlr’eqrystdﬁl i zaﬁ%lnff'f%?ﬁ%%t%ii cally 30
active sol venth¥siraieiing aftagtiiaddiiahaddt i veracikiranchédse (h-by) - |
derivati zati ommiddy,an optically active reagent, such t?e%z;‘;%x xarrgl e, an

optically activ. al cohq subsequent renoval of the radical’
p y &

. |, and :
. Furthernore, tHe R/ri FH8°der POACTVES Of) TGN A1y (Sec6ilding to the
invention candlé&kywlemigrd.ed cphao, straight-chain or branched

15 cyano—(Cl—Ce)—alkyl}

and their structural isomers and stereoisomers, in
particular tautomers, diastereomers and
enantiomers, and their pharmaceutically acceptable

20 salts.

Thus, for example, the compounds of the formula (1)
_ according to the inVention which have one or more
25 centers of chirélity and which are present as racemates
can be separated by methods known per se into their
optical isomers, i.e. enantiomers or diaétereomers. The
separation can be carried out by column separation on
chiral phases or by recrystallization from an optically
30 active solvent or using an optically active acid or
' .base or by derivatization with an optically active
reagent, such as, for example, an optically active’

alcohol, and subsequent removal of the radical.

35 Furthermore,' the Ipyridine derivatives of the formula
(1) according to the invention can be converted'into
their salts with inorganic or organic acids, in
particular, . for pharmaceutical -use, into their

physiologically acceptabie -salts. Acids which are



their salts with inorganic or organic acids, in particul g, f.

phar maceutical use, into their physiologically acceptablgéﬁggfiggs Aci ds
which are 28 April 2005 5 suitable for this purpose are, for exanple,
hydrochl ori ¢ acid, hydrobrom c acid, Sulfuric acid, phosphoric acid,
fumaric acid, succinic acid, lactic acid, citric acid, acetic acid,
tartaric &vildabdwl i c ®mci dchesbonperpesd, makeni ¢ doird, tasxdrpbs pacetic

acid or Fgkeleracidc MESauer »Jdisinompeunds. of, thefgrml a {d)gaccording
to the invention can, if they contain a sufficiently 10 acidic group, such
as a car bBRYFPERES peldonvEiteEic i¥cidbsi FBECLNAEO ambfr skidsia th

i nor gani caeidor gant £icbasdasi, | Acpatti cadad, E@&t@&d&:ﬁagéﬂai,caﬁaiéljs@, fi nt 0h

t heir physiol,ogi cally. acceptabl e ;sal.ts.. Base ich are suitable for this
purpoég a?é?drof"ﬁ%ﬁﬁb e?cggdifﬁﬁ%ﬂ?lﬁyﬁFay?ﬁe?rmgk38§Pﬁﬁ?ﬁ9&?d%?ﬂ%, cal ci um
hydr oxi decr madieds, agyjicl-ohexyl ami ne, et hanol ami ne, di et hanol ani ne and
triethanol am ne. According to a preferred enbodi nent, pyridine 20
derivatives of the formula 1 are provided in which R Rl, R2, R3, X Z P,
Q n and HPR&PEethe theaidRpetiderrt ablaeefargulandi és agcsinddinghttehai n or

branched ¢6% CiQyealthyn 22angdi Ga whiegh wawtle nsakur atad Qi dHtsaf ur at ed,
W th qpe ta, %hichcﬂP gub tituted 30bthr?e doubl e and/or triple bonds,
and e uRSHBLE (TRAW or SBER Gifal Fy SBAPSKEL IRP W PR1SEmverfiathxy, the
sane or diff elegyiired atomeo byhedor eadityl wiltdt eimaryinibdabegemganidio, nmono-
(C1-C4) -ghkylkam pg Obaghicﬁ@£1§4)fb@lkﬁh%qhggéutical use, into ’
’ their physiologically acceptable salts. Bases which are
- suitable for this purpose are, for example, sodium
15 hydroxide, potassium hydroxide, calcium hydroxide,
lysine, cyclohexylamine, ethanolamine, diethanolamine

and triethanolamine.

According to a preferred embodiment, pyridine
20 derivatives of the formula 1 are provided in which R,
R1, R2, R3, X, Z, P, O, n and m have the meanings given

- above and

Ry denotes a straight-chain or branched (C;-Cyp)-alkyl

25 radical which may be saturated or unsaturéted,

with one to three double and/or triple bonds, and

which may be unsubstituted ~or optionally

substituted on the same or different C atoms by

one, two or more aryl, hetéroaryl, halogen,

.30 _ (Cl-Cé6)-alkoxy, amino, mono-(C;-C4)=-alkylamino or
di-(C1-C4) ~-alkylamino;

a phenyl ring or a naphthyl ring, each of which
may be unsubstituted or mono- or polysubstituted
35 by identical or different substituents from the
group consisting of straight-chain or branched
(C1-Cg) —alkyl, (C3—C7)fcycloalky1, halogen, cyano,
(C1-Cg) —alkoxycarbonylamino, (C1—Cs) —alkoxy, car-
boxyl, (C1—Ca)—alkoxyc3rbonyl,. straight—chain or.



a phenyl ring or a naphthyl ring, each of which nmay be u bsikédgit ed or
nono- or pol ysubstituted 35 by identical or different substi f fromthe
group consisting of straight-chain. or branched (Cl-C8)-al kyl, (C3-C7)
-cycl oal kyl, hal ogen, cyano, (Cl-C6kf -.al koxycarbonyl am no, (Cl-C6)

-al . koxy, car- boxyl, (Cl1-C8) -alkox.ycarbonyl, . straight-chain or. 28
April 2005 6 BraHeHeH (€3Ch) -—a kMl v Edhi 655 ststithededybpneneor nor e

fluorine at oMoy pries e abkyubii hbUOLG-oEet hyénefwé@w' : t§mzi‘hg*}§ chain or
branched (C1-C8). -al koxy, ]Jor ef erably net hoxy or_ et hoxy, ere adj acent

oxygen atons Mo b&id Red by SEERIENANGHene Ot oupsanghetlerabl y a
met hyI ene group,- Cbeﬂaykoxy, pirerfe,r adiliyn ;e 1oy (&1- E4hoal Ky l.agirao,

di - (G&-C4)-al b.far . ts part be. un tuted .or
m)no- or 10 pgydfaﬂbé}ht By |§enf“| caf*%dr 61T m? %h'ﬁg?gtu ¥ts from
t he group consiGtfay- @ikYéﬁﬁal ghrogipsi-n earrreardhled (L1-@8)halkpk, (C3-C7)-

cycl oal kyl, c rbg;gyl pbhaiabtchal fipeobranghed, (Clg K car bonyl ,
by trifluorone B1y 15 hydlrygx;/(I—yC st réu ﬁt chal n %r brfﬁ QJ: %xy
al koxy, prefe Var?Et'}ﬂjxy b1 Etﬁ%‘k)y, agyidro, Wfalrﬁfhofoﬁono-

- (C1l-4) -al kyliga nopadi- @@k Clhe - aﬂrﬂsynlbwnmce;zyan@r Stn{’cﬁ-[cght @gal n or

br a ed cya ) yl; 0 . - or_ 6-p din radi cal
or 2136‘ 4- ril)%lry( g%ps%trﬁ%d( b éf%eﬂtlr(ﬁ/]r radical , gb\ﬁg]?ée“%/he
(Cl-C4) - al kyl sudditddluandys be bst@hfut edyorup rmrm@nmspnhgsubsfl tut ed by

i dentical or %Etr@lfgffﬁ:r—%{alwbggfl tb‘Fé‘ﬁéhécﬁomCt hé EIQPPng’”S('c,S“c”g

. (C1-C6) -alkyl, Cﬂr%aﬁggr]]and oxo (=0) and 5r|md|nyl
radi cal may bé 't uted 8I"Yr'}unoStF6l9F‘tsGl§‘§tllnt uP&d Byanciedti cal or

di fferent subdiGitaentslksopcs heogyaoyp 30 eqnsi stlmmu@y&ﬁ@g@p (C1-C(;

)-ajfgl, halO%@%Tofyfjo’s%ghgghtn%%%l%CI_CB) %mé%”ﬁggno Mh— (Cl_ ) -

' alkoxy, preferably methoxy or ethoxy, benzyloxy, —
nitro, amino, mono-(C;-C4)-alkylamino, di- (C;-C4)-
alkylamino, cyano, straight-chain or branched
cyano- (C1~-Cg) ~alkyl;

" 20
' a 2-, 4-, 5- or 6-pyrimidinyl radical or 2-, 4-,
5- or 6-pyrimidinyl-(C;-C4)-alkyl radical, where
the (C;-C4)-alkyl radical may be unsubstituted or
mono- or polysubstituted by identical or [
25 dlfferent substituents from the group consisting
of (Cy%k)—alkyl; halogen and oxo (=0) and the 2-,
4-, 5- or 6-pyrimidinyl radical may be
unsubstituted or mono- to trisubstituted by
identical or different substituents from the group
30 - consisting of hydrogen, (Cl—CG)—alkyl; halogen,
nitro, amino, mono—(Cl—Cg)—aikylamino, di- (C1—Cg) -
alkylamino, hydroxyl, (Cl—CG)falkoxy, benzyloxy, -
_ carboxyl, (C1-C¢) —~alkoxycarbonyl, (C1-C¢) -
alkoxycarbonylamino or (C;-Cg)-alkyl wﬁich is mono-
35 or polysubstituted by fluorine, preferably
trifluoromethyl, (Ce—Cio) —aryl and (Cg-Cjp)-aryl-
(C1-Cg) —alkyl; |



al kyl am no., hydroxyl, (Cl-C6)-al koxy, benzyloxy, car box%g 5:

- al koxycar bonyl, (Cl-C6) - al koxycarbonyl am no or (Cl-C6) IAI&/' ch IS
nono 35 or pol ysubstituted by fluorine, preferably trifluoromnethyl,
(C6-C10) -aryl and (C6-C10) -aryl- (Ci1-C6) -alkyl; 28 April 2005 7 a 3-,
4-, 5- or 6-pyridazinyl radical or 3-, 4-, 5- or

6- pyr| dazi nyl - CB-c4)4al kyI mdléapyrmliieﬁeﬂyllhefa(d@l:ﬂ)eal Byl rgadi cal may

be unsubstituted asy @@yrp@agghﬁut@@p@?t%@l [ q%g{lkccﬁl or . di fferent

substituents frlom t he gr oup. consi sting he‘ﬂ ogen and oxo
(=0) and the 3the 4L~ kY h yrﬁadﬂalﬁ%kxlmﬁédubfawmyb@éltuﬁgqu tuted or
mono- to tri suB‘é’PPtu‘?’éd)CbMSubdi@mtuCau oy diditecant §ubstl tuents fromthe

groupc<10 consi r hy, Co) - al k hal o ni.tra, am no,
nono- 5( Cl- C8) - (g%tﬂ?a%ﬁo é{[dog‘zj%‘l %%% ‘%rky“i‘ aﬁh’?o >‘5§’I”Sl(s(§].l"@6) al koxy,
benzyl oxy, ca‘?%ok?l C«()CPJC@L— ah&bgrygear bodyloxq Q= ®6)anal kbry3-,

car bonyl am no or, (' CG§=C6) &l kyIGJ/gylchAZsl‘gpo §>£d}§a @H?’Stl ut ed by

fluorine, preferablgtrl- f | uor onet hyl ary -aryl -
(Cl-CB) -al kylungubstiguted —Qrg Banes; nyFOr acﬁ’blaﬁuQﬁrtQtUt@ﬂ 55/ 20 or
6- pyr azi nyl - <(1 doémglaakybrral:iufcf@r,enmﬁa%gmdegﬂtﬂﬁr&hkxhe bepl may be
unsubgtitute ysyostitute i.dent ferent .
subs??t uent s f(?%ngqf)%g g ou%gco?fé/l SO of ‘1(9%1 igVLy ﬁéPS@én and oxo
(=0) and the ADitmp, Rmigyo .25 m@nwyr @ar-Gy) —ahldy]:aﬂnlmay b:munsy—bgl) Ftuted or
nono- to tri s@,{yj_mﬁ%by hgg%lx I(:Gor(cdl_tjfpr fﬁoﬁzubsgebggmts frond the

group consi stl Eydro en -C6) - al kéf alo , nono-

(Cl-C8) -al kyI "aémwaﬁr gnyde - h%r@xyral&%yee) al koxy,

belniyl oxy, bcardﬁbwinyla(rﬁlzﬁ)o&al(KQééCMC-\E:r%lbqnhyl wh.6h- C63 monlo_ Br n |

- al kpxycar bonyl ar Y, ich is non or pol ysubstitute

by fluorine, i)ﬂrepe sl’%%r%?uo fl]1 (%’Clofre%era%ly tri- ]
fluoromethyl (Ce- Cm)—aryl ~and (Ce~Cyo) —aryl-

{C1- Cs)—alkyl,

a 2-, 3-, 5- or 6-pyrazinyl radical or 2-, 3-, 5-
20 © or 6-pyrazinyl-(C;-C4)-alkyl radical, where the
{(C1-C4) ~alkyl radical may be unsubstituted or mono-
or polysubstituted by identical or different |
substituents from the group consisting of (C;-Cg)-
alkyl, halogen and oxo (=0) and the 2-, 3-, 5- or
25 .6~pyrazinyl radical may be unsubstituted or mono-
' to trisubstituted by identical or different
substituents from the group —consisting of
hydrogen, (C1-Cs) —alkyl, halogen, nitro, amino,
mono- (C;-Cg) —alkylamino, di-(C1-Cg¢)-alkylamino,
30 -hydroxyl, (C1-Cg) —alkoxy, benzyloxy, carboxyl,
' (C1-Cg) —alkoxycarbonyl, (C;-C¢)-alkoxycarbonylamino
or (Cr{k)-alkyl which is mono- or polysubstituted
by fluorine, prefeiably trifluoromethyl, (Ce-C1g) -
aryl and (CG—Clo)—aryl—(Cl—Cg)—alkyl;
35 |
a 3-, 4-, 5-, 6-, 7-, or 8—cinnolinyl radical or
3-, 4-, 5-, 6-, 7-, or 8-cinnolinyl-(C;~C4) —alkyl
_radical, where the (C;-C4)-alkyl radical may be

. unsubstituted or mono- or polysubstituted by



aryl and (C6-Cl10) -aryl- (Cl-C6) -alkyl; 35 a 3-, 4- g
8-cinnolinyl radical or 3-, 4-, 5-, 6-, 7-, or 8 Ci nnolla IAp('éog) al kyI
radi cal, where the (Cl-C4)-al kyl radical may be unsubstituted or nono-
pol ysubstituted by! 28 April 2005 8 8dentical or different substi tuents

fromthe group nsisting,of (Cl1-.C6 al nd oxo (=0 and the
3-, 4-, 5-, de‘fl%lcai c(ijlngn% ljlerrchI )SKrlgdlgﬂll‘enrl gggmuﬁéub%n[ F*¥ut ed or nono-

to 5 pent asubs&d)ﬁsliedlbg Idien'(d:p—&tg)(}ﬂaldzlyflferteillog@\]bg'hldtL&{ES (Epgm t he
group consi sti nlgdofth ydgogen (Cl C6) - IkyI haI ogen, nitro, amno, nono-
(Cl-06) -al kyl @i no; "G &5y . - 2arkyPam nd; s hoHr oyfinpetiesy- al koxy,
benzyl oxy, carb@@tytal( Clmé.m CGC)@ al mmmwgd ( CoCo6) mahkexycabbonyl am no

or (€1-C6)-al 0- pol; @hbéjt ute y rine
pr ef ergabl y trlé%ﬁg%‘%%?ﬁ%?@%ﬁ %rg -alryl d 10)&£g?efenf01 Co6)
6-

-al kyl;. 15 a 2ubsgitugni fyom or tRequi aa%lpu ny¢onae|séangor of2-, 4-,

(5-01 2-4) 7|—k Frhf&gq@g@ﬁzol |(ny+c¢()GJalgél%l ?I rl'yatjlogféifdl C&htﬂ@erfa&\h]ﬁof uted b
al kyl radi.c nsubstitute oF. pol ysubstituted by

i dentical or di'fre 2& %ulﬂﬁtk FEHE “f r om t ﬁjgl g(Egugﬁ)"Zﬁl'ébh P&8Png of

hydr ogen, (C1- mrtakkijl (Aat©gera Hdmky oxXvefz@)oand thebdxyl4-,(Ch-~, 6-, 7-,

or pqui nazol¢ Yoo e unsubsy i

pent gsubstl tut al]&%&entl CtSEFﬁ/ P dﬁ?lf grenéyéﬁgg‘?éfuen??a?%g% t e group

consi sting 25 Bfr1hsdraddwt (vc‘:’@-ccl:e)l%u RONO-h&roged,y sbstd, t wrdchoby nono-

(C1- CB) - al kyl aﬂllﬁkﬁ)rlldé b@bf@@hbl@d Itwﬁmu&oméu%rloxylcs_@}y@}yﬁl koxy,

benzyl oxy, car boxﬁ(r:|6 c( af%ﬂ %%;(Oé(%car t?(o

. al koxycar bonyrfa ich is nmono- or pol ysubstituted
30 by fluorine, preferably trifluoronethyl, (C6-Cl0)" aryl and (C6-C10)

-aryis (CJ'CBLa'@lkyh;,3§—? %15 %15 v éiqui%azé¥1&§1‘@Q&%%%ﬁiQX' radi ca
2-, 4-, 5-, 6-, 7-, or 8-quinazolinyl-(Cy-C4) -alkyl 7
radical, where the (C;-C4)-alkyl radical may be
_unsubstitﬁted or mono- or polysubstituted by '
identical or different ! substituents from the group

20 éonsisting of hydrogen, (C;-Cg¢)-alkyl, halogen and
oxo (=0) and the 2-, 4-, S5-, 6-, 7—,.or
8-quinazolinyl radical may be unsubstituted or
mono- to  pentasubstituted by identical or
different substituents from the group consisting

25 of hydrogen, (Cy-Cg¢)-alkyl, halogen, nitro, amino,
mono-(C;-Cg) —alkylamino, = di-(C;~Cg)-alkylamino,
hydrbel, _(C1-Cg) —alkoxy, .benzyléxy, carboxyl,
(C1-C¢)—alkoxycarbonyl, (C1—C6)ﬁalkoxycarbonylémino

_ or (C;—Cg)-alkyl which is mono- or polysubstituted

30 by fluorine, preferably trifluoromethyl, Kk~cm)¥

aryl and (Cg-Cyip)-aryl-(Ci-C¢)-alkyl;

a 2-, 3-, 5-, 6-, 7-, or 8-quinoxalinyl radical
_ 2-, 3-, 5-, 6-, 7-, or 8—quinoxalinyl—.
'35 {C1-C4)—-alkyl radical, where the (C1-C4) ~alkyl
' radical may be unsubstituted or mono- or \
fpolysubstitﬁted by identical or different -
_substitugnts from the group consisting of (C;-Cg)-

alkyl, halogen and oxo (=0) and the ’ 2-,



2-, 3-, 5-, 6-., 7-, or 8-quinoxalinyl .(Cl-C4) -alkyl radical. re the
(C1l-c4) -alkyl radical may be unsubstituted or nono- or gbggwygﬁggtltuted
by identical or different substituents fromthe group consisting of
(C1-C6)- al kyl, hal ogen and oxo (=0) %and the - 2.-, 38 Aprll 2005 9 .5 10
15 20 25 30 .. 35 3- , substituted or identical or
8-quinoxaliny|§rad|cal %ay Be' ﬁﬁhog FOLPRHE as 0Bt iFrARisd bymay d&ief f er ent
substituents fpopubBEigusep C@n3|$knng-oftdntp@mt@ﬁhh@tlahkﬁhaﬁhﬂo

car boxyl, hydrogen C¢l- &B) -Al dTono (%1 C6 Ianlno

hydroxyl , (Cl- g%) glon SQ dq fﬂ%&y‘3%V5 Eﬁmc% € gl 6%ycarbonyl
( C1- C6) -alkox908§F56h99anPﬁo Ndrﬁﬁﬁwsubs@htﬁtbda£tﬁlCB)haabbﬁh which -is
nono- sor by fhuagbne,amgﬁgeraghyyimhtbgpigﬂgggg&l%&CB 5;0 ?%élaand

- - I C zi nyl
ﬁgﬁigi?)orary lgy}a Ao §¥dr°5y%8 pHEhafeTalkex ol - Ch?ﬂavkyky,radlcal

where the (Cl- Cﬁrbakkyl ra@heﬁk)ﬁnykbEycarbonyl (C1—Cg) —alkoxy-~

carbonylamino or (C;-Cg)-alkyl which .is mono- or

polysubstituted by fluorine, preferably

10 _ trifluoromethyl, (C¢-Cio)-aryl and (Ce—Cyo)-aryl-
{C1-C¢) ~alkyl;

a l-, 4-, 5-, 6-, 7-, or 8-phthalazinyl radical or
1-, 4-, 5-, 6-, 7-, or 8-phthalazinyl-(C;-C4) ~-alkyl

15 radical, where the (C;-Cq)-alkyl radical may be
unsubstituted or mono- or polysubstituted by- : -

identical or different substituents from the group

consisting of (Ci-Cg¢)-alkyl, halogen and oxo (=0)
and the l1-, 4-, 5-, 6-, 7-, or 8-
20 phthalazinyl radical may be unsubstituted or mono-

to pentasubstituted by identical or different

substituents frqm the group consisting of

hydrogen, {C1—-C¢) —alkyl, halogen, nitro, amino,

mono- (C;-Cg¢) —alkylamino, di-(C1-C¢) ~alkylamino,
25 . hydroxyl, (C1-C¢) —alkoxy, benzyloXy, carboxyl,
' (Cl—Csf—alkbgycarbonyl, (Cl—Cs);alkoxycarbonylamino
or (C3-C¢)-alkyl which is mono- or polysubstituted
by fluorine; preferably trifluoromethyl, (Cg-Cig)—
aryl and (Ce=Cyo) —aryl-(C1-Cg) —alkyl;

-30
a 2-, 3-, 4-, 5-, 6-, 7- or 8-quinolyl radical or
2-, 3-, 4-, 5-, 6-, 7 or 8-quinolyl-(C;1-C4) ~alkyl
radical, where the (C1-C4) —alkyl 'radical may -be
unsubstituted or mono-  or polysubstituted_ by
f35 .identical or different substituents from the group !

consisting of (C;-Cg)-alkyl, halogen and oxo (=0)
and the 2-, 3-, 4-, 5-, 6-, 7- or 8-quinolyl -
_radical may be ‘unsubstituted or mono- to hexa-

substituted by identical or different substituents



unsubstituted or mono- or polysubstituted by: identical % Lg@?e
substituents fromthe group I consisting of (Cl-C6)-alkyl, and oxo
(=0) and the 1-, 4-, 5-, 6-, 7-, or 8- phthalazinyl radi caI may be
unsubstituted or nono- to pentasubstiltOuted by identical or different
substituents fromthe group consisting of hydrogen, (C1-C6)-alkyl,

hal ogen, nitroffafi Nl MmIP ( CRIGE)S tiglky o AodrdigenCl{C6YCslat kyI am no,
hydr oxyl, (Cl-&6kyalk £ ez O¥¥ i+ hear b }.tlcu,( Kaxygcar bonyl ,
(C1-Co) -alkox% yggo(ﬁyﬁé}a 1 No %}t (C 1?%6)% QI%GI sre?rc'lono- 133?

pol ysubstitute or iNFe OB erf er ABFYOrri f@ti‘d?%rret'l‘i?ﬂo (‘@6 @©10) aryl and
(C6- C10) -arylalﬁﬂaﬁﬁwm al kyldla(QI,C(S aldeyldmindg- , 7- &rgui nol yl

di cal c3a. 4 o 5 | vl X K di cal .
wher & ¢ hgr(Cl Ci Gaﬁl)kyllk% Wical l?ra@&%g Y houbid e of rrg%‘i g oot e

pol ysubst i t ut et b9*YFaEReNEAl or & { G el ktysta theemtlsard ¥rom t heargr oup
conS| sting of (@,—*CQ@)—aQ'k |,wﬂ113&f99§3 g,l@(,;llooxq)_,_( ?éhyéﬁ‘gsw@uged X ’

6-, 7- or 8-qu e unsubstitu rono- to h xa-
substl t ut ed bykf %’(?%al p5F%8|r1g?’éTyen'ir’sftﬂo‘é‘PW’ﬁ%Wﬂ%l'28(@\979310)2@@5/110 from

t he group consasdi (Qs-dfiohydregenC,{CH--G)kyrd kyl, preferably methyl,
partipgul arly preferably 2-met hyl, hal ogen, nitro, am no, nono- (Cl- 06)-

al kyl am no, -(Cl-C6) - al kyl ami no, hydroxyl, 5 (Cl1-C6) -al koxy, benzyl oxy, -
car boxyl , (Cl ‘%36}‘ arkoyoarbony b ( Ct- ©B) &Jrkmqt@:hmd»bynyl aptineaar (Cl- CB)

- al kyl whi ch iSr nphP-30f pol ygubstgL.t utzed gy 4. qu; o p;&gaé Qi y_
.trlfluororrethyl ,%;06 %% ry and (C6-C10) -ary Cl kyI 10 a
1-, 3-; allgyl ore g |§’6‘&Lﬁ%o"r G edl™ ald?yll ragicajy-mag., 6-, 7-

or 8- |§oqui nollyet up@LbBA) tutalkybrr adbsal, shepe 1Babseitehal kyl r adi cal
may 1@6 UnSUbﬁtd'eth'EE@gl A rm%’ergﬁtpgu}y%%énttl i t.Ifrgrnbé/he group
consisting of (C;- Ce¢) —alkyl, halogen and oxo (=0)
and the 1-, 3-, 4-, 5-, 6-, 7- or 8-isoquinolyl
radical may be unsubstituted or mono- to hexa-
substituted by identical or different substituents
20 from the group consisting of hydrogen, (C;-Cg) -
alkyl, halogen, nitro, amino, mono- (C;-Cg) —alkyl-~
amino, di- (C1-C4) —alkylamino, hydroxyl, {Ci—Cg) —

alkoxy, benzyloxy, carboxyl, '(Cy<k)—alkoxy—
carbonyl, (Cl—CG)-alkoxycarbonylamino or (C1-Cg) -
25 - alkyl which is mono- or polysubstituted by

fluorine, preferably triflubromethyl,-(CG—Cm)—aryl
and (Ce-Cig) —aryl-(C,~Cq) ~alkyl; "

a 2-, 6-, 8- or 9-[9H]-purinyl radical or 2-, 6—,

30 - " 8- or 9—[9H]—purinyl—(Ci—C4)—alkyl radical, 'where
the (Crﬂh)—alkyi radical may be unsubstituted or

_ mono-. or polysubstituted by identidal or different
;substituents from the group consisting of (C;-Cg) -

_ alkyl, halogen and oxo (=0) and the 2-, 6-, 8- or
35 g9—[9H]—puriny1 radical may be unsubstitﬁted or
mono- to trisubstituted by identical or different
substituents from the group cohsisting of
hydrogen, (C;-C¢)-alkyl, halogen, nitro, amino,

mono- (C1~C¢) ~alkylamino, di—(Cl—CG)—alkylamino,



15 identical or different substituents fromthe group con |st|?goég
(C1-C6) -al kyl, halogen and oxo (=O and the 1-, 3-, or
8-isoquinolyl radical nay be unsubstituted or nono- to hexa- substituted
by identical or different substituents 20 fromthe group consisting of
hydr ogen, (Cl1-C6) - al kyl, halogen, nitro, am no, nono-(Cl-C6)-alkyl -

Car boxyl 1 (G141 oa ki owt e iy (Glrehoroal oxh ezl ox.
f?;l“éé)y 25 al kyr'! ? %éég q"%ﬁ/ Yool yé(i}bé%?ta%éaXMyarPPudrluaﬁ’emOpr ef erabl y
trifluor orret hyd>r- ((JGGG&IH})Hay}yI whndh( 06- Gkho - as | poi@%u%klt@d’e)d 30 a
(2-Cl gh) -:al kyI Ya ?cﬁléﬁ“p‘\%nl ”%Le %g‘l:‘%%k’ qclzf)lzflﬂ‘?m i L ?ﬁﬁy - purimt-
unsubsti t ut ed IFYL ndRd- (65~ Pol ysabdti(Cut€d) vyl kent i dal or di ffer ent
substituents fromthe gr oup consi sti ng of (C1-C6)- al kyl, hal ogen and oxo

O and the 2- purinyl radical nay be
fmszjbstl t ut ed abrz—m)ﬁo' '?7[) t‘?fs@lbﬂ%ﬂ uPéHlByll déddiced! oF 4rff érent

substituents f?ﬂnbtrheBQI{@Hn) -pamsinstli-ng, et,) *‘axxikyage&adl(cﬁll Coynaliey! | _
haI ogen nitro,pa g°+c4)”%£ C%fggh?lal kayslba{pe bstaﬁ%n S&Fﬂ - aI kyl am no,

Aﬁ% 2005 11 hydr ox oxy, enzyl

(Cl ) - aIkoxy%HFboﬁylPO{!EPQEELQHQ©§Xy&a¥QQHEMQ§ﬁ no doffémﬂnuln -aIkyI

whi ch is nono- snﬂfstppixyézub&I.ftr@tnecthéoygééﬁprbQRSLQE%&f %g' y(é“cf E]UOVOW hy'
(C6-d o) - 5m¥ aﬁé% rw (Cl-C6 t or 8

[7H -purinyl 34K calbd Ogen 6‘ OKO of=@L ‘T‘F-l] Bu?rmyl‘i (C'i Yy -al kyl
radi cal, where- ﬂﬂﬂﬂ{ﬁﬂfiﬂ&lalkaﬁleadlcmhynayebeuMﬂgubﬁitugégd g 10 nono-
or ol ysubst { sl b | dentiale G dif 61 ent, sUbsL  vents [pom Lhe group

consisting of (Cl-C6)- alkyl o en an 7- or
8- [7¥ﬁ-pur|nyFQQiﬁ%ﬁHem%§ befuﬂ@ubsth@ute@r@mp rnnmnsi@timgsubsfltuted by

identical or did®igt, (c,-c¢)-alkyl, halogen, nitro, amino,
mono- (C;-C¢) ~alkylamino, di- (C;-Cg) -alkylamino,
hydroxyl, (C1-Ce) —alkoxy, benzyloxy, carboxyl,
(C1-C¢) ~alkoxycarbonyl, (C1—C5)—alkqucarbonylamino
20 ' or (C1—C5)~alkyl which is mono- or polysubstituted
by fluorine, preferably trifluoromethyl, (Cg-Cio) -
- aryl and (Cg- Cio) ~aryl-(C1-Cg) —alkyl:;

a 1-, 2-, 3-, 4-, 5-, 6-, 7-, 8- or 9-acridinyl

25 radical or 1-, 2-, 3-, 4-, 5-, 6-, 7-, 8- or 9-

acridinyl- (Cq-C4) -alkyl radical, where the (C,-C6)-

alkyl radical may be unsubstituted or mono- or
polysubstituted by identical or different

_ substitueﬁts from the group consisting of (C;-Cg) -

' 30 alkyl, halogen and oxo (=0) and the 1-, 2-, 3-, 4-

¢+ 9=, 6=, 7-, 8- or 9-acridinyl radical may be

unsubstituted or mono- to octasubstituted by

‘identical or different substituents from the group

_ éohsisting of hydrogen, (C1-Cé¢) —alkyl, halogeh,

35 nitro, amino, mono-(C;-C¢)-alkylamino, di-(C;-Cg)—

alkylamino, 'hydroxyl, (€C1-C¢) ~alkoxy, benzyloxy,

carboxyl, (C1—C¢) —alkoxycarbonyl, .(CI—CG)—alkoxy—

carbonylamino or .(lecg)~alkyl which is mono- or

polysubstituted by fluorine, preferably trifluoro-



15 substituents fromthe group consisting of hydrogen, (%% CGa-th} yl,
hal ogen, nitro, amno, nono- (Cl-C6) -alkylamno, di- (C @r < yl am no,
hydr oxyl, (Cl-0C6)-al koxy, benzyl oxy, carboxyl, (Cl-C6) -al koxycarbonyl,
(Cl1-C6) -al koxycarbonyl am no 20 or @@l-C6)-al kyl which is nmono- or

pol ysubstituted by fluorine, preferably trifluoronmethyl, (C(;-Co)- aryl
and (C6-Cl o) -meyhyl(Cl- 08}-CGmb kylryla land2-, (8~CHh)rabyl-Gc,-&;)-8- or
9-acridinyl 25py(adical or 1-, 2-, 3-, 4-, 5-, 6-, 7-, 8- or 9 acridinyl-
(C1-4) -alkyl radical, where the (C1-C6) - al kyl radical my be
unsubstituted or nono- or polysubstituted by identical or different

?ub)sti tgenhs faomit-he gr-oup gopsi gting of (C§-C6) 73Qdal g?(l , oE.Lal en ang 0X0
=0 nd the 1-, 2- -y 4- b5- 6-, 7-, 8- or 9-acridinyl radical may be
unsubgti t ut ed %l?e%ﬁggr%818¥?a§ﬁﬁi§“[ciatlutoerd by %denfical~er Sdif ferent
substituents f7om Bhe gro@ppheonsitiirind ngfl -Nydrogeral k @l - Griad Ky |,

hal ogen, 35 ni am nmono~ (E1r C kyl am no, di-(Cl-C6)- al kyl am no,
hydr oxyl , (Cl-%%(%%l kp)?%e benz(ycllo%/{ Cg%:g lk)oxy?r,rg?ﬁé-‘gfs)_ -'%ﬁ%oxyé%ﬁ bonyl ,
(Cl- C6) -al koxyRseRFbbhyFasi n®ror . a0 Copral kydl whileht i suedo- ko

pol ysubst i t ut eidieny itklioot nej £ firredner abbytithddtorGon 28e ApFdlp 2005 12

met hyl, (C(;-Cl0) :aryl and (C6-Cl0) -aryl- (Cl-C6) - alkyl; a 1-, 2-, 3-,
4- %b 6-, 7-S° FE14%) §%pﬁbvr%ﬁ9f¥'?’dil‘1 t-Gddiaddiylor halogen znd 4., 5.
6-, 7-, 8- or Sphén@htanddthyl 16C12C6) -3al kyd - r agh cab~, wherg-thg (CL-C(;)
-al kyl radi cal pt r -,0r polysutrstityted by

i dentical or d?f%‘?'gﬁ?tgﬁﬁg?ﬁ lijelr%tras %olmr‘?%z §F o P TohsE 5 fng Fof
hydrogen, (ClL-%B)2al k9| °charBgefisngedody (e®nt@imhl her l1djifZeredt, 4 5-,
6-, 7-, 8- or subphienaeitsi diop vhedi gabugyoRs; YpsSHEStdd ufed on _ mono- to
oct apubsti t ut eqéﬁ)}y id%néi cal or dgffer ent. substituents fromthé group
consisting of (CI cs) e WYl , "hhF8gerf™Hi?r o MORA TS 1 -Fehoat &Y1cs) - al kyl -

amino, di-(C;-C¢)—alkylamino, hydroxyl, (C1—Cg) - i
alkoxy, (Ce~Cio0) —aryl-(C;-C¢) —alkoxy, preferably
benzyloxy, carboxyl, (C1-C¢) ~alkoxycarbonyl,
(C1-C¢) —alkoxycarbonylamino or (C;-Cg¢)-alkyl which
20 is mono- or polysubstituted by fluorine,
preferably trifluoromethyl, (Ce—Cyo) ~aryl  and
(C6~Cro) —aryl-(Cy-Ce) —alkyl; |
a 2-, 3-, 4-, 5- or 6-pyridyl radical where the
| 2-, 3-, 4-, 5- or 6-pyridyl radical 'may' be
25 unsubstituted or mono- to tetrasubstituted by
identical or different substituents from the group
consisting of hydrogen, (CI—CG)—élkyl, halogen,
nitro, amino, mono—(Cl—Cg)—alkylamino, diQ(Cl—Cg)—
| alkylamino, hydroxyl, (C1-Cg) —alkoxy, benzyloxy,
30 - carboxyl, (C1-C6) —alkoxycarbonyl, (C1—C¢) ~alkoxy-
qarbonylamino or (Cl—Cg)-alkyl which is mono- or
' polysubstituted by fluorine, preferably trifluoro-
‘methyl, (Ce—Cio) —aryl and (Ce—C1o) ~aryl-(C1-C¢) -
alkyl;
35
a 2-, 3-, 4-, 5- or 6-pyridinyl-(C;~Cg)-alkyl
radical, where the (C1-C¢)~alkyl radical may be
-unsubstituted or mono- or polysubstituted by

identical or different substituents from the group



am no, di- (Cl-C6) -alkylamno, hydroxyl, (Cl-C6) - al kox& ;\(PCE @%? -aryl -
(C1-C6) -al koxy, preferably benzyloxy, carboxyl, (Cl-Cs):- gl 9 bonyl ,
(C1- C6) - al koxycar bonyl am no or (Cl-C6)-al kyl whi ch 20 i's mono-
pol ysubstituted by fluorine, preferghly trifluoromnethyl, (CG_ClO) -aryl
and (C6-Cl10) -aryl- (C1-C6) -alkyl; a 2-, 3-, 4-, 5- or .6-pyridyl radical
where the 2-,c8asidting- odr &pﬂd)d—ﬂlkl’yddl cmlo@&y bed @ynqu@shtut ed or
nono- to tetragrl[u(g)s%gutzed by id nt| al Q¢ dlffe ent sub tituents fromthe
group consisting of hydfoged, ) Al k TPY e heh. ® rad hF e+ o™2&ni no,
mono- (Cl-C6) bal veyllsaﬁlsﬁotumed (@1 @no- atbyltaarnmuﬂgndxrtoxtyéd by
(Cl1- C6) - al koxy; abehzyApX¥r 39 r¢ah | I cgy, Lo (Cl1- Co)
-al koxy- carbonyl am no or (Cil- %f%@gfud&t@r}%gn%ﬁ@{ EEQ gof)ygubstl tuted
by fl dorine, %‘P%Jr%tb’r@/gtr?ﬁ uBV@roﬁ@Phyl (Quchs @}kYbryl hahdge@@ C10)
-aryl- (CL- C6)n]:tﬁd>,ky|a,ml35) a Aono3-(C; 466)5alpy1§;npu5| diduyl ¢, CE,£8) - al kyl
radi cal , V\heredflggl;r%l 06) ﬁ 5¥I idl ca( kunsubstltut 'ed ®or mono- or
pol ysubsti t ut e ent i cal dirf ergh b%]t Pent sSPCERBKTPRE. group 28
April 2005 13 VPR RY } g dﬁx(wwk‘a*k'y«hrbhaybgen @mnecexealkbxy-and t he
2-, 3-, 4, S-cOHpshPVanh Yo a e st or nono- to
tetr ubstl tute eJ(f:#(lS]cz(a)lIr o?tgﬁt g?eintﬁsu g?#’?uen% B%romt‘ﬂ’é group 5
cons t| ng of Qfg]@f%ﬁﬁf 1trgedghy g flyer ipg ogaie ferhky, t ahf heoromno-
(C1-Co) -al kylmm di -(dsCelt14¥6)ary Bl ki nqchydnoady (El-ep) - al koxy,
benzyl oxy, caJ % (C1-C6) -al koxycarbonyl, (C1-C6) -alkoxy-
~ carbonyl am no or 1- C6) - al kyl which is nono- or 10 pol ysubstituted by
fluorine, preferably trifluoro- nmethyl, (C6-Cl0) -aryl and (C6-Cl0) -aryl -

' 1- - alk . | r - 4- r 1

ihion Tl ik ol e Rl 2 B e g
1-Cs) -

alkyl radical may be unsubstituted or mono- or

polysubstituted by identical or different |

substituents from the group consisting of (Cr{g)—

alkyl, halogen and oxo (=0) and the 2-, 3-, 4- or

20 S5-thienyl radical may be unsubstituted or mono- to
trisubstituted by identical or  different
substituents from the group consisting of

hydrogen, (CI—CG)—alkyl, halogen, nitro, amino,
mono- (C1-C¢) ~alkylamino, di- (C;-Cg) —alkylamino,

25 hydroxyl,  (C1-Ce) ~alkoxy, benzyloxy, carboxyl,
(C1-C¢) —~alkoxycarbonyl, (Cl—Cg)—élkquéarbonylaminb
or (C1-Cg¢)-alkyl which is mono- or polysubstituted
by fluorine, preferably trifluoromethyl, (Cg-Cyg)-
aryl and (C6—Ci0) —aryl~(Cy1-C¢) ~alkyl;

30
a 2-, 4-, or 5-thiazolyl radical or 2—, 4-, or 5-
thiazolyl—(Cl—Cs)—alkyl radical, where the (C1-Cg) -
élkyl radical may be unsubstituted or mono- or
polysubstituted by identical or different . \

35 substituents from the group cohsisting of (C1-Cg) -

.alkyl halogen and oxo (=0) and the 2-, 4—, or 5-
thiazolyl radical may be. unsubstituted or mono- or
disubstituted by ldentlcal or different

substituents from the group consisting of



al kyl radi cal may be unsubstituted or nono- or pol ysubsti g:?%%?&x§dentlca
or- different | substituents fromthe group consisting of % f‘ al kyl

hal ogen and oxo (=0 and the 2-, 3-, 4- or 20 5-thienyl radical nay be
unsubstituted or nono- to trisubstifwted by identical or different
substituents fromthe group consisting of hydrogen, (Cl-C6)-alkyl,

hal ogen, nitrohyanbgen, nwnghC&KﬂaKﬁyl zﬂﬂaddgédu) ﬁHtr&Cﬂ.gﬁinoalkylanino,
25 hydroxyl, ( Co6 XY, nz ony, carb alkoxycarbonyl,
(Cl-C6) -al kd&%car ohfr mﬁ%§¢i G- o) ’1M§i ﬁh dﬁfﬁél%%hB “or
poIysubstltute@ydBQXYluorlHé,CbﬂeﬁéW@BWy trbéhaglgnBthnga(ﬁﬁleO) aryl
and (C6-C10) c0Cha I 30 - di cal or
2-, 4-, or 5- f(Fl%uazs?)l Q@kg&ﬂ%rtyall kyﬁ(cr%agf)gaal%m)fl}gcrgm%%ﬂ(%]iﬁ& al kyl
r adi cal may bePTindfibe e({ﬁ ttftléﬁ’]orw‘i‘rbﬁ?) 168r “‘ﬁé‘loysdﬁ‘stﬁ"?]tﬁ%bpfb?l\i‘d’éﬁ@l cal or
di fferent 35 swypstfilioenns, fr@ﬂéféEaglpumrﬁﬁn&b&bmﬁghQﬁ (Cle L&), al kyl

hal ogen and o 0 ng.tt - IyI r adi cal may be. .
unsubsti t ut ed a.(;riglr_n)%lrtl)(-ﬁl ng r%{’i Ly td?édéﬁdy i | cal or different
substituents fromthe group consisting of 28 Apr|I 2005 14 hydr ogen

(Cl C6) - al kyl , 5 hgloggn, r o] |Lkyl am no di
gé - al kyall a%‘l noq 'h@LIr O%l%QtK‘PazoﬂPI‘ fi(g%apgéﬁz%l <5xy‘la car%oxyl
(Cl )

-al ko claﬁ%*hwzomi éﬁ) édl‘l@dwéar bl e no Shere( Cltles) - al kyl
whi ch i's nono- (or-qekysubst irhdtiedil way |Hé0rdd%bsftrl@;fl&%ap|d/r tmdfd-vor onet hyl ,
(C6-Clo)- aryl, a ) r 4-, or
~ 5-isothiazol yI I’Egl %%?DS(C)E& -t,e%4¥,b l&qtfgé%l i so | azo y (Cl Co6) - al kyl
.~ radical, y\hereSl!tP%tJ(@leI@Gﬁ) arkyl tﬁ@dlmumgforb@lmmsr@sbftut:edcgr— nono- or
pol Y_SUb_St'tUtQQllQ)’l'dﬁQibﬁéh %dleﬁoerﬁfﬁd anéumé'ﬁ.ue“hs f”}m§ he group
consigtlng of (CI- 2 hal opgen and oxo (= 39 or 5
_ I'sothidzolyl radlcal may be unsu stltuted or mono-
or disubstituted by identical or different
substituents from the group consisting of

‘hydrogen, - (C;-Cg) —alkyl, halogen, nitro, amino,

| mono- (C;-Cg¢) —alkylamino, di-(C;~Cs) —alkylamino,
20 hydroxyl, (C1—-C¢) —alkoxy, benzyloxy, carboxyl,
(C1-Cg) —alkoxycarbonyl, (C1—Ce) —alkoxycarbonylamino .

or (C1-C-6)-—alkyl which is mono- or polysubstituted
by fluorine, preferably trifluoromethyl, (C5¥C10)~
.aryl and (CG—C10)~atyl— (C1—C5) -alkyl;

25 |
a 2-, .4—,' 5-,7 6-, or 7—benzothia-z__glyl rédical or
2-, 4-, 5-, 6-, or 7-benzothiazolyl-(C;-Cg) ~alkyl
-radical, where the (C1-Cg)-alkyl radical may be
unsubstituted or mono- .or polysubstituted by -

30 identidal or different. substituents from the group
consisting of (C;-C¢)-alkyl, halogen and oxo (=0)
and the 2-, 4-, 5-, 64, or 7—benzothiazolyi'
radical may be unsubstituted or mono- to
tetrasubstituted by identical or different.

35 | _subs.t_it-uents' from the group consisting of
hydrogen, (Cl—C_g)—alkyl, halogen, nitro, . amino,
mono- {C;-C¢) —alkylamino, di- ('C1—C_6) -alkylamino, : )
-hydroxyl A{Cy1— Cg)—alkoxy, benzyloxy, carboxyl,
(C1-Cs) —alkoxycarbonyl (C1-C¢) -alkoxycarbonylamino



15 isot hi azolyl radical may be unsubstituted or nono- g?sAJb§%¢6§1t ed by
identical or different substituents fromthe group conS| g

hydr ogen, (Cl-C6)-al kyl, hal ogen, nitro, am no, nono- (Cl- CG) -al kyl am no,
di- (C1-C6) -al kylam no, 20 hydroxyl 15(Cl-C6) - al koxy, benzyl oxy, carboxyl,

(C1-C6) -al koxycarbonyl, (Cl-C6) -al koxycarbonylam no or (Cl-C6)-alkyl

whi ch is nono-oor (ﬁo’r(y&)utfsltwht\ehﬂlchylfsl nonioRe orpr[ﬁf)Ej’/ﬁbbytiithﬂzleuiororTEt hyl ,

7-benzoth azol ol radisalgr Lo PRl bR RS Bt > o )

.al kyl radléél’l @\h@r éCET@OQ(‘Z@rE@)‘Jﬁhk@d Tddivdal may be unsubstituted or
nono- or poI ysubstltut ed by 30 identidal or different. substituents from

t he group con3| tin of (Cl-C6)-al kyl, ogen _and_oxo (=0) and the 2-,
4-, 52 6-, ib-en%ot'hl 4zol YK Srdd‘i’éJaﬁ ‘ﬂéﬁ}b’éa%%%bsf’lrtu]ted 8F mono- to

t et rasubst i tuted byorx déﬁ’l—tlrma:lamlﬁl-ff(ﬁr—@at -3bkglbstasiuenatls fwpaxrthe group

(CE ) eyt (RS (P pattan, MR IS8 WHER e AR Bk oxy
benzyl oxy, car BERgr, °r(%113t%‘)b5téFR6§9'c%}f t}é’l?ylltlcétlomlffalrleoxyuar bony! ami no

28 Aprll 2005 J&5b9¢i€&dnEB) fr@lnk)ﬂheV\'hjﬁh ScéTPQPstP:‘i pe|fy5 uted by
fluorine, pref ef abLy trifl uoromé Y( C10) - ary and f -aryl -
(Cl1- €8) - al kyla 1halegenand,pxg | moéiai‘BFlyIt fadical? or 41 Qr 4-, or
5-i m dazol yl - (Eiuﬁ‘ﬁ)lazralkyl raadca.’hl mawh ke unishi® stCtuE@d ad]ky&\oﬁadi cal may

be unsubstituted or  .npRo- .qf ol ysy stllfau(!%d l()%l)l dentl C f %ﬁgéégﬁr:% jOXO

~ Substituents fromthe group consi st 18%al K
. (=0) and the 1subgtituentgr Eromi datletyl graiiral qmysbfetmubsoftut ed or

- nono- to tri subﬁt(gglé,ed byq.dgmuaq@g&%or Qi flfo%re%nt SYass i tugpi s, from the
gr ou9500n5| sti ngno (ch ycolr) Og‘i[ﬂylgmlno, al kyl l_r(lgllo e)n_aln'i;lr;mlgén’ no,
hydroxyl, (C1—Cg) —alkoxy, benzyloxy, carboxyl,
(C1-Cg) ~alkoxycarbonyl, (C;-Cg)-alkoxycarbonylamino
or (C;-Cg¢)-alkyl which is mono- or polysubstituted
by fluorine, preferably trifluoromethyl, (Cg—=Cyq)-
20 aryl and (Ce—Cyg)~aryl-(Cy-Cg) —alkyl;

a 1-, 3-, 4-, or 5-pyrazolyl .radic-al or 1-, 3-, 4-
or 5-pyrazolyl-(C;—Cg)- alkyl radical, where the
(C1 Ce) —alkyl radical may be unsubstltuted Or mono-
25 . or polysubstituted by identical or different !
-sﬁbstituents from the group consisting of (C;-Cg)-
alkyl, halogen and oxo (=0) and t'hé 1-, 3-, 4- or
-S—pyrazolYl radical may be unsubstituted or mono-
to trisubstituted by identical or different-
30 . substituents from the group consisting of
hydrogen, {(C1~C¢) ~alkyl, halogen, nitro, amino,
mono- (C;—Cg) —alkylamino, © di-{(C;-C¢)+alkylamino,
“hydroxyl, (C1~C¢) ~alkoxy, benzyloxy, carboxyl,
~ (Cy-C¢) ~alkoxycarbonyl, (C3-Cg) ;alkoxycarbonylamin_o
35 or (C1—Cg¢)-alkyl which is mono- or polysubstituted
by fluorine, preéferably trifluorometh.yl., (C6~C10) —
aryl and (Cg-Cio)-aryl-(Ci-C¢)-alkyl; |



15 nono- (C1-C6) -al kylam no, di- (Cl-C6) -alkylam no, %
(C1- CG)-a'I( koxy,)benzyl oxy, carboxyl, (C1-C6) -al koxycar bé%ﬁpr?( @15 Co6)

- al koxycar bonyl am no or (Cl-C6)-al kyl which is nono- or polysubstituted
by fluorine, preferably trifluorometmd, (C6-Cl0)- 20 aryl and (C6-ClO
-aryl- (C1-C6) -alkyl; a 1-, 3-, 4-, or 5-pyrazolyl radical or 1-, 3-, 4-
or 5-pyrazol yl 4 @I-fC@r-,aIEkyl ‘?radlcalﬁ pherelyhe ra{d(iba(lG)ozal kyl Qadl cal may

be unsubstituted orynong: gSggnrgthnsu(lbstbt g&ggggyx eo[lt or different

substituents fromthe %r oup si st'i ng of aI og%ﬁ and oxo
(=0 and the 1fhe3.(Cizlshralkypyreadical ra\emane rruysb@smmmtgred or

nmono- to trisubsbet Lﬂre@ob){/shggait@@éd (Hy Cikj%fn%&ﬁﬂll 3P éllléil%:ﬂehldents fromnégg_
(e 08 2l kyl AAPAG CHERCRLTHas TR Rinc:on Ty B'f( (tacBytal koxy,
benzyl oxy, carbdkyll, haCbges) aral kexycarbdbnyhd (B2- 06), 3-, 4-

koxycar bonyl amgo 35,08 :6¢hy. OShaidlliy! Y Clhd S JIAS O tg oL ysubst it ut ed

by fluorine, prefera Xtrl | uor onret (CBECio)
-aryl - (.Cl-cseRgarkyl t°28 ASFFPSE@QSrlfGIt@dl bZ&L &demtlca)l 5-gyrrolyl

radi cal or 1- d2ffer3nt %ub@tEléu@b{EéO'ﬁ’ﬂcrﬁ C%h@)g%if ! Jc?rﬁjéf&'b t(¥\,here the
s

Cl1- -al kyl d| c uted or. nono- tuted by
fden'tci?%:al o)r/ dr b‘g‘tsqu é‘yflr'orﬂ?}r%g"g?oublééﬁm SAM¥RP of

(C1-C6) - al kyl mOharégmfanchld%ddmO)oand t hedil- (C2-Cg)3-alldyladiirio pyrrol yl
radi cal may beh93§ggg?§| tut ed _cgs)m%rlq(o)}c‘p t et rasypst,) tut ed, b%g | deftl cal or
o

. different substl tuen rom group nsi St1R 0 Yot h

(C1- C6) - al kyl , (hartoder! km&wrbaﬁ fﬁmn‘@e)(-etlk@@ycamuquelmmmo d|
(C1-Co) -a: tylam' nQy- celhydsrmyicéwﬁﬂéhcﬁk aqll&m,ope%xligxo,)br &?{C(] al Kyl
C1- - al koxycarhon - - al koxycar bonyl am no -

\(/\/m cﬁigl?s nono- 8r fli%Iog/ésu s’tl?ﬁ?%ariéliﬁy Gy ometly by ab(lcy5 Cio) = 7
trifluoronethyd@ryl Gan€l0¥s=Cal ykraid (CQGCQl{)z)lkyalyl (C1-C6) -alkyl; -

a 1-, 3-, or 5-[l.2.4]~triazolyl radical or 1-,
3-, or 5.—[1.2.4]—triazolyl—(Cl—Cs)—alkyl radical,
20 where the {C1-Cg) —alkyl radical may be
unsubstituted or mono- or polysubstituted by
identical or different substituents from the group |
consisting of hydrogen, (C;-Cg)-alkyl, halogen and
oxo (=0) and the 1-, 3-, or 5-[{1.2.4]-triazolyl

25 radical may be unsubstituted or mono-— or
disubstituted - = by identical or different
substituents from the group consisi:ing of (Ci—Cg) -
alkyl, halogen, nitro, amino, mono- (C;~Cg) -
| alkylamino, di- (C1~-Cg) —alkylamino, hydroxyl,

30 (C1-Cg) ~alkoxy, benzyloxy, carboxyl, (C1—Cg) —
aikoxyc_arbonyl, (C1-Cé).~alkoxycarbonylamino or

(C1~C¢) ~alkyl which is mono- or polysubstituted by
fluorine, prefer’ably_trifl_uoror_nethyl, (Ce—Cyo) —aryl .
.and (Cg=Cyq) —aryl-{C;-Cq) —alkyl; '
35 | |

a 1-, 4-, or. 5-;.[1.2.3]-—-tria_lzolyl_rad__ical or 1-,
4-, or 5-[1.2. 3]—triazoiyl—(C1—C5)—alk‘yl radical,
. where the (C1-Ce) —alkyl radical may be
unsubstituted . or mono- or polysubstituted by



al-, 3-, or 5-[1.2.4].triazolyl radical or 1-, 3-, ,
S-[1.2.4]-triazol yl - (Cl-08)-al kyl radical, 20 where the (&85 2003 Ky
radical may be unsubstituted or nono- or polysubstituted by identical or
different substituents fromthe group) consisting of hydrogen, (.C, -C6)
-al kyl, hal ogen and oxo (=O and the 1-, 3-, or 5-[l|.2.4]-triazolyl 25

r adi cal may bel@ﬁ@ﬁbs%thm(ﬁﬁﬁﬁenuanSubstldm&ubs&mbmteﬂebynhﬂﬁnllCa| or

di fferent substltue ts fro e_group co (C - al kyl,

hal ogen, .nitro- anlgo nnﬂg] ?E: iﬁﬁéiﬁﬁg Eﬁ#ﬁ e“dl‘3 %ﬁoéﬁ) EFRY1 ani no,

hydroxyl, 30 (@1dCBhe- alkoxy,, benz§toxy? . Gdil“bmxylzpl@(l:lrﬁﬁi)lc-al may

alkoxycarbonylbe(cénggﬁstlﬂhtﬁgxy o321 Qe -am o af; Ls g%1Q§hxa hK¥| whi ch is
ri

nono- or pol ysubstituted by | uorine, preferably | uor ome

(CG C?0)-aryl i1dembi¢es- efoﬁlfaﬁ%ﬂem( caulemltlaww frgm ghe gzzpup or
[1.2.3]-trieansybtiadi calf OWIyl:I'nogéh,, 0(c15t65 -h1%v3], - R dy! - (Cl- C6)

-aIkyI radi cal wher e the may be. unsubstituted or

nmono- or polysubsfltut 2§Kﬁb |“i25%% T;Q 8W%P8al Bt éF1Terdent
substituents fabhylhelgﬁouphydnnnxﬂﬁt|ﬁ@ﬂﬁdfélkﬁﬁy a|b¢hzjﬂﬂx¥ﬁﬁland 0X0

=0 and the or 1L 3 I di ca unsubstltuted
gr %Dno- or d|%%%2§? ﬁfedag{ gg?dé%%?kgé fgogy?ferek 1s&%s? tueﬁis fromthe
gr oup? con5|st?%@P%ﬁY%?ﬁFB@eﬁ”f(dihcﬁyla?kyyl hdlisdenis mien®; am no, nono-
(CLl- C6) - al kyl amnxasuldﬁtie&t@a)b | ks 00, YQE@%XB;L;/(@%JE@L&JQKOXY’

benzyl oxy, carb alko carb ny Cl- -a
car bonyl ami no ef }%qc%‘P wﬂﬂf no- (Eﬁ' CiploT §BVbst ¢t lﬁféd' by

- fluorine, pref@&%&ﬂy'trlfluoro nethyl (CB Cl10) -aryl and alkyl; (C6-C10)
-aryl- (C1-C6) 15 a 1- or 5-[.1H - tetrazolyl.radical or 1-, or 5- [1H]

-tetrazolyl- (Ci1-0C6) -aIkyI radi cal, where the
' 15 a 1- [1H] - tetrazolyl radical or 1-, or 65-

[1H]-tetrazolyl-(C;-Cg¢)-alkyl radical, where the
(C1-Cg) ~alkyl radical may be unsubstituted or mono-

or polysubstituted by identical or different
_ substituents from the group consisting of (C;-Cg)-—
20 alkyl, halogen and oxo (=0) and the 1-, or 5-[1H]-
tetrazolyl radical may be unsubstituted or
substituted by hydrogen, (C1—C¢) —alkyl, halogen,
nitro, amino, mono—(Cl—Cg)—alkylémino, di—-(C;-C¢) -
alkylamino, hydroxyl, (C1—Cs) —alkoxy, benzyloxy,
25 carboxyl, (C1—Cg) —alkoxycarbonyl, (C1-Cg) ~alkoxy-
carbonylamino or (C1—C6)—aikyl which- is mono- or
polysubstituted by fluorine, pfefefably trifluoro-
methyl, (C6-Cyo) —aryl and  (Cg-Cyp) ~aryl-(C,;-Cg) -

. "alkyl;
-_30' .
' a 2- or 5-[2H]-tetrazoyl radical or 2- or 5-([2H]-
tetrazolyl-(C;-C¢) ~alkyl radical, where the
(C1-C¢) —alkyl radical may be unsubstituted or mono-
df polysubstituted by identical or different. [
:35. substituents-from the group consisting of {C1—C¢) -

alkyl, halegen and oxo (=0) and the 2- or 5-(2H]-
tetrazolyl radical may be unsubstituted or |
.substituted by hydrogen, (C1-Cs) —alkyl, halogen,

nitro, amino, mond—(Cl—Cg)—alkylamino, di- (C1-Cg) —



(Cl1-CB)-al kyl radical may be unsubstituted or nono- OF-DOL%Sé @%bé ted by
identical or different substituents fromthe group consis rfso 1-C6) -
20 al kyl, hal ogen and oxo (=0) and the 1-, or 5-[1H]- tetrazolyl radical
may be unsubstituted or substitutedlBy hydrogen, (Cl-C6)-alkyl, halogen,
nitro, am no, npno- (Cl-C6) -alkylamno, di- (Cl-C6) - al kylam no,
hydr oxyl , (Cl- ‘%%5‘%1‘?%65%9 b &£, - 25((&a|Cbbx«yllkO(<§Zl C@)en—za,»lﬂd)ogycar bonyl,
( C1- CB) L al koxge;:lﬁ@k?@pyl ara,ne .y qugc,;gmg@)on@llkyl q{l) nmono
pol ysubsti t ut ed orine, preferably trifl uoro- ?éé)xéflO) -aryl
and (C6-C10) -&t On)(#ﬂ“‘é%)’ Bl Ky CB’(\; albyl OIWhG—Ch[ 2IL-I]S nereazey radical
((32:12- ;)r I5k l[Zbﬂ}lyStulFStazotyﬂ 061 -16)omi ey gsaélf@aéblyh@rrlg{ftll@%r _ i
al ky ma S ituted or 0o- or pol ysubstituted by
|den?|§cal or drf%%lle?gnt 3 E‘Cﬁg[] %Pi%ts ?r%mt%dmgr”ﬁupa‘é%hs StiGed of
(Cl1-C6) - al kyl2limalogen and oxo (=0) and the 2- or.5-[2H] - tetrazolyl
radi cal may be unsubstituted or substituted by hydrogen (C1-C6) - al kyl,

- hal ogen, nltro amn nono- g %3 -al kyl am no, (C1-C6) 7 28 Apr|I
2005 18 al kyl &hi fio! hydt oA , e(EL-Eés Jalt%c}ﬁ%l“yénz%‘é;(?al car béxyl , (Cl- C6)

- al koxycar bonyl-, ( ©= C&)- [laljccBQy—tm&rzbmwlamlnqﬁptaqg%im}aa[lggh whi chis
i

monorpor pol yguhst i tut by fl.uokine f er abl | uor o f hyl ,
(Co-Clo) -aryl, and t%%l i mE2ktenss Sl q{’;ﬁ a 2Mmays” e
6-[1.3.5]-tri aﬂwswa%p%@ @rr 2 monar oF 6pdlysBHt i-turi@azi ngl- (CLl-C(;)

-al kyl radi cal:,deh&lwaerertalﬁfﬁ&h@)subgtisy&er{&d' 2l PRy %ﬁ unsubsti tut ed
or nono- or po substltuteﬁ gry |dent|cal or dlf erent substltuents from

. the group. Sgagen.c1 %Cﬁél‘Rﬂ/kylhalf@g}m%mdandxo (=0)

and the 2-, 4oxcor (GOD 1. afth] tihiel azk-pyl4-15 badigaly njay5petrly2{1§ypst| tuted
or mpno- or - digubsty tuted by jdentical or different — .
disubstituted by identical or different
substituents from the group consisting of
hydregen, (C1-Cg) ~alkyl, halogen, nitro, amino,
_ mono- (C1~Cg) —alkylamino, di-(C;~-C¢) ~alkylamino,
20 hydroxyl, (C1—Cg) —alkoxy, benzyloxy, carboxyl,

(C1-C6) —alkoxycarbonyl, (C;-Cg¢)-al koxycarbonylamino

or (C;-C¢)-alkyl which is mono- or polysubstituted

by fluorine, preferably trifluoromethyl, (Cg-Cig)-

aryl and (Cg- Ci0) ~aryl-(C;-Ce) ~alkyl; ' '

25 ' '
a 2-, 4-, or- 5-oxazolyl radical or 2-, 4-, or
5-oxazolyl- (C;~Csg) -alkyl radical, ) where . the
(C1-Cé¢) —alkyl radical may be unsubstituted or mono-

_. er polysubstituted by identical or different |

30 subslti_tuents from the group consisting of (C;~Cg)-
alkyl, halogen and oxb (=0) and the 2-, 4-, or
S—O'Xazol_yl radical may be unsubstituted or mono- -
or disubstituted by identical or different
substituents from the group consisting =@ of

35 _ hydrogen, (C1-C¢) —alkyl, halogen, nitro, amino,
mono-(C;-Ce) ~alkylamino, di-(C;~Cg) ~alkylamino,
hydroxyl, (C1-C¢) —alkoxy, benzyloxy, - carbdxyl,
(C1-Cg) ~alkoxycarbonyl, (C;~C¢)-alkoxyca rbonylamino
or (Cl—Cg)—alkyl which i_s mono—- or polysubstituted



substituents fromthe group consisting of hydr ogen (Cl ) % +
- hal ogen, nitro, am no, nono- (Cl1=C6) -alkylam no, di- &3 f1<yl anm no
20 hydroxyl, (Cl-C6)-al koxy, benzyl oxy, carboxyl, (Cl CG) - al koxycar bonyl ,
(C1-C6) -al koxycarbonylam no or (Cli€6)-al kyl which is nono- or

pol ysubsti tut ed b{fluorine, preferably trifluoronmethyl, (C6-C o)- aryl
and (C6-C10) -Ryylf UP@}.D%) Paekgkab2g a2iflueromethdlpxagnlyl,radi cal or
2-, 4-, or 5-ox@zokyk- ( cgg) =gk loyl @adtc)al ngre the (C1-Co6)-al kyl

radi cal may be unsubstitut mono- or pol ysubstituted by identical or
different | 30 substituents fromthe group consisti ng of (C1-C6)- alkyl,

hal ogen and oxo 38=0) 4and bhe SZ—-J,Scélxaz@Iyl5-r%)@8_LZﬁJ]y| I afdi cal, _may, be
unsubsti t ut edf Zoprl g&s@nétlt d by |(gent| caI or di fférent
substltuents rom borfdi &t SL of 235 hydr og¥hereCl- & al kyl |

hal ogen, ni tro(Cla:ﬁElshoalkMﬂm(yad(l@@JC&)ay aiekydltamhmt;lclUte(ijrC(ﬁ])orr&l kyl am no,

hydroxyl, (CL @boayg%ytl@mlbwdeﬁes gy deClafl ), -al koxy. carbonyl,
(C1-C6) -al kox. t%Bta,r onri/ am_no : al kyJ1 I'C | 's nono- or
pol ysubst i t ut et ?0650‘1}9 f‘JlERHH’ necnpieténgblof t kCi+Qoronet hyl ,

(5(36 C10) - lalrylaland,( Cﬁa%@)en;ladixydi c(}%lS‘(?ﬁb) aérkdvl ,th%ci’BEB) 4—|,k °F adi cal
i spazol yl ~:..0 i soxaz al ky *r adi ca
vvhergét he (C1- 5%2)5%%{%0({1 dF2% cﬁgymﬁg b§s dBsty Stftle"d“b‘?dn@ﬁomoﬂp"

pol ysubsti t ut &F bydlléelbﬁtdélutcﬂd di ffyer entlensibatli t uent s &mmetrae,tgr oup

consi sting of siEktGhrerdd XYl . £} 00 nd =0) -, or 10
5-i soxazol yl radj cal n%y be unsubst:at?llj?ed (g%&rl];(gjno-co Sﬁfgngtl t 8fed b

i dentical or GYFEIERY ~ sifpstel uéhty1f r omalirgegr.oup tonsi st amgnof
hydr ogen, (ClaCep-aldiyls) halkgeaminbtro, amgno,(c, n@pp_a( %ﬁln zal kyl ami no,
0

(Cl %) C?Zal ko>¥lﬁcar oggi(éngycé)Q‘)‘%ﬁ%ig’@é} alyg%x%%rgg}rg/ g carboxyl»
alkoxycarbonyl {C1-Csg) alkoxycarbonylamlno or )
(Cl(k) —alkyl which is mono- or polysubstituted by
fluorine, preferably trifluoromethyl, (Ce—Cyo) ~aryl
and (Ce-Cio) —aryl-(Cy-Cg)-alkyl;
20
a l1l-, 2-, 3-, 4-, S-, 6- or 7-indolyl radical or
1-, 2-, 3-, 4-, 5-, 6- or 7-indolyl~-(C;-Ce) ~alkyl
radical, where the (Ci-C¢) —alkyl radical may be
unsubstituted or mono- or polysubstituted by
25 - identical or different substituents from the group|
-Cohsisting of - (C1-Ce¢) -alkyl, halogen .and oxo (=0)
and the 1-, 2-, 3-, 4-, 5-, 6 or 7-indolyl
radical may be unsubstituted or mono- to hexa-
: substituted by identical or different substituents
30 - from the group consisting of hydrogen, (C;-Cg)-
alkyl, halogen, nitro,  amino, mono- (C,—-Cg) -
alkylamino, ' di-(C;-C¢) —alkylamino, hydroxyl,
(C1-C¢) —alkoxy, benzyloxy, carboxyl, (Cl?C;)-
- alkoxycarbonyl, (C1=-C¢) ~alkoxycarbonylamino or
35  (C1~Cg) —alkyl which is mono- or polysubstituted by
fluorine, preferably trifluoromethyl, (Ce—Cyo) ~aryl
and (C%—Cm)—aryl—(Cy{k)-alkyl and the isomers, in

- particular tautomers, diastereomers and



trifluoronmethyl, (C6-Clo)-aryl and (C6-Cl10) -aryl- (Cl-

1-, 2-, 3-, 4-, 5-, 6- or 7-indo|y| radical or 1-, 2-, 3-, 6- or
7-indol yl - (C1l-C6)-al kyl radical, ﬁre the (G -C6)-al kyl radl cal may be
unsubstituted or nono- or pol ysubstl uted by identical or different
substi tuent s LM ou 0R$jSt k I I .and oxo
(=0)  and thenf- %gﬁ%ég thPSQ%es bﬂgr% C%ﬁ%lg%h rad%gte%% %gb

unsubst i t ut ed 23t Smoridt H%r%’e‘%‘éla§u6§tlidt lﬁ‘tdé’dtlﬂyf’”i cP@n‘thcfaIUU?rQi@ff er ent

substituents 30 fromthe group consi sti ng of hydrogen, (Cl1-C6)- alkyl,

hal ogen, nitr I am no C6) - al kyl am no,
hydroxyf\cco(refn@G) < a‘? ko31<f/,8h%enzc@o>?fi N bok fflgj(@% %)r”az‘illk’@)?ycar bonyl ,

( C1-5Co) o4l kbdrydardyoryd ahl hoaoe BEO(V@lie@B)whatlkydar@\hcblarlastmmaedor

pol ysubsti t | u ne referably trifl yor t hyl o) aryl

and (06§IC1:I C%)LﬂagérjylRy (FI O{&% A E 7 an% t%)e |%on§r S‘QH@ l;hypt:'liar{

t aut onefM§angngst é?rle‘ﬁ?ﬁerébaﬂﬁ ?8‘%?1 I f?BGSSQOténmeirﬂfﬂer‘shlGhd lIShe

phar naceuhuaatllytu&@@ep&abls@bsﬁﬁﬁ:@tecﬂ nbgar&i&utar acrd addhtienjsalts,

t her eof , Ac%q_rtdéenlgeto a Euré(g nbodl ment. pyri dine derivatives 5 of the
formul a®°F1) “dre provi de O%Nar IECEPPzed THE That *RI2REV TR, R3) X
Z, 1P, Qoxmgand athmge mag «Wiaam nge gl vekedbdve ad-R4) repkesents phenyl

whi ch ig roug gubstituted or substituted by one to five identical or

- different (Cl-C6)-al koxy groups, where adjacent 10 oxygen atons may al so be
“linked by (Cl-C2)-al kyl ene groups. According to a further enbodi nent,

pyri di necderbyayi tes a of u  tige £ OBERAMBOA i(mbn A & QYi ke dqdhi Ghe 8L 85
char act E%I %Ed %SOrI ! haé R4 has the.ne :é%%g gi ven above, R Rl, R2,
each repfes8ht "8 AVdrogEh a7 b PZOFEPIFEs &SRR Bk ygRATaGE B8R 2RE X
r eproesent s thari tRoders atbm mRanth@y egéhen above, R, R;, R;, R,

each represent a hydrogen atom, 2 -represents an oxygen

(C1-C6) -alkyl which is nmono- or polysubstituted by fl uc():gl ne erably
P %'E@‘I 20 25 a

R3

atom and X represents a nitrogen atom, P and Q each

represent geminal hydrogen atoms, m is zero
and n is the integer 2.

20
According to a further embodiment, pyridine derivatives
of the formula (1) are provided which are characterized
in that R, R;, Rz, Ri, X, Z, P, Q, n and m have the
meanings . given above and R4 represents 3,5~

25 dimethoxyphenyl.

According to a further embodiment, pyridine derivatives
of the formula (1) are provided which are charécterized
i.n that R, R;, Rz, R3 each represent a hydrogen atom, 2
30 represents an oxygen atom, X  represents a nitrogen
atom, P and Q each represent geminal hydrogen atoms
', m is zero, n represents the integer 2 and Ry
représents a 3,5-dimethoxyphenyl radical.
. According to yet another aspect of the invention, there is prdvidéa
" a use of the pyridine derivatives as defined above dn: the
manufacture of a medicament for treating tumors in mammals. ?
fAccordlng to. a further aspect of the invention, a
process for preparing pyridine derivatives as defined above
) :, characterized 1n that
a pyridine carboxyllc acid of the formula (2)



represent gem nal hydrogen atons, mis zero and n is the integer 2. 25
According to a further enbodi nent, pyridine derivatives 8§APH529Q§'WU a (1)
are provided which are characterized in that R Rlr R2, R3, X Z, P, Q
and m have the neani ngs gi ven above agg dinethoxyphenyl R4 represents 3,5
According to a further enbodi nent, pyridine derivatives of the formula (1)
are provided which are characterized in that\R Rl, R2, R3 each represent a
hydrogen atom Z _ 30 represents an atom X represents. a nitrogen
atom P and Q each represent gem nal hygrogen atons mis zero, n represents
the integer 2 and R4 represents R 3, 5.4 net hoxyphenyl radical. According
to yet another aspect of the invenyd there is provided a use of the
pyridi ne derivatives as defined a t he manuf acture of a nedi canent
for treating tunors in mammal s. to. a further aspect of the
invention, a process for preparin \di ne derivatives as defined above
characterlzed in that a. pyr|d|n8,carbdRyI|c acid of the formula (2) 28
April 2005 21 fornmula 2 in which R, Rl, R2, R3 have the_neani ngs given
above, z 5 denotes an oxygen or swkhuaaamonland Y represents a | eaving
group such as hal ogen, hydroxyl, (d-C6)- alkoxy, preferably methoxy or

et hoxy, -Otosyl, -0- nesyl or |n1dazolyl is reacted with an am ne of the
formula (3p l{ijCF}ZR RRL HN\RX, f BBnmblae3 tl& imeanhircys Riveh &ho®:,ngand n are

- have tde AeabitRGS th%&ﬁﬁé}\’eor sulfur atom and Y represents a

leaving group such as halogen, hydroxyl, (C1-Cé6) -
alkoxy, preferably methoxy or ethoxy, -O-tosyl, -0-

1)
n

mesyl or imi-dazolyl, is reacted with an amine of the
formula (3)
10

(CH)\ R

PP

formula 3

in which R4, X, P, Q, m and n are have the meanlngs glven above,

15 - and the de51red pyridine derivative is formed-

Synthesis route:

20 The compounds of thehyformula 1 can be obtained

according to.Scheme 1 béldw;



and the desired pyridine derivative is formed Synthesis route: .20 The
conpounds of the fornula 1 can be obtained according to §@H‘§?ﬂ§ 2Q0%e| ow: 28
April 2005 22 Schenme 1 The starting materials (2) and (3) are either 5
commercially avail abl e or can be prepared by procedures known per se. The
starting materials (2) and (3) are wuseful internediates for preparing the
pyridine derivatives of the fornul achémeaacording to the invention. 10
The solvents and auxiliaries . to be used, if appropriate, and the
reaction paranmeters to be used, such as reaction tenperature and reaction
tinme, are nown fromthe riterature or famliar to tnhe person 1% skilled
in the art i ng t@sRks expert know edge. &g pyridine derivativeg of the
formula (1) jaccording to the invention aF"uitabl e as medi canen S, in
particular as antitunor agents,—fQr tresing maflyelB@P 20 in parti¢ul ar man,
but al so donestig anfmalg. FHMEh asN-—h », cattte;—doys,—tats, hares,
sheep, poultjry and =t he |ike. 8 April 5 23 AB8fYng to a furfher
aspect, the JinventTon provides the pyridi deMYBI?PEs as described above
for use in tlherapy. According to a further aspect, the inventionjrel ates
to the use pyridine derivatives as described above for the mapufacture
of a nedicanent for treating tunors in mammals, in particular nap.
Preferably, {at | east one pyridine derivativC f the forrrula (1) i $
adm ni stered to a manmal in an anount effegfi'véd for the treatnen{ of the
tunor. The therapeutically effegtive db of the pyridine derivative
according tg the inventi h is to be adm nistergd for
the treatnment depends inter t hepnafure and the stage of f{he
oncosi s, theg age and the se patiengeut he type of adminis{ration
and the duration of 3

The starting materials (2) and (3) are either
5 ~commercially available or can be prepared by procedures
known per se. The starting materials (2) and (3) ére

useful intermediates for preparing the pyridine

derivatives of the formula (1) according to the
invention.

__, 10 )

N The solvents and auxiliaries to be used, if

appropriate, and the reaction parameters to be QSed,

- such as reaction temperature and reaction time, are

known from the literature or familiar to the person
15 skilled in the art owing to his expert knowledge.

The pyridine derivatives of the formula (1) accordlng.
" to the invention are suitable as medlcaments, in-
partiéular as antitumor agents, for treating mammalé
20  in particular man, but .also domestic anlmals such as
horses, cattle, dogs, cats, hares, sheep, poultry and
‘the like. '



‘ i ni i tall cally
the treatnent. Adm nistration can take place orally, rec
(f-or "exanpl e sublingual ly), parenteral |y (folr ;axarr{:)l)gi (S:;I | ;ﬁ%i‘m@gﬁgl Y,
intranuscularly, intradermally or intgavenously), ( _ _
Itpa;lgder mal | y. yAccor ding to a furt her535|to_ect of ﬁggi Lzrenglt olnéastnedlocrzlgrrent
char act ef 4 Z£0;l at. i rises as active in . : [
pyri di n:l(éderi \}g?:i %gs%aghégﬁ%eﬁs%%%'@’e.t esE' OBePr%i‘?’%IS, Sl %b?di,ne
| i quid dierigirddErsprepdratidped Suitabfer sosé din pf@@;aelr)ﬁ;ay,l %erricg)dfiina QL 4
ot par ot o R AR 2T i Sae, bR s ispaspas, Byridine

ar e, (0] ’ = o ! H ! ... .
ELEBZLgit‘%Iﬁ%g,S"aéiiVeﬁ naﬁ/ati%fﬁcamﬁd/\mbewé rfoai ltmmlaﬁumsturf%ﬂ?:‘ﬁdﬂﬁﬂgﬁferaI
pr epar atidins @i nfOk uR¥2EPLE. nafiLiL e ié‘qégg fcd{ae arééﬁb,' Preferablyr at
adm nistration which are isotonic wth th ood © p féarfﬁl :
i nventi dif3%¢ PBepRYFiding derdyarhvene s et aidrmipyg a t(hgoig%(arzrzl \?‘blr)ﬁi gw, el o
wi t hout b@hﬂ@iéeétréhﬂt%daIQnéntn}ﬁalefﬁ”Bl\ea o%lsnlt)A%répgercarzji\ﬁee for 6'164% 8 mol )
1-(3,5-[1mat_ oxyphen I%-4-(4-pyr|dy - ~carbonyl’) pl perazi o A rri m
of pyridihg® '—“Eégbo‘%gl Beacter e Theuspentdadewttbastiyr reaf\ged:ﬁlh 0.m of
DVF. W tdosart hér tékei rbyng,dtn&3 g?£§8af5iqggl )S&%fog%i-olq%t hyéormr hol i |
then a s ' f ;35. .5 CF#I..O: - 10 "~ - :
(1- benzoﬁ?%gglﬂ?/ﬁt rl?ﬁpy%%féggﬁoﬁkrgég ohfurﬁohel%%lf RUBLBpEGSpIeat efoand 10%28 g
(45.8 midl§ breatmegt slengines hoxyphenylippiqer azé neatnrﬁotargd gég%)ll\flrzewfeor ”
P the DNF pes, di SELl L eq o r tder: 5. £ 8ducalor B8 Lr 8 Endok he Tes! due was
h, the was_ distilled of f under | | .
purifie o & Csi ﬁl%a gBF &4 FHPINE sk lgedn 680df Fben Merrak idG, oiDar mst adt )
usi ng tHdaobireetpleade Administration can take place orally,

rectally, buccally {for example sublingually),
parenterally (for example - subcutaneously,
intramuscularly, intradermally or . intravenously),

topically or trénsdermally.

-According to a further aspect of the invention,
- medicament !
. characterized in that it comprises as active ingredient, at least

- one pyridine derivatives as defined above.

These can.be,solid, semisolid,
liquid or aerosol preparations. Suitable solid
prepérations are, for example, capsuleé, powders,
granules, tablets. Suitable semisolid preparations are,
for example, ointments, creams, gels, pastés,
suspensions, oil-in-water and water—-in-oil emulsions.
‘Suitable liquid preparations are, for example, sterile

' aqueous prepafations for parenteral - administration

which are isotonic with the blood of the patient.

'.The invention is to be illustrated in more detail by
‘the example below, without being restricted to the
example. ' '



di chl or onet hane/ net hanol / 25 percent anmmoni a (90:10:1 v/v/ i899 el d:

- 12.34 g (82.3% of theory) mp. : 94-96C 1. Antlprollfera nin
various tunor cell 25 lines In a proliferation test, the antlprollferatlve
activity of the substance D 43411 waszgxam ned using established tunor
cell lines. In the test used, the cellular 30 dehydrogenation activity is
determ ned, which nmakes it posWblekéngoEsaimpiles ne. the vitality of the cel
and, indirectly, the cell count. The cell lines used are the human
cervical carcinoma cell lines KB/HeLa (ATCC/ CCL17), the marine |ynphocyte

| eukaeni a L1210 35 (RWTEE ©cPimeghpxyphenidiad ~HMemyirisgdrocar ci nona | i ne

MCF7 [/ ATCC HTB22) and the ova&xrggwg %ggbggqgnglne SKOv-3 . (ATCC HTB77).
These e established cell |ines i are very wel | characteri zed and

were obtained from ATCC and cultured. 28 April 2005 25 The results shown
in Tab. 1 dewpnstaatée xmriuﬁlhi gbFy pp@txel[ihe&mt-iclarrbb&fyml@ti bt | phy Of

D- 43411 in oning to the 5
partlcularﬁ$gg%§§%%(ﬁé §Fﬁ¥ ﬁEFa |ne nﬁe efﬁggf %ﬁtq}gﬂﬁﬁﬁ?Wn t he
test perio§téfrrd®ch &- %%I? J19dl-15 mmH%%|®ﬁ|HrmBOhy&m03thl@hm ;afdius
stated as »Behb) .a Tabo1dtiBnVi b0 ¥ of QXi Ciky . Snm&l?ﬂgr K}EN %yf‘@pxﬁ Test
ho es

_(valugf detﬁrglned frgﬁggéfubstance concentrati ons

for G ul dt—&ERvEESd AR IRY F 5P AL PR T ORA @R owi ng t unor cel | i nes

HelLa/ KB. , Bﬁeﬂfauammwwuaﬁhaﬂujt&muLi@lDBI@ukasnBamhbmg ohich graws in

suspensmnd A der, standar d|t 20 in an anubator

with gas inl W%t%o&%%é %géﬁgfgj nd '95% at%%Fﬂﬂer? diefe afdrsst Day 1,

t he adherehf c&Pis H‘#ét@éteaché‘@%smngwtm;ﬁpsmel EBSTA rardi peld etretnby
temperature for 24 h, the DMF was distilled off under

15 reduced pressure and the residue was purified on a

silica gqel column (Kieselgel 60, from Merck AG,
Darmstadt) using the mobile . phase
dichloromethane/methanol/25 percent ammonia (90:10:1
v/v/v).

20
Yield: 12.34 g (82.3% of theory)
m.p.: 94-96°C

1. Antiproliferative action in various tumor cell

25 lines

In a proliferatidn test, the antiproliferative activity'
of the substance D-43411 was examined using established
~ tumor cell lines. 1In the +test used, the cellﬁlar
30 dehydrogenation activity is determined, which makes it
- possible to- determine  the vitality of the cell and}.
. indirectly, the cell count. The cell lines used are the
.human cervical carcinoma cell lines" KB/HeLa
(ATCC/CCL17), the murine lymphocyte leukaemia .L1210
35 (ATCC CCL-219), the human breast adenocarcinoma line
MCF7 /ATCC HTB22) and the ovary adenocarcinoma line
SKOV-3 (ATCC HTB77). These are established cell lines.
;whlch are. very well characterlzed and were obtalned-
from ATCC and cultured.



centrifugation. The cell pellet is then resuspended in nhb e nmedi um
at- the appropriate cell count and 25 transferred to a. 96 otitre
plate. The plates are then cultivated overnight in the |ncubator wi th gas
inlet. The test substances are nade umps as stock solutions in DVSO and, on
Test Day 2, diluted wwth' culture nediumto the desired concentrations.

The 28 April 2005 26 substances in the culture nediun1are then added to the
cells and ub t cubatqr with g E q%. | s which
have not bgg% t?%gg EQ @sﬁplsghstance @%?9 gga SntFB? léﬁiythe XTT
assay, 1 ngpﬁpn@faﬂrpqqgﬁmﬁﬁﬁquqe action of D-43411 in the cell

- (phenyl am negaksboridv3 4-tetiazel i Wigbi gtdzpRENOXY
ni tro)henzenesul f 8ﬁgya;;Qéqls di ssolved iIn ﬁgﬁ - GJ%QIH%EdIUH1MAt%OUt
I

Phenol RedP2AHdFY 0958%Cthy/fi 4o sHCEY] olnireﬂ PiBe effect
(N-net hyl doberzoBalazi he mitdytessuldetia)d i Bfphosphatier buhﬁer egnspal i ne
(PBS) is ﬁgpa &8fip S y / of [ Xxture are
pi petted oﬁto t he éeﬁmlgﬁa%eg% i 8@9“h‘ﬁ§§#1 é@enbeen ggb5€£d with the
test substances for 45 h 15 To th|s end the XTT solution is mxed wth
the PM5S sehsti on iA-@ikabi @yebeoWikilew/ Wn ShAId Yeef OiPmL_J e. The cell

plate are then ubated in the incubator wth gas i'nlet for a further 3
h, aikhe optlcaI?VG HEPty (CEISASHRHNSS detBFPfned Pn a Pdstidias . 20
Uslng t he OD490n, obhaenedattibesinhibition in percent relative to the
control is calculated The antlprollferatlve act|V|ty IS estlnated usi ng
r egr essi op—anat-yg S z Gt . : s
conmpound | ¢
(3) Mai ze}

D-43411 o™ 429 | <0. 0003 <0.0003 | <0.0003 | >3.16

2. Method

15 XTT Test for cellular dehydrogenase activity

The adherently érowing tumor cell lines HeLa/KB, SKOV-3
and MCF7 and the L1210 leukaemia iine, which gfows in:
_ snspension, were cultivated under standard conditions
20 ' in an incubator with gas inlet at 37°C, 5% CO, and 953
atmospheric humidity. On Test Day 1, the adherent cells
are detached using trypsine/EDTA and pelleted by
'centrifugation. The cell pellet is then resuspended in
RPMI culture medium at the appropriate cell count and
25 transferred to a 96-well microtitre plate. The plates
are then cultivated overnight in the incubator with gas
inlet. The test substances are made  up as stock
solutions in DMSO and, on Test Day 2, diluted with

‘culture medlum' to  the desired concentrations. The



(4) Polyvinylpyrrolidone 15.0 ng. (5) Magnesium stearate, 2.4 g’” 510t al :
215.0 ng 35 Preparation: (1), (2) and (3) are m xed and granula ed with an
aqueous solution of (4). The dried granules are adm xed wth (5). This

m xture is tabletted. 28 April 2005 272Exanple Il Capsul e containing 50 ngy
of active conmpound Conposition: 5 (1) Active conpound 50.0-ng (2) Mize
starch, drisedsBRirGan 1 3fhkactddepowdedi 6. Qrey thied) AMigweesitubmesieear at e

2.0 ny TOtC%lllS]'GdQ‘le ﬂgc&tgagégp%ﬁattlh%n lnéu]t}aﬂér %Oﬁgdﬁ%{\ﬂst h Qs)t f(‘%” an

ground material is added wth vigorous m Xing t ureSof
(4) This fowder nFRtbfe ¥Bichn faa&apsrm'é ftrerem ngrre@ctmchewllt&fludsed into

hard gel at ist® scapsid esiSigeas. c@8tAplil 2005 WO 02/08190 28 PCT/ EP01/ 08262
Pat ent ainms 1. Pyridine derivatives according to the fornula 1 j H2~~Ra N

X P(CH2)mQ5 formula 1 in which 10 R, Rl,. R2, R3 can be attached to any
of the pyriF@irneth@ar B&A abemmyC2 flo @§/mdr eocifdeHfrircal(sodiugi f Bergnt and

i ndependent; marmog%nypfn@t@ Ex@&ggﬁmwﬁ\”% -G,/ - g anched

(C1- C8) -aI ){:I C3-C7) -cycloal kyl, strail
ro) enzenesu fonic ac1d) is dissolved in RPMI- 1640

medium without Phenol Red. Additionally, a 0.383 mg/ml
10 solution of PMS (N—methyldibenzopYraéiﬁe methyl-
sulfate) in phosphate~-buffered saline (PBS) is
prepared. On Test Day 4, 75 pl/well of the XTT-PMS
mixture are pipetted onto the cell plates, which by now
have been incubated with the test substances for 45 h.
15 To this end, the XTT solution is mixed with the PMS
solution in a ratio of 50:1 (v/v)- shortly before usé.
The cell plates are then incubated in the incubator
with gas inlet for a further 3 h, and the optical

density (ODygonm) is determined in a photometer.

20
Using the OD4sonm obtained, the inhibition in percent
relative to the control is © calculated. The
antiproliferative activity is estimated using
regression analysis. |
25
Example I
Tablet containing 50 mg of active compéund
Composition:
.(l) Active compound 50.0 mg
30 (2) Lactose 98.0 mg
{3) Maize starch 50.0 mg
(4) Polyvinylpyrrolidone 15.0 mg -
(5) Magnesium stearate 2.0 mg
Total: 215.0 mg
35 _
Preparation:

(1), (2) and (3) are mixed and granulated with an
aqueous solution of (4). The dried granules are admixed

‘with (5). This mixture is tabletted.



15 chain or branched (Cl-C8) -al kylcarbonyl, straight -ch%&gq[?@}r?anched
(C1-€8) -al koxy, halogen, aryl- (Cl1-C8) -alkoxy, nitro, a r
(C1-A)-al kylam no, di- 20 (Cl-C4) -al kylam no, (Cl1-C8) -al koxycarbonyl 25
30 am no, (Cl-C6) -al koxy.carbonylam ngs (C1-C8) - al kyl, cyano,
- straight-chain or branched cyano- (Cl-C6) -alkyl., . carboxyl, (Cl-C8)
- al koxy- carbonyl, (Cl-C4)-al kyl which is substituted by one or nore
fluorine atEEZEﬁnpf: E}gpxy- (C1-C8) -alkyl or '(Cl-C8) -alkoxycarbonyl -
(C1-C6) -alkyl, % -C6) -al kenyl, (C2-C6) - al kynyl, straight-chain or
branched cya@sYIGl-@B)tamnkyy. S0amyl ocfwhetdve thepauyld radi cal may be
unsubst i t uteRghgdsid@p= or pol ysubstit.uted by identical or 28 April 2005
29 5 di%fer;r}t substituents fromthe group consisting of hal ogen,
strai ght-chdi’n ¥t barcheed- o(3) - atky? mqC3-C7) -cycl oal kyl ,
car boxyl, dftai ghetizchad e och prancbad ( Gls @B)mg al koxycar bonyl, by
trifluoronmethyl, oxyl trai ght-chal r branched 10 15 (Cl-(C8)
-al koxy, nﬁ(e'?ﬂzyll'o%,%snél(t'%%vfé%ﬂi no, nongé-&(cgl“-‘%) -al kyl ani no, di -
(Cl- C4) - al KflamMpsinessyamostearatght - clith iy branched
cyano- ( Cl- @g)—aal kyl, where addition- alllgb_%q,gbd Rl and/or R2 and R3 may
form a][ fused aromatic 6-nenbered ring wwth the pyridine ring-formang - a
qui nol %e or acridine

Preparation:

(1) is ground with (3). This ground material is added
. with vigorous mixing to the mixture of (2) and (4) .
This powder mixture is, on a capsule fillihg machine,

15 filled into hard gelatine capsules size 3.



ring which for its part may be substituted at any C atomgrid%cll. g@@'tion by
the radicals RR Rl, R2 and R3 havi ng the neanings nentio 8 'é e; 20 Z
is oxygen or sulfur, where the radical H2 '~ "Ra N X p (itj. Q25 30
substi t ut ridine heterocygle may be at _ to C atons C2-C6
of the py?fbdﬁjr?e}dﬁ% skel eton; P, Q¥|gndepedently o%’%%?g%gr}({t%&ﬁzr epr esent
oxygen o ad"(-i'arﬂ l"‘l'f;}’b?ogen atons ; is nitrogen or CR5, where R5
represents hydrogen or (C 1-CQ.-alkyl.; 28 April 2005 30 n, m
i ndependently of %rheinaeHOAQF{vge{‘Ot es_an i tege[ between 0-3, with the
provi so that inthe case f =205 daR6PEL HICRBRENGr bap™iér é R5 and R6
i ndependently of one another represent hydrogen or (CL-C6)-alkyl and that
the nitrogen atom adjacent to the C=Z q [_)‘ is %bstituted by a hydrogen
atom or a (CGC6) -alkyl group; R4 is a/é ;&gi ~¢hai n or branched (Cl-C20)
10 al kyl radical which may be g & or saturated, with one to three
~ doubl e and/or triple bonds, 0 may be|unsubstituted or may
optionally be substituted at thg di fterent C atons by one, two or
nore aryl, 15 heteroaryl, R - p B T K am no, nono- (C. 1-C4)
-al kylam no or di- (Cl-C4) 'yl ami no; ‘a 2(C6-C19) -aryl radi cal, (C6-Cl4)
-aryl- (Cl-C4) -alkyl rag oR,a (C2-Cl10) -heteroaryl or -
(C2-CLO), -hetero- aryl-(CL>C4xK al kyl radi cal which contains one or 20 nore
het er oSat'oms selected fromth droup

formula 1
in which

10 R, Ri,. Rz, R3; can be attached to any of the pyridine
carbon atoms C, to Cg, are identical or
different and independently of one another
denote hydrogen, straight-¢hain or branched

_ (C1~Cg)—alkyi, (C;—Cy)—cycloalkyi, straight-

;5 _ chain or branched (Crﬂh)—alkylcarbonyl,

straight-chain or branched

(C1—Cg) —alkoxy, halqgen, aryl¥(C1—C3)~alkoxy,

- nitro, amino, mono¥(Cer4)—alkylamino, di-
~ 20 | (.Cl-—C,,);a'lky_lamiho, (C1—C8)'-a11<oxycarbonyl—_
‘amino, . (C1—Cé) —alko’xy.cérbonylamino— (C1—-Cg) -
alkyl, cyano, st'raflght—'_ehain' or branched
cyano- (C;-Cg)-alkyl, .carbokyl, (C1-Cg) —alkoxy-
carbonyl, (C;-C4)-alkyl which is substituted

25 by one or more fluorine atoms,
carboxy—(él—CQ)—elkyl'

or (C1~Cq) —alkoxycarbonyl- (C;-Cg) —alkyl,
(C2~Ce) ~alkenyl, (C2~Ce) -
alkynyl,

30 : straight-chain or branched cyano-(C;~C¢)-
alkyl, - ' aryl, where

the aryl radical may be unsubstituted or
mono- or polysubstituted by identical or



consisting of N, O and S, where the (Cl _C4) -alkyl radi
- unsubstituted or nono- or pol ysubstituted by identical oragﬁﬂ?’g%l%(ﬁ’te

substituents fromthe group consisting of (Cl-C6)- 25 al kyl, hal ogen and
oxo (=0 and where the (C6-Cl4) aryl,por _(C2-C o) -heteroaryl radical my
be wunsubstituted or nono- or .polysubstituted by identical or different
substituents. fromzllllﬁéegéﬂlﬁp consi st ingn ok st rabght - Ghad n of b BnChed
(C1.-C6 30 . alkyl, E:C:)é‘ cyc}(;oal kay hal ogen, _cyano, (C1-Co 9
al koxycar bony! ami o ftf ¥- al kKoxy, Clargoorkyl (@19@) C&Ialédkyc‘arfbonyl
straight-chain or branched ( G166} + ab kgl Lwhi Cth‘SCvS)U-bSﬁ(tIdﬁEkijy one or
rore. f1 uor | ne-at eRBuoPyd a1 2LARL A 20l n, or, pranched (G- CB)-

i Nk

al kog2 wher e {)acen en atons may al so
) - al kyl ene g hﬁ’éycﬁéﬁi’ﬂy&xy, nitro, am no, nono- (Cl- C4) 28 Apri l

2005 31 al kyl am no, - (G - C4) 18t kyl apt pOuo@bdb chpii, ch fiQy ddj,%lf;l'part may be
unsubstituted or ,Egal of ¢ _ 88' ){SUbStI tug} ed b | dent| cal or erent
substituents fromt oup consi stThg i g ht 1 riT® dvoBf anched

(C1-C8) -alkyl, (C3-C7) - cycloalkyl, carboxyl st rairghtercRaiok @y branched

(C1-C8) -al koxycarrbp@,yé byvaudi r,{glqun Chyd . hy X stral t - chain or
br hed (Ci- C8) @ikox% benlz ony gqll% EI&'[I’(C:)“ ng'? ﬂ'm %[111

- al kyl am no, AR G0, KPR, ﬁtﬁallgiﬁtt*@ﬁmm oroxbranched

cyano- (Cl- CG) -albwzir;cta@d tdgelrro—smlu@supallkygqn&;&@@daghgrtqq;ns_orrers in
15 particul ar tautongr dégét eoners a enant| oners, and their
phar maceutical |y acc tgb att 9197 0py (R ABA|dis vBRYvekOBR tBhe for mul a

| according to 20f@edm mromla&rla:ct eﬁfmerdbeneuhatrllﬂ,g Rlyi R, Re P,
' pyridine ring forming a quinoline or acridine
.15 ring which for its part may be substituted at
' ' any C atom ring position by the radicals R,

Ri, R and R3; having the meanings mentioned
above;

20 Z is oxygen or sulfur, where the radical

' substituted on the pyridine heterocycle may
25 ' :be attached to C atoms C;-C¢ of the pyridine
' ring skeleton:

- P,Q . indepedently of one ahother represent oxygen

or geminal hydrogen atoms ;

. 30

X is nitrogen or C-Rs, where Rs represents hydrogen
or (C;-C¢)—~alkyl;



Q X.Z n and m have the neanings given in Claim 1 and ?ég ?ﬁS
denotes a straight-chain or branched (Cl-C20)- al kyl radical R’m 8 may be
saturated or unsaturated, with one to. three double and/or triple bonds,
and whi ch maybe unsubstituted or optggnally substituted on the sane or
different C atons by one, two or nore aryl, heteroaryl, hal ogen,
(C1- CB) - alrkoxy, i rafd pren demnDy  (d31- Ghk- athME@md@)@E di -5 Ch\Gh)y e,

e

-al kyl am no; a phghyl, r4ng or, n hth ring, .each of which may
unsubstituted or m)néo- (BrgJ f@h %Pl I:tot)'tles ¢ By'adet i BAF 67581 fF et ent

substituents frbm the @@@gbeéongl stqﬂsgsofgrsupal ghb{ehalm orarlf anghed
(C1-C8)-al kyl, irf, &7& @JY I gal ky 1
i S Gden b hal@gen r&a@égoen ( §§g2§g§5 o0 15

al koxygcar bonyl ? ng: i. - al koxg car boxyl ,
(Cl- - al kox;a/‘ ar 6hy‘F kydy aflj%t A& rFhs “bFéﬁ‘éﬁ@d a(t@xn Os}jakleylt which is
substituted by toomehenrcmr@réhpomsne;u@ts&ri&,utléyﬂrhgxyal h§&£§§8ht %’y n or

branched (Cl- C%) , zyI 0 nitro, am no, nono-
al kyl am no, - r (CK:,/Z)&y)aFa t?(Iam ) lyparyl which for its part may be
unsubsti t ut ed or m)no- or poI ysubstltut ed by identical or .different

Subst tueRls [ramdl e EgHD SoNal S BeaRbnod (ALY chain or branched o

(C1- -al kyl - cycl oa kyI car
(C1- - al koxy@é?‘é’gﬁyl aﬁvc@ﬁ £ yBHEh met®ay | lﬁﬁiro@ﬂtus&tadghtechal n or
br anched unsaturated, with one to three double and/or

triple bonds, and which may be unsubstituted or
may optionally be substituted at the same or
different C atoms by one, two or more aryl,
15 heteroaryl, halogen, (C1-C6) -~alkoxy, amino, mono-
(Ci-C4) ~alkylamino or di-(C;-Cq) -~alkylamino; a
(Ce—Ciq) —aryl radical, (Ce—Ciq) ~aryl-(C;-C4) —alkyl
radical or a (C2-Cyo) ~heteroaryl or (C2-Cq0) —hetero-
aryl-(C;-C4) —alkyl radical which contains one or
20 more heterocatoms selected from the group
consisting of N, O. and S, where the (C1-C4q) ~alkyl
radical may be unsubstituted or mono- or i
polysubstltuted by identical or' different
_ _subS-tituent-s from _thé group consisting of (C;-Cg)-
25 alkyl, halogen and oxo (=0) and where the (Cg-Ciq)-
aryl or {C3-Cjy0) ~heterocaryl radigal may be
unsubstituted or mono- .or .p.oly‘substitu'ted by
identical or different substituents from the group
. _ consisting of straight-chain or br.anched (C1-Cg) -
30 alkyl, (C3~Cq)-cycloalkyl, halogen, cyano, (C;-Cg)-
alkoxycarbonylamino, (C1-C¢) ~alkoxy, carboxyl,
(C1—Cg) ~alkoxycarbonyl, straight -chain or branched
(C1- Cs)-alkyl which - is substltuted by one or more

. fluorine atoms, B
35 hydroxyl, straight-chain or branched (C;-Cg)-
alkoxy, L - where

adjacent oxygen atoms may also be linked by
(C1-Cz) —alkylene groups, ' ' '

benzZyloxy, nitro, amino, mono— (C;-Cy4) -



Cl1-C8) -al koxy, benzyloxy, nitro, am no, nono- (Cl-C4)- |.am no,
((:Ii.-(Cl2 4) - al kgl am no?/ cygno, strai ght-chain. or branchegéw’"%d%
cyano- (Cl- C6) - al kyl -; 20 a 2-, 4-, 5- or 6-pyrimdinyl radical or 2-, 25 30
35 4-, 5- or 6-pyrimdinyl- (Cl-C4) -¢ kyl radical, where the _
(C1-C4)-al kyl radical may be wunsubstituted or nono- or polysubstituted by
i dentical or diaflﬂce,/rlemﬁrwgsm%u@m((s),,))f—raqrnéuirgﬁni,ggpugrgggs|b§1éi&g gi(?rrl i di oyl
-(6) -al kyl, :hal o n oxo (=0)- an e 2-, 4-, 5- =6-
Eacéi cal) myybelt@%su%g‘ﬁ?ut &dYor ér%no-tmtsbl SHRSSE i t oF ed M9 denPiccal  or
different sub®priligemss iftndmd he Gyoup isbmsista hg obr - hydi egefent

Cl- C6) - al kyl, idro, 1 nNo, nQ; -C(1 -{il | am no,. di-
ECl- ) iiaI iyl Sgﬁﬁgggﬁﬁ?gr%xylﬁﬁ(md- C%Gh)é-rgl %o&{/%benéz%ﬁ%xfl,&lggr boRYl
(Cl1- - al koxFEAPBEMYTChEdT BY -RiatsBrdr B6nyTs) andpl pr (GECEB} - al kyl

whi ch is nono- cgrlpallkylsubehicbbked ,byst kaogheecht 98- G10) ALyl apd
(06-ClO-aryl-(L1-L8)_, qiok%/léagkgoéﬁil 2005 33 10 15 20 25b%(£) Jé% a 3-, 4-,
5- or 6-pyridashyl® radicatY Grenyly. "5 by el ptiidddaneng dived) - al kyl
radi cal, wherbBYdRexyti- C4tnpkghtratindal nay bfbralﬂi’t&L&l?tlt(u{ledBpI nmono- or
ol ysubsti tut edyRyxidentical or different substituents fromthe group
(F:)ongi $ting of r(lC1-x )-al kyl, hal ogen and oxo S:O)_ and tqfél@f.,o’ﬂ', 5- or
6-pyﬁidazinyl i1tro,” amino, mono-(Cy-C4)-alkylamino, di-(C,—Cq)-

~alkylamino, cyano, straight-chain or branched

cyano- (C1~Cg) ~alkyl;

and their structural isomers and stereoisomers, in
15 particular tautomers, diastereomers and
enantiomers, and their pPharmaceutically acceptable

salts,

2. Pyridine derivatives of the formula 1 according to
20 Claim 1, characterized in that R, R1, R2, R3, P,
Q, X, Z, n and m have the meanings given in Claim

1 and

R4 denotes a straight-chain or branched (C1-Cap) -

25 | alkyl radical which may be saturated or

unsaturated; ‘with one to .three double and/or

triple bonds, and which may -be unsubstituted or

optionally substituted on the same or different

C atoms by one, two or more aryl, heteroaryl,

.30 halogen, (C1-C6)-alkoxy, amino, mono- (C;—C4) —
alkylamino or di-(C;-C)-alkylamino;

a phehyl-ring or a naphthyl ring, each of Which
may be unsubstituted or mono- br' poly-
35 substituted by identical or different
substituents from the group consisting of
straight-chain - or branched (C14C9)—alkyl,'
(C3~C7) -cycloalkyl, halogen, cyano, -(CI—CG);

alkoxycarbonylamino,_'(Cl-Cg)—alkoxy, éarboxyl,



radi cal may be unsubstituted or nono- to trisubstituted % d,a%d cal or
different substituents fromthe group consisting of hydr

(C1-Co6)-al kyl, hal ogen, nitro, am no, nono- (Cl-C6) -alkylam no, di -
(C1-C6) -al kyI am no, hydroxyl, (CL-Cg)-alkoxy, benzyloxy, carboxyl,

(C1-C6) -al koxycarbonyl, (Cl-C6) -alkoxycarbonyl- amno or (Cl-C6)-alkyl
which is nono- or (qly; )sgh);{blx 284, i) uor| & r (i aryl and
(C6-C10) -aryl- ( 1arﬂ§h tyléa ZOQW orraGl%glyr;ézllknyl radical or 2-,
3-, 5- or 6-pyrazi e Ci ?G)a‘f‘k§¥lrdﬂ11ﬁ} igherestheuped- &) - al kyl
radi cal may be unsuigstitast ed m@re nonpruoripal ySHbenbt,Ut ed by identical or
different substituents fromthe grou stl n C ) -al kyl , hal ogen
and oxo (=0 and _ the 2-, 3-, b5- Ry %%3( aZi nyT- ﬂ‘i(’E Icgﬁéd? b&t
unsubbtituted or BReMGhad’ t(FllsGb)stMlSlPéM: . by |dent| cal or di fferent
substituents fromthe . grobwpneNY:&t, Ng ief hydglqggg (rgz;i

. hal ogen, nitro, %rIi na, nono- Cl x’élfi) alk;oam no, %6%3% I kyI am no,
hydr oxyl, (C1-C6) _Qy 0 hef YOk cathy ?F“l“@a @j&)yl-:al k’@)%y:dflar bonyl ,
(CL.-C8) -al koxycdomhoity$ apame oﬁal(szeCG)nsmé(tyituM@ECb)ﬂ SmdRHO- @

pol ysubstituted byf ferably trlfluororreth C6- ClO) -aryl
and _(C6-C10) -arél %8'5’{%65 'pé oY lge nt iff& ent .
8- ci linyl radi 84Pstétusngs 5fr0®- ‘the ogreupl nmmnsniysitu(@l 64) 28
April 2005 34 5 18t13idBt~—2hadth 35 al kyI 1 29h CAL o vvhe(r@ Eh? L Chs S‘A) al kyl

radi cal
(C3-Cy) ~cycloalkyl, carboxyl, straight-chain or

branched (C1-Cg) —alkoxycarbonyl, by trifluoro-
methyl, hydroxyl, straight-chain ‘or branched

15 (C1-Cg) —alkoxy,
benzyloxy, nitro, amino, rﬁono— (C1-C4q) -
alkylamino, di-(C;-C4)~-alkylamino, cyano,

straight-chain or branched cyano- (C;-Cg) —alkyl;

20 _' -a 2-, 4-, 5= or 6-pyrimidinyl radical or 2-,
4-, 5- or 6-pyrimidinyl-(C;~C4)-alkyl radical,
where the (C1—C4) —alkyl radical may be
unsubstituted or mono- or polysubstituted
by 1dentlcal or different substituents from the

25 group conSLStlng of (Cl—Cs)—alkyl, halogen and

‘ oxe (=0). and the 2-, 4-, 5- .or -6-pyrimidinyl
radical may be wunsubstituted or mono- to
trisubstituted by identical - or different
substituents from the group consisting of

30 ‘hydrogen, (Cl-—Cs)—alkyl, halogen, nitro, amino,
mono- (C1-Cg) —alkylamino, di-(C;-Cg¢) —alkylamino,
hydrd_xyl, (C1-C¢) —alkoxy, benzyloxy, carboxyi,

- {C1-Cg) ¥alkoxycarbony1, (C1—-C¢) —alkoxycarbonyl-

_ amino or (C;—-C¢)-alkyl which is mono—l or poly-

-35 _ substituted by fluorine,

(Ce~Cio) —aryl and (Ce-Cig) ~aryl-(C;~Ce) -
alkyl; -



may be unsubstituted or nono- or poly substituted by iden%i cal. or different
sub- ‘stituents fromthe group consisting of (Cl-C6)- alkyl; \ and oxo
(=0) and the 3-, 4-, 5-, 6-, 7-, or 8-cinnolinyl radical my be
unsubstituted or nono- to pent asubstityted by identical or different
substituents fromthe group consisting of hydrogen, (Cl-C6)-alkyl,

hal ogen, nitro, amd ngs~,nono- (Cl-£B) & & 1 b -aI kyl am no,
hydr oxyl, (Cl-C6) - al k%xy, be(? | ox %c}}glboxgn%’(d Cégsg;ll %%ycar’bonyl
(Cl- 06) -al koxycarbonyPam 16 l%/ 1oyl Ry 1= Gied ki mljﬁd—lcarl

pol ysubstituted bywHdmmori nEhe(CG-(ClQ()Z4)-aiylkyB.nd (LB L&10) - )£/| - (ng C6)
-alkyl; a 2-, 4-, Bnsubstitated’orS; ganagp Lcal 4-, 5-, 6-,
7-, or_8-qui nazol | nyl - (Cl1- 84)0 -g | kyl G‘B&JSU%WE %t?clile (C1-4) -al kyI

r adi ca may be undUbst %‘%b@abrom@oﬁ@rq@m ysukpsit i ttudretds bxjroldeﬂhlecal or
different substitqenls tha®ikhe ngy oyp cmst;%;Lglgk?i fzyly en andG_ .

(C1-C6) - al kyl, hal.qgen, a oxo0. (= nd the or
or- 8-qui nazol | nyl® x(F:!)adl CQ? rf—’difibé &nsﬁbstl‘lt ut edl” otor n@myr;@aunyl

pent asubst i t ut ed, dediicent imal obe didhenestisubsdi t Bent sdfm thg group
consi sting of hydrt &b % altl% | o nitro, amno, nono-

(C1- 5116% al kyl am no, d| tg d. I ambd;l(?)ng Ryt oxy?T (ArEBstenfkoxy
benzyl'bxy, car box?lu S(teil‘&)tsal kéxprar oy | gémp%ronaﬂ@iy@ar benayl am no
or (Cl-C6) -al kyl hywitoefed,s (r@p{ee)oralng}]ysupgb&gltledng)&g uornlll_p& (C6- C10)

-aryl and (C(j-C10
8- qui noxal i nyl rag")ocal ¥J2 C6)3_ fg}laﬁ‘“m? Sll écquq:ﬁm@a]l'ﬂnkﬂmQSOAprll 2005

35 5 10 hydroxyl, (C,-Ce)-alkoxy, benzyloxy, carboxyl,
(Cl—Cg)—alkoxycarbonyl, (Cl—CG)—alkoxycarbonyl-
15 amino or (C;-Cg)-alkyl which is mono- or poly-

substituted by fluorine,
| (Ce—Cio) ~aryl and (Ce~Cyp)-aryl-{(C,-Cg) -
alkyl;

20 a 2-, 3-, 5- or 6-pyrazinyl radical or 2-, 3-,
5- or 6-pyrazinyl-(C;-C4)-alkyl radical, where
the (C;-C4)-alkyl radical may be unsubstituted
Or mono- or polysubstituted by identical

) or different substituents from the group

25 consisting of (C;~Cg)-alkyl, halogen and oxo
(=0) and.the 2-, 3-, 5- or 6-pyrazinyl radical

‘may be -unsubstituted or mono- to trisubstitﬁted
by identical or different substitueﬁts from the
| group conSisting of ‘hydrogen, (C,-C¢)-alkyl,

30 _ ‘halogen, nitro, amino, mono- (C;-Cg) —alkylamino,
di- (C;,~C¢) ~alkylamino, hydroxyl, (C1—Cs) ~alkoxy,
benzYloxy; .,carboxyl, . (Cy{k)—alkoxycarbonyl,
,(CL—Cé)—alkoxycarbonylamino or (C1-Cg¢) —alkyl
which is mono- or polysubstituted by'fluoriné,

35 - preferably trifluoromethyl, (Ce-Cio)-aryl -and
(C6¥Clo)—aryl4(C1—C5)—alkyl; |

a 3-, 4=, 5-, 6-, 1-, or 8-cinmnolinyl radical
or 3-, 4-, 5-, 6-, 71-, or 8-cinnolinyl- (C;-C4) -



15 20 25 30 35 (Cl1-C4) -alkyl radical, where the (Cl1-C4) SL&‘Q/I' § di cal
may be unsubstituted or nono- or pol ysubstituted by i dent? 1 200%i  f er ent
substituents fromthe group consisting of (Cl-C(;) -alkyl, hal ogen and oxo
(=O and the 2-, 3-, 5-, 6-, 7-, or 8-quinoxalinyl radical may be
unsubstituted or nono- to pent asubstit ut ed by identical or different
substituents from.t gr . CQRSI Sty of . _hydr ogen, 1- C6) -al kyl,

hal ogen, nitro, ar?il%lb %ﬁéggga-‘& - altla(/el a%hg:?‘?aia-&%’él-%%‘?lgaikyl am no,
hydroxyl, (Cl-C8)-alkoky, "BEREHHRECL &FbBRYP, °X €RIES) - al koxycar bonyl ,
(C1- C6) - al koxycar boulyd ti taiieAObOr i &) @l Kykrahifh's s Mono- or pol y-
substituted by fluogrine, (C6-Co) -aryl and (C6-Clo) -aryl- (CL-C6) alkyl;
a 1-, 4-, 5-, 6-, SFLPUSO S phi WAl A2FnAr QUi cA S i ing | of. (F=Ceb=, 7-, or
8- pht Hal azi nyl - (G@1k@4), -tedlyden aghdabxowheoe the ¢GE- G4), -4l kys-, radical
may be unsubstituted or-5nono-_or paly. tituted by.identical or different
substituents fromtqtiﬁe g;jqﬁp c%]gsi ?giélnlglqgcsll? Cé')agéélc |, BaFogef®and oxo
(=0.) and the or unpgbgtituted,. ors.momo; ro penfaphibhalanteyl byadi cal
may be unsubstit ut@dn@li dMNOn OdiP%@Eéﬁ'ﬂbséﬁ%é‘é?gu?Xt%dep}:&gal e 194
different substituents fromt heja(% oug consi sting o ydrogen,
(Cl-C(i)-al kyl, hEF8YEn, SAYFSEHH nPf nbhdrogen. o)y Craflyiavb, di-
(C1-@8) -al kyl am helogeydr oxytro; (Gi@w), -@bkexyc,-aeNzW 100 ancid{HOXY! ,
(C1-C6) -al koxycaghonw . ~(Cl- -al koxycar honyl,- am.no qr (Cl-C6) -alkyl
whi ch is nono- orl[’]lml?)“olr}%/e-1 gé)b;?ﬁ?%%%ﬁlﬁcg'fﬁ%c%on ,l’( Céti%’;g '—aérqiﬁx%nd

(C6- C10) -aryl (Ckeogyloxy, carboxyl, (C1-C¢) —~alkoxycarbonyl,

(C1-Cg) —alkoxycarbonylamino or (C1-Cg) —alkyl

which is mono- or polysubstituted by fluorine,
15 (CG—C]_()) —aryl and
(C6—Ci0) ~aryl-(C,-Cq) —alkyl;

a 2-, 4-, 5-, 6-, 7-, or 8-quinazolinyl radical

or 2-, 4-, 5-, 6-, 7-, or 8-quinazolinyl-(C;~

20 C4) -alkyl radical, where the {C1-C4) —alkyl
radical may be unsubstituted or mono- or
polysubstituted by identical or different

shbstituents from the group consisting of

_ hydrogen, (C,-Cg)-alkyl, halogen and oko (=0)

25 and the or [sic] 2-, 4-, 5-, 6-, 7-, or

' 8—qﬁinazolihy1 radical may be unsubstituted or

mono- to pentasubstituted by identical or

different substituents from the group

consisting of hydrogen, (C1-Ce¢) ~alkyl, halbgen,

30 ‘nitro, amino, mono- (C,~-C¢) ~alkylamino, di-

(C1-C¢) ~alkylaiino, hydroxyl, (C1~C¢) —alkoxy,

benzyloxy, carboxyl, (C1~-C¢) —alkoxycarbonyl,

(Cl—Cs)—alkoxycarbbnylamino - or (C1—-C¢) —alkyl

_ which is mono- or polysubstituted by fluorine,

35 ) ' . (Ce—Ci10) —aryl and

(Ce—C10) —aryl—(C;-C¢) —alkyl;

a 2-, 3-, 5-, 6-, 7—, or 84quinoxalinyl.radical

2—( 3-, 5-, 6-, 7-, or 8—quinoxalinyl¥



al kyl; 28 April 2005 36 5 10 15 20 25 30 35 a 2-, 3-, 4-

8--qui noI yl radical or 2-, 3-, 4-, 5-, 6-, 7 or 8 qui nol ylzgptpeﬁzqf)éf) aI Kyl
radi cal, where the (CL-C4) -alkyl radical may be unsubstituted or nono- or
pol y- substitut ed by identical or different sub stituents fromthe gr oup
consisting of (Cl-Cc))- alkyl, halogen and oxo (=O and the 2-, 3-, 4-,

5-, 6-, 7- or 8-quicyety) - éﬁﬂ*@alrmycgﬁ UNSHbE o St &It €g Ol 7ONGy } 0
hexasubst i t ut ed by _identical or di fferent substituents fromthe group
consi sting of hydr ogghca%cﬂaﬁqe) LRSRPEtitpEed (rraflopomephyl , particul arly
preferably 2-methpblyhabogeicddi bly0iqdAt a1 MINQrH EELCRY- al kyl ami no, di -

(C1- 06) -al kyl am I 06) aI kox benz I oxy,. car boxyl
(C1-Co6 al koxycarg%or?gzq @g&s %% koxycar b%%if/\lgm o "ot Q’ t’( CS’)E " al kyl
ubd

which3s nono- or (per 1352% e@albyslefﬂ udRflnexo( CB=@10Rndartthe and ( C6- C10)

-aryl - (Cl-C6) -aI kyl; a2i-, §=, 457, 5-6-,6-77-,7-oPr @¢§9ﬂg%{gggﬁpéa{admgle

or 1-, 3-, 4- ui | - (Cl ) -al

the (Cl-C4)-al kyIxr rgaéfl éal gﬂb‘%‘ﬁ?%/ et Adno mQﬂO" to

pol ysubsti t ut ed bpenaeﬁub@azlltortedi f f byenu@mbsictemenb& fr@{rffeggatgr oup

con5| st ng of (ClsGBLtigilkles N en.and o (=Q and the 1- - 4
3 8- |Ssqu|lno ytsra ?%:(g t% e Pou st FEOCEE G m)ﬂé

hexa L?bstl tut ed bDYPHQH?PeaI(Q)lr‘CGdFﬁﬂéCrYént %@b@ﬂfpmuentlstrhr onauhheogroup

mono- (C;-Cg¢) —alkylamino, di-(C;- —C¢) —alkylamino,
hydroxyl, (C;-C¢)-alkoxy, benzyloxy, carboxyl,
(Cl—CG)—alexycafbonyl, (Cl—CG)—alkoxycarbonyl—
amino or (C,-Cg)-alkyl which is mono- or poly-
15 © sSubstituted by fluorine,
(Cé—Ci10) —aryl and (Ce—Cio) —aryl-(Cy;-Cq) -
alkyl;

a 1-, 4-, 5-, 6-, 7-, or 8~phthalazinyl radical
20 ' -or 1-, 4-, - 5-, 6-, 7-, or 8-phthalazinyl-
(C1-C4)—alkyi radical, where the (C1-C4) —alkyl
radical may be unsubstituted or mono- or
polysubstituted by identical or different
substituents from the group consisting of
25 -~ (C1-C¢) —alkyl, halogen and oxo (=0) and the or
{sic) 1-, 4=, 5-, 6—; 7-, or B8-phthalazinyl
radical may be unsubstituted or mono- to
pentasubstituted by identical or different
substituents from the group consisting of
30' : hydfogen, (C1-Cg) —alkyl, halogen, nitro, amino,
mono-(C;-C¢) ~alkylamino,  di-(C;-Cg)~alkylamino,
-hydrdxyl, (C1—C¢) —alkoxy, benzyloxy, carboxyl,
(C1-C¢) ~alkoxycarbonyl, (C1-Cg¢) alkoxycarbonyl—
amino or (C1—Ce¢) alkyl which is mono- or poly-
35 _ suﬁstituted by fluorine,
- (C6—Cio) —aryl and (C¢-Cy0)-aryl-(C;—Cg)-
alkyl;



consisting of hydrogen, (Cl-C6)-alkyl, halogen, nitro, amn . -
(Cl- C6) - al kyl am no, di- (Cl-C6) -al kylanino, hydroxyl, (C@%"'@Bgoxy,
benzyl oxy, carboxyl, (Cl-C6)-al koxycar bonyl, (Cl-C6) -al koxycarbonyl am no
or (Cl-C6) -alkyl which is nono- E%I ysubstltut ed by fluorine, (C6-Cl10)
-aryl and (C6-C10) -aryl- (Cil-0C6) -aI 28 April 2005 37 5 10 15 20 25 30

35 a 2-, 6-, 8- ory9;[9Hk- purdn | 5 adi cal r %
-purinyl- (Cl-C4) -aI kyl “r adi ca)ll her & tﬁe 1t Cqﬁ}noélyaylrarddd?ac]al may be
unsubstituted or rfhos or poly%ubsfértuﬁed by o déntittablgl -dici ferent

substituents fromd]heygrmlalmm suhageofuggl (R cay k(yik hal,oggn.gnd oxo
- (=0 and the 2- radi cal may be unsubstituted

or. mono- to tri SU%%'[I tl?tedUB% %Elétﬁttlp% Odﬁ f fBPRAT  sUbst ifUefits from

t he group consi sti ﬁ@fbéFlt'HE/%ﬁ* dg\er%de(r@y@@)oal diyfﬁeﬂeaoltogeb— nitro, amino;
mono- (C1-CB) -al kylami d C ) yl am naQ, Cl- C6)

- al koxy, benzyl oxy, lcar‘%g%(y Lfro%n ]th% grS‘ o>(<:y([:1§rl ﬁyﬁy ‘%1¥%87é

- al koxycar bonyl - alikiel orh fragen) aaldkleXQ/vhHQl) iandgoploe  dr, pdly- 4&ubst|tut ed

by fluorine, (C6-GLQ) 6ayylh-ang (@E’qﬁ@’li}arwad&g}‘ Ry Efil!%kyllnlsu (Cl- C?l)

-7'<:i| IC<)3r/I BrEAZ:_ﬂcaFtJ” n ereé\{jl ((9?’:r Cézl)rdoﬁckyl i cHFxﬁ[ﬁ;‘Eﬂﬁé&Msth ed or
mono-1&r pol ysubstiidenttsid-dly drdertiiffadreort disidfbarantuesihst isdgnt $xkr om t he
group consisting of hydrogen, (C1-Cg) ~alkyl,
preferably methyl, particularly preferably
2-methyl, halogen, nitro, amino, mono- (C1—-Cg) -
alkylamino, di- (C;-Cg) ~alkylamino, hydroxyl,
15 (C1-C¢) ~alkoxy, benzyloxy, carboxyl, (Cy1—-Cg) -
alkoxycarbonyl, (C1-C¢) ~alkoxycarbonylamino or
{C1—C¢) —alkyl which is mono- or polysubstituted
by fluorine,
N (C6-Cio) —aryl and (Cg-Cyo)-aryl- (C1-C¢) —alkyl;
20 '
a -, 3-, 4-, 5-, 6-, 71- or 8-isoquiﬁolyl
radical or 1-, 3-, 4-, 5-, 6-, 7- or B8-iso-
~quinolyl-(C;-C4)-alkyl radical, where the
'(Cl—C4)—alkyl radical may be unsubstituted or
25 ‘mono- or polysubstituted by identical or
different  substituents from - the group
consisting of (C1-Cq) —alkyl, halogen and oxd
(=0) and the 1-, 3-, 4-, 5-, 6-, 7- or 8-
5 isoquinolyl radical may be unsubstituted or
30 mono- to hexasubstituted by idehtical or
different substituents from the group
consisting of hydrogen, (C;-Cg)-alkyl, halogen,
nitro, amino, mono- (C1-C¢) ~alkylamino, di--
. . (C1—Cé) alkylamlno, hydroxyl, (C1—C6)—alkoxy,
35 benzyloxy, carboxyl, (C1-Cg) —alkoxycarbonyl,
' ' (C1-Cg) ~alkoxycarbonylamino or (Ci1—-Cg) —alkyl
which is mono- or polysubstituted by ‘fluorine,
_ (C6-Cyo) —aryl and
(Ce—Cr0) —aryl-(C1—Cg) —alkyl;



group consisting of (Cl-C6) -alkyl,: halogen and .oxo (-2(8)A W%&?e 2-,
6-, 7- or 8- [7H -purinyl radical may be unsubstl t ut ed or no-"To
trisubstituted by identical or different substituents fromthe group
consi sting of hydrogen, ' (Cl-C6)-al kyJ{, hal ogen, nitro, am no, .nono-
(C1-C6) -alkylamno, di- (Cl1-C6) -al kylam no, hydroxyl, (Cl-C6)-alkoxy,
benzyl oxy, carboxyl, (C1- 06) -al - koxycar bonyl, (Cl-C6) -al koxycarbonyl -

am no or .(Cl-Co6)- aI yl %/n |s no o- or. pol y- substltuted by fluorine,
(06-CIO -aryl and HryPr Gl ) Puiiay L padageill @008-38 5 10 15
al-, 2-, 3-, 4-, 65,, -,oi‘ ,9-8(9 1Y - @uai:mydmm chadiieall ofadica?;, 3-, 4-,

5-, 6-, 7-, 8- wh27@cCr i | -( l, radical , where the

(Cl- CB) - al kyl radl cal may r{e!:“yunsu St tut e?g/ m)r(llgd r pdl'9%ubsPPtuted by
i dentital or diff&PSHPs&dstGadiemtss feomt hergrpwubysconsisutrg oby
(C1-Co) - aIkyI hal D@ iatad @XOdleeﬁénﬁﬂﬁﬁﬂstt&entg fréﬁ,tH% S5-, 6-, 7-,
8--or 9-acri d| nyl _radi cal % unsubstituted or nono-

octasubstituted by P¢EntTRAPT Fl“& G fer it ~SsUstlikient baﬂpgfhnt hendr oup
consi sting of hydpsgen(= Q)Cla@e) taleky? s, hal-0gesy; oRi t9-q,9 M h\@x i RPNO-

(C1-Co) -aI kyl am @le@al ( I)anl MSEJIBSIHO I‘k(eéogl Cl- C6) -al koxy,

benZéI 0X car boxx xycar yca??)onyl anm no
-al kyl rﬂvﬁPPﬁtll§ur¥@ﬁ’o &y pollyjsmtsltqqlut edrby fdiubfé rent (C6- C10)

-aryl a. nd 20 25 30bdbituents from the group consisting of
hydrogen, (C;-Cg)-alkyl, halogen, nitro, amino,
mono- (C;—Cg) ~alkylamino, di-(C;-C¢) ~alkylamino,

| hydroxyl, (C;—-C¢)-alkoxy, benzyloxy, carboxyl,
.IS (C1-Cg) ~alkoxycarbonyl, (C1-C¢) ~alkoxycarbonyl-
amino or (C;-Cg¢)-alkyl which is mono- or poly-
substituted by fluorine,
(C6=Cio) —aryl and (Cg-Cyo)-aryl-(C,;~-Cg) -
alkyl;
20
a 2-, 6-, 7- or B8-[7Hl-purinyl radical or 2-,
6-, 7- or 8—[7H]—purinyl—(Cy{h)—alkyl radical,
where the (C1-C4) —-alkyl radical- may be
_ unsubstituted or mono- or polysubstituted by
25 identical or differéent substituents from the
group consi"'-stir_lg of (Ci-Ce¢y-alkyl,” halogen and
..0x0 (=0) and the 2-, 6-, 7- or 8-[{7H] -purinyl
radical may be unsubstituted or mono- to
trisubstituted by identical or different
_30 . substituents from the group consisting of
hydrqgen, (C1-Cg) —alkyl, halogen, nitro, amino,
mono- _(CI—CS) —_alkylamino, di-(C;-C¢) ~alkylamino,
hydroxyl, (C;-Ce¢)-alkoxy, benzyloxy, ‘carboxyl,
_ (C1—C5)—a1koxycarbonyl, (C1—Cq) ~alkoxycarbonyl-
35 amino or (C;-Ce)-alkyl which is mono- or poly-
substituted by fluorine, | _
© (Ce=Cpo)—aryl and (Cg-Cyo) ~aryl-(Cyi-Ce) -
alkyl;



. (C6-C10) -aryl- (C1-C6) -alkyl; a 1-, 4-, 5-, 6-, 7-, 8-,0r 09:
phenant hri dinyl radical or 1-, 2-, 3-, 4-, 5, 6-, 7-, 8-2825}‘)”?2005

9- phenant hri di nyl - (C1l- C6) - al kyl radical, where the (Cl-C6)-al kyl radical
may be unsubstituted or nono- or pol g%ubstltut ed by identical or
different substituents fromthe group consisting of hydrogen,

(C1-C6) - al kyl, haiogen and gx0 (=OQ @nd.gtheyl-, g2- S -, 71-,
8- or 9- phenanthrl di n adi cal ma be’ unsubstltgt egrsg rra{)c£()l-dl'§yl
octasubstituted by 2§ %%‘?I{I &4l or diffrerent dabst¥tuelts ffom Bhve @roup

consi sting of (Cl- @Ba)cradikryyl mahege)n—almjzlro,raalﬂdaaq,, MAAere the

(C1-C6) - al kyl am no C no, hydr ox 1- C6) - al koxy,
( C6- C10) - aryl - (Cl f< &l pre gle(%%/l Bshzy Fé 'ﬂ(%/lgdk&%tfb&% pd or
(C1- C6Y- al koxycar boRSt (Oe‘lpeéysuaﬁkeww Bn/nyld&m:mOaDro( Cl1- 08) - al kyl which

is. nmono- or pol y@p@ﬁétéyged bYuh L UPELBRESD lof 2§r§o .35 28 Apri |
2005 39 (CB-C10) -aryl. and (CB-Cl0) -aryl - | K O 4, 5
or 6-pyridyl radi R SHRTENheCt2-(Cglelgal l'or h@lmgﬁrﬁylarr@dmm may be
unsubstituted or nro- amdteheasubstz{ut gd, hy,identical or, digtf Q;Lent

Fubstituents fromd e giup consiptdD, Ay ALO9ERL L BRI
_hydro&%, ( C1- CB) mQflkoxyte bepgyherpstigrsedy| by Cl-icn bl &okycarbonyl ,
(Cl- C6) - al koxycar kpmdewdm® or (fPlstPueMLY!  from the  group
consisting of hydrogen, (Ci-Cg¢)-alkyl, halogen,
nitro, amino, mono- (C;-Cg) —alkylamino, di-
(C1-Cg) —alkylamino, hydroxyl, (Ci-C¢) ~alkoxy,
15 benzyloxy, carboxyl, (C1-C¢) ~alkoxycarbonyl,
(C1—C¢} —alkoxycarbonylamino - or (C1-C¢) —alkyl
which is mono- or polysubstituted by fluorine,
(C6—Ci10) ~aryl and
. (C6—Cio) —aryl-(C;—-C¢) —alkyl;
20
a 1-, 2-, 3-, 4-, 5-, 6-, 7-, 8- or 9-
phenanthridinyl radical or 1-, 2—, 3-, 4-, 5-,
6-, 7-, 8- or 9-phenanthridinyl-(C;~Ce)-alkyl
radical, where the (C;-Cg)-alkyl radical may be
25 unsubstituted or mono- or polysubstituted by
identical or different substituents from the
group consisting of hydrogen, (C1—C6)—alkyl/
halogen and oxo (=0) and. the 1-, 2-, 3-, 4-,
5-, 6-, 7-, 8- or 9-phenanthridinyl radical may
30 be‘unsubstituted or mono- to octasubstituted by
identical or different substituents from the
grodp consisting of (C;-Cg)-alkyl, halbgen,
nitro, amino, mono~- (C1-Cg) ~alkylamino, di- -
(Cl-Cs)éalKYlamino, hydroxyl, (CI—CG)—alkoxy,
35 (Ce~Ci10) —aryl—(Cy~C¢) ~alkoxy, preferably benzyl-
oXy, carboxyl, (C1-C¢) —alkoxycarbonyl, - (C;~Cg) ~
alkoxycarbonylamino or (C;-Cg¢)-alkyl which is.

mono- or polysubstituted by fluorine,



whi ch' is nono- or polysubstituted by fluorine, (C(;-C10)
. (GB-Cl0) -aryl- (Cl-CB) -alkyl; a 2-, 3-, 4-, 5- or 6- pyrlzgi‘f)r‘%'g@%d%)
-alkyl radical,. where the (CE:CB) -aIkyI r adi cal may be unsubstituted or
nono- or pol ysubstituted by identica%gor different substituents fromthe
group consi sting of (Cl-C6)-al kyl, halogen and oxo (=0. ) and the 2-, 3-,
4-, 5- or 6-pyridinyl radical may be unsubstltutgg

tet.rasubstitu.ted by |dent|cal or dlfferent substltuents ¥ron1pﬁe group
consisting of hydiogeme’ (avEefCidikyialmdiiogen, =nitro, amino, nono-
(C1-C6) -al kylam no, d| (C1-C6) -al kylam no, hydroxyl (C1- C6) - al koxy,
benzyl oxy, carboxy], 1-C§1 glkoxyggrbon al] kox carbonyl

(C
ani no. or (Cl-C8) %Kyl whi ch’i 8 nono- 4}}1 Cf)’s(f‘%]fu‘f’ 9 By f‘Fuorl ne,
(C6-C19) -aryl an@‘( C63-G10j -~ abyl ox( @J.—p@a)ld)dl kyl a 2-rad@icall-may

5-thi enyl radical 5¢ al 1- |, where
t he (C{ Co6) --an?ﬁ ‘rggg:lcg:gfl%;%? 8%3%(?’??It thg tb@%rgglwgt{@gkgg

pol ysubsti tuted byY d&lftcfabr o8 fidferendusithstidiiants ofwemetgeoup 28
April 2005 40 con:gmtupng (ﬂins{ﬁitmq; abkyl hydabegen and,0xQ) grg}land t he

2-, 3-, 4- or 5-thi radjc be unsubstltut d or. nono-
trisubstituted b@'aﬁ ISt caf‘l%l dlf TRt B0BSri (Caehiths ‘?Jrlfﬁﬁjr‘?lﬁhn‘?) group

consilsting of hy ddégeli§,: -Cel= @)tyélaklyho, hiay dgexy 1 ni t(Ce;-C @i &bk o RPN O-
(C-C6) -al kyl am pQ, [ LC1- G8) rpakiy! am dr - al koxy,
nz gox rb 5 e, - (?é é)ﬁ{ cf Oxycg

benzyl oxy, carboxyl, ) - al koxycar bonyl carbonyl am no
or (C1-Cs8) -alkyl (Fa- 5“%"%1"16 ogyl 65‘I1§‘§ubst‘i”f ut ed CoyCél tdkknke,

' (CB-Cl10) -aryl anehich- GlO)meaby! -of GloThpubatkylited By, Hruo®ind:thiazolyl
“radical or 2-, 4-, or

{Ce-Ci1g) —aryl and '

15 (C¢-Cro) —aryl-(Ci1—Cg) —alkyl;

a 2-, 3-, 4-, 5- or 6-pyridyl- (C;-Cg¢) —alkyl
radical, where the (C;-C¢)-alkyl radical may be
unsubstituted or mono- or polysubstituted by
20 identical or different substituents from the
group consisting of (C;-Cg¢)-alkyl, halogen and
oxo (=0) and the 2-, 3-, 4-, 5- or 6-pyridinyl
radical may be unsubstituted or mono- to -
tetrasubstituted by identical or different
25 . substituents from the group consisting of
hydrogeh, fkﬁ—cs)—alkyl, halqgeq,~nitfo, amino,
mono- (C;-Cg) —alkylamino, - di-(C;-C¢)-alkylamino,
hydroxyl, (C1-Ce) —alkoxy, benzyloxy, carboxyl,
(C1-Cs) —alkoxycarbonyl, (C1-C¢) ~alkoxycarbonyl -
30 _ émino-or (C1-C¢) —alkyl which is mbno— or poly-
- substituted by fluorine,
(Ce—C10) ~aryl and (C¢—Cio) -aryl—(Ci~Ce) -
alkyl; '

 35' ' a 2-, 3-, 4- or 5-thienyl radical or 2-, 3-, 4-
‘or 5-thienyl-(C;~Cg)-alkyl radical, where the
(C1-C¢) —alkyl radical may be unsubstituted or .
" mono- or polysubstituted by identical or ll

different substitﬁents from the group



15 5-thi azol yl - (Cl1-C6)-al kyl radical, where the (Cl-C6) - I cal may
be unsubst i tﬁt e((:I or Zmno-yor pol ysubstl tuted by identical 8@/ b{z&%rent
substituents fromthe group consisting of (Cl-C6)-alkyl, halogen and oxo
20 (=0) and the 2- 4- or 5-thiazolyl radical may be u_nsubstltut ed or
nono- or disubstituted by identical oF .different substituents fromthe

t Ik I hal nitro, am no, nopno-
00 Re) "ol byl i n VEr 8RR, B R shiks L) hyﬁﬁimen (EDS0BP 0l koxy,
beenzyl oxy, car boxS/’fO) . apgl-dsy —2a1 ko&ycar‘lbongt 5-(t®li«®6)1l radical

-aIkoxycarbonylammmycwe(&nsﬁﬁ£c1@h%ﬁh ohighhd s ypnp & 9&b§§h¥s%b5t't“t6d
by fluorine, (C6- %10 aré/ P @ f1f0) -aryl- (Cl- } d3., -
or 5-isothiazolyl Lt bra 39] &'l S g~ |Sé’d7t5rﬁlaﬁz‘tﬁf}/¢3 €CQmCG)‘1e- al kyl

radi cab,. where tdreDL(EC1 € s abkyhgr adlfcahym&ysgaa UI’IS(@SE;I %uggﬁ%,lor nmono-

or pol substl tute V. nt |. or rent su uents rom thé group
congl S%/I ng of (Clmé%od&ﬁ hg%zgl dg e%hgrlfg omono ~Gp ¢ hley amigo, or
5-i sot hi azol yl raéﬂlca(lcl Békuﬁéﬂlbslpl:t dttmﬂr@xylmndclecemsubskyt uted 28

April 2005 41 5 1%&&@0;,255 30 §§rgaxﬂ,gent| (é% @G)I kle ﬁgﬁng Z%bs%}ttrjgnts

fromthe group consiskin dro
ani no, m)go- E)Cl &?)‘ Eéﬂ %@fgﬂi‘yFSr Onyl Rino or ~ (c- Cs)-alkyl
: i0 which is mono- or polysubstituted by fluorine,

(C¢=Cro)~aryl and
(CG_CIO) —aryl— (CI—CG) —alkyl;

a 2-, 4-, or 5-thiazolyl radical or 2-, 4-, or

15 5—thiazolyl—(Cy{%)—alkyl radical, where the -
(C1-C¢) —alkyl radical may be unsubstituted or _
mono- or polysubstituted by identical or
different substituents from the group
consisting of (C;-Cg)-alkyl, halogen and oxo

20 - (=0) and the 2-, 4-, or 5-thiazolyl radical may
be unsubstituted or mono- or disubstituted by
identical or different substituents from the
group consisting of hydrogen, (C1~Cg) —alkyl,

halogen, nitro, amino, mono- (C;-Cg) ~alkylamino,

' 25 | di- (C1-Cg) alkylamlno, hydroxyl, (C1-C¢) —alkoxy,
benzyloxy,' carboxyl . {C1=Cq¢) - alkoxycarbonyl
(C1-C6) ~alkoxycarbonylamino - or (C1—C¢) —alkyl

which is mono- or polysubstituted by fluorine,
. (C¢—Cyo) —aryl ‘and’
30 ' (C6—Cio) ~aryl-(C1~C¢) ~alkyl;

a 3-, 4-, or 5~isdthiazOlYl radical or 3-, 4-,
or S-isothiazolyl-(C;-Cg¢)-alkyl radical,. where
the (C;-Cg¢)-alkyl radical may be unsubstituted
'35' or mono- or polysubstituted by idenfical or |
different substituents from the group
consisting of (C;-C¢)~alkyl, halogen and oxo --
- {=0) and the 3-, 4-, or S—isothiazolyl.radicai

may be unsubstituted or mono- or disubstituted



di - (Cl-C6) -al kylam no, hydroxyl, (Cl-C6) -al koxy, benzy, boxyl ,
- (C1- (06) - al koxycar bonyl, (Cl1-C6)-al koxycarbonyl am no or J@K&)ﬁ% Kyl
whi ch is nmono- or pol ysubstituted by fluorine, (C6-Cl0) -aryl and (C6-0 o)
-aryl- (Cl-C6) -alkyl; a 2-, 4-, ?: or 7- benzot hi azolyl radical or
2-, 4-, 5-, 6-, or 7- benzot hi azol yI ( 1 - al kyl radical, where the

(Cl-6)-al kyl radiisal ; a8RY: BglUB?rUQ)&tﬂéé‘E@r@c 0L, BDAOE 4O ¢ sPY! 34D} gLuted by
identical or different substituents fromthe group consisting of ? 1- C6)

-al kyl, hal ogen arfF¥¥d (SB)SanbifrAe 2f Avdrogen, . (CorCa-trenyot hi azol vl
radi cal may be UI‘TBEUh&jerﬁut @d tafo,MARinbY teid@s ubsid b ;ltagdcyhyamllrdcﬁntl cal or
different substityents-fr r.Qu cnlstl go 1ydr.o

C(CLoCo)- . al kyl . al ?)Cgenco i tl?glag“mcp RERE3xy c%? kAo, di-
(Cl- 08y -al kyl ami mRENFWAR®%Y| , €Erbosyl-al kobGh- Csbealybamcammmyl
(C1-C6) -al koxycar(tzqny;lﬁ) _am@xg@gr@m@y‘pp&ponyggm no(§ 6691 aqqgr?'dl aI kyl

whi ch is- nono- }}/substl tuted by fluorine, (C6-d o)
-aryl - (Cl1-Cs) -aI arg- Mmoso- pr Plgsluﬁ’is&&ftﬂt)ﬁd rladi cdeUOGrlFEI?-, 2. -,
4-, or 5-imdazolyl- (Cl C6) - al kyl radl cal whafeedlpg £ 631 C6)xr] Kyl

radi cal may be u b Lif Iysubstl tuted by. identical or
. different substltﬂ(e%Jntg’ ?r(L)gnﬁ?Jf'ue ’;Tq?fg con s’tl ng of (Cl-C6)-al kyl, hal ogen

and PXo (=0) and the 1-, 2-, 4-, or 5- |mdazol yl radl cal may be
'un;ubstltutedfor mOND-, t?'tr$§ﬁ§.%t“'t.tg&§d7%e“%r&thl 0%%1 d%‘f—;\ rogen
R Tk I K UK. M
(C1-C8) -al kyl ami md kylhydadxyhl, ( GIhb3 - ahleoxyc,mgnzuiog) canbexy! .
“(C1-Cg) -al koxycafn%(}nyl’ t(eCl' CG&néai)gg)ﬂéﬁ%Eagonyl or mono- or
15 polysubstituted by identical or different
substituents from the group consisting of (C;-
Ceé) —alkyl, halogen and oxo (=0) and the 2-, 4-,
5~, 6-, or T7-benzothiazolyl radical may be
unsubstituted or mono- to tetrasubstituted by
20 identical or different substituents from the
group consisting of hydrogen, .(C;-Cg)-alkyl,
halogen, nitro, amino, mono- (C;-C¢) ~alkylamino,
- di-(€1-Cg) ~alkylamino, hydroxyl, (C1-Cg) —alkoxy,
' benzyloxy, carboxyl, (C1-C¢) —alkoxycarbonyl,
25 (C1-Cé) ~alkoxycarbonylamino or (C1-C¢) —alkyl
which is. mono- or polysubstituted- by fiuorine,
. | (C¢—Cio) —aryl and
(Ce=Cy0) —aryl-(C;-Cg) ~alkyl; .

30 . ‘a 1-, 2-, 4-, or 5-imidazolyl radical or 1-,

- 2-, 4-, or S—imidazolyIF(Cl—Cs)—alkyl radical,
where the (C1-Cg) —alkyl radicél may be
unsubstituted or mono- or polysubstituted by .

_ identical or different substituents from the

35 ' group consisting of '(Cl—CG)—alkyl, halogen and
oxo (=0) and the 1-, 2-, 4-, or S5-imidazolyl
radical may be unsubstituted or mono- to.
trisubstituted . by identical or different

substituents from . the group consisting” of .



5 amno or (Cl-C6)-al kyl which is nono- or poly- substitu %d bxzébyorlne
(C6-Clo) -aryl and (C6-Clo) -aryl- (Cl-C6) alkyl; 10 a 1-

5-pyrazolyl radical or 1-, 3-, 15 20 25 30 35 4- or
S-pyrazol yl - (CLl-C6) -al kyl radical, whgre the (C1-C6)-alkyl radical may be
unsubstituted or nono- or polysubstituted by identical or different

substituents frommmng@r]@up Qqns;laﬁl_h[]g of (Gh-dP)ral Kyl ohalggen and oxo
(=O and the 1- pyr | ?/adl cal O%@y be urrl(s)ubst?rgjtrpu ted or

mono- to trisubst |T%T%d(8bfﬁ)d€ﬂt RO di f & et &fbstallt'ﬁ)’elr@tﬂstffq,om t he
group consisting dfydwalxphen, (¢CLEOEk1addeyl,. , belalyagsn;, nbgmﬁoﬁym

nono- ( C1- C6) - al kyl droxyl

- al kox benzylox§??carbOQkng%éf%%%} dlkoxb (%8n9 ¥Oxé"éfr Yl‘
-aIkox%carbonylaMQW%QQ pci- @%TC63FR}thMW&thSlHDm@HQﬁ pol yeuhstit ut ed
by fluorine, (C6- @MEstiﬁu%e@n@“(C@Iggglnearyl (Ci-C6) -.alkyl; a 1-, 2-,
3-,. 4-, or 5-pyrrolyl. radic -, or 5- pyrronI (C1- C6)
-al kyl radical, where the é%ﬁctﬁb %fK§I ?%ﬁlcﬁh; frag) LY tmébbsid)tut ed or
nono- or polysubsﬁhkukm by identical or different substituents fromthe I
group consi sting of (Cl-C6)-al kyl, halogen and. oxo (=0 and the 1-, 2-,
3-, 4- or 5-pyrrolyl radical may be unsubstituted or nono- to
tetrdgﬁbstltuted By identtcaf ~or Ordistarramol Wubstdiarht sc f k o Bhe group

consi sting of hydroges, iiayggioi9thb1TcDa¥99§H. Qbhﬁ%ﬂ anlgRErenDnO
(C1-G6) -alkylam Q?\ d(Cl-C]) Cﬁl)lq;la léglcﬁ_rgario may be uns?lc)}gtftuted
or mono—- or polysubstituted by identical or
different substituents from the group
15 - consisting of (C;-Cg)-alkyl, halogen and oxo
(=0) and the 1-, 3-, 4- or S-pyrazolyl radical
may be unsubstituted or mono- to trisubstituted
by identical or different substituents from the
group consisting of hydrogen, (Ci1-Cg) —alkyl,
20 halogen, nitro, amino, mono- (C;~C¢) ~alkylamino,
di-(C1-C¢) ~alkylamino, hydroxyl, (C;-Ce) -alkoxy,
benzyloxy, carboxyl, (C1-C¢) —alkoxycarbonyl,
(C1—C6)_—alkqucarbonylamino or (C1-Cs) —alkyl
which is mono- or polysubstituted by fluorine,
.25 ' (Ce—Cio) ~aryl and
(C6~Cyo) ~aryl-(Cy;—Ce) —alkyl; |

a 1-, 2-, 3-, 4=, or 5-pyrrolyl radical or 1-,
2-, 3-, 4-, or 5-pyrrolyl-(C;-C¢)-alkyl radical,
30 _ where the (C1-C¢) —alkyl radical may be
unsubstituted or mono- or polysubstit.uted by
identical or different substituents from the |
group consisting of (Cl-CG)—a.lkyl, ha_logen'and.
oxo (=0) and the 1-, 2-, 3-, 4- or S-pyrrolyl
35 : _ radical Iﬁay be unsubstituted or mono- to
tetrasubstituted by identical or different
substituents from the.group cohsist:in‘g of .
h.ydrogen., (CI—CG)—alkyl, halacgen, nitro,. amino,

' mono-(C1-C¢) ~alkylamino, _ "di- {Cy-Cg) —alkylamino,



hydr oxyl, (Cl-C8)-al koxy, benzyl oxy, carboxyl, (Cl-C8) - I oxxg&g%onyl
(C1-C6) -al koxycarbonyl- am no or (Cl-C6)-al kyl which is ol y-
substituted by fluorine, 5. (C6-Cl0) -aryl and (C6-Clo) -aryl- (Cl-C6) -

al kyl; a 1-, 3-, or 5-[1.2.4]-triazo|xl3radical or 1-, 3-, or S [1. 2. 4]
-triazolyl-(Cl-C6) -alkyl 10 radical, where the (Cl-C6)-al kyl radical may

be unsubstituted %dp@gpl or(@old/ss;ugslt,,gotw edblg/,)/1 lq)q{n %I@%r Qifferent

substituents fromthel group consi sti ng, of rog n, 5( _
hal ogen and oxo (=E)!4rfd PA&CryCagrboyfl . 1 [feb- A]l P%lyarz“m%ﬂnyrladl cal may
be unsubstituted OElimIﬁDEISIOOrOI’(Cdll—mb)stallﬂ(lﬁled’ﬁbjycﬂ dent |H;@{onrmd|r;gle§y_ent
substituents from ‘%}?S royp, c%n5| _rll ng.of (Cl-C6)-al kyl, hal ogen, nitro,
am no, nono- (C1l- H’( am na, ?tT C6) 20 al kyl am no, hydroxyl,
(C1- CG? - al koxy, benzyl oxy, (Car&?nbbxyryl(cﬂ_mm)((al Koxy-car oyt , -¢ G- C6) -
al koxycar bonyl am no o1 { C1- C6) - al kyl which is nono- or polysubstituted by
fluorine, (C6-CIO -aryl and 25 (C6-C10.) -aryl- (Cl-C6) -alkyl; 30 35 a
1-, 4-, or 5-[1.2.31-triazolyl radical or 1-, 4-, or 5-.[1.2.3]
-triazolyl- (C 1-@)1~-al ky| oradi-qal.2 Vd]e'rtﬁ_‘ltéh’ﬁ)l(ﬁl ical kylk nadi cal may
be unsubstituted £r _nono- or. pol Sl.tlistzl a>1/z enél cal or different
substituents fromtHhe :group consi stl ng o ?t C]:éﬁ Gr‘k 6) "ﬁélkﬁéen and
oxo (X0) and the madigal grwhepe, xhe] - t¢u-@zbi—yllkytlacha(calcarmymé)ﬁ be
unsubstituted or rm{mlbgqflt@l&@@lb t Wb by i .de iffere

o iyarDoshe per B el K

substituents fromthe gro p tin of h dr
hal ogen, nitro, amcpno el T %’(f{lfs % éFom(éleCG) -al kyl am no,

“hydroxyl, (Cl-Cs) @My,cdnwsytbug, Oarbﬁwlrogaa Aprid,-29P5a1ky1,
halogen and oxo {=0) and the 1-, 3-, or 5-

15 [1.2.4]-triazolyl radical may be unsubstituted

Qr mono- or disubstituted by identical or

different substituents from the group

consisting of (C;-Cg)-alkyl, halogen, nitro,

amino, mono- (C;-C¢) —alkylamino, di~- (Ci1-Cg) -

20 alkylamino, hydroxyl, (C1~C6) —alkoxy, benzyloxy,
carboxyl, (C1-C¢) —alkoxycarbonyl, (C1-Cé) -
alkoxycarbonylamino or (C;-Cg)-alkyl which is

mono- or polysubstituted by fluorine,

) (C¢—Ci0) —aryl and
25 (C6—Cyo) ~aryl-(C1—C¢) ~alkyl;

, a 1-, 4-, or 5-[1.2.3]-triazolyl radical or 1-,
4-, or 5-[1.2.3]~triazolyl-(Ci~Ce) ~alkyl
. radical, where the (C;-Cg)-alkyl radical may be
" 30 unsubstituted or mono- or polysubstituted by
1dent1cal or different substltuents from the

_group consisting of (€;-C¢)-alkyl, halogen and
oxo (=0) and the 1-, 4-, or 5-[1.2.3]~-triazolyl
_ radical may be unsubstituted or 'mon-o— or
35 disubstituted by identical or different
substituents from the group consisting of

hydrogen, (C;-Cg¢)-alkyl, halogen, nitro, amino, .
mono—{C1¥C5)~alkylamino, di- (C;-Cg) —alkylamino,
hydroxyl, (Cl—Cs)—alkoxy, bénzyloxy, carboxyl,



44 5 10 15 20 25 30 35 (C1l-C6) -al koxycarbonyl, (Cl-C6) - I8kox¥§§1(5é)onyl
- amno or (Cl-C6)-al kyl which is nono- or poly- substitute tﬁp i ne
(C6-Cl10) -aryl and (C6-Clo) -aryl- (Ci1-C6) alkyl; a .1- or 5-

-tetrazolyl radical or 1-, or 5- [1H] tetrazolyl- (Cl-C6) -al kyI radlcal,
where the (Cl-C6) -alkyl radical may %e unsubstituted or rmno- or

pol ysubstituted byd denfi I nt s tituen from roup
consi sting of (Cl )@a)lt k%/?koﬁgfgéfgn% nd oxu(te“S b@f ig f(Pfcaf -
S-[1H -tetrazol yl amddiccaP’ Bel U@l%hbétl‘tﬁﬁ@d b OISt t@lte@ol:lw—

hydr ogen, . (Cl- C6)3u-b%ltkg)ﬂuté1ﬁl ggenghm,ﬂ@e am no, - nono- (Cl-C6)

-al kyl am no, di- (Cl-C6) - I Ky hydroxyl Cl- C6) - al koxy, benzyl oxy,
carboxyl, (Cl-C6) -al koxy gFB%H{}" Ciéo%y‘t:)arao'bhlﬂ Caifiala or
(C1-C® - al kyl whi el kiyd ;nono- or pon substltut ed by fluorine, (C6-C10)
-aryl and (C6-C10) -aryI (C1-C6) alkyl; a 2- or 5-[2 H -tetrazoyl
radical or 2- or 5- [2H -tetrazolyl- (Cl C6) -alkyl radical, where the
(Cl- C6) - al kyl radlacai't Ry BeldHd abstinanadyl oFagbral or_potysabsSit uted by

i dentical or di ff[emnttes:ltlaﬂdltymnt(sl—fdﬁQmatlhc@‘/lgrx@&caPP“S»bﬁéké‘gtﬂta
(C1-Co6)-al kyl, hal ggg) %d][ox r(<8% a,][td the 2- or 5- g H -tetrazolyl
radical may be ulStibst or"¥UHEtt fiBd B hparbgéstutet o8y- al kyl ,
hal odén, nitro, an®Aee- TORElyEGhsEChiuted ky a@en@icdi-§C | - C6) -al kyl ani no,
hydroxyl ., (CL- C6}32lek@the benzyb @t e S8IROXY! ¢ rom the group
consisting of (C;-Cg)-alkyl, halogen and oxo
(=0) and the 1-, or 5—[1H]—tetrazolyl radical
may be unsubstituted or substituted by
15 hydrogen, (C;-Cg)~alkyl, halogen, nitro, amino,
mono- (C;-Cg) —alkylamino, di- (C,-Cg) ~alkylamino,
hydroxyl, (C;-Cg¢)-alkoxy, benzyloxy, carboxyl,
(C1-Cg) ~alkoxycarbonyl, (C1~C¢) —alkoxycarbonyl-

amino or (C;~Cg)-alkyl which is mono- or poly-

20 substituted by fluorine,
(Ce=Cio) ~aryl and (Ce=Cio) -aryl- (C;—Ce) -
~alkyl; .
a 2- or 5-[2H]-tetrazoyl radical or 2- or
5—[2H]—tetrazolyl—(Cl—Cg)—alkyl radical, where

25 . .the (C,-C¢)-alkyl radical may be unsubstituted
: or mono— or ‘polysubstituted by identical or
different substltuents " fram the group
consisting of (C;-Cg¢)-alkyl, halogen and oxo
(=0) and the 2~ or 5-[2H]-tetrazolyl radical
30 : may 'be unsubstituted or substituted by
hydrogen, (Cr{k)ralkyl, halogen, nitro, amino,
mono-(C,-C¢) —alkylamino, di—(Ci—Cs)—alkylamino,
hydroxyl, (C1-C¢) —alkoxy, benzyloxy, carboxyl, -
(C1-C¢) ~alkoxycarbonyl, (Cl—Cg)—alkOXYCarbonyl—
35 amino or '(Cl—Cg)-al_kyl which is mono- or poly-
- -substituted'by fluorine, ’
+ {Ce—Cio) ~aryl and (Cg-Cy)-aryl—(C;-Ce)~- -
alkyl; -



(C1-C6) -al koxycarbonyl, (Cl1-C8) -alkoxycarbonyl- am no or28 S@?dal kyl
- which is nono- or poly- substituted by fluorine, (C6-Cl0) zfr%/l'

(C6-C o) -aryl- (Cl-C6) al kyl; 28 April 2005 45 5 a 2-, 4-, or
6-[1.3.5]-triazinyl radical or 2-, 4-,co0r
6-[1.3.5]-triazinyl-(Cl-C6)-al kyl radical, where the (Cl-C6)-al kyI radi cal

may be unsubstituked®-qr 4mNoorok-pal. msghsldrtltétzqqs;ly rddgentic %

di fferent substituents fromthe grgu;? %n%l stlng of hydr ogen, ? 1°08) - al kyl ,
hal ogen and oxo (=0) ‘and tHe" 2- dr [+.53 331l a‘ﬁlﬁﬂﬁ)raélk&él may be
unsubstituted or mead-cadr, dvlselbetlth@t e(ctlbyiebelamtwmalraahcm dh;feggnt

substituents from s t Lf dro
bhe el (s Ut kgl hy Qﬁysugélé@)ﬁedal Ew ami no.

hal oge nitro, am no, nono- (Cl-C6) yl am not °d
hydr ox% , (C1-C8) a’lq{%@)}calb@ﬁz?imentcambgkytuer(@l -f@6)n thkkoxycar bonyl,

15 (Cl1- (f6)-al koxygabheny! ashra s#id 1036) nalky 97 or
pol.ysubstituted by fll%orl ne d(CGlC1g(():g< aryl gn %en\/\glcc Cs Fr;ﬂg J(Cl Co6)
-alkyl: 20 25 30 .35°3 4nd” 9x8- Lol indr aiheal2or - 21- . 40r o~

5- oxazo! yl- (G -C6)Y1- él ISyI-trxachzcuaiyl wherechhe f{{3- b@h@@gt{@g&&@ may be
unsubstituted or ngRo- @Ol yO'SﬂJbS&iLH}BSE Fﬁiegeny Cﬁll%fi’ior tﬁ;ﬂf f erent

subst i :quent s fromt he group consistin erPfand oxo
(=0) a&Md the 2-, adiffégeng g ty’rtlr%m'i%al fram béhansqbsiupt utesh-or nono-

or disubstituted bylsdent_;l calf omyddddean ent (splghibugghs framddg, oroup

nitro, _amino, mono- (C;-Ce¢) —alkylamino, di-

(C1-C¢) —alkylamino, hydroxyl, (C1-C) ~alkoxy,

benzyloxy, carboxyl, (Cy(k)—alkoxycarbonyl,

15 {C,-Cg) ~alkoxycarbonylamino or (C1-C¢) —alkyl

which is mono- or polysubstituted by fluorine,

(C6-Cyo) —aryl and

(Cs—Cxo)-aryl—(¢1—Cs)~alkyl;

20 a 2-, 4-, or 5-oxazolyl radical or 2-, 4-, or
5-oxazolyl-(Ci-Cg) —alkyl radical, where the (C;-
Ce) ~alkyl radical may be unsubstituted or mono-

or polysubstituted by identical or different

substituents from the group consisting of ‘(Cl—

25 _ Ce¢)—alkyl, halogen and oxo (=0) and the 2-, 4-,.
or S5-oxazolyl radical may be unsubstituted or
mono- or disubstituted - by identical or
different substituents from the  group

consisting of hydrogen, (Ci-C¢)-alkyl, halogen,

30 nitro, amino, mono-{C;-C¢) ~alkylamino, di-(C;-
*. Cg¢)—alkylamino, " hydroxyl, (C1-Cs) —~alkoxy,

benzy-lo'xy, carboxyl, (C1-Cs) -c—ilkoxycarbonyl,

(C1-C¢) —alkoxycarbonylamino or {C1-C¢) —alkyl.
_ which is mono- or polysubstituted by: fluérine, '
35 (Ce~Ciro) —aryl and

“(Cg~Ciyq) ~aryl- (Ci-Cg)-alkyl;

a 3-, 4-, or 5—_isoxazolyl radical or 3-, 4-, or
5—isoxazolyl—(Cl—C--.;-);alkyl radical, where the



consisting of hydrogen, (Cl-C6)-alkyl, halogen, nitro,

- (C1-C6) -alkylamno, di-.(Cl- C6.) -al kylam no, hydroxyl, %Pféggiggm koxy,
benzyl oxy, carboxyl, (C1- C6) - al koxycar bonyl, (Cl-, C6) _al koxycar bonyl am no

or (Cl-C6) --alkyl. which is nono- or poI ysubstltuted by fluorine,

(C6-C10) -aryl and (C6- c10) -aryI (ci C6) - al kyI a 3-, 4-, or

5-isoxazolyl radicalk | soxazol Cl 06) al kyl radical,

where the | 28 Apri Tl %65‘3&& (Clrég)lcﬁl kyﬁ"aya(ﬁ/ NP Hel tinsedstat ut ed or

nono- or pol ysubst PP edhyoildenbithtutmd by ddéﬁe:r@amt aubstituents fromthe

group consisting &f rf{lls0B) - al kyhs e halogen an 5 (5Q and the 3-, 4-,
or S-isoxazolyl radical nay be unsubst it uted gfrroﬁno- the) di sttiR uted by

i dentical or differehtisbb¥iteknt & Fom- PHé‘Ydrroubaé@@ﬁnst iamgl ofoxwydr ogen,
(Cl-Oop-alkyl , ~ halegenandi tene & 04-p0NGr (ClisGiarclyay! #H1Q-a)10 di -

Cl-C6) -al kyl C | k b I

gC1- CG% -:I kgxitr:na?go%y%ggr%(%f é%) q?%%xgﬁaox ﬁyl aﬂ?ﬁnz bg)t‘(} SG%%LG%X aI Kyl
~which is nono- o | ydemsica bt ed biylfffleu@mmesut(mtﬁﬂé})ts aFybmanthel5

C6- C10) - | - stén 10 ' ro | yl
( ) -ary (@f&@ abkilaind o nurodion 5 (& 0] Tingoly

radi cal - or 1-, H adi cal ,
where the (Cl- 06) aaltcl{%ﬁ“'r aBFG&P ZOa%WbeWﬁr?ake@llbylmmoo,or

pol ystBstitut ed byli-dent lceal—amkyahafntxenbenthyaﬂbﬁpl; ue(@lscfe[]oglkggggr oup

consisting of (Cl yI en, and ,
5-, 6- or 7-indol }ﬁe@a}/dloql g%eggg uhsub ti(ai eoalgfo’ﬁiﬁﬁ%!b?ﬂyl
hexasubst i t ut ed by(Clrﬁehrﬁb&@xwadbbﬂe’demr@ubstmt uent(s;Fcem-Abry19r oup

‘consi sting of hydragem {£lmeBb-aldy!po1balpgep r am no_ . nono-
(Q-06) -al kylanino, " poly tuf:é&c%? usflne;
6—C10) ~ary an

15 (Ce—Ciq) —aryl-(Cy-Cg) —alkyl;

a l-, 2-, 3-, 4-, 5-, 6- or 7-indolyl radical
or 1-, 2-, 3-, 4-, 5-, 6- or 7-indolyl- (C;-Cg) -
alkyl radical, where the (C1-Cg) —alkyl radical
20 may be ‘unsubstituted or -mono-— or
polysubstltuted by identical or different |
substituents from the group consisting of (C;-
Ce¢) ~alkyl, halogen and oxo (=0) and the 1-, 2-,
3-, 4-, 5-, 6- or 7-indolyl radical may be
- 25 unsubstitut_ed or mono- to hexasubstituted by
identical or different substituents from the
group consisting of hydrogen, (Cl—'CG)—alkyl,.
halogen, nitro, amino, mono-(C,~Cg)-alkylamino,
| di-(C3~Cg¢) ~alkylamino, hydroxyl, (C;-Cg)-alkoxy,
30 benzyloxy, carboxyl, (C1-C¢) ~alkoxycarbonyl,
(C1-C¢) —alkoxycarbonylamino  or (C1-Cg) —alkyl
which is mono- -or polysubstituted by fluorine,
i (C—Cyio) —aryl and
(C¢—Cyo) ~aryl—-(Cy-Cg) -alkyl. '
35
- 3. . Pyridine derivatives according to Claim 1 or 2,
characterized in that R, R;, R,, Rj, P', Q X, Z, n -
and m have the meanings given above .ar.ld Rti

represents phenyl which is unsubstituted or



di- (Cl-C8) -alkylam no, hydroxyl, (Cl-C8) -al koxy, 30 be éo& garboxyl,
© (Cl1-Co) - al koxycar bonyl, (Cl1-C6) -al koxycarbonyl am no orrbf8y Rr ?O-al‘kyl
“which. is nono- -or polysubstituted by fluorine, (C6-C o) -aryl and
(C6-Cl10) -aryl- (Cl-C6) -alkyl. 35 3. . Pyridine derivatives according to
Caim1l or 2, characterized in that R Rl, R2, R3, P, Q X, Z, n and m
have the neani nas, resents phenyl which is

i.yen apove and R4 ep
unsubstituted or fglﬁbl?_ﬁ 5°47 stucf)sifilg’)ﬁtel PV o ¢ 87 f iV Gkt cal or
different (Cl1-(Ct;¥elatkbikyxygr guesipashevke adj ackntccory gerygeanmtdmy al so be

| i nked by (C1- - al PRS- . ryi di Lvatjv according to

any of C ains %%)ytgll?%él %grlglcteri ztég ilef%lﬁgt_d‘%&%&%@?%%,ggP, Q X, Z, n

and m have the nmeani ngs given above and R4 represents 3, 5-di net hoxyphenyl .

10 5. Pyridi nepgeniiakl BsSr be£O1 0By alceAYi ] tHeanRr esedeng iflsains,

characterized in t3hat R4 hats t he . neani gg} %idv n above R3 each
E8 9 oy

t chara R Rl Re
represent a hydroge &6 1257 edln enRat ofianBs XQ-r &present s a

ni trogen atom 2P anda@deachhagpr ddent medhigeyd nalvagdragere atkeas ! RM i S

zero, n repr es§g§§egggtisntﬁggerdignegmgy%hghgg_deri vati ve according to any
of Claimse 1 to 5, characterized in that R "Rl, R2, R3 each 20 represent a

hydrogen atom Z represerits an oxygen atom X represents a nitrogen atom

P and @ e&ch Pepidsent geminaltiyesogeBcataihg Mus za4P, Prf eph@sents the

i nteger 2, and 2present.s a 3. 5-di nethoxyphenyl radical, .25 30. 7.
Pyri di ne deri vﬁ?fﬂ\?_%égg cc():flc‘l_’lllrllngs’t o&?‘%ﬁ?ggfardzgfjnsl ERAE 6Rf ohags&hen
therapy. 8. Useeafilphe myiriedi nebdeei V&L Vs atCoridi readlo asgresehtd ains 1

;tO 6 for the mpnu{acbyed Qftdm, Mg FAFERLHRS an oxygen atom and X
represents a nitrogen atom, P and Q each represent
15 : geminal hydrogen atoms, m is zero, n !

represents the integer 2.

6. Pyridine derivative according to any of Claims 1
to 5, characterized in that R, R;, R, R3 each
.20 represent a hydrogen atom, Z represents an oxygen
atom, X represents a nitrogen atom, P and Q each
represent geminal hydrogen atoms, m is
zero, n represents the integer 2, and Rq
. represents a 3,5-dimethoxyphenyl radical.
25 .
7. Pyridiﬁe derivatives according to. .any of Claims 1
to 6 for use in therapy. '

8. Use of the pyridine derivatives according to any
30. -of Claims 1 to 6 for the manufacture of a medicament for

.treating tumors in mammals.

9._ Process for preparing pyridine deriVatiVes.'
- according to any of Claims 1 to 6, characterized
35 in that a pyridine carboxylic acid of the formula
(2)



.treating tunors in manmmals. 9. Process for preparing pyri%ﬁ%n%oi vati ves.
~according to any of Cains 1 to 6, characterized 35 in that a pyridi ne
carboxylic acid of the formula (2) 28 April 2005 forrmula 2 in which R R,
R2, R3 have the neanings given above, Z denotes an oxygen or sulfur atom
and Y represents a |leaving group such as hal ogen, hydroxyl,

(d-C6)-al koxy, -Otosyl, -0-nmesyl or imdazolyl, is reacted with an am ne
of the formula (3) H21~-n" /R4 HN X P ; %H2)~Q 48 forrmula 3 in which R4, X,
P, Q mand n have the neanings given above, and the desired pyridine
derivative is forned. 10.. Medicanent, characterized in that it
conprises, as active ingredient, a. |easSt one pyridine derivative
according to any of Clains 1 to 6.

R

formula 2

in which R, R1, R2, R3 have the meanings given
above, Z denotes an oxygen or sulfur atom and Y
répresents a leaving group such as halogen,
hydroxyl, (Cl-C6)-alkoxy, ;
-O-tosyl, —-O-mesyl or imidazolyl, is

reacted with an amine of the formula (3)

(CHJn R,
HNT )\X/
P (CH,jm Sa

formula 3

in which R4, X,:P, Q, m and n have the meanings
given above,
and the desired pyridine derivative

is formed.

10.. Medicament, characterized in that it comprises, as
active ingredient, at least one pyridine

derivative according to any of Claims 1 to 6.



