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icularly with conpounds of forrmula I (0 and
maceutical |y acceptabl e sallts and esters thereof,
ein RL is hydrogen, alkyl, cycloal kyl, hydroxy,
oxyal kyl , al koxy, al koxyal kyl, am no or
oal kyl; R2 is hydrogen, alkyl or halogen; R3 is
ogen, al kyl or halogen; R4 is phenyl, naphtyl,
phenyl, pyridyl, quinolyl, piperidyl, norpholyl or
nor phol yl optionally substituted with one or nore
tituents independently selected from al kyl,
oal kyl , hal ogen, hydroxy, hydroxyal kyl, al koxy,
xyal kyl , hydroxyal koxy, al koxyal koxy, cyano,
| uoronet hyl, trifluoronethoxy, aryl, arylalkyl,
oxy, heterocyclyl, alkylcarbonylam no,
xycar bonyl al koxy and al kyl -SC2- ; R5 is hydrogen or
|; are independent latylsphREhEDefivativedydr ogen,
|, hal ogen, cyano, trrmuoronethyl, al koxy ana

IS, ni.trogen
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D PinibiferaM§. i s nitrogen. G ucocorticoids

( Cor
are

tisol in humans, corticosterone in mce and rats)

a[@le invention is concerned particularly with compounds of formula I

(1)

and pharmaceutically acceptable salts and esters thereof, wherein

1.
R is

R%is
R3is

R%is

hydrogen, alkyl, cycloalkyl, hydroxy, hydroxyalkyl, alkoxy, alkoxyalkyl, amino or

aminoalkyl;
hydrogen, alkyl or halogen;
hydrogen, alkyl or halogen;

phenyl, naphtyl, thiophenyl, pyridyl, quinolyl, piperidyl, morpholyl or thiomorpholyl
optionally substituted with one or more substituents independently selected from
alkyl, cycloalkyl, halogen, hydroxy, hydroxyalkyl, alkoxy, alkoxyalkyl, hydroxyalkoxy,
alkoxyalkoxy, cyano, trifluoromethyl, trifluoromethoxy, aryl, arylalkyl, aryloxy,
heterocyclyl, alkylcarbonylamino, alkoxycarbonylalkoxy and alkyl-SO,- ;



I mportant class of adrenocorticosteroids that regul ate

many met abolic and honeostatic processes and forma
woeywsousponent of the response to stress. PCT/EP2005/007894

G ucocorticoids act via intracellular glucocorticoid

receptors and, in sone tissues, T8 ner al ocorti coi d

receptors; bot h._bei ng nucl ear transcription factors.

d &#&Wﬁf?&?&l%aﬂﬁ’h on on target tissues depends not

only on circulating steroid concentrations and the

celRf ut’ar®, @ phe 8 28 itfepbRIDRY 9€18ctePEHbmMyAPogRA, alkyl, halogen, cyano,
i ntracel |ul ar enzynes Fhat crltlcally deternmne to

whi ch &iuaremethyb slery pRdA-Ydi-h access to receptors

in an active forns. 1l beta-hydroxysteroid
demmghgggﬁﬁﬁﬁspkwgbeta- HSD s) catal yze the

i nterconversion of the principal active

11- hydr oxy- gl orticoid (Cortisol in nmen) and their

5 n§d§P¢§%Ti°R§%§§netabol|tes (cortisone in men). The

enzyme 1l bet a- hydroxysteroi d dehydrogenase type 1

(1 m@hardgsplo} d-Rt;@ndonverts inactive into active
gl ucocorticoids, thereby playing a major role in | ocal
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acf"’tf‘ﬁgt“?%“&f’rectg‘?? PE%gf‘gglg?%E{:’éﬁg’& %Sf% in target
tissues. Ih a recent study made by F. Hof f mann-La
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bgﬁ’\j}f?ft@é@‘? e | rz‘tg&m&: lﬁgﬁgl VI oc‘?’oruwge)lgl%o%{gr{ on target alssues depends
t O nvt oile bﬁlcueﬁiaﬁng sterurid c<bm:eatr8§wmh’amdﬁhé(cdllulae expvesszmnyqfaeceptors, but
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| evel s in Type 2di abetic patients, normalize el evated

lipid v (Zélnnzeytm%r F1b3 &dﬁy%m)[y%%y&ﬁ d\éﬁﬂfcﬂgéen'a&e t%’éef f11beta-HSD1) inter-

converts inactive into active glucocorticoids, thereby playing a major role in local

20 modulation of cellular agonist concentration and thus activation of corticosteroid receptors
in target tissues. In a recent study made by F. Hoffmann-La Roche differences in gene
expression in lean and obese men were analyzed using gene array technology in order to
identify specific changes in gene expression that might be associated with insulin
resistance or altered metabolism. This study revealed that the mRNA for 11beta-HSD1 is

25 approximately two-fold up regulated in adipose tissue in obese individuals. Moreover,
overexpressing 11beta-HSD1 in adipocytes of mice led to visceral obesity and to a
syndrome-X like phenotype (Masuzaki H. et al., Science. 2001 Dec 7; 294(5549):2166-70.).
Taken together, these data very strongly support an important role of 11beta-HSD1 in the
induction of obesity and the impairment of glucose homeostasis and lipid parameters.

30 Thus, selective inhibition of this enzyme could lower blood glucose levels in Type 2



subjects . The first pharmacol ogi cal indication tnat

Il beta-HSDI innibnmon in nen m ght have benefi ci al
webdoeo1is46ver e obt ai ned by usi ng car benoxol one, PEFEP2005/007894

anti-ul cer drug which inhibits both 1l beta-HSD and

the rel ated enzyne 1l bet a- HSD2. -Preatment with

car benoxol one led to an increase in insulin L
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might lead to increased hepatic glucose production, adipocyte differentiation and insulin

20 resistance.

Inhibition of 11beta-HSD1 should not only reduce the typical Syndrome-X /

Diabetes associated symptoms, but it should also be save and without major side effect.
Studies with the unspecific inhibitor carbenoxolone highlight the importance of
developing specific 11beta-HSD1 inhibitors. The inhibition of the 11beta-HSD2 enzyme is

25 badly tolerated and results in increased blood pressure. In contrast inhibition of 11beta-
HSD1 should be well tolerated since 11beta-HSD1 knockout mice were found be healthy
and to resist hyperglycemia provoked by obesity or stress (Kotelevtsev Y. et al., Proc Natl
Acad Sci U S A. 1997 Dec 23;94(26):14924-9). Similar upon starvation these mice had
attenuated activation of key hepatic enzymes that are involved in gluconeogenesis. In

30 addition, these mice had improved lipid and lipoprotein profiles suggesting that inhibition
of HSD1 might be highly efficacious and safe. Recent reports indicate that 11beta-HSD1
inhibitors might also be beneficial to reduce high blood pressure (Masuzaki H. et al., ] Clin
Invest. 2003 July;112(1):83-90; Rauz S. et al., QM. 2003 July;96(7):481-90) to improve
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20 compositions, medicaments containing the said compounds, their pharmaceutically
acceptable salts and esters, the use of the said compounds, esters and salts for the
prophylaxis and/or therapy of illnesses, especially in the treatment or prophylaxis of eating
disorders, obesity, dyslipidemiae, hypertension and/or diabetes, particularly diabetes Type
11, and the use of the said compounds, salts and esters for the production of medicaments

95 for the treatment or prophylaxis of metabolic disorders, obesity, dyslipidemiae,
hypertension and/or diabetes, particularly diabetes Type IL.

The compounds of the present invention can further be combined with PPAR
(alpha, gamma, delta) agonists, DHEA (dehydroepiandrosterone), DPPIV inhibitors,
insulin and/or lipase inhibitors, particularly orlistat.

30 In the present description the term "alkyl", alone or in combination, signifies a
straight-chain or branched-chain alkyl group with 1 to 8 carbon atoms, preferably a
straight or branched-chain alkyl group with 1 to 6 carbon atoms and particularly preferred



particul arly di abetes Type Il. The conpounds of this
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Type I1I. The conpounds of the present invention can
f ur t heThéeradhikorg'dalent br ﬁRéRlb@mdtmhaslgrgﬁmmgrodp bf the formula alkyl-

O e B SR S o s ey

p aéﬁhbﬁy; |rﬁpiqpoﬂy,|1$@trqioxy,l mbnhﬁy,pscdmmty stesmtot droitettibatoxy,
nifies a

St PR S SRR SRR Ry reBiln w1 to

8 carbon atons, preferably a straight or
br anch@He chomi ‘ihydidxydllkgf alymewir tilh cdmbinaborg aigndres at @byl group as

ul f d
g ?}f S&H ar| %el rgsgaﬂﬁoéea%%&ﬁo%enga%m ret.gfe{a'ﬂiéh ,%h%%ggn atom is
St f?“@bd bia by ghoupoEueplBlof B detylkylarohydonasthyl and

propyl, isopropyl, butyl, isobutyl,
$ f°X8§%§1, the isoneric pentyls, the isoneric

hexyls the isonmeric heptyls and the isoneric octyls,
pr ef er ght serneahy], aldnd oeinhymbdAnaiom signifieed phengtiommtphyhyl group,

preferably a phenyl group which optionally carries one or more substituents, preferably
one to three, each independently selected from halogen, trifluoromethyl, trifluoromethoxy,
amino, alkyl, alkoxy, alkylcarbonyl, cyano, carbamoyl, alkoxycarbamoyl, methylendioxy,
carboxy, alkoxycarbonyl, aminocarbonyl, alkyaminocarbonyl, dialkylaminocarbonyl,
hydroxy, nitro, alkyl-SO.-, amino-SO;-, cycloalkyl and the like. Preferred is phenyl or
naphthyl, particularly phenyl optionally substituted with one to three, preferably one or
two substituents independently selected from alkyl, halogen, alkoxy, trifluoromethoxy,
nitro and trifluoromethyl. Particularly preferred is phenyl.

The term "aryloxy", alone or in combination, signifies a aryl-O- group in which the

term "aryl" has the previously given significance.

The term “heterocyclyl”, alone or in combination signifies a saturated, partially
unsaturated or aromatic 5- to 10-membered heterocycle which contains one or more

hetero atoms selected from nitrogen, oxygen and sulphur. If desired, it can be substituted



The term"cycloal kyl ", alone or in combination,
signifies a cycloalkyl ring wwth 3 to 8 carbon atons

wapaeprisiier ably a cycloal kyl ring with 3 to 6 PEF/BPI005/007894
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| k |
Eﬁwﬁﬂﬂ%fo?png HentEoEmAr o ) RAPEAS: i flbpee ot
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ﬁtlﬁﬁghﬁal}fl qRl @fiﬁﬂ]umb ), MM&%@&@M (e AR -earaifydro-2-quinolyl),
t )érzn% ﬁ(é?t% dro&qogﬁgy ?%( % q%%-tﬁté? hy qu§§Molgﬂqu quinoxalinyl.
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dimethylamino.

The term "halogen”, alone or in combination, signifies fluorine, chlorine, bromine or

jodine and preferably fluorine, chlorine or bromine.
The term "carbonyl", alone or in combination, signifies the -C(O)- group.
The term "oxy", alone or in combination, signifies the -O- group.
The term "nitro", alone or in combination signifies the -NO, group.
The term "cyano", alone or in combination signifies the group -CN.

The term "pharmaceutically acceptable salts" refers to those salts which retain the
biological effectiveness and properties of the free bases or free acids, which are not
biologically or otherwise undesirable. The salts are formed with inorganic acids such as
hydrochloric acid, hydrobromic acid, sulfuric acid, nitric acid, phosphoric acid and the
like, preferably hydrochloric acid, and organic acids such as acetic acid, propionic acid,

glycolic acid, pyruvic acid, oxylic acid, maleic acid, malonic acid, succinic acid, fumaric
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nepln,;siol@ta}uyamqpcablwd mpﬁabolnzaﬂy Iabilgestesidseivativiensueh 2s. |
methoxymethyl esters, methylthiomethyl esters and pivaloyloxymethyl esters. Additionally,
any physiologically acceptable equivalents of the compounds of general formula (I),
similar to the metabolically labile esters, which are capable of producing the parent

95 compounds of general formula (I) in vivo, are within the scope of this invention.

The compounds of formula I can contain several asymmetric centers and can be
present in the form of optically pure enantiomers, mixtures of enantiomers such as, for
example, racemates, optically pure diastereioisomers, mixtures of diastereoisomers,

diastereoisomeric racemates or mixtures of diastereoisomeric racemates.

30 Preferred are the compounds of formula I and pharmaceutically acceptable salts
thereof, particularly the compounds of formula I.



preferably primary am no, dinethylam no and
di ethyl am no and particularly dinmethylamno. The term

w0 baboysws , al one or in conbination, signifiesPCI/EP2005/007894
fluorine, chlorine, brom ne or iodine and preferably
fluorine, chlorine or brom ne.-&he term "car bonyl ",

alone or in conmbination, signifjes the -C(O) - ioup

The t Burtheropieferred) aisecasppqun drﬁofq#gt%ﬁa %ﬁ%ﬁ’ﬁ_‘%eg Prdrogen. Also
- Reff QR TRBoLELDE IR whel AR’ BRllyT peefetablyanéchyl.

ngnl ies the - group. the term "cyano", al one or

in conbination signifies the

, group -CN. The term f formula I

" phar Another preftrred hiechotthp Presenfinventioags hecgmpppads of formulal;

‘r’llhgxsé:ixspﬁiz & g{i&{gﬁﬁ'ﬁuﬂﬂ@r el RAIacAtho8d ErEpdutrIs s rding to formula I,
e

s
p?voper I es _free bases or free acids ch are . D2
5 nehetrimRbigiabal. Pyrtisulagy pestonrecsar these cpmpoundsigfdo ﬁll?i’ wherein R"1s
are f}grrred wi th inorganic acids such as hydrochloric
adit, hydrobromic acid, sulfuric acid, nitric acid,

phosphoric acid and the like, preferably hydsochl.oric

aci d, Adsacproferyass the parspasnds °5§>}' favhgqu%ﬂ E?’é’ﬂfoc%%?-cf"urther
as %err %(r%%és% c@ﬁgguncmércéﬁfﬂﬁlgqg bk Y, vitterélf iRA s ailflei ¢

aéf , malonic aclid, succinic acid, funmaricacid,

tartaric acid, citric acid, benzoic acid, ci nnam C .. ulal
aci d, Amethisipreferaed apedief hemEsENEIgNeRIIEAR comPpOUnds o )

et han b ' id, p-toluenesulfonic acid, salicylic
10 g,re‘%ﬁl-kazsg{y)#oc@g't ein and the like. In addition these

salts maybe prepared form addi tion of. an jnorganic, . ~ pio
base Rertamlashygusferedarsedhess cpwgopp@seot;fepal_ﬂagayg ein A is C-R™. Further

d%rréfgﬁ'gd 1M @RoipRL A U fFokade i vittdreid @ ishirogene not
lifmtTed to, the sodium potassium [|ithium amonium

cal cium magnesiumsalts and. the |like. Salts b

f r om direfarreéd arsdbese cpﬁw@pga& ochgﬁrtmlg?. ) wglbetrellni E;As tdgg . tF\g?tﬁjxer preferred
S%'éé ﬁxo?é c&éﬂa(’i@d&é of fprRRdayereaBistidtrogat.y ani nes,

substitute

am nes including naturally occurring

substituted am nes, cyclic am nes anpd basic |
15 exc hadmpheraseierred §iﬂ?ﬁy(g§hef RS Bweﬁﬁ'?’ﬁ gr’esthe cb8Bounds of formula I,

t rwﬁé?élﬁ# RIE_RE Al SikRyieddidtBosel dongidiyida of foemula I, wherein G is
tri'propyl am ne, et anol am ne, |ysine,
nitrogen.
Preferred are the compounds of formula I, wherein R* is phenyl, naphtyl, thiophenyl,
pyridyl, quinolyl, piperidyl, morpholyl or thiomorphdlyl optionally substituted with one to
20 three, preferably one or two substituents independently selected from alkyl, cycloalkyl,
halogen, hydroxy, hydroxyalkyl, alkoxy, alkoxyalkyl, hydroxyalkoxy, alkoxyalkoxy, cyano,
trifluoromethyl, trifftuoromethoxy, aryl, arylalkyl, aryloxy, heterocyclyl,
alkylcarbonylamino, alkoxycarbonylalkoxy and alkyl-SO,- .

Further preferred are compounds of formula I, wherein R*is phenyl optionally
o5 substituted with one to three substituents independently selected from alkyl, cycloalkyl,
halogen, hydroxy, hydroxyalkyl, alkoxy, alkoxyalkyl, hydroxyalkoxy, alkoxyalkoxy, cyano,
trifluoromethyl, triftuoromethoxy, aryl, arylalkyl, aryloxy, heterocyclyl,
alkylcarbonylamino, alkoxycarbonylalkoxy and alkyl-SO,-.



wab®e/obs4present in the formof zwitterions. PCI/EP2005/007894

ar gi
resi

Par t
sal t
sal t

ni ne, N-ethyl piperidine, piperidine, polymne
ns and the like. The conpound of fornula | can

icularly preferred pharmaceutically acceptabl e
s of conpounds of formula I age the hydrochl oride
s. The conpounds of fornula | can al so be

sol vat emhrtieulgrly rAddQdle thbeEcsiRp Mlds Gﬂfo‘fﬁﬂlaklewﬁ&feﬁlcﬁ"quhenyl

int

e.course of th nanufacturlng process_or can tak

pl SBestiutp %han% B§sebttitueys mdspanderthi selegied feom plky, halogen and
Oftﬁﬂubﬂhﬁaﬁﬂjy anhydr ous conpound of fornula I

(hyd
sal t
sol v

ratlon) The tern1pharnaceut|cally accept abl e
S cl udes physi

| ogi accept bIe
at sref%npﬁafwmﬂqnéapg @eﬁaelpwﬁm 8 s RO R R are

8 hahd HH@fkﬂWs‘élleedQ'ﬁﬁ?hﬁﬂ.rogéH Ay B hélbge d@m%ﬂuoromeﬂlyl

derlvatlsed at functlonal groups to provid
derlvatlves |ch ca abl e of convg SIO back to

the parf@REcHs; OYCOIRBOIRG

Wherem R® is halogen, alkyl

C ORI AESInikthy d@s @amsyl prefeiea atld ﬂﬁo@%ﬁqio%haﬁo%ﬁnulal wherein R® is

met

ollcaII Ia Ie es er deri vati ves, such as

met© 9ﬁ@F o pEOm Yhylthlonethyl esters and

pi va
physi
conp

ta

1%r&d

20

25

inv

| oyl oxynet hyl esters. Additionally, any

| OlFR@inpddslof &@&eﬁ@%@&qybm&ﬁmﬁm&et he
ounds of general formula (1), simlar to the

82:1#1 ;g 1(1171 %%I%Ieﬁfeeng' fﬂ}'&?ﬁﬂ%‘)’g}qg élglﬁg} g?rgftgl ]ﬁlgﬁ%%er{qst)llfonamlde,

ivo, are wwthin the scope of this invention. The

c orgpoudshioto- N 57(2-ahlbr&-pherdnpRidin DeylprRamethyl beRtfidsGlfonamide;
centers and can be present |n the form of optlcally

ur,e

e S TR ber S Ry B o a2 bR esulfonamide

m Xt
rade

ures of di astereoi soners, dlastere0|soner|c
mauer bChertMr[&s{Zﬂf-dﬂilaﬂi -phanyl)spymrizhin-Q- )rlheeﬁ‘e‘thﬁs

ohar e SeRFEr G oatian e & eV iR hioto henyD)-6-methyl-pyridin-2-

1spar ti culylr1-yndthyd-beampesuifimantidd;or mul a | . Furt her
preferred are conpounds of formula I, wherein RL is

hy gr °9 %?pheﬁlyls-g-sulfonic acid [5-(2-chloro-phenyl)-6-methyl-pyridin-2-yl]-amide;

6.

10.

11.

12.

13.

3-Chloro-N-{5-(2-chloro-4-fluoro-phenyl)-pyridin-2-yl}-2-methyl-

benzenesulfonamide;
3-Chloro-N-[5-(3-fluoro-phenyl)-pyridin-2-yl]-2-methyl-benzenesulfonamide;
3-Chloro-N-[5-(2,4-difluoro-phenyl)-pyridin-2-yl]-2-methyl-benzenesulfonamide;
N-[5-(2,4-Difluoro-phenyl)-pyridin-2-yl]-5-fluoro-2-methyl-benzenesulfonamide;
3-Chloro-N-[5-(4-methoxy-phenyl)-pyridin-2-yl]-2-methyl-benzenesulfonamide;
3-Chloro-N-[5-(4-fluoro-phenyl)-pyridin-2-yl]-2-methyl-benzenesulfonamide;
5-Fluoro-N-[5-(4-fluoro-phenyl)-pyridin-2-yl]-2-methyl-benzenesulfonamide;

5-Fluoro-N-[5-(2-methoxy-phenyl)-pyridin-2-yl]-2-methyl-benzenesulfonamide;



preferred are conpounds of formula I, wherein RL is
al kyl, preferably nmethyl. Another preferred object of

W0 b@eprissent i nvention are the conpounds of f oPEIIER2005/007894
wherein R2 is hydrogen. Further preferred are those
conpounds according to formula Ljgaherein R2 is al kyl.
Particularly preferred are those conpounds of fornula
I, er icthl 1 [
co npmo und s or‘ggflgﬁrsr{}g aﬂﬁ?b%o pl% %ﬁ |2sﬁf1| 23‘%%gpﬁenzenesulf0namlde’
Furt her eferrzd are those conpounds accordln

for bl a 1F uagpdY- $162ﬁgor%Plaﬁn@rpyrlriﬁb@W&erneh@-bmenesulfonamlde,

aspect of the present invention are conpounds of

f or vl a2,4.Didkier £ N[ 532- iSorBYsHeRAG Py riBRL- b 1yE b Hhdthyl-b Ifonamid

preferred are those con‘pou%lgg o?‘%fycr)rrru gﬂl V\heyr’elerrrlzf&lesu onamiae
conpounds of

O e e A Ay = T

conpounds of formula I, wherein Eis CR9. Further
prefgr f.’ﬁ@h&fr@-N-l'ﬂBE(@ Iﬁ&ﬁ@i@k&ﬂﬂﬁl}fbﬁh&@ﬂ%ﬁhhd yier gethyE
is nitro her referred aspect of the present

i nventio n&?%? Jounds of formula |, wherein Gis

C-R8. Also preferred are those conpounds of formula I,

whergi rB—Ghi(ﬁ'oJN-‘I5Qgﬂﬂorﬂlﬁlﬁbr@ﬁleﬂiﬁ-p@lﬂ&rﬁgfm})ﬂﬂﬂ&h £
formul a l|> wher.ei n é i s phenyl, naphtyl, thiophenyl,
pyri dyl , PaensSEanamide e i dyl " mor phol yi or

t hi onor phol yl optionally substituted with one to :
t hree, '.’pFBlfoe(B-ab[5‘(@ﬂ&OI@FpHeWSﬂ)&bhlﬁﬁfﬂyl-[iﬁlﬁﬂﬁl—}yl] -2-methyl-
| ndependbent%‘%/e I ect from al kyl, cycl oal kyl,

fal ogen, 'ife}maﬂ'ﬁ} *oxyal kyl , al koxy, al koxyal kyl,
hydroxyalkoxy, al koxyal koxy, cyano, trifluoronethyl,
trifi. UCB-OJHRirh-QJ(—I{IS (ﬂﬂ}dbro-piieﬁlyhléﬂyiethy@pyﬁdityZ—yl] -2-methyl-
het er ocy, % r bonyl am no, al koxycar bonyl al koxy
and al k ené‘fﬁfsu aml

22.  5-Fluoro-N-[5-(3-fluoro-phenyl)-6-methyl-pyridin-2-yl]-2-methyl-

benzenesulfonamide;
15 23. N-[5-(2,4-Dichloro-phenyl)-pyridin-2-yl]-3,4-dimethoxy-benzenesulfonamide;
24. 3,4-Dichloro-N-[5-(2,4-dichloro-phenyl)-pyridin-2-yl}-benzenesulfonamide;
25. N-[5-(2,3-Dichloro-phenyl)-pyridin-2-yl]-2,5-difluoro-benzenesulfonamide;
26. 3-Chloro-N-[5-(2,3-dichloro-phenyl)-pyridin-2-yl]-2-methyl-benzenesulfonamide;
27.  3,4-Dichloro-N-{5-(2-chloro-phenyl)-pyridin-2-yl]-benzenesulfonamide;
20 28. N-[5-(2-Chloro-phenyl)-pyridin-2-yl]-3,4-dimethoxy-benzenesulfonamide;
29.  3-Chloro-N-[5-(2-chloro-phenyl)-pyridin-2-yl]-4-methyl-benzenesulfonamide;

30. 5-Fluoro-N-[5-(4-fluoro-2-methyl-phenyl)-pyridin-2-yl]-2-methyl-

benzenesulfonamide;



Further preferred are conpounds of formula I, wherein
R is phenyl optionally substituted with one to three
waasvitseent s i ndependently sel ected from al KyPCT/EP2005/007894

cycl oal kyl, hal ogen, hydroxy, hydroxyal kyl, al koxy, -
al koxyal kyl , hydroxyal koxy, al koxylal koxy, cyano,
trifluoronethyl, trifluoronethoxy, aryl, arylal kyl,

ar y3loxy3-ChistrerNd §¥yfluorad 2aplethal- ploariyl) apyiridin-2-yl]-2-methyl-

al koxyc |.al-koxy. .and al kyl - SO2-. Particul arly

preferrgg ggés (gggﬁg%npounds of formula I, wherein R4

i s phenyl substituted with one to three substituents

i nd&pentt€htdry-1$-¢5-d2tchtbrbrheng)-pytidinkyl)glemethosty-benzenesulfonamide;
trifluoromethyl. Preferred are conpounds of fornula I

2’2?%32 It gld - ri%lrﬁ;g o);g?%SéQcﬁgﬁza%e%yﬂgq%g%igrgggl@g9—%@0%3’%enzenesulfonamide;
trifluoronethyl. Part[cularlé:preferred are those

& ordfo u ridShipro Nt PrdR.4-dichloire phényl) R§ridin-Bail o dremsthatyky |

or trifl $ﬂ$ﬁ rspecially preferred are those

conpoun Sﬂ% g?ﬁ% a > wherein R6 is chloro, nethyl

or trifluoronethyl. Exanples of preferred conpounds of

f or3bul a@-@hl)or@nl\é;[5-1_2,41><|11chloro—phenyl)-pyridin-Z—yl] -4-methyl-benzenesulfonamide;
[ 5- (2- Chl or o- phenyl ) - pyridin-2-yl]

- 544l UG; -%H@Mf§z £RIN8SY! 4L SCRABTABher) - Frridth 3L A1 Mnide;

[ 5- F 2- cr11 ecfr cl)- pgenyf) _ﬁ%yﬁﬁgf@@gﬁ@hﬂshe&) I%'T gﬂl% ﬁ] 'E\llimde’
-2-netg¥I-benzenesulfonanide; 3. _ _
N- [35- ( N4 HPishlorpiphayyl)-ppidindg-wll 2-rifluogomethpl-berzemasul fonamide;
t hyl - benzenesul f onam de; 4. 4a)
163- Gl on{H¥(b,3-1i2htbriphBh Y- ByRAGY L -4RHEd HLEknZs radRde;

192, 3:101@htbr % @L?yﬂg_ A g@ 4 I\lll_idrg BnZenéslifralfide;

t hyl benzenesul f onam

TN & &

5- (2- ¢hl or o- phenyl ) - 6- met hyl - pyri di n- 2- yl
E 2-3et ﬁ‘ln[g{égﬁg%l:%a%fgﬁgﬁ%-a%ﬁldlg¥{-§${¥;]%dgﬂru%nc]x-benzeeﬁﬁugonamide;
acid

5-402- ol . 1 rapivie: de:
7 OISR PR AR L RSl

- 2- et hyl.henz sul f onam de;. 7. - .
3- & oPa-1%0{%-%&-ﬁ%—é&%ﬂlﬂ?&mﬂ)wrlﬂm-%-Ylj:meﬂlerhsprmesulfonamlde;
- benzenesul f onam de;

42.  5-Fluoro-N-[5-(2-fluoro-5-trifluoromethyl-phenyl)-pyridin-2-yl]-2-methyl-

15 benzenesulfonamide;

43.  3-Chloro-N-[5-(2-fluoro-5-trifluoromethyl-phenyl)-pyridin-2-yl]-2-methyl-

benzenesulfonamide;

44. 3-Chloro-2-methyl-N-[5-(2-trifluoromethyl-phenyl)-pyridin-2-yl]-

benzenesulfonamide;

20 45. 3-Chloro-4-methyl-N-[5-(2-trifluoromethyl-phenyl)-pyridin-2-yl]-

benzenesulfonamide;

46.  5-Chloro-N-[5-(2,4-dichloro-phenyl)-pyridin-2-yl]-2-methoxy-

benzenesulfonamide;

47.  N-{2-Chloro-4-[5-(2,4-dichloro-phenyl)-pyridin-2-ylsulfamoyl]-phenyl}-

25 acetamide;



8. 3-Chloro-N [5-(2,4-difluoro-phenyl)-pyridin-2-yl]
-2-net hyl - benzenesul fonam de; 9. N

W 2606/21054di f i uor o- phenyl ) - pyri di n- 2-yl ] PCT/EP2005/007894
-5-fluoro-2-net hyl - benzenesul f onam de; 10.
3-Chl oro- N-[ 5-(4- rrethox? phenyl »-1@y i di n- 2-yl ] - 2- et hy
| - benzenesul f onam de;
3- - or 3= [Re(RB- Pzrlﬂqrgmlmnﬂh@mdm - Pyl idelirifludrorhpthl-baizbydsulfonamide;

-benzenesul f onam de; 12. 5-Fl uoro- N

[ 5-494- 8L (Q:4PDRAYArd- fpé)% \?nb ggﬁdl%-sz\@% Aemethysulfonyl-benzenesulfonamide;

- -methyl benzenesul

é@e Eg)é hen -pyridin-2-yl

t fcbﬂmfpd@'xem)ql) -pyridin-2-yl}-4-methyl-benzenesulfonamide;
3 ChI or o- N-[ 5- (2 fluoro phenyl ) - pyridin-2-yl]-2-nmethyl

[

begizenggs! t@.n@fﬂu@% henyl PordiR 07 N5 - fluoro-2- - ide;
5 (2-f| fj[or(o pheny -Ppyrx )g}IJ}E‘ O;JHJ\IS fluoro-2-methyl-benzenesulfonamide;
2- et n Ifonamde 16 2,4-Dichloro- N

§5. 5(22 gﬁ-] ?g,fléﬁlé t)lor'gmlml-@hgy% Hayrldm 2-yl]-3-chloro-2-methyl-

- 6- et hYdenB@ﬁZlﬁﬂﬁﬁHiuﬂ@nam de; 17. N

[ 5- (2- Chl oro- phenyl) pyrldln 2-yl]

308 o TR s R orametg-par 1wz>sdb9rqhmm P

- 2-net hweﬁmgﬂﬁ,ﬁ%ﬁwam de; 19. 3-Chl oro-
[5 (4-fluoro- phenyl) 6 met hyl - pyti di n-2- yI]

t hyl.henz | f m de; 20. 5-Fl uoro-
Sgi -g\ﬂ&@q, _ 1}9@915};1@)&7?}%4@ _22yl§,-|2]-methyl-benzenesulfonarmde,
- 2 nmet hyI benzenesul fonam de; 21. 3-Chloro-N [5-

10( 356) u@iperidivenylsyHEnioREA Y- DY didhidio 2shéehi din-2-v1
-2 met hylﬁgenzenesul fonamydé 22 ﬁjuo;r%pﬁl n-2-yll-amide;

et R AEE - et a¥1>16§f¥1r6t'h§j' Pyridited-yl-2-methoxy-

N—[5 ( 2béndohedullfonompteeny! ) - pyri di n-2-yl ] - 3, 4- di met hoxy
-benzenesulfonam' de; 24. 3,4-Dichloro-N

Ze e&ﬁ%ﬁé%ﬁh&néggro n}cfjl mee(lyl] -pyridin-2-ylsulfamoyl]-phenyl}-

[5 (2, 3addtahidey o- phenyl ) - pyri di n-2-yl ]
-2,5-di fl uoro-benzenesul fonam de; 26.

I - 2, 3;dich h di.p- 2- vyl
MR B RS B Pt 2R - Racromdid. ™
[ 5- ( 2- chémxenesplfeimathidepyri di n- 2-yl |
- benzenesul f onam de; 28.

559 aRelerveRyo B Rb ey Byt s mathseestfontl

[5 (2- cb&memplfeamﬂn)ie;pyrl di n-2-yl]
-4 mst hyl - benzenesul f onanm de; 30. 5-Fl uoro-N

- 2 r'ret (:ﬁlyqéb@ éﬁg %/%l}]ﬂpélxﬁ d%rl)dug%y su ar_n%)_rl)f-lp]henoxy}—acetic acid methyl
20

ester;

61.  N-[5-(4-Fluoro-phenyl)-6-methyl-pyridin-2-yl] -4-trifluoromethoxy-
benzenesulfonamide;

62.  3-Chloro-N-[5-(4-fluoro-phenyl)-6-methyl-pyridin-2-yl] -4-methoxy-
benzenesulfonamide;

25 63. 4-Chloro-N—[5-(4-ﬂuoro-phenyl)-6-methyl—pyridin-2-y1]—2,5—dimethyl-
benzenesulfonamide;



- 11 - 31. 3-Chloro-N [5-
(4-fl uoro-2-nethyl -phenyl)-pyridin-2-yl]

W0 2006810396 benzenesul f onam de; 32. 3-Chl or o- N PCT/EP2005/007894

10[ 574.2- Nt

g trif "15‘5?

20

[ 5- (2-chl or o- phenyl ) - pyridin-2-yl]
- 4- met hoxy- benzenesul f onam de; 333 4, 5-Di chl oro- N
[5 (2-chl oro-phenyl ) - pyridin-2-yl ]

4 ud¥0512AZRichkond-pbemyii- pmldﬁ@-yﬁ-m bydiok# ethoxy

[5 (2 4%&1%}48&%@’“’3@&?%' )-pyridin-2-yl]-4-neti oxybenzen

esul f onam de; | oro- N

[5-(2, 4- dlchloro phenyl ) - pyri di n-2-yl ]

- 4-85et AL $21Ghderesphehph ring thyl-perid i pei] i4dflnerolbenzenesulfonamide;
-sul fonic acid

2 d
[ 6(62>§33 %lﬂ%ﬁkll g g5 g%eny O; ngrﬁl dgls nqn%ﬁé F%YT% e vl

2 trif Ihgnreapatioprmisenz enesul f onani de; 38.
N-[5-(2,3-Dichl oro phenyl ) -pyridin-2-yl]-4-fl uoro-benz

| a ey .
ﬁﬁ@ﬁu( %Qgﬁ%}dgﬁ or o p %rr?y]fD S‘en&) Frain Yi-P)}/’f lfi{ni,zg-lld??qzﬁ%‘?s}}l-fonamlde;
b | f
I\f Eée?eigD ‘P6\1'(55'&%éh%?-—Hbynﬂb‘ﬁﬁn@thyll-pyrﬁiiﬁmﬁﬂ@ﬁeﬂml—

thyl - bepzenasuithanamede; 41. 3-Chloro-N
[ 5- (2J5-di chl or o- phenyl ) - pyri di n- 2-yl ]

- 2-net hyl - henzenesul f onam de; 42
5- BY-uoP Bepidms-1-sulfonigrcd E-{2-chlorm pbenshh§Hmashdryridip eyl -amide;
di n-2-yl]-2-net hyl benzenesul f onam de; 43. 3-Chloro-N

(204-DridHlbrol RN eﬁwhn-afﬁm'qhopd% Hieﬂeﬁﬂ?éhk{nide;

- 2- et hyq&genzenesul f onam or o-

[5-(2-tr] msthyl henyl ) - pyri di n- 2-yl ]

E§ ‘L&l&fl‘?fe' ?[1” sﬁoso ehFIﬁfl%pnnmt% Jbﬁ-dlmethyl-
[5 (2- tbérleeﬂ;&ﬁ%rﬁiﬁb phenyl)-pyridin-2-yl] -
benzenesul f onam de; 46.

4- di chl or o- pheny pyr.idin-2
- 2%:@%7 gﬁ% gﬁ@amhs aﬁnﬂr@duu% IJ)N% *zilﬂlmrerlzﬁmenesulfonamlde,
[5-(2, 4-di chl oro- phenyl) - pyri di n- 2- yIsquanDyI]

- preenyi 2 D1dﬂ6£oaNLE$eG24£dlchloro henyl din-2-yl]-5-methyl-
N-[5-( l.or o- ghenyl) pyprldlr)1pgrl 271]-5-methy
€nzenesul f onamni de; 49
N-[5-(2, 4-Di chl oro- phenyl) -pyridin-2-yl]-4-nmethys

|14, oyl [54e 3ZRichkxb-pheayl)-§9tidin-2-yl]-3-trifluoromethyl-benzenesulfonamide

75.  4-Fluoro-N-[5-(4-fluoro-2-methyl-phenyl)-6-methyl-pyridin-2-yl]-

benzenesulfonamide;

76.  3-Chloro-N-[5-(4-fluoro-2-methyl-phenyl)-6-methyl-pyridin-2-yl]-2-methyl-
benzenesulfonamide;

77.  5-Fluoro-N-[5-(4-fluoro-2-methyl-phenyl)-6-methyl-pyridin-2-yl]-2-methyl-
benzenesulfonamide;

78.  3-Chloro-N-[5-(2,3-dichloro-phenyl)-pyridin-2-yl] -4-methyl-benzenesulfonamide;

79.  N-[5-(2,3-Dichloro-phenyl)-pyridin-2-yi] -4-trifluoromethyl-benzenesulfonamide;



50. 3-Chloro-N [5-(2,3-difluoro-phenyl)-pyridin-2-yl]
-4-rnet hyl - benzenesul f onam de; 51.

WORGBA(B43- Di f| uor o- phenyl ) - pyri di n- 2-yl ] - 5- f | RCT/BPROF@ 7894
t hyl - benzenesul f onani de; 52. N
[5-(2,4-Bis-trifluoronethyl-phenid)- pyr| di n 2-yl]

- 3-chl or 0- 2- et hyl benzenesul f onam de;

[ 580.2, 3-@ilgror Ni [+ Yoflunretpethyhphsay)) W’tdﬂ%zrbdh4y¥lﬁth7’l’
- 3- chI 0 zenesul fonam de; 54. 3-Chloro-N
[5 gg%zéé??%g?}é&g?gnyl ) -pyridin-2-yl]

- 2 met hyI benzenesul f onam de; 55. Piperidin

- s8Lf oN-[5-feFhroro-2-methyl- phenyl) -pyridin-2-yl]-3- tnﬂuoromethyl-

[55C§]i2 3bgﬁ{|i:emes%§t‘3n£’rhﬂ?:}’l) pyridin-2-yl]-am de; 56.
5-(4-fl I t hy] din-2-y
5 2 ket Wby b Ronecmr by ers) Ting i ek dheyomethyl-

(5 (i gopipmlaE. et i -pyri i -2yl sul famoyl]

N-[5-(4-F h .
or ESﬁr.eg Mlbéﬁ%}ggg&%gﬂmgg}tn? -gl pgltrlfﬂllo?or%et)(ll 1] benztefl(elsutU namide;
N-[ 5- (4- Fl uor o- phenyl ) - 6- et hyl - pyri di n- 2-yl ] - 4- et han

esylfo LERNGS PHeRPUPyH-In-B§1] -4-ethyl-b sulfonamide;
{4%%1 ?% %%% chl oroepﬂenyl )mpy?l di ?1 }2’ yelnszalllef anoyl ] - phe
noxy}-acetic acid nethyl est

N- [85— ( B=Ehlgen-d- Frng yroaphw yHYr'g‘y? Pailbavgngsulfopamide;,
or onet hox”™- benzenesul fonam de; 62. 3-Chloro-N

1d 9864~ BLERLAs-BENY A-dfchidrb enﬂ)/—lpiyﬂﬂm-%yljl@ _fluoro-benzenesulfonamide;
- 4-net hoxybenzenesu f onam

% gm%gﬁﬂéﬁlzlf@;;fgg Fq@ﬂﬁyﬁgd% 2621“43%%1 b%XEeln%sﬂfo%aXMle;

-2,88-

N-[5 2, 3-Di chl or o- phenyl ) - pyridin-2-yl]-4-(2-hydroxy-
et hgx

[ 5-

4-f

[ 5-%2-

N- 2- Chl or o- phenyl') - 6- msthyl pyrldln 2-yl]

- l 3‘1&1?6‘?2‘%ﬁne3% ﬁ%" e l-delgl =Y _%r ﬁfﬂ'oromethyl-

- 4- met hyjeheseqiifsdbdidnam de; 67. 4-Chl oro- N
[ 5-(2- chI or o- phenyl ) - 6- met hyl - pyri di n- 2-yl ]

S I Sy R o

- 6- met hylhgsawailesiahfidnani de;

(
Y)N- &%’%@ 26mieBlokd-phamil i pyridif-2-yl]-3- trifluoromethyl-benzenesulfonamide;
(
u

91. N-[5-(2-Chloro-phenyl)-pyridin-2-yl] -4-fluoro-benzenesulfonamide;
92. N-[5-(2-Chloro-phenyl)-pyridin-2-yl] -2,4-difluoro-benzenesulfonamide;
93. 4-Chloro-N-[5-(2-chloro-phenyl)-pyridin-2-yl] -2,5-dimethyl-benzenesulfonamide;

20 94. 4-Chloro-N-[5-(2-chloro-phenyl)-6-methyl-pyridin-2-yl]-2,5-dimethyl-

benzenesulfonamide;
95. N-[5-(2-Chloro-phenyl)-6-methyl-pyridin-2-yl]-2,4-difluoro-b enzenesulfonamide;

96. 3,5-Dichloro-N-[5- (2-chloro-phenyl)-6-methyl-pyridin-2-yl] -benzenesulfonamide;



69. Piperidine-1-sulfonic acid

[ 5- (2-chl oro-phenyl)-6-nethyl -pyridin-2-yl]-am de; 70.
WORG06A0(@B461- Di chl or o- phenyl ) - pyti di n-2-yl ] PCT/EP2005/007894
-4-fluoro-benzenesul fonam de; 71. 4-Chloro-N

[5 (2 4 di chl oro phenyl) pyri di n‘k yl]

nes | f onam de;
g %( yh- %Wﬂt}'ﬂﬁmdwwﬂ Htrifivoromedhyl-

benzenesgbﬁzeﬁ@mfg&mlag 2,4-Dichl oro-
5 (2, 4-dichl oro- phenyl) pyrldln 2- yI]

rgrgt( gi(f &J&ieﬁgﬁ& ?{QWVIS Spmeﬂﬁfﬂ-ﬁygdy@-yl]—4-ﬂuoro-benzenesulfonamide;

- 3 trifluoronethyl-benzenesul f onanm de 75.

4- Fbglor B 8- (25¢- D&hﬂdruqmn?nmemﬁ{yi ggﬂamti-yﬁdﬁ@-timdo-r@y

t|d|n2 nesul f onam de; .
8- cnl or oxﬂlzf E‘j} ar‘{’}gF’o 2- met hyl - phenyl ) - 6- net hyl - pyri
di n-2-yl ] -2-net hyl benzenesul f onam de; 77. 5-Fl uoro-N

[ 5- (db. f11-1@11@'02.\1@1(BMLdlBIﬂabebhergdﬁﬁixﬁ&hyl@’y&id@h-Q =y}-¥)5] dimethyl-
- 2-met hy) benzengsul f gnam de; . 3-Chl oro-

[ 5- (2, 3- BFERIGSHE 394) pyridin-2-yl]

- 4- et hyl - benzenesul f onam de; 79.

N- [ B01( 22,3- mcmbfcpwfaom@uic}ﬂm@y;meaym égnmiri -2-y1]-6-methyl-
-4-trifl oromet% nzenesul f onam ChI oro- N-

[ 5- (4-f | YOI Sphenyl ) - pyrldl n-2-yl ]

- 4- met hyl benzenesul f onam de; N-

1b5- (6 QMQOZQJ’IBI(B&H@HGWFher@}')ﬁpﬁ'hdin&-yl |-benzenesulfonamide;
-3-trifluoronethyl benzenesul f onam de; .

5-(4-F 0- 2= hyl,- phe ridi.n .
A R ki BRET hrk e - Sl gnrenesuifonamide;
[ 5- (2- Chl or o- phenyl ) - pyridin-2-yl]
- 3- 104. f Ne[6r (@nEtilbyd-pheiyb)efrasathflepyaidinte ; yl B4-fludro-benzenesulfonamide;
[5 (2-Chl oro-phenyl)-py tidin-2-yl]

5. f@j C‘lﬁf‘%r gﬁg%—;ﬁ#) PxE)W <P eﬂyli%yxpfthquym%nl\f-yl ]-benzenesulfonamide;

- benzenesul fonam de; 86. 3-Chloro-N [5-(2
4- diash| He-Digileros Ny [—5p(32r—¢lﬂdnrm—ﬁhqdy])-6l-—nidth:;dm’rikihn2eih]ebmzémesulfonamide;
nam' de; 87. N [5- (2 4-Di chl oro phenyl ) - pyridi n-2-yl ]

1RI— [ @7'“2& %%gaﬁﬁll%or o~ %?/}é)% Byr C?I nnbethy)fl]wndm -2-y1]-5-methyl-

-3-tri flbnmestmlfqdanhéﬂzenesul fonam de; 89. N
[ 5- (2-Chl oro- phenyl) - 6- et hyl - pyri di n-2-yl ]

T SIS ity - it

- 4-tri f | beozorestlfomeytidnzenesul f onani de;

109. 2,4-Dichloro-N-[5-(4-fluoro-2-methyl-phenyl)-6-methyl-pyridin-2-yl}-6-methyl-

20 benzenesulfonamide;

110. 3-Chloro-N-[5-(4-fluoro-2-methyl-phenyl)-6-methyl-pyridin-2-yl]-

benzenesulfonamide;

111. 4-Chloro-N-[5-(4-fluoro-2-methyl-phenyl)-6-methyl-pyridin-2-yl]-

benzenesuifonamide;

25 112. N-[5-(4-Fluoro-2-methyl-phenyl)-6-methyl-pyridin-2-yl]}-4-trifluoromethoxy-

benzenesulfonamide;



91.
N-[ 5- (2- Chl or o- phenyl ) -pyridin-2-yl]-4-fluoro-benzenes
wakdoenasicle; 92. N-[5-(2-Chl oro-phenyl)-pyri di PCRER10D5/007894
-2,4-di fl uoro-benzenesul f onam de; 93.
4-Chl oro- N-[ 5- (2-chl oro- phenyl) pgridin-2-yl]-2,5-dine
t hyl - benzenesul f onam de;
4- QOh3. orhblwfﬁlt(ozo@hmetmi phmd)rt} thybprgding i B-methyl |
-2,5-di jg quonanlde 95. N
[ 5-(2- Chloro p eny 6- net hyl - yridin 2 yI]
-2,4-difluoro- benzenesul f onam de; -Di chl o
[ 5102~ @HChiot-Ph Eﬁn%-ﬁu@or%myhﬂwgm ﬁnzetwljpyndm-z yll
- benzen
N-[ 5- (ZQQHB@I% r)g%s eeﬁﬁ foga%l&ehyl pyr| din-2-yl]-3-tr
i fl uoronet hyl benzenesul f onam de;
g 5145, 4- Eip@m Vr 15-(4riduaypy2- Brefhst- ﬁbfnyayéwrnﬂthﬂ?wﬂ]n- -yl]-3-
- 4-fl uor; %Iei‘l%@gmgﬁamg& N- [5-(2,4-Dichloro-
rhenyl)- - -pyridin-2-yl]
-2,4-difl uor obenzenesul f onam de; cll 0. .4-Chl oro- N- a
[ 5146, N-d5-€miChlasorthsayl) 16-methyt- By qay?rYl&?ﬁng?%-?enzenesulfonamldﬂ
- 2, 5-di et hyl benzenesul f onani de; 101. 2, 4-Di chl oro- N
[ 5'1(1? ‘5 éhl%% N-C2- EKI&Q)V{)E PLé- ?deﬂl ?ﬁﬂhn -2-yl] 4 fluoro-
- 6- net hyl benzenesul fonam de; | or o-
[ 5- (2, 4-henesmestionpmidey| ) - pyrldln 2-yl ]
- benzenesul f onam de; 103. }
1 %F?szd}ib?o NZHsﬁlcziuqbf@pﬂa@ne@m{ekh,mwiainnz&} 1y3-Irifenasethyl-
nesul f onam de;
N- [ 5- ( 2-bentenesliopa@idss ) - 6- met hyl - pyri di n-2-yl]-3-fl uor
0- benzenesul f onam de; 105. 3-Chl oro-N
[ 5-103: alf 91(9'@%6?%11?13@&1@%}'} -pytididi yl2-4yfljoro-3-trifluoromethyl-
- benzenesul f onapi
2,4-Di ciheGZ@fW'{.OS‘m(ﬂZkehl or o- phenyl ) - 6- et hyl - pyri di n-2
-yl ]-benzenesul fonam de; 107. 2, 4-Di chl oro-N

[ 5-168: alu[52(9 3 AbReRbto- pﬁeﬂ??f—ﬁyﬂldlﬁw quj-IBFﬂ\ibrw4]-methyl-benzenesulfonamlde,
- 5- et hyI benzenesul f onam de’

L T e ety e

2,4-Dichloro- N

[ 5-104- N9 9-FRudFB ity phshl - Byridin iRy}l Bytrifldbrorgetizylt

- 6- net hyl benzgﬂnsulf nam de; 110. 3-Chloro-N

[ 5- ( 4- f | REBEERESLIBAMAS phenyl ) - 6- et hyl - pyridin-2-yl] -
benzenesul f onam de; 111.

4- GhBOTNERIEENL f- {3- fias10~ 2 niethyisphepfippytidine2-ylitenkeneyulfonamide;

di n-2-yl]- benzenesul f onam de;
124. 3-Chloro-N-[5-(5-fluoro-2-methyl-phenyl)-pyridin-2-yl}-2-methyl-

20 benzenesulfonamide;

125. N-[5-(5-Chloro-2-methyl-phenyl)-pyridin-2-yl]-3-trifluoromethyl-

benzenesulfonamide;
126. N-[5-(5-Chloro-2-methyl-phenyl)-pyridin-2-yl]-4-fluoro-benzenesulfonamide;

127. 3-Chloro-N-[5-(5-chloro-2-methyl-phenyl)-pyridin-2-yl]-2-methyl-

25 benzenesulfonamide;



112.
N-[ 5- (4- Fl uor o- 2- et hyl - phenyl ) - 6- et hyl - pyri di n- 2-yl ]

WO 2e0b0105kaior omet hox7- benzenesul f onam de; 113. PET/EP2005/007894
[ 5- (4- Fl uor o- 2- et hyl - phenyl ) - 6- met hyl - pyri di n- 2-yl ]
-3-net hyl b enzenesul fonam de; 1147 -2-Chl oro- N
[ 5-(4-fl uoro-2-nethyl -phenyl)-6-nmethyl -pyridin-2-yl]

- 5-128r i3 Chbt oM { $1/é-chierz e fhwud-Bomathiyt phenlyl)5pyridin-2-yl}-2-methyl-
4- Fl uor g- N- -

[5-(4-f ﬁi?BF"d‘-eé‘!lfPé‘f‘ﬂ&}ﬁle-’ phenyl ) - 6- et hyl - pyri di n-2-yl |

-3- trifluoronethyl -benzenesul fonam de; 116. N

[ 5-122- |6+ 6-GHiaroy2-fluefo- drehdilyyl-pheniyllipyriding R Jyl] - 3-triftuoromethyl-
-3-nmeth -benagwesuléonanlde 117.

3- Chl or P8<Phenyl ) - 6- met hyl - pyri di n- 2-ylI ]

-4-f1 uor obenzenesul fonam de; 118. 2-Chloro-N

$ 5-138- QW [6+(6-Gileroy2 ﬂuﬁrmﬁtnquthylmheinyﬁ){pyﬁdjn—?—yl] -4-fluoro-

- 5- trlfluoroneﬁfﬁ!bg?zenesulfonanide; 119.

N- [ 5- ( 2-RSRFGIEE 6-met hyl - pyri di n-2-yl ] - 4-f1 uor o
-3-trifluoronethyl benzenesul fonam de; 120. N

[ 5-132, N-EDE{(EKElﬂomphmejdhﬂ-pﬂlymﬂ)}ﬁﬂnét-hyl pyridin-2-yl]-3-trifluoromethyl-
-3-fluor,0-4 nzenesul fonam de; 121. N-[5-(2

3-Di chlg% ‘HB%T @fldln 2-yl]-3,5-di nmet hyl - benzenes

ul f onam de; 122

N- [ B2 NHE54(5rChl Grordintestiyl phemyl)-f-pythiybpyridinga-y1]-4-fluoro-

-3-trifl uor one benze pesul fonam de; 123.
107 F] yor QRETES ‘PE”%F%‘?) “net hyl - phenyl ) - pyri di n-2-yl ]
- benzenesul fonam de; 124 o
3- ABorreChor&-N-H5 (5-u1ﬂom-2—m@hﬂyphqﬁy@r@medpgl-pyndm-2-yl]-2-methyl-

tidin-2-yl]- enzenesul f onam de; 125. N
[ 5-(5- Ctﬁgg%%lei‘ﬂ? %’)1/? >phenyl ) - pyri di n-2-yl]
-3-trifluoronethyl benzenesul fonam de; 126. N

[ 5-138- W[Mﬁ—@ﬂmhﬁhelphémy&thylm}mnw)fﬁ methyj-pyridin-2-yl]-3
o RERERESARA LR Rt S T oF -

[ 5-(5- cHP'6F 8- pyfdn2y|]
- 2-met hyl benzenesul fonam de 128. 3-Chl oro-

15 5-136- R bﬂéﬂﬂéﬂoubﬂuerbrmfhbﬂ mméfrrwmlmmdm 3y}]-4-fluoro-

- 2- met hyl am de; 129. N

[ 5- (6- s %enzeg‘ﬂfﬂ%%‘r%éqs met hy! - phenyl ) - pyri di n-2-yl]
-3-trifluoronethyl benzenesul f onam de;

[ 5-136- @Chbloge-N-{3-(tbfloo®-medihyl- mhﬁ@YByPY}ldWﬂrﬂ -hergegesulfonamide;

- 4-f | uor obenzenesul f onam de;
137. 3-Chloro-N-[5-(4-fluoro-2-methyl-phenyl)-pyridin-2-yl]-benzenesulfonamide;

138. 2,4-Dichloro-N-[5-(4-fluoro-2-methyl-phenyl)-pyridin-2-yl]-6-methyl-

20 benzenesulfonamide;
139. 3-Chloro-N-[5-(2,5-dichloro-phenyl)-6-methyl-pyridin-2-yl]-benzenesulfonamide;
140. N-[5-(2,5-Dichloro-phenyl)-6-methyl-pyridin-2-yl]-4-fluoro-benzenesulfonamide;

141. N-[5-(5-Fluoro-2-methyl-phenyl)-6-methyl-pyridin-2-yl]-3-trifluoromethyl-

benzenesulfonamide;

25 142. 4-Fluoro-N-[5-(5-fluoro-2-methyl-phenyl)-6-methyl-pyridin-2-yl]-

benzenesulfonamide;



131.
N-[ 5- (5- Chl or 0- 2- et hyl - phenyl ) - 6- et hyl - pyri di n- 2-yl ]
wO0 Joboidskaor omet hyl benzenesul f onam de; 132. N-PCT/EP2005/007894
[ 5- (5-Chl or o- 2- et hyl - phenyl ) - 6- met hyl - pyri di n- 2-yl ]
-4-fl uor obenzenesul f onam de; 133.183- Chl or o- N-
[ 5- (5-chl oro-2- net hyl - phenyl ) - 6- et hyl - pyri di n- 2-yl ]
- 2- I@t bt eNg s ybiRpedhdaeth %Bﬁhen yl)-6-methyl- pyndm 2-y1]
N-[5-(6- Chloro -f1 uqro- 3- net phenyl ) - 6- net hyl - pyri
di n- 2 y| pengenssplfonamydenet hy| - benzenesul f onanmi de; 135.

[ 5-14: CIle [t @;2Didhit b Phdnfipbhyikthphppidin -26yl]’ a&hﬂﬁbro@f)’dﬂh}d
in-2-y -4- flgﬁg?be zenesul f onam de; 136. 4-Chl oro-
[ 5- (4f|l?ﬁ51128n32 FYFSphenyl ) - pyri di n- 2y|]
- benzenesul f onam de; 137. 3-Chloro-N
5 5- {4 fNUar@-Chlars- héﬂuo@dﬂ-@ﬁb’ﬁ})l) 6+miéth@tpyridintRlyl]-3-trifluoromethyl-
-benzenesulfongﬂéﬁ 138. 2,4-Dichloro-N
[ 5- (4-f | R@wenssulionamidesn enyl ) - pyri di n-2-yl |
- 6- et hyl benzenesul f onam de; 139.
3- Cbiso rg= IBL¢25cm3rc54cﬂxmhd>4pha1;@henyéthqu;ymtmylyl pyfliudiar- 2
-yl] -benzenesu fonaal 140. N
5- (2, 5- BSEARSREOIARUAGI ) - 6- et hyl - pyri di n- 2-yI ]
4-f 1 uor o- benzenesul fonam de; 141. N
5-
3-

» 7

[
[ 5- {47 B-ahiro2N+1B(Dythidpberfliigrobplieatie- mpthyl-pyridia-2y}l] -
-3-trifluoronet hyl benzenesul f onam de; 142. 4-Huoro- N

195. (5| bRsveersulinamifeoheny! ) - 6- met hyl - pyridin-2-yl] -
benzenesul f onam de; 143. 3-Chl oro- N
[ 5-148: fNYBr@; 32Dliﬁhldmlph@hﬁm%maeﬁryhpyﬁdm—myﬂﬁetrnﬂuﬁrqxh@thyl—
benzenesul f ona é
N- [ 5- (2, BEOEFRA Wa nyl)-6-nethyl -pyridin-2-yl]-3-tr
i fluoronet hyl benzenesul f onam de; 145. N _

[ 5- 148 QKl [GF(Q;%Dﬁdh!l&b@}ﬁhﬁwl-ﬁxeﬁlyhpyﬂ‘dﬁh—qsyli%eﬂm@-bph?enesulfonamlde;
-3

ri fluoromethyl benzenesul f onanm de; 146. N

I
%

o §q%_ %‘ﬁiﬁégﬂgéﬂ?%’gﬁgﬂg%}g ETT%]])UE} héﬁll)ﬂ%iidgli—f:yﬁ'—lyeln]mnesulfonamide;
ChI oro- N-[ 5- (2-chl oro-4-fl uoro- phenyl) - 6- net hy I-?
i di31: 22 i Dichloeo e fie 2,3 -Haohbd ehen i} &-mpthyl-pyridin-2-yl]-6-methyl-
5-(2, 3- D|chlor henyl ) - 6- net hyl - pyri di n-2-yl ]
3-tri fI Pﬁ?f?%ﬁg‘enesul fonam de; 149. N [5-(2
>3- Di chl or o- phenyl ) - 6- et hyl - pyri di n- 2-yl {
- 4- 921 0N of 5Bz Bivbatbf phreapt) emethyl-pyridin-2-yl] -3-methyl-benzenesulfonamide;

3.
15
[

153. 2,4-Dichloro-N-[5-(2,5-dichloro-phenyl)-6-methyl-pyridin-2-yl]-6-methyl-

benzenesulfonamide;

20 154. N-[5-(2-Chloro-4-fluoro-phenyl)-6-methyl-pyridin-2-yl]-3-methyl-

benzenesulfonamide;

155. 2,4-Dichloro-N-[5-(2-chloro-4-fluoro-phenyl)-6-methyl-pyridin-2-yl]-6-methyl-

benzenesulfonamide;
156. N-[5-(2,4-Bis-trifluoromethyl-phenyl) -pyridin-2-yl]-3-chloro-benzenesulfonamide;
95 157. N-[5-(2,4-Bis-trifluoromethyl-phenyl)-pyridin-2-yl]-3-methyl-benzenesulfonamide;

158. N-[5-(2,4-Bis-trifluoromethyl-phenyl)-pyridin-2-yl]-4-fluoro-benzenesulfonamide;



150. 3-Chloro-N
[ 5- (2, 3-di chl oro-phenyl)-6-net hyl - pyri di n-2-yl]
wo bwapersesul f onam de; 151. 2, 4-Di chl or o- N- [ 5-PCT/EP2005/007894
(2, 3-di chl oro-phenyl) -6-nethyl-pyridin-2-yl]
- 6- net hyl benzenesul f onam de; 15219N
[5-(2, 3-Di chl oro- phenyl ) -6-net hyl - pyri di n-2-yl ]
- 3- 168t er[Sk(éﬁZErchkub-fpdmm)rﬁ -Ganethfl3yridin-2- yl] -4-fluoro-3-trifluoromethyl-
2,4-Dic orzg k é"ﬁds di chl or o- phenyl ) - 6- et hyl - pyrid
i n-2-yl ] 2Bt ycﬂ? ?8nesul f onam de; 154
N-[ 5-(2-Chl oro-4-fiuoro-phenyl)-6-nmethyl-pyridin-2-yl]
3- 16t - Chbra evid $4(2. B atichioepheh§3-6 - RiethyDpgtitdior 2y)-4-fluoro-
5-(2-chlP oro- 4- fgl uor. phenyl )-6-met hyl -pyridin-2-yl]
6- et hy eﬁ’%n’% L oRani de;  156. N
5-(2,4-Bis-trifluoronethyl-phenyl)-pyridin-2-yl]
3- il F-Chbeoereg 2 fuormphety])-G&methylkpyfigin-2-yl]-benzenesulfonamide;
2,4 Bi s-trifluoronethyl-phenyl) -pyridin-2-yl]

j(‘@t h&/ EI‘R?(? ﬁi‘rf u% ?g%?ﬁﬂ ?}B ; éﬁl)%ﬂ})ﬂ\l'&;ndlél -Yg bﬁrﬁzenesulfonanud&

- 4 fl uor o- benzenesul fonam de; 159.

N- [Bss( 24-Blupr e AN-67-62-Bhereyphensl) rfe mestyl-pyridia- 2ryH -3 trifluprpmethyl-
uor o- tﬂ%ﬂz&é‘&ﬁ@&ﬁmﬂ benzenesul f onam de; 160.

3-Chlo

[ 5-(2, 3-di chl oro-phenyl ) -6-nmethyl -pyridin ]

- 4- rawmdbdamwﬂﬂmmb&thM) psudmr%-v =3ychloro-4-fluoro-
BS (2- fI ne?tlﬁ %Irala%srret hyl - pyri di n-2-yl ]

-benzenes onam 2. 4-Fluoro- N[

5- (2-f 1l uoro-phen 6- net hyl - pyri di n-2-yl]

- belfde n%é@lﬂdnmr%d@ (2tfh@rozphenylnbomgthyl- pyrldln -2-yl]-6-methyl-
[5(2f| r-l?%g grrethyl pyridin-2-yl]

-3-trifl uoronme enzenesul f onam de; 164. N-

5(24B|stX|quororrethyI phenyl) - pyri din-2-yl ]
3- tﬂﬂ 0Nd54(2fmu@1001ﬂlﬂfiﬂé76e§l§ﬂﬂbﬁmlaef -Yi é’strlﬂuoromethyl-

c
f%eg{zgn p lg%nalrgld% nmet hyl - pyrl d| n-2-yl]

nmet hyl benzenesul f onam de;

*2

16
- 167- ANe[6r(@- @ngpymﬂl)@&ﬁypetbykpm@nf} Y 43- -trifluoromethyl-
-trifl 8&8?@@%1‘1% ngnesul fonam de; 167. N
-(2
-1
-1

[
[
5
(

oro phenyl) -3, 4- di et hyl - pyri di n- 2- yI]
r|f|uoroneth | benzenesul f onam de 68...3-Ch g
(€2~ ERNiTOSHErgichiore phes radrmeHyH R Aim 2] betiznesulfonamides
N-

enzenesul f onam de; 169.

ﬁ%[] BL@ '@HSWE né 1)43, @dﬁ?ﬁ&ﬂﬁ%i-pﬁﬂdih@-ﬁﬂ 2-Rhigro-benzenesulfonamide;

OTO benzenes nam de;
I\I- 2- Met hyl -[ 3, 3' ] bi t iethyl .
-b ((i‘Wi)e nE rM[gt,];:ah{f]d%]be%ly;ﬁm}qy -yl? 3- tnﬂuororille Pger:r?zgheesum;namlde;

3-Chl oro- N-[5-(2-chl oro-phenyl ) -4-net hyl - pyri di n-2-yl]

bepzen 1] benzenesulfonamlde
opbepzenssml e 4e:chlbfé-phenyl)-4-methyl-pyridin-2-yl] ;
N- [ 5-( 2- Chl or o- phgnyl) 4- net}%w oyr i din 2oyl -3-triflu

or orr7€t' hﬁl- g?&_zgﬂg?ou_lp enyﬂnl methyl—pyndm -2-yl]-3-trifluoromethyl-

benzenesulfonamide;

[
2,4
[
165-
[
[
[

173. 2,4-Dichloro-N-[5-(2-chloro-phenyl)-4-methyl-pyridin-2-yl]-6-methyl-

benzenesulfonamide;

25 174. 3-Chloro-N-(2-methyl-[3,3'|bipyridinyl-6-yl)-benzenesulfonamide;



173.
2,4-Dichloro-N-[5-(2-chl oro-phenyl ) -4-net hyl - pyridin-2

WO yiopo et hyl benzenesul f onam de; 174. 3- Chl or BETMEP2005/007894
(2-methyl- [3,3 ]bipyridinyl-6-yl)-benzenesul f onam de;
175. 3-Chloro-N -20 -
[5-(4-fl uoro-2-nethyl - phenyl)-4-nethyl -pyridin-2-yl] -
benzengs sIlﬂcﬁmnNnﬁsd(e ﬂli(ﬂ‘ﬁ 2-methyl-phenyl)-4-methyl-pyridin-2-yl]-
N-[ 5- (4; Fl uor oz - phenyl ) - 4- net hyl - pyri di n-2-yl ]
S3-tri fPER?FB?Fé]#ﬁ ?IB Zenesul f onami de; and 177.
2,4-Di chl oro- N-[5 (4-fl uoro-2-nethyl - phenyl) - 4- et hyl -
pyL7&li N~ B~ - Flubr svet hgthileptzesyh sis hfethydupyddin- ExdiptrifBioodmethyl-

particul arl ferr d cpnmpounds of fornula (1) are:
N-[5(2l’ %%’ifg l‘f:?‘:/)rldanyl] 5-f | uor o- 2- net hyl

- benzenesul f onam de;
53- Ont. o2 @-Dichlor-2N ¢5H(4)+fhlopﬂ?érmét)1ylpyhdn&‘i) - thethyl-pPridipt Jryl] -6-methyl-
- benzengsul f onam de;
3- Onl or BENEPESIHOnamider ) o o_ phenyl ) - pyri di n- 2-y1 ] - 2- ne
t hyl - benzenesul f onam de;
3- Chl or 0- N-[ 5- (2- chl or o- phenyl ) - 6- net hyl - pyri di n-2-yl ]
- 2- et hyl - benzenesul f onam de;

4, r5 D hlng lgs &\%’ éa?h&ﬁar@ﬁ]!)r%fe?re@@%mﬂolm@y of fghﬂulg'(w:a]re 2-1l

uor o- b

3- Chl or o- N-[5 (2, 4-di chl oro- phenyi ) -pyridin-2-yl]-4-nme

t hl-[SéhEhlveetgheoylipiyddin- PWHei-ﬂdDWeZ-Inetbxl’rheﬁmf@lli@némld%
[ 5-(2, 4-di chl oro- phenyl ) -pyridin-2-yl]-am de;

10 E%}flgonaﬂs‘fg 19 PEEINA) 50k BLAT-B-hbthy b ML R R AR de;

enésu
3-.Chl oro- N-[ 5- (2-chl or o- phenyl ) - 6- net_hyl - pyri di n- 2-

- 43fﬁaﬂh5q-Nb£5nQ2(gﬁéqurgmgnﬂé-¥yzldm- 2-yl]- me’tjl%/yl benzenes iJo]namlde;
4- CUor o- N- [ 5- (2- chl or o- phenyl ) - 6- et hyl - pyri di n- 2-yl ]

beR: UNE o henvl)-6-methyl-pyridin-2-y1]-2-meth: l—benzenesulfonamlde,.
37(%[18% N m}g&&p cetﬂyo)r or%ehe};lypyil- 16n msyt] hyl - py};| di n-2

-y - 6- net hyI benzenesul f onam de -
N- g5-Pizhlorgi N erhbﬁ@m}llewlwwélifhzle yA-fluororengenespliopamide;

enesul fonam de; N-[5-(2

?‘@h RJ-R= Bheny. dchRorb eyl F-pytiling2 4] dd - etigy] ehpohzaionamide;

onam de;

SChIoroN-[S 4f| hyI enyl ) -6- . YL pyr
15 dPtpe;z’dweﬂ*zulﬁ%}lﬁw é@]ﬁ néfg@zf@mg‘reygfﬁg‘f@p (2

J3-di chl or o- phenyl ) - pyrldln 2-yl]-4-nethyl - benzenesul f

ona|1€,3-Dichloro- Fhenyl -pyridin-2-yl]-4-fluoro-benzenesulfonamide;

3-CUoro-N-[5-(4-7luoro-2- methyl phenyl) - pyridin-2-yl]-
& rrEt}Horo ePS ‘(32 gﬁg}of gﬂenml) g ‘methyl-pyridin-2-yl]-4-methyl-benzenesulfonamide;
4-Chloro-N-[5-(2-chloro-phenyl)-6-methyl-pyridin-2-yl]-benzenesulfonamide;

2,4-Dichloro-N-[5-(2-chloro-phenyl)-6-methyl-pyridin-2-yl]-6-methyl-

20 benzenesulfonamide;
N- [5-(2,4-Dichloro-phenyl) -pyridin-2-yl]-4-fluoro-benzenesulfonamide;
N-[5- (2,4-Dichloro-phenyl) -pyridin-2-yl}-2,4-difluoro-benzenesulfonamide;

3-Chloro-N-[5-(4-fluoro-2-methyl-phenyl)-6-methyl-pyridin-2-yl]-2-methyl-

benzenesulfonamide;



N-[ 5- (4- Fl uor o- 2- net hyl - phenyl ) -pyridin-2-yl]-3-triflu
or onet hyl - benzenesul f onam de;

WORGs/O{B46l- Di chl or o- phenyl ) - pyri di n- 2-yl ] - 3- t rPET/EP200FE7894
t hyl - benzenesul f onam de; N
[ 5- (2- Chl or o- phenyl ) - 6- net hyl - py21idi n- 2-yl ]
-3-trifluoronethyl -benzenesul fonam de; N

[ 53-Ch &2l N+ [G-(2{3ediyhibr@phdngl) rpyRidit-P-v1] 4-methyl benzenesulfonamide;
-4-f 1 uoro-benzenesul f onam de;

u O$ glhi%rﬁ% @S@:ﬁ? hen %%-%l_gf,%’f're}tle% )- ;%‘)Hdug y) r17'1]24-\Hlt;l'chgl'-bdfangérl‘e.L;ulfonamlde,

N-[ 5- (2, 4- Di chl oro- phenyl ) - 6- et hyl - pyri di n-2 %/I] 2,4-
di Nl BefseFleny-2neethyltpheaph) geridin-2-yl]-3-trifluoromethy’ benzenesulfonamide;
2,4-Di chloro-N-[5-(2, 4-di chl oro-phenyl ) -pyridin-2-yl]-

Y RN e P

-yi ] -benzenesul f onam de; . .
5N- NB[5¢ @B—Ehlmoiphﬁny'}ieﬁhydathﬁmmgdnr) -2¢1] n%{tn@morlgy}qﬂwlﬁﬁgzeyps]ulfonamlde;

-3-trifluoronethyl benzenesul f onam de;

3- QN 0F RN e 5rhidat]- Yo @n 2 Rl dnksfifmBEIAYe: - DY i
ﬁhgog%o fﬁ[) zpQl glé}gtp é(%gn%- ggt‘lhﬂﬁo[rm-?)%gyl: ?JOI‘O 2-me
phenyl ) - 6- met hy| - di 1]-3- t hyl
I fNHﬁl?dr% {ﬂqxp rlraienyl) 6pn>;ertlhylI pr;fndlgl- 1yl] 2, EJrnd?ﬂuc%/ro-be(?lrz]gr?e?&l% nan‘nde,

[ 5- (5- Fl uor o- 2- nethyl phenyl ) - pyridi n-2-yl]
-3 [@FHE Mg 0a-Ae-2,4- dlﬂuoro—benzenesulfonarmde,
Fg{ég%\%ro 2- S ﬁﬁu#}?ﬁpyrlgl?n 2-yl]-3-trifluo

romet hyl - benzenest | I fonal ni d 1
N- 28- l@@htmpdHSﬁLM%ﬂ@DWﬁVﬁ;HWGWe%V ly6-methibenzengpylfonamide;
-4-f 1 uoro-benzenesul f onam de;

3- Dl Bl A1 N6 ‘%zfcmé% Shenyles idthphsrdin-2pK-belizan&ulfodamide;
- bénzenesul f onam d

2,4-D chl N-[5-(4-fl th

i erLfef%Efq%?@@e%ﬁ@We@eﬂn; et ortenPhS A RN bty R
Wbé&&é&ﬁ%ﬁa&&et hyl - phenyl ) - 6- net hyl - pyri di n-2-yl ]
-benzenesul f onam d e;

R Y R RS S T R —

24-Di chl oro-N-[ 5- (2, 3-di chl oro- phenyl ) - 6- et hyl - pyri di
n - Bé {4 @‘Id&&hyﬂnbﬁx? sh@y1)L6-areeiyl-gpetidin-2-yl]-3-methyl-benzenesulfonamide;
2-

1

[=]

chl or o- chl oro- 4-fl uor o- phenyl ) - 6- net hyl -

£ %E\I{ % 25 ﬂubor%) 2 Wnﬁﬂrﬁﬂfé’f}’ Zen@ﬁ{g y}i‘ff; gg%}ﬁu%m eﬁl}g/l l]enzenesulfonam1de,

- 3-chl or o- benzenesul f onam de;

3- R D-CMidrd- Z—i}red{yﬂ-@halyﬂ))hp)n'}dm—24y1irétthuﬂluopynetﬁy]nbeglzqusulfonamlde,

- benzenesul f onam de;
uo&%{éf@& e ?&g}\% %rb(iﬁlg' 91){«!115% 91 2 Mhdio3bdnzbddsulfonamide;

3-Chloro-N-[5-(4-fluoro-2-methyl-phenyl)-pyridin-2-yl] -benzenesulfonamide;

2,4-Dichloro-N-[5-(4-fluoro-2-methyl-phenyl)-pyridin-2-yl]-6-methyl-

20 benzenesulfonamide;
4-Fluoro-N-[5-(5-fluoro-2-methyl-phenyl)-6-methyl-pyridin-2-yl]-benzenesulfonamide;

N-[5-(2-Chloro-4-fluoro-phenyl)-6-methyl-pyridin-2-yl]-3-trifluoromethyl-

benzenesulfonamide;



3-Chl oro- N-[ 5- (4-fl uoro-2-nethyl - phenyl) - 4-nmet hyl - pyri
di n-2-yl] -benzenesul f onam de;
WOR(05/0(054¢-| uor o- 2- net hyl - phenyl ) - 4- net hyl - pyr i BPCTHER209$/§07894
-3-trifluoronethyl benzenesul f onam de; and
2,4-Di chl oro- N-[ 5- (4-fl uoro-2-meRBy - phenyl) - 4- net hyl -
py tidin-2-yl]-6-nmethyl benzenesul f onam de. Processes
f on, 4 hechiaoaul a6t (ar3edichloc®phanyhds- modthflepymidina 24yl ja6-enelmyl-

ob%ect of %he Lgvention. The preparation of conpounds

of

FRFEREFAIOna gy

$he present invention maybe carried

out in sequential or convergent synthetic routes.
Sy njdhPiddorof Nt 562k dhl@ot 4-Gnormr phesiyh vér miethyl perifiol- 2-glit Giopethyl-

Sc
r e XETFOAS

enes. e skills required for carrying out the
Eﬁmﬁﬁé$fication of the resulting products

are known to those in the art. The substituents and
5 NAN-¢BE2 dskiektiiAubroeetinlipheiylly ppiedinr 2-pt] + 3ochlofo-béngenesulfonamide;
processes have the significance given above unl ess

i ndi cat ed e.contrar . Of : Yo

o e S DB RY s BRI £ AR BE R topamice
conmpounds of fornula Il conprising Rl to R7

S UlG{ 54 2Tl roapliend))-Emethydelyridin-2-gHs3-aberrdmetiyl-benzgaesulfonamide;
above description via a condensation reaction with

B e e

di retyl am no) -pyridine (DVAP) in a solvent such THFE
et PNfDi(4-Frearoy2-ereshyd phenylité-onbylopyrishisa-yiis-trif uoromethyl-

y
4

i di ne . t, with or without the addition of
@gg%ensea@ﬁonggﬁ?éf?ég yl ami ne or DVMAP, at room

tamaauueorateHWMedte%qumes i

\?\ﬁrmbmﬁdﬂowf-NgEﬁ@fﬁmorbo}mﬁ}a’l'lp.
co

to give
RS st ewd rponeibEl- Biridinr2)] -4 methyl-
eR yl can al sobe prepared from
Sraneeffiapiad pr ep

riula | where R5 equals H via an

al kyl ation reaction, using, for exanple, NaH as a base
and DVF as solvent, at roomtenperature or at el evated
t enper at ur es.
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Processes for the manufacture of compounds of formula I are an object of the

invention.

The preparation of compounds of formula I of the present invention may be carried
out in sequential or convergent synthetic routes. Syntheses of the invention are shown in
the following Schemes. The skills required for carrying out the reaction and purification of
the resulting products are known to those in the art. The substituents and indices used in
the following description of the processes have the significance given above unless

indicated to the contrary.

Compounds of general formula I can be obtained according to scheme 1 from
compounds of formula I comprising R! to R’ substituents and A, E, G definitions
according to the above description via a condensation reaction with aryl, heteroaryl or
heterocyclyl sulfonyl chlorides, in the presence of a base such as trietylamine or (4-
dimetylamino)-pyridine (DMAP) in a solvent such THEF, ethanol, methylene chloride
DMF or DMSO, or in pyridine as a solvent, with or without the addition of a base such as
trietylamine or DMAP, at room temperature or at elevated temperatures, to give

compounds of general formula I. Compounds of formula I where R’ equals alkyl can also



Al ternatively, conpound of general fornula |I can be
prepared according to schenme 2 from conpounds of
w@ewenais4d ormula 111 in a substitution reacti OPCIEPINOZON7894
correspondi ng aryl heteroaryl or heterocyclyl
sul phonami de, in the presence of2&-base such as sodium
hydri de, Na2CO or triethyl amne and in a solvent such
as b'EIrlEepaMfrmm DOMpouads ofdormule Irwhemtl%requds Havia eh elkglatidn reaction,
éfn%ta II,{}IS %}’?\ gsgz? Ea's gﬂ?ﬁrran sf’sglvgx(‘:ftr e%c ! :mg%mg#{ahture or at elevated
forterapaﬁpires Cu(l) chloride, or Cu(l) iodide in a
sol vent such as di oxane or DMF, in analogy to a nethod
descri be%cﬁg L. Buchwald (J. Am Chem Soc, 2001,
7727) . r1“urther alternative consists of reacting
corrpoundR7of general fornmula IV via a netgl catal ysed
(Pd or Ni ss-coupling reaction with corregpondi ng

or gano I ¢ reagent such as (hetero)@ 2
(heterd)aryl zink or (hetero)aryltin reag\ent [ R
Suzuki ( gi shi -t)(p)\e @oupl i ngx R

(for literatu Ie: uzuki , Chem\éééev 1995, 095, o)
Stifle, Angew | EE, 1886, 2B 508: Negi,s e. N
Chem Res. R'198N 1ENH34O) Sctrere 3 M B(OR'2, N~ R

O ZnBr | nter nedi ateq|;5ll [l and |Vare either |

conmer ci al avai (1gbl e, known in the literature or can R° ()

be prepared by applying a sequence of standard

reactions known in the art and outlined in scheme 4.

Thus, starting from appropriate 2-pyridones of fornula

V, which are either known in the literature or can be

Pr efiesredivatycarmipoimdtaf gsﬂmlai(famniulpi oachoh prepared abwedjng ko scheme 2 from
hal ogenat i,on. W t h C13 | .
corPERrERMS ﬁfggegerghfagxgggf pas r%l FTIIS)F nl% %?Oﬁle&hﬁg n bétrdsBnding ary!
fo rlmidraax’;/l or hErgodyalybsulishidnaatide; &sthe @rﬁsbmcecdfaé)lamch poyndium hydride,

th oro ves vi a
Rich of g afpe e igcp iR ot i TREYE: SPHROAR room
temperature or at elevated temperatures. The reaction can also be carried out under the
10 condition of an Ullman-type reaction with, for example Cu(I) chloride, or Cu(I) iodide in

a solvent such as dioxane or DMF, in analogy to a method described by S.L. Buchwald (J.
Am. Chem. Soc., 2001, 7727).

Scheme 2

1] )

A further alternative consists of reacting compounds of general formula IV via a metal-
15 catalysed (Pd or Ni) cross-coupling reaction with corresponding organometallic reagent
such as (hetero)arylboron, (hetero)arylzink or (hetero)aryltin reagents using Suzuki-,



Corcoran, Tetrahedron Lett. 1990, p6757). Subsequent
reaction with al kyl am nes or ammoni a, either applied

WO pooaotEsss, Wt hout sol vent, or in equinolar aPGUBPR)5/007894

in a suited sol vent such as ethag |, water, DM or
THF, gives rise to conpounds of frula VI1. The

re al so be rformed n,.an aut

el @*@iﬁ onNsPBhicpe C??Plﬁagaﬁ%fggnf hﬁrqtgwegu@?b?éa@r Bev., 1995, 95,
(f 2475a8tilkex Anpdve .CHEm. HEB A 98 6)e50 5A8; Wiepishi, 22¢. Chem. Res., 1982, 15, 340).
17) . Scheme 4 Conpounds of formula Il can then be be

prepadeenie®dm VI| via a netal - catal ysed (Pd or N)
cross-coupling reaction with correspondin

7

or ganonet al | | c reagent such as (hetero)ar borop,

(hetero) aryRZ| nk or (hetero)asyltin reage Bi ng

Suzuklb| r Stifl 1 esor Negishi-type cpupli r% rehcti oRd as

desci ~RThe anino Bn opt i@gal R?

prot ect edjjw t SOQ;ﬁard pr%ectp ng groups Auch

or pivai NPTRor_sQ_pger f orBd ngLhe cross-coupl 0\\,/
reaction. Conpo ds forrrul% 1 1M are obt ai S 4
compounds of forywula VIII (prepared from Wi a R
met al - cat al ysed cross-coupl iRfprd for 11) by an s

hal ogenation (Naction (as for the preparation of Vi)

f r 'V can be prepared fromVl via'a
nudeop%g? g su%%&%’fﬁl on reaction with a corresponding
aryl, heteroayryl or heterocycylyl sulfonamde in a
So['n%e?gltedis«i flh%g C?% el% co&;ﬁ{%@f%%?{iﬁg kg wg g ﬂ'l Siterature or can

as SO era
el kepaepated bmxar Aing agequEnee giﬁtértdaadrr@e@onsd@@wmnntﬂm art and outlined in

5 StLRerAE £ 'lqiuts r@irtﬁg@i??%n Oﬁljogrlp : (;Q‘L‘gyr‘lcﬂorltef| 8f fok G, W}ﬁdpire either

n be o dures known jn't
aﬂino“ﬁpﬂeﬁﬁ%fé (AT 9TCRR B PERPAEOAFERRiRs tottRdmTpcedures, subsequent

s qﬁ%dﬁanmom?ﬁlapemm@n Gr POBYS givad xgﬁe dt@@llib édiﬁa@p&ﬁhﬂ@%hloro or 2-
e reac ur. e 1 C oes [e
RSO VPRGHS B S B EF BAdeo APRFNGPY BF gbia i fhe chloro or

olitrainoeldrifatornes Vialhalpgen emﬁanggwmhmn(fme gemrralesqutiodiofithis type: R.C.

10 aré’clrto%ﬁ,t "Pé’tga%re&on%etthf &, ?g%ﬁgilgul? q(,)nq)aeatcﬁlc')]}l P t!hdaﬁ%'l SRines or

15

oces
pragpueRie; @ﬁhemprdledowpmﬁmwcihwbﬁomﬂna o in pdpEmelan aRbunts, in a suited

solvent such as ethanol, water, DMF or THF, gives rise to compounds of formula VII. The
reaction can also be performed in an autoclave at elevated pressure in analogy to published

procedures (for an example: T. Haga, Heterocyles, 22, p117).



R7, A, E and G are defined as before conprises the

reacti on of a conpound according to fornmula in the
w@e@senses of a conmpound according to fornul a cPCREP2005/007894

wherein RL to R7, A, E and G are _defined as before.

Particularly preferred is the abéle process in the

presence of a base such as trietylanne or

(4-di rﬁﬁ"ﬁmﬁ no) -pyridine (DVAP) in a solvent sugh

THF, et hanolg? net hyl ene chl oride DMF or DMBSO, orRr n

pyridi ne as a solvent, with or wthout theygddi

a basd R etyI am ne or DMAP, at room

tenperatu at el evated tenperatures. Prefe

I nt er medi e: 5-(2-chloro-phenyl) 1 N Hal
- pyri dRn- 2- )N am‘?re 5- (2, 4-di chl or o- phenyl )R |
-pyr|d|n23Ha ne; 5-(2- cdjlord) phenyl) HVI

- 6- met hyl - pyri di n-2-yl ami ne¥ _H NH
5-(2-chl oro-4-fl uoro- phengtlﬁ Tidi n-2-yl am ne; 51 R 2
(3-fluoro-phenyl)- pyridin-2-ygam

5-(2, 4-di fl ugpo-phenyl) -pyri - 2-yl am ne; 2

5- (4- met hoxy-|phenyl ) - pyri di n- -yI ani ne R

5- ( 4- f Habxg- ) -pyridin-2- Hal R®
gggmet hoxly- p en;d\)ﬁepyrr di n- 28 ly m ne l ~
-(2-fluor | Pyridin-2 ,3811@,

5-( 2- chRgro B‘henyﬂl’)/ -pRrti di n- éX R’ N" NH
5- (4- met hanesul f ohyl - phenyl) -pyri d| n- 2 yl am ne; |/ s
5-(4-fluoro- phenyR)(|V)6 met hyl - pyri di n- 2-yl am ne; H R

(VI

halogenation
— (i)

(V1)

Hal: Cl, Bror | (i
M: B(OH),, SnR;, ZnBr

Compounds of formula II can then be be prepared from VIl via a metal-catalysed (Pd or
Ni) cross-coupling reaction with corresponding organometallic reagent such as
(hetero)arylboron, (hetero)arylzink or (hetero)aryltin reagents using Suzuki-, Stille- or
Negishi-type coupling reactions as descibed above. The amino group can optionally be

5 protected with standard protecting groups such as BOC or pivaloyl prior to performing
the cross-coupling reaction. Compounds of formula III are obtained from compounds of
formula VIII (prepared from V via metal-catalysed cross-coupling as for IT) by an
halogenation reaction (as for the preparation of VI). Compounds of formula IV can be
prepared from VI via a nucleophilic substitution reaction with a corresponding aryl,

10 heteroayryl or heterocycylyl sulfonamide in a solvent such as DMSO or DMF in the



5-(3-fluoro-phenyl)-6-nethyl -pyridin-2-ylam ne;
5- (2, 3-di chl or o- phenyl ) - pyri di n- 2-yl am ne;

WG2(0dnidswor o- 2- met hyl - phenyl ) - pyri di n- 2-yl am nBCT/EP2005/007894
5- (2, 5-di chl oro-phenyl) -pyridin-2-ylam ne;
5-(2-fluoro-5-trifluoronethyl -phenyl)

-pyridin-2- gl am ne; 5-(2-trif]uoronethyl
- phessgrice .oﬁy asdqsgclga%odmnﬁ bydride, at room temperature or at elevated

5- i&n&r%ﬁé Yhe Qul%lﬁ%ﬁhés WR¥d irdihik sfepydra Bithé@ ;commercial, known in the

> ki éﬂpgé)c?rcggél AR TEY o@yé%ngpcgp%g%qﬁ{;gﬂ din 2 %a{ﬂﬁ}ﬁyﬁan also first

e bechrefred 16 I‘tl@eltoehﬁﬁlykh)or Potaedililand yhésdaltsZay theemi treassed in the

55 E%acga%)ﬂlil %:pgo%dﬁ% {5} ch Eﬂgsnx%//crt) %}{ tge adn%tlx*x %m%er base. Alternatively, IV
5- i kholonined ﬁfolrmWIobjBraameﬂp t}mppln)esmy)du@g :mrb heterparyi or

?6 h?%{ﬁflg&%%’l %@g)?;d{g% !ﬁs] c%g;&méh)above.

5- (6-Chl oro- 2-f | uor o- 3- net hyl - phenyl ) - 6- met hyl - pyri di n

-2-yl am ne;

5(25D|chloro phe 6- net hyl ridin-2- I

5- ( 5- FAupeferred pradesd f%pﬂv@rmgar@mffm y "Vﬁ%\h‘ﬂ‘eremR to
1€ R, Ao G g defied a pefore comprisesthe peaction o anczml;?u;rﬁ secording o

e; f&nfida 3- Di chl or o- phenyl ) - 6- net hyl - pyri di n- 2-yl ami ne;

5- (2- Fl uor o- phenyl ) - 6- net hyl - pyri di n- 2-yl am ne;

5- (2-Chl or o- phenyl ) - 3, 4-di ngt hyl - pyr| di n- 2-yl am ne;

2-Met hyl -[ 3, 3" ] bi pyri di nyl -

(In

in the presence of a compound according to formula

O\\ //O

ot S\R4

15 wherein R! to R’, A, E and G are defined as before. Particularly preferred is the above
process in the presence of a base such as trietylamine or (4-dimetylamino)-pyridine
(DMAP) in a solvent such THF, ethanol, methylene chloride DMF or DMSO, or in
pyridine as a solvent, with or without the addition of a base such as trietylamine or

DMAUP, at room temperature or at elevated temperatures.
20 Preferred intermediates are:

5-(2-chloro-phenyl)-pyridin-2-ylamine;
5-(2,4-dichloro-phenyl)-pyridin-2-ylamine;
5-(2-chloro-phenyl)-6-methyl-pyridin-2-ylamine;



5- (2-Cnhl or o- phenyl ) - 4- et hyl - pyri di n-2-yl am ne and
5- (4- Fl uor o- 2- net hyl - phenyl)

WO 200a®145yd - pyri di n- 2-yl am ne. The conpounds of PCI/RP1085/007894
descri bed above for use as therapeutically active
substance are a further object o27the invention. Al so
an obj ect of the present invention are conpounds as
de & (bddorabbflnofcophenyd-pyridimR atdmineof medi canents for

th_[@g[}j Lshy.and: f: her . af illnesses which are
cags@ yxﬂég?l&ﬁdggg Cl altng’_d with the enzyme

11 beRat-dfluomepbertloprtidient?ydemighasel ( Hb HﬁDI ).

Li kewi obiest of 1t he i ation are pharnaceuti cal
coﬁpe@sli W@%%%?‘%ﬁgi Pgl%lérgylg%\#g%und of the formula | as
sde Sei thentogiieug) pyddim-2fybmsipegut i cal |y inert carrier. A
furthher preferred P47 .0f the present invention
is,sf émﬁ@lg E’ﬁigg}g)o o%%df@?&tuﬁ'{é formula | as described
abev@-flurotptenpl) gyeadat-2-glanghesnedi canents for the

ST e, o5, Sbes 1. eating

Paist (4emktimhgsufforfleptread) ipyridine2-ybenioé a conpound

1y S A arphsp B B AT RS T Foal ot and

pr apByflwotbsphehyklicainethyb pfydia-2-ylamdnd ur t her obj ect  of

Lo G raeaoro R R BT BT KeBEs "non manuf act or ed

ac ofdilngot B rsetyyl phenydf-pytidindeglemied processes. Al so

O aarenic e BBl RY Pl e s ifne: oo, obesi 1y, eat i ng

19i sondico-Hyshioshettiyhehanyl)-pyrdint 2ylirone; whi ch

A CompeRaTOP RS R PR RgetR s above.
5-(2,3-difluoro-phenyl)-pyridin-2-ylamine;
5-(2,4-bis-trifluoromethyl-phenyl)-pyridin-2-ylamine;
5-(4-fluoro-2-methyl-phenyl)-6-methyl-pyridin-2-ylamine;

20 5-(2,4-chloro-phenyl)-6-methyl-pyridin-2-ylamine;
5-(5-fluoro-2-methyl-phenyl)-pyridin-2-ylamine;
5-(5-chloro-2-methyl-phenyl)-pyridin-2-ylamine;
5-(6-Chloro-2-fluoro-3-methyl-phenyl)-pyridin-2-ylamine;
5-(5-Chloro-2-methyl-phenyl)-6-methyl-pyridin-2-ylamine;

95  5-(6-Chloro-2-fluoro-3-methyl-phenyl)-6-methyl-pyridin-2-ylamine;
5-(2,5-Dichloro-phenyl)-6-methyl-pyridin-2-ylamine;
5-(5-Fluoro-2-methyl-phenyl)-6-methyl-pyridin-2-ylamine;
5-(2-Chloro-4-fluoro-phenyl)-6-methyl-pyridin-2-ylarnine;
5-(2,3-Dichloro-phenyl)-6-methyl-pyridin-2-ylamine;

30 5-(2-Fluoro-phenyl)-6-methyl-pyridin-2-ylamine;
5-(2-Chloro-phenyl)-3,4-dimethyl-pyridin-2-ylamine;
2-Methyl-[3,3']bipyridinyl-6-ylamine;
5-(2-Chloro-phenyl)-4-methyl-pyridin-2-ylamine and
5-(4-Fluoro-2-methyl-phenyl)-4-methyl-pyridin-2-ylamine.

35



Particularly preferred is a nethod for the treatnent

and prophyl axis of diabetes Type II, which nethod
w@ovpoises admi ni stering an effective anount OPCHEP2005/007894

conmpound according to fornula | as described above.

Assay Procedures Transient exp28sion and parti al

Purification: The cDNA encodi ng the human || bet a- HSDI

pr ot eiThe\sBSpetiied forfiuda I becibyd Host fon useasttherapeditally active
(Strata ene &;hl SDCOH ruct {for details see Al ex
OfBPSHRCE 28qd Tyt er93ﬁ§it8 Y9899, Vol . 274, Issue

40, 28762- 28770) was used to transiently express the
pr ot eiAfkol ah dﬂﬁéﬁ&ﬁhe ldsant(iAVEGGon ardxempoBRds 46d8ribed above for the

ﬁl;)?gp:ﬁllrgf@% c|> 'Fﬂe éuelpr%@yiae%/saatﬁgi&geraﬁgﬂf? ﬁlp%:sses whith are caused
5 raﬁoe&érb Qdaodiﬁledi ﬁntweth@ermﬁxla adbétwihgéroxidteroiddehydtagePBE1
so hate buffered Saline). To 1 volune of cell

Bn in PBS 2 vol umes of ice-cold lysis buffer
(somvl Tris; pH7.5; I nMEDTA; 100 NaCl ) were added.
The ¢ @.hlieﬁné&%h%bﬁé;tﬁ@ﬁihbjhv?@ﬂidxﬁire iphaperitc campé@ions comprising a

st rokes) e.re nat e soni ¢
t iSpTPEHRE ot oo bot: fﬂ OYRANGEET faé’ﬁ‘a“éﬁ‘gg‘%eedé%ﬁer
a | ow speed centrifugation (I Omn x 900Qy; 4C). The

m cr ogofithef prforiedrmbadimeltlof dieqatedent mvbmtgjn s pleegse of a compound

BT LN PR < T T E—

7 .28d prophyRRIAT didb¥etd opesitypbaring idsot ders, cdqsiipldémgaan«b hypertensmn
was fepeated. The resulting pellet containing the

[Jnu? ][ g %gq,af:lﬂﬂaé{ Efsxlrgd {\%35%‘?%20'69 c%)f}%e Ond IgcéoFc.thgg 36, fUr88a 1 as described

NiabbRORR Mrbﬁarm oﬁiﬁétﬁtaaﬁemlfomfthesﬂrahﬂnenmidl prlophjelgxls of diabetes
Tg’ﬁ ﬁssl ng |l beta-HSDI: The sane construct used for
€t'ent expression of human || beta-HSD was al so
used to establish cell lines stably expressing the
15 pr ot eipfurtBer 68jkat of &tdliifé’é&ﬁb invettion wengrises ansmhpourdiacgording to

l(lcgk;{e;{}@ EIS esar&%%lra&p v#'l(gl rr]lganurflectlllrle gcf:c%(r:&%glt(ygn§ §@95the described

processes.

Also an object of the invention is 2 method for the treatment and prophylaxis of
diabetes, obesity, eating disorders, dyslipidemiae and hypertension, which method

20 comprises administering an effective amount of a compound of formula I as described

above.

Particularly preferred is a method for the treatment and prophylaxis of diabetes Type
I, which method comprises administering an effective amount of a compound according

to formula I as described above.
25

Assay Procedures

Transient expression and partial Purification:



the manufacturer's instruction. Two days after
transfection, geneticin selection (0.8 ng/nm) was

w0 niobioatsedd and several stable clones were i sol BCEEP20CHEN7894
cl one was further used for pharnacol ogi cal
characterization. Mcrosome Assa$9M crosones i sol at ed
from HEK293 cells transiently expressi ng human

| | Bbe DGl encoding dhe dvmans bbetmbVB) mietct Wag gloged dntonthe expression

as f 2 ( : . I . .
oMY GBI LIEDTf: M STt <15
50CReD M Hh Y WMsswo,%a@%%?ﬂOﬁmwwﬂftp ra@piently express the protein

CofpL i) icaﬁs(ﬁcc(‘f ﬁﬁxtnbéle PRI 218 SdesBifledlin €RaKYnt-F.Of Smiley, ., Russell,
i ncCubation at 0C the assay was_ st ogped by heating to
5800CC,5Nairn, RaA87Dy vaihgi lipadectarnineh48h ﬁﬁ@rbémfection cells were washed
Ca e i .
CoR LBl A T U O L Dl U i i
oV BB bV elpmeh lof Acchanla dyssoinifies 40mbt S .5 1mM EDTA; 100mM NaCl)
kit(Distrip d [ : L. ki :
. PR RSB (5Bl 3 b . The rsling
C Shonmgemw ons abnivated Wit Hep peuidetot (K13 eftpasra x 38 |seqlaand cleared by a
50% r eduged., | [ néad :

105015 Pl Enisiedbd 1t « BOtes 1’ QU TRC HRGURARA! Baction was collected by
pr efhegh goked eapoifugisiond6@ miG501 102000} The [resultingopelirt was resuspended in
Most preferr o) s I Mab Bt i
oot bR B RS o F M PPt SH i Al Mo Whrifugation was
: lngqﬁltedeﬂ‘hs réskRQPetletl domtainiap|the migpessil figctiomias again taken up into

et a- HS see. above . .ed-.i
ol StoutEet TRt Sl R o b KAERDec ot ke
Cortisone was added to the cells. After 60 m n of

15 ncubation at 37C in a 5% CO2 atnosphere part of the
medi um was renoved and the conversion from Corti sone

o GeRgst et PR R SRR L O PRRAE, "ol g,

Inc.).
The same construct used for transient expression of human 11beta-HSD1 was also used to

establish cell lines stably expressing the protein. Briefly, (HEK293) cells were transfected
with 11beta-HSD1 construct using the lipofectamine reagent (Gibco BRL) according to
20 the manufacturer’s instruction. Two days after transfection, geneticin selection (0.8
mg/ml) was ini’fiated and several stable clones were isolated. One clone was further used

for pharmacological characterization.

Microsome Assay

95 Microsomes isolated from HEK293 cells transiently expressing human 11beta-HSD1 (for
details see above) were incubated in assay buffer (100 mM NaCl; 1mM EDTA; 1mM
EGTA; 1mM MgCl; 250 mM Sucrose; 20 mM Tris pH 7.4; Cortisone 50-200nM and
NADPH 1mM) together with different concentrations of test substances. After 60 min. of
incubation at 37°C the assay was stopped by heating to 80°C (5 min.) and by addition of

30 the inhibitor Carbenoxolone (1 uM). The amount of Cortisol produced in this assay was

determined using a commercially available, ELISA-based Cortisol-detection kit



Results obtained in the m crosone assay using

representative conmpounds of the invention as the test
w@owpousds are shown in the foll ow ng table: CetpBPRUds007894

as descri bed above have 1Cs0O valg s bel ow 1000 nM

preferred conpounds have | C50 valFuées bel ow 100 nM

Mor e.. ferred, compounds. hav 0 val ues

The DIRFEU R G AL DRER 0 Ty WL e b e 1C50 values

f oreag the@ricastatibhat ebighatopdattidrosfitoktisol wansD% heduced.

phar maceuti cal | y acceptable salts and esters can be

Z[pnrzl&:se{f[etld}:%rg rrﬁ e%&{pﬂlggﬁ 8 dés?ﬁ’%edgﬁ%qymgﬁ tICé(%llvalues below 1000 nM;

pr apereprefensed mampbtan@so!mve IG5®vatdaesibalosy hG0 hY.. Nlostpraferred compounds
th m of tablets, coated tablets,
% jﬁ‘é%gé&]w‘%}%sgﬂff ggf&[ gel atin capsul es, sol utions,
enmul si ons or suspensions), nasally (e.g. in the form
of nasal sprays) or rectally (e.g. in the form of
supposi tories). However, the adm nistration can al so
(f Ea% ed parent ally, such as intranmuscularly or
|nt y(eg in the formof injection
solutions). The conmpounds of fornula | and their
phafaraeesire cad dszec’aof:iﬂbi‘td’cdreirshitms cellsodHHBE2 %7 sellsastrblye expressing human
pr h p ceutl [ Walela [ IR
or g a oL (s BRI R bl Rt i L pl P EMEM ot inbibitors and
1@:oa30erd1rt latelr élostlsoahea\geaddahm thar:dlsg.ﬁftat Go0nmirapEincabation at 37°C in a 5%

corn star erivatives t .
st eé(?? 8&3% ergrpar (gtllg%meglué? 8\’3 (r:eanru]o ecel usztgg t?ltl‘% s%n from Cortisone to
eX abaatisol ws messaraldjsivg at @nfmercialip laedikpledEbI§Ackit dPistributed by Assay
lg ?g{?l @g n capsul es. Suitable adjuvants for soft
gel'at BSUI es, are, for exanple, vegetable oils,
waxes, fats, sem' -solid substances and |iquid polyols,
etc. Suitable adj uvants for the production of
solutions and syrups are, for exanple, water, polyols,
acchar. r r S
15200010, HOUFED TBR RS Gonying B compounds of he
watigventiahae ths test cpmlpyohés, argbhosar inlthe ﬁcé]g@mmtaéleol | s,
et c.

Compound h 11-beta-HSD 1
ICso (nM)
Example 2 3
Example 110 12

Compounds as described above have ICsp values below 1000 nM; preferred

20 compounds have ICs; values below 100 nM. More preferred compounds have ICs, values

below 10 nM. These results have been obtained by using the foregoing test.



Sui t abl e adjuvants for suppositories are, for exanple,
natural or hardened oils, waxes, fats, sem-solid or

wo p@paiothspol yol s, etc. Moreover, the pharnaceut PCHEP2005/007894
preparations can contain preservatlves sol ubi li zers,
Vi scosi ty-increasi ng substances érablllzers wetting

agents, enulsifiers, sweeteners, colorant
f I avor dmesompapnds effprmalayiead thqlreplag%feiueca&yég@@ﬁaéle salts and esters

buffg BB
U858 G A 05 AP ARk NNt Th

sulpbeemecsytical preparsions serbewdrpinistared infeRlo prdbiss orally (e.g. in the
CORQY Bg biRks, t:&[t&y{aﬁle'ts, a eéshﬁdrﬁ aﬁﬂ %ﬁ?&?&ﬂ 4pRh1kY solutions, emulsions
accept a e salts can ophyl axi s and
B enatsmnm@ns)amsm &ergs in @arf@nnm&wdl saraye) gaadally (e.g. in the form of
d' 3R ftonE e%ll H{eeadﬁrﬁg éﬁ@ﬁ&ﬂ & AL D 2fRttbd Barentally, such as
di SO Shesit osage can var In_wde
| i nmlrasmamlaxm qr m@ave@gusrhs te-g- e thieiforre gf injectip solutions).
i ndi vidual requirenents in each particular case. In
gener akpy, i j a? e
dosage To cBg%Qtﬁnﬁgéﬁﬁgﬁ?% 12hd AR P ﬁlﬁ@éﬁ)l'g)ldilly%?@tib\k salts and esters
pr shebapracessbd mth@harrngceu@cad Y@ergémorlggus ea9rgwcgﬁ1uvants for the
1(! eéag?crl]\g}?(aﬂt f %@%moﬁ’@fl V\ﬂﬁétﬁ %aa%aesddn\ﬂ' ped éliﬁ@@ip@ﬁl%! q,llilctbse, corn

oses consist, for exarrp

of stameh @acfmwatrmmh@reofsm stgatic @cl@famtwltfs gie ecan be uggd, for example, as
e n ab
o RS Holorh Hrade Btk gt Lapte0 S0OT0 can

invention is illustrated hereinafter by Exanpl es,
whi ch (Saiteblnadiuvants fargofigalatia cepsulesaupnipieaxamplenstgetable oils, waxes,

a) i ( 512@1 et OF
(@Sssghlg:sg@&]p lg{%/ Cgspaglrdlgll %% %amt ne and 0.23 g of
5 fiuoro-2-methyl -benzenesul fonyl chloride

15 n pyr iSditalle adiovanty fordbe praducden af sofutiops and %Bﬁfﬂrétéobﬁxample’
v&a?&céél?as,asgg&ra{jdsg Anbdt GBLE gARBLey&ics (48 h). After

concenf

Suitable adjuvants for injection solutions are, for example, water, alcohols, polyols,

glycerol, vegetable oils, etc.

Suitable adjuvants for suppositories are, for example, natural or hardened oils,

20 waxes, fats, semi-solid or liquid polyols, etc.

Moreover, the pharmaceutical preparations can contain preservatives, solubilizers,
viscosity-increasing substances, stabilizers, wetting agents, emulsifiers, sweeteners,
colorants, flavorants, salts for varying the osmotic pressure, buffers, masking agents or

antioxidants. They can also contain still other therapeutically valuable substances.

25 In accordance with the invention the compounds of formula I and their
pharmaceutically acceptable salts can be used for the prophylaxis and treatment of
arthritis, cardiovascular diseases, diabetes, renal failure and particularly eating disorders
and obesity. The dosage can vary in wide limits and will, of course, be fitted to the
individual requirements in each particular case. In general, in the case of oral

30 administration a daily dosage of about 0.1 mg to 20 mg per kg body weight, preferably
about 0.5 mg to 4 mg per kg body weight (e.g. about 300 mg per person), divided into



vacuo the residue was taken up in EtQAc, the solution
washed withl N aqueous HCO, saturated brine then dried
W@®6/083dé um sul phat e and concentrated i n vacupCT/EPm®05/007894
precipitate was collected by filtration and dried in a
hi gh vacuumto give 0.21 g (57?§ of
N-[ 5-(2-chl oro-phenyl ) -pyrjdin-2-yl].-5-fluoroz2-nethyl
rsnieeshle lroRaARakiots RcherFisit doypmbls, AE fegrpg amounts,
I TRe . > howdwer,be(cMat thatthe wpptelimit@fiven above can be
C§¥ﬁ14CIﬁ%@%@%&%gyéyﬁPPreparation of thg¢gtartigg
meaxeeddst whsp this isishown & bringicated ng (0. 06 mol ) of
tetraki s(tri phenyl phosphine) palladium(O in benzene
(4 M) yYESiERHSEIREREd HadRRftabyE:gapla) whthhaveno limiting
successivelywth 0.35 g (2 nol) of
5 2-ehararters- br ono-pyridine, 2.2 m (4.4 mmol) of 2 M
aqueous Na2CO solution, 0.34 g (2.2 mmol) of
2-chl or ophenyl boronic acid in ethanol (1 m) and
heated to reflux for 24 h. The reaction m xture was
cool ed and partitioned between Et QAc, and water. The
| ayers were separated, the orgaE#@QP§§er dri ed over
sodi um sul phate and concentrated in vacuo. The residue
was applied to a silica gel colum with Et QAc as
el uent. Conbi nation of the purified fractions and
concentration in vacuo gave 0.4 g (98% of the desired
5-(2-chl oro-phenyl)-pyridin-2-ylamne as white
crystalline solid. ISP mass spectrum me: 205.1 (M1
10cal cul ated for C1l1HOC N2: ZoﬂiégEkahple 2 I n anal ogy

to exanple 1, on reaction of L i ;
5- {)2A stlliiomoph2 gy0-98 pymelyphs-f2-ghlara-plaenyd)rpyrifin-2-ylamine and 0.23 g o

B i i

oro hl or E—Fhenylaly' .
pYRT atinttil orppletion ofserstiongcenrdingdo HPS Setnatysis 448 hh After concentration in

O A bl s LB APRDERRE N SO K aquons

15 saturated brine then dried over sodium sulphate’and concentrated in vacuo. The

precipitate was collected by filtration and dried in a high vacuum to give 0.21 g (57%) of
N-[5-(2-chloro-phenyl)-pyridin-2-yl]-5-ﬂuoro-2-methyl-benzenesulfonamide as an off-
white crystalline solid. ISN mass spectrum, m/e: 375.2 (M-1 calculated for
C18H;4CIFN,0;S: 375).

20
Preparation of the starting material:

b) A suspension of 70 mg (0.06 mmol) of tetrakis(triphenylphosphine) palladium(0) in
benzene (4 ml) was treated at RT under an argon atmosphere successively with 0.35 g (2
mmol) of 2-amino-5-bromo-pyridine, 2.2 ml (4.4 mmol) of 2 M aqueous Na,COs3

25 solution, 0.34 g (2.2 mmol) of 2-chlorophenylboronic acid in ethanol (1 ml) and heated to
reflux for 24 h. The reaction mixture was cooled and partitioned between EtOAc and
water. The layers were separated, the organic layer dried over sodium sulphate and
concentrated in vacuo. The residue was applied to a silica gel column with EtOAc as

eluent. Combination of the purified fractions and concentration in vacuo gave 0.4 g (98%)



a) In analogy to exanple 1, on reaction of
5-(2, 4-di chl oro- phenyl ) -pyridin-2-ylamne with

w®G2Gob0rses 2- met hyl - benzenesul fonyl chl ori de t hECEERRSS/007894
obtai ned: N [5-(2, 4- dlchlorophenﬁé)
pyridin-2-yl]-5-fluoro-2-nethyl rzenesul f onam de as

an Qff-whit ljd. | SN nass .sp um nf 409

caIcRdeRaeE 5 2chisra s o CpS: -¥l9gihe Prgiie YN plic 152 mass
t hepadtain,im@: 205 ethal calbilated fan@), BguIN,0208x.anpl e | b),

on reaction of 2-am no-5-brono-pyridine wth 2, 4-

di chl or ophenyl boroni ¢ acid there was obtai ned:

5- (2, 4-di chl oro-phenyl)-pyridin-2- ylanine as a white
crystalline solid which was used w thout further

purification in the subsequentExamaitd on step. Exanple

4a'ln analogy to exanple 1, on reaction of

%- (& adaldgyctol examplete oy rdactipn iof de-kh;dramhasylwpyhdﬁ-z -ylamine with 3-
ggltcﬁfo(r)o-é- ngtth%*wn gﬁ%ﬁ{f l‘il Llo Ceq'e Qvas 0 ameg £ M8RH-N- [5-(2-chloro-
di @hhmﬂhpyﬂn@myl yH @ymeﬂiyb-bﬁn@eln]asulfonamlde as an off-white solid. ISN mass

ﬁi;r;n’gss 2t 2{9?3&?‘1! guﬁg;?gﬁf@?ﬁ@%g@yggg;fgﬁl i d.

C18H|3C13NQCQS 425). Exanple 4ba) In analogy to

exanple 1, on reaction of

5- (2-cMoro- phenyl ) -6-net hyl -pyridin-2- ylam ne with
103- chl or o- 2- net hyl - benzenesul f dxginpletd ori de t here was

obt ai ned: 3-Chl or o-

N- pbln enaldgy ¢ exaphpla§i 9n Gantehef 5—@41'dénmpr9=ghepy12-mﬂhw-ylamine with
-b ' .

. g%%%%&?ﬁ%%%&&mpwo% gitxéerg %ESN- 5-(2,4-dichloro-

H1 e@trwmmshn%ﬁj -5- M@pa&—maﬂmb—bgﬁzemhsﬂ@mmdqvg an off-white solid. ISN

}@ ébéjJectr )m/ hg?‘@lg;?%é &ﬁatgé 5 Hég%mff@)érs?@@)! on
]5chlorophenylboron|c acid there mas obt ai ned:

5-(2-chl oro-phenyl)-6-nethyl -pyridin-2- ylamne as a
whPtepamtipsiodithe startisg materidlSP mass spectrum me: 219.2
(Mt 1 calculated for Cl2

b) In analogy to example 1b), on reaction of 2-amino-5-bromo-pyridine with 2,4-
dichlorophenylboronic acid there was obtained: 5-(2,4-dichloro-phenyl)-pyridin-2-
ylamine as a white crystalline solid which was used without further purification in the

20 subsequent reaction step.

Example 4a

In analogy to example 1, on reaction of 5-(2,4-dichloro-phenyl)-pyridin-2-ylamine with 3-
chloro-2-methyl-benzenesulfonyl chloride there was obtained: 3-Chloro-N-[5-(2,4-

25 dichloro-phenyl)-pyridin-2-yl]-2-methyl-benzenesulfonamide as an off-white solid. ISN
mass spectrum, m/e: 425 (M-1 calculated for C;3H;3Cl3N,0,S: 425).

Example 4b



H11C N2: 219). Exanple 5 In analogy to exanple 1, on
reacti on of

WG2(0BOUIskOr 0- phenyl ) - 6- net hyl - pyri di n- 2- yl am nECTHEP1905/007894
bi phenyl - 4- sul fonyl chl oride thegg was obt ai ned:
Bi phenyl - 4-sul fonic acid [5-(2-

whis) ot Y olSkeRE S st el brg ey methyl-pyridin-2-
|
cal Ak Wthfﬁf:hlgﬁﬂm NHBZnedidBhyl dilcrfeltRerb wa} obtained: 3-Chloro-

L9 f
gn 0%-let g ﬂerg?PIthg} L fﬁﬁgﬂ;;}'?lcqtbéfgp}’éf% -methylibenyenesylfongmide as a white

3- %Bil@rxm%mkfakmﬁﬁ&y@mes ulfvanyhicelblea fhde, HHETINIRS: 405).
obt ai ned: 3-Chl or o-

g\N-[ 5-(2-chl oro-4-fluoro-phenyl)-pyridin-2-yl]-2-nethyl
- benzenesul f pnam de as an .anorphous white solid. | SN

madyerasaiion ahihe seeingspaeriall | cal cul ated for Q sHL

G 2FN2Q2S: 409). Preparation of the starting material:

b) H)ln @Hﬂbg;gbb dx@mBleaAb] ¢ rekdtionT 5r8io- @ metllyl-pyridin-2-ylamine with 2-
5- bronp-p di n-2-yl am ne wi.th 2-ch

{1 blasophmTIosRRioANs tas Wt o0 o Rhgy!)-6-methyl-pyridin-2-

5- (y%rﬁf% Qg Qwiutfe lcky@traﬂme R, 3P niyy sbedtiirmd, mMet 219.7@Ma$ calculated for Ci,
whi‘te crystalline solid which was used w thout further

1puHACENE 2BH- i n the next reaction step. Exanple 7 a) In
anal ogy to exanple 1, on reaction of
5-(3-fluoro-phenyl)- pyridin-2-ylamne with 3-
chl oro- 2-rnet hyl - benzenesul fonyl chloride there was

obt ai ned: 3-Chl oro-N-[ 5-(3-fl ubxasphenyl ) -
pyridin-2-yl]-2-nmethyl-benzenesul f onam de as a

cr )‘Iﬁtaﬁlalb ﬁ) éﬁahilﬁ E @hiréactibof F5 2 ghkpephenyl)-6mhethyl3FEidin-2-ylamine
g;w \AI(% ﬁgﬂ%ﬁylé:ﬁoéme%here Wa%alneggﬁlpheny?a uﬁtolmc acid [5-(2-

15 chloro- phenyl) -6-methyl-pyridin-2-yl]-amide as a white foam. ISN mass spectrum, m/e:
433.2 (M-1 calculated for C;4H;9CIN,0,S: 433).

Example 6

a) In analogy to example 1, on reaction of 5-(2-chloro-4-fluoro-phenyl)-pyridin-2-

20 ylamine with 3-chloro-2-methyl-benzenesulfonyl chloride there was obtained: 3-Chloro-
N-[5-(2-chloro-4-fluoro-phenyl)-pyridin-2-yl]-2-methyl-benzenesulfonamide as an
amorphous white solid. ISN mass spectrum, m/e: 409 (M-1 calculated for C;s His
CLFN,0,S: 409).

25 Preparation of the starting material:

b) In analogy to example 1b), on reaction of 5-bromo-pyridin-2-ylamine with 2-chloro-4-
fluoro-phenylboronic acid there was obtained: 5-(2-chloro-4-fluoro-phenyl)- pyridin-2-
ylamine as a white crystalline solid which was used without further purification in the next

reaction step.
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b) In analogy to exanple Ib), on reaction of

5-brono-pyridin-2-ylam ne with 3-fl urophenyl boronic
wa@eood/o1dses e was obt ai ned: 5-(3-fl uoro-phenyl ) -PCT/EP2005/007894

pyridin-2-ylamne as a white crystalline solid which

was used without further purifi-c¥tion in the next

reaction step. Exanple 8 a) In analogy to exanple 1,

on reaction of 5-(2,4-difl uorkxamped|)

-pyridin-2-ylamne with o ) )

3- OHingmelogy feenyplob PRaarssionod AyP-fuerenpheaeyl}-yFidindylamine with 3-

obaL e A T ) i ined: 3-Chloro-N-[5-(3-fluoro-

di ??Bfo}fg _rrrl) eme??églﬁ\l{lg%#%{l&llde there was obtained: 3 [5-(

- 2plmyh>y1>3crbiémr@esﬂbgumtbﬁabﬁnaélea@f@a@ri%% qrysiglipgphige solid. ISN mass
| } : . | at ed
o o R L et e P et ar i g

material: b) In analogy to exanple Ib), on reaction of
5-brono-pyridin-2-ylamne with 2, 4-

di Pteperasiopioé the strstinpmatesial:d t here was obt ai ned:
5-(2,4-difiuoro-phenyl)-pyridin-2- ylamne as a white

Cr ¥ $EAidalb§ tBLAHIVRS), U $chctbh BPSUbréHbIPydin-2-ylamine with 3-fluro-

purtification in t%e next reaction step. Eﬁaang,g IP ) .

anphayyjbarenie zeidphese was ebtainedc3-{ 3yflugro-phenyl)- pyridin-2-ylamine as a white
1027 st%]]gx'e fs&lﬁﬁ%ﬁi’c@ BEDut wilhdut Rlrthe? pYikiBEAtiH W thénext reaction step.

fluoro-2-nmethyl-benzenesul fonyl chloride there was

obtai ned: N-[5-(2, 4-Difluorophenyl)-

pyridin-2-yl]-5-fluoro-2-nethyl -benzenesul f onam de as

a crystalline white solid. I SN nass_spectrum nie:

377.1 (M1 calculated for G 2S: 377) . Exanpl e

L i S S5 S9P dFE R BhCi)-pvidin 2 yiamine it

3- §hhRIr8-RniBlBbnRsaaEnes ehiosidy thabivas bistaireie 8 eChiam-N-[5-(2,4-

obt ai ned:  3-Chl oro-N-| i (4- P . . hite solid
15mme diflseyo-phery)-prsini vt 2msibyl-benpenssplfppammids as g Frvaiipe white solid.

dergg n?as§srfx¥§&@ln! k8 39810 (91- 5 edlbflated B O S CBRBGOSIBD2).
me: 387.1 (M1 calculated for Cl19H17C N2C2S:. 387).

Preparation of the starting material:

b) In analogy to example 1b), on reaction of 5-bromo-pyridin-2-ylamine with 2,4-
20 difluoro-phenylboronic acid there was obtained: 5-(2,4-difluoro-phenyl)-pyridin-2-

ylamine as a white crystalline which was used without further purification in the next

reaction step.

Example 9

95 In analogy to example 1, on reaction of 5-(2,4-difluoro-phenyl)-pyridin-2-ylamine with 5-
fluoro-2-methyl-benzenesulfonyl chloride there was obtained: N-[5-(2,4-Difluoro-
phenyl)-pyridin-2-yl]-5-fluoro-2-methyl-benzenesulfonamide as a crystalline white solid.
ISN mass spectrum, m/e: 377.1 (M-1 calculated for C;sH;3FsN;0,S: 377).



Preparation of the starting material: b ) In anal ogy
to exanple Ib), on reaction of

WG260084@Yyri di n- 2-yl am ne wi t h 4- net hoxyphenyPGDEP200£007894
acid there was obtai ned:
5- (4- met hoxy- phenyl ) - pyri di n- 2-y36ami ne as a bei ge
crystalline solid which was used w t hout further
purification in the next rea&kimpledfep. Exanple 11 a)
In anal ogy to exanple 1, on reaction of ) .
5-4)dnfehalogp totanyly 1 pprreattion 2f i 4methoxg pheng) -pyridin-2-ylamine with

- | 0-N-[5-(4-

¢ Phir SR pASRAR HE@AJ Eﬁ??ﬂie ALY RF - S0~ [5-

or o- uor ophenyl
pymiethory- @hyh‘}'l) -DyridinkiA @emﬁxybbmmwg}ﬁw@g aga crystalline white solid.

5Cr al | | t 75. 2
(SR B sBpeflly R SR B &E@%Zﬂﬁ? el
of the starting material: In anal ogy to exanpl e
Ib), on reaction of 5- brorno pyridin-2-ylamne with
4- Pnepmaﬁph@tﬁﬁletﬁmwngmaaﬁnah t here was obt ai ned:
5-(4- fI uoro phenyl ) -pyridin-2-ylam ne as a brown
cr - L fnine W1th4 methoxy-
pur)slgnl ca 8?{4@%@9?‘9@2%%?%%%%@&5%@% 2R Pe 12 In B
anpth@glbotmlena\dghge was glptam@éci-(ébme&oxy-phenyl) pyrlchn -2~ ylamlne asa

h
o7 iR BRI Aot on iy e e sscon
obitepp.ned: 3- ChI or o- N-[ 5- (4-fl uorophenyl ) -

pyridin-2-yl]-2-nmethyl -benzenesul f onam de as a
crystalline off-white solid. | SN mass spectrum nle:
359 (M1 calculated for CL8H14F2N2O2S:. 359). Exanple

13a) I n anal ogy to exanpl e 1 gx@fpleacti on of
5- (2- net hoxy- phenyl ) - pyridi n-2-yllamne with

%)l Iﬁﬁ%g Io%g %E}Eb)ﬁllplp € LRSS A BYU- filrepheeyl}-peridinviglamine with 3-
al ne

15 pechionty S anh g i desbisu sy bt e s ¢ Raoro-
| dshee}i%rl)apﬁ{cﬁﬁ 121 D0G ethl-béhzeftshl¥onamide as a crystalline white solid. ISN mass

spectrum, m/e: 375.2 (M-1 calculated for Ci5H;4CIFN,0,S: 375).

Preparation of the starting material:

20 b) In analogy to example 1b), on reaction of 5-bromo-pyridin-2-ylamine with 4-fluoro-
phenylboronic acid there was obtained: 5-(4-fluoro-phenyl)-pyridin-2-ylamine as a brown

crystalline solid which was used without further purification in the next reaction step.

Example 12

95 In analogy to example 1, on reaction of 5-(4-fluoro-phenyl)-pyridin-2-ylamine with 5-
fluoro-2-methyl-benzenesulfonyl chloride there was obtained: 3-Chloro-N-[5-(4-fluoro-
phenyl)-pyridin-2-yl]-2-methyl-benzenesulfonamide as a crystalline off-white solid. ISN
mass spectrum, m/e: 359 (M-1 calculated for C;sH;4F2N,0,8: 359).

30 Example 13



| SN mass spectrum nfe: 371.1 (M1 calculated for
Cl9H17FN2CB8S: 371). Preparation of the starting

woraioeni@hé b) I n anal ogy to exanple Ib), on reRCI/EP200D607894
5- brono- pyridin-2-ylam ne with 2-met hoxyphenyl boronic
acid there was obt ai ned: -37-
5- (2- et hoxy- phenyl ) - pyridi n-2-yl am ne as _yel | ow oil . .
whiarn anatogy ¢ ekamplé buan reagtione! Spdrmethexyipbanylirpyrén-2-ylamine with
nextq 0?8—%tﬁ18@lyﬁﬁgﬁen§m En1dAd@ihet WA @Y RFluoro-N-[5-(2-
exanple 1, t

on‘reaction o

5- fiethidoxyenhenplirgnyitin- By rhmﬁ@l—@p&m@ﬁqn@mi@e as a crystalline white solid.
TR A0S | et s o

ai ne uor ophenyl’) -

§wridin-2-y|]-2-nethy|-benzenesulfonanide as a

crystalline white solid. | SN mass spectrum me: 375.2

( MPtepmadtion of theistérting Gie@ddia (I FN2CQ2S: 375) . Preparation

of the starting material: b) In analogy to exanple

| b),; i iBY bF HibRor iRe -Yhithe with 2-methoxy-
2 ) U PR bieRm: 167 B RGRApHOT S RO ATRIA S Phibihe with 2-methoxy
5- phedyibmpuicphidrihere way obinedp5-2-amsthexyzphenylr Byridin2-ylamine as

whi ' ichii ' | i®ion step.

noretp LB pHRR ol LRl R Rkl @ ot rfon tep

1, on reaction of
16- ( 2- f 1 uor o- phenyl ) - pyri di n-2~yl ami ne with 5-

fl uoro- 2- et hyl - benzenesul fonyl chloride there was

obt ai ned: 5-FIuoro-N-[5-(2-fnugg§ﬂhemyl)- pyridin
-2-yl]-2-nmethyl - benzenesul f onam de as anor phous white

Solak'@n a2 BNy B SfarsHle ¢] dritidactionest 536914 d4d-phatyt)upyatdint-2f Yamine with 3-

fl %b}%)?g—édgg = b%ﬁzgr)xésullf:'c))(n%f%gric]{g h'nnerea VQfgsl S irled: £ERRO K- [5-(2-fluoro-
S+ G- ialvedyl2) methyi-BérreResyilfanimilenis alerRtalline white solid. ISN mass
di %ﬁf%%?mﬂ hW- engi{zﬁs I c;c‘(n;ylH C&lF% bd§ 3t751)er e was

15pbspeatedn, my e Dl dr e af%i.ffeg_ 18H14CIFN2058: 375)-

chl or o- phenyl ) - pyri di n- 2-yl ] - 6- met hyl - benzenesul f onam
de as a colourless crystalline
Preparation of the starting material:

b) In analogy to example 1b), on reaction of 5-bromo-pyridin-2-ylamine with 2-fluoro-
phenylboronic acid there was obtained: 5-(2-fluoro-phenyl)-pyridin-2-ylamine as yellow

20 oil which was used without further purification in the next reaction step.

Example 15

In analogy to example 1, on reaction of 5- (2-fluoro-phenyl)-pyridin-2-ylamine with 5-
fluoro-2-methyl-benzenesulfonyl chloride there was obtained: 5-Fluoro-N-[5-(2-fluoro-

25 phenyl) -pyridin-2-yl]-2-methyl-benzenesulfonamide as amorphous white solid. ISN mass
spectrum, m/e: 359 (M-1 calculated for C;sH14F2N20,S: 359).

Example 16



solid. ISP mass spectrum me: 425 (M1 calcul ated for

C18H13d 3N22S: 425). Exanple 17 In anal ogy to exanple
wa2en/0tsact i on of 5-(2-chl oro-phenyl) - pyri di n- PEER20DFI@)7894

with 2,5- difluoro-benzenesul fonyl chloride there was

obt ai ned: N-[5-(2-chl oro-phenyl ridin-2-

yl]1-2,5-difl uoro-benzenesul fonam

crlm@lqum@emplal qraqam@so fSHdes QIﬁTPerP@\{m Sm(mamine with 2,4-
MLAS-89dn i@ I-S?nétﬂe% e &Z@was%&@diﬁ’édez 18Dihlokdr N-[5-(2-

anafc'ogy to ex on ‘reaction of I

5 c(kﬂonmephmmléspyirfd@mﬁwlbﬁmwl “heprsngsyifopamidensiaclaprless crystalline
Hof & hlafehlfor € ,0,9%a35

obst gifin eS% ﬁgﬂ?ﬁ%ﬂun@‘?ﬂ% DB eAvhla 9E,,0087,0, )-

N-[ 5- (4- met hanesul f onyl - phenyl ) - pyri di n-2-yl ] - 2- met hyl

- benzenesul f onam de as an anorphous white solid. | SN

mass spectrum nfe: 435.1 (MJ] ca c:l,}l ated for
. : %F?-%!P, el b)

Preparation of the starting I'n anal ogy to

exanpl e 1b), on reactlon of p _
wi Tranglogirdt KaBRIG L FhiRCtinme - Brob et T i 2 idine with 2,5
0b&]ﬁgﬂﬁﬁiber@eﬁésu[@hﬁ%ﬁﬁﬁidleftKHﬂéf{»va@dSl&ﬁh‘ﬂhd =-N-[5-(2-chloro- phenyl) -pyridin-2-
yr| In-2-ylamne as_a whjte c“%g%allgﬁe Sﬁ*iﬂ§$h ectrum. m/e:
way] @ssedlﬂ»pmrbemzeﬂeﬁu%fﬁafr‘m'&a @5 CORtaRe SR {1ass sp ’
10" €57 (0 éalc%Patecﬁfs@@J}ﬁlé@zm,)ozsmm al ogy to exanple 1,

on reaction of 5-(4-fluoro-phenyl)-6-nmethyl-pyridin-2-

ylam ne with 3-chl oro-2-nethyl - benzenesul f onyl

chloride there was obtai ned: 3-Chloro-

N-[5-(4-fl uoro-phenyl) - 6- net I-p in-2-yl]-2-nmethyl

- benzenesul f onami de as a yell ISN nass

m | cul
:s%ggbc e é‘?eFW il reg‘ggﬁj(?fﬁt er T'a ’?%fh%%%ldm >

an L 8fihYe With excmbez hféih l-blnzreﬁem:ﬂlﬁonyl chioride there was obtained: 3-Chloro-
15 Nr FSn&-glet anesulfongf Ilalgénr)]fl)zp%ﬂlnmzpy? nghfr’l—benzenesulfonamlde as an

amorphous white solid. ISN mass spectrum, m/e: 435.1 (M-1 calculated for
C19H17C1N20482: 435).

Preparation of the starting material:

20 b) In analogy to example 1b), on reaction of 5-bromo-pyridin-2-ylamine with 4-
methanesulfonyl-phenylboronic acid there was obtained: 5-(4-methanesulfonyl-phenyl)-

pyridin-2-ylamine as a white crystalline solid which was used without further purification

in the next reaction step.

25 Example 19

2) In analogy to example 1, on reaction of 5-(4-fluoro-phenyl)-6-methyl-pyridin-2-
ylamine with 3-chloro-2-methyl-benzenesulfonyl chloride there was obtained: 3-Chloro-
N—[5-(4—ﬂuoro-phenyl)-6-methy1—pyridin—2-yl]—2-methyl—benzenesulfonamide as a yellow
foam. ISN mass spectrum, m/e: 389 (M-1 calculated for C;oH;6CIFN,0,S: 389).



fl uor o- phenyl boronic acid there was obt ai ned:
5-(4-moro- rhenyl)-6-nethyl-pyridin-2- ylamne as a

wQ@ 2i0bowwses ystal | i ne solid which was used w t hoRCT/EP2005/007894
further purification in the next reaction step.
Exanpl e 20 In anal ogy to exanpF&91, on reaction of
5-(4-fluoro-phenyl)-6-nmethyl-pyridin-2-ylamne with
5-fl uoro-2- met hyl - benzenesul fonyl chl oride there was

obg ai ned: | - -(4-
f F%ISP%I?‘%R%%%?%?%%E?% i din-2-yl]

-2-met hyl - benzenesul f onam de as_a |ight-yel |l ow foam . .

| SN Inesslogp ez example Hy)eon gagtion ¢fNi-prazae-ungthylipridin-2-ylamine with 4-
gi@%gg&?%%&on%g g"%ﬂi thefe | btdite - (U018 YD B-methyl-pyridin-2-

, - 0on reac ) ) )
55- flamineum roelire mystallide selidwyhich yias used withaut fprther ryrifisation in the

3-chl ora:.2- hyl - benzenesul fonyl chloride there was
obPEt ﬁeeaé?lg% -E%%'I or o-

N-[ 5- (3-fluoro-phenyl)-6-nethyl-pyridin-2-yl]-2-nethyl
- benzenesul fonam de as a yel lﬁﬂ@-ﬂéﬁﬁ | SN mass
spectrum nie: 389.1(M1 calcu)ated fqr . 1 .
C1lbHIBRIgFD epsplg Bon reprtiogaf é‘iofﬁfl%f)-ﬁcl}?@?’]étﬁameﬂfY&PYﬂdm-z‘Ylamme

n’a.%, 58 u0rd)- Pﬁf‘-ﬁ&?ﬁﬂesﬁlﬁoﬁﬂ 2RRtige thbre wafobRafedt BFldro-N-[5-(4-
5- Bromo- b met yl -pyridin-2-ylamne with 3- . .
10f | fovro-pHeayicometnl-pyadind-virermethik beprenssibfpnamide as a light-yellow

5- f3nf TUQLRAPRREMH ) 1%7@‘3%!:( koY Edlelilied foﬁ/@ﬁmlmgszsaws).

whrte crystal I'ine solid whi ch was used w thout further
purification in the next reaction step. Exanple 22 In
anal ogy to exanple 1, on reaction of

5-(3-f|uoro-phenyl)-6-nethy|-gyripia-z-ylanine with
€,

5-fl uor o- 2- net hyl - benzenesul oride there was
obt ai ned; 5-Fl uor

f | aoinnglesrie §xag . ﬁ@ieép&opdﬁf ﬁ;(é:%«;ﬂro-phenyl)-6-methy1—pyridin-2-
15" 2510R iR SRERRE SUne AR Bétten&alfenyl ichlvridg ehérewras obtained: 3-Chloro-
N-[5-(3-fluoro-phenyl)-6-methyl-pyridin-2-yl] -2-methyl-benzenesulfonamide as a yellow
foam. ISN mass spectrum, m/e: 389.1(M-1 calculated for CioH6CIFN,O,S: 389).

Preparation of the starting material:

20 b) In analogy to example 1b), on reaction of 5-bromo-6-methyl-pyridin-2-ylamine with 3-
fluoro-phenylboronic acid there was obtained: 5-(3-fluoro-phenyl)-6-methyl-pyridin-2-
ylamine as a white crystalline solid which was used without further purification in the next

reaction step.

25 Example 22

In analogy to example 1, on reaction of 5-(3-fluoro-phenyl)-6-methyl-pyridin-2-ylamine
with 5-fluoro-2-methyl-benzenesulfonyl chloride there was obtained: 5-Fluoro-N-[5-(3-
fluoro-phenyl)-6-methyl-pyridin-2-yl]-2-methyl-benzenesulfonamide as a light-yellow
foam. ISN mass spectrum, m/e: 373.1(M-1 calculated for C;sH;sF2N20,S: 373).

30



foam |SN mass spectrum mfe: 373.1(MI cal cul ated for

Cl9H16F2N2Q2S: 373). Exanple 23 In anal ogy to exanpl e
wdao0em105¢@ct i on of PCT/EP2005/007894

5- (2, 4-dichl oro-phenyl)-pyridin-2-ylam ne with

3, 4- di net hyoxy- benzenesul fonyl €#0eride there was

obt ai ned: N-[5-(2, 4-Di chl orophenyl) -

pyridin-2-yl]-3, 4-di net hoxy- berrgde2dil f onani de as a

l'ight-yellow foam |SN mass spectrum me: 437.1(MI ) )

c al thAbdgttof axamEledkio 6 GtR NEDI S - (23-Aichldvarhshy) parifin-2-ylamine with

anal o ex le 1 ct o ods -Di -

2 BB ST Ao chtane Ny il
BB@hehhyd);pp:gdmbblyﬁ enedirhétboxyl-beriremssiienantide as alight-yellow foam. ISN
obt ai ned: 4-Di c - - )

0 CRPDRSHBNPF: 7 (o hed PR B OEREO e as

an crystalline white solid. |ISN mass spectrum nie:

446.9 (M1 calculated for CL7HLO0C 4N2Q2S: 447).

Exanple 25 a) In analogy to exanple 1, on reaction of

5-(2, 3-di chl or o- phenyl ) - pyri dg%pw‘lwm' ne with
chlori

2, 5-di fl uoro-benzenesul f onyl

e there was

obﬁga.gﬁp' ¥ exbiRipleZt, Bndbschiba bﬁsgh,qfﬂdkﬁlorq-ﬂydnlyljLp’}qﬂin/-!Z}ylamine with
-2,5-di g%oro-bé%zenesulfogqu&e as g H%%Q%-#gqﬂsol 5.(2.4
| SR 4rdisblospdenrapssulionil chiprie tere wag PRigImsE ey FgFhloro-N-[5-(2,4-
101 ﬁ%ﬁ&o?ﬁ%‘ﬂ%@fp%dﬂ@) 1]-F&EPREalfbanidE ad fiecrpétalihe Rffite solid. ISN

materi al : I'n “anal ody to exanple |b), %E rg@095on of

5- massepechym, di/g- 46y} ilralolatedt for Gu7H10CLN20,5: 447).

di chl or o- phenyl boroni c acid there was obt ai ned:

5- (2, 3-di chl oro-phenyl ) -pyridin-2- ylam ne as an

of-white crystalline solid. El mass spectrum nie:

239.1 (Mcalculated for Cn HBEkah@le2839). Exanple 26

In anal ogy to exanple 1, on reaction of 5-(2

3- d) ghhM18gPloeRiinblenty bh dédatian yi Btd,Aelistilodo-Shenyl)-pyridin-2-ylamine with

15

20

25

30

2,5-difluoro-benzenesulfonyl chloride there was obtained: N-[5-(2,3-dichloro-phenyl)-
pyridin-2-yl] -2,5-difluoro-benzenesulfonamide as a light-red solid. ISN mass spectrum,

m/e: 413 (M-]. calculated for C17H10C12F2N20231 413) .

Preparation of the starting material:

b) In analogy to example 1b), on reaction of 5-bromo -pyridin-2-ylamine with 2,3-
dichloro-phenylboronic acid there was obtained: 5-(2,3-dichloro-phenyl)-pyridin-2-
ylamine as an of-white crystalline solid. EI mass spectrum, m/e: 239.1 (M calculated for

CquClzNz! 239).

Example 26
In analogy to example 1, on reaction of 5-(2,3-dichloro-phenyl)-pyridin-2-ylamine with 3-
chloro-2-methyl-benzenesulfonyl chloride there was obtained: 3-Chloro-N-{5-(2,3-
dichloro-phenyl)-pyridin-2-yl] -2-methyl-benzenesulfonamide as a white solid. ISN mass
spectrum, m/e; 427 (M-1 calculated for C;gH;3ClsN20,S: 427).



chl oro- 2- net hyl - benzenesul fonyl chloride there was
obt ai ned: 3-Chloro-N-[5-(2,3- dichloro-phenyl)

WO pyosiodisme 2-yl ] - 2-met hyl - benzenesul f onan de aBCHERIWS/@7894

10 -

15

20

25

solid. I SN mass spectrum me: 427 (M1 calculated for
G 8H13d 3N2Q2S: 427) . Exanpl e AL R anal ogy to exanpl e
1, on reaction of

5- (2-chl or o- phenyl ) - pyri di n—]:%—%%—ne with 3, 4-

dlchloro benze esul fon re t

31 anplegy toregaRp g ?@r%ﬁtp%%%ﬁ@ﬁgﬁyro-ﬁlgﬁxﬁyﬁawrgpm a-yrf%gine with 3,4-
[

Bﬁﬂ?&ﬁﬂﬁﬁké&ﬂﬁmn hasride thde twas obtiied] 3, mmmom 54(g@n¢hloro-

nass spectrun1 41 cal cul ted
cehelep lﬁﬂéene@éﬁﬁp@e 05 e P gl pecglid SN spectrum,
/inlrl QM:-tl 'cﬂ@d@fed for C17H11C13N2023 41 1)
Fz 2-chl oro-phenyl)-pyridin-2-ylamne with
3, 4di net hoxy- benzenesul fonyl chloride there was
obt ai ned: N-[5-(2-Chl oro-phenyl)- pyridin-2-yl]
- 3, 4- di met hoxy- benzenesulfonanide as a white
crystalline solid. |SN nass me: 403.2 (M1
cal cul ated for Cl9H17C N2O4 Exanple 29 In
anal ogy to exanple 1, on reaction of
514 analbyotocxphpleyl, pn psaction of (3, Flatorpherylnpgidin-2-ylamine with
Elﬁl%.lrgetgx ggi) engﬁﬁ” %ﬁl%hﬁ@ ke WQA 6ch1ﬂ€d Nng 5 §2 W& Horo-phenyl)-

tain or o- | oro

wndm -Prybl-34 ]dlmﬂthﬁ@f Sz F Foharhita gvstlipe - JSN mass
ge‘&z@n& ife: 81! Q-1 SNulkesEsos 0o, AN O8: €03)391 ( M+ 1
cul at’ed for Cl8H14C 2N2O4S: 391). Exanple 30 a) In
anal ogy to exanple 1, on reaction of
5- (4-fluoro-2-nmethyl -phenyl)-pyridin-2- ylamne with
5-fl uoro- 2- net hyl - benzenesul fonyl chloride there was.
obt ai ned: 5-Fluoro- N Example 29
[ 5-(4-fluoro-2-nethyl -phenyl)-pyridin-2-yl]-2-nethyl-b
eflﬁ&iﬁeﬁig’yfw rasmple lgonarehctipnt VEH(Z)«A'/}@Mpbenlemyﬁégxs -ylamine with 3-

oro lir—nmeﬁzyﬁbenzenesgx%nyl CRloFid &Y R obthinE: 6 eNeBN-[5-(2-chloro-
phenyl)-pyridin-2-yl]-4-methyl- -benzenesulfonamide as a white crystalline solid. ISN mass

spectrum, m/e: 391 (M+1 calculated for CisH14ClaN20,S: 391).

3

Example 30

a) In analogy to example 1, on reaction of 5-(4-fluoro-2-methyl-phenyl)-pyridin-2-
ylamine with 5-fluoro-2-methyl-benzenesulfonyl chloride there was obtained: 5-Fluoro-
N-[5-(4-fluoro-2-methyl-phenyl) -pyridin-2-yl]-2-methyl-benzenesulfonamide as a light-
yellow solid. ISN mass spectrum, m/e: 373 (M-1 calculated for CioH;6F2N20,S: 373).

Preparation of the starting material:

b) In analogy to example 1b), on reaction of 5-bromo -pyridin-2-ylamine with 4-fluoro-2-
methyl-phenylboronic acid there was obtained: 5-(4-fluoro-2-methyl-phenyl) -pyridin-2-



Preparation of the starting material: b) In analogy to
exanple Ib), on reaction of 5-brono -pyridin-2-ylam ne
WOwRa0h/0205fid uor o- 2- net hyl - phenyl boroni ¢ aci d t hECHERRS5/007894

obt ai ned:

5- (4-fl uor o- 2- net hyl - phenyl ) - py‘r4?d'rn 2-ylam ne as a

white solid. ISP nmass spectrum nie:

cateminase i ol RE RS POy BA 78 (| pllsiaddgy bl PN

anple 1, on reaction of

5 (4-11 uor o- 2. met hyl ~phenyl ) - pyridin-2-ylam ne with
3-chl or o- 2- net hyl - benzenesul fonyl chl ori de there was

obt ai ned: 3-Chl oro-N-[5-(4-

fl uoro-2-net hyl - phenyl) - pyri dixamiedi - 2- met hyl - benzene

sul fonam de as a light-yellow soli | SN nmass
5S PRCA: teRimpi8 Y, 611“\4%1&1&?61031 @ﬂﬁ&of-zl?nethyl phenyl) -pyridin-2-ylamine

C19H16 N2O2S: 389 nal og
Sr@%pr%meg}yl-benzenesul onyl c orlcﬂe tﬁere was obta1ne X5 IE%Iloro-N [5-(4-

h?@orﬁrﬂ - }@Jgﬁx@ﬂ)g -p?r)iﬂindl—ﬁ} 1] 2- ¥ Bl benitinkdhifBnamide as a light-yellow
C

or O- enzenesul aonyl chl orjde there
odidn SN mgss@p@ftgnm %SQ%I(M I calculatec{ tlor C19H15C1FNV\828 389).
chloro phenyl ) - pyri di n-2-yl ] -4- nmet hoxy- benzenesul f onam
ide as a white solid. ISP mass spectrum me: 409.2
(Ml cal cul ated for C18H14C 2N2CG3S: 409). Exanple 33
In anal ogy to exanple 1, on rmasaiplesp of
10 BadiplO3p

5-(2-chl oro-phenyl)-pyridin-2-ylamne wth 4,5-

dlb {imrﬁl 20 Hc 51@1hﬁﬂieaa@cﬁubﬂ‘sn(wkhlefd phért)- pyretie-2adsmine with 3-
obt al n

h N-
@""p é‘i‘ﬁfh‘?% G Zﬂ’i(‘)‘%r%&é"@%{‘ fhl%nfiF thsrovaehaned drFhierey[>-(2-
irlyB)- 1991 dingl2- #lﬁﬁ-rﬁaiaa besdehestilfonrdiride434 white bolid. ISP mass

calcul ed for C 7H10 S 34 In
ansaqeéfgyn% BV &% M*ll Mﬁ%‘%ﬂ%?ﬁ’é IzNi% asn%g%
5-(2,4-dich|oro phenyl) pyridin-2-ylamne with 3-

i5Chl or o- 4- met hoxy- benzenesul fonyl chloride there was
obt ai ned: 3-Chloro-N-[5-(2, 4-

Example 33

In analogy to example 1, on reaction of 5-(2-chloro-phenyl)-pyridin-2-ylamine with 4,5-

dichloro-2-fluoro-benzenesulfonyl chloride there was obtained: 4,5-Dichloro-N-[5-(2-

chloro-phenyl)-pyridin-2-yl]-2-fluoro-benzenesulfonamide as a white solid. ISP mass
20 spectrum, m/e: 431.2 (M+1 calculated for Ci7H;oClsFN,OsS: 431).

Example 34

In analogy to example 1, on reaction of 5-(2,4-dichloro-phenyl)-pyridin-2-ylamine with 3-
chloro-4-methoxy-benzenesulfonyl chloride there was obtained: 3-Chloro-N-[5-(2,4-

25 dichloro-phenyl)-pyridin-2-yl]-4-methoxy-benzenesulfonamide as an crystalline white
solid. ISP mass spectrum, m/e: 443.1(M+1 calculated for C3sH13ClsNO3S: 443).

Example 35



di chl or o- phenyl) -pyridin-2-yl]
- 4- met hoxy- benzenesul fonam de as an crystalline white
W@ 00641058ESP mass spectrum me: 443. 1( M+l cal cRCHERIHO05/007894
for C18H13C 3N2(3S: 443). Exanple 35In analogy to
exanpl e 1, on reaction of -43 -

g'-ﬁﬂ(l gﬂg;)g}ll ':;’;g;;bﬁgz 21)2( !é‘i)’?ég‘gi{ ‘;9%:1@ 4- éHL@\’ e&ﬁ;gﬁ@;&g}ylamme with 3-
Obélrof%l mﬁgfqyﬁé&%ﬂesl}kf%@ff&ﬁoﬁde tﬂbféWs‘bbEHi‘l@éw BJ)Chloro-N-[5-(2,4-

benzenesul fonam% as an
(o

C ﬁ)@l(&b}‘Ph@YWPYUéHB@‘Wi cf-medipyl- hﬁ%@n%s’g pR3mide as PR, cryatgl}mf white
ate 18 ,0,81a
(Ma g8 (r:r%fséa%?%gté&ﬁr 1(1% ﬁﬁ?@m\%@&ﬁ ted 201 EXENGN,0,9@2A).

5-(2, 4-di chl oro- phenyl) pyridin-2-ylamne and 0.2 g
(1.1 mol) of piperidine-1-sulfonyl chloride

(preparation: BuU Soc.ChimFr.; 1936, p2143) in
pyridine (10 m) was heated iﬁmﬂiiﬁgx until conpl eti on

o reaction, aceir ing 10 1PLE el Yo 20k BlkShe a0 g
;}% gdi’gi;géhd\ﬁ@eﬁlistﬂ &@&le(\p'réﬁardtiﬁnaﬂulesuachﬁl Fr.; 1936, p2143) in
t

ne, drie r di | ate.an
C qzymdmer @ @dl) s bessadd: ' qﬂ\g’é ‘Jrné‘gi:‘l{}'{li eaélt‘% g 6ft}0é1aactc%rdmg to HPLC
10 S'a'n'aﬁz?i %&% %mmﬁ%ﬁ&a@h%@édu@hu@f@ldhgms tzkeﬂhih)m AEOAc, which

i nation of the urlfle fra t|
c onasahen washed with %@q}@og%ld@ gatupated brineydri oyﬂ e§og1urn sulphate and

d esc’)l é jl .écpﬁlr\}agﬁ@ i res'?d-ﬂefwcﬁ@ bfp lf&ﬁ'tg a sﬂlca gel column with EtOAc/toluene
I C

d
b r(@mm/y)sas@ﬂtfqzlg é)@mln@rlom e lP{h?ﬁn‘ﬁﬁoélce%%%mn tn vacto
Ma e 8?% k%?gf fhe rdes@e@%;]z@dﬂ%forﬁ@ﬁd [FEXadqdichl@&6-phenyl)-
rg X 33 exanp on_r eact

55, Iﬁyi‘ldﬂadr)dhlamndf—q@hehﬁywyl cryytalling soip. W&maﬁ%swftfﬁmzm’ e: 384 (M-1
t Xi fonyl chloride there was
obt Ciuﬁa?e %@%ﬂ&ﬂ?ﬂ(ﬁﬁé@% I'or ophenyl) -pyridin-2-yl]
-2-trifluoronethyl-benzenesul fonam de as alight-red

solid. |ISN nass spectrum nie: 445 (M1 cal cul ated for
G Hnd 2FaN2O2S: 445).

Example 37

In analogy to example 1, on reaction of 5-(2,3-dichloro-phenyl)-pyridin-2-ylamine with 2-

20 trifluoromethyl-benzenesulfonyl chloride there was obtained: N-[5-(2,3-Dichloro-
phenyl)-pyridin-2-yl] -2-trifluoromethyl-benzenesulfonamide as a light-red solid. ISN
mass spectrum, m/e: 445 (M-1 calculated for C1gH11ClFsN2O;S: 445).

25 Example 38

In analogy to example 1, on reaction of 5-(2,3-dichloro-phenyl)-pyridin-2-ylamine with 4-
fluoro-benzenesulfonyl chloride there was obtained: N- [5-(2,3-Dichloro-phenyl)-pyridin-
2-yl]-4-fluoro-benzenesulfonamide as a white solid. ISN mass spectrum, m/e: 395 (M-1
calculated for C;7H;;CLLFN;0,S: 395).

30



Exanple 38 In analogy to exanple 1, on reaction of
5-(2, 3-di chl oro- phenyl ) -pyridin-2-ylamne with 4-

wo bwenosibenzenesul fonyl chl oride there was obt BCTEP2005/007894
N-[5-(2, 3-Di chl oro-phenyl) - pyridi n-
2-yl]-4-fluoro-benzenesul f onani gdé4as a white solid.
| SN mass spectrum me: 395 (M1 calculated for
G 7HnA 2FN2O2S: 395) . Exanpl eEx@mpig 39 n anal ogy to

exanple 1, on reaction of 5-(2,5-dicHoro-phenyl) . ) )
- py) Indiralaiyyb axdmpele i omhreactinnipk 3-(%}-dichlore ahest-Perigin-2-ylamine with

KII-'] ?gg%\gﬁg{%gérﬁleﬁ\@sﬁlfgﬁg %W?xﬁe there was obtained: N-[5-(2,5-Dichloro-phenyl)-

or o- '
py piidin22-y1]12,3-difluhir {bgnrapepdfonamida aspdighhyiewasnagphous solid. ISN

B LR U e e

Preparation of the starting material: b) In analogy to
exanple Ib), on reaction of 5-brono -pyridin-2-ylanm ne
wi Pheparaioncifehe samsingtneatgtitdor oni ¢ aci d there was
obt ai ned: 5-(2,5-dichl oro-phenyl)-pyridin-2- ylam ne
as of k) 18 | i Ra& R oF 5-BronitRpSridResyladthe with 2,3-
- gﬁrb?fg@w&k’/ﬁggﬂhﬁ%1g§’edéﬂf%gr 811_FBCL2N2:%’§T2139) .%Exarﬂu e ..
40 dichlarnathegylbbronxasiptherd wanebtriaadts- Gsp-gichloro-phenyl -pyridin-2-
o- (2eo-dichl of ine BEd. Bt Brads Sple@FhACmYd: £59.1 (M calculated for
105 é’fatpd?%? sﬁnrrcgi{ﬁfy}??%g#%ﬂélﬁgg%%’%%y agsc: I o?ﬂi1 de there \Svas
obtGHeUNMN2BD- ( 2, 5- Di chl or ophenyl ) -
pyridin-2-yl]-5-fluoro-2-nethyl -benzenesul f onam de as
an off-white solid. I SN mass spectrum me: 409 (M
cal cul ated for Cl8H13C 2FN2Q2S: 409). Exanple 41 In
anal ogy to exanple 1, on reacgkghpleio
5- (2, 5-di chl oro-phenyl ) -pyridin-2-ylam ne wth
3- ofl QL Ree 1oL 1e DesizRAG R 610y, 5-althvrd PhehfIPpperidins2-ylamine with
obt%a%(ﬁﬁs%m r0-N-[ 5- (2, 5- 'Vi qjh. 7 .
15  5-fluoro-2-methyl-benzenesulfony! chloride there was obtained: N-[5-(2,5-Dichloro-

phenyl)-pyridin-z-yl]-5—ﬂuoro-Z-methyl—benzenesulfonamide as an off-white solid. ISN
mass spectrum, m/e: 409 (M-1 calculated for C;sH;3CLFN,0,S: 409).

(34

Example 41
20 Inanalogy to example 1, on reaction of 5-(2,5-dichloro-phenyl)-pyridin-2-ylamine with
3-chloro-2-methyl-benzenesulfonyl chloride there was obtained: 3-Chloro-N-{5-(2,5-
dichloro-phenyl)-pyridin-2-yl]-2-methyl-benzenesulfonamide as a white solid. ISN mass
spectrum, m/e: 427.1 (M-1 calculated for C;sH;3ClsN2O,S: 427).

25 Example 42
a) In analogy to example 1, on reaction of 5-(2-fluoro-5-trifluoromethyl -phenyl)-pyridin-
2-ylamine with 5-fluoro-2-methyl-benzenesulfonyl chloride there was obtained: 5-Fluoro-
N-[5-(2-fluoro-5-trifluoromethyl-phenyl)-pyridin-2-yl] -2-methyl-benzenesulfonamide as
a white solid solid. ISN mass spectrum, m/e:427.2 (M-1 calculated for Ci1oH;3F5N,0,S:

30 427).



di chl or o-

rhenyl)-pyridin-2-yl]-2-nethyl -benzenesul fonam de as a
wokiobe1saé | d. | SN mass spectrum nie: 427.1 ( MCT/EP2005/007894

cal cul ated for CLl8H13Cd 3N2Q2S: 427). Exanple 42 a) In

anal ogy to exanple 1, on reactich’ of

5-(2-fluoro-5-trifluoronethyl -phenyl)-pyridin-

2-yl am ne with 5-puoro-2-nethyl -benzenesul f onyl

C @8 drsiort YRR sthRingQhitalisied: 5- Fl uor o-
fS (2-fluoro-5-trifluoronethyl - phenyl)-pyridin 2-yl]

-2 nmet hyI benzene onam de a white soli | _

| SN lpasdoghiocEs ]Tb;),eorﬂrfa,ct@n(c%? %rglgp Cmrréc? -cﬁ lamnz%d\mﬂlz -fluoro-5

FRNAGBSmARy)phRhfBaFodid 1 Oikretve obtaiitedi mzmbm-sanﬂumomethyl -
5. ! mg%l 1%% 1§y)| %—Ni(aﬁgnlgﬁs( aln b%xtq qoﬁgilgﬁ%galsg snpeggrum, &%87 (M+H calculated

tr ft#pfspm;tjy;l) phenyl boroni c acid there was obtai ned:
5f%2- [ uor o- 5-trnuoronet hyl - phenyl)

-pyridin-2-ylamne as a white solid. ISP nass
spectrum nfe: 257 (M+H cal cul ated for Cl2H3F4ANZ2:
257). Exanple 43 In anal ogy to exa le 1, on reaction
of 5-(2-fluoro-5-trifluorome =phenyl ) -pyridin- 2-

R gy T ik nteatig of 52 REBALBS R bW thy! -phenyl)-pyridin-2-
10[ 14rBink i B cBotd-2fthethylometzénekul fomghaploridethemiwes 2bidined: 3-Chloro-

spﬂggr hﬁuq%?— %t? S%lg];l%tﬁ?l%lgee lﬂygflmgi-&g y:l gleld%rl Joeh B3 fonamide as
CLOWA R JRANSIISiss 48R runfxelepde. 94I- aYalbulated fOmGyHIEIFAN,0,S: 443).

exanple 1, on reaction of 5-(2-trifluoronethyl
-phenyl) -pyridin-2- ylamne with

3-chl oro- 2- met hyl - benzenesul fonyl chl oride there was
obt ai ned: 3-Chl or o- 2-

nmet hyl - N-[ 5- ( 2- trlfluororrethg%a—mp%l'%%l) pyridin-2-yl]-b

15 ggégf‘ra | fg)ﬁg)a ma.w%geal(g Nﬁl}ea%rﬁ Hg Sa ?gb:‘ ﬁxorbmsﬁlenyl) -pyridin-2-

G Akthiie vﬁ&i\lﬂ-@ﬁ]ﬁro-&%)athyl-benzenesulfonyl chloride there was obtained: 3-Chloro-2-
methyl-N-[5-(2-trifluoromethyl-phenyl) -pyridin-2-yl]-benzenesulfonamide as an orange
solid. ISN mass spectrum, m/e: 425 (M-1 calculated for CoH14CIFsN,0,8: 425).

20 Preparation of the starting material:

b) In analogy to example 1b), on reaction of 5-bromo -pyridin-2-ylamine with 2-
trifluoromethyl-phenylboronic acid there was obtained: 5-(2-trifluoromethyl-phenyl)-
pyridin-2-ylamine as a white solid. ISP mass spectrum, m/e: 239.2 (M+H calculated for

C12H9F3N22 239).

25

Example 45

In analogy to example 1, on reaction of 5-(2-trifluoromethyl -phenyl)-pyridin-2-ylamine

with 3-chloro-4-methyl-benzenesulfonyl chloride there was obtained: 3-Chloro-4-methyl-

N-[5-(2-trifluvoromethyl-phenyl)-pyridin-2-yl]-benzenesulfonamide as a light-grey solid
30 solid. ISP mass spectrum, m/e: 425 (M-1 calculated for C;oH;4CIFsN,0,S: 425).



Preparation of the starting material: b) In analogy to
exanple Ib), on reaction of 5-brono -pyridin-2-ylam ne
wWowRah/0Rs54¢ ri f | uor onet hyl - phenyl boroni ¢ aci d t hECHERRS5/007894

obt ai ned: 5-(2-trifluoronethyl-phenyl)-
pyridin-2-ylamne as a white sol d6 -1 SP nass spectrum
me: 239.2 (M+H cal cul ated for Cl12HOF3N2: 239).
Exanpl e 45 In anal ogy to exanple 1 on reaction of
5-(2-trifluoromethyl -phenyl) -pyridin-2-ylamne with
3-chl oro-4- et hyl - benzenesul fo ride there was
obt ai ned: 3-Chl oro-4-net hyl - BiemfbLe

N-[ 3n GRalbsy {0 éak@ﬁl?_IEelt, by keRRERYVE 5-3@)4[di€}h8f02%1¥4dr¥2 BSRZRN9Sylamine with 5-
ul fonam de as a [ight-grey solid solid. |SP mass
spe Gblpgq;nllﬁxp@lpxﬂsnz(emqulf@aylccm%t@ahqrg was obtained: 5-chloro-N-[5-(2,4-

%}1 9 ?‘ﬁdﬁrgﬁll%ﬁlsﬁgfyﬁa@-il% YR EhAG-Bhz NIRRT iQe £5PADL ine white
5- ( 20Ud. 4PR Fiasy Bepremyme A43-1 Ml zalgnlapadifer Gisths@sN,05S: 443).

chl or o- 2- net hoxy- benzenesul fonyl chloride there was

obt ai ned: 5-chloro-N-[5-(2,4- dichloro-phenyl)

-pyridin-2-yl] -2-nethoxy-benzenesul fonan de as a

crystalline white solid. |SP negsnsiegectrum nfe: 443.1
(Mt1l cal cul ated for C18H13CI3NQCE§: 443). Exanpl e 47

| N anahdeyy toexexplNl, 6n teacBn bERLL UATicHMro-phenyl) -pzridin-Z—ylamine with 4-

5- (2, 4-di chl grgj;ﬂph nyl ) - |dfhﬂn-2-, ltﬁm ne wbth -

B e BAEARIIS: S-<Bifrebstnary vt PR etk ohte rie Ne(2-Chloro-4-[5-

was (phidathed- phéntB-pfyhildai-0-yAsulthRroyl]-phenyl}-acetamide as a crystalline brown

(2, 4- dd'diglgor o?gl?}e,ny%- yridin- Zélf]}ﬁ)ul f}ér}rt%l %@en&lg a

cet SPHQL T Eass pegletm 1Y ¢ 468 ifnh calalatgd fqrdhslfiubisNOs5: 468).

spectrum nie: 468 (M1 calculated for C H C 3N3(3S:

468). Exanple 48 In analogy to exanple 1, on reaction

of 5-(2,4-dichloro-phenyl)-pyridin-2-ylamne with 4-

trifluoromethyl-benzenesul fonyl chloride there was

obt ai ned: N-[5-(2, 4- D chl or ophi&tawiple 48

15 In analogy to example 1, on reaction of 5-(2,4-dichloro-phenyl)-pyridin-2-ylamine with 4-
trifluoromethyl-benzenesulfonyl chloride there was obtained: N-[5-(2,4-Dichloro-
phenyl)-pyridin-2-yl]-4-trifluoromethyl-benzenesulfonamide as a crystalline white solid.

ISN mass spectrum, m/e: 445 (M-1 calculated for C,sH;;Cl,F3N,0,S: 445)

20 Example 49

In analogy to example 1, on reaction of 5-(2,4-dichloro-phenyl)-pyridin-2-ylamine with 4-
methylsulfonyl-benzenesulfonyl chloride there was obtained: N-[5-(2,4-Dichloro-phenyl)-
pyridin-2-yl]-4-methysulfonyl-benzenesulfonamide as a crystalline light-brown solid. ISN
mass spectrum, m/e: 455.1 (M-1 calculated for CigH;4ClLN,0,S;: 455).

25
Example 50

a) In analogy to example 1, on reaction of 5-(2,3-difluoro-phenyl)-pyridin-2-ylamine with
3-chloro-4-methyl-benzenesulfonyl chloride there was obtained: 3-Chloro-N-[5-(2,3-



-pyridin-2-yl] -4-trifluoronethyl-benzenesul fonam de

as a crystalline white solid. I SN nass spectrum nie:
waa®e/Msle cal cul ated for CL8HL1C 2F3N2Q2S:  445pCERP2UDH/@)7894

49 In analogy to exanple 1, on reaction of

5- (2, 4-di chl or o- phenyl ) - pyridi n-27yl amine with 4-

met hyl sul f onyl - benzenesul fonyl chloride there was. i

obtdafuved: phini5-pyAdis- Dyl k-orethybhemgehysulfonamide as a white solid. ISN mass

pyri di n- 2- & B hy sl - | de as a
Cr yREae Al o S D b CRERRAER 08 T
455.1 (M1 calculated for C18H 4C 2N2O4S2: 455).

Exanple 50 a) In analogy to exanple 1, on reaction of

5- (F2epRratidd oftthe statténgyhjterisl i di n- 2-yl arnine with

3-chl oro- 4- met hyl - benzenesul fonyl chl oride there was

obt ai ned: : ) -pyridin-2-ylamine with 2,3-

5 SSFBEReY . 7amgle ) BRI e
t hydifilenzsragibbf onaadid theaswas abitaited: Se2i3ddiflpererrsihy-phenyl)-pyridin-

spect,rum me;, .392,. ted. HF,N,:
& eyl Qs sast Beckhh B 0BT (v catedated for CHEaN:
maty@r).al : b) In analogy to exanple Ib), on reaction of
5-bromo -pyridin-2-ylamne with 2, 3-
di f 1 uor o- phenyl boroni c acid there was obtai ned:
5-(2, 3-di fl uoronet hyl - phenyl )-pyridin- 2-ylam ne as a
1@/hite solid. ISP nmass spectrugkm%§@51207.2 (M-H
al cul ated for CnH 8F2N2: 207 anpl e 51 In anal ogy
t o examl t e DRi 0 of 5-(2,3-difluoro-phenyl)-pyridin-2-ylamine with 3-
5. (3 9gey r%%’%a%‘%%%@j?%y‘% Sy A w ih) A
f | utrove2-methyl-berenesutfosylichionide thase Uﬁ?&gﬂpﬁ N [ &,3-Difluoro-
obt gi_ned: 25 (- 3-Afd Ye sesulfonamide as a white solid. ISN mass
pyﬂ%&?ﬁgiyg?%zgjﬁl%g@%?%?gggﬂ 9%%%égﬁggulfon m de as a
whi spectsuahj uh/e: KSR 2régs] wedqtccﬁfﬂr CratdisFaRR978: 37 M |
cal cul ated for CL8H1L3F3N2O2S:. 377). Exanple 52
15

Example 52

a) In analogy to example 1, on reaction of 5-(2,4-bis-trifluoromethyl-phenyl)-pyridin-2-

ylamine with 3-chloro-2-methyl-benzenesulfonyl chloride there was obtained: N-[5-(2,4-

Bis-triﬂuorometh‘yl-phenyl)-pyridin—Z-yl]—3-chloro—2-methyl—benzenesulfonamide asa
20 white solid. ISN mass spectrum, m/e: 493 (M-1 calculated for CpoH;3CIFsN20,S: 493).

Preparation of the starting material:

b) In analogy to example 1b), on reaction of 5-bromo -pyridin-2-ylamine with 2,4-bis-
trifluoromethyl-phenylboronic acid there was obtained: 5-(2,4-bis-trifluoromethyl-
25 phenyl)-pyridin-2-ylamine as a white solid. ISP mass spectrum, m/e: 307.2 (M+1

calculated for C13H3F6N2: 307).

Example 53



a) In analogy to exanple 1, on reaction of

5-(2,4-bis-trifluoronethyl-phenyl)-pyridin-2- ylam ne
waowaok/oBsehl or o- 2- met hyl - benzenesul f onyl chl or | PET/EPm®0&007894

was obtained: N [5- (2, 4-

Bi s-trifluoronethyl-phenyl)-pyrid8 n-2-yl ]

-3-chl oro- 2- net hyl - benzenesul fonam de as a white .

SOh) Bhan rRGanmbel; bhusactivhef 5493-YisMutiflearomethyl-phiend)-pyridin-2-

C20H 30 F . 493 epar atj-on.of; . | B0 1 N5 () 4
e vith-chipraraPbly P e aaNr e FHpHIE AR fiainey: N [5-(2.
S B[somﬂuoﬂitﬁétﬁﬂfp}%nzlb iytidin-Myt] k8-chloro-4-methyl-benzenesulfonamide as a

2,4-Dbistr] oromet hyl - phe ronk c.aci .
obthaehd: SN T Graters Bl A bt Fl DRy CHRLSCHAN,058: 493).
-pyridin-2-ylamne as a white solid. ISP nmass

S5spectrum mfe: 307.2 (M+ 1 calculated for C13H8F6N2:

307). Exanple 53a) In analogy to exanple 1, on

reaction of 5- (2,4-bis-trifl|Eempeihyl- phenyl)

-pyridin-2- ylamne with e . .

3- eMandlody toekiyple Noow smetion 61 (3,3 -diflusro-pheprkpwridins2-ylamine with 3-

o1 Shlers Hiap BHR RIS Stigkids %‘Fﬁ%gﬁbﬁiﬂ@ 3-Chloro-N-[5-(2,>-

- 33l cRb Phényippydinkpi rmstiyl-bernenciulfararaidgias ¢ white solid. ISN mass
solid. ISN ct.r e~ 49 | ated for
1o oparerRenEcR s e S etlled TG, b, 63650 &

exanple 1, on reaction of

5-(2, 3-di fluoro-phenyl)-pyridin-2-ylamne with 3-
chloro-2-nethyl-benzenesulfongl chloride there was

obt ai ned: 3- Chl or o- N-[ 5- ( 2, 3-Example 55

di fl uor o- phenyl) - pyridi n-2-yl]-2-nethyl - benzenesul f.on . .
i da anslogy tetiximpleolX.cn re@Nionms §- @pedichlgrg-PhERy)- Py5idin-Z-ylamine with
(ML cal.cul at - F2NRR & P3R2idinExaaibsic a6id [5-(2,3-
Inlﬁﬂﬁ‘%@§ f@ﬁgQQQ%P§a§§%ﬁgﬁ reacti on of _. e
15- (BckBodr ptengl) pypdingyll-apideias pm off-whitggolid- (3 mass spectrum, m/e:

R

di chl or o- phenyl ) -pyridin-2-ylj -am de as an off-white
solid. 1SN mass spectrum me:

Example 56
In analogy to example 1, on reaction of 5-(4-ﬂuoro—phenyl)-6-methyl—pyridin-2—ylamine
90  with 5-chloro-2-methoxy-benzenesulfonyl chloride there was obtained: 5-Chloro-N-[5-(4-
fluoro-phenyl)-6-methyl-pyridin-2-yl] -2-methoxy-benzenesulfonamide as a crytalline
white solid. ISN mass spectrum, m/e: 405.2 (M-1 calculated for C;oH;6CIFN,03S: 405).

Example 57
95 In analogy to example 1, on reaction of 5- (4-fluoro-phenyl)-6-methyl-pyridin-2-ylamine
with 4-acetylamino3-chloro-benzenesulfonyl chloride there was obtained: N-{2-Chloro-4-
[5-(4-ﬂuoro-phenyl)-6-methyl-pyridin-2-ylsulfamoyl] -phenyl}-acetamide as a light-
brown solid. ISN mass spectrum, m/e: 432.2 (M-1 calculated for CooH;7CIFN305S: 432).

30



384(M 1 calculated for Cl6HL7C 2N3O2S: 384). Exanple
56 In anal ogy to exanple 1, on reaction of

WG2(040idswor o- phenyl ) - 6- net hyl ~pyri di n- 2- yl am nECTEP1905/007894
5- chl or o- 2- met hoxy- benzenesul fonyl chl oride there was
obt ai ned: 5-Chloro-N [5-(4- -49 -
fluoro-phenyl)-6-nethyl -pyridin-2-yl]-2-nmethoxy-benzen
esul fonam de as a crytal | i ne Bdanipde 301 id. | SN nmass
spectrum nmle: 405.2 (M1 calculated for

C1 9HHMb HNR QR SnphQ5Hn réacaom bE5-54-fliorcaplainglyys-methyk aymidia-2-ylamine
1, on reaction_o ) TR (4 )
5. P BRERyPren R RYTLoblorid oo wen chisingd N7, (4-Fluoro

4- B@ﬁﬂj-elﬂagtﬁﬁ;-\f)hidimaqbpnzreiﬂasmrﬁamgubentdnemﬂfdeamt@rae a brown foam.
was_obt ai ned: - - 4- _

s 18 mah BB Py 08 (WG FJFEIps? o G baCe S 40y

-phenyl }-acetanm de as a |ightbrown solid. |ISN nmass

spectrum mnmle: 432.2 (M1 calculated for

C20H 7C FN3G3S: 432) . Exanpl e 58 In anal ogy to exanpl e

1, on reaction of Example 59

5- (4-fluoro-phenyl)-6-nmethyl-pyridin-2-ylam ne with

4-tri nuor.net - hen ([PKe: sINaT idin-2-vlami
o URETT AL 4 i i
6- meitthrmeglyamiestilfongl-henpzenesulipnyl gblogide theys wiebsaned dY-{ it Fluoro-
102 nyl . 68m P AaM-yl -@Nn@ﬂt%ﬁes&ﬁ@ﬁﬁfbéﬁzenﬁd\ﬁbnéﬁ&le(awh brown

5- (4-fluoro-phenyl)-6-nethyl-pyridin-2-ylamne with

4- et hanesul f onyl - benzenesul fonyl chloride there was
obt ai ned: N-[5-(4-Fluorophenyl,) -
6-nethy|-pyridin-2-y|]-4-neth§%@§ﬂ??8nyl-benzenesulfon

arni de as a brown viscous. 0i | N,.nmBss r h & 2 mine wi
o B ) ARl o S e SR 5 T i it
1560 (hIrhfab byl phéwapphertit acidmethyl esteotherfwas obtained: {4-[5-(2,3-
> (dziéh?(;r%tgllgeln?r{) 915#&?1?—%[)218_13%{1{0%1]pﬁhzth)lcyE}[g\cQt?c\’\ﬁcg& methyl ester as a white
solid. ISN mass spectrum, m/e: 465 (M-1 calculated for CpoH16ClLN,OsS: 465).

Example 61

90 In analogy to example 1, on reaction of 5-(4-fluoro-phenyl)-6-methyl-pyridin-2-ylamine
with 4-trifluoromethoxy-benzenesulfonyl chloride there was obtained: N-[5-(4-
Fluorophenyl)-6-methyl-pyridin-2-yl] -4-trifluoromethoxy-benzenesulfonamide as a light-
brown foam. ISP mass spectrum, m/e: 427.3 (M+1 calculated for C;oH14FiN,O3S: 427).

25 Example 62

In analogy to example 1, on reaction of 5-(4-fluoro-phenyl)-6-methyl-pyridin-2-ylamine
with 3-chloro-4-methoxy-benzenesulfonyl chloride there was obtained: 3-Chloro-N-[5-(4-
fluoro-phenyl)-6-methyl-pyridin-2-yl] -4-methoxy-benzenesulfonamide as a light-brown
foam. ISN mass spectrum, m/e: 405.1 (M-1 calculated for C;oH;6CIFN,OsS: 405).



(4-

chl or osul fonyl - phenoxy) -acetic acid nethyl ester

there was obtained: {4- [5-(2, 3-

waele@hloonses phenyl ) - pyri di n- 2-yl sul f anoyl | - phenorg¥/ER2DE$/007894
c acid nethyl ester as a white solid. |ISN nmass
spectrum nmie: 465 (M1 cal cul at®g@l-for C20H16C 2N2CsS:
465). Exanple 61 In analogy to exanple 1, on reaction

of
4-t
obt
-4-

for

5- (4-f 1l uoro-phenyl)-6-nmethyl-pyridin-2-ylam ne with
tifluorornethoxy-benzenesul fonyl chloride there was

ained: N [5- (4-
Fl uor ophenyl ) - 6- et hyl - pyri diErr—ElP;;%'?é

t ri nuor onet hoxy- benzenesul f onani de as [ ight

f odmandl6Ey tveessmplede om taartion of 5-4pAugrq- Rbef!l}’l)c@'lnéf‘&h)gtpéfal n-2-ylamine

1%14? }1}1&: %%eth%mnzeﬁé‘s%ﬁ@ﬁﬁ cBforide tReramag¥btathed: 4-Chloro-N-[5-

on _reactj'on of

- (4 TiosopbephcmymaibR-prdiy 21y limedl Paprepesifppgide as a light-
3- PhbPhRuf BN hxyspbenzsNasusd 0N M- T bilaritdé fart@pldsGHEN,02S: 403).
obt ai ned: 3-Chl or o- N-[5 (4-

fluoro-phenyl)-6-net hyl -pyridin-2-yl]-4-nmethoxy-benzen

esul fonam de as a light-brown foam | SN nmass spectrum

me: 405.1 (M1 calculated for Cl19HL6C FN2COBS:

405) . Exanpl e 63 I n anal ogy tcExameplebé 1, on reaction

of

5- (4-fluoro-phenyl)-6-nethyl-pyridin-2-ylamne with

4- 6L § t?oxgogng ﬁ%@&&ﬁ@ﬁl e, 5 IYilofnbRédyiepritin @-ylsulfamoyl]-

1(\(Aﬁspfhgg@ga nqg)ﬁtecnaﬂ mgthﬁleqsﬁe% Prﬁ?\‘?t(ﬂf ﬁxaznglra ]60 in THF/EtOH (each 5 ml) was
tﬁeagédrﬁmw mlgqaaemsll) lof @aam dplaistod® i ajpldtthemﬁmfnga(ﬂrmmol) of

B Bk e T i b S S

uli’fmJin):o 1eb/whtdr 561(1ﬁ°1e8a®tk:3-m HCl to pH 1 and extracted mthrlchEt _The

%F%rg %Igl% ‘rg |? PdaJrﬂeciZ ?rlél‘u{ué 'I%H‘ Jlﬁle(ﬂg\?e? QﬁhtngF/ H Ge ﬁi{‘deég)gﬁf)n;ae’:d in

15 Ma}cum/ziﬁletresaatee«@smpphﬁda?p aniglce gelicoliran i

bor
sti

20

25

1 1 € 1 1S and conce ation
Co%ﬁ%?ﬂf%%%%aﬁg @%dﬁ%lﬁ& SH the pl sedlfueo ntrati

invaeid gsve 93 g{93%0) %jﬂthg%regx}e 5 (2 3- Blchigro pli'xeny \f\%yndm 2-yl]-4-(2-
hydroxy-ethoxy)- benzenesulfonarmde as white foam. ISN mass spectrum, m/e: 437.2 (M-1
calculated for CyoH ¢ClaN20,4S: 437).

Example 65

In analogy to example 1, on reaction of 5-(2-chloro-phenyl)-6-methyl-pyridin-2-ylamine
with 4-fluoro-benzenesulfonyl chloride there was obtained: N- [5-(2-Chloro-phenyl)-6-
methyl-pyridin-2-yl]-4-fluoro-benzenesulfonamide as a white foam. ISN mass spectrum,
m/e: 375.2 (M-1 calculated for C;5H;4CIFN,O,S: 375).

Example 66

In analogy to example 1, on reaction of 5-(2-chloro-phenyl)-6-methyl-pyridin-2-ylamine
with 3-chloro-4-methyl-benzenesulfonyl chloride there was obtained: 3-Chloro-N- [5-(2-



poured into ice/water acidified wwth 3MHO to pH 1
and extracted with AcCEt. The | ayers were separated,
w0 b@eorigadi c | ayer dried over sodi um sul phat e BETEP2005/007894
concentrated in vacuo. The residue was applied to a
silica gel colum with Et OAc/ hepbdn (1/1) then
CH2d 2/ MeCH (95/5) as eluent. Conbination of the
p u l‘chlforwhfen)ﬂbsﬁmethyhpxhchmze}dhﬂrm@ﬁhahbmzewelmﬁagadéav white foam.

of the desir
N ?éﬁ &sg SRECHRT, Pq e: (Il\/)l 1 pcga}lrculgted fgr Cio }-116C17(NZZOZS 405).
hydr oxy- et hoxy) - benzenesul fonam de as V\,hl te foam | SN
mass spectrum nfe: 437.2 (M1 calcul ated for
G 9H 6C 2N2O4S: 437). Exanple 65 I n anal ogy to exanple
1, on reaction of Example 67
5-(2-chl or o- phen I} 6- met hyl - pyri di n

54- flh analogptmeze foBrTgaction|of Er(aechéqxeﬂ?éleagg] 62 fgv’%@aldm 2-ylamine
N [‘ﬁ&fz cﬁ%lrg Fbgngeggﬁl}o)ayﬁc hloride there was obtained: 4-Chloro-N-[5-(2-chloro-

yri | uor o- benze nesul f onam de %%N?
V\hlpﬂlenﬂg'&nm II'L%NPYM@Q % '&lefl%ﬁ@\es‘ﬂf ¥ Al¢ e|foam mass spectrum,
cal ol %%@flogalcg}a%ﬂ és%ﬁ'%%&@lﬁ%@%%m)'fxaﬁpl e 66 In
anal 64y

, on reactron of
5-(2-chl oro- phenyl) 6- met hyl -pyridin-2-ylamne with
3-chl or o- 4- net hyl - benzenesul fonyl chloride there was
obt ai ned:

18- Chl or o- N-[ 5- (2- chl or o- phenyﬁ%—‘@l?lﬁg—‘hyl pyridin-2-yl]
-4-nethyl - b | f d ,
spdgetap ﬁﬁe &ig&% u,zm?q%paqrtrllogg]fga g‘f %rof en%—rg-me%Nl-pyncﬁn-}ylamme
Cl%&@@s%'&@&% 249§hy1-1’fe>ﬁ@émlsﬁf&m tiloadedhegywisobesiasi Rd-Dichloro-N-

1, t
5 q gn(ghﬁr@[ &@%@T@W%’Pﬂfimﬁ%’ﬁ' oq H‘Jegxy)],-lbgmeﬁgs%opﬁmde as a white

%%‘ ﬁ'{a B&HLhORYd: 469(MIL1 efcilldred for\@sH 0L NHDS439).
or o- N 2-chl or ophenyl ) -

-met hyl - pyri di n-2-yl ] -benzenesul fonam de as a white
oam | SN mass spectrum me: 391 (MI calculated for
Cl8H14Q 2N2Q2S: 391). Exanpl eE68
Example 69

In analogy to example 36, on reaction of 5-(2-chloro-phenyl)-6-methyl-pyridin-2-ylamine

with 4 piperidine-1-sulfonyl chloride there was obtained: Piperidine-1-sulfonic acid [5-(2-

chloro-phenyl)-6-methyl-pyridin-2-yl]-amide as a white foam. ISN mass spectrum, m/e:
20 364 (M-1 calculated for Ci7H20CIN3O2S: 364).

Example 70

In analogy to example 1, on reaction of 5-(2,4-dichloro-phenyl)-pyridin-2-ylamine with 4-
fluoro-benzenesulfonyl chloride there was obtained: N- [5-(2,4-Dichloro-phenyl)-pyridin-

25  2-yl]-4-fluoro-benzenesulfonamide as a crystalline white solid. ISN mass spectrum, m/e:
394.9 (M-1 calculated for Ci;H;; CL,FN;0,S: 395).

Example 71



In anal ogy to exanple 1, on reaction of
5-(2-chl or o- phenyl ) -6-net hyl - pyridi n-2-yl am ne with

W@ 261056 or o- 2- net hyl - benzenesul f onyl chl ori deCT/BR2085/007894
was obt ai ned: 2,4-Dichloro-N
[ 5- (2-chl oro-phenyl ) - 6-net hyl - pypi di n-2-yl]-6-nmethyl -b
enzenesul fonam de as a white foam | SN mass spectrum

alfé?&%éim eka.rﬁﬂle F %Iﬁte%juc;ncﬁ'f 5%@%@@0%%1) ﬂ?{gdm 2- ylamme with 4-

0] to exa , on react
5- ‘é}ﬂomﬂﬂér@mﬂé’hw)z%esnﬁ@mxr hlggide Eherﬁ ‘zawb&mnﬁ@ ﬁlﬂf%N 5-(24-

! amorphou e
FFJ,: gl?é]!ogé ﬁ)%e%ﬂ? gt{ %ﬂyi gl?gcfﬂlh%ﬂ%ﬁ&n‘éﬁﬂfdﬁbhﬂdd@@n morphous whit

chbadido 1R arepd specirumnt tie: 4%%%. cplajqd for GaFhaCla>QpS: 439)-
white foam | SN mass spectrum me: 364 (M cal cul ated
for CL7H20CI NBQ2S: 364). Exanple 70 In analogy to
exanple 1, on reaction of
5-(2, 4-di chl oro-phenyl)-pyridin-2-ylamne with 4-
fl uor o- benzenesul f onyl chl or iggembler2e was obt ai ned:
N-[5 (2, 4-Di chl oro-phenyl)-pyridin- 2-yl]
r( Aﬁ%@ég\l QRLAPRIVb RANBIS 538, A dithjsd giblenyld pytifine2-ylamine with

mass spect 394 M
f02 4@11ﬂp|ﬁrcd3g1z D Yig@‘ynéﬂ o%ﬁlﬂeda%\gl Si' 4 %S@oro phenyl)-
?g@% ﬁdﬁw lhlozv‘éﬂdﬁﬁfb%-@en&ﬁesulfgnamlde as a crystalline whlte sohd ISN mass
i ¢hl or o- pheny i di
lﬂchbpﬁct}‘llglﬁn/& %tlk@‘ﬂ tféfﬁ?@%%ég?ﬂ Qﬁﬁ%&%gﬁ & é{{jher e was
obt ai ned: 4-Chloro-N-[5-(2,4- dichloro-
rhenyl)-pyridin-2-yl]-2,5-dinethyl -benzenesul f onam de
as an anor phous white solid. | SN nmass spectrum nle:
439 (M1 calculated for CL9HL5C 3N2Q2S: 439). Exanpl e

72 In anal ogy to exanple 1, dixamgde?3 on of
5-(2, 4-di chl oro- phenyl ) -pyridin-2-ylamne wth ) )
2, 4n dhdlbgiotorxhepledn os udattory bf T3, ichdoroppheaylipyridin-2-ylamine with

obtal B8 dichlef tained: 2,4-Dichloro-N-[5-
oo atichlpr st st ferpr BN AIGRAL tere s oblained: 2,4-Dichloro-N-|
11 Y B nalithlo-phinyB -soidic2-yl [Shimeaky-benzenesulfonamide as a amorphous white
solid. ISN mass spectrum, m/e: 459 (M-1 calculated for C;sH 2CLFoN,0,S: 459).

Example 74

In analogy to example 1, on reaction of 5-(2,3-dichloro-phenyl)-pyridin-2-ylamine with 3-

90 trifluoromethyl-benzenesulfonyl chloride there was obtained: N-[5-(2,3-Dichloro-
phenyl)-pyridin-z-yl]-3-triﬂuoromethyl—benzenesulfonamide as an off-white solid. ISN
mass spectrum, m/e: 445 (M-1 calculated for C1sH 1 CLEFsN,0,S: 445).

Example 75
95 -a) In analogy to example 1, on reaction of 5-(4-fluoro-2-methyl-phenyl)-6-methyl-
pyridin-2-ylamine with 4-fluoro-benzenesulfonyl chloride there was obtained: 4-Fluoro-
N—[5-(4-ﬂuoro—2-methyl—phenyl)-6-methyl—pyridin-2-yl]—benzenesulfonamide as a white
foam. ISN mass spectrum, m/e: 373.1 (M-1 calculated for CioH6F2N-0,S: 373).



spectrum me: 413.1 (M1 calculated for
C1l7H10d 2F2N2Q2S: 413). Exanple 73 In analogy to

we@x@aplis4adl, on reaction of PCT/EP2005/007894
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5- (2, 4-dichl oro-phenyl)-pyridin-2-ylam ne with

2, 4-di chl or 0- 5- net hyl - benzenesubBenyl chloride there
was obt ai ned: 2, 4-EKchloro-N-[5- (2, 4-dichloro-phenyl)
- PYépasitionlofthi stafiimgenitytiabenzenesul f onani de as a

anor phous white solid. I SN mass spectrum nfe:

459 o
in sdl6&} tateramblr1bliBHEa@ ot RFigRg0 $59§thyER N - yigmine with

(¥

I n anal g t,0.exa el ' . E_(4- -2-methyl-phenyl)-
s dcpsoct BHEEpnarg oo AT ABRed: 5 (i Fluogo-2-methyl-pheny
t tel b GQT-pRdi-2-YRndsaasuydlowgblidwhich WaeuseRerrsctigs the next reaction
obt ai néd: N-[5-(2, 3-Di chl orophenyl) -pyridin-2-yl]

- 3tPr i f | uor oret hyl - benzenesul fonam de as an off-white

solid. 1SN mass spectrum me: 445 (M1 cal cul ated for

Cl H11d 2FaNaO2S: 445). Exanple 75 a) In analogy to

exanple 1, on reaction of

5- (4-fl uoro-2-net hyl - phenyl ) - 6- net hyl pyri di n-

2-ylam ne with 4-fluoro-benzenesul fonyl chloride there

was obt ai ned: 4- Fl uor o- Example 76 ‘

N-[ 5- (4-fl uoro-2-net hyl - phenyl)-6-net hyl - pyridi n- 2- vyl -

- uannélm t Examaple u,@méaqufée@%wﬂ%ﬁtﬂ@bm%'g‘fxed‘?’l'PY“dm'
spectru : AL 5 ide th btained: 3-Chloro-
e L L T R——
stu5i(aeflwmd e inethyl-phenyh)-amagthlyp sl afp L ameipy; Degaenesutionamice
reacti,an of 5:kro - 6- | s b ol 1 e O RCIFN,O;S:
sop gt Dol PR i e Q032 PP RUURCE IS GARRCIFNLO:
obtoah.ned: 5-(4-Fl uoro-2-net hyl - phenyl ) -

6- met hyl - pyri dm 2-yl am ne as a yell ow sol i dwhi ch was
used directly in the next reaction step.

Example 77
In analogy to example 1, on reaction of 5-(4-fluoro-2-methyl-phenyl)-6-methyl-pyridin-

2-ylamine with 5-fluoro-2-methyl-benzenesulfonyl chloride there was obtained: 5-Fluoro-
N-[5-(4-fluoro-2-methyl-phenyl) -6-methyl-pyridin-2-yl] -2-methyl-benzenesulfonamide
as a white solid. ISN mass spectrum, m/e: 387.1 (M-1 calculated for CooH1sF2N20,S: 387).

Example 78

In analogy to example 1, on reaction of 5-(2,3-dichloro-phenyl)-pyridin-2-ylamine with 3-
chloro-4-methyl-benzenesulfonyl chloride there was obtained: 3-Chloro-N-[5-(2,3-
dichloro-phenyl)-pyridin-2-yl] -4-methyl-benzenesulfonamide as awhite solid. ISN mass
spectrum, m/e: 425 (M-1 calculated for C;gH;3ClsN20,S: 425).

Example 79



Exanple 16 In analogy to exanple 1, on reaction of
5- (4-fluoro-2-nethyl - phenyl) - 6- met hyl - pyri di n-

wa@2gbanisme W th 3-chl oro- 2- net hyl - benzenesul f oPgI/EP2005/007894
chloride there was obtained: 3-Chloro-
N-[ 5- (4-fluoro-2-net hyl - phenyl ) 56--nmet hyl - pyri di n- 2-yl ]
-2-net hyl - benzenesul fonam de as a white foam | SN nmass

gﬁfag%légy @’éﬁm}ﬁﬁ@f’ oA r@Mﬂbn%ﬁBQﬂB&hdﬂoﬁo@phe@&b HpyaidiERpdamine with 4-
ptmh yl-benzgnesglfonyl éﬁorlgeg&/le;e%vag)égP?ne% fﬂ 50 & 3-Dichloro-

5 é/}r%nk‘l) @31@2@}-@-)&&@&@&%% _Benehésylfopamiddiana white solid. ISN mass

e IR AR AT e e

N-[ 5- (4-fl uoro-2-net hyl - phenyl ) - 6- net hyl ridin-2-yl

5- 2- net hyl - benzenesul f onam de as a whi tg sg%/i d. I'SN /]
mass spectrum nfe: 387.1 (M1 calculated for C20HL
F2N2O2S: 387). Exanple 78 | nFamabed)d t o exanple 1, on
reaction of 5-(2,3-dichloro-phenyl)-pyridin am ne

W Hn3maldgh @d&a{h 1,foyll redation @f 6.< g ffuong2- mhnhwkp%@yl)h@fr@m-}

bt
\é\?}sflm%y}eg C)rg%-,%ieﬁ]yt%%lﬁﬁsuﬁonyl chloride there was obtained: 3-Chloro-
xggﬁ ﬂu&%@ﬂfgglﬂgjh )xp;zhedmev_ -glivdi methybbengen¢sgMonamide as a white

1042 Fﬁﬁ‘P%SP?QtF‘HnaIﬂ 8%@ gll gig ﬂoiﬁl%ﬁléﬁqgﬂ%%@)

Feactt on
of_5 (2,3 di chl oro- phenyl)-py tidin-2-ylamne with 4-
trifluoromethyl-benzenesul fonyl chloride there was
obt ai ned: N-[5-(2, 3-Di chl orophenyl) -

pyridin-2-yl]-4- trlfluororretrﬁgar_@ ggenesul f onani de as

a white solid. ISN nmass spectrum e: 444.9 (M1

calehl ALed 06 hlh 15 REANRCRS: (ko PRt phBRy Rpyridin-2-

on reaction_of
5 @lﬁnﬁhejwrth 32trrhptq;net’pﬁéwyl[zgneml fong} ¢hlexide there was obtained: N- [5-(4-

15 Fluoro-2-methyl-phenyl)-pyridin-2-yl]-3- trifluoromethyl-benzenesulfonamide as a white
solid. ISN mass spectrum, m/e: 409 (M-1 calculated for C1oH14FN,0,S: 409).

Example 82

a) In analogy to example 1, on reaction of 5-(4-fluoro-2-methyl-phenyl)-pyridin-2-

20 ylamine with 4-trifluoromethyl-benzenesulfonyl chloride there was obtained: N-[5-(4-
Fluoro-2-methyl-phenyl)-pyridin-2-yl] -4-trifluoromethyl-benzenesulfonamide as a white
solid. ISN mass spectrum, m/e: 409 (M-1 calculated for C1oH14FsN20,S: 409).

Example 83

95 In analogy to example 1, on reaction of 5-(2-chloro-phenyl)-pyridin-2-ylamine with 3-
trifluromethyl-benzenesulfonyl chloride there was obtained: N-[5-(2-Chloro-phenyl)-
pyridin-Z-yl]-3—triﬂuoromethyl—benzenesulfonamide as a white solid. ISN mass spectrum,
m/e: 411 (M-1 calculated for C;gH12CIFsN20sS: 411).



ylam ne with 3-chl oro-4-nethyl - benzenesul f onyl
chl oride there was obtained: 3-Chloro-

WOR(05/0(0544 | uor o- 2- net hyl - phenyl ) - pyri di n- 2- yl | PAF/ER100Y007894
- benzenesul fonam de as a white solid. |SN nmass
spectrum mnfe: 389 (M| calcul at®il-for C 9H 60 FN2Q2S:
389). Exanple 81 a) In analogy to exanple 1, on

reaction of 5-(4-fluoro-2- netihxgnpl¥nyl ) - pyri di n- 2-
ylam ne with 3-trif|uoroneLﬂXI-benzenesulfonyl ) .
ChlnCHniaHgytdn exmp]aé @bteattiedof M2-fiorq-ghenyl)-pyridin-2-ylamine with 4-

- e ot YL R G- LR AR yridin 21
s p@e thylsbenaehesul f6A9m{das acetitusbhd. dANfrosss SpegHiuns aNgEF &1 (M-1
| ogy to exanple 1, on
%@F&gﬂ?ggcgIﬁﬁcﬁ%ﬁ%$6gg?nethyl phenyl ) - pyri di n- 2-
ylan1ne with 4-trifluoromethyl-benzenesul f onyl
chl oride there was obtained: N[5- (4-
Fl uor o- 2- et hyl - phenyl ) - pyri din-2-yl]-4-trifluoronethy
| -benzenesul fonam de as a white solid. | SN nass

spectrum mie: 409 (M| cal culizample 8¢ C19H14F4N2028

409). Exanple 83 In anal ogy to exanple 1, on reacti,on
of Irﬁar(aklgf [ exasapladngn yeasiion af i %_cglp henxh)-Pyridin- 2-y1am1ne with 3-

tr }M)H)r ngﬁkﬁ%gﬁ%@l ?ﬁ@ |tlf1éi‘@Was SWaﬁfeHdﬁOhhﬁ“bﬁ\M@é’(Z chloro-phenyl)-

ob al ned or o- phenyl)

10pypmﬂln‘ﬂizylﬂﬂb]en@ntewlfqna@ndm@twlw < qpsiale HEN anass pReRiTHED BYe: 377.1 (M-)
t me: 411 (M|
c ol Tl Gpd il L PEND 22 %Brsum411)eExarrp|(e 84 In

anal ogy to exanple 1, on reaction of
5- (2-chl oro-phenyl)-pyridin-2-ylamne with 4-
et hyl - benzenesul fonyl chloride there was obtai ned:

2*&?55%-gﬂL?éﬁéEEF?ZLL&F%QIggﬂgﬁ@ﬁéb@ solid. |ISN mass
c peCtnr;al@Jg)%gge@mgl; ]1_1) %n eactlon o% 5 L& itd‘igﬂoro phenyl)-pyridin-2-ylamine with 3-
15 chloro-4-fluoro-benzenesulfonyl chloride there was obtained: 3-Chloro-N-[5-(2,4-
dichloro-phenyl)-pyridin-2-yl]-4-fluoro-benzenesulfonamide as a crystalline white solid.
ISN mass spectrum, m/e: 429.1 (M-1 calculated for C17H1oCIEN,O,S: 429).

Example 87

20 In analogy to example 1, on reaction of 5-(2,4-dichloro-phenyl)-pyridin-2-ylamine with 4-
ethyl-benzenesulfonyl chloride there was obtained: N-[5-(2,4-Dichloro-phenyl)-pyridin-
2-yl]-4-ethyl-benzenesulfonamide as a crystalline white solid. ISN mass spectrum, m/e:

405.1 (M-1 calculated for CioH,6CIN20,S: 405)

25 Example 88

2) In analogy to example 1, on reaction of 5-(2,4-dichloro-phenyl) -pyridin-2-ylamine with
3-trifluoromethyl-benzenesulfonyl chloride there was obtained: N- [5~(2,4-Dichloro-



Exanple 85 In analogy to exanple 1, on reaction of
5-(2-chl oro-phenyl)-pyridi n-2-ylam ne with 3-

wae kioenosibenzenesul fonyl chl oride there was obt BETEP2005/007894
3- Chl oro- N-[ 5- (2-chl or o- phenyl ) -
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chl or o- 4-fl uor o- benzenesul fonyl chloride there was
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di chl or o- phenyl ) - pyri di n-2-yl ]-4-fl uoro-benzenesul f ona
m de as a crystalline white sptanthle 85N mass spectrum
me: 429.1 (M1 calculated for C17H10C 3FN2Q2S: 429).
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cal cul ated for Cl9H16C 2N2Q2S: 405). Exanple 88 a) In
anal ogy to exanple 1, on reaction of
5- (2, 4-di chl oro- phenyl ) -pyridin-2-ylamne with
1@-trifluoronethyl-benzenesul f BxampleBOori de there was
obt ai ned:

N- [f2rdndlogy & ébfahmie Bheenyghdtiopyof Bel2rehiorgiphesyl)-6 g Bividip-2-ylamine

ben sulfon e as a I BBSSed: N-[5-(2-Chloro-
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a Zﬁm-&eﬂ#ﬂ-@)ndﬁxawﬁlzbnﬂ’ﬁlotmmethamb‘;ﬂzﬁ@esélfﬁfh%?’ée 2s a white foam.
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5 (BRERpTBeSETIRYIe: $ b PV colsplatef for G HuQIERRRQsS; 41-
3-trifluoronethyl -benzenesul fonyl chloride there mas
1®bt ai ned: N-[5-(2-Chl or ophenyl ) -

Example 91

In analogy to example 1, on reaction of 5-(2-chloro-phenyl)-pyridin-2-ylamine with 4-
fluoro-benzenesulfonyl chloride there was obtained: N- [5-(2-Chloro-phenyl)-pyridin-2-

yl]-4—ﬂuoro-benzenesulfonamide as a white solid. ISN mass spectrum, m/e: 361 (M-1

20 calculated for C17H 12C1FN20252 361)

Example 92

Tn analogy to example 1, on reaction of 5-(2-chloro-phenyl)-pyridin-2-ylamine with 2,4-
difluoro-benzenesulfonyl chloride there was obtained: N- [5-(2-Chloro-phenyl)-pyridin-2-
95  yl]-2,4-difluoro-benzenesulfonamide as a white solid. ISN mass spectrum, m/e: 379 (M-1

calculated for C;7H11ClF2N,0,S: 379).

Example 93



6-met hyl - pyridin-2-yl]-3-trifluoronethyl-benzenesul fon
am de as a white foam |SN mass spectrum me: 425
w@ kob/ooEke ul at ed for CL9 H14C F3N2QO2S: 425). EREHPP®OI®7894
In anal ogy to exanple 1, on reaction of
5- (2-chl or o- phenyl ) - 6- net hyl - pyr-ifcﬁ n-2-ylamne with
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obt ki anelpgytp F}g.n(pje @qmﬁeggmﬂfﬁ)(z -chloro-phenyl)-pyridin-2-ylamine with 4-
L2 BY
nam&% .28 Jdngﬂu?r ﬁ?&kﬂlesﬁrf%ﬂl hidRae %&@&Mﬁﬂ%ﬁi}lé&%%j fi@N

e as a mass spectrum
( M ¢hlergtphanab) euyridin- 2@ﬂ92,5h<hme¢3wasneS¢lfQ1)am@eaﬁp weitg $olid. ISN mass
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| uor o- benzenesul fonyl chloride there was obtai ned:

[ 5- (2-Chl oro- phenyl ) -pyridin- 2-
yl]-4-fluoro-benzenesul fonarnide as a white solid. |SN
nmass spectrum nie 361 (M—I Exampleed for

C17H12CIFNQCQS 92 In analogy to ex?
1, Brenplogyte ermge 1 on reactlon of5 (2-chloro-phenyl)-6-methy: pyr1d1n 2-ylamine

(@itk Blcﬂ’ﬂd}o@‘iﬁﬂﬁhéthﬁygéngéﬂbs@f gﬁfﬂl@ﬁdé’\ﬂhteﬁ Was‘bbtained; 4-Chloro-N-[5-
f| uar o- benzenesul f onyl chlorjde there was obtai ned:

[ @-qhdaronphspyl) s thy}-Pwidingd -l £2,5-dimethyl- benzenesulfonamide as an off-

]

| uf f
e e i S e

G 7H11d F2N2Q2S: 379) . Exanple 931 n anal ogy to exanpl e

1, on reaction of 5-(2-cHoro-phenyl)-pyridin-2-ylamne

with 4- chloro-2,5-di nethyl -benzenesul fonyl chloride

there was obtained: 4-Chloro- Bxibple25

chl or o- phenyl ) - pyridi n-2-yl]-2,5-di met hyl - benzenesul fo
naf‘lindmabgy&) ahabiple B@hirdactioSNfBB(SSclﬁcﬁﬁéﬁHenﬁl\) G-Tirﬁthyﬂ-@ﬁndm-z ylamine

(M I Ccﬂ gcgr% efn(z)ernes ]l?ony %lon e ere 62955 talne ? (g %hloro—phenyl)
15 6-methyl-pyr1d1n-2-yl] ~2,4-difluoro-benzenesulfonamide as an off-white solid. ISN mass
spectrum, m/e: 392.9 (M+1 calculated for C;3 H;3CIF,N,0,S: 393).

5-
di
N-

Example 96
In analogy to example 1, on reaction of 5-(2-chloro-phenyl)-6-methyl-pyridin-2-ylamine
20 with 3,5-dichloro-benzenesulfonyl chloride there was obtained: 3,5-Dichloro-N-[5-(2-

chloro-phenyl)-6-methyl-pyridin-2-yl}-benzenesulfonamide as an off-white solid. ISN
mass spectrum, m/e: 425 (M-1 calculated for Cyg H;3Cl3N,O,S: 425).

Example 97

25 a) In analogy to example 1, on reaction of 5-(2,4-chloro-phenyl)-6-methyl-pyridin-2-
ylamine with 3-trifluoromethyl-benzenesulfonyl chloride there was obtained: N-[5-(2,4-
Dichloro-phenyl)-6-methyl-pyridin-2-yl]-3-trifluoromethyl-benzenesulfonamide as an
colourless waxy solid. ISN mass spectrum, m/e: 459 (M-1 calculated for Cis
Hi3CLFsN2O,S: 459).

30



In anal ogy to exanple 1, on reaction of

5-(2-chl or o- phenyl ) -6-net hyl - pyridi n-2-yl am ne with
wa2@hlooses 2, 5- di net hyl - benzenesul f onyl chl ori deCT/ER2085/007894

was obt ai ned: 4-Chl oro- N[ 5-

(2-chl oro- phenyl ) -6-nmet hyl - pyri d68-2-yl]-2, 5-di net hyl -

benzenesul f onam de as an offwhite solid. |ISN nass

Sp@edpatdtiondfehe ddfinglvhdterddll cul ated for C20
H18CI 2N2C2S: 419). Exanple 95 In analogy to exanple 1, )
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obt,a};aRd2-yNrhife 622 Biwar @yqiiting lsglid. ISP mass spectrum, m/e: 253 (M+1

6- met hyl - pyri dgg&?}ﬁlk , 4-di fl uor o- benzenesul f onam de

Bas calfulated foh i Ny 251)sN mass spectrum me: 392.9

(Mt cal cul ated for G 8HL3d F2N2O2S: 393). Exanpl e 96

In anal ogy to exanple 1, on reaction of

5-(2-chl oro- phenyl)-6-nethyl - pyridin-2-ylamne wth

3, 5-di chl or o- benzenesul fonyl Exdnople8& t here was

obtai ned: 3,5-Dichloro-N [5-(2- -
chiIpaAalphe tyéxemtplas bhykagpipniod p{2:4-ghlqro-phenyl)-6-methyl-pyridin-2-

- benzenesu).f pgam a -whi: i, 4. -(2.4-Dichloro-
spabiran i SRessorrpr S PAPLAP S i BN RO R, @ Pichlor
1042ﬁﬂuenﬁ%@ﬁmle&lyBiyﬁdinlmY]éi-maﬂw-hegzwmmlde asan colorless waxy solid.

reaction of 5-(2, 4-¢ z - L ¢ -
N TN e
chloride there was obtained: N[5-(2, 4-

Di chl or o- phenyl ) - 6- net hyl - pyri di n-2-yl ]
-3-trifluoronethyl-benzenesul fonam de as an col ourl ess

waxy solid. |SN mass spectrumExample9859 (M |
cal cul ated for Q gPreparation of the st

rei .1
matlaranalogy by etampde blosgyactionef arigidechlonp; ﬁ'gﬂyﬂ%ég{eﬂg}]—pgfldm-}
-brom - 6: - Y i TG M btained: N-[5-(2,4-
R A T A S e S
5- (]Zi,cmo@djﬂpdlemyl}}ﬁsnyﬂhyl.-gyriﬁg’p@ylbgﬁf@ﬂﬁorozbe}ﬂzgt}ﬁs namige as a colorless

?,ﬂ,ﬁt‘é‘”{m?f%? LAl 8R! fufk: 45 PP (VR Sa1GRAEA F#T0:sHE,ELFARD,S: 427).

Example 100
20 In analogy to example 1, on reaction of 5.(2,4-chloro-phenyl)-6-methyl-pyridin-2-
ylamine with 4-chloro-2,5-dimethyl-benzenesulfonyl chloride there was obtained: 4-
Chloro-N-[5-(2,4-dichloro-phenyl)-6-methyl-pyridin-2-yl] -2,5-dimethyl-
benzenesulfonamide as a white powder. ISN mass spectrum, m/e: 453.1 (M-1 calculated

for C20H17C13N2023: 453).

25

Example 101
a) In analogy to example 1, on reaction of 5-(2,4-dichloro-phenyl)-pyridin-2-ylamine with
2,4-dichloro-6-methyl-benzenesulfonyl chloride there was obtained: 2,4-Dichloro-N-[5-
(2,4-dichloro-phenyl)-pyridin-2-yl] -6-methyl-benzenesulfonamide as a white foam. ISN
30 mass spectrum, m/e: 458.9 (M-1 calculated for C;sH;2CliN,0,8: 458).



cal cul ated for Cl2HLIOC12N2: 253). Exanple 98 In
anal ogy to exanple 1, on reaction of

wW®G2@08/0105¢h | or o- phenyl ) - 6- net hyl - pyri di n-2- yl aPCTEP240%/607894
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25

4-f | uoro-benzenesul fonyl chloride there was obtai ned:
N-[ 5- (2, 4- Di chl orophenyl ) - -59 -

6- net hyl - pyri din-2-yl]-4-fluoro-benzenesul fonam de as
an colorless waxy solid. ISn nass spectrum nfe: 409
(M1 calculated for C18 H13d 2FN2Q2S: 409). Exanpl e 99

I | t le 1,

Sn(gni gﬁ%lorg SE:%? 6- rrgtnhEg{‘ﬁ%%‘%l n-2- ylamne with

otﬁ) 5‘? hxfé%uoh_% Fgﬂﬁlgge%ﬂ'gagﬂéﬂ oS DL 138814 BFIRnYBDyridin-2-ylamine with
DisctHlorebatiemshifor deotigé theyerwas qbiazm;d B-GhleresN [ 4 djshloro-

en P?lz Urﬁyilﬁjtn?iﬂyﬂ g’fai n%ﬂ}?ﬁl g+ hitg%aﬁﬁqgiN mass spectrum, m/e:
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exanple 1, on reaction of

5-(2, 4-ch| or o- phenyl ) -6-net hyl -pyridin-2- ylamne with

4-chl oro- 2, 5-di et hyl - benzenesul fonyl chloride there

was obt ai ned: 4- E le 103

Chl oro-N-[5-(2, 4-di chl oro- phé{rzlii/nll’ﬁ?;-rret hyl - pyridin-2-y

l gﬁngngﬂ gﬁ%@ﬂaﬁﬁlﬂzl n?ﬁ?é’alcﬁ&'ﬂ@FE-‘@@AlQﬁdﬂoifMﬂph@ybomd&hn -2-ylamine with

M1 cal cu

: |
C24)blilam Bm@ulfqm;hlog;agﬁweéwgm btame: - gﬁggr Y (f{‘» -42+4-dichloro-

13 ide as an off-white foam. ISP mass spectrum, m/e:
ﬂ%}{ﬁ@%lﬁﬁgr en%& OnamlI %2-1 2-ylanmine with

2 AIdMﬂlcakula&drfeltﬁyHi @m%é‘dll} -onyl chloride there

was obt ai ned: 2,4-Dichloro-N[5-

(2,4-dichloro-phenyl)-pyridin-2-y|]-6-nethy|-benzenesu

| fonam de as a white foam | SN mass spectrum me:

458.9 (M1 calculated for G H12Cl:l 46\2028: 458) .94
ample 1

In analogy to example 1, on reaction of 5-(2-chloro-phenyl)-6-methyl-pyridin-2-ylamine
with 3-fluoro-benzenesulfonyl chloride there was obtained: N- [5-(2-Chloro-phenyl)-6-
methyl-pyridin—Z—yl]—3-ﬂuoro-benzenesulfonamide as an light-yellow foam. ISN mass
spectrum, m/e: 375.2 (M-1 calculated for Cig H,4CIFN,0,S: 375).

Example 105

In analogy to example 1, on reaction of 5-(2-chloro-phenyl)-6-methyl-pyridin-2-ylamine
with 3-chloro-benzenesulfonyl chloride there was obtained: 3-Chloro-N-[5-(2-chloro-
phenyl)-6-methyl-pyridin-2-yl] -benzenesulfonamide as a light-yellow foam. ISN mass
spectrum, m/e: 391 (M-1 calculated for Cys H14CLN,03S: 391).

Example 106

In analogy to example 1, on reaction of 5-(2-chloro-phenyl)-6-methyl-pyridin-2-ylamine
with 2,4-dichloro-benzenesulfonyl chloride there was obtained: 2,4-Dichloro-N-[5-(2-



- 59 - Exanple 102 a) In analogy to exanple 1, on

reacti on of 5-(2,4-dichloro-phenyl)-pyridin-2-ylam ne
wowah/oBseh! or o- benzenesul fonyl chl ori de t her e RMFEP2005/007894

obt ai ned: 3-Chl oro-N-[5-(2, 4-di chl or ophenyl)

-pyridin-2-yl]-benzenesul f onam de - an of f-white

foam | SN mass spectrum me: 411 (M1 cal cul ated for

G7 I-ﬁllﬂﬁoipﬁ@ﬂ-&&iiﬂ)yl—p&ﬁdhﬁkﬁfl] Izénestlfonafidd @Y light-yellow foam. ISN

exanpl e on_reac

o RS gPasPpuBi a6 P aleilies Sy G R 425).

4- chl oro- benzenesul fonyl chloride there was obtai ned:

4-Chl oro-N- [5-(2, 4-di chl orophenyl) -

pyri di n-2-yl]-benzenesul fonam de as an off-white foam

| SP mass spectrum mfe: 411 (l\/ﬁangalesfgi ated for Cl7Hn

A 3N2O2S: 411). Exanple 104 In to exanple 1,

0 r i . . qs .
o5 FERELRY O eampls Leomcesiam.of 7 2asblons Bhear-femgfbylgpyridin-2-ylamine
3- f Iwith &.4bdicklereSunétbylybencénesulfaty! cHieride there v bataimed: 2,4-Dichloro-N-
N-[55(3- L O ROB W et pyridin-2-v1]-5- ) ; ;
et ﬁ?l (-%pé/ﬂrﬂlg%i I%é%l} @W%ﬂg Fegriding2ol) S methyh-Benasneralioramide as a light-

| i ghyellgwlfoan HSdammsslsgidtras sn/eptSot(Mrbcalatileted 3515C,2 Hi AN, 0,5: 439).
calcul ated for Cl18 H 4C FN2O2S: 375). Exanple 105 In

anal ogy to exanple 1, on reaction of
5- (2-chl or o- phenyl ) -6-nmet hyl -pyridin-2-ylam ne with

fy chl oro-benzenesul fonyl chl orgde bhgje was obtai ned:
3- Chl oro- N-[ 5- (2-chl or ophenyl )T‘—pt_‘

6- Meh RhioBY fd Saipte ¥, o RABRES Yl MRATC - -6~ -pyridin-

al i ght - yeFYo_w faogne I SN nass spgct rum ?;fxg@?ls%lien(wq.methyl pyridin

cal eoylaming wigh 3¢rifrpmethyNoazenesgiayyl cileridpthere @@ obtained: N-[5-(4-
Fluoro-2-methyl-phenyl)-6-methyl-pyridin-2-yl]-3-trifluoromethyl-benzenesulfonamide
as a light-yellow foam. ISN mass spectrum, m/e: 423 (M-1 calculated for C,oH;4F4N,O,S:

15  423).

Example 109
In analogy to example 1, on reaction of 5-(4-fluoro-2-methyl-phenyl)-6-methyl-pyridin-
2-ylamine with 2,4-dichloro-6-methyl-benzenesulfonyl chloride there was obtained: 2,4-
20  Dichioro-N-[5-(4-fluoro-2-methyl-phenyl)-6-methyl-pyridin-2-yl]-6-methyl-
benzenesulfonamide as a light-yellow foam. ISN mass spectrum, m/e: 437.2 (M-1
calculated for CyoH;,Cl,FN,0,S: 437).

Example 110

25 In analogy to example 1, on reaction of 5-(4-fluoro-2-methyl-phenyl)-6-methyl-pyridin-
2-ylamine with 3-chloro-benzenesulfonyl chloride there was obtained: 3-Chloro-N-[5-(4-
fluoro-2-methyl-phenyl)-6-methyl-pyridin-2-yl]-benzenesulfonamide as a light-yellow
foam. ISN mass spectrum, m/e: 389 (M-1 calculated for C;sH;sCIFN,0,S: 389).



In anal ogy to exanple 1, on reaction of
5-(2-chl oro- phenyl ) - 6- et hyl - pyridin-2-ylamne with
W@ 20bs/di0sié or o- benzenesul fonyl chl oride there WeSI/EP2005/007894
obt ai ned:
2,4-Di chl oro-N-[ 5-(2-chl oro- pher81) - 6- net hyl - pyri di n-2
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mass spectrum me: 424.9 ( MEkampledill ated for C18
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spectrum me: 439 (M| cal cul ated for C 9H15C 3N2028:
439). Exanple 108 In analogy to exanple 1, on reaction
of 5-(4-fluoro-2-nethyl-phenyl)-6-ne yl-pyridin-
2-ylanmine with 3-trifl uonet hjkampledddesul f onyl

chlori de there was obt ai ned:

N-[ 5-(4-
FI LInrana]:bgyrEt éxginplsHe ny kgacdomret ih—ﬁl .ﬂpéfq a—irﬁethylypl}qngl)fq methyl-pyridin-
:Jgho s‘ﬁlec ?ﬁﬁ?ﬁ&& #e%%??@?@%sxﬂfob l%morY@é thew wRYBrained: N-[5-(4-

ul ated for
1&:2%1&5 NAERIF]- phm/)l -6-Exethipt pyridoo 21yl -4t fleepprreth@anyl e

%rﬂiz%n%g goné et%% ahgh%browrs w%cous oﬁ;SNprillarlsls s?%c_trum, m/e: 439.1 (M-1

2 WMMMC&M5MN@§h439ﬂo 6- et hyl - benzenesul f onyl
chloride there was obtained: 2,4-

Di chl oro- N-[ 5- (4-f 1 uoro-2-net hyl - phenyl ) - 6- met hyl - pyri
di n-2-yl ] -6-net hyl benzenesul fonam de as a |ight-yell ow

foam 1SN mass spectrum mnfe: 437, 2 (M1 calculated
for C20H 7C 2FN2Q2S: 437). 130 | n anal ogy to
exanple 1, on reaction of -
16- (M-dnklogy to examplalongerstign pf 5-(dtaeye-2gPeshyl-Rhenyl)-6-methyl-pyridin-
2-ylamine with 3-methyl-benzenesulfonyl chloride there was obtained: N-[5-(4-Fluoro-2-~

methyl-phenyl)-6-methyl-pyridin-2-yl] -3-methyl-benzenesulfonamide as a light-yellow
viscous oil. ISN mass spectrum, m/e: 369 (M-1 calculated for CpoH1oFN,0,S: 369).

20 Example 114
In analogy to example 1, on reaction of 5-(4-fluoro-2-methyl-phenyl)-6-methyl-pyridin-
2-ylamine with 2-chloro-5-trifluoromethyl-benzenesulfonyl chloride there was obtained:
2-Chloro-N-[5-(4-fluoro-2-methyl-phenyl)-6-methyl-pyridin-2-yl] -5-trifluoromethyl-
benzenesulfonamide as a light-yellow viscous oil. ISN mass spectrum, m/e: 457.1 (M-1
o5 calculated for CyH;5CIFsN2O,S: 457).

Example 115
In analogy to example 1, on reaction of 5-(4-fluoro-2-methyl-phenyl)-6-methyl-pyridin-

2-ylamine with 4-fluoro-3-trifluoromethyl-benzenesulfonyl chloride there was obtained:



2-ylam ne wth 3-chl oro-benzenesul fonyl chloride there
was obt ai ned: 3-Chloro-N[5-(4-
wo bwen w526 met hyl - phenyl ) - 6- net hyl - pyri di n- 2- yl PEDEPOFI@) 7894
sul fonam de as a light-yellow foam 1SN mass spectrum
me: 389 (M| calculated for G&H6C FN2Q2S:
389) . Exanpl e 111 In analogy to exanple 1, on reacth
0 -l K- l59(r40ﬂ120rme2 -myekhypipb eyl )-6 SnetbYlHgMridisy R - pririfluoromethyl-

2ty SR B REA RS 1O hask Rk fa 1 (-1

f Laansed foreC i Felgdngl 4416- net hyl - pyri di n-2-yl ] - benzene
sul fonam de as a light-yellow foam 1SN nmass spectrum

me: 389.1 (M1 calculated for C19H16C FN2O2S: 389).
Exanpl e 112 In anal ogy to exanple 1, on reaction of
5- (4-fluoro-2-net hyl - phenyl) - 6-net hyl - pyri di n-

5 2-ylamine with 4-trifluor orrqj:xggl?klk;gnzenesul f onyl

chloride there was obtai ned

cti ¢ thyl-pyridin-2-ylamine
iugﬁﬁ?ért'%;‘e%( ikt B8y lchs iphyl 263thith - pyridi-2-

oiith 1 St oai cHTAe g9 Ve PRFARSSENGT @1 GBorBphen)-6-
meg% EANRERS .1 A3 hecnfitGutbifsdiichabiid@anl gy yellowexiarmi oil. ISN mass

Sspet{n‘dm;an/@ 7T {My) cabevdaied for CanBrrN2Qast 37din-

2-ylam ne with 3-nmethyl -benzenesul fonyl chloride there
10 was obt ai ned: N-[5-(4-Fl uoro- 2-

met hyl - phenyl ) - 6- met hyl - pyri di n-2-yl ] - 3- met hyl - benzene

sul fonam de as a |ight-yell Vi sc oil. I'SN mass

spectrum nfe: 369 (M| cal Mr C20H19FN2Q2S:

369). Exanple 114 In anal o anp 0 i

oo Binglagy I RBDE P ORa T B a1y g g §E5¥ -2 ylamine

2+ Mﬂf@cﬂl%rcy\dtﬂﬂl‘uoro-benzenesulfonyl chloride there was obtalned 3-Chloro-N-(2-

oro-5-trifluoromethyl ﬁ)enéeneséjl fonylicchl afi de 1ot vell

t h:l;kgow@gnﬂb-ﬁ thyl-pyridin-2-yl][-4-fluoro-benzen ulfonami a light-yellow

15 2- vﬁ?&é{?{ ﬂ N Zdsd s dMRAEQ R/ M0 By(M - healoyla)edFon®ist i CENIO,S: 409).

5-trifluoronet hyl benzenesul f onam de

Example 118
In analogy to example 1, on reaction of 5-(2-chloro-phenyl)-6-methyl-pyridin-2-ylamine
with 3-chloro-5-trifluoromethyl-benzenesulfonyl chloride there was obtained: 2-Chloro-
20 N- [5-(2-chloro-phenyl)-6-methyl—pyridin-2—yl] -5-trifluoromethyl-benzenesulfonamide as
a light-yellow viscous oil. ISN mass spectrum, m/e: 459.2 (M-1 calculated for
CioH;13CLF3N,0,S: 459).

Example 119
95 In analogy to example 1, on reaction of 5-(2-chloro-phenyl)-6-methyl-pyridin-2-ylamine
with 4-fluoro-3-trifluoromethyl-benzenesulfonyl chloride there was obtained: N- [5-(2-
Chloro-phenyl)-6-methyl-pyridin-2-yl] -4-fluoro-3-trifluoromethyl-benzenesulfonamide
as a light-brown viscous oil. ISN mass spectrum, m/e: 442.9 (M-1 calculated for
Ci1oH15CIFaN20,S: 443).



as a light-yellow viscous oil. |ISN mass spectrum me:

457.1 (M1 calculated for C20H15C FAN2Q2S: 457).
wE2@aplis4a 15 | n anal ogy to exanple 1, on react PONEP{005/007894

5- (4-fluoro-2-nmnethyl - phenyl)-6-net hyl - pyri di n-

2-ylamne wth 4-fluoro-3-txifl u@3ome

yl - benzenesul fonyl chloride there was

obt ai ned: 2- Chl oro- N-[ 5- (4-f | uor o- 2- et hyl - phenyl ) - 6- e

thyl -pyridin-2-yl]-5-trifluoromethyl benzenesul f onam de

as a light-brown viscous oil 0%?%@%5 spectrum nie:

441.1 (M1 calculated for C2 PS. 441). Exanpl e

1 16121 ﬂhaw 8 g%arﬁnéifz ? @%L?hoﬁ Ofgnﬁzr%&l%mlf Hgnyl) pﬁﬂm—z ylamine with 3-
3- nﬁudsryomumu}z;éfoesmnmﬂpn edlaert Wes eglmdohit (& @edPichloro-

Ch o) :

s e fﬁe?wlb%eﬁl%a%egglu Temide s coloress sold. SN

| i ghtassysplettowmymss é@&sl V1 callcﬂhte:hﬁs GFEeChNr25n£9).

371.2 (M1 calculated for C19 H 74 N2Q2S: 371).

Exanple 117 In analogy to exanple 1, on reaction of

5- (2-chl or o- phenyl ) -6-nmet hyl -pyridin-2-ylam ne with

3-chl oro-4-fl uoro-benzenesul f pppiehhpri de there was

obt ai ned 3-Chl oro-N-(2-

chi le&arﬁplg‘ftﬂ'}/ tea LY d &Hi50e2 Michlﬁo-fﬂl@l@;‘l)lp?ﬁﬂﬁleﬂ%’lamme with
onam

sul | ow V| SCOUS oi |
19pesdSrdimethyl-denzeoes ogmcblog@pélgﬁrgwé@obtéme@]}g— 5 (2 3°Bichloro- phenyl)-

H13 hg%ﬁs 3 4 Qgﬂethyﬁﬁﬂpén%sﬂpo%aﬁﬂd@ﬂﬁl VR bR EPSRNBLE spectrum, m/e:
5 ( QOih(MrbcqiMﬁydl for €19hbsBlNPabt 4QF)n- 2- yl ami ne with

3-chloro-5-trifluoronethyl - benzenesul fonyl chloride
there was obtained: 2-Chloro- N

[ 5- (2-chl oro-phenyl)-6-net hyl - pyridin-2-yl]
-5-trifluoronmethyl -benzenesul Egpagleder as a
l'ight-yellow viscous oil. |ISN nmass spectrum nle:

1499 a I Malogy @b extn@fl€, dndfeaction of 5-(5-fluoro-2-methyl-phenyl)-pyridin-2-
ylamine with 3-trifluoromethyl-benzenesulfonyl chloride there was obtained: N-[5-(5-
Fluoro-2-methyl-phenyl)-pyridin-2-yl]-3-trifluoromethyl-benzenesulfonamide as a white

solid. ISN mass spectrum, m/e: 409.1 (M-1 calculated for CioH14F4N,0,S: 409).

Preparation of the starting material:

20 b) In analogy to example 1b), on reaction of 5-bromo -pyridin-2-ylamine with 5-fluoro-2-
methyl-phenylboronic acid there was obtained: 5-(5-fluoro-2-methyl-phenyl)-pyridin-2-
ylamine as a light yelloW oil. ISP mass spectrum, m/e: 203.1 (M+1 calculated for
Ci2H 1 FNy: 203).

25 Example 123

2) In analogy to example 1, on reaction of 5-(5-fluoro-2-methyl-phenyl)-pyridin-2-
ylamine with 4-fluoro-benzenesulfonyl chloride there was obtained: 4-Fluoro-N- [5-(5-
fluoro-2-methyl-phenyl)-pyridin-2-yl]-benzenesulfonamide as a white solid. ISN mass
spectrum, m/e: 359 (M-1 calculated for CigH14F2N20,S: 359).

30



C19H13d 2F3N2C2S: 459). Exanple 119 In analogy to
exanple 1, on reaction of

WG2(0BOUIskOr 0- phenyl ) - 6- net hyl - pyri di n- 2- yl am nECTHEP1905/007894
4-fluoro-3-trifluoronethyl -benzenesul fonyl chloride

there was obtained: N-[5-(2- -64 -

Chl or o- phenyl ) - 6-net hyl -pyridin-2-yl]-4-fluoro-3-trifl
uor onet hyl - benzenesulfonanideﬁﬁgadsiibht-bromn Vi scous
oi I . 1SN mass spectrum me: 442.9 (M1 calculated for

G oMilsenrorptosampls), oexazrﬁ(élpe of 3¢f>1fnoaeratmeiayk-phenyl)-pyridin-2-

ex FrelwitlPsL hIBRGLLABHY b ulfonyl chl -
e (a}gpfh Cclel iips rco ?ﬁ enzall-ner?_ (Bn c onde therehw%s obtained: 3-Chloro

f1 US3rl8=(8- ﬂmrhﬂms&ykeh@wﬁ) -poEdin- 2ch @rmdtél)’l*hmzenmlionamlde as a white
pbtainedn I%Jsépé&% ?R%h%ﬁ nf;ﬁﬂe)]né%c)ulated for CigHCIENO.8: 389).

-pyridin-2-yl]=3-f enzenesu de*as
a colorless solid. ISN mass spectrum nie: 409.1 (M
cal cul ated for CL18H13C 2N2C2S: 409). Exanple 121 In
anal ogy to exanple 1, on reaction of

5-(2,3-dichloro-phenyl)-pyridE%¥égyh fmne wth
3, 5-di et hyl - benzenesul fonyl chloride there was
Obta?}'Iﬁ ﬁﬂalo@* {oﬁxﬁrﬁ ﬁ: 1Dof Ré4kion BAST¥.chtoro-2- methyl—phenyl) -pyridin-2-

r}{l%{’lglsﬁléd Fl‘§k|1 mt?}gfgélgézrgg%%l fg;lléu%glam qrg/pvag obtained: N-[5-(5-
16 al Culbsy-24néthyl- ﬁ%ﬁﬁ;—@ﬂ@ﬁpm 3-4@5&0r0§?éﬁ%'b@ni’e%gslﬁﬁmirﬁlde as an off-

| :
5 ogq %bgdgy Wﬁmctr;s%gﬁgﬁ)am ' OFMTlrﬁaéilﬂa;"/?daﬁﬁ’F oo HEIRN20,5: 425).

3 trlfluoronethyl benzenesul fonyl chloride there was
obtained N [5- (5-
oro-2-met hyl - phenyl ) - pyridin-2-yl]-3-trifluoronethy
éﬁ%ﬁ%@b@"%ﬁgﬁf%fﬁg eHalphite solid. | SN mass
rum. me: 409,1 (M1 calcul ated for
c@ﬁfla eRflogLe cxapygle 1 %br;ﬁe&q SoPropy- ByFidin-2 rygpmine with 5-chloro-2-

18T tRéthl phenylboronic acid there was obtained: 5-(5-chloro-2-methyl-phenyl)-pyridin-2-
ylamine as a white solid. EI mass spectrum, m/e: 218.1 (M calculated for C;,H;; CIN,: 218).

20 Example 126

In analogy to example 1, on reaction of 5-(5-chloro-2-methyl-phenyl)-pyridin-2-ylamine
with 4-fluoro-benzenesulfonyl chloride there was obtained: N- [5-(5-Chloro-2-methyl-
phenyl)-pyridin-2-yl]-4-fluoro-benzenesulfonamide as a light-yellow solid. ISN mass
spectrum, m/e: 375.2 (M-1 calculated for C;sH;4CIFN,0,S: 375).

25

Example 127

In analogy to example 1, on reaction of 5-(5-chloro-2-methyl-phenyl)-pyridin-2-ylamine
with 3-chloro-2-methyl-benzenesulfonyl chloride there was obtained: 3-Chloro-N-[5-(5-



b) I'n anal ogy to exanple Ib), on reaction of 5-brono
-pyridin-2-ylamne with 5-fluoro-2-

woreaohplosphenyl boroni ¢ acid there was obt ai ned: PCT/EP2005/007894
5-(5-fiuoro-2-nethyl-phenyl)-pyridin-2- ylamne as a
light yellow oil. ISP mass spectggm me: 203.1 (M 1
cal cul ated for Exanple 123 a) In anal ogy to exanple 1,
on GERGLI- ﬂ{%ﬂﬁ’;ﬂ p?.]eﬁ )E&H&im ﬁ}ﬂ%@ﬂ&&r - BheBdsdifdamidé As 2white solid.

or

ylamne wt benzenesu] f on chloride there
\ABSIS&IDQYOSWE&HmHnW%—Wg C@ kulated for Ci19H16ClN,0,S: 405).
fluoro-2-nethyl -phenyl)-pyridin-2-yl]-benzenesul f onam

de as a white solid. | SN nass spectrum nie: 359 (M

cal cul ated for CL8H14F2N2Q2S: 359). Exanple 124 a) In

anal ogy to exanple 1, on reaction of

5- (5-fluoro-2-nethyl -phenyl ) - pramipglé 1282- yl am ne with

3-chl oro- 2- et hyl - benzenesul fonyl chl oride there was

ghbt %‘Iﬁ%ﬂal o3y E&s@ifple 1, on reaction of 5-(6-Chloro-2-fluoro-3-methyl- -phenyl)-

- bmgﬁ;@%y M% 55105(? \%fp%/tBﬂS L lﬂmy@gnagﬁl MWikas obtained:

S peLIahio- (5% (638 %ro-fldbrd- ﬁﬁiediﬂ-@h&dfl)ﬁpyndm-z ~y1]-2-methyl-
g)l( 21;1;1231; NZW%F@g gqg 3 Uhﬂ%:fo%gp{Sn n%g_sg sl?c)ctr{lpn, S 4%935 (&v? 1 calculated for

5- (éwﬂw (SHF?%Z)ZMZB%' -phenyl ) -pyridin-2- ylamne with

3-tritluor omet hyl - benzenesul fonyl chl ori de there was
gﬁtalned N [5- (5-
| or o- 2- net hyl - phenyl ) - pyri di n- 2-yl ]

- 3- P;‘pﬁ%aﬁ@h%ﬁiéh‘ldrtiﬁ paespEul f onam de as an offwhite
sol | I SN nmass spectrum nfe: 425.1 (M1 cal cul ated

for b%ﬂﬁ@}"’f@ MRfRsHe 16260 reabi@paf Bbiaano quridheZs;ﬂanhiervgth 6-Chloro-

mat er | al [ n anal t.o e |on
5- b?&*ﬂ@m-é;ﬁpfi@ﬁ’hp@eny Hpricadd A e 5 G262 Hethyl-phen)-
gﬁ%ﬁtﬁ MR Aniwhit8 o1, EDNgiass specrahya/en2al.1 (M calculated for
or 0- 2- net hyl - phenyl ) - pyri di n- 2- yI amne as a

1\5h|CaH<mCI31i:BTz 2@7) -mass spectrum nfe: 218.1 (M
cal cul ated for Cl2H11C N2: 218). Exanple 126

Example 129

In analogy to example 1, on reaction of 5-(6-Chloro-2-fluoro-3-methyl-phenyl)-pyridin-
2-ylamine with 3_trifluoromethyl-benzenesulfonyl chloride there was obtained: N- [5-(6-

20 Chloro-2-ﬂuoro-3-methyl—phenyl)-pyridin-2-yl]-3-triﬂuoromethyl—benzenesulfonamide
as a light-yellow solid. ISN mass spectrum, m/e: 443.2 (M-1 calculated for
C1oHi5CIFN,0,S: 443).

Example 130

25 Inanalogy to example 1, on reaction of 5-(6-Chloro-2-fluoro-3-methyl-phenyl)-pyridin-
2-ylamine with 4-fluoro-benzenesulfonyl chloride there was obtained: N-[5-(6-Chloro-2-
fluoro-3-methyl-phenyl)-pyridin-2-yl] -4-fluoro-benzenesulfonamide as a light-yellow
solid. ISN mass spectrum, m/e: 393.1 (M-1 calculated for C;3H;5CIF;N,0,S: 393).



In anal ogy to exanple 1, on reaction of

5- (5-chl or o- 2- net hyl - phenyl ) - pyridi n-2-yl am ne with
wa2dobaoses benzenesul fonyl chl oride there was OPCHEP®O3/007894

N-[ 5- (5- Chl or o- 2- net hyl phenyl ) -

pyridi n-2-yl]-4-fluoro-benzenesif onani de as a

light-yellow solid. |ISN nass spectrum me: 375.2 (M1

cal cul ated for Cl18H14C FNZOZEK_LBLIB.L_ Exanpl e 127 In

anal ogy to exanple 1, on reaction

5-4)dnahhlogptexaniphe/1, -oparref;*gﬂo)l_oé)’ir@aq:lﬂog). gTrﬁ?ﬁlﬂeP]Wnb’H -6-methyl-

3 S0 Ot A1 Wik DSAAGHRMABehs b Blob eI RSvas obtained: N-

3- [Ba{5eChlokbREme iyl hhayb-¢-meshisnyridineAytly 2y neromeshyh |

52 ?Zglbegﬁf? be%ﬁﬁéﬁ‘%@@%‘&ﬁ; ﬁfﬁﬂéﬁas C%&gglg’l %{95 'r439 (MBI calculated for

CloiRIPNRO2S:434D5) . Exanple 128 a) In analogy to
exanple 1, on reaction of

5- (6-Chl oro- 2-f | uor o- 3- net hyl - phenyl ) -
pyridin-2-ylamne with

3- BhiparatioR ofittespdrting megeriadul f onyl chloride there was
obt ai ned:

3- Bhimiraldgy 16 exaplh b}, on2edctign 06 5hramoHy FegHmyrifingyjamine with 5-
oty | irthyl-phenyl
10) sﬂﬂﬂ%é-]f%%%ﬂe T RERERES PR R Staiedes tChibro Ok byl phenyl)-
hﬂé&ﬂfl?ﬁhﬂﬁﬁs yldhﬁﬁ')e as Iarvd'p@rsghd dﬁP g7as§ ypectunyy my/ %&33 (M+1
t | t | Ib t f
5 Eoeed [T eI P e wih 6 chlpro oot O O

2-fl uoro- 3- et hyl - phenyl boroni c acid there was
obt ai ned: 5-(5-chl oro-2-net hyl - phenyl ) -
pyridin-2-ylamne as awhite solid, El nmass spectrum
me: 237.1 (Mcalcul ated for Exampledd2eng: 237).

155X ngrlﬁiiallnzgg I!Q QX;IITTR%'? 89 g?gl ;ﬁgf%a%g%%q}%orﬁ%— f}}yll pﬂenyl) 6-methyl-
o h%grr gn ggf“ ﬂ%ﬁrﬁﬂe with'a ﬂﬁd&@ﬂféﬁ%ﬂ&’ﬁlf aaea8edhkanyis obtained: N-[5-(5-

re was obtai ned
Chloro-2-methyl-phenyl)-6-methyl- pyndln 2-)7155 4-fluoro-benzenesulfonamide as a white

solid. ISN mass spectrum, m/e: 389 (M-1 calculated for C;sH16CIFN20,S: 389).

20 Example 133
a) In analogy to example 1, on reaction of 5-(5-Chloro-2-methyl-phenyl)-6-methyl-
pyridin-2-ylamine with 3-chloro-2-methyl-benzenesulfonyl chloride there was obtained:
3-Chloro-N-[5-(5—chloro—2-methyl-phenyl)—6-methy1—pyridin-2-yl]-2—methy1—
benzenesulfonamide as a white solid. ISN mass spectrum, m/e: 419 (M-1 calculated for

25 ConmClZNzOzS! 419)

Example 134

a) In analogy to example 1, on reaction of 5.(6-Chloro-2-fluoro-3-methyl-phenyl)-6-
methyl-pyridin-2-ylamine with 3-trifluoromethyl-benzenesulfonyl chloride there was
30 obtained: N-[5- (6-Chloro-2-fluoro-3-methyl-phenyl)-6-methyl-pyridin-2-yl]-3-



Chl or o- 2-f |l uor o- 3- net hyl - phenyl ) -pyridin-2-yl]-3-trifl
uor onet hyl - benzenesul f onam de as a light-yell ow solid.
WO 3Neass6 spectrum nfe: 443.2 (M1 cal cul at edPEDEP2005/007894
Ci 9H 3C FAN2QO2S: 443). Exanple 130 In analogy to
exanple 1, on reaction of -67-
5- (6- Chl oro- 2-f | uor o- 3- net hyl - phenyl ) - pyri di n-

2- yL‘ X\%&lhth gﬁ{:&ﬁl’f&la@ﬂ‘@a{%rﬁﬁm S A soliB! T8N #gsstspestim, m/e:

was o

fi lAﬁﬂé’r(Mffteanlai &’zoﬁ@ﬂmpms#? )] - 4-fi uor o- benzene
sul fonam de as a |ight-yellow solid. |ISN nass
spectrum nie: 393.1 (M1 calculated for

Cl%§9a§8%%sta§§ %mg&g,gpl e 131 a) In analogy to

examnpr e on reacti

g 1?5) Ig}ing.fo g%gﬁh{ﬁfé 1PNERYdadtidie mm%‘-ﬁbﬂryl-prndm -2-ylamine with

trifluoronet hyl - benzenesul
chI @Gh&tuothﬁu@rqn&gnqﬁby ihgeyborgnic acid there was o talned 5-(5-chloro-2-

] § hgbdwidhonk furBher

-t ré‘? gl(;k nl@'t %ﬁ% e@g??g%aﬁnggig%k%ﬁaor ange oil .
'S umtmpmﬂxemﬁﬂm@tlonm (M1 calculated for
C20H16CI F3N2QO2S: 439). Preparation of the starting
material: b) In analogy to exanple Ib), on reaction of
5- br ono- 6- net hyl - pyri di n-2-yl am ne with 5-

hl or o- 2- met hyl - phenyl bor oni cEg@hsle 15Er € was obt ai ned:
1B 5 Chi oro- 2 et hyl - phenyl ) -

6- i el odib 'eﬁdﬁé‘%lg'l)/ rafaaaﬁm&sf 5a(6uhlogo- sqluuodo 31:5Ethybpkenyl)-6-methyl-
S pect rum

aI cuI ed . f H

233})>yncgga{3nﬂ|a@1q_e3&21ﬂa§; ﬂu,qr%f %599 fgnyé)g %gfre gﬁssztamed N-[5-(6-

?@fﬂeﬁ? ZOﬁuoro 3- {nﬁﬂll yl-p Een 1)I ? rréethyl pyndm -2-y1]-4-fluoro-benzenesulfonamide

or o- 2- me - pheny )
2. yicam ofé itelsoLR AP 340 BEFEReBUF AL ME PO e 1 ebusCIEN:OsS:
1& tained: N-[5-(5-
r'o- 2- net hyl - phenyl ) - 6- met hyl - pyri di n-2-yl ]

-4-fl uoro-benzenesul fonam de as a white

Example 136
In analogy to example 1, on reaction of 5-(4-fluoro-2-methyl-phenyl)-pyridin-2-ylamine
with 4-chloro-benzenesulfonyl chloride there was obtained: 4-Chloro-N- [5-(4-fluoro-2-
20 methyl-phenyl)-pyridin-2-yl] -benzenesulfonamide as a white solid. ISN mass spectrum,
m/e: 375.2 (M-1 calculated for C;gH14CIFN,O,S: 375).

25 Example 137
In analogy to example 1, on reaction of 5-(4-fluoro-2-methyl-phenyl)-pyridin-2-ylamine
with 3-chloro-benzenesulfonyl chloride there was obtained: 3-Chloro-N- [5-(4-fluoro-2-
methyl-phenyl)-pyridin-2-yl]-benzenesulfonamide as a white solid. ISN mass spectrum,
m/e: 375.2 (M-1 calculated for CigH1,CIFN;0O,S: 375).



solid. I SN mass spectrum me: 389 (MI calculated for

G 9H16C FN2O2S: 389). Exarrpl e 133 a) In analogy to
we@z@aplis4dl, on reaction of 5-(5-Chloro-2- et hyPET/EP2005/007894

rhenyl)-6-nmet hyl pyridin- 2-ylamne with

3-chl oro- 2- et hyl - benzenesul f ony$8 chl ori de there was

obt ai ned:

3- Chl oro- N-[ 5- (5-chl oro- 2- met hyl - phenyl ) - 6- met hyl - pyri

di n-2-yl ] -2-net hyl benzenesul fonam de as a white solid.

| SN mass spectrum me: 419 SMI calcul ated for
C20H18C 2N2C2S: 419). Exanpl &% led$8| 1 anal ogy to
exa le 1, on reaction of
ﬁ@ﬂa&gﬁiqex ARle b-O IeAENH of&h@ng,tpcjroez -methyl-phenyl)-pyridin-2-

rre 1'3%§#m@\¥'fth g'40dlglﬂ¥f@§11ﬁ@chw-}§éihzenesulfonyl chloride there was obtained: 2,4-

%bmm@goﬁo rSm(ttlh 110-1r(k)J eanZn%trile pLeny -pyri Lozr%d %- rtng lebenzenesulfonamlde

Léazivﬁ]\t%ﬂmf m?-rﬂ‘ak tQr@nRId b2 PNy Lilcifate® fdiyE s K CLEN,O,S:
I N

3-trifl u net hyl - benzenesul f onani de as a
||g2ft) yel | ow sol i d. ISN mass spectrum nfe: 457.2 (M
cal cul ated for C20H15C FAN2Q2S: 457). Preparation of
the starting material b) In analogy to exanple Ib), on
reaction of 5-bromo -6-nethyl-pyridin-2-ylamne wth
6- Chl or 0- 2-f | uor o- 3- net hyl - piEgayblaeni ¢ acid there
was obt ai ned: 5-(5-chl oro-2-

0TE LN aralpib ):xa@np‘lEU‘bﬁ rwwdmm@,yanm plsenwhr@ s mettgd- pyrldm -2-

used wi t hout I cat,i.on then )

st Flgmipsyi I eC %‘8 ePrZ E}’g)’@)’ﬁflﬂoréﬁ%ﬁ)ﬁfe Was O 0§ eac(?hlgﬂ) "N-[5-(2,5

Of dichloro-phenyl)-6- methyl yndm -2-yl]-benzenesulfonamide as a light-yellow solid. ISN
5- (6- ChIortoIuor h’ﬁ ridin-

2- JashIneEr i L 914?15 Bng%‘ﬁgt@ﬂg%rﬁ I\gﬁF%# ¢ there

was obtai ned: N-[5-(6-

Chl or o- 2-f | uor o- 3- net hyl - phenyl') - 6- met hyl - pyri di n- 2-yl

]-4-fluoro-benzenesul fonangi de as an off-white solid.
15 SRrepsgafionsd the fipFIngMAeDY7 2 (M| cal cul ated for

@ %|)_|%115 gla'fc’)\!gzyct% %xample 1b), on reaction of 5-bromo -6-methyl-pyridin-2-ylamine with
2,5-dichloro-phenylboronic acid there was obtained: 5-(2,5- Dichloro-phenyl)-6-methyl-
pyridin-2-ylamine as white solid. EI mass spectrum, m/e: 252.1 (M calculated for

CuHmClzNz: 252) .

20

Example 140

a) In analogy to example 1, on reaction of 5-(2,5-Dichloro-phenyl)-6-methyl-pyridin-2-

ylamine with 4-fluoro-benzenesulfonyl chloride there was obtained: N-[5-(2,5-Dichloro-

phenyl)-6-methyl-pyridin-2-yl] -4-fluoro-benzenesulfonamide as a white solid. ISN mass
25 spectrum, m/e: 409 (M-1 calculated for C;gH;3CLFN,0,S: 409).

Example 141

a) In analogy to example 1, on reaction of 5-(5-Fluoro-2-methyl-phenyl)-6-methyl-
pyridin-2-ylamine with 3-trifluoro-benzenesulfonyl chloride there was obtained: N-[5-(5-



407). Exanple 136 In analogy to exanple 1, on reaction

of 5-(4-fluoro-2-nethyl-phenyl)-pyridin-2-ylamne with
wa2@hlooses benzenesul fonyl chl oride there was OPCHEP®O3/007894

4- Chl oro- N-[ 5- (4-f1 uor o- 2-

metfiyl-phenyl)-pyridin-2-yl] -beggzenesul fonam de as a

V\,hite solid. |ISN nass spectrum e: 375.2 (M1

lg%.%r%t f 1 q‘i%:éﬁ‘ill X1 qg%h?l idin- 55% -3 FB R0t el3 T beRzenesulfonamide

ction
5 (ab aﬁlowﬁﬁawbltesoiek BN n@%@pp@@%ﬂl%ﬁ%ﬂ%%ﬂ%@% fop CaoH16FeN2025:
3- %}j ro- benzenesul fonyl chloride there was obtai ned:
ir 0- N-[ 5- (4-f 1 uor o- 2-
met hyl - phenyl ) - pyri di n-2-yl] -benzenesul fonam de as a
white solid. | SN mass spectrum nfe: 375.2 (M

éaglfre%aartﬁgng?ﬂlegﬁa%a%gafws 375). Exanple 138 a) In

0 exanpl e on reaction of

> EE)A) ?f ?OSESBH(]% @rm'éa}tlcﬂy &1 Fhiords - iy Bydih2-ylamine with
c} o enzenesul fonyl chloride there 1
vvasS ﬂbt)m Pravethy: ;zhenylboromc acid there was obtained: 5-(5-Fluoro- 2 methyl-phenyl)-

Cé:,g} e ’Ear[éﬁm(—ﬁ éfi Eghﬁ‘l;'z A {ORAIBY oﬂpEFHMés)spEBﬁrdn‘i“rﬂl‘ezzw 4 (M calculated

nzen ona as a white solid
rrasfsr@sihtsFMﬁmw e: 422.9 (M1 calculated for
Cl9H15C 2FN2C2S: 423). Exanple 139 a) In analogy to
1exanple 1, on reaction of
5- (2, 5-Di chl oro- phenyl ) -6-net hyl -pyridi n-2- ylam ne

wi th 3-chl oro-benzenesul fonyl pedthge igle there was
obt ai ned: 3-Chloro-N-[5-(2, 5-

d' c 'Iﬁ ﬂah%gf&yéﬁa 1B bRy kadishiofs (5 Flidib-berdghehehl paanethyl-

425p)(rml111 %ﬁa@medylglgll-f%\gp?g é&e@s%@gﬁo&@sgere was orgtamed 4-Fluoro-
Pr eRafisals. fifb:Bl2-hiehyE pREAY16-H&hALByRidin-2-y1]-benzenesulfonamide as an off-

15 white solid. ISN mass spectrum, m/e: 373.1 (M-1 calculated for C1oH;6F2N20,S: 373).

Example 143

a) In analogy to example 1, on reaction of 5-(5-Fluoro-2-methyl-phenyl)-6-methyl-

pyridin-2-ylamine with 3-chloro-benzenesulfonyl chloride there was obtained: 3-Chloro-
20 N—[5-(5-ﬂuoro—2-methyl—phenyl)-6-methyl-pyridin-2—yl] -benzenesulfonamide as an off-

white solid. ISN mass spectrum, m/e: 389 (M-1 calculated for C;oH;6CIFN,0,S: 389).

Example 144

a) In analogy to example 1, on reaction of 5-(2,5-Dichloro-phenyl)-6-methyl-pyridin-2-
25 ylamine with 3-trifluoromethyl-benzenesulfonyl chloride there was obtained: N-[5-(2,5-

Dichloro-phenyl)-6-methyl-pyridin-2-yl] -3-trifluoromethyl-benzenesulfonamide as an

orange oil. ISN mass spectrum, m/e: 459 (M-1 calculated for C;oH;3ClFsN;02S: 459).

Example 145



b) I'n anal ogy to exanple Ib), on reaction of 5-brono
-6-nmethyl -pyridin-2-ylamne with

WQ2®e6a105é or o- phenyl boroni c acid there was obt BCTEP2005/007894
5- (2, 5-Di chl oro-phenyl ) -6-net hyl pyridin- 2-ylam ne as
white solid. El nass spectrum ni@: 252.1 (M
cal cul ated for Exanple 140 a) In anal ogy to exanple 1,
Ona Bogial @y t6 Example 1, on reaction of 5-(2-Chloro-4-fluoro-phenyl)-6-methyl-

y &wxim?# m‘%ﬁﬂ%@ﬁﬁgﬁé@bﬁoﬂ%ﬁz@%ﬁwﬁéfw&é Biide 2 Sotained: N-[5-(2-

Ob@ﬂdﬁﬁcﬂ ﬂ%ﬂoﬁpﬁe&yﬁ@n@ﬁiybpﬂﬁlﬁ@ﬂ)} -3- tr1ﬂuoromethyl-benzenesulfonamlde

6- th b

2 e e P b et P P R0 35l CREeted (O
sCalG i CEINI@)S: 4438H 30 2FN2C2S: 409) . Exanpl e 141 a)
In anal ogy to exanple 1, on reaction of

5- (5- Fl uor o- 2- net hyl - phenyl ) - 6- et hyl pyri di n-
2-ylamne wth 3-txifluoro-benzenesul fonyl chloride

t Nk gpan@sonifithé Aading Matéral:
(5- Fl'uor o- 2- et hyl - phenyl ) - 6- met hyl - pyri din-2-yl]-3-tr
i f Ibyoh @ﬂﬁ&g‘y)frb eRahgle rJl'BS whfrearsioh o€ 5-daomo-®hiethylipgyeidin-2-ylamine with 2-

SICIC R R T —

10anfi‘1|1 y@dﬁ%@?ﬂdr&nb lap offowhitesatit Flomagfspecthmym/e: 236.1 (M calculated
2-ylamne with
5 ‘PlU%rz Oﬁf?%%t : phenyl boroni c acid there was
obt ai ned: 5-(5-Fl uoro-2-net hyl - phenyl ) -
6-net hyl -pyridin-2-ylamne a light-yellow oil. ElI mass
spectrum nie: 216.2 (Mcal cul ated for CL3HL3FN2:

216). Exanple 142 a) |In anal gggmple banpl e 1, on
reaction of

5- (hahhlogy m-ezampteﬂy ba péuetiyth P B 2rsthbyriopdrfludiarphenyl)-6-methyl-pyridin-
1%?'—@%“@3}%%@1 P 114 upfa;Be gon%gngﬁﬂ‘&%p 1eR1dL0 BYere 6L BbtaflRdI NGBS 2-Chloro-4-

N- [flero¢ & phénydy-6-r2ethpigyyidimp Retl74-flubrorbeimeneqfonainidezs y[White solid. ISN
) bel‘l?é%S? rs];?escyrlugn?n%e 3@5 9%&[ ?réalgxfﬂamlfg)leCmeCleNzOzS 393)

20 Example 147

In analogy to example 1, on reaction of 5-(2-Chloro-4-fluoro-phenyl)-6-methyl-pyridin-
2-ylamine with 3-chloro-benzenesulfonyl chloride there was obtained: 3-Chloro-N-[5-(2-
chloro-4-fluoro-phenyl)-6-methyl-pyridin-2-yl] -benzenesulfonamide as a white solid. ISN
mass spectrum, m/e: 409 (M-1 calculated for Ci5H;3CLEN,0,S: 409).

25

Example 148

a) In analogy to example 1, on reaction of 5-(2,3-Dichloro-phenyl)-6-methyl-pyridin-2-
ylamine with 3-trifluoro-benzenesulfonyl chloride there was obtained: N-{5-(2,3-
Dichloro-phenyl)-6-methyl-pyridin-2-yl]-3-trifluoromethyl-benzenesulfonamide as a



solid. I SN mass spectrum me: 373.1 (MI calcul ated

for CL9HL6F2N2Q2S: 373). Exanple 143 a) In analogy to
we@x@aplis4adl, on reaction of PCT/EP2005/007894

5- (5- Fl uor o- 2- net hyl - phenyl ) - 6- et hyl pyri di n-

2-ylamine with 3-chl oro-benzenest?l fonyl chloride there

was obtained: 3-Chloro- N

[ ShigHi-felloaramctphetsplid gibmass spectramhym/exhppi2diMrl zalgylpted for

e as an offwhite solid. |ISN mass

spggﬁaﬁ%‘@@%% ‘(M1 calculated for Cl9H16C FN2O2S:

389). Exanple 144 a) In analogy to exanple 1, on

reaction of

5-(2 grethyl -pyridin-2- ylam ne
Wi ?ngpér%’ |”f?f3%?s§$r£§’%¥+g Ignzenesul fonyl chloride there

ﬁ}]?bt%'_lg% 0 e%mél% 1()?2 %Ire%cyurop f r5]:brf)mo -6-methyl-pyridin-2-ylamine with
- 32Bwhf:hlum qﬂenmvbrdomm e wmmlaed és(ZénDéﬂhlﬂie'é’henYl )-6-methyl-

gll lgmfglerl\%% %? 8&5@?} s@(lﬁ Eﬂﬁ?si %éc{ru‘lﬁﬁ &rg/E ;2@% 331\/{ %chulated for

ex @y gCIIN:@52).eact i on of

5- (2- CHor 0- 4-fl uor o- phenyl ) - 6- net hyl pyri di n- 2-yl am ne

with 3-trifluoro-benzenesul fonyl chloride there was

obt ai ned: N-[5-(2-

Chl or 0- 4-fl uor o- phenyl ) - 6- rret]i%}n-ﬁpjgdi n-2-yl]-3-trifl
u0r omet hyl - benzenesul f onam de as an Tight-yel |l ow

SOI %‘ gﬁ%{g}mg oH %a.cﬁ'é@of 3453 Ditblo-pRrsU L Ghehyl-pyridin-2-

f of Preparation of the
rratykammé w1ﬂh)4 ﬂm@rﬁ%ﬂr’@%@slﬂ@fé’* eliipriee {heye Wasp H‘E‘{' %{)hﬁ g‘% Dichloro-

1 212014 r8Befen®dlfbndmide as a white solid. ISN mass
chﬂ%?n 4- f| uop )gﬁc}én%j gronlcr acel d there was_obtai ned:

5- ¢RecBininnro/ed449. 1Yol griariateq f0g CisH1sClFNZ025: 409).

nmet hyl - pyridin-2-ylanm ne an off-white soli. El mass
1sspectrum me: 236.1 (Mcalculated for G 2H oC FN2:
236). Exanple 146

Example 150
In analogy to example 1, on reaction of 5-(2,3-Dichloro-phenyl)-6-methyl-pyridin-2-
ylamine with 3-chloro-benzenesulfonyl chloride there was obtained: 3-Chloro-N-[5-(2,3-
dichloro-phenyl)-6-methyl-pyridin-2-yl] -benzenesulfonamide as a white foam. ISN mass
20 spectrum, m/e: 425.1 (M-1 calculated for CgHi3ClsN2O,S: 425).

Example 151
In analogy to example 1, on reaction of 5-(2,3-Dichloro-phenyl)-6-methyl-pyridin-2-
ylamine with 2,4-dichloro-6-methyl-benzenesulfonyl chloride there was obtained: 2,4-
95 Dichloro-N-[5-(2,3-dichloro-phenyl)-6-methyl-pyridin-2-yl]-6-methyl-
benzenesulfonamide as an off-white foam. ISN mass spectrum, m/e: 473.1 (M-1 calculated

for C19H14C14N202S: 4:73).

Example 152



In anal ogy to exanple 1, on reaction of
5- (2-Chl or o- 4-fl uor o- phenyl ) - 6- net hyl - pyri di n-

wQ@20pbanisme with 4-fl uoro-benzenesul fonyl chl or PCEEPIveF/@7894
was obtained: N [5-(2-Chloro-4-
fl uor o- phenyl ) - 6- net hyl - pyri di n-2yl ] - 4-fl uor o- benzene
sul fonam de as a white solid. | SN mass spectrum me:
3921Parfalbdy t6 akaiplatl psh feattionlddiSi (G- D2INLSDE FhedPY3)6- methyl-pyridin-2-

Exanpl e 147. Ln apal.0 to.ex e.l,.on reacti.on )

RSt 4 e Sy TS S B0 -0 o

2-y bHéHy[D%%étHle%ﬁiﬁhﬂBQ}] b Reeiybbuhdca syl foabinide dd@ vitirfeam. ISN mass
5

\é\ﬁls éﬁs)eg%rghg I%g{:S:r‘é- &E ;]/ Icéﬂllc\‘lg!“ls‘?‘é %‘ﬁ;ﬁlﬂ’%&ﬁﬁlﬁzgﬁ -49? ﬁ - benzene

sul fonam de as a white solid. |ISN nmass spectrum nle:

209 (M1 calculated for C 8H 3C 2FN2O2S: 409). Exanpl e

148 a) In analogy to exanple 1, on reaction of

5-(2, 3-Di chl oro- phenyl) - 6- met Exydmplgd53i n- 2- yl am ne

with 3-trifluoro-benzenesul fonyl chloride there was

obt aj Inethalddy f&exatqde 1, on reaction of 5-(2,5-Dichloro-phenyl)-6-methyl-pyridin-2-

Di ch] or.o- yl ).-8-nethyl - pyridi n- . iveds 9 .4-
s e BHB At iR B ep ifin i chloide phere s cipined: 24
anmo Didherd-Nabi(d,5-didNormplenyl) &k trrethipl - pytidin-245Y -@ nfdvhyl-

cal cul ated,for G 9H 2E3N2CPS: 9). Preparation,@f

{ohe bevERGHIg el pr ARSI O ool PN ece SPERERAIR 1 (M1 calculated
on FRaAGLHQALBINB,Br406D- 6- met hyl - pyri di n-2-yl anmine with

2, 3-di chl oro -phenyl boronic acid there was obtai ned:

5-(2, 3- D chl or o~phenyl ) - 6- net hyl pyri di n- 2-ylam ne an

off-white solid. EIl nmass spectrum me: 252.1 (M

cal cul ated for Exanple 149 a)E{iﬂngQ%@gy to exanple 1,

on reaction of

5- (2, 3- Di chl ar o- 6 | vridin
o ¢ f0 e S BRR e g 31 r CHIok s MRRYD & methyl-pyridi
Wbt diyheanine mﬂ‘&‘@ﬁﬂ'bﬁ@ﬂh@ﬂ% alloyide there was obtalqed: N-[5-(2-Chloro-4-
- Mt RN g phlia- L 4O B RRAAU BB s Aehite foam.

ISN mass spectrum, m/e: 389 (M-1 calculated for C;9H;sCIFN,0,S: 389).

Example 155
20 In analogy to example 1, on reaction of 5-(2-Chloro-4-fluoro-phenyl)-6-methyl-pyridin-
2-ylamine with 2,4-dichloro-5-methyl-benzenesulfonyl chloride there was obtained: 2,4~
Dichloro-N-[5-(2-chloro-4-fluoro-phenyl)-6-methyl-pyridin-2-yl]-6-methyl-
benzenesulfonamide as a white foam. ISN mass spectrum, m/e: 457.1 (M-1 calculated for

C19H14C13FN20252 457) .

25

Example 156

In analogy to example 1, on reaction of 5-(2,4-bis-trifluoromethyl-phenyl)-pyridin-2-

ylamine with 3-chloro-benzenesulfonyl chloride there was obtained: N-[5-(2,4-Bis-

triftuoromethyl-phenyl)-pyridin-2-yl]-3-chloro-benzenesulfonamide as a white solid. ISN
30 mass spectrum, m/e: 479 (M-1 calculated for C;oH;; CIFsN,O,S: 479).



spectrum nmfe: 409.3 (M1 calculated for

C18Hi 3C 2FN2Q2S: 409). Exanple 150 In analogy to
we@x@aplis4adl, on reaction of PCT/EP2005/007894

5-(2, 3-Di chl oro- phenyl ) - 6-net hyl - pyridi n-2- yl am ne

wi th 3-chl oro-benzenesul fonyl chlorg de there was

obt ai ned: 3-Chloro-N-[5-(2, 3-

di chl or o- phenyl ) - 6- et hyl - pyri di n- 2-yl ] - benzenesul f ona

mde as a white foam |SN nmass spectrum mfe: 425.1

(M1 calculated for C 8H 3C 3N2O2S: 425). Exanple 151

In anal ogy to exanple 1, on reaction of

5- (2, 3-Di chl oro- phenyl ) - 6- et hyl - pyri di n-2- yl am ne

Wi th 2, 4-dichl oro- 6- net hyl - benExmgdelfdnyl chlori de

t here was obtained: 2,4-

Di cHh@nalogy [Gexapde Hianreantivnpif Sn(2i4)-bis~trifitbrpimetlyyl iptemy R pyridin-2-

l] of f - wh .
LR ] P RO i Bl St T (2. 0-Bis-

o 9+ﬂrxﬂ®m@ﬂ phengh) -pyEden iyl - 1—52ﬂtlnyldxeakamgyﬂfomamxdu‘qs laavhite solid. ISN
5 S RN e 4593 (M caleplatod for Coobh PO 4500

wi th 3-nethyl - benzenesulfonyl chlorlde t here was

obt ai ned: N-[5-(2, 3-Di chl orophenyl) -

6- net hyl - pyri di n-2-yl]-3-net hyl - benzenesul f onam de as

a white foam | SN nass spectrlﬁﬁMOS 3 (MI

cal cul ated for C19H16CIZNECES 405). Exanmple 153 a) In
Hhalpgpalosy exapipe b ongeactien of pdA.4d#is-trifluoromethyl-phenyl)-pyridin-2-

5 ( %]a%ngs e ﬂu%eﬂgﬂzémévl@ﬁmoﬂﬁé l‘gony +1ﬁ£ﬁ g@ [5-(2,4-Bis-

4-di chl or o- 6- net zenesu
thercre fgeromsthydinkeay]) -2yd mbHvbﬂuom pwexzesulfonamxde as a white foam. ISN

enes %g_;egfrﬁﬂ'?ﬂy/le)%@ (N/F%QMEUI Righi @2 %r%ﬁgﬁanégg@yl benz

nam d ow o3
spectrum nie: 475 (I\/H cal cul ated for
G 9H14d 4F3N2C2S: 475) .

15 Example 159

In analogy to example 1, on reaction of 5-(2,3-Dichloro-phenyl)-6-methyl-pyridin-2-

ylamine with 4-fluoro-3-trifluoro-benzenesulfonyl chloride there was obtained: N-[5-(2,3-

Dichloro-phenyl)-6-methyl-pyridin-2-yl]-4-fluoro-3-trifluoromethyl-

benzenesulfonamide as an off-white foam. ISN mass spectrum, m/e: 476.9 (M-1 calculated
20 for CyoH;2CLFN,0,S8: 477).

Example 160

In analogy to example 1, on reaction of 5-(2,3-Dichloro-phenyl)-6-methyl-pyridin-2-

ylamine with 3-chloro-4-fluoro-benzenesulfonyl chloride there was obtained: 3-Chloro-N-
25 [5-(2,3-dichloro-phenyl)-6-methyl-pyridin-2-yl]-4-fluoro-benzenesulfonamide as an off-

white foam. ISN mass spectrum, m/e: 442.9 (M-1 calculated for C;sH;,CL:FN,0,S: 443).

Example 161



Exanpl e 154 I n analogy to exanple 1, on reaction of

5- (2- CHor 0- 4-f | uor o- phenyl ) - 6- et hyl - pyri di n-

wQ@20pbanisme w th 3- net hyl - benzenesul f onyl chl or PAEEPIves/@7894
was obtained: N [5-(2-Chloro-4-

fl uoro-phenyl)-6-nethyl-pyridin.zyyl]-3-nmethyl -benzene

sul fonam de as a white foam | SN mass spectrum me:

389a)(IM'a!n %g?éj'lﬂ@hﬁ)@e i, Q)'h rgltglﬂl B3N R0- p’ﬁ&%l) 6Eh-Byridin-2-

155%1'n "anafogy to 1, on reaction

5- ( Pasineowith 2~ Cfﬂlqm-rb@n@méwgfpwlsh]ﬁgﬁnyhergyﬁ glptﬁmed 3-Chloro-N-[5-(2-
2- yhuggggﬁ%e#gprk greélyg gglhéhﬂ Zoyl?b%eﬁé@ulfgﬁﬁﬁﬁﬁeﬁ 4hfo®vhite foam. ISN

chl ori [ oro- N-

[ 5- f@sscipedramdmfd: 3. b(Mhlew;qu}atedefonélu@nCIE%O@S A72Lyl |

- 6- net hyl benzenesul fonam de as a white foam | SN nass

spectrum mnmle: 457.1 (M1 calcul ated for

C19H 4 3FN2Q2S: 457). Exarrpl e 156 In analogy to

exaBydperationof thestarting magerial:
5-(2,4-bis-trifluoronethyl-phenyl)-pyridin

wi t b) Brartalagydo bemme Eouh sragtiondl %bt%@ﬁﬁ@?@vbvagndmﬂ -ylamine with 2-

ogte | {;‘ed%hé}l'y&%r&ﬁ Nﬁ't}%tré tr sld’b%l &Ft@lﬁuoro-phenyl)-6-methyl—pyr1d1n-2-

or o- enzenesu onam de S
Wh i ylamsind ardoffviige spesirumy m/e: 3622 ((I\M;plculatedafor 81 2H 1, FNa:

al ?%at ed for Cl19HnC F 6N2028 479) . Exanpl e 157 In

Yy to exanple 1, on reaction of
5-(2,4-bis-trifluoronethyl-phenyl)-pyridin-2- ylamne
wi th 3-net hyl - benzenesul fonyl chloride there was

obtai ned: N [5-(2,4-Bistrifluoronethy]-
phenyl ) - pyridin-2-yl] - 3-net hym%éé%sulfonam de as a

white solid. | SN nass spectru X 4591 1
cal ellmanalpgy ¢p exaPERia LrpNpesion o iégjlel’l %%nrqﬁhyl-pyndm-}

ana%ﬁgx & Qith A Rr6- b%nze‘ﬁ@su'ﬁ% tchIé;'ihd@fthere was obtamed 4-Fluoro-N-[5-(2-
%I s-trifluoromethyl - nyI | din hite £ ISN
15  fluoro- phenyl)-6-methyl-pyridin- 2 enzenes onamlde as a white foam. mass

spectrum, m/e: 359 (M-1 calculated for C1sH14F2N>0,S: 359).

Example 163
a) In analogy to example 1, on reaction of 5-(2-Fluoro-phenyl)-6-methyl-pyridin-2-
20 ylamine with 4-fluoro-3-trifluoromethyl-benzenesulfonyl chloride there was obtained: 4-
Fluoro-N-[5-(2-fluoro-phenyl)-6-methyl-pyridin-2-yl]-3-trifluoromethyl-
benzenesulfonamide as a white foam. ISN mass spectrum, m/e: 427.1(M-1 calculated for

C19H13F5N20251 427) .

25 Example 164

In analogy to example 1, on reaction of 5-(2,4-bis-trifluoromethyl-phenyl)-pyridin-2-

ylamine with 3-chloro-4-fluoro-benzenesulfonyl chloride there was obtained: N-[5-(2,4-
Bis—triﬂuoromethyl-phenyl)-pyridin—2~yl]-3-chlor0-4-ﬂuoro-benzenesulfonamide as an
off-white foam. ISN mass spectrum, m/e: 496.9 (M-1 calculated for Ci15H0CIF/N20,S: 497)

30



ylam ne with 4-fluoro-benzenesul fonyl chloride there
was obtained: N[5-(2,4-Bistrifluoronethyl-
W@ b@aplos4@yri di n- 2-yl ] -4-fl uor o- benzenesul f onaPCTHEPS5/607894
white foam |SN mass spectrum me: 463 (M
cal culated for C OHI1IF7N2Q2S: 463f.. Exanple 159 In
anal ogy to exanple 1, on reaction of

5-(2, 3-Di chl oro- phenyl) - 6- metgyphpyfgsdi n-2- yl am ne
mnth 4-fluoro-3-trifluoro- beﬁ?éﬁ%%%lfonyl chl ori de

1?]? Fedl ohl' rL:ar%’u()g 0f5- éz -Fluoro- phenyl? -6-methyl- pyndm 2-ylamine
or 02’pheny pyridin-2-yl] | uor o- 3

fl mﬁaoaq«btdm}ﬂ@@r&m&sm%%mmqg@lfw 1 gipforiele thepd was qbéaaﬂ?t{ 2,4-Dichloro-

A P e SR vt oo

15504 &Thlﬂeéoml o meacspcquum,fm/ e:422.9 (M-1 calculated for C;oH;5CLFN,O,S: 423)

5- (2, 3-Di chl oro- phenyl ) - 6- et hyl - pyri di n-2- yl am ne
wi th 3-chl oro-4-fhioro-benzenesul fonyl chloride there
was obt ai ned: 3-Chl oro-N

[ 5- (2, 3-di chl oro-phenyl) - 6- negmpj@yg@ di n-2-yl]

- 4-fl uor o- benzenesul fonam de as an offwhite foam | SN

ma IF_I 113%8 F%Igﬂeih é)ﬁ‘l'gac%oﬁMfB (Q&*l@éﬂofﬁlﬁéﬂ yi) @-methyl-pyridin-2-ylamine

exa\ﬁﬁl Ftrifl uq;gnp@g&-bpwnyu?myl ch}or}cﬁe there was g{)ta%%d R- [5-(2-Fluoro-
103 %ﬁf@ly@rlﬁe Zﬁ idin 8- 3h1¥1ﬂu5i/6rh&hﬂl = Benz¥hBAlEnmité & a light-yellow

ro- benz quon chl oride_t e
3- €pdmo. rléleggspg:trum, m/e: 409.1 (M-1 calculatec? fo\l\% IE% 8 Sd 409).

fluoro-phenyl)-6-nethyl -pyridin-2-yl]-benzenesul f onam
de as an off-white foam | SN nass spectrum nfe: 375.2
(M1 calculated for C18H14C FN2Q2S: 375). Preparation

of the starting material: b) Exanglelémy to exanple
I b), on reaction of 5-brono-6-nethyl-pyridin-2-ylan ne

Wi 5l Ir?anﬂég#tb@x&’ﬁ ey, bR k&Rtion af -2 Chdsre- pl&syk)kﬂ:,taﬂhmihyl -pyridin-2-

(2 Fl uor 0= phen - met hyl. - i n )
15%f lagpine ¥1g- p'ba/uop_s@ @eéﬁ@gﬁﬁﬁgnc}ﬁztge% gfalwe% N-[5-(2-Chloro
calghihyl)-8d- digetlyd-pytilid-yl]-3- trlﬂuoromethyl-benzenesulfonarmde as a yellow
amorphous solid. ISN mass spectrum, m/e: 439.1 (M-1 calculated for C;oH;6CIF3N;0,S:

439).

20 Preparation of the starting material:

b) In analogy to example 1b), on reaction of 5-bromo-3,4-dimethyl-pyridin-2-ylamine
with 2-chloro-phenylboronic acid there was obtained: 5-(2-Chloro-phenyl)-3,4-dimethyl-
pyridin-2-ylamine a white solid. ISP mass spectrum, m/e: 233 (M+1 calculated for
Ci3H15CIN,: 233).

25

Example 168

a) In analogy to example 1, on reaction of 5-(2-Chloro-phenyl)-3,4-dimethyl-pyridin-2-

ylamine with 3-chloro-benzenesulfonyl chloride there was obtained: 3-Chloro-N-[5-(2-

chloro-phenyl)-3,4-dimethyl-pyridin-2-yl]-benzenesulfonamide as a yellow amorphous
30 solid. ISN mass spectrum, m/e: 405.1 (M-1 calculated for C;9H;6Cl2N2O,S: 405).



202). Exanple 162 a) In analogy to exanple 1, on
reacti on of 5-(2-Fluoro-phenyl)-6-nethyl- ryridin-2-

WQ b@aions46M t h 4-f | uor o- benzenesul f onyl chl ori deCT/ER2085/007894
was obt ai ned: 4-Fl uoro-N-[5-(2-
fl uor o- phenyl ) - 6- net hyl - pyri di n-%5 yl |
- benzenesul fonam de as a white foam | SN nass
spectrum nie: 359 (M1 calculated for Cl18HL4F2N2QC2S:
359). Exanple 163 a) In analogy to exanple 1, on
reaction of 5-(2-Fl uoro-phenyl)-§- hyl - pyri di n- 2-
ylamne with %QGj'f@

4-fluoro-3-triflu rorreth e ul f I N
t héff éna‘]\%f g 5XarRE OIarea fgt)rj -FEISO % §|Zl cﬁfﬂeﬂfyl pyridin-2
gﬁf ine ﬁrtHﬂtﬂudro-Kb)éﬁZdilleﬁﬂﬂnyll c}ﬁo31de lthére was dvmmsh RdAz@rChloro-

542P qr?}’ﬁ]fén 4@?\@@@1}’29 <Iilpog. Y@a%‘f@ nzesnlse% é)rlllgﬁuc?e'gs ayeﬁow amorphous

. BSN maRflspe€@@inl fite:389 (M-1 calculated for C19H16C1FN2028 389).
5 2,4-bis-trifluoromethyl-phenyl)-pyridin-2- ylanne
Wi th 3-chl oro-4-fiuoro-benzenesul fonyl chloride there
was obtai ned: N[5-(2,4-
Bi s-trifluoronethyl-phenyl)-pyridin-2-yl]
- 3-chl or o- 4-f | uor o- benzenesu&mplﬂ_lﬂ@ as an of f - vvhlte
foam | SN mass spectrum me: 496. i cal cul ate

f ora) i arkdl }itE ENRAPIBT], D pEicamnqfl 2eMEdH - h3' &mgyr@@yy]r@ ylamme with 3-

105 (tgﬁlﬁ_qrgét} 89%}‘?5: g]n)yl %ﬂor%e ﬁhere was é)btauée }\I (2- Methyl 3 3'|bipyridinyl-6-
2, 41)dB- cﬂaﬂwronﬁmybbmenasutfemﬂe gsm hghtwell@w |amrahoqswehé ISN mass
was ‘obt ai ne

N- BB Sr%ﬁ%ﬁyﬁfﬂge%ﬁrm}l‘l{ yirN%)Fs ngyl] 6- met hyl

-benzenesul fonam de as an of fwhite foam | SN nmass
spectrum me: 422.9 (M1 calculated for

}E%’?agtioﬂ\%%? %t?;é{" l'ﬂat@riﬂnpl e 166 In anal ogy to
15 (b% Il’ll: exaﬁ{lp?e 1%) el Y omdrisH -4 S yridin-2-ylamine with 3-

pyndylboromc acid there was obtained: 2-Methyl-[3,3']bipyridinyl-6-ylamine a yellow
solid. EI mass spectrum, m/e: 185.2 (M calculated for C;;HiiNas: 185).

Example 171
20 a) In analogy to example 1, on reaction of 5-(2-Chloro-phenyl)-4-methyl-pyridin-2-
ylamine with 3-chloro-benzenesulfonyl chloride there was obtained: 3-Chloro-N-[5-(2-
chloro-phenyl)-4-methyl-pyridin-2-yl] -benzenesulfonamide as a white solid. ISN mass
spectrum, m/e: 391 (M-1 calculated for C;5H;4Cl2N>0,S: 391).

25 Preparation of the starting material:

b) In analogy to example 1b), on reaction of 5-bromo-4-methyl-pyridin-2-ylamine with 2-
chloro-phenylboronic acid there was obtained: 5-(2-Chloro-phenyl)-4-methyl-pyridin-2-
ylamine a yellow solid. EI mass spectrum, m/e: 218.1 (M calculated for C;oH;1CIN,: 218).



with 3-trifluoronethyl-benzenesul fonyl chloride there
was obt ai ned: N-[5-(2-Fl uorophenyl)

WO geoae1dsyd - pyri di n- 2-yl ] PCT/EP2005/007894
-3-trifluoronethyl-benzenesul fonam de as a
light-yellow foam |SN mass spectrpymy me: 409.1 (M
cal cul ated for Cl9HL4F4N2Q2S: 409). Exanple 167 a) In

anal ogy to exanple 1, on reacti@mpk 172
5- (2-Cnhl or o- phenyl ) - 3, 4-di met hyl - pyri di n-2- yl am ne
Wi t fa) Bn hmalégyumreaaxhplazleaﬁswcﬁ@wf 5-¢ DG drd e HeR Pl &t Miehyl-pyridin-2-

Obt a ned 3[pg}f?lér%lggvfﬁgnezg&szﬂfonyl chloride there was obtained: N-[5-(2-
- 3 t@hliﬁﬂouphdhljfbtéhmeﬂﬁﬁli@?ﬁ @S 2Hyf] Cﬂlﬁﬂﬂlﬂﬁoﬁl‘é )zSSIHeﬁ&!ulfonamlde as an off-

amor ghous | SN nass spectru 39 1

o oSBT A5 oo iR RERoALS 14 Calshlatesh i Cisbh FIF-N,055: 425).
the starting material: b) In anal ogy to exanple Ib),

on reaction of 5-brono-3, 4-dinethyl-pyridin-2-ylam ne

wi t h 2-chl oro- phenyl boronic acid there was obt ai ned:

5-(2-Chl or o- phenyl ) -3, 4-di net hyl pyridin- 2-ylam ne a

white solid. ISP nass spectrum nfe: 233 (M1

cal cul ated for CL3H13C N2: 233). Exanple 168 a) In

anal ogy to exanple 1, on reactixampbf173
5-(2-Chl or o- phenyl ) -3, 4-di net hyl - pyri di n-2- yl am ne
vvi t la) Bx el egydo loramzplad som feantydn offi-(2-Chiborofpdenylvdsmethyl-pyridin-2-

raggg %ﬂ gfc 0“55165 yl benzeraesulf%nyg} 51105 %léeﬁgy&f ?l())tained: 2,4-
namD:lehlam H [ﬁeﬂ%dﬂomﬁpﬂlqmlyb%H&diyll-qbyrlﬂfﬁl\ﬂﬁyﬂS@-nsqnh!}dt‘tfenmnesulfonamlde

" 0B TR, % SRR RERR (B0

5- (2- CHoro phenyl) -3, 4-di rrethyl pyridin-2- ylam ne
Wi th 4-fluoro-benzenesul fonyl chloride there was
obt ai ned: N-[5-(2-Chl orophenyl)

-3, 4-di methyl -pyridin-2-yl] ~ Example174

-4-f1 uoro-benzenesul f onam de as atﬁel | ow anor phous
15 In analogy to example 1, on reaction of 2-Me [3,3']bipyridinyl-6-ylamine with 3-

chloro-benzenesulfonyl chloride there was obtained: 3-Chloro-N-(2-methyl-
[3,3']bipyridinyl-6-yl)-benzenesulfonamide as a light-brown amorphous solid. ISN mass
spectrum, m/e: 358 (M-1 calculated for C;;H;4CIN30,S: 358).

20 Example 175
In analogy to example 1, on reaction of 5-(4-Fluoro-2-methyl-phenyl)-4-methyl-pyridin-
2-ylamine with 3-chloro-benzenesulfonyl chloride there was obtained: 3-Chloro-N-[5-(4-

fluoro-2-methyl-phenyl)-4-methyl-pyridin-2-yl]-benzenesulfonamide as a colorless solid.
ISN mass spectrum, m/e: 389 (M-1 calculated for C,sH;sCIFN,0,S: 389).

25
Preparation of the starting material:

b) In analogy to example 1b), on reaction of 5-bromo-4-methyl-pyridin-2-ylamine with 2-
chloro-phenylboronic acid there was obtained: 5-(4-Fluoro-2-methyl-phenyl)-4-methyl-



solid. I SN mass spectrum me: 389 (MI calculated for

Cl9H 6C FN2O2S: 389). Exanple 170 a) In analogy to
we@x@aplis4adl, on reaction of PCT/EP2005/007894

2-Methyl -[3,3" ] bi pyridinyl-6-ylanine with 3-

trifluoro-benzenesul f onyl chIorLdg_there was obt ai ned:

N-(2- Methyl -[3, 3" ] bi pyridinyl -

yl)s iof P@{Eﬁ] Bhass spectrum, m/e: 217.3

[ ldtuji 2 %%vﬁgﬁgﬁkﬂghlg engﬁwsegl%ngg%&gspect r urIr)] ni e:

392((1%1 czdaﬂet@déqr sHoFNGi28H- AF3N3ORS:  392) .

Preparation of the starting material: b) In analogy to

exanple Ib), on reaction of

5- br ono- 6- et hyl - pyridin-2-ylamne with 3-

pyri dyl boronic acid there was_obt ai d:
2 Met hyl - 3, 3 ]bipyridinyl @ﬁ@ﬁiﬁgfa yel | ow sol i d.
mass spectrum 185. 2 ul at.ed |
5 1957 nEREN A Gl b e Lpn reactigg %3@@“%%}‘&3@‘ i 4hethy-
re icﬁﬂ-Zofrlaﬁﬁlr(ezm@B-Qﬁﬂucﬂbﬁﬁﬁiyl-bémﬁﬁéshlfbnﬂ)th]odﬂdﬁ tlere was obtained: N-
X,'ai so&?glivl\fﬁtggz régt@ﬁlg . oeg?r nzen@%{m‘fﬁ%' 2-GN 08 SHGER-

chl QLB RRERYAdmide B8E Wilte RIF IIN'mdss\bécthgmaniecsdd (Mrlamiculated for
de as a white solid. |ISN mass spectrum me: 391 (M

cal CuFhFel9 483)8H 401 2N2CRS:  391). Preparation of

the starting material: b) In anal ogy to exanple Ib),

18n reaction of 5-brono-4-nethyl-pyridin-2-ylamne with

2- chl or o- phenyl boroni c acid there was obt ai ned:

5- (2- Cnl or o- phenyl ) - 4- met hyl - Exatiplell 7 2- yl ami ne a

yel l ow solid. EI nass spectrum nie: 218.1 (M

cal gluindnatbgl @ e;@hgﬁmdﬁ reacZibﬁ)afE)«(Arﬁ}hcﬁoJZFmea)yl-lphenyl) -4-methyl-

gn ?EOQ Pg@gﬁﬁg‘gﬁ} % ’4 cﬁgl%lr eag L] e]‘i?}a c%Hﬂaoron'rethns{l-benzene%ulfonyl chloride

3- t fHebd Way sbtEhbEI2; @Bi&ﬂmesm [sqmmuomamewﬁ -pliemyb -4rensthyl-pyridin-2-
obtalned

130 IS pren PRIy RIS o aivhitssqid IS PRy PSS 7200
- b@ﬂ&ﬁ&%& - OpEFOIENaS,%83f f whi t e

Example A

A compound of formula I can be used in a manner known per se as the active

20 ingredient for the production of tablets of the following composition:

Per tablet
Active ingredient 200 mg
Microcrystalline cellulose 155 mg
Corn starch 25 mg
25 Talc 25 mg
Hydroxypropylmethylcellulose 20 mg

425 mg



solid. I SN mass spectrum me: 425.1 (M1 calcul ated
for CL9H14d F3AN2Q2S:. 425). Exanple 173 a) In anal ogy
w0 eooexsspd e 1, on reaction of PCT/EP2005/007894
5- (2-Chl oro-phenyl)-4-nmethyl -pyridin-2- ylamne with
2, 4-di chl or o- 6- net hyl - benzenesulLfygnyl chl oride there
was obt ai ned: 2, 4-
Di chl or o- N-[ 5- (2- chl or o- phenylgkaghprees hyl - pyri di n- 2-yl ]
- 6- net hyl - benzenesul fonani de as a white solid. I|SN

mass spectrum me: 439 (M] calcul ated for .
C19H15@ oNppound ofdopmuler) 538, QUSEE AN p mannes Wq per se as the active

ex ieht fRThd raahétn dHeapgsuiloftle following composition:
[3,6%&1"'%16%“ R s th . B comp
chl oro- benzenesul fonyl chloride there was obtai ned:

3- Chl or o- N- ( 2- net hyl - LEr capsuie

[3,3" ] bipyridinyl-6-yl)-benzenesul fonam de as a
gigngwghg&@ﬁaﬂprphous solid. |300D.0mgs spectrum nie:
358 (M1 Ttal cul ated for C17H14§ I\@OZS: 358). Exanple
1753ﬁﬁsﬁﬁéﬁogy to exanple 1, o OLm8t i on of

5- (fAfdskior o- 2- net hyl - phenyl ) - 4-95 higl - pyri di n-
2-ylamne wth 3-ch|oro-benzene2%Ifonyl chloride there
wasl®t ai ned: 3- Chl or o- N-[ 5- (4- 4> ™8
fIqqgﬁkgﬁﬁgﬁgﬁhmphenyl)-4-nethybﬁgﬁgidin-2-y|]-benzene
sul fonam de as a col orl ess SO|%8 I SN nass spectrum
ne: 389 (M| calculated for CEEMR&RE FRocRs: 389).
Preparation of the starting material: b) In analogy to
exanple Ib), on reaction of

5- brono- 4-net hyl - pyridin-2-ylamne with 2-

chl or o- phenyl boroni c acid there was obtai ned:

5- (4- Fl uor o- 2- net hyl - phenyl ) - 4- met hyl pyri di n- 2-yl am ne
as an anor phous |ight-yellow solid. ISP nass spectrum
me: 217.3 (Mt cal cul ated for C13Hi 3FN2: 217).
Exanple 176 a) In analogy to exanple 1, on reaction of
5- (4- Fl uor o- 2- net hyl - phenyl ) - 4- et hyl pyri di n-



2-ylamne wth 3-trifluoronethyl-benzenesul fonyl
chl oride there was obtained: N

W@ 2006410Bk@or o- 2- net hyl - phenyl ) - 4- met hyl - pyr i di PCRER10p5/@)7894
-trifluoronethyl benzenesul fonani de as a white solid.
I SN mass spectrum nfe: 423 (M| cul ated for
C20H16F4AN2R2S: 423). Exanple 177 a) In analogy to
exanple 1, on reaction of
5-(4-FIuoro-2-nethy|-phenyl)-4-§%@%§¥%yridin-
2-ylamne wth
2,4-dichloro-6-nethyl-trifluoronethyl-benzenesul f onyl
chloride there was obtained: 2

r|d|
SO|Id

I o&g ohgds(éff{%xl#ﬁ%o 2-met hyl - phenyl ) - 4- met hyl - py

enzenesul fonam de as a white

I SN mass spectrum nfe: 437.2(M1 cal cul ated

for C20HL7C 2FN2Q2S: 437). fkanple A A conpound of

formula | can be used in a
active ingredient for the
foll ow ng conposition: P

nners known per se as the
i on of tablets of the

200 mg M crocrystalline @Ilu ose 135 ng_gorn starch

25 ng Talc 25 ny I—Iydroxypr\o,g I
425 ngExanpl e B A conmpound of for

ose 20 ny
an b® used in
redI\ fit for the

a manner known per se as the actl
production of capsules of the sl ol ng 'R;4| on:
I
RS
Q)
5 wherein

10

15

20

R is hydrogen, alkyl, cycloalkyl, hydroxy, hydroxyalkyl, alkoxy, alkoxyalkyl, amino
or aminoalkyl;

R?is hydrogen, alkyl or halogen;
R is hydrogen, alkyl or halogen;

R* is phenyl, naphtyl, thiophenyl, pyridyl, quinolyl, piperidyl, morpholyl or
thiomorpholyl optionally substituted with one or more substituents
independently selected from alkyl, cycloalkyl, halogen, hydroxy, hydroxyalkyl,
alkoxy, alkoxyalkyl, hydroxyalkoxy, alkoxyalkoxy, cyano, trifluoromethyl,
trifluoromethoxy, aryl, arylalkyl, aryloxy, heterocyclyl, alkylcarbonylamino,
alkoxycarbonylalkoxy and alkyl-SO,- ;

R’ is hydrogen or alkyl;

RS, R7, R, R? and R'® are independently selected from hydrogen, alkyl, halogen,
cyano, trifluoromethyl, alkoxy and alkyl-SO,-;

A is nitrogen or C-R'%

E is nitrogen or C-R%;



Per capsul e Active ingredient 100.0 ng Corn starch

20.0 ng Lactose 95.0 ng Talc 4.5 ng Magnesi um stearate
W@2®6/1p5220. 0 ngCLAI M5 1. Conpounds of for nul aPCOEP2005/007894

wherein Rl is hydrogen, alkyl, cycloal kyl, hydroxy,

hydr oxyal kyl , al koxy, al koxyal kyg -.am no or

am noal kyl ; R2 is hydrogen, alkyl or halogen; R3 is

hydr ogenis brkydn g'C-R8I ogen; R4 is phenyl, naphtyl,
t hi ophenyl, pyridyl, quinolyl, piperidyl, norpholyl or

't hi onor pholyl optionally s ituted with one or nore
subst i tWRSAEE nPhHJ@bf‘efE?a% APf 9%]@;# %ftcf éds P& Kyl |
cycl oal kyl , hal ogen, hydroxy, hydroxyal kyl, al koxy,

al koxy alpidyharh¥@n e héeytdbleahlkatiladstedxthereof.ano,
trifluoromethyl, trifiuoromethoxy, aryl, arylalkyl,

a1 oy GBI PRI RS REph & R Qs or ogen
or alkyl; R6, R7, R8, RO and R10 are independently
selxct atbrhpamdiyehoadiap to hiky 1, witkabia®e s alkyl.
4.  Compounds according to any one of claims 1 to 3, wherein R%is hydrogen.
5.  Compounds according to any one of claims 1 to 3, wherein R is alkyl.
6.  Compounds according to any one of claims 1 to 5, wherein R? is hydrogen.
7. Compounds according to any one of claims 1 to 6, wherein R is alkyl.
10 8. Compounds according to any one of claims 1 to 7, wherein R’ is hydrogen.
9.  Compounds according to any one of claims 1 to 8, wherein A is C-R™.
10. Compounds according to any one of claims 1 to 9, wherein E is C-R°. 4
11. Compounds according to any one of claims 1 to 9, wherein E is nitrogen.

12. Compounds according to any one of claims 1 to 11, wherein G is C-R%.

15 13. Compounds according to any one of claims 1 to 12, wherein R*is phenyl optionally
substituted with one to three substituents independently selected from alkyl,
cycloalkyl, halogen, hydroxy, hydroxyalkyl, alkoxy, alkoxyalkyl, hydroxyalkoxy,
alkoxyalkoxy, cyano, trifluoromethyl, trifluoromethoxy, aryl, arylalkyl, aryloxy,
heterocyclyl, alkylcarbonylamino, alkoxycarbonylalkoxy and alkyl-SO»-.

20 14. Compounds according to claim 13, wheréin R* is phenyl substituted with one to

three substituents independently selected from alkyl, halogen and trifluoromethyl.

15. Compounds according to any one of claims 1 to 14, wherein RS R%, R, R’ and R

are independently selected from hydrogen, alkyl, halogen and trifluoromethyl.



cyano, trifluoronethyl, alkoxy and alkyl-SO2-; Ais
nitrogen or CGR10; Eis nitrogen or CGR9;Gis nitrogen

WoR00G0RE16 wher ei n not nore than one of A, E andP@VEB2005/007894
ni trogen; and pharmaceutically acceptable salts and
esters thereof. 2. Conpounds acc@aing to claiml,
wherein Rl is hydrogen. 3. Conpounds according to

cl ajem 1goMB8iREdh i 1Blaky bne 8 dSaINAYNYSwiRsGaRE]
to any o%l\g@ cl aclagrrsr% ag Y ecr ein R2 is hydroggﬂgﬂogen’alkylor

5. Conﬁ@lﬂ’v@go@e@ﬁ}rdl ng to any one of claims 1 to 3,
wherein R2 is alkyl. 6. Conpounds according to any one

of gl aing oﬁﬁd@acc&@ﬁ{gferbr&laﬂ% lisswhateinagaschidro, ﬁ:‘@ﬂ@bbmtdﬁluoromethyl.
according to any one of clains 1 to 6, wherein is

aI kyl. 8. Co d di
. demepHh R el GgEARe of JeBHIda gels%a«ﬁ#ra%g

to any one of clainms 1 to 8, wherein Ais CGRL

EonpOUnNE[Sa@CQBMdSL@hEI‘MﬁWMiﬁQ -l -5efledroe- ﬁneﬂtyl-Bénzenesulfonamlde,
wherein Con'pounds accor di ng to any one

of claims 1 to 9 V\,h i.s ni.tro
accor di ?r&l%%roa]ﬂyrso(ﬁe ro- C;rhgpﬁlz p_)(n[:lgl-?-fﬂ - ﬂg%n%o Hes%?fonamﬁe,
C-R8. 13. Conpounds according to any one of claims 1

to 12, Mhp-e,aDRhlbo-pheanlipyoidin-0+nal-5lusth tmdthyldenzenesulfonamide;
With one to three substituents independently sel ected

from al ky y a an hydr. 1
hydr oxy% %‘P g[r[% J)&,A}y dlﬁp]l%?( ¥ Fr}éfy)—p}/rl;'chg2%‘&1}/—%-1&1ethg;l-benzenesulfonamﬁe,
al koxyal koxy, cyano, trifl uoronethyl

trifl UOS-@IHM&QN}' 5- (arglﬂoroqmehw)@met}ai -pidisp; 2-yl]-2-methyl-

het er oc k bonyl am no, al koxycar bonyl al koxy
18nd al kg z)é@ﬂ;“ﬂjo %“%%onpounds according to claim13,

wherein R4 is phenyl substituted with one to
Biphenyl-4-sulfonic acid [5-(2-chloro-phenyl)-6- methyl-pyridin-2-yl]-amide;

3-Chloro-N-[5-(2-chloro-4-fluoro-phenyl)-pyridin-2-yl]-2-methyl-

benzenesulfonamide;
3-Chloro-N-[5-(3-fluoro-phenyl)-pyridin-2-yl] -2-methyl-benzenesulfonamide;

15 3-Chloro-N-[5-(2,4-difluoro-phenyl)-pyridin-2-yl] -2-methyl-benzenesulfonamide;
N-[5-(2,4-Difluoro-phenyl)-pyridin-2-yl] -5-fluoro-2-methyl-benzenesulfonamide;
3-Chloro-N-[5-(4-methoxy-phenyl)-pyridin-2-yl] -2-methyl-benzenesulfonamide;
3-Chloro-N-[5-(4-fluoro-phenyl)-pyridin-2-yl] -2-methyl-benzenesulfonamide;
5-Fluoro-N-[5-(4-fluoro-phenyl)-pyridin-2-yl] -2-methyl-benzenesulfonamide;

20 5-Fluoro-N-[5-(2-methoxy-phenyl)-pyridin-2-yl] -2-methyl-benzenesulfonamide;
3-Chloro-N-[5-(2-fluoro-phenyl)-pyridin-2-yl]-2-methyl-benzenesulfonamide;
5-Fluoro-N-[5-(2-fluoro-phenyl)-pyridin-2-yl]-2-methyl-benzenesulfonamide;

2,4-Dichloro-N-[5-(2-chloro-phenyl)-pyridin-2-yl] -6-methyl-benzenesulfonamide;



three substituents independently selected from al kyl,
hal ogen and trifluoronethyl. 15. Conpounds according

wo eooanysahe of clainms 1 to 14, wherein R6, R7,PEGBEPHRD5/007894
and R10 are independently selected from hydrogen,
al kyl, halogen and trifl uoronethygg16. Conpounds
according to any one of clains 1lto 15, wherein R6 is

hal ogenN-#4-KyChivro pheﬁ;tlmylmtzné%-z,slaiﬂu%rsmﬂésulfonamide;

according to claim16 erein I's chloro, nethyl or

trifluoroneth 1 ds .a cor on f
cl ai nms ft(gﬁﬁfff}/gr @t’ ’élac&g’?‘if fpyl-p enylgj dm 2 "me%ly?'
[ 5- (2- ChkRiceqifepsthidepyr i di n-2-yl ]

-5-fiuoro-2-nethyl - benzenesul fonam' de;
:?’Bﬁlzg:]g m%gﬁ,ﬁ%@l liO?‘Oppli]l%n 6:rg¥t51lqullnypricﬁr_1-}§|-;l]-%_—gg'&lhﬁ

¥ [ 5- ( 2béndenedulifornsamideeny! ) - pyri di n-2-yl ] -5-fl uoro-2-nme
t hyl - benzenesul f onam de;

3- Chl or chl or o- -yl ]-2-me
thyl - 321%%%%&2[&%?#%0 Dol etk Pidin 3 F sheit
[ 5-(2- Cbkﬁ)j’eﬁe@mﬂa&hﬂeﬁ- met hyl - pyri di n-2-yl ]

- 2- met hyl benzenesul fonam' de Bi phenyl - 4-sul fonic acid

[3_5-0(“2;)?3 (%_110 dgpf?f};y 3) fivoro Xyl) Y et%ylnpyncﬁn 2-}67)15”2 ethyl-

[ 5- ( 2- chbteaesbifbhatnide; phenyl ) - pyri di n-2-yl ]
- 2- met hyl benzenesul f onam de;

B o S SRR e 2B
[ 5- (2, 4behdehemifonghirdey! ) - pyri di n- 2-yl ]
- 2- et hyl - benzenesul f onam de;

tN;1£/I5 (2%? éﬁ?@%]ﬂﬂﬁ%‘%}hﬁb%y})) i gl M chilmefh | u%regze%eg{ﬁfonamﬂe,

3- Chl or 0- N- [ 5- (4- net hoxy- phenyl ) - pyri di n- 2-yl ] - 2- met hy
| - benzeagsbDichinnadN -@E;(Z,@—d@lﬂlmeph‘dnyl) -pyridin-2-yl]-benzenesulfonamide;
[5-(4-fluoro- phenyl) pyridin-2-yl]

-5 2 ;: Fﬁg Pﬁ FéJ F%g ?jia-gﬁy %Bh %ﬁmld}n yrl]i-,%,IS-nd:igl_lorlo-benzenesulfonamide;

- 2- et hyl - benzenesul f onam de;
15- FI uor 8-Chlpm-N2[ SH@taadmblopthghynﬂ) pymdujfZayli—lym]etl'gl-h@mqq:yesulfonamlde,

| - benzenesul f onam de; 3-Chloro-N [5-(2-fl uoro-phenyl)

B e e o

- benzenesul f onam de,
N-[5-(2-Chloro-phenyl)-pyridin-2-yl]-3,4-dimethoxy-benzenesulfonamide;

[y

3-Chloro-N-[5-(2-chloro-phenyl)-pyridin-2-yl]-4-methyl-benzenesulfonamide;

5-Fluoro-N-[5-(4-fluoro-2-methyl-phenyl)-pyridin-2-yl]-2-methyl-

20 benzenesulfonamide;

3-Chloro-N-[5-(4-fluoro-2-methyl-phenyl)-pyridin-2-yl]-2-methyl-

benzenesulfonamide;
3-Chloro-N-[5-(2-chloro-phenyl)-pyridin-2-yl}-4-methoxy-benzenesulfonamide;

4,5-Dichloro-N-[5-(2-chloro-phenyl)-pyridin-2-yl]-2-fluoro-benzenesulfonamide;



2,4-Di chl oro-N-[5-(2-chl oro-phenyl)-pyridin-2-yl]-6-nme
t hyl - benzenesul f onam de;
WORGBA(@B4€Chl or o- phenyl ) - pyri di n-2-yl ] -2, 5-di f| pCY/BPivesa07894
enesul f onam de;
3- Chl or o- N-[ 5- (4- et hanesul f onyl ~@aenyl ) - pyri di n- 2-yl ]
- 2-met hyl benzenesul f onam de; 3-Chl oro- N
[ 5- (4- f BeGhlor@defsH(),4 Gidibbroyphepyl) igiridir22 i} 4-methoxy-
- 2-met hyl benze sultgnanide; 5- Fl uoro- N
[5-(4-f 8’8%689?5’3 RgTY9E 6- met hyl - pyri di n- 2-yl ]
- 2-met hyl benzenesul f onam de; 3-Chl oro- N
[ 5- ( 3- f BuGhlor@iNe (B[ ), 4-GHdibdroyphepyl) ipdridine2 3yt ]l 4- methyl-benzenesulfonamide;
- 2- met hyl benzenesul f onam de;
5- Fl uor @: >- ((3-fl.uaro-. L) ;.6net hyl -pyridin-2-yl].
ol et hgff%{ﬁig%‘%ggﬂif?rgﬁ gﬂﬁEg—?¥,42dlgﬂoro-gl¥enyﬂypyr1 1n—2-yl]¥arlnde;
N-[ 5- (2, 4-Di chl oro- phenyl ) -pyridi n-2-yl]-3, 4-di met hoxy
-Sbenz end&{A-{ adhicklero-phenyl)-pyridin-2-yl]-2-trifluoromethyl-benzenesulfonamide;
3,4-Di chloro-N-[5-(2, 4-di chl oro- phenyl ) - pyridi n-2-yl ]

- benzen Lde: g .
N- [ 5- ( 2?‘%%@2‘?%%@-8{%8%%’)”5 idin; 2yl 4 flqorg-benzengsulfopamide;
benzenesul f onani de; 3-Chl oro-N-
[ 5- (2, 3Nd[ T, pldichhenphenybypiriin-22y1y42]5-difluoro-benzenesulfonamide;
- 2- et hyl - benzenesul f onam de; o
g ,n ‘e"; 5: ?glﬁ gﬁ%gﬁiéﬂ&?ﬁ-ﬁﬂ&%%ﬁﬂﬁ{ﬂ&'—}u Byﬁdo(iu)-ri}.'-%é‘éﬁkfl]—Bgn%Q%esulfonamide;
N-[ 5- (2- Chl.oro-phenyl ) -pyridin-2-yl]-3,4-di met hoxy-ben
zenesul $sdeiogd-[5-(2,5-dichloro-phenyl)-pyridin-2-yl]-2-methyl-benzenesulfonamide;
3-Chl oro-N-[ 5-(2-chl oro- phenyl ) - pyri di n-2-yi] - 4- met hyl

benzengsuldBnaTs 49 dudrbl sU@ R - -pyridin-2-y1]-2- .
1?5- (4-f] uoro- gan%egqué’éﬁes ngfﬂ)%‘-"%nr’f:%‘?'ln?]}‘?“_\ﬂ)] pyridin-2-yl]-2-methyl
- 2- met hp¢msengsueramnidgnani de; 3- Chl or o- N-
[5-(4-fluoro-2-nmnethyl -phenyl)-pyridm 2-yl]
- 2- et hyJdreneeR f 1416 - -pyridin-2-v1]-2- i
3l or R e DA Sl omethylphenylpyridin 22 methyl
y- benz ebrazendssiemdraide;
4,5-Di chl oro-N-[ 5-(2-chl oro-phenyl)-pyridin-2-yl]-2-fl
uor o- befiegingsw - LARNINIS5 32 CRRR6SnNthyl-phenyl)-pyridin-2-y1]-
%5- (2, 4-di chl of o- ph_enerF){%pyri ooyt phenyl-prridin 241l
1pz enes Upgnaenasdenamide;
3-Chl oro-N-[5-(2, 4-di chl oro-phenyl ) -pyridin-2-yl]-4-ne
t hyl - benzangsu-LREIONLEs- (PitRf6d:SnEhyl eyl -PHiginatig.
(5 (2, 4 g o e ) (G diRodh 2-y’|'fP ) Rotsi v
[ 5- (2, Peprerasuifonastdey| ) - pyri di n- 2-yl ]
-2-trifluoronethyl -benzenesul f onam de;
N-[ 5- ( Z-8hldre g5 9208 BMbdo-BHEAYH-Pyrdivl d-y1d-2L hd@iogy-benz
enesul f onam de; .

benzenesulfonamide;

20 N-{2-Chloro-4-[5-(2,4-dichloro-phenyl)-pyridin-2-ylsulfamoyl]-phenyl}-

acetamide;
N-[5-(2,4-Dichloro-phenyl)-pyridin-2-yl]-4-trifluoromethyl-benzenesulfonamide;
N-[5-(2,4-Dichloro-phenyl)-pyridin-2-yl]-4-methysulfonyl-benzenesulfonamide;

3-Chloro-N-[5-(2,3-difluoro-phenyl)-pyridin-2-yl]-4-methyl-benzenesulfonamide;



N- [5- (2,5-Di chloro-phenyl)-pyridin-2-yl]
-2,5-di fl uoro-benzenesul f onam de;
WORGBA(B46- Di chl or o- phenyl ) - pyri di n- 2-yl ] - 5- f | RCT/BPROF@ 7894
t hyl - benzenesul f onam de;
3-Chl oro-N-[5-(2, 5-di chl oro- phengs ) - pyridin-2-yl]-2-ne
t hyl - benzenesul f onam de; 5-Fl uoro- N
[ 5- (2- fH wer935yfahbid- W PREMSAhoRY S IntktRyl ek dnesulfonamide;
- 2- et @;ﬂgég,ggfgguf f%&%ﬂ 3- er?lﬂor 0- N- By
5-(2-fluoro-5-trifluorone yl-phenyl)- i din-2-vyl
E 2. Sret ﬁ\%[@éz,ﬁzlgﬁégﬂwqrgmmyb%@engﬂ-py¥1d)1n-8yyli]l-g-cgloro-%-Jnethyl-
3- Chl or Qe ZsiiBhLahd 5- (2-trifl uoronet hyl - phenyl) - pyri
di n- 2- )P%f?er%azenglsuél;f onam de; 3-Chl oro-4-nethyl - N
[5-(2-trifluoronethyl-phenyl)-pyridjn-2- 5
benzen é@ﬂﬁf(éﬁaﬁrﬁﬂ@ﬂugomﬁmgB%WYﬁ ‘PYndTn'?"?>ﬂ b-chlor 0-4-methyl-
4§5-(2, %qu‘ﬁﬁgﬁfoqﬁg@@égyl )-pyridin-2-yl]-2-nethoxybenzen
I e; N-{ I

esul f onam 2- Chl or o- 4-
Isulﬁ

E FS) ;1 (e ﬁ;/ ﬁé—gll'lg)glg-?bt}%-zggp 1flhzo-rce—){>51|er%ll)rli))gr_ic¥in—2-y1 -%r-rr?u)étll-x]yl-benzenesulfonamide;

N-[5-(2, 4-Di chl oro-phenyl ) -pyridin-2-yl]-4-trifluoromne

thyl - b@lﬁ@r&ﬁﬁéﬂﬂs@n@ﬂ%d@a [5-(2,3-dichloro-phenyl)-pyridin-2-yl]-amide;

N-[5-(2,4-D chl oro-phenyl’) -pyridin-2-yl]-4-methysul fon

yl - benzenesul f onani de; 1 :

3- Chl orfbChﬂ‘FS‘N‘E?'g}-l'g]fuPN]B}P"CS‘YBFfSéHVF})Yl'EWih&'%'Y EZ%ZHe%%

thyl - benzenrsubdfnags de; o

N-[5-(2,3-Di fluoro-phenyl)-pyridin-2-yl]-5-fluoro-2-ne

t hyl - benzenesul f onam de; 1 ) )
10 5. ( BVA8 0t b UGt Ry Ay By iy o bulfpspoyt-phenyl

chl or o- Z-f3&iiy! benzenesul f onam de;

N-[5-(2,4-Bis-trifluoronethyl-phenyl)-pyridin-2-yl]-3-

chl or o- 4- net hyl benzene f opam de,. .

o onl or- R o p G oD PSRRI g
t hyl - bepnzeansulfdanadsde; Piperidine-1 -sulfonic acid

[ 5-(2, 3-di chl oro-phenyl)-pyridin-2-yl] -am de,;

5- Chl -N-[5-(4-fl - ph - B3. | - i.di =i
b e Al R T
1&5-h(4-}°]%éﬁ@§&-sﬁllf&ﬁ)ﬂi)ie;6- met hyl - pyri di n- 2-yl sul f anoyl ]

- p eny -

{4-[5-(2,3-Dichloro-phenyl)-pyridin-2-ylsulfamoyl] -phenoxy}-acetic acid methyl

ester;

N-[5-(4-Fluoro-phenyl)-6-methyl-pyridin-2-yl]-4-trifluoromethoxy-

benzenesulfonamide;

20 3-Chloro-N-|[5-(4-fluoro-phenyl)-6-methyl-pyridin-2-yl]-4-methoxy-

benzenesulfonamide;

4-Chloro-N-[5-(4-fluoro-phenyl)-6-methyl-pyridin-2-yl]-2,5-dimethyl-

benzenesulfonamide;

N-[5-(2,3-Dichloro-phenyl)-pyridin-2-yl]-4-(2-hydroxy-ethoxy)-

25 benzenesulfonamide;

N-[5-(2-Chloro-phenyl)-6-methyl-pyridin-2-yl]-4-fluoro-benzenesulfonamide;



acetam de; N
[ 5- (4- Fl uor o- phenyl ) - 6- et hyl - pyridi n-2-yl ]

WO Zeoboidskaior onet hyl benzenesul f onam de; N PCT/EP2005/007894
[ 5- (4- Fl uor o- phenyl ) - 6- net hyl - pyri di n-2-yl ]
- 4- met hanesul f onyl benzenesul f onaggde;
{4-[5-(2, 3- D chl or o- phenyl ) - pyri di n- 2-yl sul fanoyl ] - phe
noxy} - §Q§Elbfo fc HJ(ZTEHB%' ple&iyBL6-methyl gyrldln 2-y1]-4-methyl-

N-[5-(4

- Fl uor o- phen ) - 6 met hyl -pyridin-2-yl]-4-triflu

or onet h@&l,ﬁﬁéﬂ%féﬁ@@ e onani de;

3-Chl oro- N-[ 5- (4-fl uor o- phenyl ) - 6- net hyl - py

tidi n- 2-FhibrdNIB- DO MBI BRI U8 -hvstiaii pteidin-2-y1] -benzenesulfonamide;
4- Chl or o- Mf5-(4- [ Uor o- %henyl) 6- ety - pyr di n-2-y1]

-2,5-di neth Ibenz nesul f ona
[5-(2, 3 Appidh 9596\1 éﬁﬁhgoro ;ﬁ%vﬁ rgewlrpyradm -2-yl]-6-methyl-
42 hydbeﬁ%mﬁhMQﬁLhuk benzenesul f onami de;

N-[5

- (2-Chl oro- phenyl) 6- met hyl - pyridin-2-yl]-4-fluoro

- benzenesu] f onam
o U5 BRI hapU e sSre o Rlsg o Py S:ypgthyl-pyridin-2-]-amide;
- 4- met hyl benzenesul f onam de; 4-Chl oro- N

[ 5- (2- s[5, 4@1@]51)&() pBerVBt Pyt dipyo-yiiH4nfidbryienzenesulfonamide;
-benzenesulfonan1 e;

1 ek S A S PRl PR

-yl] - 64

acid  penzenesulfonamide;
[ 5- (2-chl oro- phenyl) 6- met hyl - pyri di n-2-yl ] -am de;

N- [ 5-
1&nesu

|( E\Bigﬁl 8215 EQIYyl)) pfr)ch{mdi-gr]l] % 4y d ﬂ'u%ré Ibgrgzreﬁesgﬁgﬁamlde,

4-Chl oro- N-[ 5-(2, 4-di chl or o- phenyl ) -pyridin-2-yl]-2,5-
di met h)ZL@BiIdMIGSNl Bdaaﬂﬂldhiprd\dphenyl) -pyridin-2-yl]-5-methyl-

[ 5-(2,
-2, 4-di

Di chl nyl)-pyridin-2-yl]
bFPﬂﬁ?ﬂﬂ%Eﬁg% @sul fonami de; 2, 4-Di chl or o- N

[ 5- (2, 4-di chl oro- phenyl ) -pyridin-2-yl]
- 5- met [ b€n2 dbieBlok6-phemyl dpyridin-2-yl]-3- trifluoromethyl-benzenesulfonamide
N[ 5- (2 3-Di chl oro-phenyl ) -pyridin-2-yl]-3-trifluorone

t hyl -

4- F uor 0- ﬁ?‘g LsonH]% ro- % ﬂ%’ﬁﬁhe‘ﬁ?ﬁl%ny’i“)“hé’l' tl%lill—z E)rlyrl

18li n- 2- )Hehzexhaﬂﬁmaﬁﬁdd f onami de;
3-Chl oro-N-[ 5- (4-fl uoro-2-nethyl -phenyl)-6-nethyl -pyri

din-2- 9l bpfe -0 PRRB RS S POAHEN G 6-methyl-pyridin-2-y1]-2-methyl-

20

25

benzenesulfonamide;

5-Fluoro-N-{5-(4-fluoro-2-methyl-phenyl)-6-methyl-pyridin-2-yl] -2-methyl-

benzenesulfonamide;
3-Chloro-N-[5-(2,3-dichloro-phenyl)-pyridin-2-yl] -4-methyl-benzenesulfonamide;
N-[5-(2,3-Dichloro-phenyl)-pyridin-2-yl]-4-trifluoromethyl-b enzenesulfonamide;

3-Chloro-N-[5-(4-fluoro-2-methyl-phenyl)-pyridin-2-yl]-4-methyl-

benzenesulfonamide;

N-[5-(4-Fluoro-2-methyl-phenyl)-pyridin-2-yl]-3-trifluoromethyl-

benzenesulfonamide;



5-Fluoro-N- [5- (4-fluoro-2-nethyl-phenyl)

-6-nmet hyl -pyridin-2-yl] -2-nethyl benzenesul f onam de;
w@2@ehorses N- [ 5- (2, 3-di chl or o- phepyl) - pyri di n-ReHEP2005/007894

- 4- met hyl - benzenesul f onam de;

N-[5-(2,3-Di chl oro-phenyl ) -pyri dgf-2-yl]-4-trifl uorone

t hyl - benzenesul f onam de;

3- Chl onQ-[bk (1l drot 1-urtigi-2hemi hyfridifeny] -1-tufuomintet2dy | ]

- 4- met hyl benz esulfonanlde

N-[ 5- (4 Wwﬁ@aﬂﬁ%w phenyl )-pyridin-2-yl]-3-triflu

oronetl iyl benzenesul f onam de; N-

[ 5- (4- Rysr(o- @ﬂﬁﬁi—Eh(ényDWMhﬁ -243Y]k 3-diiflacteoprlethyl-benzenesulfonamide;
-4-trifluoronethyl benzenesul f onam de;

Eg t(r2| ﬁ]? Jg @n@{]ﬂv{ p%eé%“ di g ?_' aﬂ %,Iegg’l-bf\nl_zenesulfonamide;

[ 5- (2- Chl or o- phenyl ) - pyri di n-2-yl ]

5 4- et hyd_Cbksia g 54D fchlvasviptienyl)-pyridin-2-yl]-benzenesulfonamide;
3-Chl oro- N-[ 5-(2-chl or o- phenyl ) - pyri di n-2-yl ] -benzenes

ul fonanj de, 3- - 5-( 1 o 1AL R :de:
3o cr bR Ay iy et Db nemids
onani i de; N-[5-(2, 4-Di chl oro-phenyl)-pyridin-2-y

- 4- et hyN-[be(0geDirbldrbd qhamylppyridin-2- 1]-4- e yl- benzenesulfonamlde,

N-[ 5- (2 4- Di chl or o- phenyl ) -pyridin-2-yl]-3-trifluorone

t hyl f
N- %/5 (gﬂéﬁ o?%b Cﬁﬂ’nyl%%%%yl%g%dlp p}/flr] I3 dtlrﬁlu o Tthgl benzenesulfonamlde,

oronethylbenzenesulfonan1de N-

[ 5- ( 2- QR+ [6+(8-@lilerosbhergl)re reghyl-pyridiar 2ryB=3ytrjfluoromethyl-
4-tri f nzenesul f onam de; N-

1?5 (2- & gérg@%%%ﬁ?‘g yridin-2-yl]

-4-f| uor o- benzenesul f onam de;

N- [ 5- ( 2N€Eﬁ+(@f@lﬂprmpwn)yl)p@rmedwﬂrpznshnﬂ-zl A-triffyosemethesyz
| f,0 N-
Fge?g c%rll‘g%%ﬁeny S;ﬂ di n-2-yl]

-2, 5-di net hyl - benzenesul f onam de;

4- Chl or)-[ &éa@lelzmrphwb - piinishin 23yl 4 risrorg bepgepesiifanamide;
-2, 5-di net hyl benzenesul f onan de;

N-[ 5- I L

UOE > E, A48l arenph gﬂéagi)ﬁpmm IRyl ffiford=Benkeresdifshanhide;

3, 5-Di chl oro- N-[ 5- (2-chl oro- phenyl t hy] r.idin-
15yl ] - be%g@hgg@ﬂ-lé B Tﬁh}p@o-phenyp) pYI)I{dlgl- -leEZ 5- (yilmetl\'iyl benzenesulfonamlde,
[ 5- (2, 4-Di chl or o- phenyl ) - 6- et hyl - pyri di n-2-yl ]

-3-trif BBy Y (DeArReS RN B EH pyridin-2-y1]-2,5-dimethyl-
N-[ 5- (24mud}chljc;[ro phen?/].‘:‘pi;1 " nmet hyl ﬁpyr}érllny]yl] 4- fIy

uor o- berepesnesdfgremifede; N
[ 5-(2, 4-Di chl oro-pb. enyl ) - 6- net hyl - pyri di n-2-yl ]

- 2, 4- diglyanabkpas peai L @ nahyll®yridin-2-yl]-2,4-difluoro-benzenesulfonamide;
4- ChI or o- [I\I-q[QS (2, 4pd§§%ﬂ or o- p}ﬁgnyl ) - ymet hyl - pyri di n-2

-2, 355 %gflgpoy{\fk—) Sné -C gr%l-lf)}?errlly 6d methyl-pyridin-2-yl]-benzenesulfonamide;

20 N-[5-(2,4-Dichloro-phenyl)-6-methyl-pyridin-2-yl]-3-trifluoromethyl-

benzenesulfonamide;
N-[5-(2,4-Dichloro-phenyl)-6-methyl-pyridin-2-yl]-4-fluoro-benzenesulfonamide;

N-[5-(2,4-Dichloro-phenyl)-6-methyl-pyridin-2-yl]-2,4-difluoro-

benzenesulfonamide;



2,4-Di chloro-N-[5-(2, 4-di chl oro-phenyl ) -pyridin-2-yl]-
6- net h. yl be pzenesul fonam de; 3-Chl oro-N

wQ 2606/21054li chl or o- phenyl ) - pyri di n- 2-yl ] PCT/EP2005/007894
- benzenesul f onam de;
4- Chl oro- N 5- (2, 4-di chl or o- pheny8§$ - py
tidin-2-yl]-benzenesul fonam de;

N[ 5- (2-:EbRSR- Bh@WHﬁchﬁer@h&yﬂ) pythéthylrpy2idyh-P-8}-2/5udimethyl-

-benzenesulfonam e;
3- Chl obenagnpssl PEarémeoro phenyl ) - 6- net hyl - pyri di n- 2-yl ]
- benzenesul f onam de; 2, 4-Di chl oro-N-[5-(2-chl oro-

r heny! ) 46piatdio -1 (2, kchithi@roy ﬁenybqwzﬁnemnf _6macthyle;
2, 4-Di chl or o- N-[ 5- (2-chl oro- phenyl ) - 6-net hyl - pyri din-2

-yl ] - 5haraeRgIueRsBEs ul f onam de;
N-[ 5- (4- Fl uor o- 2- net hyl - phenyl ) - 6- met hyl - pyri di n- 2-yl ]
t

ri f3L@lﬁlbﬁm\?F%Z(i—ﬁﬁhkﬁ@%dﬁ}ﬂ%@ﬁﬂide}yl] -benzenesulfonamide;
4-Di chl oro-N-[ 5- (4-fl uoro-2-net hyl - phenyl ) - 6- net hyl -
r

3
2,
Dy s T SRSt oS O6L o CHLA B i

benzenesul f onam de;

4- Chl 0N}N{i@ﬂcﬂnﬁﬂh&ﬁﬂ%&nﬁﬁl}rhwmhhe%yh B-Bugretbepenpyulfonamide;

di n-2-yl ] - benzenesul fonam de; N-

! Z § frl E:—é;@pfﬁfé\{-li?wgl& elééél&/ )f onam’gg}w ﬁéﬁ qu'l Nb&iz%hdsulfonamide;

[ 5- (4- Fl uor o- 2- net hyl - phenyl ) - 6-net h pyrldln 2-yl]
- 3- et hyd-bésht@oadb{(@rdhirdehe@ylHotme ]\pyrl in-2-yl]-benzenesulfonamide;
[ 5-(4-fl uoro-2-nethyl -phenyl)-6-nmethyl -pyridin-2-yl]

- 5- trlf oromet.ny; I-pyridin ]-5-methyl-
191 Fl uort ﬁ- hgo 419 Il’:'u( éﬂ@@%@h@?% e{rgl)? i 1mat%y gl;rly
di n- 2- )HehzeStestﬂfomﬁinuﬂn; onet hyl - benzenesul fonam de;
N-[ 5- (2- Chl or o- phenyl) 6- nmet hyl - pyri di n-2-yl ] - 3- net hyl

- benze de ool]-3-trif ol
5o on bR ek Ry e e g L 2 g

f | uor olyenzeeadfonhovidei de; 2- Chl oro-N- [ 5-
(2-chl or o- phenyl ) - 6- net hyl - pyri di n-2-yl ]

-5-tri fj)g%gﬁg}obﬁl [k?,-e@;fﬁfb?g—%l-xfngﬁﬁrmpﬂéiyl)—6—methyl—pyridin-2-yl]—6-methyl-

15 benzenesulfonamide;

3-Chloro-N-[5-(4-fluoro-2-methyl-phenyl) -6-methyl-pyridin-2-yl]-

benzenesulfonamide;

4-Chloro-N-[5-(4-fluoro-2-methyl-phenyl)-6-methyl-pyridin-2-yl]-

benzenesulfonamide;

20 N-[5-(4-Fluoro-2-methyl-phenyl)-6-methyl-pyridin-2-yl] -4-trifluoromethoxy-

benzenesulfonamide;

N-[5-(4-Fluoro-2-methyl-phenyl)-6-methyl-pyridin-2-yl] -3-methyl-

benzenesulfonamide;

2-Chloro-N-[5-(4-fluoro-2-methyl-phenyl)-6-methyl-pyridin-2-yl}-5-

25 trifluoromethyl-benzenesulfonamide;



N-[ 5- (2- Chl or o- phenyl ) - 6-net hyl - pyridin-2-yl]-4-fluoro
-3-trifluoronethyl benzenesul fonam de; N [5-
w@ 2908/0Di5eh| or o- phenyl ) - pyri di n-2-yl ] PCT/EP2005/007894
- 3-fl uor o-4- et hyl - benzenesul f onamni de;
N-[5-(2, 3-Di chl oro-phenyl ) -pyridigy 2-yl] -3, 5-di net hyl -
benzenesul f onam de; N
[5-(5- F&M&o%ﬁﬂﬂ(@ﬂuo%@%&ﬂ:ﬂpﬁﬂ{@?ﬂ)% sethyl-pyridin-2-y1]-3
-3-trifluoronethyl benzenesul f onam d
4- FI uor ifhoremeiyk-pepserespliopamiges. phenyl ) - py
tidin-2-yl]- benzenesul fonam de; 3-Chloro-N
[5

- (5- fNUES‘: ﬁlany@ﬁ@ﬂﬁéthyl%ﬂdﬂi D-yB}=3njethyl-benzenesulfonamide;
- 2- met hyl benzenesul f onam de;

e

B[ 5- (5bé§l“zta%sarf8namﬂeyl - phenyl ) - pyridin-2-yl]-4-fluoro
-benzenesul f onam de;

:32 ChnL? L 2 C&ﬁ(%fgelﬁ g[gf&f-cg}ifgﬁ] R}gnyl? % mettl]xepzyerlg W IP 5! tr1¥lugro]methyl-

3- Chl orperueﬁéujfgmﬁmd@ro 2-fl uoro-3-net hyl - phenyl ) - pyri
di n-2-yl ] -2-net hyl benzenesul fonam' de

I_\I-3[ t5 r |(? N%r&—]é}nﬁ)rf-:pg\gqﬁ)e—g—égq}%g rH -y 4 %¥10r0 5 trlﬁugrolnethyl-

N [ 5- ( 6b&atkRdsatfendrhidey o- 3- met hyl - phenyl)
ryridin-2-yl]-4-fluorobenzenesul f onam de; N

1[)2: t( r5|- f h%{-&;ﬁé—h@qﬁ%k@%ﬁ nyly}lgﬁlaglehhy ﬂRE% é!l met y% b%nlenesulfonamlde,

[ 5- (5- Chl or o- 2- et hyl - phenyl ) - 6- met hyl - pyri di n- 2-yl ]
- 4- f | uoNo[Be(2zE Dedilbloostaniy)eiyridin-2-yl] -3,5-dimethyl-benzenesulfonamide;
3-Chl oro- N-[ 5- (5-chl or o- 2- et hyl - phenyl ) - 6-net hyl - pyri

N ['5- (BN B B0t Pt Br P R D ey B E RSl

di n- 2- ybe}nz3nest11foﬁdmﬁéonet hyl - benzenesul fonam de;
N-[ 5- (6-Chl oro-2-f1l uoro- 3- rrethyl phenyl) 6- met hyl - pyri

F |5 n- ( i %/ 3 ]Lﬂ)‘foé Ii\l:g_ﬂé %E 3{111 Z eﬂ 22‘3‘% enyﬁ Pﬁgﬁ‘ F OBJ}kzenesulfonamide;

- benzenesul f onam de;

18- Chl or -OWl¢ro-I{ 4[5#(|5uﬂ1mez-nndiyyphmyé)awr)dwrylbaﬂnethylr]
-benzenﬁsulfon m de., 2, 4-D chl oro- N

[ 5- (4- f PUBFSS %ﬁw phenyl ) - pyri di n-2-yl ]

- 6- net hyl benzenesul f onam de;
3 ChI orN-[rﬂ-([SSQKxBrﬁ—Zdneﬂhlybpherwquid)n-e -yl 8 Hxiflugrpmiethiyi- 2
egzenesu f ona
N-[5 (2 OBEEH %‘u‘%“@qﬁenyn 6-met hyl - pyridin-2-yl]-4-fl
uor o- benzenesul f onani de;
N-[5-(5-Chloro-2- methyl-phenyl) -pyridin-2-yl]-4-fluoro-benzenesulfonamide;

20 - 3-Chloro-N-[5-(5-chloro-2-methyl-phenyl)-pyridin-2-yl] -2-methyl-

benzenesulfonamide;

3-Chloro-N-[5-(6-chloro-2-fluoro-3-methyl-phenyl)-pyridin-2-yl] -2-methyl-

benzenesulfonamide;

N-[5-(6-Chloro-2-fluoro-3-methyl-phenyl)-pyridin-2-yl]-3-trifluoromethyl-

25 benzenesulfonamide;



N-[ 5- (5- Fl uor o- 2- net hyl - phenyl ) - 6- et hyl - pyri di n- 2-yl ]
-3-trifluoronethyl benzenesul f onam de; 4-Fl uoro- N

wW(Q 2606810skaior o- 2- net hyl - phenyl ) - 6- met hyl - pyri di PEREP10P5/007894
benzenesul f onani de; 3-Chl oro- N

[ 5-(5-fluoro-2-nethyl-phenyl)-6~ggthyl -pyridin-2-yl] -
benzenesul f onam de; N

[ 5- (2, SDiscll cleraPRgInsto- sﬁnémylhpﬁenpwpﬂidm-z W1-k-fluoro-
-3-trifluoronethyl benzenesul f onam de;

N-[ 5- (Zbe@ﬁFfé:ﬁs %aff}lg‘bro phenyl ) - 6- net hyl - pyri di n-2-yl ]
-3-trifluoronethyl benzenesul f onam de; N

[ 5- (2- GQl[BL B-=-Ghlbio meetRYISshehy) &= ﬂieﬂiyybyﬁ&lmmyr] ~2tyfldordmethyl-
-quorobenzen ulfonan1de 3-Chlo

[5-(2-C RIS, phenyl ) - 6- et hyI pyridin-2-yl] -
benzenesul f onam de;

- [ 5- ( 293 s0iscthieFe2 phehyll phetyliest ingthybpytidinn2-21)y4-fuded r
|quoronethyI nzenesul f onam de;

N[S(Zeélzfﬁleé? F9henyl ) - 6- met hyl - pyri di n-2-yl]-4-fl

uor o- benzenesul fonam de; 3-Chloro-N

[5-(2, 33-@]%5%-@5-&5&[1}6@ -26megtiyhpherpd)-6-dheth@-pyir]din-2-yl]-2-methyl-
-benzenesulfo&i

2, 4- Di CPADGERSS C[I@H(lée’S di chl or o- phenyl ) - 6- net hyl - pyri d

i n-2-yl]-6-nmethyl benzenesul f onam de; N-[5-(2

3-Di chlgr[B- (@t@nyfo}zmu@m—bymemyr plekiny)26-yhth 8- pyeidiy2- e -
zenesul f

¥ 4-Di CH&E‘PBOIRFtPEI “hepzenesilfonagigSphenyl ) - 6- net hyl - pyri d

i n-2-yl]-6-nmethyl benzenesul f onam de; N

[5-(2-Cul [GF-(@=@hlf>fd4mfbtoﬁdﬂ-6Fkylleﬂmyﬁphmiylvydi—rmh}i'lqwmidin-ﬁl-}]l] -4-fluoro-

- 3- et hyl benzenesul.f,onanm de; 2
Di chlh%"r“&erﬁ-sﬁg‘m(a?“éﬁl or 0- 4- f | uor o- phenyl ) - 6- net hyl - py
i di n-2-yl]-6-nethyl benzenesul f onam de;

( 244HBhr8-N{ 5 4(4-flnok ©-2embthlyl- phery) - Pyrpyn’r?dylﬁ-mnydn;estﬂfonamlde,
or o- benzenesul f onam de

di

b

E gy|( 2%3%’? ;;}gﬂlf;;(lg #glr(ﬁt% yPBﬁé}th)) pﬁﬂlhdj 91] 2’0e}{&e;,|ne?ﬁlfonam1de,
or

N[5

r

4-
r
N-
-C
N-
ne
N- 24B|str|fluororrethl henyl ridin-2-yl]-4-

1f5| ( yl-p y)gy 2y1]y6

ro- herﬂlelﬂemJNf- [Br&trfldero-2-methyl-phenyl)-pyridin- methyl-
-(2,3-Di chl.or o- ﬁhenyl) 6-meth.yl-pyridm2-yl]-4-fl

o- 3- PTG

§1I benzenesul f onam de; 3-Chl oro- N

(2, 3-di chl or o- phenyl ) - 6- et hyl - pyri di n- 2-yl

fl uoB-@iﬂmnéﬁdédleSedlahd'odephenyl) -6-methyl-pyridin-2-yl]-benzenesulfonamide;
Chl oro- N-[ 5- (2-fl uor o- phenyl ) - 6- net hyl - pyri di n-2-yl ]

u
[

3 .
-benze nﬁﬂ%'— (29506%90%6—pheny1) -6-methyl-pyridin-2-yl]-4-fluoro-benzenesulfonamide;

0
5-
4-
b

N-[5-(5-Fluoro-2-methyl-phenyl)-6-methyl-pyridin-2-yl]-3-trifluoromethyl-

20 benzenesulfonamide;

4-Fluoro-N-[5-(5-fluoro-2-methyl-phenyl)-6-methyl-pyridin-2-yl]-

benzenesulfonamide;

3-Chloro-N-[5-(5-fluoro-2-methyl-phenyl)-6-methyl-pyridin-2-yl]-

benzenesulfonamide;

25 N-[5-(2,5-Dichloro-phenyl)-6-methyl-pyridin-2-yl]-3-trifluoromethyl-

benzenesulfonamide;



4- Fl uor o- N-[ 5- (2-fl uor o- phenyl ) - 6- net hyl - pyri di n-2-yl ]
- benzenesul f onam de;
wa2@bn0ses N- [ 5- (2-f 1 uor o- phenyl ) - 6- net hyl - pyr i BCTHER209$/§07894
-3-triluoronet hyl benzenesul f onam de; N
[5-(2,4-Bis-trifluoronethyl-phengll)--pyridin-2-yl]
- 3-chl or 0- 4-fl uor obenzenesul f onam de; 2
4- Di chhqe-(ht¢ifotol4 fiudes-h@tyBrg-netlol-petitiinl-2491) ¢ 3-diifivoRemethyl-
]-6-nmethylb enes | f onam de;
N[ 5- ( epﬁﬂﬁﬁg ) -6-met hyl -pyridin-2-yl]-3-triflu
oronethylbenzenesulfonan1de N [ 5-
(2-Chl QUQSHQEIDMMG-&%U% phédy))-6-myetndipyriding 2 iyl]-4-fluoro-
- 3- trlfluoro nzenesulfonanlde
3- Chl oRSPREesH %ro phenyl ) - 3, 4-di met hyl - pyri din-2
-yl ] -benzenesulfonan1de;
A [5- (- @hldiblNﬂBQB-)&JOTB-Mﬂwﬁrﬁqibhyﬂ)-ﬁyrnéthylﬂp)&i@ihi}yd}-f |
uor o- Rggzenesg!fonag
N- ( 2- MRy enesall %yrldlnyl 6-yl)-3-trifluoronethyl -
benzenesul f onam de;
3- Chl ong-[B:R53~ D?chlﬂ?b@iﬁnjdm-énylét}lymlayr&hwwlbﬁftrldum‘-oznqﬂlly]l-
- benzenesul fo
N- [ 5- ( REBRFISF %W@HQ?) 4-methyl -pyridin-2-yl]-3-triflu
or onet hyl benzenesul f onam de;
2, 4- Di qll[er(@;3NDiddrad p’H&hﬂD-(6-1phtém}yp})ridin-r2eﬂhyll-ﬂlpymb@nzcngsulfonamﬂe,
yl]-6-nmet hyl benzenesul f onam de;
Ch
[

1& ] bi 8;,3? pg!?q({g)rﬁg%ﬂ%f %131?%2 o= léelﬂy )o6n me all-_pyndm -2-yl]-benzenesulfonamide;
3- o]
t

I
[
Chl oro- N-[ 5- (4-fl uoro- 2- et hyl - phenyl ) - 4- et hy l_f)

i di n- 22,340ichloen Xe e 1,3 -dashbord gdenyl)-6-methyl- pyridin-2-yl]-6-methyl-
N-[ 5- (4- Fl uor or.2- rreth yl - phenyl) - 4- et hyl - pyri di n- 2-yl

]-3-tri qﬂﬁ?ﬂéﬁ\é B&nzenesul f onani de;

and2, 4- D cUor o- N-[5 (4-fluoro-2-neiliyl-phenyl) th

yl - pyr i Wi [5-(2;3¢Dichforoghenylbérmethyl pyridinagnylds:- mzﬁlyl-benzenesulfonamlde>

Conmpounds according to any one of clains 1to 18

sel ecte 1)-6-methyl-pyridin-2-y1]-6-methyl-
1 5 (D ERrosNs (3 distlojo;phnl)-6-metbyl pyridig 2l 6 methy
1b-benze]mmetiésulfamnmﬁd¢, 3- Chl or o- N
[ 5- (2-chl oro- phenyl ) -pyridin-2-yl]

- 2- et hyl Yl Bhegy1)-6- -pyridin-2-yl]-3-methyl-
3- Chl or (ﬁ.(? é@ﬁ%d‘lﬁ‘%ﬁﬁﬁgﬁ%hg@f?ﬂpvn érlln }’2 ylr]m-azyrre
t hyl - beeneassulfémmidede; 3- Chl or o- N-

[ 5- (2-chl or o- phenyl ) - 6- net hyl - pyri di n-2-yl ]

- 2- et hﬁl,!l-kfflgﬁl%ﬁ?—wl[g-@@fﬁioﬂﬁil—ﬂuoro-phenyl)—6-methyl-pyridin—2—yl]—6-methyl-

benzenesulfonamide;

20 N-[5-(2,4-Bis-trifluoromethyl-phenyl)-pyridin-2-yl]-3-chloro-b enzenesulfonamide;
N-[5-(2,4-Bis-trifluoromethyl-phenyl)-pyridin-2-yl]-3-methyl-benzenesulfonamide;
N-[5-(2,4-Bis-trifluoromethyl-phenyl)-pyridin-2-yl] -4-fluoro-benzenesulfonamide;

N-[5-(2,3-Dichloro-phenyl)-6-methyl-pyridin-2-yl]-4-fluoro-3-trifluoromethyl-

benzenesulfonamide;

25 3-Chloro-N-[5-(2,3-dichloro-phenyl)-6-methyl-pyridin-2-yl]-4-fluoro-

benzenesulfonamide;



4,5-Di chl oro-N-[ 5-(2-chl oro-phenyl)-pyridin-2-yl]-2-fl
uor o- benzenesul f onam de; 3-Chl oro-N
wQ 2606/21054li chl or o- phenyl ) - pyri di n- 2-yl ] PCT/EP2005/007894
- 4- et hyl - benzenesul f onam de; Piperidine-1 -sulfonic
acid [5-(2, 4-di chl oro-phenyl) -pyrgodi n-2-yl ] -am de; N
[5-(2, 3-Di chl oro-phenyl) -pyridin-2-yl]
- 4- T | uos eHrSR 291 SBl fiRAs 1)-6-methyl-pyridin-2-yl —benzenesulfonam1de,
3- Chl o?% N-[5-( 2 ghl or o- glﬁgﬁry) l)-6- n’épt?; pyr):]cjl n-2-yl]

i g En;t @b)"r% g‘ﬁi idlg.;ﬂgggq?ggw )4§J§ih'ql %’rloﬁ’y?dm ? yl]-benzenesulfonamide;

C
- benzenesul f onam de;
2,4-Di ClUFQI&OJN-[[gr(ﬁ-ZIu@fH ?h&ryl)b@ﬁiétﬁvl@yﬂiﬂiﬁlzWl]'“ﬁ-ltflﬂdbmmethyl-
- 2-yl]- 6 met hyl benzenesul f onam de;
N- [ 5- ( 2benzenésuitenagigtieny| ) - pyri di n-2-yl ]
-4-f 1 uor o-benzenesul f onam de;
B[ 5- (2N4H-5qu41BQrthﬂﬂbﬁiﬁ¥étﬁylﬁﬂfehﬁb4pyﬁdﬁ -2-y8) - 3-cHiokb-deflworo-
enzenesu fonaltp 3-Chl oro- N
5- (4- f PerBeResyl ?1‘?[“?’}9?’ phenyl) - 6- net hyl - pyri di n- 2-yl ]
2- met hyl benzenesul f onam de;

b
[
? Chl orpma][cﬁlofoszadtz;ﬂh@roop}mhgmw-mﬁwnwidhezyu}64neah:y1-
[

4-
y
[

hyl - be zenesui f onani de; 3-Chloro-N-

5- ( 4- f PengrResyll - phenyl ) - pyri di n- 2-yl ]
- 4- met hyl benzenesul f onani de; N-
[ 5- (4- FNUBE (- BubRi-pldnyh) e mettyl pyriditi-2-yB- Hdifluoromethyl-
-3-trif]uor orrefg‘%/l enzenesul f onam de;
IR [ 5- ( 2benzeneshif aémgﬁenw )-pyridin-2-yl]
-3-trifluoronethyl -benzenesul fonam de; N
[ 5- ( 2- Ol B - ChlRy-pherod g i hinethyt-b ;zindanZ—yl]}?) -trifluoromethyl-
-3-tri f uor one nzenesul f onam de; N [5-
(2-Chlo ‘??Zﬁﬁ?Hif?‘;/am‘g?’rl di n-2-yl ]
-4-fl uor o- benzenesul f onam de;

N-[5-( 23-@HIMOONHBe(llydhlorﬁ-phehﬁy-l?a-flpglnmdhyi -Pidig-22yl -beinenesulfonamide;

uor o- benzenesul f onam de;

Sli- ¥ Fugrzgg[ss%eﬁb@%ﬁ? Pﬁﬂg’ﬂ%y%»é & El”ﬁl%k}ﬁ?%ri Nz fu¥ld-bénAnesulfonamide;

[ 5- (2, 4-di chl or o- phenyl ) - pyri di n- 2&/ )
156- met hyi-{2eNeeaiyb$3iB 1 bipprididgl:-6-y])-3-trifluoromethyl-benzenesulfonamide;
, 4- Di chl or o- N-[5 (2-chl or o- phenyl ) - 6- et hyl - pyri di n-2

I
[

2
-yl ] nesyl Lonam de. 4 -2- Ifonamide;
N- [ 5- ( 4§'Efz}§%rr 21%2[5 n@ﬁ'ﬂkﬁ'g &hheem/'lP 4 xéletrlr}gl 1d1F1)1yr HI l?1e_nz?r)1/esu onamide
3-trifluoronethyl benzenesul fonam de; 3-Chl oro-N

5- (4- f Nulr @—thmwbnxbhM¢¢Y1@Wrylb9rm@uﬁrczn9qhyl-

e

[
benzen eg UAzfelcl)Qsﬁch'ma‘?mde,

2,4-Dichloro-N-[5-(2-chloro-phenyl)-4-methyl-pyridin-2-yl]-6-methyl-
20 benzenesulfonamide;
3-Chloro-N-(2-methyl-[3,3']bipyridinyl-6-y1)-benzenesulfonamide;

3-Chloro-N-[5-(4-fluoro-2-methyl-phenyl)-4-methyl-pyridin-2-yl]-

benzenesulfonamide;

N-[5-(4-Fluoro-2-methyl-phenyl)-4-methyl-pyridin-2-yl] -3-trifluoromethyl-

25 benzenesulfonamide; and



N-
[ 5- (4- Fl uor o- 2- met hyl - phenyl ) - 6- met hyl - pyri di n- 2-yl ]

W0 30a®1dsyé benzenesul f onam de; PCT/EP2005/007894
N-[ 5- (5- Fl uor o- 2- net hyl - phenyl ) -pyridin-2-yl]-3-trifiu
or onet hyl benzenesul f onam de; -93 -

N-[ 5- (5- Chl or 0- 2- net hyl - phenyl ) -pyridin-2-yl]-3-triflu

or onet b D%ﬁﬁﬂqbf(@%@-@rméﬁlyl—phenyl) -4-methyl- pyrldm -2-yl]-6-methyl-
[ 5-(6-Cnl oro-2-flupro-3-nethyl -phenyl)-pyridin-2-yl]

_4- 1 | ubeprsasslisRmIdeonani de:  3- Chl of o- N-

[ 5-(4-fiuoro-2-nethyl-phenyl) -pyridin-2-yl]

- bgyz e@iﬁﬁéﬁﬂ@&ic@@din to any one of claims 1 to 18 selected from

2,4-Dichl oro-N-[ 5-(4- ?Iuoro 2- nethyl phenyl ) -pyridin-2

i%l ]( 56 I _? _ nze ﬂ%%ula é(ﬁ@ﬂ n% tﬂHy % %%Yl-beélzel}e]?ﬂfonamlde,

benzenesul fonam de; N-

4 5- ( 2- GhERNogo--{3-(Dchioptvehyty) - Hyrivtin yyl}-BymetyRbazgndsulfonamide;
-3-trifluoronethyl benzenesul f onam de; 2, 4-Di chl oro- N

[ g- $nzgt %&%@ﬁ%‘ﬁ@% E?? %%r& ephen%llmiayna}g qu'l L) %neﬂl)ll benzenesulfonamide;

2,4-Dichloro-N-[5-(2-chl oro-4-fluoro-phenyl)-6-nethyl -

pyri di i3~ Zhwéﬁ{mlhwowhmﬁbwm@hﬂmm@m -2-yl]-2-methyl-

N-[5-( Bi s-trifl. oronethyl phenyl ) - pyridi n-2-yl]- 3-
chloro%ﬁgﬁ?ﬁﬂﬂé) anide 3-Chloro-N- [5-

(2-chl oro-phenyl) -4-nethyl - pyrldln 2- gl{ )

- benz enges DiiftiomANeS: (2Nhloro-phenyl)-pyridin-2-yl]- 2-fluoro-benzenesulfonamide;
[ 5- (2- Chl or o- phenyl ) - 4- nethyl pyridin-2-yl]

-3-trif | ; des
l(t c. (2' f#_{ég_{ g@-ﬁ%—t(g Trlﬁ eny l§e%23'rgﬂ ;/r|1§ or F:-gflﬁh l;/eln]zenesulfonaml e;

b | f d

N Fée?zepsigmﬁﬂirﬂsuiefemmddﬁdﬁ;ﬂfthlomhwlbpm%w# -glppydes

-3-trifluoronethyl benzenesul f onam de; and

2, 4-Di I Yla- T Imd,
py tidi (?/1 I\b%ﬁb(rgtghleben ggesul on%?nhgﬂgyb%_ngénm bopkmide

Aprocess for the preparation of a oy r di

to any bﬂblcmb NH [2i(Re r?ﬂ?hEQYl?:‘énFBF‘i%é'{mﬂl lﬂez'cli'gé'f‘faﬁgl'
of a cqimpo gghgéng to formulain the presence of a
conpoun accor ing to formula wherein Rto R7, A E and

G are defined as in claim1. 21. ounds a n c1
150 any Bl N 5i(R v phonTinS meCT BB B APeEP et fonamide
active

2,4-Dichloro-N-[5-(2-chloro-phenyl) -6-methyl-pyridin-2-yl]-6-methyl-

benzenesulfonamide;

N-[5-(2,4-Dichloro-phenyl)-pyridin-2-yl] -4-fluoro-benzenesulfonamide;
N-[5-(2,4-Dichloro-phenyl)-pyridin-2-yl] -2,4-difluoro-benzenesulfonamide;

20 3-Chloro-N-[5- (4-fluoro-2-methyl-phenyl)-6-methyl-pyridin-2-yl] -2-methyl-

benzenesulfonamide;
3-Chloro-N-[5-(2,3-dichloro-phenyl)-pyridin-2-yl] -4-methyl-benzenesulfonamide;

3-Chloro-N-[5-(4-fluoro-2-methyl-phenyl)-pyridin-2-yl] -4-methyl-

benzenesulfonamide;



substance. 22. Conpounds according to any one of
clains 1to 19 for the preparation of nedi canents for
wo b@oprdphyl axi s and therapy of illnesses whi CPCHER2005/007894
caused by disorders associated with the enzyne
| I bet a- hydr oxysteroi d dehydrogengée 1. 23. A
phar maceuti cal conposition conprising a conpound in
accor dangs (pFldvraymethel-pliengl) giyniglint .¢y1]19 tefldoramethyl-
therapeutically inert carrier. 24. The use of a
conpou Gnﬂ%@%ﬂ%Pﬂﬁl b any one of claims 1 to 19 for
the preparation of nedicanents for the treatnent and
pr ophy N 52 efDidhlakieplesyl )opyerlin-¢;yl pattiifigomimsetinddeszenesulfonamide;
dysl i pi dem ae and hypertension. 25. The use of a

compou ing.to of . ¢l al (B2l i .
The or vArLERatoa BT BLma i Bridia 2P 2 toBol By
prophyltexisheailfodhmbizt es Type |1. 26. A conpound
according to any one of clainms 1to 19, when

et hod IFar (Pae PaaieR NP iR o ey Sl Ryl

obesity, eating disorders, dyslipidem ae and )
hy per t a¥igb-¢2-Chidroehenyl) ibenetiphpyridin2-ditRidniliduero-hgnzgpesulfonamide;

effective anount of a conpound as defined in any one

of cl aigg-%,t,0.10. 28 -lﬂr?e‘ijtlx Qe tAeanenioand
pr ophylgj?iz’g;b%l ggoepléés%}aps&pe I JI%G}L. c %]t hod ©
conpr i $eszadsilfongtnede ng an ef fecti ve anount of a
compound as defined in any one of clains 1 to 19. 29.

161' he i nVf@-ﬁi&ﬁor%%qg[(31408%8%6—1)9&879%}‘?%-ZC:;IIT—%fmethyl-

benzenesulfonamide;
2,4-Dichloro-N-[5-(2-chloro-phenyl)-6-methyl-pyridin-2-yl] -benzenesulfonamide;

N—[5—(4—Fluoro-2-methy1-phenyl)-6-methyl—pyridin-2-yl]—3-triﬂuoromethyl-

benzenesulfonamide;

15 3-Chloro-N-[5-(4-fluoro-2-methyl-phenyl)-6-methyl-pyridin-2-yl]-

benzenesulfonamide;

N-[5-(4-Fluoro-2-methyl-phenyl)-6-methyl-pyridin-2-yl] -3-methyl-

benzenesulfonamide;

N-[5-(5-Fluoro-2-methyl-phenyl)-pyridin-2-yl] -3-trifluoromethyl-

20 benzenesulfonamide;

N-[5-(5-Chloro-2-methyl-phenyl)-pyridin-2-yl]-3-trifluoromethyl-

benzenesulfonamide;

N-[5-(6-Chloro-2-fluoro-3-methyl-phenyl)-pyridin-2-yl]-4-fluoro-

benzenesulfonamide;

25 3-Chloro-N-[5-(4-fluoro-2-methyl-phenyl)-pyridin-2-yl] -benzenesulfonamide;
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2,4-Dichloro-N-[5-(4-fluoro-2-methyl-phenyl)-pyridin-2-yl] -6-methyl-

benzenesulfonamide;

4-Fluoro-N-[5-(5-fluoro-2-methyl-phenyl)-6-methyl-pyridin-2-yl] -

benzenesulfonamide;

N-[5-(2-Chloro-4-fluoro-phenyl)-6-methyl-pyridin-2-yl]-3-trifluoromethyl-

benzenesulfonamide;

2,4-Dichloro-N-[5-(2,3-dichloro-phenyl)-6-methyl-pyridin-2-yl]-6-methyl-

benzenesulfonamide;

2,4-Dichloro-N-[5-(2-chloro-4-fluoro-phenyl)-6-methyl-pyridin-2-yl]-6-methyl-

benzenesulfonamide;
N-[5-(2,4-Bis-trifluoromethyl-phenyl)-pyridin-2-yl]-3-chloro-benzenesulfonamide;
3-Chloro-N-[5-(2-chloro-phenyl)-4-methyl-pyridin-2-yl]-benzenesulfonamide;

N-[5-(2-Chloro-phenyl)-4-methyl-pyridin-2-yl]-3-trifluoromethyl-

benzenesulfonamide;

3-Chloro-N-[5-(4-fluoro-2-methyl-phenyl)-4-methyl-pyridin-2-yl}-

benzenesulfonamide;

N-[5-(4-Fluoro-2-methyl-phenyl)-4-methyl-pyridin-2-yl}]-3-trifluoromethyl-

benzenesulfonamide; and

2,4-Dichloro-N-[5-(4-fluoro-2-methyl-phenyl)-4-methyl-pyridin-2-yl] -6-methyl-

benzenesulfonamide.

A process for the preparation of a compound according to any one of claims 1 to 19

comprising the reaction of a compound according to formula
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23.

24.

25.

26.

27.

Uy

in the presence of a compound according to formula

O\\ //O

oS R

wherein R to R”, A, E and G are defined as in claim 1.

Compounds according to any one of claims 1 to 19 for use as therapeutically active

substance.

Compounds according to any one of claims 1 to 19 for the preparation of
medicaments for the prophylaxis and therapy of illnesses which are caused by

disorders associated with the enzyme 11beta-hydroxysteroid dehydrogenasel.

A pharmaceutical composition comprising a compound in accordance with any one

of claims 1 to 19 and a therapeutically inert carrier.

The use of a compound according to any one of claims 1 to 19 for the preparation of
medicaments for the treatment and prophylaxis of diabetes, obesity, eating disorders,

dyslipidemiae and hypertension.

The use of a compound according to any one of claims 1 to 19 for the preparation of

medicaments for the treatment and prophylaxis of diabetes Type II.

A compound according to any one of claims 1 to 19, when manufactured according

to a process of claim 20.

A method for the treatment and prophylaxis of diabetes, obesity, eating disorders,
dyslipidemiae and hypertension, which method comprises administering an effective

amount of a compound as defined in any one of claims 1 to 19.
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28. A method for the treatment and prophylaxis of diabetes Type II, which method

comprises administering an effective amount of a compound as defined in any one

of claims 1 to 19.

29. The invention as hereinbefore described.

5 %%



