
WO NOTO TS9PCTIEP2M7A4,33. HETEROCYCLIC ARYLSULPRONES
SUITABLE FOR TREATING DISORDERS THAT RESPOND TO
MODULATION OF THE SEROTONIN SHT6 RECEPTOR Background
Of The Invention The present invention relates to
novo: heterocyclic compounds. The compounds pos- sess
valuable therapeutic properties and are suitabie, in
particular, for treating diseases that respond to
moduiation of the seretonine 5- HT receptor,
S0rOtOrliR (b-hydroxytryptmnirie,morioarnine
neur33trarisrMter andlocal hor- mone, is formed by the
hydroxylation and decarboxyiation of tryptophan. The
greatest concentration is found in the
enterochromaffin cells of the gastrointestinal tract,
the remainder being predominantly present in platelets
and in the Central Nervous System (CNS), 5FIT is
imPlinated in a vast array of physiological and
WM:physiological path- 15 ways, in the periphery, it
contracts a number of smooth muscies and induces
endotheiium-dependent vasodilation, in Me GNS, it is
believed to be invoived in a wide range d functions,
including the control of appetite, mood, anxiety,
hallucinations, sleep, vomiting and pain perception,
20 Neurons that secrete Siff are termed serotonergic.
The function of 5l-tI is exerted upon at interaction
with specific (seretonergic) neuron:* Until now, seven
types of Si-IT receptors have been identified: 51-1T1
(with subtypes 5HT,A, 511Th5, 51'IT r" 5HT itE and
51-1.1-1), blAT2tvvith subtypes 514.12,,,,
5t-1T2sr,trid 5HTK-1, SHT3,dHi, 5i-M, (with subtypes
5,HTL:, and 5HT:E3), 51-its and 5HT7). Most of these
receptors are coupled to proteins that affect the
activities of either adenyla te cyciase or
phosoliotipase Cy. The herbee 51-IT,s receptors are
positively coupled to adonylyi cyclase. They are
distrib- uted throughout the limbic, striatai and
cortical regions of the brain and show a high affinity
to antlpsychofics. :30 The modulation of the 51-1Te
receptor by suitable substances is expected to improve
certain disorders including cognitive dysfunctions,
such as a deficit in memory, COgrirtion and learning,
in particular associated with Alzheimer's disease,
age-related cogn--- this decline and mkt cognitive
impairment, attention deficit disordeiThyperactivity
syn- 35 drome, personality disorders, such as
schizophrenia, in particular cognitive deficits
related with schizophrenia, affective disorders such
as depression, anxiety and obsessive compulsive
disorders, motion or motor disorders such as
Parkinson's disease and epiiepsy, migraine, sleep
disorders (including disturbances of the Gircadian
Mythm), feeding disorders, such as anorexia and
bulimia, certain gastraintestinaldisorders such as
40irritable Bowl Syndrome, diseases associated with
neurodegeneration, such as stroke  wospro: "007/053R07
2 Spinal or head trauma and neesuch as hydrocephakis,
drug addiction an obeSity, Another neurotransmitter
with implications on the CNS is dopaminea. Disorders
in the dopaminergic transmitter system result in
diseases of the central nervous system which include,
tor example, schizophres-iia, depression and
Parkinson's disease, These diseases, and others, are
treated with drugs which interact with the dopamine
receptors. The dopamine receptors are divided into two
families. On the one hand, there is the p, 10grouP"
oonsisting of Da, Da and Da receptors.. and, on
deather hand. the Di group, consisting of DI and DI,
receptors, Whereas 03 and D2 receptors are widely
distributed,    receptors appear to be expressed
regioseleotively. Thus, these rebePtors are Pre&
erentially to he found in the iimbic system and the
projection regions of the mesetimbic dopamine system,
especially n The nucleus ancumbens, but also in other
regions, such 15as the arnygdala. Because of this
comparatively regioselective expression,recep- tors
are regarded as being a tirget having to side-effects
and it is assurrpad that while a selective 0.3 ligand
would have the properties of known antipsychotics, it
would not have their dopamine D:" mceptor-mediated
neurological side-effects (P. Sokoioff et al,.
Localization, and Function of the D, Dopamine
Receptor, Arif101E. ForscitiDruu Res. 2042(1), 224
(1092); P. Sokoloff et al. Molecular Cloning and
Character:Lis:sten of a Novel Dopamine Receptor (Da)
as a Target for Neuroleptics, Nature, 347, 146
(1990}).    Compounds having en affinity for the
dopamine Ds receptor have been described in the prior
art on various occasions, e,g. in WO 95/04713, WO
96123760, WO 97145503, WO 25400 and in the unpubiished
international patent appiication PUT/EP 20051011106.
Compounds having an affinity for the 5HTE; receptor
have also been described in the prior art, e.g. in WO
2005:037830, WO. 200a/026125, WO 00105225 and WO
98/27081. However, their affinity and selectivity
towards the 511Th receptor or their pharmacologi-
30cal profile is not yet satisfactory. It is an object
of the present invention, to provide compounds which:
have a high affinity and selectivity for the 5F11
receptor and optionally a nigh affinity and
selectivity (in particular versus Da) for the dopamine
03 receptor, thus allov,ding the treatment of disor-
35 ders related to or affected by the 6HTt. receptor.
Compounds having an affinity for both receptors are
expected to be suitable for treating disorders related
to or affected by both the 5HT receptor and the Da
receptor, thus allowing the treatment of more than one
aspect of the respeclive disorder.  The Compounds
should also have good pharmacological profile: e4.1. a
good brain plasma ratio, a good bioavailzsiAity, good
n fabolic stability, or a decreased inhibition of the
mitochondria: respiration, SofiaMien The invention is
based on the object of providing compounds which act
as 51--ab recep- tor ligands. This object is
surprlsingly achieved by means of compounds of the
formula wherein 15nis 0, 1 or 2; is CH:, or CHR3; I-1,
et-evalkyliC Caikyl substituted by Ca-c6-cycloellvi,.
Ci-CE-i-nydroxyalk 29fiUorfrlated Crerallq,flaorirmted
C3-C43-CYCioa;q1: C-.:3--CF-    alkenvi, fluorinated
CCaikenyl, formyl, acetyl, prop:or:0 or benzyl; -R and
Rs          e, independently cif each other, H.
methyl, fluorothethyl fluoromethY1 or triflueromethyl;
is 1.,4-phenylene or 1,3-phenylene, which is
optionally substituted by one, two, three or tow
sutstitoents selected from halogen,,ci-C4-alkc):x:iy
fluori- nated C-i-C4--alkyl and fluorinated
Cifarelkoxy; 30Eis NR" or CH:2: wherein R5 3.9 H or
1.433-alkyi; Aris mdica.t of the ormuta A., B. C. D,
F. F or .  rir 1007105.38117 4  (A)(B)(C)  



5 wherein Fie:s halogen, ihydroxyl, CCalkyL
fluorinated GreiTaiiiityl, et-CE,-4droxyelikyl,
CkoxC-CakvI, C. Ciraikenyi, fluoridated C2-C"-tenyi,
iCirercyclealkyl, I 0fluorinated Cr,rcycloalkyl, C1-0;
ralkoxy, C.,-Ce-ihydroxyalkoxy, C1-C,3-alkstixy-Ct-
Cirelkoxy, fluorinated Cli-Gralkoxy,
Cii-Cralliwithloi" fluorinated CCI43-alkyithio,
circEi-titillyisullinyl, fluorinated
Crevalkyisuillinyi, Ciii-ti-itilkylsulifenyl,
fluorinated                  phenyisulfonyl,
pyridyisulfortyl, benzyloxy, phenoxy, iphenyl, where
the phenyl and the pyridyi ira.dicat in the 5
last-mentioned iradicais may be 1,5unsubstituted or
may tarry 1 to 3 substituents selected from
Cirevalkyi, fluori- natedend halogen, CIN, nitro,
Ci-Ci:-alkyinarboirryi, 50-)rii-iatttid akyicarbonyL
Qi-ci:-elkylicarbonyiamine,fluennaled
C1-0i,-athylcarhonylamino, carboxy, Nid-C)(0)-NR6RP,
Nrefe,Orl\IWIRif, where R and R.( are., independently
of each trier, It Gi--(04-alkylii; fluorinated
Cl-Cralkyi or CiCralko,xy or may form, together with
N, a 4-, 5- or 6-membered saturated or unsaturated
ring, t-00-1,4R''-CI-Gralkylerie, where Re. is as
defined above and Ra  VWVPC rir 1007,105.38.07 is
G,-G,ralkyl or phenyl, where the phenyl radical mayor
may carry 1 to 3 substituents selected from Creealkyl.
fluorinated C rGralkyl and halogen, CFI3pyridy* where
the pyridyl radicai may be unsubstitated or may carry
1 to 3 subsiileents selected from CrCralicyl,
fluorinated CrOralkyl and halogen, or is a saturated
or unsaturated aromatic or non-aromatic 3 to 7-
membered heterocyclic ring comprising as ring members
1 2, 3 or 4 hetero,atoms selected from N, 0 and S
andier1, 2 or 3 heteroatarn-containing groups selected
iTODI NW, where R is H,fluorinated Graralkyl,
Cre.ralkylcarborryi or fluorinated CI-C-alkyinarbehyl,
SO, SO3,. and GO, and where the heterocyclic 10ring
may carry 1, 2 or 3 substituents selected from
hydroxy, halogen, (.7,1-C.3-alkyl, fluorinated
Cre6-alkyl, Cre.ralkoxy, fluorinated C.,.-G-alkoxy,
Creraikylthio, fluorinated CrGralkylth:o,.
NR"Ri-OrCalkylene, where R"' and Fe are as de- ed
above, carboxyl and Crecalkyoxycarbonyi; 15 le and R",
independently of each other, are H., halogen, CH, OC,
, CH2F? OCH2F CHF2,OCHF-2, CF3. OGF3, CH2Ohl2F.
00H2QH7F, CR/CHF?. OGH3GHF3, CH CF.:, or OCH2cF3.; RC
is do nee; De Pd; 20 R"is k or te definedfe; is
definedRlk; kis Q., I., 2:3, and is 0,1, 2, 3 or 4;
with the proviso that R" is not F, OFkP, CHF:3> GF3 or
OGF3 tt A is 1,4-phenyiene, Ar is a radical of the
formula r.,A) and FR' and Rc are H or halogen 30
except compounds, where R is proM, (7) is GH3, h is
1"a, is 1,4-phenyiene, E is NH, Ar is a radical of
formula (112) and R s. halogen, Cel, 02426-alit,enyi
or a 5- red .letercammatic ring; 35and
physiclegicaplerated.aold addition salts thereof. The
present invention therefore relates to compounds
D-3ral formula I and to their physiologically
tolerated acid addition salts.  V}0pc rir
10I17.105.38417 In a specific embodiment of compounds
I, Ar is a radical of the formulB), (C), or (E), where
the substituents have frie following meanings.: is
halogen, CrGralkyl, fluorinated Creralicyl,
CC$iydroxyalki, 01-Ci3alkoxyCCreralicenyl, fluorinated
02-0,alkertyl, -06-cycloalkyl, fluorinated
Grercycloalkyl, Creraikoxy, 01-Grhydroxyalkoxy,
Crevalkoxy-0,-Gir-alkort fluorthatedCI-Ceralkyithio,
fluorinated 01-Cfralkylthio, CrCi,- alkyisuifinyl,
fluorinated C1-06-alkyisulfinyl, Ci-Ofrallyisulfonyl,
fluorinated Creealkyisuifonyl, pheriyisulfonyl,
benzyloxy, phenoxy, where the phenyi radical in the 10
3 last-mentioned radicals may he onsubstituted or may
carry I to 3 substittients selected from (32-Cralkyl,
fluorinated Crecalkyl and halogen, Chi, nitro, O-C6-
alkylcarbonyl, fluorinated CrCralkylcarbonyi,
CrCralkylcarbonylarnine, fluorinated
Ci-Cralkyicarbonylarnino, carboxy, NH-C(0)--NRW,
NreR2, NWR?-01-Ce"-- alkyieno, 02NWR7, where Fe and RI
ere, independently of each other, El, Crer 15alkyl,
fluorinated Cre4-alkyl or CrOralkoxy or may form,
together with N, a 4-, 5- or 6-membered saturated or
unsaturated ring, or is a saturated or unsaturated 3-
to 7-membered heterocyclic ring comprising as ring
members 1, 2, 3 or 4 hetereatoms selected from N. 0
and S and/or 1, 2 or 3 heteroatormeontaining groups
selected FRMT1 NW, where Rs is is H. CI-C4-alkyl,
fluorinated Crrar 20 C2-G3alkylcarbonyi or fluorinated
C1-C.:4-alivicarbonyl, SO, SO2 and CO, and where the
heterocydic ring may carry 1, 2 or 3 substltoonts
selected from trydroxy, halogen. CrCEralkyl,
fluorinated C1-Cralky4 and C1-Cralkoxy; and R" and
R(., independentlyH, halogen, CH. OCH, CHF2, OCHF2.
CF;; or OCF2,., with the proviso that R is not F,
CH2F, CHF2 'F oris 1,4-prienyiene and and Fr are H or
halogen: 30and phyzioiogVally totere,. d add addition
salts thereof. The present invention also relates to a
pharmaceutical composition which comprises at least
one corripound of the formula I and/or at least one
physiologically tolerated acid addition salt of I,
where appropriate together with physiologically
acceptable earners and/or auxiliary substances.  }(3PC
rir 1007.105.38417 The present invention atso relates
to a method for treattng disorders which respond to
influencing by 5HTe receptor antagonists or 5HTE;
agonists, said method comprising admitilstering an
effective amount of at least one COMPOUnd of Ole
formula 



0 ESAr 0 Gin wherein is 0, 1 or 2; -10 G is CH or CAW;
is H. CrCralkyl, C req.:4/RO substituted by
C,-C-cycloalicyl, CreErhydroxyalkyi, nuodnated
CCalicvi, Crecroycicalkyh fluorinated Ca-CrcYcjoaikYls
CyC 15alkenyl, fiuonnafed (03C(,-alkenyi, formyl,
acetyl, propionyi or benzyl: ,R and R4 are,
independently of each other. H, methyl, fluoromethyl,
difluommethyl, or trMuoromethyl; 29Ais 1,4-phenylehe
or 1,-.3-phenyiene, which is optionaily substituted by
one, two, three or four substituents selected from
halogen, Crccallcy:, 0,-01-alkoxy, fluorinated
CrCcalkyi and fluorinated Cre.,*alkoxy; Eis NR z or,
wherein r< is H or .0(-0,-,-allcyb. is a radical of
the tomB, C, D. E, F or G (A.)(0)  10074t538.07  a
(0) (E) /./ 'Noy C.^   wherein R' is halogen,
hydroCretralkyi, fluonnated
C11-03-aiky4C.1ee-hydroxyalkyl. Cr Graikoxy-C,-C&al '
C2-Cralkenyl, fluorinated 02-0,3-aitteriyi,
03-Grcycloalkyi, fluorinated CrCircycloaikyi,
Creiralkexy, C1-Cchydroxyalkoxy, CliCttoxy-CiCpa:Roxy,
fluorinated Crerailtexy, Gras-al:v:1Tbk), fluorinated
CI-Cle-aikylsullinyl, fluorinated
l_l-Crialkyisttifinyi, Creralkyisuiionyl, fluorinated
pherwisuifonyl, pyridyisulfonyi, benzyloxy, phenoxy,
phenyi, where the phenyl and the pyddyi radical in the
5 last-mentioned radicals may be unsabstituted or may
carry 1 to 3 substituents selected Nom CrOnailsiYir
fluorinated 01-G4-alkyl and halogen, ON, nitro,
0,-06-alkyloarbonyl, fluorinated Crei.,-
aikyinarbortyl, Creralkylcarbonyiamino, fluorinated
C1-Ccralkylcarbonyiamino, carbaxy, NH-0(0)-Nlea7,
Nires7; MeaCC-1-Cle-alkylene, 0-NRtle, where lie and
are, independently of each other. H. 01-C4--alkyl,
fluorinated CrCi,rolicyl or Or C4-ailsoxy or may form,
together with N. a 4-, 5- or 6-membered saturated or
unsaturated ring, re-CO-NR-C1-0,3-aiiitylerie, where
te is as defined above and Pe is Ci-araikyi or Phenyl;
where the phenyl radical may he Lir:substituted or may
carry Ito 3 sunotituents selected from C1Os-alkyl,
fluorinated Cre,-alkyl and halogen, CH2-pyildyl, where
the pyridyl radical may be unsubstituted or may carry
1 to 3 substiltionts selected from 01-04-alityi,
fluorinated (34:4-alkyl and halogen, or ls a saturated
or unsaturated aromatic or non-aromatic 3- to 7-
membered heier00)(olic ring ce.imprisini.3 as ring
members 1, 2, 3 or 4 heteroatoms selected from N, 0
and S and/or 1, 2 or 3 heteroatom-confaining groups
selected  PC rir 1007.105.384-ir from NRii, where R is
H. Garialkyl, fluorinated Grerailifyl,
Grecalkyicarbonyi or fluorinated I-Ccalkylcarbonyi,
SO, 502 and 00, and where the heterocyciic ring may
carry 1, 2 or 3 substitoonts selectee from hydroxy,
harogen, fitronnaled Craratkyl, Creralkoky,
fluorinated CrCe-atkoxy, 0,-Cralkylthio,
'Ii000natedtd.Rtfli-CirCE,-aikylene, where R andare as
de- fined above, carboxyl and 01-04-aikyoxycarborryb
F? and R ndependently of each other, are H, halogen,
Grit,:UtCH2F, OCH2F,            CHF2, OCHE-2, CF3,
OCF;;, CH2CH2F, OCH2C112F" CH2CHF-2, 0CH2CHF:3" 10or
0CHCF3i, iR's defined: like Fri, R"is H. or is defined
akei 15  is elefinr7..d.like Ra;             s0. 1", 2
or  and 20is Q. 1, .2, 3 ort. andjor at least one
ysic gicay toerated acid addition salt  of I to a
subject need thereof, The present invention further
reiates to the use of a compound as defined for The
above method and/or physiologically tolerated acid
addition salts thereof, for preparing a pharmaceutical
composition for the treatment of a inedibai disorder
90Si:rat:All-AG to treatment with a 541TE, receptor
lioond, 30in a specific embodiment, the compound used
according to the invention or in the method of the
invention is as defined above, however with the above
provisos, In a specific embodiment of the use and the
method of the invention, in compounds Ar is a mdiral
of thw formula ca,), (8), (C), (0) (E), where the
substifuents have the following meanings: Riis H.
01-Cizratkiyi, Crcireilcyl substitute by
Ca-Cti-cycloaikyl," C.1-Crrhydroxyal i; fluorinated
0i,-C;-alkyl. Ctrcycloalkyl, fluorinated
CriCe-cycloailizyl, 006-- atkenyi, fluorinated
Cre&iattcenyl, formyl, acetyl or proplenyb  



1(37'1007.105.38,07 is halogen, C;--Ceralkyl,
fluorinated CI-C;;-alkyi, Ci-C,rhydroxyalkyl,
fluerThated Q:-CEralkenyl,CErcycloalkyl, fluorinated
Ca-C,cycloalkyi, Cr-Cralkoxy, Clydroxyalkoxy,
fluorinated Cr Cralkoxy, C1C6aiikyltho, fluorinated
Ci-C-alkylihic,            fluodnated
Oraralkyisulfonyl, fluorinated C,-C6.- alkylauifonyl,
PhensiAtnYI, benzYloxy, phenoxy, where the phenyl
radical in the 3 last-mentioned radicals may be
unsubstithted or may carry 'I to 3 substituents
selected from Craralkyl, fluorinated Oi-Craikyi and
halogen, ON, nitro, CrOE,- alkylcarbonyl, fluorinated
CI-C,ralkylcarbonyi. GrQralkylcarbonylarnino,
fiuorinated 03-CEraikylcarbonylamino, carboxy,
NH-C(0)--NRW, NRW,                  where Rt' and R!
are, independently of each other, H. C$434.- awl,
fluorinated C1-04-alkyl or C1-O4-alkoxy or may form,
together with N, a 4-, 5- or 6-membered saturated or
unsaturated ring, or is a saturated or unsaturated 3-
to 7-memnered heterocyclic ring comprising as ring
members 1, 2, 3 or 4 heteroatoms selected from N, 0
and S and/or 1, 2 or 3 hetercatorn-containing groups
selected from NW, where Fe is is H, CI-C--alkyl,
fluorinated /01-C4-aik Crcralkylcarbonyi or
fluorinated Grarailvicarbonyi, SO, SO, and CO, and
where the heterocyclic ring may carry 1, 2 or 3
substituents selected from hydroxy, halogen,
CrOralkyl, fluorinated C1ec,alkyi and C1-C-alicoxy,
and R" and Re, independently of each other, are H
halogen, CH, 00H,3, CHF2" 02-1E2, CF:; or era; 25with
the proviso that R' is not F, Oft-F, CHF2, CE, or
OGE"; ff A is 1,4-phertylene and P.' and Rc are H or
halogen. Dailed Description CM The Invention 30The
remarks made in the following with respect to
preferred aspects of the invention,     to preferred
meanings of the variables of compound I, to preferred
compounds and to preferred embodiments of the method
or the use according to the invention, apply in each
case on their own or to combinations thereof. The
diseases which respond to the influence of 5H;
receptor antagonists or conists include, in
particular, disorders and thseases of the central
nervous system, .n particular cognitive dysfunctions,
such as a deficit in memon.,/, cognition and learning,
in particular associated with Alzheimer's disease,
age-related cognitive decline and mild  \VC.MMVI
i$399PCPEP2007/053K-07 cognitive impairment, attention
deficit disorder/hyperactivity syndrome, personality
disorders, such as schizophrenia, in particular
cognitive deficits related with schizophrenia,
affective disorders such as. depression, bipolar
disorder, anxiety arid obsessive compulsive disorders,
motion or motor disorders such as Parkinson's disease
and epi- 5lepsy, migraine, sleep disorders (inciuding
disturbances of the Circadian rhythm), feed- ing
disorders, such as anorexia and bulimia, certain
gestrointestinaldisorders such as Irritable Bowl
Syndrome, diseases associated with neurodegeneration,
such as stroke, spinal or head trauma and head
injuries, such as hydrocephalus, drug addiction and
obesity. 10 According to the irniention, atloast one
compound Df. the general formula having the meanings
mentioned at the outset is used tor treating the above
mentioned indications, Provided the compounds of the
formula / of a given constitution may exist in
different spatial arrangements, for exam* if they
possess one or more centers of asymmetry,
15polysubstituted rings or double bonds, or as
different tautomers, it is also possible to use
enantiorneric Mixtures, in particular tacemates,
dieStereomeric mixtures and tau:tomer-lc mixtures,
preferably, however, the respective essentially pure
enantiomers, diastereomers and tautemers of the
compounds of formula I and/or of theft salts,
20Particularly, the carbon atom of the
nitrogencontaining ring carrying the group A may have
(3) or (R) configuration. However, the (5)
configuration is preferred.    Moreover, the radical A
may be in a ds or trans position to either of the
substituents Rs or R4 (if at least one of those is not
hydrogen). However, the trans position is pre
25tarred. It is likewise possible to use
physiologicaiiy tolerated salts of the compounds Of
the formula I, especially add addition salts with
physiologically tolerated adds. Examples of suitable
physiologically tolerated organic and inorganic acids
are hydrochloric acid, 30hydrobromic add, phosphoric
acid, sulfuric add,. C1-C4-alkyiSuifonic acids, such
as methanesulfonic acid, aroma in suifonic acids,si
has bem!enesuifonic acid arid toluenes:A.)0:e acid,
oxalic acid, maleic acid, tumaric acid, lactic acid,
tartaric acid, adipic acid and benzoic acid. Other
utilizable acids are described in Fortschritte der
Aizneimit(a:or:soh:mg [Advances in drug researehi,
Volume 10, pages 224 ft, Birktiauser \Tadao, "y,)Basel
and Stuttgart, 1966. The organic moieties mentioned in
the above definitions of the variables are like the
term halogen collective terms for individual
listingsf....pf the ?ndividuai group members. The
prefix indicates in each case the possible number of
carbon atoms in the  PC rir 1007.105.38:07 12 eirOUP
The terin halogen denotes in each case -fluorine,
bromine, chorine or iodine,'Men- lar fluonne, chlorine
or bromine, Clia04 Alkyl is a straight-ohain or
branched alkyl group having from 1 to 4 carbon atoms.
Examples of an aikyi group are methyl, ethyl, repropyl
iso-propyl, n-butyit 2-ibutyi, so butyl or tett-butyl.
CI-C2 Alkyl is methyl or ethyl, Ciiiiesatkyi is
additfonaliy ni-oropyl or isopropyl 10 Lii-Ce Alkyl h
i straight-chain or branched alkyl group having fromI
to 6 carbon atoms. Examples include C1i4._4 alkyl as
mentioned above and also panty!, 1-methylbutyl,
2-methyibutyl, 3-methylbutyl, 2,2-dimethylpropyl,
liethylpropyi, hexy:, 1,idimethylpropyl, 1
,2-dtmethylpropyl, 1-mothylpentyl, 2-mothylpentyl,
3-meithylpentyl, 4-methylpentyl ,1-dimethylbutyl,
1,2-dimethylbutyl, 1,3-dimetnylbtityl, 2,2-
dimothylbutyi, 2,3-dirnethylbufy, 3,3-dimethylbutyl,
1-ethylbutyl, 2-ethyibutyl, 1,1 ,2- tnmethyfpropyl.
1,2,2-trimethypropyl. 1-ethy-1-thethylpropyi and
1-ethyl-2- methylpropyl. 20fluorinated Cfl-C,i,talkyl
is a straight-chain or branched akyi group having from
Ito 6, especially 1 tilt 4 carbon atoms lzt
fluorinatedaikyi),particular 1 to 3 carbon atoms (it-
fluorinated Gra?. alkyg, wherein at least one, e.g. 1
2, 3, 4 or all of the hydrogen atoms are replaced by a
fluorine atom such as in fluoromethyl"
difluorornethyis trifluorotnethyt, (R)-1-tilaoroethyl,
(8)-1-flooroethyl, 2-fluoreethyt, ,ifluoroethyl,
diffuoroethyl,2 2,2 U ilh u oct iy1,1,22-tetra f
luometnyi, (R)-141tioropropyl, flueropropyl,
2-fluoropropy/, 34:uowpropyl, 1,1-dltitioropropyi,
2,2-difluorooropy1, 3,3- difluoropropyl
3,3,3-trinuoropropyi, (R)-2-fluoro-1-methylethyl,
(S)-24luOTO-1- methylethyi,
(R)-2,2-difluoro-1-methylethyl,
(S)-2.2-difluoro-1-methyiethyl, (R)-1,2-
dinuoro-1-methylethylUOF a-1 -filethylethyl,
(P0-2,2,2-trilltioro- -methylethyl,
(St-2,2,2-itrifluore-1-methyleThyl,
2--fluoro-1-(fluoromelyitattril,1--(difluoremethyli-2,
2-
difluoroethyl,1-(trifitsoromettiy1)-2,2,2-triatoroethy
l, I -(trilluoromethyi)-1 tetrafluomethyi,
(R)-1-finorobutyl, (S)in-fluorobutyl, 2-fitiorobutyl,
3-fluombutyi, 4- fliterobutyl, 1,1-Klifluofobutyl,
2,2-difluembutyi, 3,3-dtfluoriabutyl,
4,4-difluerobutyl, 4 4- trifluorebutyl and the like.
Branched Ct-CEi alkyl is alkyl having 3 to 6 carbon
atoms at least one being a secondary or tertiary
carbon atoM. Examples are iSopronyi, tert,-butyi, 2-,
butyt, isolfutyt, 2- pentyl, 2-tfaxyl,
3-methylpentyl,1,1-dimethylbutyi, 1,2-dimethylbutyl
f-mothyl-lethylpropyl,  V}0PC rir 100710 5.38_07 13
Fluorinated branched Gre8 alkyl is aikyl having 3 to 6
carbon atoms at least one being a secondary or
tertiary carbon atom wherein at least one; e.g. 1,2,
3, 4 or all of the hydrogen atoms are replaced by a
fluonne atom.      Alkoxy is a straight-chain or
branched alkyi group having from 1 o 6, in particular
1 to 4 carbon atoms (C -Gwhich is bound to the
remainder of the molecule via an oxygen atom.
ECUllpiES include mothexy, Mhoxy: n-propoxy,
isopropoxy, ributaxy: 2-butoxy, iso-butoxy,
tert-butoxy oentyloxy, 1-methylbutexy, 2-methyibutoxy,
3- mathylbuioxy, 2,2-dirnethylpropoxy,l-ethylpropoxy,
hexyloxy, 1 il-dirnethylpropoxy, 



101,2-dimethylpropoxy, 1-mothylpentyloxy,
2-methylperriyioxy, 3-methylpemooxy, 4
-methylpentyloxy, 1,1-dimethylbutyioxy,
1,2--dimethylbutyloxy, 1,3-dimethylbutyloxy,
2,2-dimethylbutyloxy, 2,3-Oimethylbutyloxy,
3,3-dmethylbutyloxy" 1 -ethylbutylaq, 2-
ethyibutyioxy, 1,1 ,24rimethylpropoxy,
1,2,2-trimethyipmpexy, 1-ethyt-1--Inethylpropoxy and
1-ethyl--2-methytpropexy, Fluorinated Crec: adcoxy is
a straight-chain or branched alkoxy group having from
Ito 6, in particulat 1 to 4 carbon atoms (4
fluorinated Ci-C4 allwxy), wherein at least ofiti,
e.g. 1, 2, 3, 4 or all of the hydrogen atoms are
replaced by a fluorine atoms such as in
fluoromettioxy, dititioromethexy, trifluoromethoxy,
(R)-1-fluoroethoxy, (S)-1- 20fluoroathoxy,
2-flueroethoxy, 1,1-diatoroethoxy, 22-difluoroothoxy,
h t1uoochocv 1.1,2,2-tettalluorciettioxy, (H
-Ilooropropoxy, (S.)-141norop3opoxy, (R)-
24luoropr000xyc (S)-2-fluoropr000xy, 3-flueropropoxy,
1,1-dffluorooropoxy, 2,2- difluoropropoxy.,
3,3-difinorooropoxy, 3,3,3-trifiuomprepoxy,
i:R}-2-fluoro--1- methylethoxy,
(SY24iuoro-1-4nethylethoxy,
(102,2-difluoro-1-methylettioxy, (SY-2 25difiboro-1
-methyletttoxy, (R)-1,2-difivare-l-methylethoxy, (S)-1
,2--difluero-i- methylethoxy,
(R)-2"2,24nfluorb-l-methyiethoxy,
(S)-2,2,24nfluore-1-methylettioxy,
fluoro-1-(flucromethyijethoxy,
I-(difluoromethyl)-2,2-ditluoroethoxy,
(R)-14luombotoxy, (S)-1 -fluorobutoxy, 241iJorobutoxy,
3-lombittoxy, 4-1inorobutoxy, 1,1-di9oorobotoxy,
2,2--difiaorobutoxy, 3,3-diiluorobutoxy,
4,4-difluorobutexy, 4,4,44ri0uorobutoxy, and the SO
Wm, eirCE, Hydroxyalkyl is a straight-chain or
branched alivi group having fr,mi Ito 6, especially 1
1o4 carbon atoms (iz C,-C4 hadroxyaikyl), in
particular I to 3 carbon atoms (=
hydroxyaik:,4), wherein one of the hydrogen atoms is
replaced by a hydroxy group, such as in 2-hydroxyethyl
or 3-hydroxypropyl. C1CrAkoxy4Ce-akyi is a
straight-chain or branched alkyl group having from 1
to 6, eseecialiy 1 to 4 carbon atoms, in particular 1
to 3 carbon atoms, wherein ene of the hydrogen atoms
is replaced by a CI-ec,-aikoxy group, such as in
metnoxymethyl, 2- 40methoxyethyl, ethoxymethyt,
3-methoxypropyi, 3-etboxypropyl and the like.  V}0PC
Fir 1007.105.3507 Cii-OrAlkoxy-C1-Cliralkoxy is a
straight-chain or branched alkyl group having from 1
to 6, especially 1 to 4 carbon atoms, in particular
Ito 3 carbon atoms, wherein one of the hydrogen atoms
is replaced by a Ci-O6-akoxy group, such as in
2-methoxyethoxy, ethoxyrnethoxy, 2-ethoxyethoxy,
3-methoxypropoxy, 3-eIttoxypropoxy and the like.
C1-Cs-Akylcarboriyi is a straight-chain or branched
alkyl group having from 1 to 6, especially Ito 4
carbon atoms (= C. C4alkycarhonyU, in particular I to
3 carbon atoms fluothiated Cr C3 alkylcarbortyl),
'wherein one of the hydroc.jen atoms is replaced by a
10carbonyl group (CO), such as in acetyl and
propionyi. Fluorinated Creralikylearbonyl is a
straight-chain or branched alkyl group having from I
to Q, especially 1 to 4 carbon atoms (= fluorinated
Gra: alkyinarbonyl), in particular 1 to 3 carbon atoms
(= fluorinated Cy-C; alkylcarborryl, wherein one of
the hydrogen 15 atoms is replaced by a carbonyl group
(CO) and wherein at least one of the remaining
hydrogen atoms, e.g. 1, 2, 3, or 4 of the hydrogen
atoms are repiaeed by a fluorine atom, such as ln
trillooroacetyl and 3,3,3-tallueropropionyl.
CrecAlkylcarbortyla;ii.ino is a straight-chain or
branched alkyl group having from 1 to 206:, especially
1 M canon atoms (= eras alkylcarbortylamino): in
Particular 1 to 3 car- bon atoms (.= CrO:
alkylcartionylarnino). wherein one of the hydrogen
atoms is re- placed by a carbonylamino group
(CO-Ni-b), such as in acetamido (acetyl:amino) (CR;
CONHii) and oropienamido (CHsCH2CONH-). WSFluorinated
C-C'.alkyicarboriyamino is a straight-chain or
branched alkyl group hav- ing from I to 6, especially
1 to 4 carbon atoms (= fluorinated Gi-C4
alkylcarbortylamino), in particular I to 3 carbon
atoms (= fluorinated CrC,, alkylearbonylamino),
wherein one of the hydrogen atoms is replaced by a
carbonylamino group (CO-NH-) and wherein at least one
of the remaining hydrogen atoms, Of2, 3, or 4 of the
by- 30dmigen atoms are replaced by a fluorine atom,
such as in trifluoroacetylamino and
3,3,3-tralucropropionylami Fla . CrC Alkyittao (also
termed as CIsulfanyl) (or 01-Craikylsuifinyl or
Cli-C6- alkylsolfohyl, respectively) refer to
straight-chain or branohed aikyl groups IN)ving 1 to 6
carbon atoms, e.g. 1 to 4 carbon atoms, which are
bound to the remainder of the mole-cute via a sulfur
atom (or S(0)0 in case of alkyls:any: or S(0)2.0 in
case of alkylsulfianyl, respectively), at any bond in
the alkyl group: Examples for 01-S4-aikylthio include
methylthio, ethylltho" propyithioilsoPhdPYlfilb, and
n-butylthio. Examples for C alkylsultinyi include
methyisuffiny) ethyisuifinyl, prooyisultinyl,
isopropylstatinyl, and n-  PCTIF 1007,10538,07 15
butyisuifinyl, Examples tar - -Coaikyisuifonyi include
methylsulfonyl, ethyisulfonyl, propylsulfonyl,
isopropylsultionyi, and oftiLeyistilfonyi,
Fiuorinate.d7:.5akyllhio (also termed fluorinated
Cli-Cralkyisultarrya straight- chain or branched
alkyithio group having from 1 to 6, in particular I to
4 carbon atoms, wherein at least one, eg. I. 2, 3, 4
or ail of the hydrogen atoms are replaced by fluorine
atoms. Fiuorinated (31-CE, alkyisuitinyi is a
straight-chain or branched alkyisullinyi group having
from 1 to 6, in particular I to 4 carbon atoms,
wherein at least one, e,g. I,  2, 3, 4 or all of the
hydrogen atoms are replaced by fluorine atoms.
fluorinated Ci-C,; 10 alkyisnifonyl is a
straight-chain or branched alkyisuifortyl group having
from 1 to 6, in partiouiar 1 to 4 carbon atoms,
wherein at :east one, e g, 1, 2, 3, 4 Of 8:1 of the
hydrogen atoms are replaced by fluorine atoms.
Cycloalkyl is a cycloaliphatio radical having from 3
toS C atoms, such as cycio- 15propyl, cyclobtityl,
cyclopentyl and cyciohexyl, The cycloalkyl radical
mayi be unsui.)sti- kited or may carry 1, 2, 3 or 4
CrC alkyl radicais, preferably a methyl radical. One
alkyi radical is preferably iocated in the 1-position
of the cyclualkyi radical, such as in
Imethyloyciopropyi or I-methylcyciobuityl,
20fluorinatedis a cycloallphatic radical having from 3
to BC -toms, such as cyclopropyl, cyclobutyl,
cyclocentyi and cyclohrixyi, :wherein at least one,
e.g. 1, 2,  3, 4 or au i of the hydrogen atoms are
replaced by a fluorine atoms such as in 1-
fluorocyclopropyt, 24luorocyclopropyi, CS+ and
(R)-2,2-difithanacyclopropyl, dikorocyciopropyi,
2,3-difitio1dcycloprolti'4, pentafluorocycloproW,
--fluorocyclobutA 25241uorocyclobutyl,
3-fitionacyclobutyl, 2,2aiitluorocyclobutyl,
3,3-difluorocyclobuty1, difluorocyclobutyl, I
(3-difluorocyclobutyl, 2,3-difruorooyclobutyi,
2,4-ditifforocyclobutyl: or 1
,2,2-triftuorecyclobutyl, C2--CrAlkonyl is a singly
unsaturated hydrocarbon radlcai haying 2, 3, 4: 0 or 6
$0atoms, o.o.(2 pope i 1 yD I pccr I l 2-propen-2-yi,
me:hair/I (2-- me thylprop-2-en--1-0 and the. like.
Cr-O6--.Alkenyi is, in partictflar, allyi,
I-methylprep-2- en-1-yi, 2-buten-I -yl,
3-buten-ifmethailyi,3-penten-1 -yl, 4-penten-l- yl,
lanethylbut-2.--en-1 -iy1 or 2-ethylprop-2
35Fluorinated C2-Ciraikenyl is a singly unsaturated
hydrocarbon radical having 2, 3, 4 5 or 6 O-atorns, I.
wherein at least one, e.g. I 2, 3, 4 or aii of the
hydrogen atoms are replaced by a fluorine atoms such
as in 1-flogrovinyl, 2-fluor:ay:fly!, 2,24luorovihyl,
3,3,341uorepropenyl,1,1-difluore-2-propenyl
1-fitiond-2-propertyl and the like.  VWVPC rir
1007.105.384)7 C1-Co-Aikylene is a hydrocarbon
bridging group having 1, 2, 3, 4, 5 or 6 carbon atoms,
like methylene, ethylene, 1,2- and 1 ,3-propyiene, 1
,4-butylene and the like.. 



Examples of 5- or 6-membered heteroaminatic radicais
comprise 2-, 3-, or 4-oyridyl, 2-, 4- or
5-pyrimidinyi, pyrazinyi, 3- or 4-pyridazinyi, 2-
or2-or 3-fury1, 2- or 3- pyrrcilyi, 2-. 3-- or
5-oxazolyl, 3-, 4- or 5-isoxazdyl, 2-, 3_ or
5...pliazom, 3_, 4_ or 5_ isothiazolyl, 3-, 4-- or
5-pyrazolyi, 2-, 4- or 5-iinidazdyl, 2- or
5-[t3,]oxadiazolyi, 4- or 541,2:31oxadiazoiyi, 3- or
5-Li,2,41oxadiazolyl, 2- or 5-11 ,3,4piadiazolyl, 2-
or 5- [I ,3,4Ithiadiazoiyi, 4- or 541,2,3
ithiadiazoiyi, 3- or 541,2,41thiadiazolyi I H-, 211-
or 311- 101,2,3-1riazo4-yl, .2H-triazol-3-yl, 1H-,
21-1-, or 4H-1 ,2"44iazo1yl and 11-I- or 2H-
teirazolyi, Wh;Ch May be onsobstituted or which may
carry , 2 or 3 of the aforementioned radicals R.
Examples of a pheny ring fused to a saturated or
unsaturated 5- or 6-membered car- 15bocyclic or
heterocyclic ring comprise indenyi, indanyl, naohthyi,
1,2- or 2,3- dihydronaphttyl, tetralin, benzafuranyi,
2.3-clihydnplienitontranyi, henitothienyi, indotyl,
indazolyl, benzinkiazo&I, benzoxathiazolyi,
benzoxadiazolyi, benzothiadiazolyl, benzoxazinyl.,
dihydroberlitoyazinyi, chinolinyi, isochinolinyl,
tetrahydre3sochinoiinyl, chronicity!, chromanyi and
the like, which may be ensubstituted or which may
carry 1, 20 2 or 3 of the aforementioned radicals R.
This fused system may be bonded to the remainder of
the molecule (more precisely to the sulionyl group)
',/ia carbon atoms of the phenyl moiety or i4-a ring
atoms (C- or N-tonis) or the ring fused to phenyl.
Examples for saturated of unsaturated 3- to:
7-membered heterocyclic rings (as radicals 25R')
comprise saturated or unsaturated, aromatic or
non-aromatic heterocyciic rings Examples therefore
indode, apart from the above-defined 5- or 5-membered
hetoroammatic radicals, azigdyi, diaziridinyl,
okiranyi, azatidinyl, azeitinyl, di- and
totrahydroferenyl, pyrroijnyl, pyrrolidinyi
oxopyrrpyrazoilayl,imidezolinyi, dazolidinyi,
oxazoilnyi, axazolidinyl, oxo-oxazolidinyi,
isoxazolinyl, isoxazolidinyi, $0piporidiriyi
piperazinyl, morpholinyi ti.dornc)rpholinyl,
o)hothlernerpholinyi, dibxothibtrior- phoiinyi and the
att. It Wand R./ term together with N a 4-, 5- Or
6-membered ring, examples for this type of radical
cornonse, apart from the above-defined 5-- or
6-membered heteroaromatic oafs containig at least one
N atom as ring member, azetidinyi, azetinyi,
pyrrolinyi, pyrrolidinyl, pyrazoilnyl, pyrazolidinyi
imidazoilnyi, imnidazolidinyl, oxazolinyi,
oxazolidinyi, pipericlinyh piperazinyi, momholinyi and
the like,  VWVPC r 1007.11538_07 In compounds of
formula n preferably is U or 1; i.e. the
nitrogen-containing ring is an azetidinyl group or a
byrrolidinyl group; arid particularly, 0 is 1, 4which
tneans that in a particularly preferred embedlment,
the nitrogen-containk-ig ring is a pyrrolictinyi ring,
Preferably, the radical R1 it selected from
H,Cree-elkyl whlch ls substi- tuted by C:re,;
-eyeloolkyl or hydroxy, fluctiinated CC4alkyi, C2:-Ce
a iken and benzyl. More preference is given to H,
propyl, cyciopropyimethylene, fluorinated ethyl, e.g.
2- ituoroethyi, fluorinated propyl, eg.
3-fluoropropyi, hydroxypropyi, e.g. 3-hydroxypropyl,
propic.myl, ally: end bertzyli. \1 no p r r by Rts
selected front H, propyl, ethyl, methyl,
10cyclopropylmothyle.no" 2-fluproethyl,
3-fluoroprenyi, 3-hydroxypropyl" (=lily' and benzyl"
Even mere preferebiy, R is selected from H, propyi,
cydopropyimethylene, 2- fluor-oethyl, 341aoropropA
3-hydroXypropyl, aflyl or benzyt in a particularly
preferred embodiment, P sH, n-propyi or allyl, in
particular H or n-propyl and especially H. 15
Preferably, R2, AS and R4 are H. CH 5 or etand more
preferably H. If the group A is substituted, preferred
substituents are selected from halogen, in particular
fluorine, methyl, dilluoromethyl, trifluoromethyl,
raethoxy, difluoromethoxy and trifluorome.thoxy. More
preferred substituents are selected from halogen, in
particular 20fluorine, and methoxy. SpeclficalN:" the
substituent is methoxy. Examples include 2-
fluoro-1,4-phenylene, 3-11tiero-1,4-phenyiene,
2-iloor0-1,3-PhenSne, 4-fluo(0-1,3- phenylerie,
2-methoxy-1,4-phenylene. 3-methexy-1,4-phenylene,
2-methaxy-1,3- phenylene and 3-methoxy-1;3-phenylene.
ft/ a specific Ornbothnwt, A is tin:substituted 1
,4-pheriylene or unsubstituted 1,3-phertylene, More
specifically, A is 1,3-pyridyiene, in 25particular
unsubstltuted 1,3-pyridylene. The group E is
preferably NR, more preferably NH or NCH 5 and
particular NH. In one preferred embodiment of the
:rEVCritiOn, Ar is a rad:cal of the formula (A), (B),
30(C), (0) or (E). Parton:al- preference is given to
the radical (A), Among the pyridyl math- cats (B) to
(E), preference is given to radicals (C) and (E). In
these Ar radicals (A) to (E), As is preferably
selected from the group consistng of halogen,
CrCe-ailkyl, iluorated k. Ce-alkyl,
arCe-ilydroxyalkyl, C 35alkyl, C:-Ce-alkenyi,
C.-Crcycloalkyl, fluorinated C,-5-Ce-cycloalkyl,
Cree-alkoxy. Cre;.- alkoxy-CCe-alkoxy, fluorinated
C1-C-alkoxy, fluorinated CrCe-alkyithio, Cree-
alkylstiltonyl, phenyisutforyl, benzyloxy, phertoxy,
CN, nitro, ace:A trifitioroamtyl, acetamide, caboxy,
NH-C(0)-Nt12, NWRI, NWPJ-CrCe-alkylerie, 0-NreRI,
where R6 and R' are, independently of each other,
H,fluorinated C1-C4-elkyl or Cr 40 Ccaikoxy, and a
saturated or unsaturated aromatic or nor--aromatic 3-
to 7-membered  VWVPC rir 100 71053 Kri heterocyclic
ring comprising as ring members I, 2, 3 or 4
heteroatoms selected from N, 0 and S and/or 1, 2 or 3
heteroatom-contaMMg groups selected from NW, where R's
is as defined above and is preferably H or G1-GA-alkyl
such as methyl, SO, SO2 and GO, and where the 3- to
7-membered heterocyclic ring may carry 1, 2 or
ubstituents se looted horn hydroxy, halogen,
C-Cc-alkyl, fluorinated Cl-Cralkyl and 01-Cakc'xy.
Preferably, the saturated or unsaturated 3 to
7-membered heterocyclic ring is selected from
azetidin-l-yl, 2--rnethylazehdlnyi,
3-methoxyazetidinyi, 3-hydroxyazetidinyl, 3-
fluoroazelidinyi,pyrrOiithn-l-y, pyrrolidin-2-yt,
pyrrolidin-311, 102- and 3-l1noropyrnplidin- I -yi,
2,2-di1luoropyrolidin-l-y 3,3--d19tioropyrradM-1-y1 2-
and 3-m0;0pr-66ln-1-y1, 1-meth ylpyrrol id n--2-yl,
2,2-dimethylpyrfoildin--1-yi,
dimethylpyrroiidin-1-yd2-- and-vi z
2-fluoropiperidin-l-yl, 2,2- difluoropiperidin-1-yi,
piperazin-1-vi, 4-methylpiperazin-l-yi,
rnorpholin-4-y1, thiornor- 15phalli-41i,
1-oxothiemcmhoiln-4-yi, 1,14ioxethiomorpholin---411,
pyrre,1-3-y1,1-methylpyrrof-2-yl, -mathylpyrrol-:3.yi,
tura:1-211, fama-3-yl, thiophen-2-0, thiophen-3-yl,
5-propylthiephen-2-yi, pyrazo1-1-yl, pyrazel-3-yl,
pyrazei-4-yl, 1- methylpyra26-41i,imidazoi-l-yl,
exazet-5-yl,isoxe2,01-5-y1, Oil-
'Ja7ol-2-11,2-Methylthiazot-t-A 2-mathylitiazo1-5-yl,
[1,2.3jtria20i-1 -yI 1 2,41triazoi-l-y 1,2 cJi w-2-yl
V,2,41triazel-3-yl, [1 ,2,41triazol-4- yl,
el-rnethyl-{1,2,411riazol-3-yi,f1,2,41-
oxadazoi-3.-yi, [1,2 AFoxed iazoi-511,
(1,2,3Foxadiazol--S-yl, [1 ,3 ;41-oxadianil--27y, 5-
methyl-11,3,4f-oxadiazel-.2-0, meh V 2 d cctcia:o 31
2,31thiadiazol-4-yi, 



25tetrazol-t-yl, tetrazoi-5-yi, 2-methydetrazol-5-yl,
1-methyltetrazol-6-yi, pyrk1-211pyrimidin-5-yi and 2-
methylpyrimidia-4-yi,      More preferably, the
saturated or unsaturated 3- to 7-membered heterocyclic
nag is 30selected from nitrogen containing nags such
as azetidin-l-yi, 2-methyiazektayi, 3-
methoxyazatiOinyi, 3-hydroxyazabdinyi,
3-11uoroazetidinyl,pyr-
pyrrolkiin-3-yi, 2- and 3-flporopyrrolidin-1--yl, 2,2-
difluandpyrrolidin-l-y 3,3-difluero1yrrolidin-l-yl, 2-
and 3-rnethylpyablidin4-yi, 1- methyl
pyrroiidin-2--yl, 2,2-d iiiiethylpy o dn 1-yl, 3,3-6
methylpyrrolid in - 1-y I, pyrrolidin-1-yl, 2- and
3-tifluoromethylpyrrolidin-l-yi,
2-methylpiperidin-1-yl, 2-fluoropiperidin-tyl,
4-mathylpiperazin-111, morpholin-4-yl,
thiomorpholin-4-yi, 1-oxothiornorpno,hp-4-yl, 1,1
diuxothiombratiolin-4-yl,pyrrol-3-yl"
1-mothylpyrro1-2-yl, methyloymal-3-yi, pyrazol-1-yi,
pyrazol-3-yl, pyrazol-4-yl,l-methyipyrazo14--yi, 4-
40flubropyrazol-1-yl,axe-  VWVPC rir 1007/053811.7
isoxazol-311, isoxazo.k4-yi, isexazol-5-A thiazet-2-A
thiazol-41t. [1,2,31a;m1-1--yl.,2,41triazoM -
yl,r2,41triazd-4-y, 4 -methytil,2,41triazol-3--yi, 2--
methy[11,2,31triazet-4-yl,
[1,3,4-1-oxadiazot-2-0,[1,2,41-exadiazoi-
,2,31-oxadiazo55-methy1-41,3:41--o>radiazol-2-vi..5-
methy41,2,4]--oxadiazol-3--1,tetrazol-1-yt,
tetrazol-5-yt, 2- methyltetrazol--5-yi,
1-methyltetrazol-5-yl, turazon-3--yi,_)yn3 4 l.
pyrimidiri-411, pyrintidirt-5-yl and
2--methyipyrireidin-411. 10Even morepreferably, the
saturated or unsaturated 3-- to 7-membered
heterocyclic. ring is selected from nitrogen
containing rings which are bound to the pherhpd or
pyridyt Ong of the group Ar via their nitrogen atom,
such as azetidirel -yi, 2-methylazetidiri--1-yl,
Methoxyazetidin-l-yl, 3-hydroxyazetidin-1-yi,
3-fluoreazetidim1-yl: 2,2-diflucroazetidin-
pyrrolidln-1-yl, 2- and 3-fittoropyrrotidin-I-A
2,2-difitioropyrroitritn-1-y difttieropyrrelidin-1-11,
21- and 3---Mothylpyrrolidim1wt,
2,2---dimethytpyrreedta-1,y1,
dimitithyipyrmtidin--1--A 2.,oxitepyrrolidin--111, 2-
and 3-ThfluoMmethylpyrro4ldin--1-yi, 2-
exo-oxazolidin-1-yl,
piper:Me-1-A2-floorepiperidin-1--A 2,2- piperazin-111,
4-rnethylpiperazirt--1-y, morpholin-41i,
-1-0,xothiomorpholimrtry4, 1,1
--dimmthiornorpitotin-4-yl, pyrrol-111, pyrazol--1-
20yl, 4---rtuorottiyrazot-1tyl,
ireidezol-1[1"2.,4-ltriazot-1.--yl, [1 ,2,31triazol---
214 [1,2"41tria20i-2--yi,
[1,2,43triazoi-4-y1,4-metiiyi-[1,12,41triazot-3-yi,
2-methyl[1,2,31triazol-4--yl, tetrazei--1-yi and
-Et:hazel-21i. in an alternative even more preferable
embodiment, the saturated or unsaturated 3-- to
25f-membered heterocyclic ring is selected from 5-or
6-membered, preferably 5--- membered, nitrogen
containing heteroaromatic rings bound via a carbon
atom, such as          pyroi--3-yl, 1-methylpyrrol 2 A
I -methylpyrrot--311, pyrazol-3-yi, pyrazokiyl, 1
-methylpyrazol-4-yt,1-methylimidazol--2-A (An:wt.-211,
oxezol-4-yi, thiazol--2--yi, Mtazol-411, 30yi,
2-rnethylthiazitt1-411, 2--methyithiazek5--yi,
0,2"3firiazot-2-yt, [1,2,4]triazni--311,
2-methyl-[1,2,3}triazoi-4-11,ii
[1,2,4]-exadia7ol-3--yi" [1,2,41--oxadiazol-511;
[1,2,31-oxadiazol-5-yi, [1,2,3jittiadiazotA--yl,
tehrazol--5-11,2--rnethyltetrazol-5--yi, 1--tnetnyitet
azoi-5-51, forazan-- 3-yt, pyrid-2-yl, pyrid-3-yi,
pyrid4-yl, pyrimidin-5-yi and 2-
methylpyrirtitdin-4-yi, The heterocyclic dog is
Unsubstituted or substituted by one substitusit which
is preferably selected from halogen. C.3-Cralkyl,
fluorinated C1-04--aittyl, 01-C4-a:boxy and  PC rir
1007145384n 20 fluorinated Ci-C.s-ctikexy and in
particular from halogen, in natcular fluorine, Gre",-
alkYl, espeCially medic and fluorinated Cre.ralkyl,
especially fluorinated methyl.. In a preferred
embodiment, Ris selected from the group consisting of
haiogen, CrC alkyl, Cr Crtlydroxyalkyl, fluorinated
Craraikyi, Craralkoxy, fluorinated Cretallcoxy,
Cre.raikoxy-CrOcalfroxy, Cre,ralkenyi, fluorinated
CrCralkferryi, NR6FR' CI-Ctraikylene-NRW, where Rh and
R are independently of each other H, arialky: or or
CI-Ccralkoxy, ureido (NI-fa:NFU C3-C,3-cyaleaikyl,
fluorinated C:344- cycloaikyi , acetyl, carboxyl,
bydroxy, cyano, nitro, benzoxy, methylsulfanyl, [kora-
10 rnetnyisulfartyl, dirluorornethOsulfanyl,
tritiuorometnyisulfanyl, methylailfonyi and one of the
above-mentioned saturated or unsaturated 3- to
7-membered heterocyclic rings, in particular
azetidin--1 -yl, 2-methylazetidinyl,
3.-methoxyazetidiny1, 3-hydroxyazatidinyi, 3-
fluoroazetidinyl,    2- and 3-fluoropyrrolidin-l-yi,
2,2-difitroropyrrolidin-l-y
3,3-difluorepyrrolIdn-1-yl, 2- and
153-rnathy1pyrrefidin4-9, 1-methylpyrrolidio-2-yl,
2,2-dimathylpyrrofidin-1-yl, dimothyloyrroildln-1--yl,
2.-exo-pyrrolidin-1-yl, 2- and
3-Mfluommothylpyrrofitho--1-yi, 2- exe-exazolidirni
-yl,2-fluoropiperidiml-yl, 2,2- difluoropiperidimi
-yl, piperazin-1-yi, 4-rsethylpiperazin-1-y,:homer-
1-0,xotNismorpbolin-4-yl,pyrrol-1-yi, pyrrol -2-yl,
20pyrrokll, I --methylpyrrol---2,11,
1-methylpyrrol-3-yl, pyrazol-1-yi, pyrazol34/1,
pyrazol-4- yl, 1-mathylpyrazol-4-yl,
4-huoropyraz.emlmidazol-2-yi, 1-
methylimidazel-211,oxazot-4-11, isoxiazol-5-y!,
thiazol-211,2-roethylibtazol-4-yr, 2-methylthiazol-
,2,31t9azoLl-yl,,2,41triazol-f-yl,
H,2,31thazol-211,1'1,2,4]triazol-3--yl, 



25[1,24-rnc.hy141,2,41triazol-3-yi,
2-metbyl-p,2,31triazok4-yl, [1,3,41- oxadia.zol-211,
[1,2,41-oxadiazo1-3-yl, [1,2,4]-axad;azol-5-yi, [1,2
:31-oxad iazo [1,3,4[-oxadiazol-2-yi,
5-methyl-fl,3,41-oxadiazol-211,
5-methyl-(1,2,41-oxadiazol-3--yi, [1,2,3]thiad;
azol--4-yi, tat-az:L*11i, tetrazePall,
2-methyltetrazol-5-yi,1-methyitetrazol- 'pyrid-3-yi,
pyrid-4-yi, 30nidin.5-yi and 2-methyl3yrimidin-4-yl,
In a more preferred embodiment, R'a is selected from
the group consisting of haiogen,    Ca-c cy
fluorinated Cy-CA-alkyl Cr C4-kt)Xy, 0CF3" OCHF"..2--
fLoroethoxy, 2,2-difinorciethoxy,
2,22-trilluoroethoxy; 1,1,2,2-tetrafluoroethexy;
1,1,2,2,2-pentefluoroetboxy, CrCcalkenyl,cycloalKyl,
fluorinated Cs-C,8- cycloa:- kyl, ureido, acetyi,
acetylamino, carboxyi, hydroxy, cane, nitro; benzoxy,
triflooromethylsulfanyi, rnathylsulfonyl, azetioin-14,
2-mathylazetidinyi, 3-methoxyazatidinyi, 3-
hydroxyaffetidinyt 3-4lueroazetidinyl,
22-diflUoreaZefidin-1 pyrraiidin-311, 2- and
3-fitforopyrrolidin-Ill, 2,2-difitioropyrrelldln-1-y
diffuompyrrolidin-1-yi, 2- and
3-me,thylpyrrolidin-1-y1,1-metnylpyrrokiM-2-yl, 2,2-
PC r 1007,105.38.07 21 dimethyloyrrolidin-1-0,
3,3-dime2-oxo-pyrrolidin-1-11, 2- and 3- th fi
uctromethylp yot did in- 1 - yi, 2 'x C." Icohc'Ry
OIctM ei2-inet2iyi piperld 1 1- yi, 2-du oropipe rid
in - 1, 22-d ifluo rani pendityi, pi perazin - 1 -yl,
4-methyipiperazin yl, morpholin--411,
thiornorpholireriti, 1-exe.thionterphoilm4i4,
1,1-dioxoftliornorpholin"pyrroki1-methylpyrro1-21I,pyr
azol- , pyrazol-3-yi, pyrazol-4-y,
1-methylpyrazoit-4-yi, 44itteropyrazol-l-yi.
imidezol-2-yl, 1 -methylimidazol-2-0,isoxzol-311.
isoxa2 01-611,2-nietVthiazol-4-yi, 2-    met hyllfi
la-mi.-St-y(2 [1 :2, al In azol-1 yi, [1"2,4]triazol-
-tyl, [1,2,3]triazol--2-yl, [1 ,2,41thazok 103-yl,
(1,2,411riazoi-411, 4-methyl-[1,2,4]triazol-3-yl,
2-roethyi-11,2,31Thazol-411, [1,3,4]- o xad
iazol-2.-yi, [1 , 2 ,4[-exad :fist:co1-3-1. [1
,2,41-oxadia2oi-5-11 , [1,2,3)-nxed [1,3 ,41-execi
iazol-2-yi, 5-r ethyl41
:3,41-axed5-methyl-[1,241-oxadiazol-311,
[1,13tthiadiazoi-411, tetrazol-l-yl, tetrazoi-5-yt,
2-methyltetrazoi-5-yi, 1-chethyitetrazol-- 5-A
furazan-a-yl.pyrtmiclin-2-y: n-511 and
2--methylpyrimidin-4-yi. an allernetively preferred
.emboditnent, R has the ferintha R"    20 wherein Y is
N, CH rg CF, Ral' and Frf.2 are independently of each
other selected fromalkyl, in particular methyl,
fluorinated CrerailKyi, in particular tincrothethyll"
&I:wawa/0E21 or 9.5trifinoromethyi, provided for being
CH or CF: one of the radicals WI orR may also be
hydrogen or fluorine, or and Fez form a radical
(CH2)," wherein 1 or 2 of the hydro!4eb atoms May be
re- pieced by lateritte and wherein m Is 2, 3 or 4, in
tt,erticifiar CH2tC.1-7b, (MF-CIA2
CH2CHtCH2, CHECH2.-C CF2-CH2-CH2, CIrCHECH,.
30CH,r(72,CF12, In case Fe and Fe am different from
each othof, the radical of the aforementioned formula
R. may have either (R)- or (S)-ortrifiguration with
regard to the Y-moiety. 3.5Examples for preferred
radicals of the formula R comprise isopropyl,
(R)-1-flooroethyf (S)-1-fluorcethyl,
2.-fleoroethyl,1tthy 2,2-difittortJethyl,
2,),2-trifluoreethyl.
(R)-1-ildorepropyl,-flueropropyl, 2-fiuorrapropyi,
3-fluonapropyi, 1,1-difThoropropyl,  V}0PCP te
1007.105.384)7 22 2,2-4ifidoropropyi,
3,3-Matoropropyi, 3,3,3-trifItharopropyL cyclopropyl,
cyclobutyl, fluorocycleprouyI, ;Et and
(R)-2,2difluorocyclopropyl and 24luorocyckIMOPYI
Amongst the radicals of the formula R)se are preferred
which carry 1, :2, 3 or 4, in particular 1, 2 or 3
fluorine atoms. Re' and Re, noeaendendy of each other,
are H,. halogen, Chh, OC:12, CiiF,. OCH2F, CHF2,
OCHF2, CF2, OCF3, CH2F, OCH2CH2F, C H2CHF2, 0012CHF2,
CROF2 or OCH2CF3. If both R' and A' are different from
H, it is preferred that one of R." and Re is 10
selected from halogen and the other is selected from
halogen, CH3, GEL CELE, OD-12F, 31-1F2, OCHF2, CFm OCF
3, CH;?10EbF, OCH2CH2F, CH2CIHE2, C142CF2 and OCH20F3
and specifically from CE12," 0CH3, CH2F, OCH2F, CHF2,
OCHF2, CF, OCF3 Cf120-12F and OCH2C1F. 15Preferred
examples for Ar, where Ar is a radical of formula (A),
(B), (0), (0)(E.), are in partiewar the follOWing:
3-methylphenyi, 3-ethyiphianyl, 3-propylphianyi, 3-
isopfopyiptienyl, 3-sec-botylphenyl, 3-isohutylphenyi,
34ett-butylphenyi, 341 idimethylpropyi)--phenyi,
3-vinylphenyl, 3-isopropenylphenyi, 34itiorophenyl, 3-
chiorephenyl, 3-bromophenyl, 3-Iodophenyl,
3-ffidoromethyl)phe.nyi, 3- 20(dihuoremethyl)phernA
3-(trifitioronetilyi)prie.nyi,
3,5-bieftrifitforomethyl)phenyf 3(1-
f/iteroethyl)-pheriyi, 34(S)-i4itiftimethyl)-pheriyi,
3-f(RH-tiooroethyij-phenyl, 342- fluoreathy0-phenyi,
341,1-difiuoroethyl)-phenyl,
3-(2,2-diflueroethyp-phenyl, 342.2,2-
fnflooroethyl)-phenyi, 3--(3-fitiorepropyl)-phehyl,
:E342-flueropropyl)-phertyl, fluompapy1)-phenyf
34fR)-2-fluoropropyl)-phenyi,
3-(3,3-difitiorepropyrt-Phethif 3-- 



25ir ifiu oropropyl)-pheil.,4 3-(1-Iluorc-1
anotllylettly1)-chenyl, 342410am-1-
inethylethyl)-phenyi,
34(8)-2-fitioro-l-metnyiethyp-phenyl, 34(R)-24idoto4-
methylethylyphenyl, 342,2-d41oom-
-methylethyl,i-phenyl, 34(S)-2,2-diflUoro-l-
methOethYD-Phkm'AJ
34,(R)-2,2-difluore-1-methylethylyphenyi,
3-(2,2,24efitfem-1- mettlyiethyl)-phenyI,
34(S)-2,2,2-MIluoro-1-inethylethyt)-phenyl, 3-(f
R)-2,2,2-trifiuero-1- metnyiethyi)-ph1,11
3--(2-fluoro-1-l1deramethy!ethyl)-phenyi,
3-(1-diffuoromethyl-2,2- difluoroethyp-phenyi,
3-(1,1-dimethyl-24itsormtAnyl)-p1 nyl,
3-methoxyphertyl, 3- ethoxyphenyl, 3-propoxyphenyl,
I,3-isopropoxyphenyl, 3-butoxyphertyl, 3-
(uoromethexy)-phenyi, 3-eddiumortietboxy)--phenyl,
3-(triflooroinethitixy)-0an4, 3(,2-
iThoroettiOxy)-phenyi, 3-(2,2-dillunroethoxy)-phenyl,
3-(2,2,2-trifluoroethoxy)-p1enyl, 3- ,y,)(1
,1,2,24etraftuoroe.thoxy)-pnenyi, 3-cyciopropylphenyl,
3-cyclobutylphenyi, 3- cyclopentylphenyi,
3-(2,2-diduerocyctopropyft-phany/,;3,5-
dichlorophenyl, 23-diehoriaphenyf
2,5-dichlorophenyl,44Ommo-3-fluemphenyi, 3-
bromo-2-fidorophenyi, 2-brorrio-34MorOpheriyi,
3-chlorm4-fluorophenyl, 3-Morno-2,5- difluompheriyi,
4-bromo-2,5-difluorophenyl.
5-bromo-2,44.1ifluerophenyl. 3-bromo-2,4-
difluorophenyi, 4-chloro-34trifluorome.thyl)-phe.nyl,
2-chIciaa-54trifideromethy0-phenyl, VWVPC rir
1007,105.384)7 23 24lunro--5---(Mfluornmetnyipohenyi,
44lunro-3-(tdfluoromethyl)--ohenyi, 3-flunro-5-
Wifuorornethyn-phenyl,
4-bromo-3-(trifluotornethyn-pheryi, 3-ixorno-5-
(tdilhororhothy)-ohenyi,
2-bromo-5-prif1uoromethyp-ohenA
5-romo-2-methoxyphenyl, 3-brorno-4-rnethoxypheny1,
3-brorno-4-pdfluorornethoxyyphenyi, 3,5-dibrorno-4-(2-
flunroethoxyhononA 2-fluorn-3-isopropyiphenyi,
4-fluoro4-isopnopylpheny4 3-(1-
hydroxy-l-methyethyp-Oehy:,
3-(2-hydroxy-2-methylpropyp-oheny, 3-acolyionenyl,
acetylarninophopyL 3-carboxypheny. 3-cy;:tnophertyl,
3-nitrophenyl, 3-hydroxyphen)'i, 3-(0-13enzyp-phenyl,
342-filethoxyethoxy)-phenyi, 3-(CHT-N(CH,;
)?)-pier*,,i, 3-(NH-CONH2)-phenyL
3-nmethyleil:fanyp-preny!,
34U010:11ethyistaranyippler/yi, 3-
10(difkoromethylsolfanyp-phen0,
3-prifluornmethylsuifanyiyphonyi, 3-(methylskdfony
phenyl. d-ON-rnethexy-N-inethykarnino)--ononyl,
3-kniethoxywydnothenyi, (edihriamino)-phenyl,,
3--(N-methyaminooxy)--pnenyl,
3-(N,N-thrhethylarninooxy)-- phenyL 3-cyanopherlyl,
2,5-dirnethyiphenyl, 2,5-6-drifluorornethyp-phonyi,
3,5-dihdfiunromethyp-ohenyl, 2,5-dirnethoxyphenyi,
2-me1hoxy-5-methyioneny4, 2-rnethoxy--
155-Wiflunrornethy0-phenyL 3--(azetidin-1-y1)-ohenyl,
3-(2-n:ethylazetidin-11P-phenyi, 3---
(S)-)-methylaletidin-1-yp-phenyi,
3--((M-2--rnethy:azetidin-1-yp-phonyl, 34,3-
fLornazetidin-1 frpnerny,
3-(22-ddiuoroazeticiin-1-y1)-phenyl,
3-(3-methoxyazetidin-lyp-pnenyl,
3-(3-hydroxyazO6n-1-y1)--phenyi,
3-(pyrroUdTh-1-0)--phenyi, 3-(pyrroUOTh-2- 0--phenyi,
3-((S)-pyrrolidin-2-A--phenyl,
34(R)--pyrrdidin-211)-phenyi, 3-(p 20yli-plionyl,
3-(1(S)--pirrolidin---3-yQ--phenyL
3--((N)-pyrroWn--3-,'M-pheriyi, 3--(nyrrothn-1-
y0-5-Orilluommethyp-phenyl, 5-;
pyrrolidirel-A-2-rrietnoxyphenyi, 3-(pyodidin-1-y}-4-
methoxyphenyi, 5-(pyrrolidin-l-A-2,4-cdfiunrophenyi.
3-(pyneiidin-1-,y1)-24- difluorophenyi,
3-(2-41toropyrolidirel-yp-phenyl.,
34(5)-24luoropyrrolidin-1-.
3-((p0-2-fleOlOpyrrolidin-l-y0-phenyi,
3-(3-fluoropyrrai3in-1-A-phony1, 3--KSO 25
fluoropyrrolidni-1-y0-ohenyi, 3-4;
(1-0-3-flunropyrrcAidin-110-ohenyi, 3-(2,2
difhioropyonliciip-1-yPthenyl,
3-(3,3-difluoropyrVidin-l-yht henyt 3-(2-
nic,thylpyrroiidin-110-phenyl, 3-0)-2-meth
ypyptiidin--1-10-phen yl, R)-2-- 1Pethyi3yrrdidin-1
-yp-p hen:3--(3-eiethyir.*yrrni0-0)-Dherlyi, 3-;(5)-3-
methylpyrroklin-1-y1)-phenyl:
34(R)-3--methylpyrrolidin-l-ylponenyi,
methylwroiiciin-2-y0-phoEiyi,
3-4,(S)--1-rnethypyrroiidin-2-yp-phonyi, 3-4,(Wr 1-
methylpyrroiidi n-2 Ilkphenyl,3-((S)-1-
niethylpyrro:idin-310-phenyl,
3,-(R)-1-methylpyrro4idin-y1)--phenyl,
dirnethylpypondin-1 -yp-phenyi,
$-(3,3.-dirnethylpyrrolidin-1--yrpobenyi,
trfluororpothylpyrrolidin-1-yp-phertyl,
3--pS),--2-trilluoromeThylpyriehtho-1-yij-phenyl,
URK24ritienrometnyipyryei:Oin-l-yp-phenyi,
3-(34rifluhromethiylpyrrdidin-l-yp-phernit 3-U.S;
h3-ifilluorome1hyloyrrolidin-1-yhthenyj,
3-((R)-3-trifidororriethy;pyrrolidin--1-0)- phenA
3--(2-oxonyrroildin-l-y0-phenyi,3-(pipendm-1
yi)--000yt 3-(2-rnethylpiperdin-1 -yiyoherw,buy 3
3--(2-fhlorop:peOOTh-1-y1)--phenyi,
flunropipeddiretyp-phenyi,
3-1,(R)-2-fluoropiperidin-t-yp-ohenyl, 3-(2,2- VWVPC
rir 1047,14538_47 24 difluompiperidiml3-(piperaziml
-yly-phenyl 3-(4-methylpiperazin-1-y1)- phenyl,
3-fmorpholin-4-yHphenyi,
3-troorpholim4-11)-5-(trifluoromethylyphenyl
(morpholin-410-2-me(hoxypherly:,
3-(morphohn-411)-4-methoxyphenyt,
5-4niorpholin4-y)-2,4-difluoropherwl,
3-0-norphoiin--4-0)-2,4-difluoroulte1yi,
3-(thi0nlorpt-101in-41:),- phenyl; 341
-oxo-litiornorpholin4-0-phenyl,
3-(1,1-dioxo-thtemerpholin-410-phenyi, 3-
(pyrrol-11D-pheny1;
3-(flyrrol-2-y0-1Meu4.....).4pyrrof-3-1)5nbenyt, 3-(1
-methy3pyrro:-2,- y0-p hend 3-0 -;
-flopylpyrrol-3.-y0-0enyt, 3-(furan--2-*phenyl,
3-(furan-3--y1)---priertyl,
3-(thiophon-2-yt)---phenyi, 3-gbiophon-3-yt)--phertyl,
3-(5--prcpyithion-211)--phenyi,
(pyrazo:-1-,/1)--ptteny1, 0-(pyrazel-3-0)-phemed.
3-(pyrazol-4-y0-phenyi, 3-(1-mety1-1H-
10pyra7ol-4-yi)--phenyi,
3-(1-Mhyl--1H-pyrazol-4-yruphenyl 34,1-methyl-1
H-pyrazol-5-10-- phenyl,.
3-(4-flooropyra2m-1-yl)--4:?henyi,
3-(1H-imtdazol-2.-y0--prtenyi, 3-0midazoi--1 phenyl,
3--(1-methylintidazol-2-y0-phenyl,
3-(oxazol-2-y0-phenyl, 3-(oxazol-4-y1)-phenyi,
3-(oxazol-5--yi)--phenyi,
4-fluoro--3-Mytazol-4--y1)--phenyi,
3-(tsoxazoi-3-14-phenyi, 3- ilsoxazo:-zlidypheny,
3-(isoxazol-5-0-pheny;, 3-rfidazol-211)--phenyi,
3-(thiazoi-4-y1)- 15phenyl; 3--(thiazoi---5-y1)-phenyf
0-(2--met3yit13a7ol--4-y0-phertyl, phenyl,
3-([1,2,3]4nazoi-111)-phenyl,
0-([1,2,4Hriazol-11:)-phenyl, $-011 ,2,0]-thazol-2-
y1)-phanyl. 3-(4H41,2,41-friazei-310-phenyl,
3-(1-12,4Hrtazol-4-yly-phenyi,
[1,2,3]-triazol-4-A-phenyi,
3--(4-methyl4fig1,2,4priazol-3-yl)-phertyl,
3-([1.3,41-oxadtazo;-2-y1)-phenyi, 20axed
-azol-2,11)--phenyi, 3-
([1,2,4)--oxaditaZOl-3-yt)---phenyl, 34,5-methyl-It
,2,41-oxadlazot- 3-yl)-pftanyl,
3-(fl,2,41-0xadrazot-5-y0-prtenyi,,2,31-oxadiazok411)-
phenyl, ([1,2,31-oxadiazol-510,-phenyi,
3-0:1,2,3]-1hiath,azot-4-y0-phenyt,
3-(1}-Metrazof5-yrr phenyl, 3-(tetrazot-1 ID-phenyl,
3-(2-mettlyi-2H-tetrazok5-yOthenyi, 3.0 "methyl-i
tetrazol-5-y1)--phenyl, 3-forazan-3-yi-phenyl,
3-(pyrid-2-0}-phenyl 253-(pyrk1-4--y1)-pheny1,
3-(pyrirntdtn-2,yll-phenyi,
3-tpyliruidirt-4-y1)-phenyl
nethylpyrimidin-4-10-phenyl 3-(pyrimidin-5-0)-phenyi,
5-bromopyridin-3-yl, 3-bromo-2- thiorepyridin-5--yi,
4-methylpyridin-2-yl, 8-meth)lnyridin-2-yi,
4-(trifiLtoromethypyrid3n2-yl,
6-(trifluorernethy0-pyridin-2-yl, 5-grifluon-fm
ethyl)-pyridin-3-yi, 5-(pyrrolithm--1-10- pyrtdtn-311,
.3 (p',rathrt-1-yri-2-chiompyridirf.5-yl and
3-(morpholin-4-yl)-2- 30chloropyridin-5-4 In an
alternatively :referredImenl; N is a groupter:nu:Re
being pad:cuter-1y preferred. .?uIn compounds wherein
Ar is a radical (I:), Fe is preferably selected from
halogen, hydroxyl,,fluednated Ct-C4-8kyl,
C1-C4.-alkylsulfonyl, fluorinated Cre.4-
alky:safonyi., pbenyisulfonyl, pyridy:sulfbnyi,
phenyl, Where the phenyl and the pyridyi raMoal in the
3 laat-menligned plidicata May be unsubstituted or may
carry 1 to $ *thSntLierth7, selected from er-Calicyi,
fluorinated GI-C4--alkyl and halogen:, 40CH2-pyddyi,
where the pyridyl radical may be (al:substituted or
May carry 1  1007,105.384)7 to 3 substitu Ms selected
from 01-04-alkyl, fluorinated CCI-alkyl and halogen,
and a saturated, partially unsaturated or aromatio 5-
or 6-membered heterocyclic ring comprising ms ring
;nembors 1, 2 or :3 neteroatorns selected from N, 0
and S aildief 1, 2 or 3 heteroatom-containing groups
selecte.d from NW; where Rs is is H, 01-C.alkyt,
fluorinated CrOcaikyi, ereralkylcarbonyl or
fluorinated Ci-Cralkyicarbonyt, and where the
heterocyclic ring may carry 1, 2 or 3 sabetituents
selected from hydroxy, halogen, Ci-C6-aitcyl,
fluorinated 01-0E,--rikyl, Crewalkoxy, fluorinated
01-C;,-alkoxy, Grattryithic, fluorinated
Ci-C4,--alkyIthio, NRGRI-0,-Coaikylene. carboxyl and
01-C4- alkyoxycarbonyl, ,,,vhere R Aland tare as
defined above, More preferably, Rd is selected from
halogen, Clresiralkyl, floodnatede- Cealkylsistifonyl,
fluorinated Cretalkyistilionyt, phenyleulfonyl, where
the phenyl radical may be unsubstltuted or may carry I
to 3 substituentS selected from 01-Q4-aikyl,
fluorinated CI-Cc-alkyl and halogens and a 5- or
6-membered heteroaromatic ring corn-prising as ring
Members one nitrogen atom or one group NR8, where re
is is H or C1 C4-atkyl, and ontIonally one or two
further heteroatoms selected from N, 0. Si and where
the heteroarernatic ring may carry 1, 2 Or 3
substituents selected from halogen, C1-0*alkyl,
fluorinated CI-Gralkyl, 01-0*alkoxy, fluorinated
GI-Gralboxy, CrCr alkylfhio and finerinated
Crecalkylthio, Even more preferabIy, Rci.is selecter,
from halogen. 01-0,,-ahcs, fluorinated phenyisulfonyl,
where the phenyl radical may be unsubstituted or may
carry I to 3 subsfisients selected from el-Ccatkyis
fluorinated 01-04-alky4 end h&ogen, and a 5- or 6-
membered heterouromatic ring cornprising as ring
members one. riftgen atom or One gibup NW, where Rs is
is H or Cr0alkyi, and optionally one or Nye:further
before:atoms selected from N, 0, S, and where the
heterearomatic ring may nary 1, 2 or 3 substituents
selected from halogen. Cr 0e-alkyl, fluorinated
01-C-alkyi, C.,-Gratkoxy, fluorinated 01-06-alkoxy,
Creraikyithin and fluorinated CI-C3-alkylibio" 30 The
5-membered heteroerematic radio& can be hound ...a a
ring carbon atom or a ni trogen ring atom. 



The 5-- or 6-membered heterueromatic radical is
preferably selected from oxazolyi, isoxar-solyl,
thizdzolyi, isothiazdyl, oxadiazolyt, thiadiazolyl,
pyridyi and pyrimidyl. In case the heteroaromatic
radical is substituted, it carries preferably one
substiluent which is preferably selected from
haiogen,fluorinated Cr-Cc-alkyl, 01-06-alkoxy,
fluorinated 01-C-alkoxy, CI-C6-atkyithre, and
fluorinated Cree-alkylthio and more pref- erably from
F., CH,.?" CH2F,CF3,0CIFE, OCH2F, OCHF,?, OCF3, SCHs,
SCHF and SCFa.  1007a)5384)7 26 k is preferably 0, 1
or0 or 1 and in particular 1. The thienyi radical (F)
can be bound to the sulfanyi group SO2 via its 2-- or
3-position, the 2-position (a 0-atom adjacent to the
ring S atom (S a 1-position)) being prerected. If the
thienyl radical carries one radical R, this is
preferably bound in the 4- or 5-position, more
preferably in the 5-position (relative to the 2- or
3-position of the ring atom bound to the sullonyl
group). if the thienyl radical carries two radicals
R.', these are prefer-a:14 bound in the 4- and
5-position. 10Particularly preferred Ar radicals (F)
are selected from then--2-yl, thien-a-yi, 3-
chiorethien-2--yl,
4-chlorothien--2-y13-brerno4hien-211, 4-brorno
. 5-brornothien--2-y1" 4"5-thbrornothien-211,
4--brorno--5- chiorothien4--yi,
3--hromo45-chierothien--211, 5--methylthien-2-y1
5--ethylthien-2-11, propylthien-2-y,
54alluorornethyithiert--2-yl, 5-phenyithien-2--yi,
54pyrid-2-10-thien-2-y1,
155-(ehenyisufforly1).-thien-2-0,
4-1,phenyisulfonyl)---thien--211,
5-(benzoylaminarnathylythien--2- yl,
5-((4-chierobenzoyijarninomethyl)-thien-2--yi,
5--(acietylaminornethyk,uthien--21i, 5-
(pyrazol-1-ykt-thieri--2-11
5-(pyrazot-3--ylphion-2-yl,
ra-(pyrazoi--410-nlieri-2--yi, 5--
(pyrazak5,11)-thien-2-yi,
5-(4--fitiorogyrazol-1-y1)4hien-2-;3d, 20trinuorometh
\M111)---eyrazoi---31iythien.-2-yl, 5-0
-methyt---3---trifluoriarnethy141l-Iy-pyrazol-
5--(4--carboxy--1--mathyl--5-rnethyithio-(111)-pyrazoi
-310-thien-211 544-
aminornethyl-l-rnethyl-5-tnethylthio-Okl)--pyrazoi--3-
ykrthlen-2--yi, 5--(isokazol-310-
thien--2-11"5-(isexazel-5--yi)--thisirk-211, 545- ii
fluoom I \dEsoxdr 3 ' ) on 2 42 v tHen 2
45--(oxazot-4-A-thien-
a5thien-2-->--methylexazol-4--ylphien411
5-(2-methyloxazot-5- y1)--thien-2-yl,
5-(isothiami-31)-thiera2-yl,
5-(5-triktiorontethylisothiazel-3--y1)--ttien--2-yl,
5-(thia701-2-yl)--thien--2-yl,
(thlazo1,411)--thlen--2-yi,5-(2-me4hylihiazoi--4--y1)-
thie.n-2-yl, 5- 30thiadiazol-4--y1)--ttlien--211, 5--
(pyrirnidin-5-0)--thiers2-yi ,
5--(2.-inethylthiopyrknidita4-yl)thien-2-yi 5-(1
,3dioxcan2-
thien--2-yi, 5-((3-chioro--5-(triflueromethyl)-
pyridin--2-y1)--triethylythien-2-yl,
543-chloto--5-(trifluortanethyp-pyrid--2-yisullonyll--
thien-2-- yl, 4--chiorothien-3-yl,
2--bretnothien-3--yi, brornothieil-3-yi,
5-brornothiet)-3-,2,5--dibromothien-3-yl, 2,4,5-
trlchlorethien-0-yi,2-chlora-5-rnethyisulfonvithien-3-
vi,
<limethylthien-3--y1,41--hydroxythii:in-0-11,4-phenyl-
-5- (trofluorotriettry1Htnen--3-yi and
2-rtetticycamonym.phir,Thyl.5.-Orillurometi  V}0PCTIF
1007,105.38,07 27 In compounds h wherein Ar is a
radical (0), Re is ,oreferably selected from H,
halogen. Cits-alkyl and fluorinated Ci-C,4-alkyl, more
preferably from halogen, CI-al-alkyl and fluorinated
CI-C4-alkyi and MOre preferably fronl CI,C",--alkyl,
specifically C1-1, R is preferably selected from
halogen, Cr Oraikyi and fluorinated Clkyl, more
preferably from halogen, specifically chlorine,  is
prelerably 0 or 1, in particular 1. in case Hs 1, it
is preferably bound at the 4- or in particular at the
5-position (relative to the a-position of R"). 10in
compounds 1, wherein Ar is a radical (G.), n is
specifically 0. Particularly preferred Ar radicals (G)
are selected from benzeih)thiophen4?-yl,
benze[bithiophen-311, 3-methytbenzo[b]thlophen-2-11,
5-methyt-benzo[bjthiophen-2-yl,
5-fluoro-3-mothyl-be.nzothithiophert-2-yl,
5-thloro-3-methyi-berizo[blithiophen-2-yi and
155-bromo3-methyi-benzorh]thlophen-2M. , In one
preferred embodirnent"A s'1,3-ptieriy1ene. In this
case, the radicalsR', R4, E and Ar with its variables
R', Rb, R'R Fr and Rt have tne above general or
preferred meanings, 20 In an azerriahv&y preferred
embodiment, A is :4-pbenyiene, In this case, the
radicals    RE and Ar with its variables R, R. Rc, Rd,
Re and Rt have the above gen- eral or preferred
meanings: However; Ra in this case is preferably
selected from the group consisting of C1-C6-aikyl,
Citrhydioxyalkyl, CCralkoxy-Creb-alkyl, C,z-Cfr
25alkenyi, fluorinated C.,,,-CEralkenyl, C;
rercycloalkyl, fluorinated C,,-CErcycloalkyl, CC
Crerhydroxyalkoxy,elkoxy-CI,A-alkoxy, Craraikyithio,
fluorinated C,- Cesaikylthio, Craalicylsulfinyl,
fluorinated Ci-tralkyisulfinyi, Cy,C,;-aikylsuifonyl,
fluorinated CrOrollryisraonyl" phenylsulfonyl,
bonzyloxy, pherioxy, where the phenyl mdical in the 3
last-mentioned radicals may he unsubstituted or may
carry I to 3 sob- 30stituents selected from Craralkyl,
fluorinated CI-CA-alkyl and halogen, CN, nitro, Or
aralkylcarbonyi, fluorinated Crefralkylcarbonyi,
Crte,-alkylcarbonylarnino, fitiorinated
0:-Cva1kylcartionyiamino arboxy, NH-C10)-NR6R7, NRcal,
NR -C C;,-aikylerle, NR'Ri, where Rb and R1 are,
independently of each other, H, Cre4-elkyl,
fluorinated :syi or Ci-C4alkoxy or may loan, together
with N, a 4-, 5- or 6-membered satu- ,x,)rated or
unsaturated ring, or is a saturated or unsaturated 3
to 7-membered heterocyc- lic ring comprising as Ong
members 1, 2, 3 or 4 heteroatorns selected from N, 0
and S and/or 1 2 or 3 hotematorn-containing groups
selected from NW, where RI' is as de- fined above, SO,
SO2 and CO, and where the heterocyclic ring may catty
I, 2 or 3 subslituents selected from nydroxy, halogen,
CrCE.-alkyl, fluorinated CI-Ciralkyl and 40Creraikoxy,
More preferably, Ra in this case is selected from the
group consisting of  PC rir 1007:105.384)7 



C1C-aikvi. ..crerhydroxyalkyl, Cirlarallircxy,
Cri-Gralkoxy-Cre,ralkoxy, Cre.;- alkenyi, fluorinated
Q C aI NRtI ONR'W, Ci-Cs-alkylene-NR'Re, where R8. and
Fe UM independently of each other H, Gi-C:i-aikyl or
or (C,-aikoKy, ureido (NHCONH2) OrCreycioalkyl,
fluorinated Crercyclealkyl ecey, carboxyl, hydroxy,
cyano, nitro, benzaky, methyisultanyi,
fluoromethylsulfanyl, difluoremethylsultanyi,
trifluorornethylsulfanyl, plethyisulfonyi and one of
Inc above-mentioned saturated or unsaturated 3- to
Tialembered frieterocyclic rings, in particular
azetidin-1-yl, 2-- mothylazetidinyi,
3-methoxyazetidinyl, 3-hydroxyazetidinyl,
3-illuoreazetidinyl, pyrrolldln-2-yl,
pyrrolidin--3-yi, 2-- and 3,-
10fluoropyrroildin-li-yi, 2,2-difluonopyrrolidin-1--y
3,3-idlfluompyrrolidin-1-11, 2- and 3-
inethylpy3rolidin-1-yl,2,2-dir1eihylpyrroildlo-1--yl,
3,3- dirnethylpyrroiidin-1-yi,
2-ioraisi-pyrrolidin-d-yl, 2- and 3trifuoro ilet
ypvrEodn-1 -vi.2-
oxo-oxazadM-1-yl,342-fitioropiperldin-1 -y1)- phenyl<
34(S)-24isoropiperldin-111)-prienyl,
34(R)-2-11uoropiperidin-1-y1)-phenyi,
15(2,2-difluero)iperiain-l-yi)-pliienyl,
piperazin-4-meithylpiperazin-1-y1" mo3 eholin-4- yl,
thiemorpholin-411, 1-eraothiomorpholin-4-yl,
1,1-dioxothiomoipholin4-yi,           pyrrokliyl.
1-methylpyrrol-2-yi. 1-piethylpyrrol-3-yl,pyrazol-3-
yi, pyrazol-4-yi, il-roethyipyrazel-4-11,
4ditioropyrazol-1-yl, oxazok5-yl, isoxazol-3--yi,
20isoxiazot-5-Y,hirot v th317ol-4-11, thiazo4-514,
2-methylthiazoi--411, 2-methyithiazol-
,2,31triezol-1,23;triezel-211,
[1,2,41thazoi-2-ainethyi41,2,31triazol-4-yl,
2,41-oxadiazoi-3-11, [1
,2,41-ioxed(1,2,31-oxediazol--5-yl,
5-metiiiy141,341-oxadiazol-211,
25[1,2,31thiadlazoi-4-yi, taker:A-111 tetrazol-5-,
2-elethyltetrazol-5-'4, I-methyitetrazol-
-turazan-3-yi,pyrimidiri-411, pyritini- din-5-yl and
2-methylpyrimidina4li,      Even more preferably, R in
this case is selected from the group consisting of
30alKyl,CrCErcycipaiky:, iluorinatod C C,cycle:a-IRA
ureldo,adetylarnine, carborayl, hydroray, cyanid,
nitrO, benzeXy, trifitiohornethylsul- fanyi,
reethylsolfonyi,2-methylazetidinyi,
aimethoxyazetidinyi, 3-- hythajraiyaaetidi:iiylt
3-fiuoreazetidiriyi,      pyrrolidin-3-iyi, 2- and
3-11poropyrrolidin-il-yi, 2,2-difluoroPyrrolO1-i1-y
3,3- dif1uoropyrrolidini-1-yi, 2- and 3-metlii?i;
lpyrroltdin-111, 1-methylpyrrolidin--211, 2,2-
dimethylpyrraildin411,2.--oxe-oyrrelidin-1-,A, 2, and
3- trifluoreripthyipyrre.lidin-1-yl,piperidin-1-yi,
2-n-iethylpiperidin .fluoropiperidire1-11)--phenyi,
3-(2,2-dilluoropipeddire1-11)-phenyl,4-
40Morphoiin-4-11, thiornorpholin--4-yi,
1-oxothiOn1Oroholin-4,11. 1,1- VWVPC rir 1007.1)538417
dioxothiomorpholin-l-y, pyrrokiyi. pyrro1-211,
pyrro-3-yl, 1-methylpyrro:-211, 1- methylpyrmil3-yl,
pyrazol-1-0, pyrazot-,111. 1-mathylpyrazoi-4-yi, 4-
fluoropyrazd--1-y, irn;datzol-111, imidazo1-2-11,
isoxez51-3-0, isoxazoi-4-yLthiazoi-4-yL thiazokSid,
2-rnethytNazoi-411, 2-methylthiazuk511,
[1,2,31triazol-1-0, [1,2,qtriazol-1- yl,
fl:2,31triazol-2-y:,r2,41triazol-4-y,
4-methyl-241triszoi-3- methy41,2,3]triazo1-4--,
[1,3,41-exadiazol-2-0, [1,2,41-exactiazol--3-yl,
[1,2,41-exadiazok 5,y40,3A1.1-oxadiazol-2-yi,
5-methy14143,41-oxadiazol-2-yL 5-
mathyN1,241-exadiazot--3-yi, [I
,2,310/iadiazof-4-0"tetrazo1-5-yl, 2:-
10methyltetrazoi-5-yl, I -rnethyitetraz51-MA
furazan-3--y, pyriM2-yi,pyrid--4-y1
5-bromopyridin-2-yi,pyrimidin- 3yrimidi1-5--y1 and
2-meth-Opyrimicilm4.-yL In this case, Le. if A is
1,4-pheny:ene, preferred examples for Ar are in
particuier the 15foilovOng: 3-metiVpheriyi,
3-ethylpheny, 3-propylpherIA 3-isopropypheriyi, 3-sec-
butylphenyi, 3-Isobutyiphenyi, 3-1ert-butylphenyi,
3-(1,1-ciimethyipropyl)-phanyi, 3- vimAphenyl,
3-i3opropenyphenyi, 3-methoxyphenyL 3-ethoxypheny,
3-propoxyphenyi 3-isopropoxyphenyL 3-butoxyphenyi,
3-cyciopropyiphenyi, 3-cydobutyphenyl, 3-
cycloppentylphenA 3-(2,2-difluorecyclopropy1)-phenyl,
34t-hydroxy-l-methylethyD- 20phenA
3-(2-hydroxy-2-rnethylpropyrtp ieryl 3-(cyanophenyi,
2,5-5M)ethylphenyi, dkirifluoromethyl)-phs)myi, 3,5-4
-MithimoMethyD-phenyt, 2/5-dimetiioxyphany, 2-
methoxy-5-methylpheriyi,
2--methoxy-6-(tr:fiuoromathyD-phen0,3-
r,metylemin0PhenA 3-carboxyphenyf, 3-c-w:opher1yi,
3-nitr5phenyi, 3-hyt oxyi:Thenyi,
3-(0--benzy1)--phen0, 3-(2-cnethoxyetboxy1-0-enyl,
3-(0142-"4(0H3))--pilenyi, 3-i;NH-CO- 25N1114-pherlyi,
3-01101yIsufanyl.)-prienyi,
3-(fluorernethylsullan3phonyi,
(thfluoromethyisu1lany1)-pheriy1,
3-(trif1uoromethylsuffanylypheny1,
3-0nethylsuifonyi)-- pheny,
3-(N-methoxy-N-methyl-amino)-phenyl,
34methoxyaminpyphenyh 3- (athexyamino}mhenyl.,
3-(N-methyfemineoxy)theny, 3-(N,N-thmethylaminooxy)-
phenyl, 3 -cazrAdin-1--yi)--phenyl,
342-methylazetkli1-1-0)--plienyi, 3-{(S1-2-
$0methylazotithm1-10-pheny:,
3-((R)-2-inethyazetidin-1-y0-phenyl, 343-f MolDazetid
y1)- phi ri a 2[-dr uroizet din-1,-4)-pheny;, 3- (3
-me:how:la:3W M-1 -y11,-Owtm0; 3-(3-
hydmxyazelidin-l-y1)-phenyi,
3-(pyrrolidin-l-y1)-phenyi,
3-(pyrrolidin-2-yD-pheriyi, 3-
((3)-pyroildin-2-y1)-phenyi,
3-0R)-pyrrolithn-2-y1)--phenyi,
3-(pyrroliclim3-y4}-phonyi, 3-
(l5ypyrroiidin-3-yiy.pheriyi,
3--((R)-pyrrolidin--3--0)-pnenyl, 3--(pyrrohdin 1 yi)
(trifftioromethyr)-phenyl,
5-(pyrrolidin-l-y0-2-methexyphenyi,
3-(pyrmfidin-1-y1Hmethoxyphenyi,
54pyrrolidin-1-11)-2,4-difluorophenyL 3-(pyrrolidiml d
ifkorophenyi, 3'oroprohthnphenyl, 3-0 S 2 ii
oropyrrolidin- 1 - yi)-phe nyl 3--(3-11uompyrrdi3in 1
yk) phenyl, 3-(1,3)-3- ihioropyrrdidin-l-y0-phenyi,
3-URK)41uorcmyrrolidim4-A-phenyi,
diffuoropyrolidin-1-y1)-phenyl,
3-(3.3-difitioropyrrUidin-l-yrhpheny, 3-(2- 



VWVPC rir 10071,05.38117 methylpyrro:idin-110-phenyl,
34(S)-2-methy1pyrrodin-1-y0-phenyl, 3(( n
rnethylpyrrolidin-1 -y0 -phenyl,
:343-methyipyrrol:din-1-y1)-phenyi, 34(3)-3-
Enethylpyrroldln-l-y1)-phenyl, 3-((k)-13-methyi;3-(1-
methylpyrroiidin-2-y0-pheny1,
34(3)-1-melhylpyfroiidin-2-y1)-phenyl, 3-Y-
oMe.pyrro1.idi n-210-p henW,
341-rilethy1pyrrolUn-3-0)-phenyl 34(.5)-1-
methylpyrrd:din-3-0-phenyi,
3.-F-'0-1-(nethYlPYrrolidin-3.-Y1)--PhenYL
dimethylpyrrondin-1-y1)-phenyl,
3-(344:11n1ethylpyrrolidin-1--y1)-phenA 3-(2-
tniluoroffiethylpyrrolidin-l-y1}-pheriy1:
34(S)-24MIuoroneThylpyrrothn-1--y11-phenyi, 3-
((R)-24rifluOrOn/eltiylpyrroiidin-1-0)-phenyl,
3434n1luorome1hyipyr(didin-l-yi)-phenyl
1034(S)-3-trifluoromethsdpyrroikibi-1-A-pheriA
34(R)-3-trifiuoromethylpyrroidin-l-y1)- phenyl,
a-p-oxopyrididici-111)-pheny1
342-nxo-nxazolidin-3-y04)beny:,
3-(pipenth,-FHyl)-p1-Eenyl, 342-methylpipeddin-1
-y1)-pheny1 34(S)-24nothylpipendin-1--y0-piienyi, 3-
(.(R)-2-methylpipendin-1 -y1;b-phenyi,
342-f1untroOperd n-1 -y1)-phenyi, 3-((S)-2-
fluoropiperidin-l-y1)-phenyi,
34(A)-2-(1uoropipendin-I-yli-phenyl, 3-(22-
15difluorapipendin-1 A/1)-phenyL 34piperazin-1-y11-;
Theny1 344-methyipiperazin-111)- phenA
3-(irnrpholin-4-yI)-phenyl,
3-(morphn:in-4-yl).-5-(tnfiuoromethyl)-phenyl, 5-
(morpholin-411)-2-mettioxyphenyL
3-(rhuipholin4-y1)-4-(nethoxyphenyl: 54morpholin-
4,41:11uorophenyl,
34morpholin-4111-2,4-dilluorophenyi,
3-(thiomorpholin-4-y9- phenyl
341-oxo-Ihioniorpholin-4-01-phenyi, 341,1
-dioxo-th1ornorpholin-4-0)-phenyl, 3-
"3(pwro1-1-y)-phenyi, 3-(pyrrol-2-11)-Oien'0,
34pyrrol-311)-O)enyl, 341-mathylpyrrS-2- YO-phenyl,
3-0 giletfrOP,Yruji-3-Yii-PhenYi, 3-Vurarl-2-4-PNH1y1,
3-(furan-3-y1)--pheny1, 3-(thiophen-2-0---phenyl,
3-(1hiophen-3-yi)--phenyi,
345-propyithien-2-yrf-phenyl, 3- (pyrz.oM-y1)--phony1
3-(pyrazo1-3-y1)--pheny;, 3-(pyrazo1-4.1,q)--phenyi,
3-(1 -meth0-1HPYraz414-4-110-phEmyl, 3(1-ethYH
H-PVIazdH11)- phenyl, 341 -methyI-1 H-pyrazo4-5-50-
25phenyl 3444.(oropyrazo11-y11--phenyl, 3-0
hi4midazo1-2,y1)-phenyi, 3-0mitiazoi-111)- ptieny, 341
-melhylirnidami-210-pherwl, 3-(oxazoi-2-yp-phenyi,
3-(oxazo1-411)-chenyi, 34oxazol-5-y0-phenyi,
41.1uoro-3-(oxazol-4111)-phenyi,
34:sexazoi-310-phenyl, (isox4-y1)-DhonyL
3-(isexazol-6-y)-phenA 3-(thiazoi-2-,y1)-phenyL
34thiazol4-y1)- phenyl, 3 -(thiazo15-y1)-phenyl,
3-(2-inethythiazo1-4-y0-phenyl,
342-methyithiazol-5-y1)- 30phenyl. 3-([1
,12,3]-4nazol-1 -A-phenyl,
3-([1,2,41-4riazoi-111)-phenyl, 34[1,2,3j-triazo1-2-
y[1-phen9: 344H-[1,2,411-niazai-3-yi1-phen0,
34[1,2,41-tnazo1-4-y1H,Thenyi,
34214[1,231-tria7:014-A-pheny1 344 -methy1-4H-fl
,2,4priazol-3-yOthenyi, 342-mathyl-2H-
H,2,3)-triazol-4- ,Ii
p13-([1,3,411--ozadin01-2-11)-pheny;,
345-rnediy1+1,3,41- oxdiezoi-2-y11-phenyi,
3-41,2,41-axadazol-3-y)-phenyl,
34:5-methy1[1,2,4]-oxathazo- 3n31:1-ptieny,
34[1,2,4j-exadiazo1-5111-pheny1 3-0,23-1-exadia;
m:-4-yi)-phenyl, (f1,2,3]-oxad:azo1-5-yI)-phef/A
34[1,2..3141.1adif32:01-4-0)-pheny1, 3-4
H-tetra,?.o1-5-y1)- phenA 3-(tetnazo1-1-y1)-pheny1,
342-methy1-2H-tetrazol-5-y;)-phenyl, 3-0H-
tetraz-d-5-YO-PhenY1 3-fu1a2an-3-y1-pnenyi,
34pyrid-2-y1)-phehy1, 3-(pyrid-0-y0-pnenyi,
3-(pyrid-4-,.4)-phenyi, 3-(pyhrndin-2-y1)-phenyi,
34pyrimithr/-4,111-phen0: 3,42-
methy1pyrimidin-411)-phenyi:
3-(pyrimidin-5-y1)-phenyi, 54)mmopyridin-3-yl,
3-bromo-2-  V}0PC-rift 10IIII105384)7 31
ahIoropvridiri5y, 4rnethybyrIdin2yI, e-rnethylpyritt
n-I;s4,rifidommethy, v
6-(trillsoremethyl)-pyncfin-2-yl,
5-Onflueromethyht-pyriOin-3-yi, 5-(pyrrokdim py. rid
Irka-yl,1111-2-ch let opyridin-P-yi and 3-tmerph
din-4-A y2-- Particularly preferred compounds are
those of fOrriiiiae La, Lb, Lc,Lf, tg, 1.h, 1,i, Lk,
LI, Lrn, I,n, Le,Lb, Is, Ls and U. wherein RI and Ar
have the above-defined meanings. Preferred meanings of
RI and Ar are as defined above,    LaI,b    ftI.d  1"g
0 H H    0    1.k  VWVPC rir 1007.105.38417     La[p



Examples of preferred compounds which are represented
by the formulae.r and Lt are listed in following
tables 1 to 10Table. Compounds of the knnula 1.1 in
which R4 is methyl end t. e combination of R1 and
Actor a compound corresponds in each case to one row
of Table A Table 2 Compounds of the formula Lq in
which R4 is fluoromethyt and the comb lation of R' and
Ar for a compound corresponds ;r1 each case to one row
of Table A Table 3 Compounds of the formula Lq in
which Fti is dillooromethyl and the combination of RI
and Ar for a compound corresponds in each case to one
row Of Table A Table 4 20Compounds of the formula 1.q
in which R.4 is triflooromethyl and the cornbinaton of
R1 and Ar for a compound corresponds in each case to
one row Of Table A  PC rir 1007.11)5.38.07 Table 5
Compounds of the formula hr in which R4 is methyl and
the combination of RI and Ar for a compound
corresponds in each case to one row of Table A Table 6
Compounds of the formuia hr in which R4 is
fluoromethyl and the combination of and Ar for a
compound corresponds in each case to one row of Table
A Table 7 Compounds of the formula Is in which Rs is
difluoromethyl and the combination f          R' and
Ar for a compound corresponds in each case to one row
of Table. A 10Table F,?, Compounds or the formula it
in which R1 is if JILEEMOrMitilyi and the r.ombnation
of    R and Ar for a compound corresponds in oath case
to one row of Table A Table 9          Compounds of
the formula La in which R3 is methyl and the
conibmation of R1 and 15Ar for a compound Corresponds
in each case to one row of Table A Table 10 Compounds
of the formula is in which Ra is fluoromethyl and the
combination of R' and Ar for a compound corresponds in
each case to one row of Table A Table 11 20Compounds
of the formula is in which R3 is difiuoromethyl and
the combination of    RI and Ar for a compound
corresponds in each case to one row of Table A Table
12 Compounds of the tirmuld ht in which 1,0 is
trifluorodinthyl and the combination of          R and
Ar for a compound corresponds in each case to one row
of Table A 25 Table 13 Compounds of the formula it in
which EU is methyl and the combination of R1 and Ar
for a compound corresponds in each case to one row of
Table A Table 14          Compounds of the formula it
in which R3 is fiuoromethyl and the combination of RI
30and Ar for a compound corresponds m each case to one
row of Table A Table 15 Compounds of the formula LI in
which Rz is difiuoromethyi and he combination of    R1
and /V for a compound corresponds in each case to one
row of Table A Table 16 Compounds of the formula it in
which R3 is trifluoromethyl and the combination of R,
and Ar for a compound corresponds in each case to one
row of Table A  V WVPC r 1007/0538417 35 pounds listed
above there the ariaNes Ar and R: have the meanings
given :pi one row of table A. Table. A No opyl3-mel
,,Iplie09 2. propyi3-etnyiphenyi 3.
propyl3propiiptieny 4. >ropy! 5. propyl 6. -propyl
3sopropypheny1 3-sec-buty1phenyl  I 3-tert43utylpheny:
7. ProPY1 8. propyi 



3-isobutylpheno 3-(i.1dmethypropyflpherM cpropyl
vinyiphenyl 10. propyl propyl -isopropenylphy
,--titiOrOpherryl  ropyl 3-chloropneny; , propyl
.......................... propyl propyl prop c.,
,womopherlyf , K)dophony: 3uorornethyphenyr---------
;3:RilliiiIiiiiiTai3-$'3 1 I.
prop!-(trintiCWOrnethyl)phenyi
propyi0.11.s(nfluoromethyl)phsnyl propyl,:,, 1
4410p:3e:1hy: -phomA 20, propyl"-iluoroothy0-pher.,
ProPY11-1-luocoethylYpheny:  propyl 3- 2 n' or
oethy!)-pheny: 23. 25.  propyl propyl a propyi
-clifluoroethy1)-phonyl ,.e.ifluomethylyphe.nyi
2trifkioroethyl)-pheny; a e248 propyl propyl p
3-(3$uoropropvU-obrM -( "uoropropyiTpn; .
-(S)-2-fluoropropy1)-pneny:  pyl
3--((R)-2-11uoropropyl)-py if' pr00yl
5-4,3,3--difluorripropyry-phenyl  mpyl
,i-k,,,3-trnhieroprui )-phenyl  propyi
3-(1-fiuoro--1-rnethyietyl)-phenyl , propyk
3-(24Woro-l-rnothyielliy1)-phenyl  VVO 7.5,097[} 1
$399PCT.' EP20071053m-} 



36 No.R ' Ar '..,i ...
..propyi3-(c.)-2-fluoro--1-rnethy:sthylyphenyi
35.propyi ,L2-fluoro-.1-rnethylethy0-pheny4 3$,propyi
3--(2.2-dituom4-rriethyleArlyp-pheny 37.propyl
:3-cf,S)--2,2-ahluoro-1-methy:ethy11-phenyl 38,propyi
3-(C.R1-2245fluoro-l-rnethyiethy0-prienyi 39. , mpyl
3-(2,2,2-trifboro-1-rnothyle4hy0-ohonyl 40.  propyl 3
-(; 9)-2,2,2-triliuoro-1 -methylethy9-pheny; 41 propyl
3-((2 2 9 trifitioro-l-methykifilyrtoheme1 42, propyi
3-(2-(1uoro-lAluoromethOethy1)-pheilyi 43. propyi
---(1---drt:uoromathyI-2,2-dit4ioroethyU-phenyl  ...
propyl 3(1, I -dune th y1-2-fluoroetn yi)-pheny 45.
propyi -rnethoxyptionyl 46.  propyi 3-etrioxyphenyl
......................................................
............................ .............. 47 pro
3-propoxyphenyi 48.  propyi 3-isopropoxyphpnyi 49.
propyi 3-buroxyphenyi 50.  propyl
34fluorornethoxy)-p59r1y1 51, propyl
34flffluoromethoxy)-phonyl ,'!... 



propyi 3 -(rffluoromettioxy)-prienyl r--.. u,. propyl
-(24woroethoxy)-ynenyt  propyl t ,,,
2-difitioroethoxy-pheny: ao .  propyi
3-(2,2,2-trffluorosthoxy.frpheny 5$, propyi
3-(1.1.2.24etralluoroothoxy)--phony: 57. propyi
3-cyck.:propy0hon.1 58, propyi $-Gyrjobulyiphertyl 59.
......................................................
........................................... propyl
3-cyclooenty!p1eny 60.  prom!
3-(2,2-dituorocyclopropy:yphenyf
......................................................
......................................................
......................................................
.................................. 61.  propyl
3,4Rlifluomphenyi 62, propyl 3-bromo-2-luoroprienyi
6$. pmpyi249orno3-Noropneny1 64,
propyi3-bromo,,,difiuorooheny -r.,, 03,
propyi5,-bromo-2,4-r1ffluompheny 66.
propyl3-bromo--2,4-difluoropheny 67.
propyl4-chloro--3-(trifiwornethyD-phenyi 68,
propyi2-0111oro-5-(trifluomme.thyl.H.Theri ii 69.
propyl124luoro-5-(tPfluoromethyo-phenyi 70.
propyl4-fluore..-3-(tofluorornE.,:thy4-phenyi 71.
propyl 3-icuoro- -(influorornethyD-pheny  VVO
7.5,097[} 1 $399PCT.' EP20071053m-} No.R' 



Ar i L .propyi4-bromo-3-(frifluoromethip-phenyi 73.
propyi 3.-bromoSktritluorornethyrrohenyi 74. propyi
2--brorno-5.pfluorpmethyi)-pheny1 75. propyl :z.-
forno.-2-methoxypheny propyi 3-bromo-4.-me1hoxyphenyl
77,propyl 2-f1ooro-3-isopropylphenyi 78.  prop yl
4-flu oro-3-8;opropyl pfleny{ 79.  propyl 3-1
-hydroxy-i-niethylethyOthenyi 80.  propyi
3-(2-hydroxy-2-rnethylpmpyiphen,, 81.  propyi
'3---acetyiphenyi  ...  2 propyl ...-a Gety9arn ho ph
e.nyl 83, propyi :::-Garboxypneny; 84. propyi 3-cya
mph eny:
......................................................
............................ ............. 86. pro
3-nitrophony 86.  propyi 3-hydroxypheny 87.  propyi
3.4G-beozyrrphohy1 88.  propyl
9-(2--methoxyethoxy)-pheny; 89,  propyl 3-(C1-12-NO3
q3)..2)-oh en yl 90,  propyi 3-(NR-CO-NHO-pnerlyi 01. 



propyl 3-0-netrtyLsUltanylt.prIenyt 99. propyi
3-03uoromerhylsultany0-phenyl 98, propyi
3.-(difiuoromethy:sE.:ifany0-pheny 94, propyi
3-(tOtiuoromethylsuitanyl)"phonyl 95. propyi
84rne.thysuifonyly-phe.nyi 96, propyi 3-(N-rn eth
Ky.-N-1898i ykarn i no)--phenyl 97. ag ...,,,,.
......................................................
............................................ propyl
prom! 3-(roerooxyarhino)-oh6ny 3-(etricor,yam ino
)phenyl 99.  propyl 34.N-methyk:mrnooxy) phenyl 100.
propyl 3-(N,N-dimethyamiriooxy)-pneny: 101.
pmpyi3r-kazetidin-1-y0-phens,1 102.
propyi--E2-metWazotidwi-lryrk-pheny 103
propyi.--methylazetid in-1 -y0--phenyl '7104, propyi
3-((R)-2 -methyl aze tid i n-1 -y0-phenyi 105.. propyl
..13-6uoroazetidin4-y1rphenyi 106, propyi
3-(2,2-dituoroazetidin-110-phenyi 107.
propyl3-(3.-methoxyazetdin-l-ytyphony: 108.
propyl8-(3.-hydrcAyozeticlin-l-A-poenyl 109.  propyl
:-..-(pyrrohd in-1 --y1).-pheny;  WO .10971
1$399PCPEP2047105w 3t1: No. R ' Ar 110, 



propyi3-1,9yrrolidin-2-0-pheny: 111.  propyi
3--(tSt-pyrroklin--2--yit-phenyi 112.  propyi
3.4,(R)-pycroldin-2-0--phenyl 113.  prow."'
:.7.-toyffolidin--3-0-otteny 114.  propyi
QS,tyro:idin-3-yi).-phanyl 116.  propyl
3--(C.Rypyrrolidin--3-ylyp hen yl 116, propyl 3
-(pyrro id in -1 -11,--5--(trifiu orpmethyllphenyl
117.  propyl 5-1,pyrroliclin-l-yi2-tne.thoxyphenyi
118.  propyi 34,pyrroiidin-1-0.-4-methoxyphenyi 119,
propyi 5-(pyrrolid in-l-y1)-2,4-d itluoto ph onyi 120.
propyl 4pyrrold m.-1 --y it-2,4-d aft:pro ph erly 121.
propyi 3,-(2-0u oropyrroi id i n-1-0-pneny 122.
propyi )) 2.-fluoropyrroklin-1-0--Phooyi 173 . p
3-1,r.P.s.,2-flfierOpyrrolidt:;--1-0--phenyi 124.
propyi 34,3-00 oropyrrol id i f /-116-phe nyi 125,
propyi 3-q0)-3.fiooropym)lidin-1.-At-pnehyl 126.
propyl :3-0,R)-3-fluoropyrrolid VI-1 11)-pheny: 127.
propyl 3-(2,2--d Wooropyrott idin-1-0-phenyi 128,
propyi 3 -(3,3-d illuoropyrd ioln-1 -y-phony 129
propyl 3-(2-Thethylpyrrolidm-110-phertsi 



propyi - S) 2-rnethylpyrrohthn-i-y1)-phemy; 131.
propyi 3.4,(R),-24nethyl pyrro!id i rt--1-yl )-p hen
yi 132.. propyi 3-(3-methyl pyTrolidin -1
--y1)--pheny: ) pmpyi ...-
k..7.-3-me.thylpyrrolidin-l-y1)-phany 134. privy' 34 (
R}-3-rnethyl pyrroiid i rfri -yrt-phen yl ....,;:i
......................................................
........................................... propyl 341
-methO pyrroiid in,-2-0-phittny 136, peppy! 3-((8)-
1-met hyl pyrrolid in .2-0-pbely; 137. propyl 4,(R)-1
-methyl pyrrol id i n-211,)-p hen yl 130. propyl
34,1-thethyi pyr roiid in -3--y!)--pheny: 139.
pmpyi,)-t(S)-1-mothyloyrrokiin--3-y1)-pheny; 140.
propyi34(R)-- -mothylpyrmii6n-3-y17--phenyl 141
propyi3,-(2,24imethylpyrrotidin-1 -0-phenyl -142,
propyl propyl 3-(3,3-dimetiiylpyrrolidin -1-0)--phenyi
342-1rifluorome.thyloyodidin-1-y1)-pheny1 144.
propyi 3-0)-24016am nto thy43yrfol id in-1 -0-phe nyi
145.
propyl3--).-2-trifluoromethypyrroidin-1-0--phenyl 146,
propyl8-(3-tritluorometnylpyrrow in-1 -y1)-phanyi 147.
propyl 3-08)-34Ofl tto re ril ethypyrrolid HI^ 1
-0--phe nyl  WO .10971 1$399PCPEP2007/65w 3.9 No.R' Ar
148,propyi3-0 )-3-trifluorometh y pyrrolidin-1
1),-phen 1 149. propyi '
-(2-oxopyr7771d16-1-y1"rphenyl 150. propyi
6-(2-oxo-oxazo;i6 in -3-y0-phenyi 151propyl 



3.4 ol oend in- 1-y0-pneny: 152.propyi 3-(2-methyl pi
peridi ri-1-0)-pheny: 153propyl 3-((;31,2-methyl pi
peridin-1 -y;)-phe nyi 154, propyl 3 -e"R)-2 -rnethyl
pi po rid in -1 --yiy-pheny 155.  propyl ,
42-960roOp.wiriin-1-vi -phenyl 156.  propyi
3-M-2-fluotopiperidin-l-y0-phenyl 157 , propyi 3-(;
INF-2-Iluoropipenetn-1 -y9-phenyl  ...  156 propyl
,.,- 2 2-datuoroppenchn-l-A-pheny: 159. propyi
::4-(pJperam-1-y1)-oheny; 160, propyi 3-(4-methyl pi
pera zin-1 -y)-prierty:
......................................................
............................ ............. 161 pro
3-(morp olin-4-y0-phenyt 162 . propyi 3-(mo
rpho116-4-yi)-5-(Th fluorornettly0-pie r:y 163, propyi
5-07omholin-4-y0-2-moth2xypherly 164.  propyl
3-(morptiolin-4-y0-4-mothaxyphsoy 165.  propyl
5-0morpholio-419-2,4-ditWoropnenyi 166, propyi 3
-(morphoh o-4-y1)-2,4-ditWoropnenyi 167 , propyl
3-(thlomorpnolln-4-y0-pheny 168, propyi
3-(1-oxr.s-trHomoroho:in-4-y0-phonyl 169.  



propyi 3- " 1-dioxo-thiomorpholin-4-y0-phenvi 170.
propyi 3-(pyrroi-1- y0-otiony 171 propyi
a-Myrroi-2-y1)-pheny: 172. privy'
3-(2yrroi-3-y1)-oheny: 173,
......................................................
............................................ propyl
3-(1-meth'.0 pyrroi-2-y0-phenid 174,  prom!   3-(1-
methyl pyrroi-)-y1)- phenyl
_.....................................................
_.....................................................
......................................................
...... 175.  propyl 3-(furan-211)-p len yl 176.
propyl 3-(turcan-3-yi)--p9enYi It , .
pmpyi,7.-ktiliophen-4-y1)--phony 178
propyi"tri"Jphen-3-y1)-phenr 179.
propyi3-(9-propylthien-2-y}--pheny; '7180, propyi
3-0)y:zoo:I -yi)--pheoy 181.  propyl
3-(pyraioi-$y)-pheny 182.  propyi 3-
pyrazol-4-yrk-pheny 183.
propyl3-(441uoropyrazol-1-y0-phonyi 184,
propyl31-methyi-11-1-pyrazoM-y1)- prienyi 185. propyl
:74-( -et /y1-1 H-pyrazol-4-y1)-phenyl  VVO 7.5,097[}
1 $399PCPEP2047145w 40 No.R' Ar 186. propyi3-(1
--methy:-1-pyraz(4-510-pilenyi 187. ;ropy! ' -(1H-irn
id azo:-2-y CI--p henyl 198.propyi
3-61.7udazoi-111)-pherlyi 



I 89. propyl 8.41 -methyl i rodazol-2-yrk-plieny: I
90. propyi 8-(oxazol--2--y0-phenyi 191propyl
8-8.7xazo1-4-113-pliony: 192, prop yl 3 -(oxazo1-
5-11)--p8enyi 193.  propyl 3-6somizol-.3-0)-phanyi
194.  propyi 3-6soxazof--4-0)-pheny 15. ... propyi
196.  propyl 11-nazo1-2-yij-pheriyi 197.  propyl
3-(thwzo1-4-y1)-pheny: 198.
......................................................
............................ propyi
:7-(thiazol-5-y1)-pl eny: .......... 199.  . p
3-(2--rriethyltii:azoi-4-A-phenyi 200.  propyi
3-(2-methyllti:azoi-5-y!)-phenyi 201.  propyi
--4[1,2,31-tri37oi-1-yrtphenyl 202.  propyl
,,,[1.2.41-triazol-1-yri-phenyl 203.  propyl
3,-Q1,2,31--trrazol-2--yrt-pherly1 204.  propyi 3
-(41111,2,4-triazol -3-y0-phenyl 205.  propyl 34J1
,2,411:rias:zol--4-Ahphenyl 206.  propyi
3-(2.H,Ftrrazo1-4-y6-phenyi 207.  propyi
3--(4-methy:41141,2,4:14liazo:-3-y1)--phenyI 208.
propyi 3-(2-methy:- 2H -11 ,2 .31--triazo-4-y1)-pneny
209.  



propyi 3-3,41-oxadiazol-2-yr-phe.nyl 210.  privy'
3-(5-7nethyi-{1,3,41-oxadiazo1-2-y9-pheny 211,
......................................................
......................................... propyl
34[1,2 ,41-oxactiazok319-p ben yl 212.  prom!
3-(5-methy1412,41.-oxadiazd...3.1:)...phony; 213.
propyl 34. 214.  propyl 3-61,2.31-oxadiazo411)-pnenyl
215.  pmpyi3-41.1,2,3j-oxadiazok)19-pri&nyi 216.
propyi.7Nadiazok4-0)--p hen yl
propyi3,(1114.etrazo:-5-yi)-phenyl 218, propyi
3-(tetrazok1y1)--pheny: 219" propyl
3-(2-methy1-21-1-tetraa71-511)-pheny: 220. propyi
1-methyi-11-i-tetrazol-5-'1-phony: 221.
propyl3-4urazart-311- -phenyl 222,
propyl3---(oynd-2--y6--phe0y 223. propyl
3-(pyrid-3-y0.-pheny  VVO .1097[11$399PCPEP2047105w 41
No. R ' Ar 224, ni.e, .,....c..3. propy! propyi I
3-1,9yrid-4 -y: y phenyl 3,-(pyrimlifin-2-y0--pnenyi
228. propyi 3--(2-eletilyipyrirrirdin-416-peen. 227.
.propyl 228. pro pyi :3-cpyorriftif r1-4-y8-pnenyl
-(pyri midi ri-519-pnenyi 



229. tpyl .,." 5-bromopyrki. 4i-3-y:  230.  23 . prop
yl propyl 3 -bromo-2-ch ioropy r;d;r1 -'' II 4-me
thylpyedin-2-vi 232.  233.  234.  ... propo propyi
propyl 6-me wlpyrici in-21
4-pfluororrie.thyry-pyridEn, b-(trdluoron /e.thy0-pyri
di ri-2,-yi  235.  i'.-1.C.27:--------------- propyi
propyi
--ir71------------------------------------------
8-6tilluoromethyptyn di n-,::.-7,4 5-kpyrrolid in -1
-y8-oyridin-3,-y1 -31715yrrolidin-1 -y8--2-ch:oropyri
in-51 238.  propyi
3-(rnorpholin-4,-y0,-2-phioropyridip-5j4 239.  propyi
2-(eieoptio-4-y8-pyridin-5-yi 240.  propyl
2-phenoxypyridin-8- 241.  propyl 2,3-dicNompheny 444.
443., 244.  propyi propyl propyl 2,5--therwroph on yl
3,5--dichoropheny 3-chloro-44tuorop nen yi 245.
propyi 4--bromo-2,5-d i5Noro ph enyi 46. propyi propyi
3-brorno,-4- (trifle oromethoxy)ph Goy:
3,5-thbromo-4-(.2-80o.roethoxy)---pheny: 248. privy'
25-thrne Eh yi ph enyi 249, 250. 252.
......................................................
........................................... propyl
prom! propyl 2;544951 uoromethyry-phen yi 3
.54,-(trifi uorornetnyi yphonyi 



2-methoxy-o-rnothylphenyi 253.  255.
pmpyi2-m:480w-510u orornetnyi)- phon 1
peppy!4-11uorty-3-(oxazol-4-,y0,-phony:
propyithien-2-0 256.  oc-7 ,..., s. prppyi propyl
:hien-3.1i 3-chlorothien-2A.; 258.  propyi
4-cliorothien-2-' '  259.  260
propyl5--ellorothien.-2--y propyl8-brornothem-2-yi
261. propyl 4-bromothien-2-0    VVO 7.5,097[} 1
$399PCPEP2047105w 4$ NoR ' Ar
295,propyi5-(mazot-511}-tnien-2-1,1 29propyi
--(._.-meithyoxazo.i-4-A-thien-2-11 ,c4.7 .,......./
.propyi 5--(2-methyloxaz,o1-0-y0APten--2-y: 298.
propyi *--cisotPkizoi-3-y3-tTheri-2-y 299. propyi 5-0
sothiazol-4-y04.Nen-2-yi 300. propyl
6-(isothiazol-5-y041k:70-27Y1 301 . propyl
5-(5-trilluorornothy:IsDthiazoi-3-19-thien--2 -y1
'302, propyl 5-(th iazoi-2-y0-th len- 303. propyi
5-(thiazoi-4.-yiNhien-2-y 304, propyi
5-0310z01-511)-Thien-2---'0  ...  305 propyl
042-rnethyltn azni-c1.11)-trier1-2- 306. 



propyi 5-(2-rne thy/ tn a;::(A-5--y1).-Pierl-z-y
prom! 7-k '1,2om-Thazol--410rtruen-2-11 309. propyi
5-(pyrimidin-2-y0418en-211 310, puppy' 5-00 midi
n-4-*.,1 ythen-2-yi 311.  propyl 5-(pyri midi
n-5.104Nen--211 312.  propyl
5-(2-rnethylintopynrclitlir14-y0-Thien-211 31-. zropyi
8. -U1,31--dioxolar7-2-y})-Thlen-2 -,,,e1 314.  propyl
34J1,31-dioxolan:fryft-Th:en--2-ylthercy: 315.  propyi
5-((3-chbro-5-(tniluoroplethy:)-pyr:din:2--yiymeth
yi)--thion-2-y:  ...  316. propyl
.7rcHoro-5-0rifluoromethyr,hpyrki-2-ylsuronydthien-2.1
1 318.  propyl -chiorothien-3- 1 319.  propyi
5-ohlorottni304-y; 320 propyi 2-bmmothien-3-0 321.
propyl 4-bromothion-3-y1 322.  ProPY1 8-bromothien411
323.  propyl 7 1: .11:orothien.-3-0 324.  propyi
2,541thrornothien-3-vi 325.  propyk 2 A.,
5-tnehiorothion --3-jq 326.  



propyl 4-bromo2,5-dt.Horo.thien-3-yi :427. propyl
2-chlora-b-rneth:Osukmyffilen-3,11 325, propyi
2,5-thmetnyRnien-3-:)1 329.  pm; 4-h ydroxythien-3-y
330.  propyl   VVO .1097[11$399PCPEP2047145w 44 No. R'
Ar 331, propyl4-phenyl-5-(trolluommettly;yNen-3-0 332.
propyl
2-methoxyciarbehyl-4-phenyt-5-(trifluorarnetnyl)-
thien-3--yl 333.  prtpyl vrizo[bIthlophen-2,11 334,
propyl benzo[b]thiophen-3.-yl 335. propyl
3--mothyl-benzufbIthiophen-2--yi 335. propyl
5--mothyl-benzontisophen-2--yi 337.  ... propyl
5-fluoro-3-thethyl-berszolbithiophen-2-A 338.  propyl
5-chloro-3-methyl-henzo[Nthiophen-2--yi 339.  pstpyl
S-bromo-3-methyl-berizo[b]thioptien-2-y1 340.  ethyl
3-rnethylphenyi 341 , ethyl 3-ethyiphenyi 342.  ethyl
3-propylptteny 343.  ethyl 



3-ssopropylphenyl  ...  344.  ethyl
3-sett-euty1pherly1 345, ethyl -c.t-tert-ositylprieny:
346. ethyl 3-isobuty phenyl -1471----- -bliii
Th-,Tfidimethylpropyiyphenyi 348.  ethyl 3-yinyioheny4
349.  ethyl , -isopropenylphenv 350.  ethyl
3-fluoropheny: 351.  ethylI 3-chlorophenyl 362.
ethylI 3-brothophenyl 363.  ethyl 3-lodopheny; 354.
ethyl 3-(tsuoromethyl)pherris 356. ethyl
341ittuoromethyl)phenyl 356. ethyl
3-(thiluorornethyl)phenyl  ethyl
\pis(traluorornethyl)phenyl 358.  ethyl 3-(1
-fluereethyi)-plitz,,nyi 359.  ethyl
3-CS)-1-fluoreethyli-phenyl 360, ethyl
3-(CR)-1-fluoroethylyphenk54 361.  ethyl  362.  ethyl 



34,1 .14.1ifluoroethyll-phenyl 363.  ethyl
4-k2,2-tlifluoroethyl }-phenyl 364.  ethyl 3(22
24ritluoroethyl)-phenyl 365.  ethyl
3-(3-tNuoropropyl)-pht.:nyi 366.  ethyl
3-(2-lueropropyl)-phenyi 36 i . ethyl 3-s
(S)-2-fluoropropyi)-phen ,I
\VO7.5,M7[11$399PCPEP2047,P45w 45 No.R' Ar 368.ethyl
389.ethyl I 3-(cR)-24lueropropyl)-phenyi
3-(3,3--cliffuoropropyr,hphenyl 370. ethyl
3.-(32134:711uorepropy0-pheny4 371. ethyl :5.11
;Moro-1 gnetnyietri yrtp hen y! 372.ethyl 3-(2.-flu
ero-1 -rnethyleth yl)--p hen yl 373.ethyl
3--(CS)-2-11uom-l-methylethyl)--phenyl 374, ethyl 3
-(tR)--2 -flumo.-1-methylethylyphenyl 375.  ethyl ,
-12,2-difluom-1 -rric-.3thylethy0-phenyl 376.  ethyl
3-((5 )-2,2-di:1 uoro-1 -methyle lli sip-phenyl  ethyl
31 ;INd ED uoro-1 --methyiethyl ).---phe.nyl  ...  376
ethyl 3--2 '' n z rluoro-1-rnethyletliy:).-phenyl 379.
ethyl 3-US )-2,2 (2.-hilluero-l-methylethy0-pheny 380.
ethyl )n.-trifluaro- 1 -rnethylethylypnen yl  ethyl 



-fiuororneth ylethyl)- Ole n 387. ethyl
3--difiuoremethyl-2,2-difluoreethy0-phenyi 383.  ethyl
3--el .1 -dimethy1-2-flueroelfiyi)-PhenY 384.  ethyl
:3-methoxypheny I 385.  ethyl 3-e1tioxyphenyl 386,
ethyl 3 -propoxyphen yl 387, , ethyl
34,sepropoxyphenyl 388. ethyl 3-butoxyphenyl 389,
ethyl 34flueromethoxy)-phenyl 390. ethyl
3-(d7flueromethoxy)-phenyl 391 ethyl
44trifluoromethoxyl-phenyl    4,%.,-, .The:. ethyl
3-(24lueroethogy.).-ph6,nyi 393.
......................................................
.............................................. ethyl
3-(2,24liloc:we,thoxy)-phenyl 394.  ethyl
3-(2,22401luoroethi74;y)-phenyl 395.  ethyl 3(1 .1,2
.24etraliuoroethoxypheny 396.  ethyl
3-cyciopropylphenyl 397.  ethyl3-cych000tylphenyl 9
ethyl3.-cydepentyl ph enyi 399
ethyl3.-(2,24ifluorocyclopropy0-phenyl 400, ethyl 



3,44fluorophenyi 401.  ethyl 3.-brome-2-fluorophenyl
402.  ethyl 2-17Forno-e-fluerophenyl 403.
ethyl3-brorno.-2,5-difiliar0 oh enyl 404.
ethyl::,--br0m0.--2,4--dfflu0repheny; 405.  ethyl
3-brerria-2,4.-dlfluorepheny WO.10971
1$399PCPEP2007145w 46 No.R' Ar
406.ethyl4-chlore4-(trifluoromethyD-pherty: ethyl .
--chlere-5-(filltiorornethyl).-pheny: 408. ethyl ' 41u
oto-5-(tn f I uorome th 0 whenyl 409. ethyl
441e070-3.-ttriflueremethyOhenyi 410. ethyl
3-fluoro-5-(trffluorernethyl)--phenyl 411ethyl
4.--bromo-3-ceitioeremethylypheny: 412, ethyl 3
-bream-54MB uoromethyl)-pheny: 413.  ethyl .
-biome-5-0A uorornethyl)-pheny i 414.  ethyl
5-bromo-2-7nelhexyphe.nyl 415 ethyl
3---brorno4-rnethexypnenyl  ...  416.  ethyl 241u
oro-3-tsopropyl phen yi 417.  ethyl
4-fluom-3-iseeropylphenyi 418.  ethyl 3-(1-hydroxy-1
--rn'hytethyI)-p cry
......................................................
............................ ............. 419.  ethyl



3-(2.-hydroxy-2-methytpropyly-phenyl 420.  ethyl 3-a
eetyiphertyl 42.1. ethyl 3--a oety4ttreiwipit soy:
422.. ethyl 3-02 rboxyphenyl 423. ethyl 3-cyanophertyl
424,  ethyl a-nitrephenyl 425,  ethyl 3-hyaroxypnenyl
426,  ethyl 3-(0-benzyl)--phenyl 427.  ethyl
342.-thethoxyethoxy4mhe 428.  ethyl
3-(Cl-IN(Cl-la:,21-Pti en Yl 429.  ethyl
34NI-i-00---NH.)--phenyl 430.  ethyl
3-(tnethylsolianyl)-phenyi 431,
......................................................
............................................. ethyl
3-(floommethyleultanyi)-phenyl .432. ethyl
3,-(ditluoretrethylsolfanyl).phenyi $33. ethyl
3-(tn'fluoromethyl.sultamyFy-phenyl 434.  ethyl
34methyisultonylinenyl 435.  ethyl";
$--kl\l-mettloxy-N-rnethyl-emineyphenyl 436.
ethyl34.tne.thexyamine)-phenyl $37. ethyl..
-(ethexyamine)..phettyl 438, ethyl
3-(N-methylerninooxyyphenyl 439" ethyl
3-4N.N-ditnethylaminooxy)--phenyl 



440.  ethyl 3--(azetiel in-l.yl)phen yl 441.
ethyl3-(2-methylazetidin-1-0)--phenyl 442 ethyl:.7-1
(.3 - .-rnethylazetidirt---1-ylyphenyl 443. ethyl
3-((R)-2-rnethyl azetid i n-1 -ylk-phenyl WO 7.5,W71
1$399PCPEP2007105w 47 No.R' Ar 444.
ethyl3-1,3-fluoroazelidirt-t-ylyphenyl 445. ethyl
'2,2-clifooreazetidin-11:1-phenyl 446. ethyl
:.3--(3-methoxyazettdin-l-yit-pneny: 447. ethyl
8-yrnydroxyazetidr61-10-phertyl 448. ethyl
:3-(pyrrolldln-1-y1)-pheny; 449. ethyl
3-(pyrrolklin-2-y1)-pheny; 450,  ethyl 3 -(;
;;Opyrfodin--2-yi)-phenyl 451,  ethyl 3-4,(R)-pyrroli
in-2-11)-phenyl 452. ethyl 3-(pyrroliciih.-311)--0:eny
453 ethyl 81,(S)--pytrowin-a-y0--phenyl  .,.  454.
ethyl ',-"R).---pyrrolidin-.3.11)-p hen yl 455.  ethyl
8.-(pyrroldia-.1-y1).-50ffluoreme.thylyphenyl 456.
ethyl 5.-kpyrrolid in -1 -y1)-2-meth oxypheny 457.
ethyl 8-(pyrrolid in-1 -A-447mill exyphenyl 458.
ethyl 5-(pyrr litho-111)-2,4-d ifluoroph epy: 459.
ethyl 3-0yriolidio-1-y11-2,4-difiu0ropheny 



460.  ethyl 3-(2.-flo oropyrrol id i 6-1-y0-phe nyl
461.  ethyl 3-0)-2-11uorepyrroix.13n-1 Ili-phenyl 462,
ethyl 3 -CC 14J-2-tluoropyrrold vi - 1-y l )--pheny:
48:: ethyl - i-Mioropyrrolid:n-110-phenyi 484.  ethyl
3-k`r.8),:rfluoropyrro:idin-1--y0-pnenyl 485.  ethyl
3-(P)...3-6Uoropyrrolkin-1-111.-phenyi 488. ethyl
3-(2,2-d ifiuhropyrrolid in - 1-y1,1-phony: 487 ethyl
343 3-difluoropyrrol id in-l-yi)--pheny: 4 e18. ethyl
:342.--piethylpyriaidiriA....yhthenyi 469, ethyl
3-(S)-2-methylpyrrolidin-1-y0-phenyl -4-7-61----
ethyl .471. ethyl 3.i3methvlpvrrdk1ini M3pheriy 472.
ethyl 34,(5)-3-melhylpyriolidin-110-pherly 473.
ethyl3H(R)-3-ithettylpyrro:idn-l-y0-phenyl 474.
ethyl3-4.1 -methyl pyrrolidin-210.-phenyi $75. 0
ethyl-(CS)-1-methyl pyrrplid th -2-y1)--pherry1 476,
ethyl 3-((R1-1 -rnethylpyrcelid i n-2-ylyp hen y I
477,  ethyl 3-(1-methylpyrrdidin--311)-pheny: 478.
ethyl 3-((5)-.1-mothylpyrrolidln-.311)--phenyl 479.
ethyl73-uR).-1 -methyl pyrro id i n -3-ylypheri yl
460. ethylp.7---(2---dimethylpyrroklin-1 Ili-phenyl 



481. ethyl 3.-(3,3-dimethylpyrrol3din-l-y1)'-phenyi WO
7.5,W7:1 1$399PCPEP2007105w eta No. R ' Ar 482.
ethyl3-(2-1rifluommethylpyrrokith--1ii)--pheny1 483.
ethyl 3---((S)-24hil uorometnylpyrrel id in-1
--yi,-phenyl 484.  ethyl
:.3--((R)--2-trilluolornethylpyrrolidn-ll j-chenyl
465.ethyl .... :s--c..)-thtluccornethylpyrreltd in -1
--yLkehenyl .486.ethyl '-(C,S )-3-1.dfl
uoremethypyrrol id in-, -y1).-phe nyl 487.ethyl 34;
R',--8-trifi uoromethylpyrrol ki i n- 1--yl)-phenyi
488, ethyl 3 -(,2-exopyrrolidin -1-A-chenyl 489.
ethyl 3-1,2-oxe-oxazolidire3-y0-phenyl 490.  ethyl
3--(piperidin- 1-y0-phenyl 491.  ethyl '.4-rnethyl pi
peddi n--1--y1)--pheny:  ...  492 ethyl cc-,`,-Inethyl
pi pertetn-1-10-pnen yl 493. ethyl 34 (FCr-2-rne.thyl
pl perid in-111)-pheoyl $94. ethyl -fluoropiperio i
n.-1--yly-phenyl "" n.--, .,.
......................................................
............................ ethyl ............
3-1,(S)-2-fluoropipericiin-1-yl)-ph-7nyl 496.  ethyl
3--(P)--2--fluoropiperidin-1-10-Phwhil 497.  ethyl
3--(22-d Memel peddi n--1-y1)- pheny 1 498.  



ethyl :3(,ojoerazio--1-,y1)-oheny 499.  ethyl
3-(4-7nethyl pi perazin-1 -A-phenyi 500.  ethyl 3
-(merphoh n--4-yi)-phe nyl 501, ethyl
34morphohn--4--y1)--54thflueromethyrrphenyi 502.
ethyl 5,--(roorphefin-4--yl)--2-rnethoxypherty: 503.
ethyl 3--(rnorpholin--4-y0-4-rnethoxypheriy: 504.
ethyl 5--(rnorpholin-4-A-2,4-di5uoropherty1 505 ethyl
34morpholip-4A--2,4--difluorophenyl 506. ethyl 34th
iomorpho I i re4-y1)--phenyl 507,  ethyl 341
-oxo-thipmerphol i re410--phenyi 508,  ethyl 341 ,i-d
loxo--thiemorpholin--4-yl)-pne nyl 509.  ethyl  510.
ethyl 34pyrf el-211)-91-1er' yi 511.  ethyl,;$--'
pyrrol--311)-phenyi 512.  ethyl341 -methyl
pyrrel-211}-phen yl  ethyl341-methyl pyrrol--3-y1)-
phenyl 514, ethyl 3-(fu ran -2-yly-phenyl 515. ethyl
3-(foran-3--yl)---pheny: 510. ethyl
3--(thiephen-.2.-y1}-phenyi 517.
ethyl3--(thlopheri--3-A-pheny 518.
ethyla--(5-prc.loy[thien-2--yr,s----pheny; 519.  



ethyl 34pyrazol-1 --yl)----ph oyl WO....5.?W71
1.$399PCPEP2047105w No.R' Ar 520,ethylI
3yrazot-3-0)---phenyl 521. ethyl
3-(pyritizei-4-0)--phenyl 522. ethyl
8--(4-nuoropyrazol-1-y:)-phEuryi 513.ethyl
:3.11-rnethyhl Hpyrazol-4-11)pnerly ethyl 3-(1-ethyl-4
4-pyre2oi--4-ypthenyl 525.ethyl
3--(1-7netIV-1H-pyrazol-511)--phenyl 526, ethyl 3-0
Fl-irn id azol-2 -ylyp heny 527.  ethyl
3rniazol.-1,-y1)--phenyl 528.  ethyl
3--(1471ethylintidazel-2-y1),-phenyl 529, ,.. ethyl
8--(exazol--211)--phecty' 630 ethyl
8--(oxazol--4.-y1)-pfteriyi 531. ethyl
8-(exiazol.--5--y1)-pheny: 532,  ethyl
:74Jsoxazol-3--y)--phenyl
......................................................
............................ .............. 533,
ethyl 3-(isexazot-4-yi)--phenyl 534. ethyl
3-(isexazol-5,-ylithenyl 535, ethyl 3--(th
laza-211)-pheny I 536. ethyl
3.-(thiazol--411)--pherty: 5:37. ethyl
3,-(thiazol-5--y1)--pheny: 538,  ethyl 



3 -(2-rne thylth attol-4-y1)- phenyl 539,  ethyl
3-(2-methyltniazolceyit-phenyi 540.  ethyl "2,3]
imnol-1--ylhphenyl 541.  ethyl 3-U1
,2,41-triazol-1--0)--phenyl :::44. ethyl 3-(il
,2,75j-tnazpl--2-ylyphenyl 543. ethyl
3--(41141,2,41-triazol-3-ylyphenyl 544. ethyl
3,,,([1,2414riazoi-41)-cherly1 545,
......................................................
........................................... ethyl
3-(2H41,2,31-triazol-4-0)-phenyl . 546,  ethyl
3,-(4-niethyi-41-1-;1,2,4'-triazn:--3,11)-pheny
-5-471----------- ethyl
:TrTa'ioijf:Yfi-le-ifyT-------- 548.  ethyl
34,[1,3,41-oxadiazol-2-ylYphenyl  549.
ethyl,:$--t5.-rnetnyi1,3.,41--exathett-ol-210-pheny
ethyl31--exatilazol-y1)--p hen yl 551.
ethyl3-(5-methy:- ' ' 41--exadiazol-3--yl)--Phen 552,
rr, J.X.. ethyl ethyl 3-0
,2,41-exadiatz0l--5-11)-phenyi 3-Ui ,':'
31-exacliazol.-4,-y1)-phenyl 554.  ethyl 3411
,2,31-oxacliazot-511)--phenyl 555.
ethyl3-011,2,31-tNadkizol-411)--phenyl 556, ethylI
81.11-i-tatraz.o.-5-y1)--phen yl 557. ethyl
3-(tetrazokl--yly-pheny: WO.10971
1$399PC:PEP20071053m6 No.R' 



Ar 558,ethyl13-(2--methy:-2H-tetrazol-510- phenyl 559.
ethyl 3,-(1-tnethyi-11-14etrazol-5-yi)--phenyt 560.
ethyl 341.it-azttm-8-yl-phenyi 561. ethyl
3-tpyrid-2-y0-ptienyi 552ethyl
3-(pyrit1-3..'il)-phettyl 63.ethyl 3-(pyrid-4-ylyphen
yl 584, ethyl 3-(pyrimidin-2-yi)-pnert4 565, ethyl
3-(2-methy1pyrimidirt-4-yl)theny4 556. ethyl
3-(pyrimidin,--4-1/9-phenyi  ethyl
..i---(pyntmthri-5-y1).--W-tenyl  .,  5b8 ethyl
5-brornopyrklei-i-, 569.  ethyl
3-brome,-2-eoropy6del-5-y1 570.  ethyl
4-methylpy1dln-2-yl  ............... 571, ethyl
6-methylpyridin -211 577. ethyl
4-(tri1lueremethyl)-eyridin-2-yl 573, ethyl
6-(trifluorernethy ypyridin-2,-*0 574.  ethyl
5...01fivoromethy ypyridirt-all 575.  ethyl
5,-(pyrrohdri-l-y1)--pyriein-311 576, ethyl 3
-(pyrroldm -1 -11)-2-cNotopyndth-511 r, 



,) i t . ethyl 3-0-norpholln--4-y1;-2-chloropywn-51;
578,  ethyl 2,4 roorpholin-4-yi )--pynd. :n-5,-yl 579,
ethyl 2-phonexypyridin-5-y: 580.  ethyl
2,3-thWomphenyl 581.  ethyl 2,5,--dieNory.tehenyl 582.
ethyl 3,5-Oichletophenyl 583.
......................................................
.............................................. ethyl
3-chlero-4-flueropenyl 584.  ethyl
4-bromo-2,5-d:chlorophenyi 585.  ethyl
3-bromo4-trifluoromethoxy)pheny 586.  ethyl
3,5-dtbroino-4-(2-tluoreethoxy)-pneny: 587.
ethyl2,5-thrnethylitheny: 588.
ethyl2,5-tiktrifluoromethyl)--phenyl 589.
ethyl3,5-dktrit1uoromethyl)-phenyi 590,
ethyl2,5dimethexyphenyl 591.
ethyl2-methe.xy-5-methylphenyl 592.
ethyl2-methoxy-5,-(trifluorotnethyl)-pheny 593.
ethyl144luore,-3-(oxazol4-y1)-phenyi 594,
ethyl1thier3-2.,yi 59.5. ethyl thie.n-411  7.5,097[} 1
$399PCPEP2007105w No. 596, rn, ethyl ethyl
3-thlerothien-2-yl 4-chlerothien-2:-yl 



593. a5-ohlorethien-2-y; 599.  ethyl3-bromothien-2-11
_.._ 600.  ethyl 4-brernothien-2-y1 601.  ethyl
5.,-bretnothien-2-yi 602.  ethyl 4,5-4chloroth fen
-2-yl 603, ethyl ,5-dibromothien-211 604.  ethyl
4-bromo-5-chlerothien-2-yl 605.  ethyl
8-bromo5-chlorothien2-yl 606.  ethyl
6-methylthien-2-yl 607.  ethyl 5-ethyithien-2-11 608.
ethyl 5-propylthen-2-yl 609, ethyl
5-trifluoromethylthien-2-y1 610. ethyl a :11, aa 612..
a 5-0therlysulfohyl),4N05-211 618. ethyl
4,4phetnysolfenyli-ften-2--yl 614.  ethyl 5.
-(pyria--2-ysutionyi)-thien-2-yi 615.  ethyl
bil-th:ore-5-49flUore-pyrld-2-ylsulfonyl,frthen--2-
Y1 616.  ethyl 54benzeylamifla methy9-th:en-2-yl 



617.  ethyl tt-((4-chlorobenzeyi/arninornethylytNen,.
618.  ethyl 5-(acetylaminernethyl Hhien-2'yl 619.
ethyl 5-(pyrazo1-1-yi)4hien-211 , 620  ethyl 621.
ethyl 5-(pyrazol-4-y04hien-211 622.   a 62.3. ethyl
5444looropyrazol-1-0)4hien-241 624.  ethyl
5,41-methyi-5-1rmuoremethyl-(1H)--pyrazo1-3--yrythien-
2-yl 625.  ethyl
59,147iethyl-94sitiuorornethyl-11Hypyrazol-5Athien-2-y
l 626.  ethyl
5-01-carboxy-l-rnethyl-5-methylthio-(1H)-pyk1251-
3-y1)-thien-2-yl 627.
a5-(4-aminernethyl-l-methyl-5-rnethyltho,-(111)-
pyrazol-311)-thien-2-11 628.  ethyl-Osoxazol-3--y1)-
thien-2-yl  WO 7,51l97.111.$399PCP EP2007105w 52 No.R'
Ar 629,ethyl5-esexeze4-64-0)4hien-2y1 630. ethyl
7-0so.xazol-5--yh-thien-211 631. ethyl
5-15-4rifluoramethyiiso.uszol-3-y1)--thien-2-y; 632.
ethyl *1oxazol-2-,y1)41-iien-2-yl 633. ethyl
5-(extfe7o1-4-ylHhien-2-y; 634. ethyl
5-(exazo1-5-11)-thien-2-y 635, ethyl -
-(2-methyloxazol-44-ylythien-2-y 



636 ethyl 5-(2-melhylexazo1-5-y1)-thien2-y: 637. ethyl
54.sothiazol-310-thie.n-2-y1 6317 ethyl
6-(isotniazol---410-thier0-  ...  639.  ethyl
tHisotniazol-b-y0-4.11n-1>.--yl 640.  ethyl
545-lrifluororne1hylothiazol-3-s4)4hien-2-y1 641.
ethyl 54thiazol-2-11)-tnien-e- 642.  ethyl
54thiaz54411)-thien-2 i' 643.  ethyl
5-(thiazol-5111-thien-2-yl 644, ethyl
5-(2-met.hy1lfiaz.ol-4-y0.-thien...2_y: 645.  ethyl
5-42-4-nethylth4zel-511)--thier7-2-yi 646.  ethyl 5-(;
1,2,31--exathazol-4-11}-thien-2-- 641, ethyl 5.
-U1,2,3)-th:aciozol-411)--thien-2-yi 648. ethyl
5-(pylmloin-z-y Hi/ram-2-11 649 ethyl
5-(pyhmidir3-4--y0-41/:en-211 650.  ethyl
5--(pyrimidin-5-yiHNen-2-y1 651.  ethyl
5-(2-methylthiopyrimi0in-4-yiy-thierk2 -yi  ethyl
54[1,31--thaxolan-2-yiytNen-2-yl 653. ethyl
3-([1,31-dioxelan-2-ylph;en-2-yl then-2-yl 654,  



ethyl 5-C3-7Thlo10-5-(trifluommethyD-pyridin-210-
methyl)4hien-2-y 655,  ethyl
543-chloro-f73-(tritimerernethy0-pyricl,:-ylsulfo0yt
then-2-11 656,  ethyl 2-thlorothien-31: 657.  ethyl
4-chlorothien-3-yl 658.  ethyl 5-ehlomthien-3'yl 659.
ethyl 2bromothien-311 660.  ethyl 4-4>mmoth:en3---y[
661.  ethyl 5-bromelhien-3-y1 662.  ethyl
2,5-thchbrothien-3-yl 663, ethyl  664. ethyl
2,4,5-trichiorathien-3-yl  7.5,097[}
1$399PCPEP2007105w 53 No.R' Ar
665.ethyl4-bromo-2541ichlorotnien-3-yl 686.ethyl .
4thlere-5-methylsillfonylthien-3-y: 667. ethyl
2,5-dimethyltimenz3-yi 668. ethyl 4hyoroxythien-1y
669. ethyl 2-phenylthien-3ll 670. ethyl
4-phenyl--5-(troflUOr0:7iethy04hieri--311 671, ethyl
2-n)ethoxycarbonyl-4-phenyt-5-(thituer6tretnyl)-
thien-3-yl  ethyl benzo b thiophen,-211 673, ethyl
henzotbIthiophethall 674. 



ethyl 3-methyl-be.ezoiNthlophen-2-yl to. ethyl
54nethyl-be.nzo[bIthiorthen-2-11 616. ethyl
5-41uom--3-methyl-herizoibithiophen-2-yl 677 ethyl
5-ohlore-3-metnyl-benz*i thlophen-2-y:  ...  676 ethyl
o-bromo-3-methyl-berizo.n4h;oFthen-2.11 079, methyl
:.',--methylphenyl 680.
......................................................
............................................. methyl
3-ethyiphenyi 681.  methyl 3-propylphenyl 687. methyl
3-isopropylphenyl 683.  methyl , -sec-butylphervi 684.
methyl 31ert-butylpheeyl 685 methylI 3-isobutylphenyl
686.  methylI 341 14imethylpropyly-pnenyi 687.  methyl
3-vEnyloheny 688.  methyl 3-w,..epropenylphettyl 689.
methyl 3-4therophenyl 690.  methyl 3-ohlorephenyt 691
methyl 3-bromophenyl 692. methyl 3-lodephenyl 693, 



......................................................

............................................ methyl
3-0`ktommethylthenyl 604. methyl
3(thfkioromethyliphanyl 695.  methyl
3'(ttlfluoromethyl)phenyl 696.  methyl
3,5-bis(trfflueronwthypehenyl 697.  methyl
,:i.-ki-fluoroethy:t-pheny: 698.  methyl S-E (S.
)-1-fluoreethyl)-phe,nyl 699,  methyl
3-4(Ry14luoroethyl,1--pheny: 700,  methyl
3-(2-fluomethyl)-ehenyi 701. methyl
3(1.1-difluoree,thyl)-phenyl  WO .10971 1$399PCP
EP2087,,05w 54 No.R' Ar
702methyl3-(2,2-difluomethyl)--phenyl 703. methyl
-,rftluoroethylyp hen yl 704. methyl
3--(3-0uoropcoey0-pnenyi $05. 3.metM.4
3c2-nuoreeropyli-pneny: s--7   106.methyl
-((8)-2-tiporopropyi)-pheny: 707.methyl
3-((R}-241uoronropyl)phenyi 708, methyl 3 -(3,3-d
iflunroprnpyliehenyt 700, methyl , -(3
::0-trifluoropropyl)-ptieny 710.  methyl 3-(1-fth ore-
1-methyleth ylkehen yi 711.  methyl '.(eworo-1
--metnylethyl)-- phenyl  ... 



712.  methyl ;I-',Ai ithre-1-methy:e th yi hphenyl
713.  methyl 3-((R)-241uero-1-rnethylethy0-phe.ny1
714.  methyl 3-k2,2-dthupro-l-methylethy0-phenyt -716.
-iiinifiYi- 317(7.12 -). k: ithioro-1 -meth
ylethyl)-phen 716.  methyl
3-(P)-2,2-difluoro-l-me.thyletttytyphenyl 717.  methyl
3-(2,2,246flutho-1-methylethylYphenyl 718.  methyl -QS
}-2.2,2-tritteoro-1 -methylethyl)-ohpny: 719.  methyl
3,4(R)-2,2,2-thiluom-1-methylethyl)-phertyl 720L
methyl 3 -(2-fie oro--1-fluoromethylethytyphe nyl 721.
metnyl 3-(1-0:uowmet170-2,2-dqluoreethyl)-phenyl 722,
methyl 3-(1,1-dtmerhyl-2-71uoroetnyl)hphehyl 723.
methyl 3-methoxyphenyl 724.  methyl 3-e.thoxyphenyl
725.  methyl 3-propoxyphehyl 726.  methyl
3-isopropoxyphenyl 727.  methyl 3-butoxyphenyl
---1128i----  methyl
......................................................
......................................................
......................................................
.................................. 729 methyl
3-(dffluoromethoxy)phenyl 



730. methyl 3-(tri Du eformAlioxy)-p.nenyl 731..
methyl,3--k275uoreethoxyyphenyi 7 'in methyl"' "
3-clifluoreet :oxy)-pheny: 736.
methyl3,-(2.2,2-trifluoreethoxy)-phehyl 734, methyl
3-0 ,1,2,2-tetreiluoropthoxftehenyi 735.. methyl
3-cycle pRlpylphen yl 730. methyl 3-cyc o nu
tylpheflyi 737.  methyl3-cycio nentyl ph eny: 726
methyl3-12 uorocyclop ropy:rphenyi 739. methyl
34-cilfiuoropnenyl 'WO 1,097.11$399PCPEP2087,e05w
No.R' Ar 740,methylI 3-bromo-2,-fth orephenyt
741methyl 2-bromo-8-flueropnenyt 742.methyl
3-brorno-2,5-Offluoreprieny $43.methyl 5- romo-2,4-d
it I oat-Jon eny s-----  744.methyl 3-bromo-2,44 til
oomph eny; 746.methyl
4-chliwo-2e(trifluorarnethylyplienyl 746, methyl 2 -eh
loro-5-(tallthatornethytyphe fly: 747. methyl 24th
ore.7,5-(trit I uoro methy; yptierly 748. methyl 4-flu
oro--3-(thr I uorome thy4-1.the.nyl 749 methyl
3-fluorp-5-(toflueremethy1)--phenyl  ...  750 methyl 



4-thorn:744th il uorometh yl )-pnerw: 751.  methvi
5-brome-54trillooromethyly-pneny: 752.  methyl
2-bromo-6-ctrilluoron-kallyl yphenyi 753.  methyl
5-hromo-Zmethoxyphenyl 754.  methyl
34bromo-4-methoxyphersyl 755.  methyl 241i
ore-3-isopropyl phee yl 756.  methyl 4-11u
pro-a-isopropyl phon yl 757 methyl
3-(1thydroxy-l-methyiethyl.1-phenyl 758, methyl 3
-(2-hydroxy-2-rnethyipropyi )phenyl 759.  methyl
3-acetyiphenyl 760.  methyl 3-acety1am mart any: 761.
methyl 3-camexyphenyil 762.  methyl 3-cyano;theny1 763
methyl 3-n itrophen yl 764. methyl 5th ydroxyph ertyl
765,
......................................................
........................................ methyl
3-(0-benz.y1)-phenyl 766,  methyl
39-methoxyethoxyypheny 767 methyl 3-(Ct-k-N(CA-1;
,P)2)-pheriy1 768. methyl 3-(N Ei-co-v H2)-phen yl 69.
methyl,3..kme,toytel1ltenytkphenyi 770.  



methyl3-thuoromethylstittanyiHthenyl 771.
methyl3-(dilmoromethyisu lfanyr.-phenyl 772, methyl 3
- (tftu oromethylsolfan yl)-phen yf 773.. methyl
3-(roethy:sulforty1)-phenyt 774. methyl 3-
N-Methoxy-N-rnethyl-amino)thenyi 775.
methyl3-(methexyamine)-phenyl 776
methyl8-(ethexy8min0t-phertyl 777. methyl
5-(N-mettlyam;rtooxy)phenyl VVO 7.5,097[} 1 $399PCP
EP2007105w 56 No.R' Ar
778,methyl3-1,N,N-dimethylamtheoxy'rebenyt 779. methyl
4azetth in-1 -A-phenyl 780. methyl
:.342-ntethylazetiOth-l-y0--phenyl $81.methyl
:3-c(S)-2-methylazettcltri-1-y1)-phenyl s----   t
of:..methyl 34(R)--2-methylazeticiin-1-yi)-phenyl
753.methyl 343-flu OIDEVZOiltii n-1--yly-pheny: ...
184, methyl 3 -(2,2-d ilthareezetid in-1 -A-phen yl
785, methyl 34,3-methoxyazetidin-l-y1)-phenyt 786.
methyl 343-h yci roxyazethli rt-1-yOthenyt 76:' methyl
..ilpyrrolidin-l-y1)-pheny;  ...  758 methyl
-(pyrroldth-2-y1)-pheny 759. methyl 



34(S),,pyrreklin-210-phenyl 79,0. methyl -
;,--pyrrolsdin--2-yl;"-phenyl  794------Methiii-
"iiiicii-roli in-a-A-pheny: 792. methyl 34(5 )-py7roW
in -3-y 0-phenyl 793, methyl
34(R)..pyrrolktin4-y1)--phenyl 794.  methyl :HPYrrolid
0-1 -V9-5-(trtho oremethylyphen y I 795.  methyl
5,-(pyrrohdei-l-y1)-2-methoxypttenyl 796, methyl 3
-(pyrrold m -1 -11)--4-me th oxyphenyl :97, methyl
b-(pyrroldn-l-A-2,4- tfluorepherty 795. methyl
3-(pyrrekchn-i- ,,;44-difluerepherty: 799.  methyl
3-(2-:thoropyrrolictin-l-y0-phenyl 800.  methyl
34(9)-2-fluoropyr7olithn-1-y1)-phenyl 801.  methyl 34;
R)--2-fl i.th ropyrrolidi?1-1- y11- eheny: 802.
methyl 3-(3-flu oropyrml id i n-l-yl)-pheny 803.
methyl 3-C.S)-3-iluoropyrrolKitn-110-poenyl -89-47-
-MethYl----- -3:04-3-flueropyrrelid in - 1
-y1).-phenyi -6-6-,67-------------- methyl
;3ji,2-,2aiiiu-bit-j-iiceii:O:1
iiifrf:Pi,iiFeKYL------------------- 896 . Methyl
343,3-cl ift uoropyrrel id in-1 -yI)-phe ny: 817,
niethyl,;$42-:--nethylpyrretsdsn-1-ytypheny: 808.
methyl3- 2-methyl pyrrolld lh-1 -y1)-phenyl 809.
methyl34(R)-2-methyi pyr.mild a n-1,-A-phenyl 



810, methyl 3-(3-methylpyrrolidth-1 -ylyphenyl 811.
methyl 3-s (S)-5-methylpyrrelid. in-l-ylk.phenyl 812.
methyl 3-- (R)--3-methylpyrrolidin--1-yllthenyl 813.
methyl3-(1 -methyi pyr relid in -2!--yt)pheny: 814.
methyl:.71 (5 .-1 - methyl pyrrolid th--2-A-pherty
815.  methyl 3-CR)--1-me lylpyrre:Idith-2-yrithenyl
VVO .1097[11$399PCPEP2007,,e5w 57 No.R' Ar 816.
methylI 3-(1-methylpyrmildin-310-eherty: 817. methyl
3(S)-1-methyl pyrrolid in-3-yl. phenyl 818. methyl
:.3-(lp)-1-methylpyrroUdin-3- 11-phenyl 819. methyl
:.7.-c2,...:-(lirnethylpyrrolidin-l-y1)-phenyl 820.
methyl 3-(3,34imethylpyrrolidin-l-A-phenyl 821. methyl
3-(21rtf1uoro methyl pyrroltri in-11:1-phen yl 822,
methyl 3 -(;;-3)-2-trifl uorometnylpyrrelie in -1
--yil-phe nyi 823. methyl 3-(F )-2-tri n Ltorometh
ylpyrrokli n-1-y1-phenyi 874. me.thyl
3-(3-trifluoremethyleynolidin-l-A-phenyl 825. methyl
31.;91-34hfluorome.thylpyrrol id In-1-7.4)-phe nyl
...  826 methyl
3-((R)--34r/fluoromethytpyrroldin-1-yl)-phenyi 827.
methyl -(2-oxopyrrol id i n-1-y11-p hen yl 828.  829.
......................................................
............................ methyl methyl
:7-k2-oxo-oxazolid in-3-yl.)-pll- hyl ..............,
8-(piperithr7-1-ylj-phenyl 



830.  methyl 3-(2-methyl pi peridi n-1-A-phe nyi 831.
methyl 3-0)-2-methyl pi peridin- 1-y:1-phenyl 832.
methyl 34, (R1-2-methyl pi peridin-I-A-phenyl 833.
methyl 3-(24lueromperld i n-1 -A-phen yl 834.  methyl
3 -(f, 3 )-241 uorepiperict i n--1 -y9-phenyl Q-A.c
L.,o., methyl - ;P:)-2-tluereppenthh-1-yl7-pherry1
836.  methyl 2-d EH uorep perd n-111)-pheny: 837.
methyl 3-(piperazln-1111-phenyl 838.  methyl
3-(4-methyl pi pe.razin -1 -yo-phe nyi 839.  methyl
84morpholl n-411)--phe.n yl 840.  methyl
34morphoilh..4-A-54tritluorome.Thyl)-phenyt 841,
methyl 5-07Kirpholin-410-2-rnethoxyp117.friy
84-2:7--------- -61.iiii-ii---
-8-4Morpholin-4-y1)-4-mothoxyphenyi
eMSI----frili.Cffi'r----- 844. methyl
3-(morpholin$y2,4-dilluorophenyl 846.  methyl,.:i.-k
th lomorphol i n-4 -y0-phenyl 846. methyl.7.-il
-oxo-thlomorpheiln-4:-y9-phenyl 847.  methyl3(1, 1-d
loxo-thiomerpholinA-A-phe nyi 848, methyl
3-(pyirol-1-ylitheny: CZ AC) methyl
3-0pyrrel-2-ylksheny: 850. 



methyl 34 irrol-3-y1)-phenyi 851 methyl3-(1 -methyl
pyr re1-2 -y1)-phenyl 852.  methyl8-0 -methyl
pyrroi-3-y1)-phen yl 853.  methyl
3-(teran-2-y1)-phenyl VVO 7.5,097[} 1
$399PCPEP2007105w 5$: No.R' Ar 854,methylI 3-(th ran
-3-y1,3---phe.ny I 855. methyl
3,-(Inmphen-2-y1)--phenyi 856. methyl
3-(MK7phen-3-y1)--phenyi 857. methyl
:5-0-propylthierl-2-*-Plterryl 858. methyl
3-(pyrazol-1 Ity-phenyt 8....9.methyl
8-(pyrazol-3-yi)--phenyl 880. methyl 3
-(pyrazol-4-)i,y-phenyl 861, methyl
3-(4-nuoropyrazok1-y1)-phensil 862.  methyl
3-(1-methy1-1H-pyrazok4-y1 )-phe.ny 863.  methyl
8---(1 -eth y1-1 --1--pyrazoi---4-ylypl.enyl  ...
864.  methyl 3-(1-methy1-111-pyrazot-5-yl)-priehyl
865.  methyl ;:.-( 1H-im id azol-2-y1)-phenyt 866.
......................................................
........................ methyl :7-0 re:daze
-1-y0-phenyl ................  methyl
3-(1-methylimidazol-2,11)-pherry: 868.  methyl
3-(oxazol-211)-phenyi 869.  methyl
3--(oxsza-411}-pheityl 870.  



methyl :3-(exazol--511)-pheriy: 871.  methyl
3-Osexazol-3-yihthenyt 872.  methyl 3 -0exazol-4-yi.)-
phe nyt 673. methyl 3-(:soxazol-5--yi)-pnenyl 874.
methyl 3-(tnazol-2-ylk-pheny: 875. methyl
3--(thiazot-411)-phenyl 876. methyl
3-(thiazol--5-y1)-pen 877. methyl
342methylthazol-4-yl)-phenyl 878. methyl
3-(2-methylthazol-5-ylychenyl 879. methyl
3-0,1,2,314azol-Illhphenyl 8861--- -61iiii-lcii-
--3(:r2,414riaze.,1-1 --yl:97herly1 881 methyl
341c2y3]-trlazol2-yfl.phenyl 882.  methyl
3-(41-41,2,41-1riazol-311)-phenyl 883.  methyl,3--k1.1
,2,4tHrtaza-4-ylyphenyl 884.  methyl.1,2,3.
-triazol-4-y1)-phenyl 88.5. methyl,-,-(4-methYi--4H-0
,2,4}-th aml -3-y1)-phertyl 886. methyl
3-(2-methyt-2H41,2,31-triazokt-y1)-phenyl  methyl
,3,41-oxacliazol-2-11)-phenyl 888.  methyl
3-0-methyl-II ,2,41-oxadiazol-2-ylypheny 889.
methyl73-01.1 ,241-oxadkizel--311)--pheny! 890
methyl8-(5-rnethyR2, ---o.xadia.2o1-311)---pheny; 891.



methyl :"-Cil ,2,4.1-exadiazol-5-y1}-9 hen yl 'WO
-2097,11$399PCPEP2007105w No.R' Ar 892. methyl 893.
methyl 3( [1 ,2231-oxactiezel-4- .1)-phenyl
'2,31-oxadiaze -5-Ili-phenyl 894. methyl 3-(
1,2,31-tNacitaze14-y1)-pnenyl 895. methyl 896. methyl
3111-14etrazo-5-y1)-pheny 3-(tetrazol-1 -y1)-pheny:
QM' (:,,>:,methyl
8-(2-metIV-21H-tetrazol-5--yi)-phenyl 898.  methyl 3-0
-methyt,111-tetrazol-5-yi)-pheny: 899.  methyl
3-furaz.anc3-y4-phen4 900.  me.thyl
3-(oyrid-2-yl)-phenyl 901.  methyl
,Hpyrid-',..0)-rineril  ...  e02 methyl 4oynd-4-y
rphenyi 903.  methyl 3-myn midi rt-2-ylyphenyt 904.
methyl :7-(2-methyl pyri m id WE-4-yt)-phenyi
-}1(56-------------iiiiiiiiTiii-  906.  methyl
3-(pyrimidin-5-A-phenyl 907.  methyl 5-brothopy0d
th-3-yl 908.  methyl 3-ix0roo-2-chtoropyedTh5-y1 909.
methyl 4-mettylpyrictin-.2-yl 910.  methyl 



6 -roelhyloyOdi n-.2-yl 911, methyl
4-(MtluOromethyl)-oyndin-2-yt 912.  methyl
6-(traluoromethy:)-pyndin:E--yi 913.  methyl 5-(tri it
uero rnethyl)-pyri di n-3-yt 914.  methyl
5-(oy:Talk:lin-I-A- pyrid n -311 .915 methyl
3-(pyrrolklin-14/1)-2-cNoropyridin--.5-yl 91$. methyl
3-(morpholin-4-yl)-2-ohlOrepyridin-5-yl 917, iTel-
methyl -61iiii-lcii-  24morpholin-410-pyridin-0-yl
---.:r;:h---;:i7oxypyrn-E-yi 919.  methyl
2,$dkthorophenyl 920.  methyl 2,5-dichlorephenyl 921.
methyl,:$,O-dicNomphenyt 922.
methyl3-chlera-4-fluorophenyl 923
methyl4-bremo-2,5-c1;chierophenyi 924, re7c 0,....
methyl methyl 3-bromo-4(triiluoromethoxy)phenyi 3
.5bre ma-4-(2-fiu eroethoxy1-ehe ny: 920. methyl
2,54:methyl ph ony: 927.
methyl2,13-6-pflopromethy0pheny: 926.
methyl3,5-dl-ttnflo1remethyl)--phenyt 929. methyl
2,5-thmetnoxyphenyl  VVO 7.5,097[} $399PCPEP2007105w
60 No.R' Ar 



930,methyl2471e thoxy-5-rnethylphonyt 931. methyl .
--methexy-5-(trifiuoremethyl)-phenyl 932. methyl
441Liem-3-(oxazol4-yt -ph,awryi 933. methyl &hien-211
934. methyl then-a-yl 936. methyl 3-c1terothien-21:
936, methyl  4 -chlorothien--21 937.  methyl
5-chiorethier7'2-0 938.  methyl 3-bromothien-2-yi 939.
methyl 4-bromottnn-2-yi  ...  e40 rrietnyl
o-bromothien-2-y1 941.  methA 4,5.-dich:ero:t)e1F-2-yl
942.  methyl 4,5-d thromothien-2-y1  $43.
41:E7r-Hmo-e-ch orethien-2-yl 944.  methyl
3-bromo-5-chlerothien-2-yl 945.  methyl
5--m(zithyllhien-2-yt 946.  methyl 5-ettlyltnien4-y:
947.  methyl 5-propylthien-2-y: 948,
methylb-thriuoromethyithierf-2-y1 949,
metnylb-phenylthten-e,yi ,.-.7fT methyl5-(py
i-y:)-117:en-2-11 951.
methyl5.-(pheny:sullonyi)-th:en411 



952.  methyl4-(pherkysulfonytt-then--2-yl .
methyl5-(pyrid-2-'psulforytythen-211 954.
methyl5--(3-oh bro-547ilieero-pwid-2-ykutforryl)-th
len-2-  0 9:77). methyl5-CaenzoylaMlnomethyVheft-211
956.
methyl5-1,(4-ohloreOenzoyDaminomettiy1)-ften--2-yt
957.  methyloiacelytaminemethyl ythien-z.-y: 958
methyl6,-(pyrazoll -yll-lhieri-2--yl 959, methyl
5-(pyrazot-3-yi)1hien-2-yl 960.  methyl
5-19yra20:-4-y0-thien-2-yl 961.  methyl
5-(pyrazol-5-yt)-thien-211 962.  methyl
5-(4-11uoropyrazol-1-10-thief42-y 9b3 methyl
5-(1-rnethyi-5-7.ritluoromethyl-t 1H)- pyrazol-3
thien-2-yl 964. methyl 5-0 -methy1-34rifluoromethyl-(1
H.)-pyrazol-5-i- thien-211    VVO 7.5,097[} 1
$399PCT.' EP20071053m-} 62 No.R' Ar 999,methyl
1000,methyl I 4-bromothikm-3y1 5hrornothien3.yl
1001,methyl 2,5-41c.Noroth le ry3 -y1 I 002.methyl
1003.methyl 2,5-cibremothien-3-yl
2,4,54richiorothien-8-yl 1004.methyl 4-bromo-2,5:4;
chiero1hien-a-yl 1005, 1005, methyl2 -eh
loro-5-methyls utionyllhien -3--yi methyl&methyl th
ien-3-y: 1007, 1008. 



1009. ... me.thyl4-liythoxythie.n-3-yi
methyl2-phenylthh,an-311
methyl4-phenyt-b-(trollueromethy)-then-a-yl 1010.
methyl2-methoxycarbany1-4-pnenyi-54unfluoremethy thie
n-:1-yi 1011. 1012. ... methylbenzollijthlopheo-211
methyl)en zo b.illiophen,i-yi 1013, 1014. 1015, methyl
methyl methyl 3e-methyl-Dertze[bitnnptien-2-yl
5-methyl-ben z.olbltillophen-211 54 tu
eir:OTLY-iii-eiFic.:;Flie-rizirif bftHI-o-p-Tii,;
i---------- 1010. methyl
5-ohloro-3-methyl-benzo[bithiophen-2-yi 1017, methyl
5-brom:>-3-tiethyl-benzorb]Thiephen-211 1018. ,. 1019.
H . H  :;:i-mithylphenyl I 3-e.thy ph eny: -1020. IA :
1I 3-pmpyl ph enyt 1021. 1022. H H 3-isopropylphenyl
3-sec-butylphenyl 1023, H 31ert-butylpheny 1024. 1025.
H H 3isebuty:phenyl 341, 1-cl imeth yl propyi)- oho
rtyl 1026. H 3-vinylphenyl 1027, 1028, 1029. 1030, H H
H H 3-Nopt open ylph en yl
......................................................
.............................................. 3-flu
oroph enyl a-ohloroph en y; 



_ 3-bromopher , I 1031. '. 1062 H - ' n 3-tedenhk:ny;
:345uoromethyl ;ph enyl 1033. H
3-(di0uoremethyl)phenyl 1034. 1035. H H
340fluoromethyl)phenyl 3,5-bis(tr:fl uoromethyl iphen
yl  WO 7.5,W71 1$399PCP EP2007,,i35w 63 No.R' Ar
1036.HI 3-0 4:33oroethy0-pheny: 1037.H 3-05H
4133orostily:).-pheny: 1038.H
:.3--((R)-1-fluoroethyllychertyl. 1039.H :3-k2 -nu
oroethyiy-pheny: 1040.H 3-(1 , 14
illtioroethyi)-phenyi 1041.H
3-(2,2-dilluomethyi)--pnenyl I 042, H 3 -(2,2,241fiu
oroE4h ylypheny: 1 043. H , -(3--fluoropropy3)--pheny:
1044. H 3--(241uoropcopy0-pheny: 1045. H
3H3S)--2---fivoropropyij-phonyi 1045. H
:73H(R)-2--fiuoropropyl}thenyl 1047. H 3-0,34 if bow
propy0-chenyl 1046. H 3-(3 -3 ''> -triffuoropropy1;
3-phE7:nyi
......................................................
............................ ........... 1049. H 



8-(1--fluoro-1-meffiyiethyl)-phenyl 1050, H
3-1,2-1iuoro-1-met1wiethyi)--r,thenyi 1051. H 3-0
)-2-fluoro-1 -met1-3-0141)-phenyl 1052. H
3-(,(R)-2-fluoro0-3rethylethy05phenyi 1053. H
3-(2,2-difitioro-1-methy1ethyl)--phen0 1054. H 3 4;
311-2,2-d4luoro-1 -methy:etrwl)--phen yl 10 J. H -
3RL2 2.' difluoro--1-methylethyu-pOenyi 1055.
rtuoro--1-methylethr)-ph.nyi 1057, : -US )-2,2,24i1to
ro-1 -methyletilyi)-phery: 1056. H 3-UR)--2,2,2 -trill
LEOR)-1-methyiethyl)--pneny; 1059. H
'.7--(huorc3-141,3oromethy:ethy5-17N3nyi 1060. H 3-0
Kiifiumomet170-2,2-dif1uoroethylypt3enyi 1061. H 3-(1
, I 4 imeth y1-2-ilooroo th)theny 1062. H
3-rnethoxyphorr>1 1063. H 3-ethoxyphenyi 1064, H
3-propoxyohe. v 1055. H,:3-isopropoxyph34nyi 1066.
H3-butoxyphenyi 1067. H,-(fiuorome.thoxy,-phenyi
'71068, H 3-0.1ifluoromelhoxyyphenyl 1069, H
3priflooromethoxy)-phenyl 



1070, H 3--(2-11u ores thoxy)-phonyi 1071. H3-(2,2-d
if uoro33.4hoxyyph Elly  HI :Hi24nt1u meth oxyypheny
1573. H 3-(1 1,2,2-tetrafioor oethoxy)--p hen yi
\VO7.5,M7[11$399PCP EP2007,,i35w 64 No. R '  Ar 1074.
H I 3-cyolopropyph.e.r33/1 10o 3.3, H
3-cyciobotylphenyl 1076, H  :.3--cycioperityl ph ony:
1077. H  :5-c212-3:13fiuomoyclopropyOtherlyi 1078. H
34-0 iuoroph onyi 1079. H  3-bromo-2-41uorophen0 1080.
H  2 -bromo-811u oropoonyl 1081, H
3-brorno-2,5-d3f1uoro ph eny: 1089. H
5-brorno-2,4-dfluoropheny 1083 3  ..i-brorno-2,4-d ;II
uorophony 1084. H  



4-chloro-aitrifiuoron3e11-3y4-plier33,q 1065. H
2-chlof o-84,tofluoromethy0the.nyi 1086. H
......................................................
............................
2-floor3:3-6-(16fluorornothyphenyf ............ 1087 H
4-ftuoro-3-(thfluotornethy:)-pheny 1088, H
ir..3"nuc370-6-(thiltiorornethy1frphefi:4 1089. H
4-bro73-10-3.{thfiuoromethy0-phenyl 1090. ;
:34>minc-533(1rifloommethy1)-phenyl 1091. H
2-bromo-5-(thilooromethyl)-pner3y: 1092. H
5-bromo-2-methoxyphenyi 1093. H  3-brorno4-met
oxyphenyi 1094. H  2-fluoro-3-131-3opropyipneny1 1095,
:  441uoro-3-isopropyl phenyl 1096. H  73-0 -hydroxyl
-rnethyiethytyphony 1097. H
3-(2-hydroxy-2-methyipropylypheny 1098. H
3-acel0t3enyi 1099.
......................................................
.......................................... H
3-awtyiaminoptiony 1100, 



H  3-ca rooxyph en 1101. H  3<yanoheny 1102. H
3-131trophenyl 1103. H ,3-hydroxyptier33/3 1104. H
3(Q-benzyl)-phenyl 1105. H 3,-(2-mothoxyethox)-phony:
'71106. H  3-(C HrN(CH3)2}-phen yl 1107. H  3-ON
H-CO-N333.1.:)--phen yl 1108, H
3-,rnethyst3itairly0--phORyi 1109. H
3-(1:uoromethylsoliany0thenyl 1110. H
a---(dithiororneth3/1solfanY4-pherO4 111. H
:33-(8fflu oromethylsui fan yl)-p hen yl
\VO-..5.0(011$399PCT.' EP20071053mit 65 No.R' Ar
1112.HI 3,-(methy1sulfonyi)--pnenyt 1113.H
3-(N-methoxy-N-methyl-amino),-pnenyl 114.H
3--(rnetnoxyamino)-pneny 1115.H 3-cethoxyammo)-phenyl
1116.H 3-(N-rnethyierninooxyyphen y 1 1117.H 3-(N,N
Mime thylarnThooxyyp henyi 1118. 



H 3 -(azetid in-1 --y1)--phony1 1119, H -y1)-cheny1
1120, H 3 34,(5)-2--rneihylazeticlin-1.-y1),-phenyl
3--(;1<1-2--methyle7Adin--111)--pne@l  ,..  1122. H
',..: ':,, 14iorpazattn-1,-yii-pner3y; 1143. H
3-(2,24181,:oroazetidin-l-y1)-pheny1 1124, H
......................................................
............................
3-k")-methoxyazelidn--1111- p e y ............ 1125, H
3-(3-hydroxyazetidin-1-y11-phenyi 1126, H
234pyrrolidin-1-y1)-pherty1 '1127. H
3--(pyriolidio--2-y1)-pherty1 112.8. ; (S )-pyq011d in
-2111-pheny1 1129. H 3,-"R1-pyrrokiin--2111-p hen yl
1130. H 3 -(pyrrold m -3.11)--phony 1131. H
3-((5)-pyrwhoin-310-phenyi 1132. H
3-t3P4--pyrrold:r3-,Hly-phenyl 1133. : 3.-(pyrrol1db-
111-5-(trifluoromethy11-phenyl 1134. H
5--(pyrrolidin--1-y1)-2-rneThoxypheny 1135. H
a--(pyrroliclin--1-y1)-4--methoxyphenyi 1136. 



H 5--(pyrroiid in-1 --y1)-2,4-d Munro ph enyi 1137, H
3-(pwroWl in- 1-y1)-2/4-d illur,:roph 11:ny1 1138, H
3,-(2-5uoropyrrolidin-l-y11-phenyi 1139, H
-1,(8.}-2-fluoropyrmlithrt-1-y0-phenyi 1140, H
3-4,(R)--2-11uoropyriolidin-111)-phenyi 1141. H,;
$--k...r-f1u oropyrrol id n- 1-11--pnerly1 1142, HS.-
k,5)--341uoropyrrodin-1,-y1p-phenyl 1143.
H-((R)--3,11uoropyrrolidn-1--y1)--phony: '71144. H
3-(2,2-difitiorooyrolidin-1-y1)-oheny: 1145. , 3-13-d
ifi uoropyrrolid in-111)-ohe fly: 1146, H 3-- 2-methyl
pyr rolid in-l-ti)-pho ny: 1147. H3-012-methyl
pyrrolid in--1-y1)- phenyl 1148. Hal
1N--2--rnethylpyrrolOn-1--y11-phonyl 1 149. H
3-(3-gnetIlyipyrrohdrvilotheny; 7.5,097[} 1
$399PC:VEP200:7105w7 66 No. R ' Ar 1150.
H34:(5)-3.-methyl pyrrolid in-1 --34)-pneny: 1151, H
-.p,R)-3-methyl pyrroi id i n-1-10-p hem yl : 152. H
3(i -methyl eyrrehd in -z-yipplionyi 1153. H
:.7.-c(S)-1 - methyl pyrrolid in-2--y0-oheriy 1154. H
3-((R)-1-rnethyl pyrei id i n-2-A)-pnen yl 1165. R 8-0
-773etftylpyrroiiriin-3-34)-pheny 



1156, H 3 -(;::0-1 -methyl pyrrolid in -ally-phony;
1157. H 3-(F )-1-methyl pyrro i id i n-3-34yphen yl
1158. H 3-(2,2-dimethylpyrro:idin-1-31)-phenyi 1159. H
8-1.5 3--0imethilpyrroildin--1.11).--phe.nyi 1160. H
c3-424.nfluoro methylpyrrouo in- 1..y0-phen yi 1161. H
3-US)-241;fluoromethypyrrohdrn-1-5.4,3-ph-enyl 1162. H
-':-.2-trifluoromelt A73yrroi id i rE-1-y0-phenyi
......................................................
............................ ........ 1163. H 3
-(3-thfluo.mmethyleyrroki in-1- y0-phanyl 1164, H
:3-us3-34h11003-ornetnypyroi id ir1-1-y0...phenyl
1165. H
3--(P)-34rifluoremethy:pyruolid:h.-1-y0-phen3,4 1166.
H :3-(2-oxopyholid in-1.16-o hen yl 1167. H
3-(2-.oxo-oxami,1ciin-3-y0-pheny 1168. H 3
-(piperidin-- 1-y0-oheny 1169, H
3-(2methylpperidirfr4-y1).-pneny: 1s.. H - S)
2-mothylpEpendin-l-y0-pneny: 1171, H y1'3-pheny 111:2.
:I 3-(2-8u oroWeer id i r3-1 -y0-phen yl 1173. H
,..--- k..33.-2-tiuoropiperidin--1.--y0-phenyl 1174. 



H 3-((i*-2-fluoropiperidin-ty;hthenyi 1175, H 342,24
inuerppi peridi h-1 --.3d)-pheny: 1176. 6. H 3-(pi
perazin -1 IQ-enemy: 1178, H :3-0-norphelin-4-y0thenyi
1179. H3-3rhorpholin-4.-y0-5--(thfluonernethy,3--ehony
1180. H:3-8horpholin-410-2-methoxypheny3 1181. H..
-(morpholin-410-1-melhoxypheny '71182, H
5-073orpho1in-44)-2,4-0Meerophenyi 1188, H
3-0-norpho1in-4-0)-2 4-difluerophenyi 1184, H 3-(th
ihmorphoi i r3-4-y0.-ph eny 1185. H3--(1
.-oxo-thiornoreho i n -4-y0-phenyl 1166. H8-1.1
,1--dioxo4hiunorphelin-410.--phe.nyi 1187. H
8-(pyrro1-1-A-pheny: \VO7.5,M7[11$399PCP EP2007105w 67
No. R '  Ar 1188. H I 3-0.7yrrot-2- il)--ohenyi 1189.
H  3,--(pyrrol-311. phony! 1190. 31  3--( 'I -methyl
pyrro1-2-y1)-- 7honyi 1191. H  3-cl -rnetnyipyrrok.ry
3--phenyi 1192, H  3-(foran--2-ypthenyl 



1193, H  3-(furan-310---pheny: 1194, H  3 -(in iop hen
-2-y0---pheny: 1196, H  3-(th iop hen-3.-y13---pheny I
1196, H  3-(5-propyithien-2-10---pheny 1197. H  3--(
pyrazoi-111}---phen)il 1198. H
-(pyrazoi--3.--,11--pherly 1199. H
3-(pyrazo34.11)--pheriy1 1200. H
3.-k4-fluoropyrazol-1.-y1)-pheny: -12071:---- H
-pyrazd-4-y1}-phenyi 1202. H  3(i 1203. H
3--(1--methyl0H--pyrazo--5--yi)--pherly1 1204. H  34,1
H-ini id azo1-210--pheny; 1205. H
3-03.31:dazol-1--y1)--phom,P: 1206, H  3-0 -me thyl;
midazoi--2-y1)- ph en yi 1207. H  



3-0-.3.xaz01-211)--pheny: 1206. H
3-(oxszol-.411).-pheny: 1209. :
3--(oxazol-611).-phenyi 1210. H  3-(;
soxazol-.3-y0-phonyi 12.11. H
3--(isoxszol--4yrfr-pne.nyi 212. H  3,4
isoxazol-5-A-phen yl 1213. H
......................................................
..........................................
3--(31ii@zol-2-y0--pheny: 1214, H
3.-(tniazot-4-11)--phenyi 1216. 3-1
3-(2-373ettryittiozol-4-y1)-phen 1217. H
,7.--'2-rnethyiThw.z.03-o.-yik-phonyi 1218, 1219. H H
Hriazo1-1-yrt--phenyi n _4.1--tri3-7zol-1--y`f-chenyl
1220, H  3-(H ,2,31-triazol-2-y1)-phenyt 1221.. H
3.44H-.44riazol-3-yr3--phen yl 1222. H
3--(0,24j-triazd-.4 -yi)--phonyl 1223. H 



3--(2H--0,2,31-riazol-410-phenyi ; 2,4 H I
a--(4-rnothyi--4 H4trEazo-3--y0--pineriy: 1223. H
3-(24nethr;-2H-fl ,2,31-Inazo--4,10-pneny; \VO7.5,M7[}
$399PCPEP2007105w 6$: No. R'  Ar 1226. 1227 H .  3( [1
,3,41-oxactiza-2-yhrphenyl 3-(5-methy:-
1,3,41-oxadiami-210-phony: 1228 31  3-g, 1
.24]oxadiazoi-3-y1)-pnenyl 1229. I 230 31 H  3.-kb
-rnet.hy341 ,',411-oxacliazol-o-y0-pnE3r3y 34[1,2
4j-oxadiazd-5-3,4)--p hen yl 1231. H  3h
,2,31-oxadiazol-4-yh-p hen yi 1231 H  3-
1,2,31-oxadiazol-511)-phonyl 1 233 H  3( 31 i
liadiazok4-11)-phenyi 1234. H
3-(1114.&:-8.2-5-y1)-pheriyl 1235 H
3-(tetrazoi-14y01.7heny: 123o. H
,73-(2-rneth3,4-2H-tetrazol-o-yitpherly 1237. H  



3-(1 -me ths4-11-3.4etrazol-o-y13the.ny3 1238. H
3-forazon-3.y;..phenyi
......................................................
............................  ............... 1239, H
3-(pyrid-210-ph: . y 1240, H  34 3.4-id-310-pheny
1241. H  3-00:7-4y0-phenyl 1242. ;
3-(pyrithidin-2.10-phenyl 1241 H
3-(2-metnyipyrirnidir3-4-yh-phenyi 1244. H  3
-(pyrimithn-4-y0- phenyl 1245 H  3-(pylrnIoin-5-y
)-pnenyl 1246.   5-bromopynclm-3-y: 1247, H
3--bromo-2-chGropyrithrt-5-11 1246. H
4-methylpyridin-211 1249 H  6-mothylpyridin-3211 1250.
H  4-(17ifluorornethyptyFidin-2-y 1251. 



......................................................

......................................... H
6-(7.rifluo.iornethyD-pyd din-2-y1 1252, H
5-(trifluoromethyp-pyr1din-3-yi  H
5-(pyrroiidio-110-9yridin-311 1254, H  3-0y:701k:1in-1
-y1).-2-09oropyndin-b-y1 1253. H ,;
3-3morpholin-34-y0-2.-ohloropyridn.-5-y 12.513
2-(rnorpholin-q-yltpyrbin-5-y1 1257 H
2-phenoxypyridin-5-, 1258. H  2,3cNomphenyi 1259, .
ich:ordpheny 1260, H  3,54:09orophonyi 1261. H 3-chl
ro--4-fluoropnonyl 12132. H I4-bromo.--2,5-d3ohloroph
oily: 1263. H  3-brorrio.-4430:13.1ordmethoxy pn en yi
WO 7.5,W7:1 1$399PCT.' EP20071053m-} 65.) No.  f-k '
Ar 1264.  H3,543yorno-4-(24beroethexfrpne fly: 1266.  



H 5-4:methyl ph eny: 1266.  H 2,5-4:-(Th II
uoromotny0-phenyl 1287.  H
:5,5-(.11-6.9fluorometny1)-pnenyl 1268.  H
2,5--dimethoxypheny 1269.  H 2433ethoxy-5-methylphonyl
1270.  H 2 Inethoxy-5itriflu orometh yi.)--pheny 1271.
H 4419 ore.3,3-(oxazol-41.1)-phensil :779.  H
thien-2--y 1273  3 Mien-3-y! 1274.  H
'3--chiorothif.3n-2-y; 1275,  H 4-chiorothierz-2-3,4
1276.  H    5-chle.3rothie,n-21:  ...............
1277,  H3-bromothier; 2-y; 1278.  H4-bromothien2-3,1
1279.  



H5-bromoThien-211 12.80.  ;4,0-thdloo-.301ier1-2-14
1281,  H41,5-dibromothier3-2,,y1 1282.  H 4
-bromo-5-chlorothn-2-yi 1263.  H 3-bromo-8-ch
orothien-2-, 1284.  H 5-methylmien-2-0 1285.  H
5-ethyithien-2-yi 1286.  H 5-propylthi.3=36-2.-y 12.87
3 5-trifluoromathylthien 2.-y1 1288,  H 51:31-3;
-)nytthier3-2.1 1289,
......................................................
......................................... H
5-0)wid-210-then-2-yl 1290.  H 5,-(pheny:s
ulfony1)--th:en -2-y1 1791.  H
4-(ptieny:suifonyik4h:en-211 1292.  H
5-(pyrid-2-ysuiforiy0-th:en-2-y: 1293.  H o-3...3-:-.;
ioro--64.9finero-pyrid--2-yleultmylithler3-2.-    



1 1294,  , 5-0-.3enzoylaminotheths43411;en-2-3/1 1295.
: 54,(4-chloroberizoyflaminomethy0-th:en-21: 1296,  H
5-cacetylaminomethyl)-thien-21: 12.97.  H a
5-(pyrazoi-1--yly4hien-211 1298.  H
0-(pyrazoi-3,-y0-tnien-2-y1 1299.  H
3,..,...(pwazok331Q-11-Eien-2-y 1300.  H
6,-(pyrazo:.-5cyl.)-thien-2-y  'WO-1.097,11$399PCP
EP2007105w No. R' Ar 1301. 1302, H H
5-(44:noropyrazol-1-10417ien-2-y!
5--(1-meithy:-&-trifiuoromethyl-( H)pyran71-3--;,1)-
thien-2-yi 1303, H 541
gnethsei-3-trifluoromethyl-(1H)--pyrazoi--5-yrt
thien-2-yi 1304, H
5-(4-carboxy-l-methyl-5-7nethylthio41Hypyra2d3-yi)-Thi
en-2-y - 1.:30, I., ,7  5-(4-arnInornetnyk1
pyrazoV3--yi)Hhien-2,-yi -Inethyl-5-meThOth:o-(1-17-
1305. H 5--(iscaz..01-3-3,1)-thieri-2-yi 



1307. H 5-(isoxan71-4.11)-thien-2.N1 1308, H
5-Osoxazol-5-yi)-thien-2-yi 1309,
H5.-(5-trdiuoromethyHioxazo--3-:,,r1)--thien-2-y:
1310, H5-t.,`,,.)xszol-211. tmen-4-y. 1311. H
54oxazol--411}-th3en-21: 1319, H
5-(oxazol-511)-thier7-2-,0 1313. H
-(2-inethyinxazol-411)---thien-2i, 1314. H
542-7-nethylo.xan-71-5-ylythien4-yi 1315, H 5,-(isoth;
lazoi-3.-y)-thien-2-'0 1316. H
5-(isothiazol-4-M-thien-211 1317, H
5-(Isothiazol-5-yiFthien-2-y1
1318.------11----------------
5(54Fifia3:r-o-friafisTs-c-71RF,L:-o-PI-A:ible-rT:27--
- 1319, H 5-(thiazol-211)Hnien-2-1/ 132.0.
H5-kthrazoi--411)-Mte.n-2y 1321, H1:
mzol--5-y1)-thien-z-y 344.
H:),-(2-methyith4ami-411)-then-2-yi 132:3, H
5-(2-methyith;a2oi-5-y1)-thien-2-y1 134. , -1,.,':'
31-oxacliazol-4-11)--thien-211 1325. H
5411,2,314Nadiazol-411)--thien-2-y:  H 5--(pyri Midi
i7-21)4Then-211 I:32i.
H'.5---(pynnthn---410-then---211 1328, 



H0.-(pyrunidirz.-5-yQ-LNen-L-y 1329, H,
(2-methylthwynmidin-A1-yiythien-'4-y1 1330, H
3Ribirja-r-.1::21ciiii4&if-ii.- 1331. H 341 then2'y ';
32, .f-I 54,(3-chbro-5-(trifluorQ methyl
)-pyridin-2-yi)- methyIY-thien--2-y: 1333, H
:743-chlofo-5-(trifluorornethy1)-pyrki-2-yksulionyii-
'WO 7.5.?00,11$399PCP EP2007105w 71 No. .  Ar   1111:e
r1-2-yi 1334. H  2-thiorothen-3-)4 1335. H
4--(7111orothien-3-y 1T36. H  5-chlorothm--311 1337. H
.__....._ 2-bromothien-3-0 1338. H  4-bromo1hien-3-0
1339. H  5-bromothirin-3-y1 1340, H  2,.5-dich NO rot
ien-3-0 1341. H 



2,5-dibromothien-3-yi 1342. H  2,4
5---trichiorothie.n---3--)4 1343. H  4-brom-r61;
chic.rothien-3-yi 1344. H  2-ch 'of
(3-5-rneth*Laonynien-31.  H  "5-ci fl-iethylthien-3.1:
1346. H  4-h ydroxythiet7-3-yi 1347. H
2-pherwithien-3-yi 1348. H
4-pheriy1-6-41rofiuth.ornethy04hien4-yl 1349. H
24710hoxycarb6ny1-4-pheny1-54trifluorometfly1)-
tiiierfra-yi 1350. H  be.nzo[b]thlophen--2.11 1351,
.-1  Lien2of UP iol-,4-;efm-3.11 1352. H
3-miAbykbenzoNthiophen-2-y1 1353  H I
54nothykbenzo[Nthiophen-2-yi -7-r- .7:37.:.,4, _   IA
:7 I 57fluo7,3-3-rnethyi:benzoi6fihtophen--2.-y 1355. 



H  5-chloro-3-tnethyl-benzo4b)thiophen-211 1356. H
5-broms-6-methyl-benz.oiblthlophen-2-y1 1 357,
3-flooropropy:  3-me1hylphonyi 1358. 3-fluoropropy:
3-ethy ph erly; 1359. 3-nu oropropy:  3-propyi ph eriy
1360. 341u oropropyi  3-isopropyiphertyl 1361. 3-ilu
row orfyl  3-sec-butyipberyl 1362. 3-tboropropy:
3-te.rt-butylpheny 1363. 34u oropropy:
3-isobutylphenyi 1364, 34u Of opropy:  34,1.1 -cl im
k.:111 y I propy0then yl 1365. 341u oropropyi
3-vinyiphenyi 1366 3-tioroprop4  34sopropenylpheny
1367, 3-1uoropropyi  3-fluoropherly: '71368.
3-fluoropropyi  3-thioroph en yi 1369. 3-fluoropropyl



3-bromophenyi  WO 7.5,W71 1$399PCP EP2007105w 72 No. R
' Ar 1370. 3fluore.propy:3-iodoprt spy: 1371,
3-flueropropy: -(frporomethyl)phenyi  3-flu oropropy:
:"i-raiuorornethyl)phenyi 13/ 3.0-7 ill Oropropy:
3.1ui1luorometnyiNnenyl -   1374.34i:romp:pp!:
,5-bis(trifiuoretnethAphenyi 1875.3-11u oropropyi 3-0
Mu oroethylyph e nyi 1376, 311uoropropyi 3 -C,S)-1 Al
uoreeth yO-pherly; 1377, .kerperepy: 34,(R1 Muoroeth
yly-p hem y; 1378. 3-fiu orupp,7py: 34,241u roe
ihyl)-phe ny: 479 3-rluoropropy: 31.1
,1-ditiporoaylyphe.nyi 1380 3-iluorepropyi ",- 2
"2-dattiorpethyD-phenyi 1381, 341uoroproe1 3-flu ore
p. orry 3-(2,2,24ru urea.: ypn eny;
3.3Muoropropy.pneny 1383 , -thloropropy:
3-(2-thaorepropy;)-eheny: 1384, 34u or opropy:
34,(S)-24uoropropy0-pheny: 1385. 3-flo (-A- oprop0
3-(P)-2-41upropropyl).-phenyl 1386. 34h.roropropyl
3-(3,34ifluoroprppyry-7,Thenyl 1387, 3-fluoropropyi
3-(3,3,34rMuoropropyr;-phenyi 1388, 



8-31u oropropyi 3-0 Mu oro-1- ID ethyMn y!)- phenyl
1389, 3-fluoropropyi -(1,-,:iii On> 1
-metivethylcrpherwl 1390. :Au oropropy: -
S)-2-fluorom-rnetny:erhylpnenyi 1391, 3-ft oropropy:
34(R)-24lUero-1-me1hylethy1)-eheriyi 1392.
3Muoropropy: 3-(2,2-difiuor4,1:-.1
-rnethylettly!)-pheny 1393. 3-11u oropropyi .7---r,,,
--"e,---cifflupro-l-rriethy:ethyly-phenyl 1394,
341uoropropyi
3-((R)--22-di1iuoro-1-7nethylethyl)-phenyl 1395,
......................................................
.......................................
3-iluoroprorfyl 3-(2,2,2-trifirroro- 1
-rnethylethyD-ptienyl 1396, 3-11u oropropyl 3-(( 8
)-2,2,2-trifit:pro-l-metyleth y)-pheny: Mi*T.------
'Ec-776p-}(3-p3:1--------
--:((R):f,T1-fritkiii6:f:rTieTihsAETfFA:73He-rTcf
-------- I 398, 34u Of opropy: 3-(2-flu ore- I -II
ooromethyleth yi)-phe nyl 1399. 0-f
hioropropy:,3--ki-rtifiuorornatily-2,2-tiriluororitily
!)-phenyi 1400,  . 3-tioropropyi341,1 -thmeth
y1-2-fluoreeth yi)-phensl 1401.
3-throropropy,-methoxyphenyi '71402, 3-throropropyi
3-ethoxyphenyl 1403, 3-flu oropropyl 3-propoxyehenyl
1404, 34uoropropy: 3-isopippoxypheny 1405. 3-flu
oropropy:3butoxyphenyi 1408
a-luoropropyl3---Ouoromethoxyy-uheny 140/ ,
:34luoroproes4 3-(clifiuorome9ioxy)-phenyl
\VO7.5,M7[11$399PCT.' EP20071053m-} 7$ No.R ' 



Ar 1408.3-fluoropropyI 3-(trifluoromethoxy)-phenyi
1409,3-fluoropropy: '-Al oroethoxy)--pnenyi
1410.3-fluoropropy: 3-4,2.2 -ci ituomethoxy}-pheny
1411.Au Of opropy: 3c212,241:10oroethoxyl-phenyi
14123-9ooropropy, 3-(1,1,2,24etrafluoroethoxy)-phenyi
1413,3-11u oropropyi 3-cyclopropyphenyl 1414,
311uoropropyi 3 -cyciobo tylphen yl 1415. . RI
oropropy: 3-cydo peaty ph enyi 1416. 3-fluorupropy:
3-(2,2-clifiuorocyclopropy4-phe.ny 1417.
3-tluoropropy: ',.R trintluoropnenyl 1418.
341uoropropyi 3rbrom3-2-iluorophenyi 1419,
341i.loropropyi 2-bromo-3-1u oroph en s.4 1420. 3-410
ore p, opy 3-bromo-2,5-d hi uoroph eny: 1421, ,
-thloropropy: 5-bromo-2,4 A ifluoroph eny: 1422. Mu or
opropy: 3-bromo-2,4-d II uoroph eny 1423. 3-flowoprop0
4-chloro-34trifluorometh yrkphe fly 1424.
3-tkioropropyl 2-oh foro-6-(trifluorome.thy: yphenyi
1425, 3-quoropropy1 241uoro-6-0110ocornethyr-pheny
1426, 3-31u oropropyi
4410oro--3-(intluorom3thy)--phenyi 1427,
,:.:,fluoropropyi ctriluoropropy:
341uoro-5-(trifiuoromethyOthenyi
4-bron13-:ritraluororne.thyrrpnerly: 1429, 3-ft
oropropyi 3-bromo-5-(tfifiuoromethyl)-phenyi 



1430. 3-fluoropropy: 2-4>yorno-5- (VII
uovornethyll-pneny 1431. )-fluoropropyi
5-bromo-2-methoxyphenyl 1432, 341uoropropyi
3-brorrio-4-mellioxyphenyl 1433,
......................................................
............................................ 3-9u row
orfyl 2-fluot-3-3-isopropylOeny1 1434, 3-11uoropropy:
4-fluoro-3-isopropylphonyi 1436:----
-34iliiio-pTi:(3-pV--- 3:(1417:St-iiii:rnii.,:layTei:
ircf:plieTifi------------------ 1436, Mu Of opropy:
3-(2-hydroxy.-2-methy:propyi)-pheny 1437.
0-fiiioropropy:,:$--acetyiphe.nyi 1438,  .
3-tioropropyi0-3 cetyiarn flo ph eny: 1439
3-4iuoropropy3-ca rbaxyph eny: '71440, 3-flu oropropyi
3-cyanopheny; 1441, 3-fluoropropyl 3-nitrophenyl 1449,
3419 oropropy: 34iytimxyptierly 1443. 3419
oropropy:3-(0-benzytyphenyl 1444. 3iluoropropylI
:.--(.2-rnethoxyeinoxy)---pheny 1443, 341u oroprops4
5-(C FirN (CH3)-)-pn en yl
\VO7,5491,11.$399PCPEP2047105w 74 No.f-k ' Ar
1446.3-nuoropropy:I 3NH-CO-NH;)--phenyi
1447,3-fluoropropy1 3--(rnetnyisuitanyiypnenyi
1448.3-flu oropropyi
:"i--(fiporornothylsolippylyphenyi 1449.ci-fiu Of
opropyi :3-4dtieromethyisullanyi)--pnenyi
14503i-fiociropropy: 3-0ritio oromethyisuitan yi)--p
hen yl 1461,32Iuorepropyi 



3-(rnothyisuifonyi)-phonyi 1452, ailluoropropyi 3 -ON
-rnethoxy-N-n-liMhyt-arnino)--pneny 1453 .uoropropyi
3-(-nethoxyarnino)-phenyi 1454. 3-fie orupropyi
3--(ethoxya7n inp)-pheriyi 1455. 3-11u oropropyi
'..i-4N-mathylaminooxy.)-phenyl 1456 3-41uoropropyi
'N,N--Pirriethyiarninooxy)-phenyi 1457, 341uoropropy1
8-ozetidin-1-yiypheriyi 1458. :3--flu ore p. opy
:7-(2-methylazetidiri--1 -yi.)-01- nyf . 1459 ,
-thloropropy: 8-1,(Sy2-mot hyiazetici in -1-y0--phen
yl 1460, 34u or opropyi 3-1,(R)--2-imetIrylazetidi
n-111)-ip Oen yl 1461. 3-fluoi-opropyi
3--(3-illuoroaaptidio-111)-phory 1462. 0--looropropy1
:3-42,2-d ifitioroazetid i n- 1--Athenyi 1463,
3-0uoropropy1 3-(3-methoxyazetidin--111}--phenyi 1464,
."..i--iluoropropyi 3 -(3-hyd roxyazetidin-
1-10-phenyi 1465 C'rflUoropropyi
-(pyrrohdm-1-y1)--phenyi 1460. 2$41uorepropyi
3-(pyrroiidin-2-yi. phenyi 1467, 3-flooropropyi 3-i;(5
Ypyrroiid in-2-y lyphonyl 1468. 3-tiu oropropyi
3-((R)--pyrrolidin-2-y1)--phenyl I 469. )-flueropropyi
a-Coy:Talk-I in---3-y1)-oheit.ii 1470, 34kioropropyi 



8-0 )-pyrroiid in-3-yi }then yl 1471 ,
......................................................
..........................................
3--ileoropropyi 3-C. Rypyrroktn-3-16--p hen yi 1472 2,
341u oropropy: 3-(pyrrolid. in -1 11)--5-(trifiu
orosnothyl)- phenyl Tila-------------
-34ia77,31)-}(3-p-'4--------------------
--5i:p-s7:767:11aiii4li:1-6,--iii-o--->/:-
y-plieT61--------------------------------- 1474, 34u
Of opropyi 3--(pyrfolidin-1-yi4-rnetlioxyprienyi 1475.
o-iflooropropyi77--( pyrroiklin-1-y1)-2,4-dilitioroph
enyi 1476  . 3-tioropropyi--(pyrrolid in--1-yly2,4--d
ff Itmro ph eny:  34Iuoropropyi2-fiuoropyrrol id i
n-1-10--phenyi 1478, 3-fhioropropyi 3-flu oropropyl
3-(S)-2-fluoropyrrolidin -1-y0-phenyl
34,(R)---2--fluoropyrrolidin-l-yi. phenyl 1480,
3-thioropropy: 3--(34uoropyrroildin-1l1)-phonyl 1481.
3-flu Drop:ropy:3--WS)--3-11peropyrroiidin-1
-y1}phenyi -- 3-Iiioropropyial (k i.--,
(--fluoropyritiiii in--1 III-phenyl 1463,
:34luoroprops4 3-(2,2-d ifiuoropyrel la tri-1-yi
-pile.ny \VO7.5,M7[11$399PC'PEP208;7105w No.R ' Ar
1484.34;3:orepropy;3-1,3,3-d illuoropyrroi id in-1-0).
phenyl 1485,3-fluoropropy: ' -(2-niethy; pyrroiid in-1
-0-phe ny: 1486.3-flu oropropyi ;3-0 )-2-mo
thylpyrralid in-1-3/1}- pen y: 1461.Au Of opropy; 5.-;
; (R)-2-mettiyi pyrro id i n -1-y0-phen y
1488.3-11uoroprop0 3-(3-methyl pyrrolid in-tip-Ole ny;
1489.3-11uoropropyi 9--((81,3-methyl pyrroiid in
-1-3/0-phony; 1490. 5-fluoropropyi 3 -(;R)-3 -methyl
pyrraid in-1 -0)-phen yl 1491, .;.; oropropy:
3-(1-methyl pyrroiid in-2- :1)-pheny: 1499.
3-fluprop:ropy:
3-((53-1-rneihylpyrroiklin-2-0)--pheny: 



1493. 3-11uoropropy:
8-1(k)1-methylpyrro:K7n-2---yli-phenyi 1494.
3-11uoropropyi 5-41-methyl pyrrokim-3-03-phen0 1495.
341uoroprop0 5-(18+147:641:0pyrrohd:n-3-01-pheny;
1496. 8-flu ore p. pry k(R3:-1 -methyl pyrrolid i
n-3-03-phen 0 1497, , -thloropropy:
8-(2,2-dimeitiylpyrroiidin -110-pheny 1495. 34u or
opropy: 3-(3,3-dimethylpyrroi:thn-1-01-phenyi 1499.
3-floo3opropy; 3-(2.4riflupmmet1ylpwrolid in
-1-ylyphenyi 1500. 845.1oropropy: -QS }-2-Inti
uoromethy;pyrrol id in-1-0-phe nyl 1601.
3-11uoropropyi 3-(cR1-2-trifi uoromety:pyrrol id i
n-1-01-phenyi 1502. 8-1luoropropyi 3 -(3- trOluorometh
ylpyrroki in-1 -01)-phen 0 1505. 5-flu oropropy: -((S)
34nt uorometnppyrroli0m-ilik-pnenyi 1504. :rib
oropropy; 3-((R3-34811 uorometh 0pyrrol;:-.: in-1
-01-phenyl 1505, 3-flooropropy: 3-(2-oxopyrrol id I
n-1 -yk)-phenyl 1506. 3-11u oropropy; 3-(2-oxo-oxazo;
id in -3-0)-pnenyi 07. )-fluompropy: 5-(piperid1:7-1
-0)--phe.ny; 1508. 348uoropropyi 8-(2-7ne thy:pi
peridi n-1-0)-phenyi 1509,
......................................................
..........................................
3-11uoropropy: 34:6)-2-mitithyl pi peridi n-':
-0)-Ww..)nyi 1510, 3-flu oropropy: 3-(:3R342-3-nothyl
pi pe rid in-110-0750 151I1-----
-34iiii-77,31)-}(3-p3I-------------
3-41c,:ihio-R77747EfrickirT170):::p-h-eTy-f-----------
----------------------------- 1512, 



34:30f opropy: 3-1,(5)-241uotopipendip-1-03-phenyl
1513. 0-fiiioropropy:,3-; (R1-2-5 uorop:pendir:-'1
-01-pneny: 1514.  . 3-tioropropyi"' '2
9-difluoropiperidin-1-0-phen0 1515. 3-4iuoropropy;
-(piperaz;n-1-0)-phony; '71516, 3415oropropyi 3-(4-me
Ihyl pi perazin-1-0-phen0 1517, 3-flu oropropyl
3-071orpho1in--4-0)-phenyi 1518, 84luoropropy:
3.-(rnorpholin-4-01-5-(trifiuprornothy0-pneriyi 1519.
3-fluoropropy:5-(mo tpholin-,4-01-2-47tethc:xyph ony:
0 34::Joropropyl5-(morphol;n--411},4-methpxyphenyi
1521. 54iu oropropyi 0.-0-7;
orpholin-4-0)-2,4-fir8uoropnenyi WO 7.5,W7:1 1$399PCP
EP2007,05w 76 No.R' Ar 1522'...),-fiu rep:ropy:I
3-(morpholin-4-0)-Z4-1711thiomphenyi
1523.aMtloropropy: 3-(Infornorpholln-4-yri-pheny:
1524.3-flu oropropyl 3-4,1
-oxo-thornorpho!in-4-0)-pheriyi 1525.o-fiu Of Opropy:
:s-c1,1-dioxo-thlomorphotin-4-yft-pnerlyi
152534ocimpropy, 3-(pyrrok1-y!)-phkmy: 1527.341u
oropropyi 3-(pyrrol-2-11)-phorty: 1528, 2-iluoropropyi
3 -(1,'yrro4 2--y1)--pherny; 1529, ' fkoropropy:
3-(1-methylpyrroi-2-0171-7e7w1 1530, 3-fluorupropy:
34,14710/y1 pyrrIA-3-yrfrphenyi 1531 341u oropropy:
3-4RJ ran-21411* m yl 1532. 341uoropropyi 3-4;
uran-3-y!)--pherty: 1533, i-fluoropropyi
3-(thiophen-2-yi)--pheriy: 



1534. 3-flu ore p, Dry :7-(thiaphen-311hpheni:  ,
1Thoropropy: 3-(5-propyithien-2-yrfrpheny: 1536, 34u
or opropy: 34,pyrazoi-l-yii-pheny 1537. 3-flueqoprop.0
3--(pyrozoi-3-y1y-pheny 153$. 341.10ropropyl
:3-(pyrezrA-4-y1),--pherFs.4 1539, 3-41uoropropyi
3,(4-fasoropyrazol-1-y9-pne cry: 1540. 3-31u oropropyi
3-0 -me thyi -1H -pyrazo-4-y11-0enyi 1541. :Aft/
oropropy: 3-(1-etn y1-1 ri-pyrazoi-4-'>1)-phen yl
1542. ctriluoropropyi
3-(1-methy1-1H-pyrazek511)-pnenyi 1542, 3-ft oropropy:
3-fl H--itri id azo:-2-yI}-p heny 1544. 3-fluoropropy:
3-0midazol--1-A- phi:71y! 1545. )- flu oropropyi 341
-methyl i rnidazol-2-01-pheny: 1546, 341uoropropyi
3-(oxazok2-y1)-pherw: 1547,
......................................................
............................................ 341u row
orfyl 3-0x@zo14-y0-07eny; 1548, 341u oropropy:
3-(oxazo45.-A-phenyi 1550, 34u Of opropy:
34,:soxazof-4-y0-prienyi 1551.
0--fiiiprOplOpy:,11isoxazoi-5-yrt-pheny1 155'?  .
31li.:OrOprOpyi3-4131mzol--2-y1)-pheny 1553
341uoroprov04th iazol-4-0)--phervi '71554.
3-fluoropropyi 3-(th iazol-5-11)-phervi 



1555. 341u oropropyl 3-(2-methyith:azol-4-y!)-phertyl
1556, 3-fluoropropyl 3--(2-mettryithiazol-5-0)--phonyi
1557. 3-flu oropropyl3--([1,2,31-triaz51-1
-yry-phe,nyl 1558. )41ii0rOprOpyl.112,4j-ix:az:pH
-*phenyl 1559, :.-ilLioropropyi ,-41. i
,2"3,1-triazok2-A-phenyl \VO7.5,M7[11$399PCPEP2007105w
77 No.R' Ar 1560.a.nuoropropy:3-(4-0
,2,41-triazol-3-y1)-phonyi 15 1.3-fluoropropy:
32,41-triaze,14--,ghphenyl 1567,3-fluoropropy:
3--(2H-41,2,3Hriazol4-y0- hen y 1563.;ALI 01opropy:
3-(4 -rnethyfr4H-E1 ,2,41-Inazd-311)--prieny;
1564.3.-gooropropy: 3-(2-methy-2H41
,2,3Hriaz6-4-11)-pheny: 1565.3-11u oropropyi 3-(11
,3,41-madiazol--2-ylyp hen yi 1566. 8-11u oropropyi 3
-(5-methy: -[1,3,41-oxadiazol-2-10-pherly; 1567.
.koropropy: .Foxadiazok3-10-phenyi 1588. 3-fiu
orupropy: 3-(54nethy141:2,41-oxadiazol-31:)theny 1569.
3-tluoropropy: '..i---(i ' .2,41-oxadiazol-511)--p hem
yl 1570. 341uoropropyi .:::,31-exadiazoi-4-y!)-p hen
yl 1571. 341u oropropyi .7,- i :
,4.,3,1-exadiazok5-y1}-p hen yl 1572. :1-i-flu ore p.
Dry 3-(0 2,314Thaliazol-411)-phenyl  , -thloropropy:
3-(1H-tatrazo:-511}-p hen yi 1574, Mu or opropy:
3-(tetrazoi-1-7/1)-phenyi 1575. 3-flowoproi70
3-(2-methy1-2H-tetrazo1-5-y1)-pheny 



1576- 84h.loropropyl
:3-(1-roothy}-1H-tetrazol-5-y1)theny; 1577,
3-liuoropropy1 3-tuovan-3-7frphenyi 1578, 8-31u
oropropyi 3 -(pyria--2 -yq-phenyl 1579. 9,
cs-fluoropropy: -0-.5,31; ypheny 1580. :rib oropropy:
3-(pyrio-4typhen0 1581, 3-ft oropropy:
3-(pyrimidin-2-A-phenyi 1587. 3-fluoropropy:
3-(2-rnetnyipyrirn!d!o-4-A-phenyl 1583. )-fiu CAW:toy:
:;---(pyri midi n---4- ylt-phen yi 1584, 341uoropropyi
3420 midi n-5-,A)--phenyl 1585, 3-ilu row orm
5-broolopyrd;r1-3-y: 1:786. 3-11uoropropy:
3-bromo-2-chloropyr;d:n-611 1588 34u Of opropy:
6-methylpyridin-2-y1 1589. 0-fiiiprOpt.,or4-k
triflooromethyOtyn di n-L.-y 1590,  . 3-Th.:
oropropyii-arifluoromethy:).-pyfi di ri-2-,,,,1 1591,
3-fiuoropropya-Orifluommethyi,-pyri di ri-3-yi 1592,
3-fluoropropyi 5-(pyrrolidin-1-0)-pyridin-3-y1 1593,
3oropropyl 3-(pyrrolid in-111 R-oh:oropyriciln-5-11
1594. a-flu oropropy:
3-(rnorpholin-4--y1)-2-chloropyddin-51 1595. 341u
oropropy:2--(mo tpholl i7-41{)--pw id in--5-yi 1596.
34uoropropyl2-phenoxypyridin-5-yi 1597, :341u
oropropyi 



2,34.fichbropheny  WO 7.5,W7:1 1$399PCVEP20071053g67
7$: No. R ' Ar 1608. 1599, 3-fluoropropy
3-fluoropropy: I2,8-dich:orophEmy 3,5-thchbmph eny
1600, 3-flu oropropy: 8-oilloro-4-f1uoroprieny
1601.o-liu Of opropy: 4-bromo:e.... cf,..--d :thiorooh
env! ,. 1602.3-8uoropropy,
3-bromo-44triquoromethoxy)p0enyi 1603,3-11u oropropyi
3,5-dbromo-4--(2 Mu oroethoxy),,p0e ny; 1604, 3-11u
oropropyi 2 ,!,:i-dnetb yi ph eriy 1605, ' fkoropropy:
ri-OTifiworomethyp-phenyi 1606, 3-fluorupropy:
3,5-dkilifiuorornethy0-phenyi 1607. 3 Mu oropropy:
2,-thrnethoxyphenyl I608. 341uoropropyi
2-methoxy-5-metbylpheny 1609. i--fii.loropropy,;
2-rnethoxy-5-W1 itiorofnetnyi j-pheny 1610. 3-flu ore
p, opy 4-fluoro-3-(Oxazol-4111-pheny: 1611, ,
-thloropropy: Mien-2-11 1612, 34u or opropy: thien-311
1613. 3-flowoprop.0 3-chlorothien-Z.y; 1614.
3-41.1oropropyl 4-ohlorothien2-y; 1615. 3-8uoropropy1 



8-chiorothien--2-y: 1616, 3-31u oropropyi 3 -bromot h
:::11 -211 1617, cs-fluoropropy:i 4-bromothen-211
1616. :Au oropropy: 5-bromothien-2-yl 1819. 3-ft
oropropy: 4,5-dichbrothien-2-0 1620. 3-fluoropropy:
4,5-thbromothion  )- flu ompropy:
4-bromo--!5-chlorotbien--2-y 1622. 34luoropropyi
3-bromo-5-cMorotbien-2-y 1623.
......................................................
............................................. 3-8u row
Qv!: 5-rnethyn len-2-0 1624, 3-flu oropropy:
6-othyThien-211 1626, 34u Of opropy:
54rifiuoromethyilhierfr2ll 1627.
o-fiUoropropy:5-phonylthierker0 1628.  .
3-tioropropyiH pyrid-2--yr)-thien-2-y1 1629.
3-8uoropropyt),-(ohenyftnilfonyihiNen-2--yi -ti 630,
341uoropropyi 4 -(phenysul ion yi)-(Hen-2-11 1631.
3-flu oropropyl -1,py'Ly:sulfony0-111:en-2-y 1639,
3-flu oropropy: 5--(3-chro-5-trifluo
ro-pyric3-2-yisuife nyrkth ie n-2- Yi 1633. 3-8u ;wow
orf>1 5-(benice0 arn i no methy0.-thien-2-y 1634.
3-ilu oropropy
b-k(4-chlorobenzoy1)aminomethyi)--tn:en-2-y
\VC-2?00,11$399 PCIPEP2oi7io53K4)7 



No R  ,Act 1635, 3-flooresoropy:
5-(acetyhminornethyl)-4hisn-2--y:  tIOrOprOpy,,
1637. .3.-fluorOpropyi  5-4,pyrazoi-3.-y1)-thion-2-yi
1638. 3-liuoropropyl  5(pyrazoi4-y1)-thien.-2-yi 1639.
3.-fiooropropy:  0-(pyrazoi-5.-A-thien-2-yi 1640.
3-Iiooropropyi  b--(4-,3uoropyrazol-1-yi.frthen-2--y
1641. 341uoroproyi  k1 -methy:
-5.4rthuorometnykHt-pyrazoI-3.- 1642. 3-fluoropropy
54,1 -rotathy1-3-ffifiuoromethy141razd-.5.-yres,
;hien-2,11 1643. 34koropropyi
5-(4-oarbbri.-1-methyl.,5-n:lathylthio41 Hp,p'azot-,
1644. Atioroprovyi :-.-(4-aminornethyI -met
hy1-5-tile.thOth;o-(111   pyrazoi--3-y1)-thien.-2-y1
1645, 3-flooropro ?yi   1646, 3.-flooropropyi
Siiso.x.azot.-4-ylythEion-211 1647 3-41u oropropyi 



5-050xszoi-5.-ylythien22-yi 1648. 3-fluoroprop0
)-(5ttrifitioromethyi3stlx-azo1- 1649. 3-iluoropropy
5.-(oxazo1-2-y0-tOn-24 1660. 6..fluoropropi4  5,-2..y
1651. 3-flu oropror  5-(oxazot-5-yi    ...........
1653, 34u Of opropy:   1654. 34100ropropyi
5..(80t.OW:ol--3.-y;)4Nen--2-y! 1b55. 3-tioroprop4
6.-.(isotthazol-4.1;)-tmen...211 1 656 4-4luoropropy
0.-Uriotnicv.ol--5-A-tmen.-2--yi I 657. 341:i
oropropyi
5-(.5..trifluoromethylisothiazok3-04.hien-2--y1 1856.
:riluoropropy:  5.--(thozo17.2-0. thien-2-),: 1659,
3-flooropropy:  5-(th iazol-411)--th io0.-2-y 1660.
341u oropropy:  5--(thiazol--5-yiythie-2.-'.0  )-Ai
proprOpyl I .::.,--(2,..n1ethylINaZol.--4--y1)--th
iprit2li 1662, 341u oropropyi 5.42-methyRhaza-5.-Lyi
thieo-2-yi 1663. 



3-11u oropf opyi 0- I
,2,31-oxadiazok4-y1).-thie.n-2-yi I 664, 3-Mooropropy:
5  1 "th:cadia74-4-y1)..thien-2-11 1666, 3-fiu or
op.ropy:  5-(pyriii-4-yiHNen-2-yi 1667. 34ooropropyl
5-(pyrin-5.-y1)4Non--2-yi 1668 Akioropropyi I 7i
E2-3-netnyitNopyrimidin-4.34).-thien-211  WO
7.5,M7[11$399PCP EP2007,,05w 80 No.R' Ar
1669.3-nuoropropy:I 5-GI  3-fluoropropy: 3.(M
c114.11oxolan-2-0.-Thien-211 thion...2-y 1671,3-flu
oropropy: 5-4,(3-oh lolo-bREnt loommetnyft-pyri di
n-2-y1)-- meth yl Hhien-.2.-y: 1072,311uoropropyi
5[3.-chloco-5-(thfluoromethyiyoynd-2yisultony:1
thier62-yi 3-flu oropropy 2.-thiorothi9n-31:
1674.34hloroprop.0 4-thlorothien-31;
lETS.341uoropropyi 5-chloronlien-&y; 1676,341u
oropropyl 2-bromothial-311 1677.3-Mu oropropy:
4-bromothian3-yi 1678,34u or opropy: 5-bf moth:en-311
1679.3..fiki or opropy: 2,5-clicNonilthier63-yi 1680.
3.21Woropropy 2,5thbromothien-3.-11 -1-681.    3-fiu
oroprop'yl 2,4 ,5-trich orothien--3-y 1682, 3-41u
proof opyi 4-bromo-2,5-dichlorothien-3-yi 1683. 



:Au oropropy: 2-chloro-o-me,thylsuTonyltimeNali 1684,
3-flooropropy: 2,541methy4thion-3-y: 1685.
341uoropropyl 4-h yriroxyth ien-3-yi 1686. uoropropy:
2-p enylit iOn -311 1687 3-41uoropropy:
4-phenyU-5-(trofluoromethy1)-thion--;ryi 1688. 3-fiu
oropropy 2-rnethoxycarbon y14-phenyl-5-0Tillu
oromeThyri-   111 ie rk3-y1 1689, 34uoropropy:borne.
bithiophen-c -yi 1690 . 3-41u oropropyiben zofbith
lophen-3-yi 1691. 3-fiu
oropropy3-rnethykbenzotblthiopherfr2-yi 1697, 3-11u
oropiopy5-rnethykbenzotbilhi01Therl-2-y1 1693, 341u
oropropyl 0-flu oro-0-methyi-benzoN th iophen-2y
-1694,---
34iiiiirl-Fii%71---------------------1:caTio-ibTS4HelF
;T:6626-fafirliii-p-Ti-el-------------------- 1695,
34k Of opropy:
5-brorrio-3.-meth*benzolb]thiophk.?0-211 1696.
2410on..pothy 3-metylpheny1 1697 2-luoroetny: 3-e.thy
ph enyi 1698. 2-fluoroothyi 3 -propyi ph eny: 1699.
2-113oroethy: 3-isopropylphen yl 1700. 2-flu oroethy;
3.-seerbutylphenyl 1701, 2.410ofoothy:31e rt-butyl pi
eri0 1702. 241 uoroothy:3-isobutyiphonyi ..1 24/u
oroethy:3--(1 , I -31f/18 di yl propy9-phe ny: WO
.10971 1$399PCPEP2007,,o5w 



No.R' Ar 1704.2-flu ore.i.ethy: 1705,?-fluoroe.thy:
13-vinyiphenyi 3-mopropenylpheny 1706.k.-fluoroothy:
:.34itioroph on yi 1701.2-flu eroethy:
1708.2-floomethyi 3-chloroprierly; 3-brornophenyl
1709.2-11u oroothyi 3-iturie,,,h-r- 1710,
2-fluoroethy: 3 -(fluoromethyOph ony: 1711, el flu
oroethy: 3-(difluoromethvi)pheriy1 1712" 2-1u oruethy:
3-(tri flu erornethyi)phenyi 1713. 2-luometny:
.,5-b:s(Influorornethylipheriyi 1714. Iluoroetny
,.::flu oroethyitpheny 1715, 241i.loroe1ny
3-((S)-1-11uoroetny1)-phen'y1 1716. 2-flu oroethy:
-1-fluor09thyl.,1-pheny 1717, 2-Thoroethy:
3-1,2-flooroethy1)-pherty: 1718, 24u oroethy:
3-,14,11fluoroethyp-phenyi 1719. 2-flo pro& h,?.,4
3-(2,2-diflumethyt)-phenyi 1720. 2-10oroet.h,li
3-(2,2,241flu roe th y1)-pheriy; 1721, 2-quoroetny
3-(34aroropropy0-pheny1 1722. 2-31u meth yi 3 -(2-fiu
oropmpyi)-pho nyi 1123. 2-flu oroetrty.:
3-((S)-2-fluoropropy1k-pneny: 1724. 2-flu oroetnyi
3-((R,2-11uoroprooyphenyi 



1725, 2-flo molly: 3-(3,3-diffuoropropy0-phenyl 1726.
2-flooroethy: 3-(3,3,3-triBuoropropylipheny1 I in? , ,
4, . flu methyl 3-(1 -flu oro-1 -rnethylethyl)--p he.n
yl 1728, 24iu oroethyi 3-(2-ft oro-l-rneOwieth y1}-p
hen yl 1729, 2-tiu oroethy;
3-C.S)-2-nuoro-l-ror4h,yethyl)-phenyi 1730, 2-flu
oroethy: 3-( R;,-2-fluoro-l-rnethylethyl)-phe nyi
TitSf.-----  -f-CiCii;ei-q-ii-------------------------
1732, 24UMethy: 3'S;-22-dic]uoro-i-methy?ethy)-pheny
1733. 2-:U0R1etly:,;
$-'(R)-2,2-thfluoro-l-rnethyierhyl)-phenyi 1734
2-floomethy:"' (2 r,ifluoro-l-methylethyl)-phenyi
1735, 2-fiuoroethy,2,2-trifluoro-l-methylethyi)-Phen
'71736, 241u oroethy:
3-(M)-2,2,2-trifluoro-l-methylE4hyl).-pheny 1737,
2-flu oroeths4 3-k2-5uom-1-41uorornethysthyD-phenyl
1738, Mu oroothy:
3-(1-difluoromothyl-2,2-difluoroethyl)-phonyi 1739.
2-fluovorithy:3--(1,1-dimethy1-2-floorootr71)-phcu
1740. 'LAU oroetri?,43-methoxyphe.ny I 1741.
241uoroalny 3-ethoxyphe.nyl
'WO-2097,11$399PCPEP2007105w 82 NoR' Ar
1742.uoh:lathy:I 3-propoxypherryl 1743":!-fluoroe.thy:
3-4soproporyphenyi 1744.2-flu oroethy:
:ti-butoxyphenyi 1745.2--fluoroethy:
t7-thuoromethoxy)-phenyi 



1746.2-floomethyi 3-(dilluoromethoxy)-phenyl 1747.241u
oroethyi 3-(trifluommethorfrpmenyl 1748. 2-11uoroethy:
3 -(24W oroethoxyypne nyl 1749. el flu orcethy: ,
-(2,2-difiuomethoxy)-pherty: 1750, 2-1u methy:
3-(2,224fluoroet1ioxy)4pheny 1751 2-tiu omethy:
:31,2,2-tetratuoroethoxy)-phe.nyl 1752. 2fluoroethy
U-cyci:opropyOttf.tnyl 1753, 241ticuroetny :7444c:ono
tyiphen yi 1754, 2-flu omethy: :"-cycinpentyl ph c 7s4
1755, 2-tluoroethy: 3-(2,2-difiharectyclopropy:)-pheny
1756. 24u welly: 3,4-thf1uorophenyi 1757. 2-fittoroetW
3-brom0-24ittocophenyi 1756. 2-41tioroethYi
2-bmino-34uorophonyl 1759, 2-litioroetny
3-bromo-2,5-drkluoropheny 1760. 2-31u meth yi 5
-bromo-2 A-c,1;t1 uuroph erty 1761. 2-fluorostrty:
3-bromo-2,4-drrluoropheny 1762. 62. 2-flu ometnyi
4-chloro4-(Thiluorcrnethy0-pheny: 1763. 2-flooroethy:
2-eh loro-5-(bi fluor rnethyi)-phe hy: 1764. Mu
oroethy: 2-fluoro--5--(thfluaromethyOthenyi 1765
fluoroethy: 441u ora-3-(trifi uhrorms..thyh-phenyl 



1766, 24luoroettlyi 3-fluoro-5-(Utfluorometthy)-pheny
1767.
......................................................
............................................
2-iluoroethy; 4-bromo-341rffluoromethyp-pheny: 1708,
2-flu ortt}ethy 3-bromo-541rtfluoromethyi yphenyi 1769
' -flu methy: 2-bromo,5-ithfiummethyi)-pheny! 1770.
24u methy: 5-bromo-24methoxyphenyl 1771.
24iiipmethy:3-bitmo44nellioxyphenyi 1772,
2-Thtomethy:Mu oro-3-isompyl 0 en yi 1773.
2-fitioroethy4-flu ah7-3-isopropyl phenyl 1774. 241u
oroothy: 3-0 -hydroxy- I -metirylethyl)-phenyi 1775.
2-flu oroethy: 3-(2-hydmy-2-rnet3v1propy)hpheny 1775,
2-flu oroethy: 3--aceiyiphenyi 1777. MtiOrOethy:73-a
cetyiain inoph eny: 1778.
'2.-titioroetnya-carboxyphony: 1779, 241uoroalny
3-Gyariopheny 'WO-itg7.11$399PCP EP2007,,05w 83 No.R'
Ar 1780.2flumethy:3-n itrophen yl 1781.?-fluoroe.thy:
3- yoroxyph em y1 1789,k.-flueroethy:
:...i--(0-benzy{)-phenyl 1783.2--flumethy:
:5t4-rnethoxyetnorty)-pheriy1 1784.a-fioomethyi
3-(CH2-N(CH)-phenyl 1785.2-11umethyi
3-(N1-1-CO-Nt12)-pheny1 1786, 2-flu oreethy: 3 -Oil
ethysultan yiypne nyl 1787 el flu oroethy:
3-(fluoromethyltsuiranyptheny1 



1788. 2-flumethy: 3-0i8uorontethyisulranyQ-cheny4 1789
2-Itiomethy: ..i-Onflu ornme.thylsuffan yI)-- p hen yl
1790. 2fluoethy 8-otethysulfony1)--phenyl 1791.
241tioroethy t:,-(N-rtt eth oxy-N-rheth ykant;no)-phen
y1 1792. 24lu oroethy: :,-(ttnethoxpmino)-phonyl  793.
81715tKoxyamino)-pheni 1794, 74umethy:
3-(.N-methy1arnincoxy)-phenyi 1795. 2-Mt oroet hy'
3-(N ,N-dirnethylairtinoexy1-ph eny1 17915.
2-fluereethy1 8-(szetitlin-111)-pheny1 1797.
2-8uoreethy1 3-(2-chethylazetirt in-1 -yrhpheny 1798.
2-iluoreethyi 3 -(CS)-2-melhylazehd m -1-/y1)-phony1
1799, 2-flu oreethy: -
(R)--2-rnethyliazetd:n-1-y1)-pnenyi 1800. 2-flu
oreetnyi 3i3-taloroazetnthn-l-yi)-prienyi 1801,
2-fluoroethy: 3-(2,2-dituorea2tetidin-110-pheny1 1807.
2-flu eroethy: 3-(3-methoxyazetdin-1-0)-pheny:
flueroethy: 3--(3-hydroxyazetidin-1-1M-phenyl 1804.
24iu oruethyi 3-(pyrroiidin-l-y1)-phen4 1805. 2-8u
oroethy; 3-(pwroWlin-2-y1)-pbeny1 1806, 2-flu oroethy:
3-((8)-pyrrokin-211)-phenyl 1807. 



' -flumethy: -(t ,1-pyrre '&1-2-y11-phenyl 1808,
24umethy: 3--(pyrf lid in-3-y1)-ptieny 1809.
2uhimethy:,,$-t (b)-pyrrow in -3-yLkphehyi 1810.
2-Thtoroethy:3-URy-pyrroktin-311)--p hen yl 1811.
2-fitioroethy3-(pyrroMin-l-y1)-5-(trifluoront3thy1)-ph
enyl 1812. 2-flu oroethy:
-(pyirolidin-1-0)-2-methoxyphenyi 1813. 2-flu oroethy:
3-(pyrrolidin-118-4-methoxyphenyi 1814, 2-flu oroothy:
5--(pyrrolid in-111)-2,4-d ifluoroph ony: 1815.
2-flumethy:3-(pyrt did in-1-y1)-2,4 -d ifluoroph eny:
1818. ?AU oroetri?,4I :.-12,-;.1u oropyrro1id in-1
-y0-pnenyl 1817. 241u oruethy1 8-0)-2-8uoropyrwi3o3
-1- y1)-phenyi VVO 7.5,097[} 1 $399PCP EP2007,,05w 84
No.R ' Ar 1818.2.-flu meths.,:3-0 )--2 -fl uompyrrolid
in-1 --y1).-phen.sfl 1819,2-fluoroe.thy:
-.-(3-t1horopyrrolidin--11)---phenyi 1820,2-flu
proethy:
--g,(1.3)--3-flupron,?,,Trceirtin-1--y1)--phonyi
1821.2-fluoroethy: 5-t(Ry3-fluoropygoldm--1-0-pheny
.2.--fluoroothyi 3-(2,2411fieceopyrrol id
in-1--yi)--phe m.4 1823,2--11uoroothyi
30,3-flifkiprOPYETedidin--1-yiyphony 1824,
2-11uoroethy: 3 -(2-methylpyrroiidin--1 -yi)- pileny
1825, 9 flu ornothy: 4,(51-2-methyl eyrroiid in-1
-y1:--pheny: '820 2-1u oruethy:
3--((R1--2-4nethylpyrroidn-1--. I: phenyl I&
2-titiomethy: ;Ha-methyl pyrroid m -1 --0.--pheny:
1828 Iluoroetny ti-3-melhypyrradri-1-0--pheny 1829, 



241eorue1hy
;::,...((R)...o-rnethylpyrroidln-l-yll--phenyi 1830.
2-flu met:1y: 3-(1- methyl pyrmiid in.-2-yi)-phe ny:
1831, 241u oroethy: 3-(1S.)--1-methyipseretidin--211.
phany: 1832. 9-flu welly: 3-(('R)--1-methylpyrro!id i
n--2-11)--p hen yl I 833. 2-Mt oroeth)4 3--(1 -methyl
pyr rolid in -3--ylypheriy: 1834. 2--fluotoethei
.--(,(S }.-1 --methyl pyrrolkl et.-311)-pheny; 1835,
2-41uoroetriy 34(R1-1-ntethyipymidin-311Yphenyl 1836,
2--iluoroothyi 3 -(2,2--duneth yl pyrroktm--1-20- Rho
nyi 1887, 2-fluorostrty: ,.nethylpyrro:: m-1--y0-pneny
1836. 2-fluometny: t ..,--influorornetrwipyrroi3n3n-':
-y0-pheityl 1830. 2-flu oroethy: --(15 i-2-trifi
uorornethy;pyroi id in-I-A-pi:en yi 1840. 2-flu
proethy: 3-..@:I:1--2--trill uorornothypyrrol id n.-1
-5/hi-phenyl 1841. 2.fluoroethyl
3434rifluorornothylpyrro:tdin-1-0.--phonyi 1842,
24luoruettlyi 34 (S)-340fluccomethypyrrol id in-1
-0--phe hyl 1843, 2--ileoroethy; 34; R1-3--trili
tiocornethy pyritia id i rE..1 _yo_phen yi
......................................................
............................................  1844,
2.-fluoroeths4 3-(2-axopyrrol id i n-1 -0-phenyl
18:45.-  -2-CiCFeTi;71--------- 1846. Mu methy:
3-(pipendin-1-y1Fpneny: 1847. 27:hi otoethy:,;
$--t11-mettlyi ni pooch n--1--0-pne ny 



1848. 2-11uoroethy:S--2-toethylpipendirel-y0--F.thenyi
1849,
2--fitioroethy-(CR)--24itethylpir,,eridet-1-14.1--phen
0 -ti 850, 241uoroethy: 3-(2-1u propiperid i n-1
-0-phen yl 1851. 2-flu oroeths4
3S)-2-fluoropipendin-1-0---phe.nyl 1859, 2-flu
oroothy: 3--((R)--241 uoro pi oendin.-111)--pheny:
1853. 2-flu
proethy:3--(2,2-difluoropipandin-111)-phenyl 1854.
'tt-tittoroetny34 pi pera zin---1-0--ohorrO 1555,
241uoroetny 5-(44nethyi pi pera2m-410-ohenyi 'WO
-2097.11$399PCPEP2007105w No.R' A7 1856.2-flumethy:I
3-(morpholin-4-0)-pneny1 1857,?-fluoroe.thy:
3-0-norpholtn-4-yi)-5-(trifiuommethy0- .he.nyi
1858,2-flu oroethy: 5-(morphohn-4-y1)-2-methoxyphorty:
1659.2-flu oroethy: 8.1rhorptiohn-4-y1S-meffioxyphenyi
1860.2.-florm7ethyi 5-(morpholi
n-4-yi)-2,4-difkorophenyi 1861.2-11u oroothyi
3thorpholin-4-0)-2,4-Offluorophenyi 1882, 211uoroothy:
3 -(th iornorpholi n-4--y)--pherty 1863 el flu
oroethy: 3-1,1-oxo4hiomorphoiin-4-yh-phertyl 1864 "
2-flu otuethy: 34,1,1 -c11
i0X0.-........torpholin-4-10-phenyl 1665. 241uomethy:
,Hpyrroi-1-11)-ph 1866. Ituoroetny
(2yrrol-2-ylitfteny: 1867, 241tioroo1ny
5-tpyrrol-3-ylypheny: 1888. 2-flu omethy: 3-0 -
:methyl pyrmi-2-y1)- phenyl 1869, 24Thoroethy: 



3-0 -methyl pyrroi-ti-yinthenyi 1870, 74u otoethy:
34,tutors-210-phenyl 1871. 2-fittoroethy 3410
ran-e-y!)--phe nyl 1 f32. 2-fltiotoothYi
:3-(thiophen-2-y1)-ptiony1 1871 2-Ituoroetriy 3-(th
iophen-3-yij-pheny: 1874, 2-iluoroothyi 3 -(5-ph);
.7y1thiert -211)-1.7herty 1875 2-fiUorostrty:
3-(pyrazorl--01-pheny u 2-flu oroethy:
3,-(pyrazoki-y).--pheny 1817, 2-flu oroethy:
3-(pyrazoi-4-y)phetty 1876. 2-flu oroethy:
3-(4--titloropyrazotip1 'fly 1879 fluoroethy: 341
-methy1-1H-pyrazoW-y0-phenyi 1880, 24luoroettlyi 8-(l
-eth y1-1 H-pyratto.1-4-y1)-phe7lyi 1881,
2-iluoroethy; 3-(1-metiT,4-1H-pyrazo-5-0)--phenyi
1882, 2-flu oroethy:
......................................................
......................................................
......................................................
......................... 3-0 ti-im id aza-2-11)-phon
1883 24uore-ethY: 34,:midazoi-l-y1)-pht,ny; 1884, 24u
otoethy: 3(1-mettryi imidazot-2- \d)-pheny: 1685.
2..1i:JOR1etly:,;1-'oxazoi--2.11)-ph7iny 1886,
2410oroethy:3-(oxazol-4-y1)-pheny 1881
2-fitioroethy3-(oxazot-6-y0-phenyi 1888, 2-fluoroothy:
3-(iso,Kazo1-3-0)-phenyi 1889, 2-flu oroethy: 



34,:soxazo1-4-0)-phenyl 1890, 24uoroothy:
3(,:soxtazol-5-y1)-phonyi 1891. MitiOrOetny:3--(th
iazei-2- y)- pheiV 16 'tt-titioroetnya-Olitazoi--411)-
phenyl 1893, 241uoroa1ny 3-Ohiazok5-y0-pheny:
\VO7.5,M7[11$399PCPEP2007105w 86 No.R' Ar
1894.2flumeths.,:3-(2-methy181;a770-4-y1)-phenyi
1895,2.-fluoroe.thy: ' --(2-tnethyllh:azo.i-5-yhthenyi
1896.2-flu methy: 3-4, 1,2,31-tnazt71-1-yry-phenyl I
897.2-flu oroothy: t7-ti1 ,2,41-thazol-1 -yry-pheny I
1898.2.-flum7ethyi 3-2,3,1-triazd-2-y)-phe.nyl
1899.2-11u oroethyi 3-0 ii-0,2,41-triazol-311)-phonyi
1900. 2-11uo3oot1y: 3- ' 1 ,2,41-thazol-4-y1)--phenyl
1901, el flu oroethy: 3-1,2H-f'
7.1-triazol-4-yi)-pheriyi 1909, 2-1u oruethy:
3-(4-toethy141-141,2,4 -triazo-3--yr7-pi-ieny 1903
2-titicytothy: '.4rnothyi--2H-11-4rEa7a)1-4-y0-pneny;
,23  ...  1904. "".-fluoroetny 3,41-exadiazoi-2-4)-p
hen yl 1905. 241tioroe1ny 3-(5-methyl-0
(3:41-oxracitaerd-2-y9-pheny 1906. 2-flu oroethy: 3-(
1 2,41-oxatthazo1-3-yrrphonyl 1907 241u oroethy:
3-0-rnethyl-f, 1 ,2,41-oxadiazol-3-yrt-pheny: 1908,
94u methy: 3-1,[1,2.41-ox,adiazd-5-y1)-phenyl 1909. 



2-fittoroeth)4 --.[1,2,31-oxadiazo1-4-yrt-PhenY1 1910.
2--fluotoothYi ,[1 ,23]...oxadiazok5tyrto hen yl 1911.
2-Ituoroetrisi 3-Q1,2,31-timadiazo--4.-y1}-p hen yl
1912. 2-8u meth yi 3-(l fl-totrazo-5-y1)-phonyi 1913.
2-fluorostrty: 3-(tetrazokill}theny: 1914. 2-flu
oroethy: 3-(2-thethy1-21-1-tetrazol-5-yi)-pherty:
1915, 2-flu oroethy: 3-(
-methy:-111-tetrazol-5-yi)-pheriy: 1915. 2-flu
oroethy: 734urazan-8--y;-phenyl 191'7. ,' flu methyl
;---(pyrit1,--24)---phertyl 1918. 240u0ruettlyi
3-(pyrid-3-y0-pheny 1919.
......................................................
............................................ 2-ily
oroethy; 3-(py7id-.41)-pheny 1920, 2-fluoroethy
3-(pyri midi n-2-0)-phonyt Mft -,----
-2-CiCF6i-6-'71-----------
3:(2:17-11e-IF4iFinTiFIii--4;Thk;
fre-rT*------------------------------------ 1922,
2-flu methy: 34,pyrimidin-4-y0-plienyi 1923. 27: hi
OtOehly:,3--k pyn midi n-5-Aphen yi 1924
2-Thtomethy:5-bromopylicifti-3-y1 1925.
2-fitioroothy3-brorno-2-chbropyddTh-5-y1 '71926. 241u
oroothy: 4-me thy lpyridi n -2-yi 192' 2-flu oroeths4
6-methyloyddin til yi 1928, 2-flu oroothy:
4-ftrifiuoromethy9-pyrit7iin-2-yi 1929. 2-flu
oroethy:6--(trifluorortethy:)--pyriclin-211 



530 ?AU oroett4:::---(thfluoromethyinwn 6 n-311 1931.
2-liu Gruel rty o-(pyrroidin-l-yly-pyndin-..)-y1
\VO7.5,M7[} $399PCPEP2007105w No.R ' Ar
1932.umethy:3-1,pyrrolidin-l-y1)-2-oh:oropyridin-5-y1
1933,2.-fluoroe.thy:
3-(-norpholtn-4-y4)-2-chloropyridin-5-y:
1934.2-flumethy: 2-(morphohn-4-y1}-pyhdin--5-yi
1935.2-fluoroothy: 2-phenoxypyridin-5-y:
19362.-floomethyi 2,3-dir7Notophetty 1937.241uoroethyi
2:5-dichbrophotty 1938. 2-fluoroothy: 3,5-dchbraphenyl
1939, 2 fluoroethy: 3-ohloro-44tutrophenyi 1940,
2-flumethy: 4-bromo-2,5-dohlo.rophe.nyi 1941.
2-titiomethy: ,3-brorno4-(tritluoromethoxy)phenyl
1942. 2fluoethy 5-dibrorno-4-t2$uoroethoxyr-phen.0
1943. 2488oroehty 2,5-dimetnylpheny 1944.
2-fluoroethy: 2,5-di-(trifItiorrimethy1)-phenyi 1945.
24Moroethy: 3,54kidfluoromethyD-phenyi 1946. 74umethy:
2,5-thmetbox,yphenyl 1947. 2-fittoroethy
2-mettiox.y-5-mathylpheny 194$. 2--fluotoothYi
2-miAttoxy-8-1,7:ifloorornethyl)-phitui 1 1949.
2-Ituoroethy 44uoro-3-(oxazol-4-y9-pratriy: 1950.
2-8uoroothyi thien-2-0 



1951. 2-fluoroethy: The.h-3-yi 1952. 2-fluoroetnyi
3-ollorothen-2-yi 1953. 2-fluoroethy:
4-chlorothien-2-1 1954. 2-fluoroethy:
5-ohlorothit'r-2--y 1955 2.fluoroethy:
3-bromothien-2-0 19,56. 240uoruettlyi 4-bromothien-2-0
1957. 2-Noroethy; 5-bromothiert-2-y1 1958,
2-8uoroethy: 4,5-t-kth:oro,thien-2-y1 1960. 24umethy:
4-bromo-5-chktrottien-21 1961.
24iiiotoothy:.3-btomo5-chihrothle.O-2-y 1963.
2-41:tomethy:5-roethylthien-2-y 1961
2-fitioroothy5-ethyithien-2-yi 1964. 2-fluoroothy:
5-propyithien-2-y: 1965.. 2-fluoroethy:
5-trilluommethyithien-2- 'I 1966, 24uoroothy:
5-phenylthion-2-y1 1967.
Miumethy:5--(pyritl-2--y0--then-2-y1 1968.
2tittoroett45.1phavsuiny1)-thon--211 1969. 241uoroahly
4-(piterrt,8suliorty}-tNe.n-L-yi  \VO7.5,M7[} $399PCP
EP2oirio53m-}7 No. R[ Ar 1970. 2-flu
meths.,:5-1,9yrid-2-y:sulfonyiSh:en-2-1: 1971
2.-fluoroethy: 



}--(S-chloro-S-trifluoro-pyrid-2-yisulforryl)-thien--2
-   Y 1972, 2-fluomet.hy 5-(benzoyi am i no
rnethy9-:Non-2y 197:3, 2-11uoroothy:F
5-(54-chlorobenzoyOarninornothyi)--tften-2--y: 1974.
'2-flu oroet hy:5,-(acetyla-ni nomethyl)-th /en --2-y:
1975, 2-Thorostity: 5-1,pyrazoi- I -yi )4 hie n-2-y1
.. 1976. 24loorotOyi 5-(pyrazoi-3-0)-thie n-211 977
2-11u orootny 5-41yrazoi-4-ylyt. ien-2.11 1978.
241uoroethv  1979, 2-flooroethy
5-(44uoropyrozol-1-yr).4hien,2-yi
......................................................
............................. .............. . 1980,
241u oroetIV 5-0
-methyi-5-trifklorc.zmethyl-(1H)--pyrazol-3--yf)--
thien-211 1981. 2-fhicavethy
5-(1-methyi-34rifluoromethyl-(1
H)-pyrazol-5-yryaiien-2-yi 19b2 2-fluoroetny:
5-(4-oarboxy-l-methy1-5-rnetylito-i.1H)-pyraz.ol-
3-11.)--thien-211 1983 2-fiuoroet.hy
5-(4-aminornethyi-1-methyl-5-methOth;o-(1H}-
pyrazoi-31-1)- thien-211 1984.------ -f:filic-io-eTi;
;;:-- --t'ctis7)-xTa'Hira:;TfRfiIe7i-T*-------- 1985 '
Au oroethy:5-(i soxazoi-4-0)--thie n-2-yi 1986.
2-flooftwAby:5spxazoi-5-,1,?--th!or1.-44-yi 1987.
2-110 Orpethy;5454rifitiOMMeinyi3SOX-a20-4-
q)-{hien-e:- I; 1988,
2--fluoroothyo,-(oxazol-2--y1)--thien-2-y 1989, 



2-fluoroethyi6 -(okazot-4-y1)--th ie n--2 -34 1990
2-flu oroethy:StDxazot-511)-1hik.r?, 1991,
2-flume:thy: 5-(2-methylexazoM-y11-thien-2-y: 1999,
2-floofoothy: 5-(2-methylexazol-&-y1)-Thien-2-y: 1993.
"Auoroetriy 5,-(isotniazo1-3--y9-tnion-2-y1 1994, 4
11uoroetriy: o-Osoimazol-4-19-trien-2-11 1995,
2-41uoroeinyi 5-(isoiniazol-5--y9-Thien-c4-ti 1996,
2-fluoroothy:
o-k5-:trifluoromethOsothiazol-319-thien-2-y1 1997
2-flooresethy: 5-(th iazol-2-1 HO ier0 N. 1998, ;Mu
ofoetily: 5-(th iazol-411)-th ien-2-.sA 1999.
2-fluoroothy: 5--(51iazol-511)-15ieo-2-y 2000.
2-floomethyi 542-rnethyithan4-4-yr.frtbien-2-y 2001,
2-fiuoroethy &-(2-tnethyRnazoi--511)-then-2--yi 2002,
2-9u orooth yi S-(11 ,2,31-oxadiazol--4- yi --thien
-251  'WO 7.5100,11$399PCPEP2007105w No.R[ Ar
200:3.2Thorostiv5-( 1 ,2231-41.4ar.7(71-4-
trthien-2.-y: 2004,2.-fluoroe.thy:
7--(3yrimlifin-2--yi)--th:en-2.-yi 2005.2-fluoroethy:
5--(pymitoin-4-y1)-then-2-yi 2006.2-liuoroothy:
*--coyntrudin--5-y0-then--2-yi 2007.2.-quomethyi
5(2-methyithiopyrimidin.-4.-yri-thien-2-,1
2008.2--11uoroothyi
5--(0,3]-(lioxolar7--2111-411:en--2--yl
2009.2-11uoroothy: 3-(1,31-Oioxolan-2-19-tthen--2-yi
then--2-)n 2010,2 Suoroothy:
.5-,((a-chlora-5--(trifluorornethyptyddin-2-0).- meth
yly--thi9i7-21: 



2011.241uoroethy ..--
3-thioro--5-,(1ntluommetily0-1.3yrid-2-ylsoliorts4;-
thien-2-11 2012,24uoroethy: 2-chiorothien-3-y
2013.2-fluorort by: 4-ohlorothiusn-3.-y;' 2014.
2-tio(oethy 5ehiorothien4-y; 2015. 2-41uoroethy
2bromothien-34 2016, 2-0uoroothy4-bromothian -311 4017
2-fluoroetnyi5-bromothien4-:1 2018.
2-flooroethy:2,5-dordorothien-3--0 2019.
2.-fluoroeiny:2,5--thbromethien.-311 2020.
2-lboroothy:2,4 5-trictriorothien--3--s4 2021.
2-fluoroothy:4-bmeno--2,5-d'Ech.iorothien-3--y1 2022.
2--quoroethyl2--rahloro-5.--rne1h*LWonynien-3-v3 2023.
2-11uoroeuv2,540811-Iythien-3-y 2024. 24}uoroethy,
o,xyt ien-3-y: 202:3,
24koroethy:4--pheri*b,-(tmfluor0inethy)--thien-21-y1
2027. 2-100rOethy;2-methoxycat bon
y1-4.-pnenyi-o--(trifluorometnyft. thien-3--yi 2028.
2-fluoroothy: beozolbithiophen2--yi 2029.
2--fkoroethy: ben2orblzhiopheo,-311 2030. 2-110
Orpethy; .3-methyk.)enzothltn*pher7-2-y1 2031 r,
Suoroethssq 5-rnethykbenzoi7,1Thiophen-2--y1 2032.
24uoroethyi 5-fluoro--3-rnethyi-bonzo(b)thiophon--2-y
203$. 2-fluoroethy:
5-chloro--3-0iethy1-benzo[b]thiopherf-2-yi
241uoroethy;5.-bromo-3-methvi--benzoibithioo :en-,2-yl
2035, cydopropyirnoth03-471eihylphenvi 2036. 



cyctboropylmehy3--oth.>ipheriy1  a 2037.
cyc:opropyrriethy3--propyipneny; \VO7.5,M7[11$399PCP
EP2007105w 90 No.R' Ar 2038.cyciopropylmett 7y;
,.-.,,,,T,. ,,,,,,cydopropyirnethy: I
3-isopropylphenyi 3-se.c.-17sulyiphenyi
2040.cyco...)ropylinethy .3--ter1--outypNe9y;
2041.cyc1opropyirpet17.0 3sobutyphenvi
2042cydopropyrnethy; 3-(1,1-dimethylpropyil-phenyi
2043,cydopropyimelty; 3-vinylphenyi 2044,
cydopropyirmthy; 3-isopropenylphwyl 2045, cydopropyi
methy: 341u oroph enyi 2046, c,,,ydopropyirriethy
3-chiorophen 0 2047. cyc;opropylmethy;
..i-bromopilenyl  ...  2048. cyoopropy me,thy;
..'-iodopheny 2049. cydopropyi methy;
3-(nuorometriy1)pheny1 2050. cydopropylmethy:
3-(ilifiuoromE7:thy )phe nyi -2e16-1,--------------
-(1-i7a.70-4.-3-r-c"--,bViii-I-E---*,,i---------
"3i(F1iiioromethyl)pheny 2052, cydepropylmethy
3,5-b1s(liffiuoromethyl)phenyi 2053. cydepo-ipyl meth
y 341-8U oroethyrtphe riy 2054. oydopropylmethy;
-(1,SH-filioreethy0-phEmy; 2055, 



cyciopropylmettly; 3-(cR)--1-11uarcethyrt-pheny: 2056,
cydopropyl:fidby; 3-12-fiuorooltiy1)-phenyi 4057.
oydopropyirnethy; 3-(1,1- Muoreethyli-pnenyi 2066.
cyciopropyi metby: 2-d ill uoreethy0-pnenyl 2050,
cydopropyirnethy: 34,2,2,2-trffluorost y0--pheny 2060.
cydopropymetlyyl 3--(3.-.11uoropropy0-pheny: 2061.
cydopra)yl meth ',--(hUoropropyft-Wienyi 2062.
cydopropylmethy; 34(S)4-11uoropropyOtheny: 2063,
cydoprooyinmtliy; 34; R).-2-11u(xopropyry-phenyi 2004,
cydopropylmathy: 3-(3,3-diltuDrop,mpA?-pherly1 2066:-
-i-i;a16-73-r-o-6;171ic-31-R--------
--'Sj(ti:':L'Yk-i:i-Eo7d7.ir-o-67fR3R;iilcr-------
2066, cydepropyrnethy 34,1 -11u ore- I -methyieth
yrn.shen yl 2067. cyc;opropylmegly;,;$--k2-7ki cro-1
-rnetriyiethyrt-p hen yl 2068, cycbpropyirnethyS.-.-
2-fluoro.-1-metiVethylhphenyi 2069. cydopropylms;thy;
-((R).-2-fluoro-l-methylettiyiyphenyl 2070,
cycitprooyimethy; 3-(2,2-di1luDro-1-methylethyly-pheny
20e, cyclopropyirilety; 3S) 22^
riifitioro-l-rnetyiethyl)-phenyl 2079, cyc1epropy me
thy 34(R )--2,2-ci ill uoro-1 -methyl othylyphenyi
2073. cyc1opropyima1hy3--(2,2,2-tril1uoro-1 -The th
yleth yi)--phenyl 2074. cydopropylmethy' ""
:Hy.),'1..--iritkie.rorl-mothyletnyi)--pheny; 2075.
cydepropylmethy;
3-((R)-22,24rifluoro-1-11ethyiethyl)-pnerpp 



WO 7.5,W71 1$399PCP EP2007105w 91 No.R' Ar
2076.cyciopropyiroothy:3-(24uoro--1-:fluoromethyMhyl)-
phenyi fln'z' 7 e.t.,: : .cydopropylmethy: 3,-(14ffi
uoromothyi-2,2-d Ito meth Aphenyl
2078.cyc:opropylinethy :.3-4,141
-clirnothyl-2-fluoro&ppylypheny
2079.cycbpropyirpet17.0 8-methoxyphenyi
2080.cydopropyrnethy; 3-e1tioxyphenyl 2081.cydopropyi
melty; 8-propoxyphenyi 2082., cydopropyi rmthy; 3
-isopropoxyphenyi '2O83. ds. cydopropylmethy:
3-butoxyphenyi 2084. c,,,ydopropyirnethy
3(1i.uoromethoxy)-phenyi 2065. cyc;opropylme.thy;
8-(ditiuorometnoxW-phonyl  ...  2086. cyc;opropy
me,thy; -Ordluorome.thoxyi-phenyi 2087.
cydopropylmeThy; 8-(2-fluoroellioxy.}.971en.0 2088.
c..ydopropylmothy: -3-k2,2-difluoroe,thoxy)-phe,ny:
-2089.----- RVi;IoIFT3-r7o-,bVili-I-E--:ib)71-----
:1----2 '''-trithioroal ,oxyi-phr 2090. cydopropyl
rnethy 341 2091. cy:7::(4.7roi.7y1rnethy
3-cyclopropypheoyl 2092. oydopropyl =petty;
:3-cycloboty1phenyl 2093. cydopropyl methy;
3-cyciopentyi ph eny 2094. cycbpropyi molby; 3 -(2,2-d
filuorocyclopropy )-phenyi 



2095. oydopropyirnethy; 3 A--th R.omphenyi 2096.
cyciopro.pyiroethy: 3-bromo-241uoropnenyi 2097.
oydopropylinethy: 2-bromo-3400rop.honyi 2096.
cydopropy me tlyyl 3brorno-2,5-d;fluoropheny 2099.
0c/37:bora:JO methy 5-bromo--2,4-dthuorophory 2100.
cydopropylmethy; 3-brorrio-2.4-d;fluoropheny 2101.
......................................................
.............................................
cydoprooyi nmtliy;
4.-chbro-3-(triflUommothy:YotIery.,.4 2102.
cidopropylmothy: 2-chlor0-6-(trifItiorocoothyi)-pheny
fid-d:----  -i-:VE16-7.3-r-o-6;17iic-31-R-------------
2104, cydopropyrnethy 4"fluoro-34thfluoromethy0-pherly
2105. cyctopropylmethy;,:i-flo oro--5-(trif I
uoromettr.okphsoyi 2106.
cycbpropyirnethy4-bromo-,Htinuoromethy1)-pheny: 2101.
cydopropyl rns;thy;
3,-bromo-5,-(trillooromethyl)-pheny: 2108.
cycloprooyimethy;
2-broctio-8,({rifiuorocriethyl).-phony: 2109.
cycloropylmethy; 5-bromo-2-methoxyphenyl 2110,
E.7..yopropyinothy 347Forno4-mothoxyphenyi 2111.
cyiopropyme1b124iu oro-3-isopropyl phenyl 211 .
cydopropylme.thy4-floore..-2-150PropyiPhenYi 2113.
cydopropylmethy; 3-(1-hytloxy-i -rnetriyiethyl)thenyi
\VO7.5,M7[11$399PCPEP2087105w 92 No.R' As
2114.cydopronylreethyl13---(2-khynkoxy--2-methyipropyl
.-pneny 



2116.cyelopropylreethyl 3-acetyiphenyl
2116.cyc:oorepyl methyl 3-ea cotylkkunln phony:
2117.cyclopropylinethA :5-eareoxypneriy:
2118.cyclepropyl methyl 3-cyanephenyl
2119,cyclepropylmeltyl 3-nitrophenyl 2120, cyclonropyl
methyl 3 -11 ydroxyph eny 2121, cyclopropyl methyl 34
0-benzyl}then yl 2122, ckydopropyl methyl
3-(2-nlethoxyethoxy)-p hen el 2123. cyc;epropyl methy;
..14-Mk, e-13:,---phonyl  ...  2124. cympropylme,thy;
- NII-Ca-Mifrpherril 2125. cyclopropylmethy;
;:k-unethylsoltany)--plienyl 2126. cycloprepyl methyl
3-ktluorometnylsolfany: -phenyl --;Ht,-,------
-te-iIi-I0-4.-3-r-O,enViiik--;:i.bek7l------------
;31-ffil-ioremelhylsulfany0-pheny 2128. cyclooropyl
methyl 3-(triflueremethy1sultanyl)--phenyl 2129.
eyel(47ropyl meth yl 3-(rnelnylnlionyl)-pnenyl 2130.
()yr.:leen:spy' reethy; :3-(N-molhoxy-N-rnethyl-amine
phenyl 2131. cyclepropylmethy; 3-(m ethoxyarei no)-phe
nyi 2132, e13::s, cyclonropylmelby; cycloprooylmethy;
3 -(ethoxyam Inn }phenyl
3--(N-rnelnyharnenooxy)-phenyl 2134.
cyclopro.pylmethy: 3-0N,N4Imethylaminooxyl-pherryl
2135, 



cyclopropylinethyl 3--(azetidin-1-y1)-phenyl 2136.
cyclopropylmetheyl 3-(2---methyla Zetid in -110-phen
yl 2137. cycleprapylmethy ,..--- k'.7 . -2-
methylazetid in- I -*phenyl 2138. cyclopropyl methyl
3-(;Rl-2-neithylazetklin-1 -yli-phenyl 2139.
......................................................
..............................................
cycloprooy/ methyl 3-(3--fluoroazetidin-1-vi)'ehenyl
2140, ffiff.----- cynlopreoyl methyl -i-i;
a16-73-r-o-6;17iic-31-R-------  342,2-din
uOrenzeticlin-l-ylypheryi
3:0:17-lielTeix-lie-iidiii-T-iii
Y:pliSii----------------------------------- 2142.
cyclopropyl methyl 3-(3-hydroxyazeticlin-l-yll-plienyi
2143. cyctopropylmethy;.--' pyrmild in-I-A-phenyl
2144. cyclepropyl methyl---(pyrrollelln-2-y1)--phenyl
2145. cyclenropyl methyl-pyrrelidin--211)-phenyl 2146.
cycloprooyl methyl 3-((R)-pyrrolidin-2-11)-phenyl
2147. cyclopropyl methyl 3--(pyrrelid in-311:ihenyl
2148, cyclopropyl me thyl
34,(5)-pyrrolidin-3-yileephenyl 2149.
cynbpropylmatnyl3-((R)--pyrrolidin---3--yli-phanyl
2150. cyclepropyl methyl.---(pyrroliclinel eyl
-5----ttnfluoremethyl.)--ensel 2 o1 .
cyclopropylmethy; 0.-(pyrrold in-l-eyly-2-7ne En
oxyphen yi WO 7.5,W71 1$399PCPEP2007105w 93 No.R ' Ar
2152.cyciopronyirnethy:3,-(pyrrolidin-l-y1)--4-melboxy
phonyl 2153,cydopropyirnethy: 7--(pyrroligin-l-
il)--2,4--difiucvipheny: 2154,cytdopropylinethy:
3--(pyrrolidin-1-y1)-2,4-difluorophony: 21t5cycboropyi
meth y: :s-k2-Buoropyrroldin-1--yi)-phenyt
2156,cycdopropyrnethy: -,( (8 )-2-11
poropyrrolithn-1-A-phenyi 



2157.cyciopropyirnelty;
3--(CR}-2--fluoropyrrolidin-l-y1)-phonyi 2158,
cyciopropyi rmthy; 3 -(3--fiu orop y rrol id in-1 -y1)
-phen 0 2159, cydopropyirnethy: 4,(S, )-3-fi kl
oropyrroiidin- I -y0-phen yl 2160, pydooropyirnethy:
3-((R)-341Lioro pyrit/id in-1i }-j! en yi 2161. cyc;
opropylme.thy: :i--- 2e. -.,Aituorapyrrc,-,lithn-1.
yypheny;  ,..  2162. cyoopropy me,thy: -.,--td
Muoropyrrolid in-1 -yv-pheny: 2163, cyciooropylmediy:
:7,-(2-rne thy/ pyrraid in-l-y1).-piie.ny/ 2164.
cydnpropylniethyi 1) n mnthylpyrrolid in - 111)-pheny:
--;-1-:E------------------- -c.--i--/;
-7-1io--,-,P-r-o-,bVi-i-i-I-E--:i7:Yi----
"3171,7K2-mothy1 pyroi id I n--111)-phen yi 2166,
cydopropyl methy: 3-(3-methylpyr roiidin-l-y1)-pheny:
2167. py:7:Opmpyl meth y: 3-0)-3-137.0thy/pyrndlid
in-1- yi)- pheny: 2166. oydooropylcriethy:
a-QM-a-methyl pyrmlIdin-111)-phenyl 2169.
cydopropylmethy: 3-(1 -methyl pyrrohd in--2-yi)-phonyi
2176. cyciopropylmdby: 3 -(C 3 )-1 -met.hylp y rroldm
-2-11)--ph ony 2171, 1, cycitpropyirnethy: -
(R)-1-rnethylpyrroinn-2-yrt-phenyi 21 72.
Cyciopro.pyirnethy: 3-(1-methylpyrrohdn-310-phenyi
cycdopropylinethy: -US .0-methyl
pyrrolidin-3-y1)-plieny: 2174. cycbpropy/ me thy:
3-0)-1-methyl py rrol id i n -3-yly phen y 2175.
cydoprapylmethy: 



3--(n'.--dimethylpyrrodthn-1117-phe.nyi 2176,
cyciooropyl rnediy;
3-(3,3-dimediyIpyrroi:din-l-A-pheny 2177,
......................................................
............................................
cyciopropy/duAly;
3-(2-tru1pmmethylpyrtoddi1-1-yi)-pheny 2178,
cychdpronylmethy: 3-(( 8 ).-2-tidfluond:710 thy:p
yrrol id in- 119-phonyi 2179, cydopropyi me thy:
-0.-i-2-trilluorornothypyrrolidin--1-yi)-pheny 2180,
cydopropy/ methy: 3-(3-trifluoromethylpyrrdid in-I
--yi)-pheny/ 2161.
cyck7oropylmethy:,,$--k(S)-3-trifluororne.thAdyrrolkii
n-1-:-.0)-phi7:nyi 2182, cycbpropyi niethy34(
R)--3-trifi doromethy;pyrrol id I n-1-0)-pneny 2183.
cycdopropylrmthy:,-(2-oxopyrroi id i n-1 -y1}-p hen yl
2184. cychdpropylmethy; 3-(2-oxo-oxazodd in -3-y:.}-pi
ien yi 2185. cycioropylrnethy: 3-(pipeddin- 1-1 i)-0
he riy: 2186, pycdopropy/ ine thy: 3--
2-iiiethylpipendin-l-y1)-prienyi 2187.
cycbpropyimathy3--((5 )-2-methyl pi peridin-
1-y9-pheny: 2168. cydooropyl molly:I a---(A
k)-2-methylp pe, rid in-111)-phen 2189.
cycboropyirnediy: :7,-(2-fluoroppendin-1-y1)-phf.my
WO.10971 1$399PCP EP2007105w 94 No.R ' A7
2190.cyciopropyiroothy:3-((5)-2-fi oorop:pedd in-1
-0..-phenyl 2191,cr nrr'y[neti'v
tRL24kioropiperidin.-1-A.,41-.2nen1:
2192.cyc:opropylmethy 3--(2.2-clituompiperkfin-1-y
).-ptieriy 2193.cyc:opropyirpethA 3-k olpera-,on-1 -
yi)-pr: e7r0 2194.cydopropymethy; 3-(4.-methyi pi
perazin-l-A-phe ny 2195.cydopropyimelty;
3-(morpholin-4-0)-pbenyl 9196. cyc:opropyirmthy;
3-(morpholio-4-0)-5-Orifluoromethy)-phenyi 2197,
cydopropylmethy: 



5-(morpholin-4-4)-2-methexyph eny: 2198, c;
.ydopropylmet-hy 3-(morphofin-4-.0)-4-methoxypheny:
2199. cyc;opropylmethy;
5--(morpholin---411}-2,44:0uoropnenyi  ...  2200. cyc;
opropyme,thy; 3--miorpholin-4y9-2,4-othUOrtipneriyi
2201. cydopropylmelliy; 3-(91KonorpOMin-4-0-oherzy
2202. cydopropylmothy: 3-(1 - oxo-thiomorphol
in--4-y:)-phf nyl --;:.;;RjfE-----
-ciiIi-I0-4.-3-ii7.-'6Viii-I-E---;ib)i----------
"3ii,i,-1-dioxo-thiornorpho M-4.-kfii-pheily 2204,
cydopropylmethy 3-(pyrroi-l-y0.-phenyi 2205.
cy(4.7ropylmethy 3-0y:7d-2-A- phenyl 2206.
oydopropylmety; 3.-(oyrrol-3--A-philmyl 2207.
cycdopropylmetty; 3-(1-methylpyrroi-2-A-phenyi 2208.
cycbpropylmothy; 3-0 -me thyl pyrro4--3-y1)- phenyi
4209. oyoto(oropyirnethy; 3-(turan-2-A-phenyi 4210
cyciopro.pylmethy: 3-(foran-3.-y1)--pneny: $211.
oydopropylinethy: 3-(th iop hen-2-A-phenyi 2212.
cydopropymettryl 3-(th bp hen.3 -)11)--ptienyl 2213.
cydoprapylmethy 3--(5-propyl.th ien--2-yrrphr:my 2214.
cydopropylmethy; 3-(pyrazoi-1-A-phenyl 2215.
......................................................
.............................................
cydoprooyinmtliy; 



3-(pwazol-3-yi)--phony 2216, cydopropylmothy:
3-(pyrazoi-4-yi)---phony 221 7.
-(--:---ialdrir-o---671717-c-31-R-------------
3:(4:::Kirinii3Vri-ZoTfWpTe:177f---------- 2218,
cydopropymethy 3-(1-methyi-11-1-pyrazd-411)-phenyl
2219. cyctopropylmethy;
,3--kl--ethyl-1H-pyrazoi--4phenyi 2220.
cycbpropyimethy641 -meth..y1-1 H-pyrazc4-5-0-phenyi
2221. cydopropylms;thy;" -(1F-i-im id azd-2-y0-pheny:
2222. cycioprooyimethy; 3-(i roidazol-1 -A-pile:T/1
2223, cyclopropylmety; 34,1-methyl
imidazo1-2-y1)-pheny: 2224 E.7..ycopropyinothy 3-
oxazoi-2-yi }-ptionyl 2225.
cycberopylmathy3-(oxazol-4-y1)-phany 2226.
cydopropylmethy..7---(0xazoi--511)--phonyi 2227.
cydopropylmethy; 3-(isoxazol-3-y)-phenyl
\VO7.5,M7[11$399PCT.' EP20071053m-} 95 No.R' Ar
2228.cycioprooyirootkv:I 3-(isoxwzol-4-.0)-poonyt
2229.cydopropylmethy: 3-cso.xazoi-5-0)--pnenyi
z230,cyc:opmc"Minethy 3-4,tnazol-2"4-A-phenyi
2231.cycbpropyirpetivyl 3401Eazol-4-A-oheny
2232.CydOprOpyrnethy; 34thiazol-5-y0-phenyi
2233.cydopropylmelty; 342-methygh4azoi-4-A-phenyl
2234, cydopropyiniethy; 3-(2-rnethylthazd-5-A-phenyl
2235 cydoprooyiniethy: .31lazol-1-yri-phenyl 2236,
c,,,ydopropyirnethy 34,11,2,41-triazoi-1-10-phenyl
2237 cyc;opropylnie.thy; 



341 ..."31-tnazoi-2-glyphenyl  ...  2238
cyoopropyrne,thy; 344t4 1,2,4}4nazol-3-Athenyl 2239,
cydopropyiniethy; 34[1 ,,,..,4,1-Inazol-4-A-phenyl
-:-.>- .e...f.u cydopropymethy 3H4i "-
riazol-4-y0-phonyi --;-1.-2-4l1.---
-(7:9-a:0-4.-3-r-O-,6Viii-I-E--:-E)71----------
"3ii:4-rriethyl-4-0,2,4 -triazo:-.3-A-pheny 2242,
cydopropylrnethy 34,2-methyl-21-141,2,3
-triatzok4-A-pheny; 2243. cydopropylmethy
1:3,41-oxedi3zo1-2-yrt-phenyl 2244. oydoptopylmethy;
345-roothy-11,3.,41-axadiazol-2-y0-phEmy; 2245,
cydepropylmethy; 3-([1,2,41--oxadiazo-311}-phenyl
2246, cydopropylmethy;
3-(5-rnothyi-11,2,4)-oxoulazol-3-yi)-pherly ,c>-,.?
::s: oydopropyirnethy; -,", .1 (.-Ixadiazo -b-y
)-pheny1 2246. cyciopro.pyiroethy: "2,3]
oxAdiazol-4-A-phenyl 2249, oydopropyirnethy: 3(1i
2250. cydopropymetl* 3-([1,2,31-tNathazol-4-ytyphonyi
2251. cydoprapylmethy 341H-tatrazok5-y0-phenyl 2252,
cydopropylmethy; 34tetrazoi-1 -y1)-pheny: 2253,
......................................................
.........................................
cydoprooyinuAly; 3424netiT,4-2H-letrazoi-5-A-pNa:ny
2254, cydopropylmothy: , 



341-methy1-1H-tetrazol-5-A-pheny: 2256,
cydopropyrnethy 34,pydd-2-y0-phen4 2487. cyc;opropyl
Maly;6-' pyrid-3-yrk-pneny 2258
cycbpropyiniethy34.pyri6--4-yr)-pheny 2259
cydepropylmethy;3-(pyrimidin-2-A-phenyi 2260,
cydoprooyiniethy; 3-(2-methylpyrimidin--4-y0-pnenyl
2261. cyclopropylmeity; 3-(pyrimidin-4-y0-phenyl 2262,
e,y,;:opropyinothy 3- pydmidin-b-ylyphenyi 2263.
cycbpropylmathy5bromopybdm-3-y1 2264.
cydopropylmethy3-broma--2-chbropyhdn-5-y1 2265,
cydopropylmethy; 44nethylpyndin-2-yi
\VO7.5,M7[11$399PCP EP20071053g4}7 96 No.f-k ' Ar
2266.cycioprooyiroothy:I 13-mettylpyridin-2-yi 22
7cydopropyimethy: 4-(trititioromethyl.)-pyri 6 n-2-yi
2268,cyc:opropylinethy 6-(tri iluommetnyly-pyri din-
2-yl 2269.cycbpropylmethA ::,-.k tn fluoromethyutyri
di n-.3 NI 2270.cydopropyrnethy;
5-(pyrroUdn--1--yik-pyridin--3-y 2271,cydopropyi
melty; 9-(pyrrolklin-l-y1)-2-ohbropyOci:n--5-yl 212,
cydopropyirmithy; 3 -(morpholi n-4-yiy2-ch lo r opyr
id i n--5 -y; 2979, cydoprooyimethy: -imorpholi
n-,+-0)--pyrici in-5-11 2274. c,,,ydoprooyirnethy
2-phe. noxypyrid i n-51: 22 t 5. cyc;opropylmethy;
2,34.-.1K:Worophc  ...  227b. cyc;opropyrne,thy; 



2,5-dzChbrOphenyi 2277 cydopropylmelliy;
3,5-doNomplienyi ,-;-). -- "...c.f 8. cydopropylmothy:
3-chic.}ro-4-fluorophenyi  --;?;
;74:------------c.iiii-iO,TiloWiiiii:ikei---------
41:Eic7rno-2:54.1 ichloroph eny I 2280,
cydopropylrnethy 3-brori/o-4-0Au of ornethoxyjr.sh
eny: 2281 cydopropyl meth y 3,5-dibromo-4-(241u
oroothoxy)-phooy: 22.82. oydoptopylmethy; 2,5-Elimaiyi
ph enyi 2283, cydopropyl methy;
2,544trilluaromethyl)-phenyi 2284, cycbpropyi mothy;
3,5-d-esitluoromethylyphenyi 4285, oydoropyirnethy; 2
5--thmetnoxyphenyi 4286. Cyciopropyiroethy:
c's-methoxy-o-roethylphe,ny 2287, oydopropylinethA
2-methoxy-5-Orooromethyrkpheny 2286 cydopropy me tly0
4-fluoro-73-4oxazol-y1)-ohE:ny1 2289. cycioprapylmethy
thien-2-11 2290, cydopropylmethy; ;1-tien-311 2291,
......................................................
..............................................
cydoprooyinmthy; 3--r-.1,10rothico-2..,v; 2292,
cydopropyl mothy: 4-chlorothien-2.y; 2294,
cydopropyrnethy 3-bromothien-211 2295. cyc;
opropylmethy;4-bromothion-2-yi 2296, cycbpropyi
niethy5-bromothien-2-11 



2291, cydopropylms4hy;4,5-dichiorothien-2-4 2298.
cycloprooyimethy; 4,54boniothieri-2-y1 2299,
cyclopropylmethy; 4-bromo-5-chlorothien--2-, 2300,
c..ycopropyinothy 3biorno.6-chlorothien-2-, 2301.
cycbpropylmathy5-meth ylth ie n-211 2302
c.:,(c.ibpropylmethyI 5-ethyl thten---2-11 2303,
cydopropyirnethy; o.-propyithen-2-y;  'WO-.MHO
,}1$399PcrEP2007705w7 NoR' Ar
2304.cydoprooyirootiv:5-trili0oromethyllNen-2-y1
2303cydopropyimethy: 5-phonylthion-2-yi
2308.cyc:opropyirnethy 5--(pyrid-4-0)--thie0-2-y1
2301.cycbpropyirilethA *-cohertysuitony04hen-2-yi
2308.cydopropyrnethy; 4.4phemy;sutfonyrrtNen-2...y I
2309.cydopropylmelny; -(pyrid-2-34sulfonyi)-ENen-2-yi
2310. cydopro,pyirmithy;
5-(3-chiaro-5-tilluoro-pyrid-2-yisultanylythir,:n-2-
Y1 2.311. orilopri: psi mothy; 5-(oenzoyi am i
nomotnA-th:en.-2-yi   T2-12.
--------(7.id-oli:Sp-islific;i1T9I---------- 2 a 13.
......................................................
.......................... cydopropyirm:Ahy:
5--(acetylrmnoroethylythlen-e4-y ....................
2314, cydopropylrnothy: 5.4;pyrazol-lcy1)--thien-2.id
fgg----------------
--c-i-iardiji-o---Eicei:i6TiiiiA------------7c(p-s-jic
iaii7S-:;
;igh-re---:Thi7---------------------------------------
--------------- 2316, cydopropylrnethy
5-(pyrazo:-4-y0-thien-2-yl 2317. 



oydopropyl methy; 5-(oyra7.N-5.-)10-th ion-211 2318. .
rydonrookilmotit,i1I 5-(4-fiu
oropyrazol-1-y1frthem-211 2319. cydopropyirfinthy;
5,-(1-methy1-54ffluoromethyl-111-1)--pyraza-3-Athien-2
-yi 2320. cycibor.ppyi r 31C th 0
),.(1...me.4-hy1..34-giuorornothyl-11-0-fiyra2`.01-5-1
0-   01:e.n-2,11 2321. cydopropyir 911r54
5--(4-carboxy--1-me01;,,1-5-methylthio-(111)-pyrazo1-
311)-thien-2-yi 2322, cydopropyrnethy
5-14-a:Tlincrieth4k1-rnothyl-5-rnethytho,-(111)-
pyrazoi--310.-Ihien-2-yi 2323.
cydopropyim&by5-(isoxazol-3-yi)111 ie n-2-y I cyln.
;......,4. cycioprooyirok:thy;8-(iso.Kazol-4-0)111 Fe
n-211 2325, cyc4Opropyirnethy: 5-1j soxazol-5-y0-th is
n-2.11 2326, cydopropyi Me th54
5-(5-trifluoromethyiisoxazo1-3-yly-thian-2-y:: 2327.
cydopropylme.thy 5,--(oxazoi--211)-thien-2-'0 2328
cyc:opropyrriethy o-/oxazo1-4-yiHnien-2.-y 2329.
cydopropylme.thy; 5-(oxazo1-5--yU-01 ten-2=54 2330,
cydopropylmoThy: 3.-(2--methr,xazoi-411)--thien-2-y
2331. --- --517(72jfriethyioxazo1-5,11)-thien-2-y:
2332. cydbpropyirnelhy 5-0 50t Ili azo1-3-y0-thien-211
2333. cycbpropylniethy 5-1,i sothi az01-4-y0-t
hien-211 2334. cydopropylmathy; 



541 sothiazol.-5.-y0-then-211 2:335,
cyciopropyirnethy;
:.--.(54:111t1,3rornethyiso{hiazol-3--yi)--thien--2-yi
2336. cydopropylrffilby; S-Ohiazol-2-y1)-thion--2-y
\VC-M00.11$399 PCREP2oi7io53K4)7  1:([ At 2337,
cyciopropyirnethy:5-(thiazot-411}-thien.-2.1: 2338,
cydopropytmethy:  2339. cy6opropyiErnethy  2340.
oydopropylmethA 5-(2-rnetnyitnazol-5-yri4thien-2-yi
*341. cyc:opropylmethy
5-(11,2,31-oxadiazok4-11)-thien-2-yi 2342.
cycfripropylEmelty;   cydopropyi n1E:thy;
5-(pyrimidin-2-yiithen-2,11 2344,
cydoprotwknethy:5-(pyri midi n-4-0)--th:en-2-y1 2345,
cycibpropyirnethy5ipyrin-5-1,4)-th;en-2,11 2346
cycbpropylme.thyi--(2-rnethyllh i opyri m id
in-4-34)-thien-211 2347. cydoprppylme,thy3 --di c.)xda
r1,-.211)4Nen.--2-4 2348. c\dopropymethy340 ,3,1-di
oxole..-In,2-yOrtNen-2-y1 then-2,y; 3349.
cydopropylmethy:)3-chloro-5-(tnliuoromet
yiypyrK1m-2-ii)- methyl)-Thien-2-y1 2350.
oydopropylmethyi543-ohloro-54triflooromethyri-pyrid-2-
ylsolf0yrj.- 23E1.
cyciopro.pyirriethy:2-chiorothien-3-yi 2352.
cydopropyirnethy:4-chlorothien-3y-  cydopropyi methI
oro th! am 3-y; 2354.
cyctopropylniecthy2-bromothienail 2355.
cycbpropylmE.,..thy4-bromothien-3-0 2356. 



cydopropylmenT05-bromothien-3-yr  cydopropyi rmthy;
2,5-dichbrothien-314  cyciopropylmothy:
.5-ditromc:thien-3.-y1 2359 cycioprippyl me Zils; 4
5--trichlorothien-3 2360. cyck)propylrnethy
4-bromo-2,5-dchiorythien-3-y1 2361. cydopropylme.thy:
2-ohloro-f3-rnettlyisuqopyitruen-31:1 2362 cyciopropyl
rnethy 2,5-thrnetnyitn*n-3-yi 2363. cyc.xpropylmethy
2364. cydopropyinik:thy; 2-pi ienylth 2365.
cydopropylmethy: 4-pherly1-5-4tRin Uoro m e thy0-thi
2366, cydopropyi math
2-ineihrAycarbony14-phehy.1-57(trifitiotarnOhyl).-
thien..-3-y1 2367.
cydopropylmethy)erizoibithiophen-2-yi 2368.
cydopropylmethy: be.nzo[b]thiophen-3-yi 2369,
cydopropyi Me th 0 3-Enethyl-berizonniophen-2-yi 2370.
cycbpitpylmethy5methyl-berizoppiophen-2yi 2371
cydopropyrnethy5-fiuoro--3-methyl-nenzo[Nthiophen-2-y
WO 7.5,W7:1 1$399PCPEP2007,4i5w No.R' Ar
2372.cydoprouylroathy;5-chloro-3-metily;47;
enzpiliphiophen-211 2373,cydopropylmethy;
5-bromo-8-methyl-b.enz.oibIthiophen-211 2374.ally;
;3--memylphenyl 2375.ally; :5-etriyl ph enyi
2375.ally; 3-propyl phenyl 23: ; ,ally;
34soprop'4phenyi 2378, 



ally; 3 -seo-bu tylphenyl 2379, ally; 3-tert-but4 ph
en y; 2380, ally; 3-isobutyiphenyl 2.381 ally; 311
,1-dimethylproppuhany:  ,..  2382. ally; 'rvinylphenyl
2383. ally; 3,-1SOIX open ylph en 1 2384. ally;
3-fluor phenyl 2386, ally; 3-brornophenyl 2387. ally;
3-4odopheny; 2388. ally; 34rktorornethyliphenyi 2389.
ally; 3-4dUluoromethyl jplienyl 2390, ally; 3 -Oritlu
oromethyl)phenyl 2391. ally;
,5-M4trifiuoromethypplienyi 2392. ally;
3-(1-uuc.woethy0-pheny: 2393, ally;
4(S)4-fluoroethyl)-pheny; 2304. ally;
3,`,R)--1-41uuroethyl)cheny; 2 a95. ally;
',--(huoroethyfl-pheny: 2396. ally; 3-(1 , 1-d i
lluoroethyp-phenyl 2397.
......................................................
.............................................. ally; 



3-(224l1uurusthyi)-prIenyl 2398, ally;
3-(2,2,24rifluornaltylypheny; 2399, ally;
3-(34.,ompropy0-phenyi 2400, ally; 3-(2-::u
oropfopy0-pne ay: 2401. all,3--;.(;-.:1;.)--2-
nunropropyotheny, 2402.  ally;
34(R)--2-fluoropropyl)ptheny; 2403. ally;
3-(3,3-difluoropropyl`tchenyl 2404, ally; 3{3,3,34
ifluowprouylyphen y; 2405. all -(1-11u oRD- 1-methyle
th yl)-phenyl 2406, ally; 3-(241u ore- 1 -methyleth
yI)--phenyl 2407. ally;3--((5 1241
uoro-l-matiVethyl)--p rienyl 2408. ally;8-W. -2-fluor
- 1-methylethylithenyi 2409. ally; :7442,2-dif:tiara-I
-ruezhyleniy0theny VVO 7.5,097[11$399PCPEP2007105w 100
No.R' Ar 2410.ally;3-((5)-2,2-d illuoro-1 -meth y;
ethyl)-phenyl 2411,ally;
,.1altiur.wo-1-methylety1)--pnenyl 2412.ally;
--(2224r11oaro -1 -Inettrylethylithe nyi 2413.ally;
:-c(S)-2,2,2-4;171ue.ro-1-7nethyletrlyi)-pnany
2414.ally;
34(R)-2,2,2-tritluoro-1-niethyiethyl)-phenyl
2415,ally; 3-(2-1kioro-l41uoromethy;e4hyi).-olianyl
2416, ally; 3-0
-(11luorornothyi-2,2-difluarcethyl)-ptxml 2417, ally;
3-(1,1-dimethy1-2-fluomeary1)-phenyl 2418. ally;
3-methoxyphenyl 2419. ally; 



,,i-e1lioxyphenyl  ...  2420. ally;
:74:47.7poxyptienyl 2421, ally; 3,4sopropaxyphenyl
2422. ally; 3-butoxyphenyl $423. ally!
3(faioromethoxy)-phany! 2424, ally;
3-(difluoromethoxy)-phenyl 2425. ally; 3-(trillu
OrQfnethoxyyphenyl 2426. ally;
:3-(2--fluorosthoxy}-phe.nyl 2427, ally;
3-(2,2-difitioroettioxy)--phony; 2428, ally;
3-(2,2,24111uoroatlioxy)-phanyl 4429. any! 3-(1 "4,2
etraktorOetnoxy)-p enyi 2430. ally; 3-cyaopaapylphenyl
2431, ally; 3-cyciobutylphenyl 2437. ally;
3-eydoperayl ph any: 33 ally;
342difluorocyclopropy0-phenyl 2434, ally; 3
A-clifiumphen74 2435.
......................................................
............................................. ally;
3-brom-2-1-10oropOeny; 2436. ally;
2-bromo-3-fluoropheny1 2437. ally!
3bromo25dffluorophenyi 



2438, ally; 5-bromo-2:4-(141uoro ph eny; 2439. ally;
3-Norno2,4-dffluoraphk:ay; 2440, ally;
4-chloro-3-(trifluoromathyi)-phanyi 2441, ally;
2-chloro--5-; 0Thooromeillyiyphenyl 2442, ally! 2-flu
aro-5-(trifluocarnethy;}-pi Fan yi 2443. ally;
4400r0-3-arifloaromethylyp3;ary; 2444, ally; 3-4;
;Joro-5-(tdfluaroinothy;)4Thenyl 2445. ally;
14->rorna-3-0rifluarornothylypneny 2448 ally;
a-bromo-5-(trifluaromethyl)-ptionyi 2447, ally;
2-brorao-54Oroluoromet41)-aneny:  WO 7.5,W7:1
1$399PCPEP2087105w 101 No. R' Ar 2448. ally;
5-bromo-.2-methoxyplienyl 2449, ally;
3-bromo4-metho.xyphanyl 2460, ally; '
-Iluoro-3-isopropylphenyi 2451, ally;
4.00070-3-iscipropyi phenyl 2452, my 3-1\
1-hydmxy.-1-methy;ethyll-phenyl 2453, ally;
3--(2-hydroxy-2-methyipropylypheny 245.4. ally; 3-a
oetylphenyl 2455, ally; 3-a cetylam inoph eny: 2466.
ally; 3-ca rtaxyph oily; 2457. 



ally; 3-eyanopneny; 2456. ally; 3-n3troplienyl 2469,
ally; 3-li ydr3xypri any; 2460. ... ally:
3-p-benzy1}-phen y I 2461. ally;
3,42-rnethoxyethoxy.)-pheny; 2462. ally;
3-0:1127N(CH3)-Ph en Yl 2463, ally;
3-(N1-1-CO-N012)--phonyl --':..464-.----------------
--e.-7-licf------------------pl:6-iikhykultanyi)--phen
yi 2465 a ly; ifitioromethylsollanyi.y.pheny 2466.
any; 3--i.thli.uorornethylsolfainyk-pherly1 2467.
ally; 6--(triflucwomethylaufanyl)-phesoyl 2468. ally;
,......kmothy;sulfony yphenyl 2469. ally;
3,-(N-rliathoxy-N-methyl..-anilno)-phenyl 2410, ally;3
-071e1hoxya tTli rio)--onny 2471. -ally;
L3.-.(s4hoxyaminoyphenyl 2472. ally; 3-(N-rnethyla
minooxy)thenyl t.L.), ally; 3-
N,N4imeitylaminooxy)--pheny: 2.474. ally;
3---(azeticlin-l-ylypIleny;  ...  2473. ally;
cs.42-rnethylazetigin-1-:,$1.hphenyi 2476, ally;
3-US)-2-rn6,Thylazetidin-l-yl -phe.nyl 



2477. ally; 3.-((R).-2-3-nethylazetidin-111 -phenyl
2478 ally; 3-(3-4:uoroazetidin-110-prieny; 2479, ally;
342,2-clifluoroaaelid in-I -y0-phenyl 2480. ally;
3.-(3-methoxyazotidin-l-y1)--plIeny; 2481. ally;I
3-(3-hydroxyazetki in.-1-yl)--pheny  ally;
3yrradm--1-y1)--phe 1.., 2483. ally;
3-(pyrroldin-.2-11)-pheny; 2484. ally; -t3S)-pyrro;
3a3n-i-y:).-phenyl  \VOZth;711$399PCPEP2007105w 102
No.f-k ' Ar 2485.ally; 2486,ally; I
3-0)-pyrrolidin--2-11)-phenyl 3-(pyrrolloin-8-yl
}-pheny; 2487.ally; 3-4,(5)--pyrrolA ill -3-yft-phony/
2488.ally; o-c (Rypyrrolidirl-311)- phony  I
2489.ally; 3-(pyrrolld ln-l-y1)-5-(triflu
orome.thylyphen y I 2490.ally; 6-(pyrrolld in-1-y2-77;
e th oxypheny 9491. ally; 3 -(pyrrolid in -1
-11)-4-metb oxypherlyl 2492, ally; 5-(pyrrolicl
in-l-y1)-2,4-ci ifluoroph any: 2493, ally; 3-(pyrroild
lo-1113-2,4-d ifluora0 oily: 2494. ally; '.c;
;10rapyrrelldin--1--y0-pnenyl  ...  2497 ally; ;I-',Ai
uoropyrroi30-/-1-yli-phen yi 2496. ally; 



:7,-UR)-2-fluorepyrrolidin-l-y1)-pheny: 2497. ally; 7
fluoropyrroi id i r;-.1. A-phenyl --;-1.4i..--g-,----
7:7-ifyi------------------------------------------
---T )-fluoropyrrolidin-1-0)-phenyl 2499, ally;
3-uR).-3-;fluoropyrfolidin-l-A-phenyi 2500. ally;
3-(2,2-difluotapyrrelidia-1-yOtherlyl 2501. ally;
a-0,3-d lf; aeropyrel id in-1 -ylypheny; 2502. ally;
3,-(2-7nethyl pyrroild in-1 -A-phenyl 2503. ally; 3
-CC S)-2-melhyl pyrrolkim -1 -11)-pheny; 2504. ally; -
;R)-2-rnethylpyrroNom-- -A-phenyl 2505. ally; 3,-;
(:3-o1ethyl pyrrold m-1-A-ohe ay: 2506, ally;
4,(5)-3-rnethylpyrrolldln-1-A-pheny; 2507. ally;
3-(g:1-3-methy1 pyraol id l n -1-ylypheny 2508. ally;
3-(1 -methyl pyrrelid in --2-A-pheny: 2509. ally; 34
(SH -inethylpyrroild in-2-y1)-pheny; 2510.
......................................................
............................................ ally;
3-(lR)-1-rnethy/pyrraildla-2-Yrt-PhenY/ 2511, ally;
3-0 -methylpyrrolidin-3-A-phany: 2512, aHyi  2513
ally; 3-0)-1-methylpyrroildin-3-yl)thenyl 2514. ally;
,3--k2,2-dirneth yl pp-a:id:n-1 -A-Phan Y1 2515 ally;
342 tclimethylpyrrolidin-l-A-plienyl 2516. ally;
3-(24rifluorornethylpyrroildin-1-,l)-phenyl 



2517. ally; 3-((5)-2-trifluoconithypyrrel id in-1
--y0-phenyl 251o, -ally; 3-UR)--2-4.rif1:.;oromethy;
pyrraliclin-l-y0-phenyi 2519, ally;
3-(31rifluoromelliyipyrra;idiF1-1-yOthenyi 2520. ally;
3-013-tafluaromethylpyrolidin-l-A-phanyl 2521. ally;
1((R.. (--trril uoromethy;pyrrol id i
n-1---yr,l-pneny; 2522. ally; 2,-(2-oxopyrold i
n-1.-yl}-9 hen yl VVO 7.5,097[} 1 $399PCP EP2007105w
103 No.f-k ' Ar 2523.ally; 2524.ally;
13-(2-exo-oxazoitdin-3-yn-phenyl 3--(pi pendln- I
-yn-pne ny: 2525.ally; 8-42-methyl pi pench n-l-y1)-
pile ny i 2525.ally; :,...-t (8)-2- methyl itl
penalty; -0-1;onerty; i<.oe.o.ally; 34(R)--2-methyl pi
perid 4/-1-y0-phenyl 2548.ally;
3-(2-8uoropiperictin-1--yn-phenyl 9529. ally; 3
-(tS)-2-fluoropiperid i n-1 -v}-phanyi 2530 ally;
3-4(R, )-241poto pi peridin-l-yn-phe ny: 2531. ally;
3-42,2-cl ifluotopi petWi n-l-yn-phen yi 2532. ally;
3-(piperazin-1-yn-phany  ...  2533. ally; 8(4-methyl
pi perazm-i -y1)..phens/; 2534. ally;
t:,-(morpholin-el-ytt-phenyl 2535. ally;
3-(rnorpholln-4-yn-5-(triflooromethy0-phenyi  --;
-1.536:------;
:iify-1----------------------------------------
-51-6-iitrp olin-410-2-mothoxypheny: 



2537, ally; 3-8no rpholl n-4-y0-4-tnettioxyph Boy:
2538. ally; 5,-(rnofloholin-4-y1)-2,44-tifluoropheny1
2539. ally; 3-(morpholin--4-yn-2,4--difloorophenyl
2540. ally; 3-(th iornorprto I i n-4-y1)--PnertY 2541.
ally; 3-Eltmomomhcain--4-yn-phanyl .r :1,...). ellyi
3-0,1- R)xo-t lornorpnolip-4-yitpnenyi 2543. ally;
3-(pyrroi-111)--pheny: 2544, ally;
3-(pyrrol-2.-y1}-ohenyi 2545. ally; 3-4pyrrot-3-y0-
ohen 2546 ally; 341-methyl pyrrol-211)--phenyi 2547.
ally; 341 -Tne thy! py ad-311y phen y 1 2548,
......................................................
.............................................. ally;
3-(foran-2-yn-phanyl 2549, ally;
3-(furan-311)---phenyl 2551, ally; 3-41h lop
hen-3-yI)--chenyi 255.4. ally;,3--(5-propylth
len,:-yn-phany 2553 ally;3--(pyrazol--1 -A-phenyl
2554. ally;342yrazot-3-yihopheny 2555. ally;
3-(pyrazoi-40)---phenyl 2556. ally; 3-4,4,-ttu
oropyrazok: -In-phenyl 2657, ally;
3-41-methyi-11-1-pyrazot,4-ythp nen  



2558. ally;3-41-ethy1-1H-pyrazoi-4-A-phenyl 2559 ally;
8-0 -roc:thy:4 H-pyrazot-5-ylt-pnenyi 2560. ally;
8-(1H-iroklazo-.2-y1),-pheny; WO .10971 1$399PCT.'
EP20071053m-} 104 No.R' Ar 2561.ally; 252ally; I
3-1,:midazoLl -y1)--phonyi
3-(1-niethylimidazo.i.-2-A-pheny: 4563.ally;
3-4,oxazol-24-y1)-plleayi 2564.ally; 2565.ally;
:5-coxazol--4-y1)-oheny 3-(oxazol--5--yl)-phenyi
2566,ally: 3-(isoxazol-3--yi)-pheny; 2567, ally; 3
-(isoxazol-44;yii-pne nyl 258 ally;
3-(isaxazol-5-0)-phanyl 2569, ally; 3-(th iazol-2-yl
}then y 2.570. ally; 3-1.01;azoi-411)--phect  ,..
2571. ally; ;Thazoi-5-y U.-phenyl 257 2. ally;
3-(2-rnethyltnazoi-411)-phenyl 3673, ally;
:5-(2-methylth:azoi-511)- phi? nyl $574. aHy  2575.
ally; 3-1,[1,2.414iazal4-y)-phenyl 2576. ally; ---.
[1,2,31 -triazal--2-y1)-pheayi 2577- ally; :3-(4 H41
,2,41-triazoka-y1)-p henyl 2678, 



ally; 3([1,24-triazol-4,--yri-cherly1 2579, ally; 3
-(2E111,2,3)-triazol -4-y0-phenyl 4580. ell yi
3-(4-methyi-4 -,..NtrIaZo;-&-yri-pneny; 2581. ally;
3,-;(2-ai e thy1-2 Iknazo:-4-y1)-pnen.y: 2582. ally;
34,[1,3,41-oxadiazd-2-11)-phenyi 2583. ally;
3-(6-i-nethy:-11,3,4.1-oxadiazal--2-y0-phany; 2584.
ally; 3-([1 2,41-oxadiazol<>5-yr-p hen yi 2565, ally;
3-(5-methyi-{1,2:41-oxadiazol-3-ylfolleny 2586,
......................................................
............................................ ally; 340
,2,41-oxactiazo/-5-11)-p ben yl 3687. ally; 3-( ' "
31-oxadiazok4w11-phenyl 2588. aHy 3f I 2589. ally;
34,[1,2.31-4Nadiazd-4,11)-pnenyi 2590. ally;3--k1
ti1aliazo;-5-selythenyl 2591, ally;3-(tetrazol-1
--y1)-phenyi 2692.
ally:3,-(2-mothyi-2H-totrazol--6-Aphony; 259:3, ally;
34,1 --me thyi- 1H- tetrazol-5-y1)-pheny: 2594. ally;
3-furazan-o-yi-phenyl 2595, ally; 34,pyrid-210-phenyl
2596. ally;3--(pyrid-3-.0)--phenyl 2597. ally;I
,5---(pynd-4-y;)--pherly 2598, ally;
3-(pyomidio.-2i4)--pheny1 PC rir 1007.105.38.07 



105 No.   , 2599. 2600, ally; ally;  3-(2-met:ip
Tim:din-4-0)-p lt,n.ii -(pyrimkkn-4-y;)-pnenyl ibol ,
ally;  -Caymiticiin- ;-'1,?-pnenyi 2602.  ally;  2603.
ally;  3-bromo4-ohlompyr;d;;;-y1 2604, ally;
41-rnothylpyridin-1 2605.  ally;  6-methylpyridin-yi
2600,  aHyi  4-0ri fluorornethyD-pyri din-2- 2607.
ally;  6-(killuoro methyl)-pyri din-2- 2608 .  ally;
5-(thfluorome.thylypyridEn--3-yl    "   2609.  ally;  



0-(pyrrolkin-1-y1)-pygdn-3-9 2610.  allyi  3-eyrrothn1
y2_chororytrithn&yI 2611.  ally; ny
3-0-norphonn-4-0,, -">- 'ropyridin-5 -; : nom
olin-4-yI)-pyrid 2613  aliyi  e...--pherioxyloin-5-y;
ally;  2615.  ally;  2c5dichoophenvl 2616.  ally;
3,5-didkomph enyl ng. / .e.:.'  ally;
3-chloro4-fluoropnenyi 616.  1.;.;
4-brom0-2,5-d:chioropneny; 4619.  aIM
3-bromo-4itnfluorome.thoxy)pneny: 2620  aUyi
3,5$ihromo4(2&orosthoxy)-phenyi 2621 .  ally;
2,5-dirnetliyi ph eny: 



2622..  ally  2,5-cli-(yritiur.wornethyl)-phenyl 2623.
allyi  3,5-th-tirill Ki -.....:iy1)-plieny 2624,  aUyi
..  2,5-thmetboxyphonyl
......................................................
...... 25,  aUyi  e..-methoxy-5-mathylphonyl 2626.
allyi   2627,  ally;  4"fluor0-3-(oxaa.31-4- phenyl
2628.  ally; then2-y1 2629.  ally; thien-:-.41 zoi,
ally; ..!--chlorothien-21; 2631.  ally;
-thiorothien-21; 2632,  8.i  chlorothien-2-v; 2633,
aUyi  



3bromoten'2-yI 634.  ally 14btomothien-2-y1 2635.
ally; I 6-brornotNeri-2-yi 263   ally;   PC r
1007.105.38.07  106  2637,ally; aHv 2639.ally;
2640.ally ally;  202. ally; aUy all y afly 2.646.ally;
2647."ally; 2648.all 2649,ally ally; ally; 'ally; co
2854.aHyi ails 25.06.aIEv 2657.ally; 2658.'ally;
4-broma-5-c lorathien-2-yl -broalo-5-thlorothien-2 ,
5-MeijiyIthien--2-y1 )rapylthor
5-tiffiocronlettlyithen 2 5-phenylthien-2-yi
5-(benzoylarainoroothy0,-INea
5G4cfflorohenzovi)arninornthyfl-then
5-(acetylaminamethylythien-2 5-:(pyrazo;
-1-1)--thien,21 54pyrazoi-4-y1k11:011.-2:11
5--cpyrazoi-5,-yly4hien--211  y5 ,JO R 5-0-carboxy-1
-tnethy1-5--maihylthio--(11-14-fyrazoi311)-thien-2-yi
54,44:miri:omettlyl-1 -roc 0y1-.,ylth
rgazoi-3-91)40ien-2-y1       66ally;  2667.ally; 



2668.ally; 2669,aIlyi  54oxazol.-4.;:yl)-t:hien
S-(2-aiethyloxazo1-4-y1)-thie.n-2y
\VO7.5,M7[11$399PCPEP2007105w 107 No(k[ Ar 2670.ally;
15-(2-methy1o,Kazoi-511)-thien-2-y: 2671.ally;
5--(isothiazol-3-y;Lthie.n.-2-y1 2672.ally;
5--(isoiThazol-4-01Theri-2-y 2673.ally;
:z.-(isotFuazol-b-yli-trneri-2-y 2674.ally;
545-ttitnyornethyisothiazol-3-yrt4hien-2-11 2675.ally;
5-07liazo(-2-11)-Thien--2-y 2676, ally;
5-(Thiazol-411)-4flien-2-yl 2677. ally;
5-(thiazol-5-yl)--thier:- 2678. ally;
5-(2-methylth:az&4-y1Htlien-2.-y: 2679 ally; -
2-mothylinazol-511)--tnien-2-yl  ...  2680. ally;
5([1,2 2681. ally; 5-(1.1,2,3]4h;
adiazol-4-y1Hhier,-2-yi 2682, ally;
5-kpyrimldln-2-yi.kNan-2-yel
......................................................
.................... ................. 2683. ally;
5-(pyrimidin-410-th:en-2-11 2684, ally;
5-(pyrimidin-6-yi)-th:en-211 2685. ally;
5-(2-methylthiopydrii id in-411)-thien-2-yl 2686. 



any; 5417 ,3)-dioxolan-2-y1)-th;en-211 2687. ally;
`1,-(;1,3J-Oioxolan-219--thien-211th3on--2-y; 2688.
ally; 5-(C3-nloro-5-Unfluoronlethylypy(idin-2--yi)-
met yi)--thien-2-y; 2689. ally;
543-chloro-5-(trifluommethylypyrici-2--ylsolf(,7ny;]-
(hen-2y1 2690. ally; 2-chlotoltion-3-y; 2691. ally;
4-thlorothien---y; 2692. ally; 5-oh1orothien-3-1,
2693, ally; 2-bromothien-3-11 2694. ally;
4-bmmothien3-yl 2695 ally; 5-bmmothien-3-11 2696.
ally; 2,5-dichlorothien-3-yl 2697. ally;
2,5dibromothien-3-y1 2698. ally;
,,,5-trich:orothien--3-vl 2699, ally 4-bromo-2,5-d;
thiomthien-3-yl 2700. ally;
2-ohloro-5-47wAhylsultonylthien-3-y: 2701. E.:11y;
2,-chmethylThion-3-yi 2702, ally; 4-li ydroxythien-;
.)-y: 2703. ally; 2-phanylthlon-3-yi 2704. ally; 



4-phany1-154iltfluorornethylythien-3-y   $705.
\VO":1::97,11$399PC:PEP20071053g67 108 No.. Ar
Ithen-3-yi 2706,ally; benzoth iophen-2-11
'2707.:::41y: ben zo[bilthiophen-3-yi 2709,ally;
5-meIhy;--benzetbithiophen-2-yl 2710.ally;
54loona--3-motho-benzolb)thiophen--2-y: 2711..
11"ally; 5--chicwo-3-1-netbyl-benzolbjthiophen-21:
2712.ally; b-bronio-3-methyl-benzoiblthiophen-211
2713.benzy; :5me:My:phenyl 2714.benzy; 3-ethypheny:
benzy: 3-propylp4eny: 2716.berrzy; 3-isopropytphenyl
2717,benzyi 3--sec-butylphenyl 2718,benz ;
31en.-butylpheny; 2719. benzy: 3-isobutyiphenyi 2720.
benzy; 311 ,1-dimethylpropy;)-pheny: 2721, benzy;
',"-vtnylphenyi 2722, beny: ::,-isopropen ylph en y;
2726. benzy; 3-iodepheny: 272.7. be.nzy;
3-eflueromethyliphenyi 2728, benzy; 3-0;
:luoromethyl,Iphenyl 2729, benzy;3
-Orilluorometlyi)phenyl 27*0 



benzy;3,5-0:8(tnfluoromethyl)phenyl 2731. ben zy;
3-(14Thoroet hyl)-pheny; 2739, benzy; 3-
(S)-14:uoroetny1)-pheny: 2733. benzy; 3-i;
R)--11luoreeth4ypheny; 2734. benzy;
:::42-fkoroethy1)-pheny 2735. ben zy;
3-(1,14if1ur,:roethypneny; 2736. benzy;
2,2-difiunroet. .yi)-pnenyl -let:ff-----
-&--Wi-iy-i--------------------- ---14,1:1-2 '
\-trifkioroatb yly p hen y; 2738. benzy; 34,3-:;
;Joroyopypne.my: 2739. benzy: :5.12-riuoropcopy;
.--pneny: 2740. be.nzy; 32-floompropyn-pheny: 2741
benzy; 3((R)-2-fluerapropy1)--phenyi 2742, benzy;
3-(3,3-diflucwoprnpyrtchenyl  IVO'Mon J.$399PCPEP200;
7105w 109 No.R' Ar
2743.benzy:3-(3,3,3--tritberopropy0-pheny: 2744,benzy:
3(l 4:uom...1-methyiethyly-phenyl 2145,benzy:
9--(2Auore-1-rnelbyiethyl)--pnenyl 2748.benzy; :3--k
(S)-2-fluere-1 -rnethy:elh y I j-pnerlyi 2747.benzy:
3-0?)--2-fluo1e-1-roothylethyri43beny1 2748,benzy:
8-(2,2-dif:uom-1-methy;ethylypheny 2749, bevy: 3 -(;
S)-2,2 -difluo o7:--1 -rnethy:etnyiyoben y; 2750 benr$
3-((-2 2 dilluoro-1-rnethy:ethypthenyi 



2751. benzy 3-(2,2,241:luero-1-methylethyl)-oheilyi
2752. bo,nI :3-0)2-tritluerc.-1-methyletny0-pheny;
,..  2753 benzy;
9-4(R)-2,2,2-97fluoro-l-niethylethyi)-pneny; 2754,
benzy; 3-(2-9uow--1-fiLfOromethy:ethy1)-phe.ny1 276:3.
benzy: 3-0 -dfluerornothyi-2,2-dnic;roothyl)-phony;
-2760.------ -&-?-r-1;
:y1-------------------------------------
-31-0-,1-dimethy1-2-fluoroethy0-pheny: 2757, benzy
3-mothoxypbenyl 2758. benzy; 3-othozyphenyi 2759.
be.nzy; :3-pmpoxyphenyi 2760, benzy: 3-isopropoxypheny
2761, benzy: 3 -butoxyphenyi 2762. benzy4
3-(fluoromethoxy)-oherty 2763. 6:s. benzyi
3-(difinoremethoxy)-911enYI 2764, benzy: 3--(1;ri flu
erornethoxy)-phenyi 2765. benzy;
3-(2-5uoreethexyyphenyi 2766 benzy; c
'dif:uorosthoxyyphwy 2767, be, -,y;
3-(2,2,247iBuoreetboxyypheny: 2768,
......................................................
.............................................. ben zy:
3-0 ,1,2.2-tetrarbieroeMoxyjt benyi 2769. 



benzy: 3-cyclopropy:phony[ 2771, benzy: 3-cyciopentyl
ph eny: 2 ,, ,..: . benzy;
3--k2,2-difkiorocyclopropy:kphenyi 2773, benzy;34-thil
oomph en),1 benzy:3-bremo-24biorephon0 2775, be:12y:
2-broil-Fp-3-flu orophenyi 2776, be.nzy: 3-bromo-25-cl
ill um ph eny: 2777, benz : 5-brorno-24-Offluoro ph en
y: 2778. benzy;73-brorno-2,4-d ql Liar0 oh eny; 2779
benzy;4-chloso--3-Onfluoro.melliy0-phenyi 2760, benzy;
2-chler0-5-(influorernethyOthenyi  7.5,097[} 1
$399PEP2Oirlii53g417 110 No.R ' Ar 2781.benz
y:2-flooro-5-(trifiuommethy:}-p1;enyl 2782,benzy:
4-fluo.r0-3-(tOfluoromethyq-phonyl 2783,benzy:
341uoIo-5-(thfluorornothy:whenyl 2784.benzy; 4-
forno-3-(tnfluorornethyl)-pheny1 itbenzy:
3-bromo-5-(tri II ooromethyl)-phenyi 2786,benzy;
2-brof60-5-aritiooromethy1)i:Theny: 2787, bevy: 5-
bromo-2-methoxyphen yl 2788. boozy:
3-bromoA4methoxypheny1 2789. benzyl 2-Hu
ow-3-isoprooylpheny: 2790, benzy;
4-11uoro-3-izooropylpnenyi 2791. 91. benzy:
3,-(1-nydroxy'.-1-methyletny1)-phenyi 2792, 



benzy: 3- 2-hydroxy-2-metilyipropyi ypheny: 2793. ,..
benzy; 3-acety:phenyi 2794. be.nzy;
3-acetyl:am:nophenv: 2795, benzy;3-carboxypheny; 2796,
ben ay; 34;yanopheny: 2799. boozy: 3-10-benzyProen yi
2800. bony; 3-12-metboxyetnoxy)-pneny; 2801. benzy;
:1CF-{2-N(CH:)2)-;Phenyi 2802, benzy:
3-(NH-CO-N114-phenyl 2803, benzy:3 tilethy:sultanyi)-
phe nyl 2804. benzy:1:3-(fluoromethylso lfany I
-phenyl 2805 benzy: 3-(clifiuoromethy:suliany:)-phenyl
2806, bonzy: 3-(tri flu orornothyisuitan yl)-phenyl
2.607 benzy; 3-Arnethylsuitonyli-phenyi  ...  2608.
benzy; 'N-rnetioxy-N-rnettlykarninayphenyl 2809,
benzy; 3-01 et:lox:yam; nohorw.,:ny 2810. benzy:
3-(e4hoxyam ino }phenyl 2811, boozy': .
34N-rnethylamnooxy,;-phenyi 2812, benzy:
3-(N,N-dimetbOam:noaKy)-pheny: 



2813. boozy: 3-(netid in-1 -ylypheny: 2814, benzy;I
3-(2-3-nethylaze,tid in-l-yll-pheny: 2815. benzy;3-e
S-methylezetnig/-1-y0-phenyl 2818, benzy:
3-((R)-2-rnethylazetidin-1 'y}-phony 4817 benzyi
-kJ-NJ oroa 2,e,#;d: ii-l-yi)-enen yi
\VO7.5,M7[11$399PCPEP200;7105w 111 No.R' Ar 2818.benz
y:3-(2,2-difiee:y.)szetidin-1 -y:)-phenyl 2819,benzy;
-(3-metboxyazehd:n..- -11)-pheny: 2820.benzy;
3--(3-nydroxyazet:d in-I 1)-pheny: 2621.benzy; 3-c
pyrrolid in-1 -y i)-prIen.0 zo".benzy: 3-(pyrrol;
d:n.-2-y1).-pheny; 2823.benzy:
3--((S)--pyrco:idin-2.-yi)-pheny: 2824, benzy:
3-(:k)-pyrroki1-2-yrr phenyl 2825, becrzy 3(riy
rrodi3yQ4Jheny: 2826, benzy
37e:SY-Pyrro:idin-3-yi)thenyl 2827. bo,nI
3-1.(11-pyrroldn-3-)4)---phe.nyi  ...  2628 benzy;
-(pyrrold 4-1-1-y1)-5-Jrt.t.;;; Um:I:ethyl }phenyl
2829. benzy; b--(pyrreldia-.1-y1).-2-7nelnoxyphen I
2830. benzy: 3-kpyrrolid in -1 -y1)-4-meth oxyphen y
--;-1.-e31.----
-6e-r-iiyi------------------------------------
----1,17.;---;;;:rolidin4-y1)--2,4-difluoroplieny:
2832. benzy 



3-(pyrrolidin-111)-2,4-difluoreptieny: 2833. benzy;
3-(24Thorepyrrolidin-l-y0-pherly: 2834. be.nzy; -.QS
}-2-tiooropyrroiirlin-1 .-y1)-phe.n yi 2835. benzy:
3-((R)--2410oropyrrolklei-l-y1)--pheny: 2836. benzy: 3
-(3-fiu oropyrroliii in-1 --y1)--pnenyi 48:57, benzy:
-((5)--5-fluoropyrro:Kiln-l-y1)-pnenyl 2836. benzyi
3.-(r.R?-341tioropyrrold.:;7-111)--pheny: 2839. benzy;
3--(2,2-dif:uoropyrreliciin-1--yi)-pheny: 2840. benzy;
3-(3,3-d ifluompyrrt7lid in - 1-y1)-pheny: 2841.
benzy: 3-(2.--rnethylpyrroliclin-1-11)-ph e ny: 2842.
be, -,y; 34(S)-2-inelliyipyrroiidin-l-y1)-pheny; 2843,
......................................................
............................................ ben zy:
34( R)-2-rnethyi pyrroi id in-1 -Yrt-PhenY/ 2844,
benzy: 343-methyl pyrroiid in-1 -yi)pheny:
2e:46:--be77-iiyT--- 2846, benzy:
4,(R)-3-Inethylpyrroiithn-l-yl)-phenyl 2847. benzy;
4-kl-rnetnylpyrrel;d:n.-2-10-pheny: 2848.
be.nzy:3-.:(S).-1-methylpyrrolk141.-2-yh-phenyl 2849.
bc,nz,34(R)-1.47.tethylpyr.miidin--:?..-y0thenyl 2850.
benzy: 3-0 --methylpyrroiidie-311)--phens4 2851,
be.nzy: 3.-k(S)-1-methylpyrroliel. in...3-ylpheny;
2859, benz ; (R)--1-methylpyrrolidin-311)-phenyl 



2853. benzy;3--(2,2-direethylpygoiidin-1.-y0.-phenyi
2.854. benzy;I 31.3 3-dimethylpyrroi:din-1.--A-phenyi
2855. benzy; 3-(2-trifluerome:nylpymAdin-i li)-henyi
WO F7,} i$89PCP EP200;7105w 112 No. R ' Ar 2856 benz
y;3-(S)--240flue.mmetny:pytreliein-t-y0-pbenyl 2857,
benzy: : 2 trifInoremety:pyadidin--1-yrrphenyi 2858, b
7nzy: 3--(3-4:1fluoromethyipyrre;kiin-l-yLy-phenyi
2859.benzy;
:.::.--c(b.0--influorometny:pyrrollam-1-yn-ohenyi
2860.-benzy; 34(R)--3-trifi uoremety;pyrrol id i
n-1-0)--phenyi 2861,benzy: 3--(2-oxopyrmi id:n--111}-p
hen yl 2862, benzy: 3 -(2-exo-oxazok in--3-y1}-phenyl
2363 benzy: 3-(pipe.rid3c7-1-yft-pheny: 2864, benzy:
3--(2-methyl pi pendi n-1-1:)--phe nyi 2865. bo,nI
:HAS )--24nethyl pi perto in-114-pheny:  ,..  2866
benzy; 3-4(R)-2.--methyl FA pend In-l-y1)-pheny: 2867,
benzy; 3-(2-fluoroppendin-1-y1)-phenyl 2868 o. benzy:
-)) 24 uoropi pod:lin-1.1:3-phi:: mil -28-e:4i--
-be-niyi------------------------------------
---.0)-2-;f1;ioropiperidin--1-y:feheny: 2870, benzy:
3--(2,2--el int.:oft:pi peridi n-l-y1).-pheny i 2871.
benzy: 



3--(piperazin--1-y1)-pherty: 2872. benzy; 34,4-methyl
pipKazin-1 --ylyphenyi 2873, benzy: 3,-(morpholi n--4
-A-0e nyl 2874, benzy:
3-(m3rphohn--4-yi)-5--(Miluoromethyl)--phenyi 2875,
enzy: b.-;(morphohn--4-0)-2-met oxyph erty; 2876 b.
benzyi 3.-(morphofin-4-0)--4-methe,xypheny: n817
benzy: 54,1nolPholin-4--Y041',4--difluerophenyi 2876.
benzy; 3-(morphofin-4-y1)-2,4.-di6uorepnertyl 2879
benzy; 3--(thiomorpholin-410-pheny: 2880, be, -,y; 3-0
-oxo4Momorphei i n-4-yrkpbenyi 2881,
......................................................
............................................... ben
zy: 341 , I 4 toxn--thinmorpOotio-4-1:)-pne ny: 2882,
benzy: 3.-(pyrrel-1-11)--pheny: 2883 benzv  2884,
benzy: 34pyr(ol--3-y1).-phenyi 2880. benzy;
,3--kl-metnyipyrre4-2-ylyphemil 2888, benzy;641
-methyl pyrre1-311).-phen yl 2881
bc-,nz,43,-(furan.-2--yi)-phenyl 2888. benzy: 3-(fu
ran - 3-yly--pheny: 2889, be.nzy:
3.-Thioplie.n-2-y1)---pheny: 2890, benz :
3--(thiophen-3-y1}....pbenyi 2891. benzy;
3--(5.-propyithien--2-yry--pheny; 2892 



benzy;I 3--( pyrazoki .10.---pheny: 2893, 3enzy;
3-(pyrazo:-3-7)4)---ph :V WO 7.5,W71 1$399PCPEP200;
7105;;;m7 113 No.  R' Ar 289 4.  benzy;
34yrazo-4-0)---pbeny: 2896,  benzy: 3--(44:u
ropy:raze:I-1 -yi,-phenyl 2896.  b7nzy:
:3--(1-niethy:-.11-1-pyrazo1,1-y1 -prieny 2891. benzy;
:.7.-:,1 -etn y1-1 H-pyrazoi-4-y{)-phenyi 2898. Ienzy:
3-(1-methy:-1H-pyrazok5-y1)-phienyi 2899. benzy:
3-(111--irn id aze:-2--y0-pheny: 2900.  benzy: 3
-(im:dazol,1 -11)--pbeny; 2901,  benzy:
3-(1-methylimidazo1-2-y1)-ph en i: 2909,  benzy:
3-(oxazei-2-y1)--pheny 2903  bo,nI
31oxazoi--411)--phect   ...  2904.  benzy;
;7:-/exazo1-5-yljthenyi 2905.  benzy;
3-(isoxezol-3-7,11-phens.4 



2906.  benzy: :7-(isexazol-4).phenyi l'Yeldi-----
-&-?-.:--1;:y1------------------------------------
-31:(1.s-exazol-5-yOthenyl 2908,  benzy:
3-(thiazol-2111-pbenyi 2909.  benzy:
3-01iiazo1411}-pbenyl 2910.  be.nzy;
3-(ffiiazo1-511)-pbony: 2911.  benzy:
3-(2-7nethylin:azo:-411)-phenyi 2912.  benzy: 3
-(2-rne thyith:azoi-b-y1)- phenyl 2913.  benzy: -'1 2
3tria:zol- -y1,--phenyl 2914.  benzyi , I
.2,41-mYzel-1--yb-phenyl 2915,  benzy: , -(111
,2,31-tilazol-2-0)--phenyl 2916.  benzy;
73-(4H-11,2,41triazol-3-y1)--pheny: 2917.  benzy; 3-01
2,41-thazoi-4-yry- phenyl 2918.  be, -,y;
3-(2H-0,21314riazol-410-phenyi 2919.
......................................................
............................................ ben zy:
3-(4-metiT,4-44-141,2,41-triazeK3-0)-pheny: . 2920,
benzy: 



3-(2-methyi-2H-;1,2,3priam:-.4-11)-pheny: 2921.  benzy
2922,  benzy:  3-(5-methy:41,3,41-oxadiazol-210-pheny:
2923.  benzy;,:$-;.[1,2,4j-oxadiazo:-3-01-17;flenyi
2924.  be.nzy;3-(0-meth:y1-;
1,2.:4I-exadiazol-3-y0-Oher:Y: 29 :'5.  bc-,-:nzY:n
--)_4.1--exadiazok:7-111-p hen yl 9926.  b&inzy:
3-([1,2,31-oxiadiatzo1-4-11)-phenyi 20$?   benzy: ,,9
31-oxacliazol-5-11)-phenyl 2928,  benzy: 3411 2,31-th;
acha:701-411)--phenyl 2929.  benzy;
3--(litletrazo1-51)-9honY 2530  benzy;
'.71tetraz01-1-y1)---plieny: 2931.  benzy;
',7,-(2-metIV-2/1-Ietrazol-o-yit;phe.ny: WO.10971
1$399PCPEP200;7105w7 114 No.R[ Ar
2932.benzy:3-(1-methy;-1H-tetrazol-510-Dheny:
2933benzy: 34urazan--3-;s4--phonyi 2934.benzy:
:.3--(pynd-4-0)--phonyl 2935.benzy;
3-cpyrid-3-y0-phenyi 2936benzy:
3-(pyrid--4-',2,1)-pheny 2937,benzy:
3-(pyrimiclin-2-201--pneny 



2938, benzy: 3-(2-methylpyri rfl id in-4-y0-phenyi
2939 benr$ 3-(pyrimidin-4-0)--phenyl 2940, benzy
3-(pyrimidin-5-y0-phenyi 2941. bcNnI 5-bromopyhd;
n---3-0  ,..  2942. benzy; 3--brc7mo-2-chioropync1;
n-5-y1 2943, benzy; 4-rnethOpyridin-211 2944, benzy:
6-meti ylpyrdn-2-yi
--,'.-194:67----be-r-iiyi-----------------------------
------- 417(Fiflueromethyp-pyridin-2-yi 2946, benzy:
6-(ei11ueromethyl)-eyridin-2-y; 2947. benzy;
5-(trifluoromethylypyridin-3-y1 2946. be.nzy;
5-(oyrrolki01-1-;y1)-pynnin-311 2949, benzy:
3-(pyrrolklm-1--y1)--2-ch;empyrithn-511 n(7r..:e;
4,AJW, benzy: 3-(morphohn-4-;y1)-2-cnloropyrinin-5-y;
e951, e952. benzy: benzyi 2-(rnorphohn--4-0tyyndm-6-11
2-phe.nexypyno.in-5ry: nr,r 7: c....e..),,, benzy:
2,3-dichbropheny 2954. benzy; 2,5-didtmphenyl 2955
benzy: 3,--dleNory..,phenyl 



2956, be, -,y; 3-chlefowl4luorophenyi  -,,rii_ t.,,___
.... .. benzy:
......................................................
............. 4-brem-2,5-thchierbishenyi 2958, benzy:
3-bromo-4-(tni1uoromethoxy)phony: 2959 benzy:
3,5-dibrorno-4-(2.&ereethoxy)-pneny; 2960, benzy:
2,5-dirnethy1phenyi 2961. benzy;
2,5-th-(tntluorometny1)-pheny; 2963. be.nzy:"
5-tiktrifluornmethyl)-phon),1 2961
bc,nz,42,5-dimethoxyphenyi 2964, benzy:
2-rnethoxy-5-methylpheny 2965. be.nzy:
2-metbexy-5-(tritiuoremethyrhpheny 2966, benz
4-41uom--3-(oxazol-4-0-phenyi 2967. benzy;th!n-2--yi
2968. benzy;tbien-13-yi 2969, benzy;
:7-chiecothien-2-y;  VWV10:17.105.384) 115 No. 2970.
benz y:4-thlorothien-2-y: benzy:ty-chlorothien-z:-y:
rft."4.7.r. e...1 4. 3-brOMOthien-2-yI 2973. benzy;
4-Nomotitien-2-11 2974. benzy:5-brornothien-2-il 2975.
benzy;4,5-dieblorothien-21: 9976.
benzy:4,5-d:Ottemthien-2-yi 2977, 



benzy4-bromo-6-chorothien, 2978..
benzy3-bromo-8-cherothien-2-y: 2979. henry 2980.
benzY:5-ethyIthien-2-yi 2981. benzy;
5-propylthiert-2-y; benzy:'Ant uororne,thyithen-211 29
benzyl5-phenylthien-2-yi 2984, betizy:Eta 2985.
CgrtaIIIIIIIIII=Iga 2986. a -(I slitfortyl, .ft
,n,eryi 2987. 5-(pynti-21:solfenyi)-th:en-2-y: n( 4.1
bc :-Leyo. -(3-0:oro-5-1:19uoro-pyrid-/Ilott-thibn-
2--  .. ..,o., benzy:henzoyltamlnometnyon-211 2990.
hen .,elchiorebestroyi)aminomalt*Ktn---, 2991. benzy;
5-(aceiylaminomethyi)-thiert--2. 2992.
benzy5-(pyraz0-thien-2-yl 3993. .enzy:-(pyrazot-3-
it-Mien-211 ::::-604, hen.y.
3-3,py,azce-4::y0-thien-2.11 299t.",
benzy:5-(pyrazol-e-yiy-thien:-.211 2996.
fl1IMu5-(4-4iuorop:wk. : yU-thien2jd 2997. benzy;
941-methy:-5-trifluoronbyl-(1 lit-pyrazd-3-y)-
tiiien-2-y1 benzy:5-(1-thethyl-3'
fluoremethyl-)-pyrae.o.1-5-y0.- thien2--yi 2999.
benzy;
544-carboxy-l-rnethy:-5-m-thylthic--(111)--pyrazoi-
3-y1)-thien-2-yi -3000.------ -beiniy-
pyt-azol-3y1)-4bion-211 30 benzy;
;.-Hisoxazol-3-19-thien-2-yi 3002,
t,1-Osoxazoit-01:e:- 



PC rir 1007105.38.07 116 No. .' 3003.bent. y
3004,benzy: 5-(isexel-5-03.--thien-2.-y1
454rit,niethyilsexazo:-3-11}-th}er...; 3005.benzy
54oxazol.1).-Inten -4. , Ob.benzy; benzy:
-coxazol-4-yiHnien-2-y: 1-(exazol.-5-y0-thien.--2-y
3008.benzy: -(2-methyIoxazoi-4-ylythien-z-y 3009. 3010
benz', hen.      .ethyloxaz I-511)-tbien -2-
,sotiliaiZ01-3-tuny 3011. 3012. 3013. ... henzy ben i
benzy; 54sothazok4ythen-2-vi
0-(isotniazel-0.-y9--tnien-2
o-(5.4.nfluorometnylisothozoks-0)-thten-2-y 3014.
3016. ........................... benzy: berrzy; benzy
5.-(thiazel-4-11)--tnien, 54thiazol-5-11)--tbien-2
3017, benzy: 4,2-methyllthazoi-4i4H:ilen-2- ' 3018_
-nt'y Hie -5-: Hther. 3019. benzy; - ,.1
.2,31oxadazol4-y}$hiep2j$ 3020. benzy 0,1,2,31-11-1;
athazoI-4-11}-thien-2-rv  021. 3022. 3023.
benzy::)-(pyrirnidn-2--yir ti-he'4- y,
benzy::)-(pynnilein-4-y Hiten-2-11
benzyipynrnidin-5--yiShen-211 3024.
benzy::1)--(2-methylthiopyrirniclin-4-yo-thi n-2-y1
3028. benzy:5-([.: ,Ixolon--4-y0-tNenI b....n
.,,3411cilaxolan-2-yi)--Nen.-2-ylitien-2- -"< -
(C3-chierJriflueroethyi)tyridin-2P- 



meth yl)-thien...2-y benzy:543-ohloro-5-(tncluorernetn
,"-2-yieuIfen :.; thien-2-yI benzy:..blefothien--3-y:
029.  3030. 3031 benzy: benzy: 4-chlorothieb-31; -
cothien-3-y: 3032, honzy 2-bromothien-311 3033. 3034.
b , be.nrp  -bromothien-311 0 brornoth:on-344 30 -
banzy i"r..<.,n-3.-yI 3(334 becl 4 benzy: benzy,
..),!)-dity"wrs.ion-,::4-yi trichlerothion-3-y
4r5-dioNowInion-3.-y1  PC r 1007.105.38.07 117
Compounds of the present jnvention can be .jr e&zed s
k"utitheci :0 the synthetic routes A, B and C bethw.
"1 ROute A Rout& a Rtillne 0 p-a) :Scheme 1::. In
scheme 1, A, Ar,are as defined above, R' is either RI
or is a pre 10cursor of RI.  PC rir 1007.105.38.07 118
Rou In route A. the amino. compound OM) is reacted
witn a suitable suite= acid derivative to give the
sulfonamide (-1) (E NH). A suitable sulibnic acid
derivative is e.g. the suilonyl chloride AnS0,,,C1.
The suifonation reaction is preferably carried out in
the presence of a base, according to standard
procedures in the art. In the reaction depicted in the
above scheme 1, the sulfonation takes place under the
reaction conditions Which are customary for preparing
arylsultonamide compounds or aryisulfonic esters,
resPectiveiY, and which are described, for exarnpie,
in J. Martth, Advane.;ed Organic 10Chemistry, V
edition, John Wiiey & Sons, New York, 1985 page 444ff
and the litera- ture cited therein. European U. Org.
Chem, 2.002 (13), op. 2094-2108, Tetrahedron 2001, 57
(27) pp. 5885-5895, Bioorganic and Medicinai chemistry
Letters, 2000, 10(8), pp. 835-838 and Synthesis 2000
(1), pp. 103-108. The reaction customarily takes place
in an inert soivent, for example in an ether, such as
diethyl ether, dilsopropyl ether, 15methyl tert-butyi
ether or tetrahydrofuran, a halohydrc$carbon, such as
dichioro-- methane, an aliphatic or cycioaliphatic
hydrocarbon, such as pentane, hexane or cyclohexane,
or an aromatic hydrocarbon, such as toluene, xylene,
curriene and the like, or in a mixture of the
abovementioned solvents. The reaction with CI-SQ-Ar is
customarily carried out in the presence of an
auxiliary base. Suitable bases are :nor- 20 ganic
bases, such as sodium carbonate or potassium
carbonate, or sodium hydrogen-carbonate or potassium
hydrogenoarbonate, and organic bases, for example
trialkylamines, such as triethylamine, or pyridine
compounds, such as pyridine, lutidine and the like.
The latter compounds can at the same tirne serve as
solvents. The aux,illary base is customarily employed
in at :east et:pinto:air quantities, based on the
amine 25compound (lt-1). Prior to the suifonatin
reaction, the radical NEl"; can be converted. into a
.NRs group in tattiob R' has the meanings different
from hydrogen which are specified for Fr. (not shown
in scheme 1). 30 If in the resulting sulfonamide (F-1)
R is not the desired radical R' but a precursor
thereof, the compound can he modified as outlined
below to obtain the desired substituent R'. A
precursor is a radical which can be easily removed and
replaced by the desired group R1 or which can be
modified to give R. The precursor can also be an
N-protective group. II R is oily:, the allyi group can
be cleaved to obtain a compound wherein R' re
hydrogen. The clea'fage of the aliyl group is
aci-iie.ved, fxam0e, by reardirig compound    ).1-P:=
anyli with an allyi trapping agent, such as
mercaptobenzoic acid or 1,3- dimethylbarbituric acid,
in the presence of catalytic quantities of paliadium
(0) corn- 



V}0PC rir 119 pounds or palladium compounds which are
able to form a palladium(0) compound der reaction
conditions, e.g.. pailadium dichloride,
tatrakis(triohenylohosphine) palladium (0) or
trisidenzylitienea(etone)dipalladium(0),
advantageously in combination with phosphine 4,3ands,
e.g. hiaryiphosphine.s, such as tripheriyiphospnirre.,
trial kyiphosphines, such as tributylphosphine, and
cycloalwiphosphines, such as tricyciohoxylphosphine,
and especially with phosphine cheiate iigands, such as
2,2!-- bis(diphanylphosphin0-1,1'-binaphthyl or -I A -
bu(& hcny it s hi iubuci C,. using methods known iMiTI
the literature (with regard to eitrn;rlatingin the
presence of mercaptohenzoic acid; see V'10 94/24088;
with regard to eliniinatirig in ttie presence of
10-dimethyibarbituric acid, see ,i. Am, Chem. Soc,
2001, 123 (26), pp. 6801-6808 and J. Org. Chem 2002,
67(11) pp. 3718-3723). Alternatively, the deavage of
N-ailyt can also be affected by reacting in the
presence of rhodium compounds, such as
tris(triphonylphosphine)chlororhodiumff), using
methods known from the- literature (see J. Chem. Soc.,
Perkin Transaction I: Organic and Rio-Organic
Chemistry 1999 (21) pp. 153089-3104 and Tetrahedron
;Asymmetry; 1997; 8(20), pp. 3387 - 3391), If R. is
benzyi, thls substituent may atso be cleaved to obtain
a compund \-1) wherein R' is H. The reaction
conditions for the cleavage are known in the art,
TypioaRy, the benzyl group is removed by a
hydrogenation reaction in the presence of a suitable
Pd 20catalyst, such as Pd on carbon or palladium
hydroxide. R can a:so be a protective group. The
protective group may be removed to yield a compund
(1'.-1) wherein Ft is H. Suitable protective groups
are known in the art and are; K r exan)ple, selected
from tert-butoxycarbonyl (bac); benzyloxycarbonyi
(Cbz), fluorenyirnettioxy(arbonyi (Fmoc),
trIptienylmetnyi ,l t)and nithribenmnestrifenyl (Nps),
A preferred protective group is boa. The protective
groups can be removed by known methods; such as
treatment of the protected amine with an acid, e.g
halogen acid, such as HC I or HEir, or
trifitioroacetic acid; or by hydrogenation, optionally
in the presence of a Pd catalyst. 30 The resulting
compound, wherein R' is H, can then be reacted, in a
known manner, in the sense of an aikylation, with a
compound R1-X. in this compound, R' is .,-C;-alkyl,
C:rCa-cyclOalkyl CrCehaloaikyl,
CI-C4--alkoxyCi-C4-alkyl or C3-Cercycloalkyl-C1-C4--
alkyi and X is a nusleophilicaily dispiaceable leaving
group, e.g. l'ialegen, trifluoroacetate,
arkylsoforiate, aryisuitonaie, atky; sulfate and the
like. The reaction conditions which are required for
the alkylation have been adequately disclosed, e.g. in
Bloorganic and MedicinM Chemistry Lett 2002,12(7), pp.
2443-2448 and ;also 2002,12(5), pp. 1917-1919.  VWVPC
rir 10itttlit5.38.07 The alkylation can also be
achieved, in the sense of a reductive aminationacting
the compound g'-.1), wherein R' = H. with a suitable
ketone or aldehyde in the preenas of a reducing agent,
e.g. in the presence of a borohydride such as sodium
borohydnde, sodium cyanoborohydride or sodium
triace.toxyborohydride. The skilled person is familiar
with the reaction conditions which are required for a
reductive amination, e.g. from Bioomanic and Medicinal
Chemistry Lett 2002, 12(5), pp. 795-798 and 12(7) pp
1269- 1273. In case R` is hydrogen, the resulting
sufenamide (LA ) can further be reacted with an 10acyl
halide to obtain a compound of the formula I wherein P
is Ct-C.alkylterbortyi. The carbonyl group in these
compounds can be reduced with diboraniti to obtain
compounds of the general formula i, wherein R1 is
CrOrLalkyl. The carbonyl group can also be reacted
with a fluorinating agent to obtain a compound I
wherein RI is 1,1 - dititroroalkyl, Acylation and
reduction can he achieved by standard methods, which
are 15 discussed in Jerry March, Advanced Organic
Chemistry, 3rd ed. J. Wiley &. Sons, New York 1985,
p.370 and 373 (acylation) and pi 1099 'I, and in the
literature cited in this publication (with regard to
acylation, see also Synth. commun. 1986, 16, p. 267,
and with regard to reduction, see also a. Heterocycl,
(Them, 1979, 16. p. '1525). 20 Route B In route B. the
bromo substituted compound (II-2) is reacted with an
appropti.ate sulfonamide ArSOMEIR5 to give the
sulfonamide tii-1). The reaction is generally carried
out under activafing conditions, e.g. under tnickmzwe
conditions. Pd, especially Pd(0), 25or Cu catalysis
may also be used for coupling (see, e.g. Om. Lett.
2000, 2, 1101; J. Am. Chem, Soc. 2002, 124, 6043; Org.
Lett 2003, 5,4373; Tetrahedron Lath 2003, 44, 3385).
Examples for suitable Pd (0) catalysts are
tetrakis(triphenyiphosphine)- pi=aliKlkint(0) and
Pd2(dbah
(tris(dibenzylideneacii,?,tonei-dipkidladium(0)).
which are cus_ tomarily used in the presence of a
tri(substituted)phosphine, e.g. a triarylphosphine
$8such as triphenylphosphine, tritolylphosphine or
xantphos, tri(cycie)alkylphosphine such as
tris-mbutylptiosphine, tris(tert.-butO)phosphine or
tris(cyclohexylphosphine). This route is especially
useful in cases w-here the corresponding suttonyl
chloride is not available. ,y,)Alternatively, the
bromo substituent may be replaced by an amine
substattent, e.g. by reacting with a benzophenone
imine or with lithium bis(trimethylsiiy1)arnide in the
presence cif a palladium(0) compound such as
tris(rlibenzylideneacetone)dipalladiump fl the
presence of a iii(su bstitu ted )ph ckiph i e.g. a
triarylphosphine such as toehenylphospnine or
tritolylphosohine, tri(cycio)alkylphosphine such as
tris-mbutylphosphine" 40tris(te.d.--butyi)phosonine or
tris(cyclohe.xylphosphine), preferably in the presence
of a  1007.105.38.07 121 base such as sodium hydride
according to the method described in, e.g" Org. CA on
68 (2993) pp 8274-8276. or 3. Org. Ci-;em. 2000, 65,
2612. The resulting an nu compowld rilay Men be
subjected b the sulfonation reaction of route A, Route
C In route C. compound (II-3) is reacted with a
mercapto compound HS-Ar En the presence of a base,
such as sodium tlydride arsodlinii alkoxide or
%,,vithi an 2:kali metal salt thereof thereby yielding
a ihieether compound. The :Needier moiety is then
oxidized to 10a snifone molety" e.g.. by oxone, to
yield the StlhOrik: The substituent Ar can be varied
by either usThg different sulfonyi chlorides or by
modifying the substituents of the group Ar after the
formation of the sulfonamide (1'4) or the sudene
(1'-2) by known methods. For example, a bromine
substituent of the Ar group 15 may he replaced by an
N-bound pyrrolidinyl group according to the procedure
described in Tetrahedron Asym. 1999, 10, 1831. This
Pd-mediated cot:Ong is generally applicable to all
oltrogen-contalning heterocycles such as azetidinyl,
pyrazolidinyi,            piperidinyi, pip,erazinyl,
morpholinyi and the like. The reaction is also
applicabel to heterocyclic compounds carrying one or
more substituents such as halogen, 20alkyl or
fluorinated alkyl. A bromine substituent of the Ar
group may further be replaced by an isopropenyl group
according to a Stifle couoing wnere the promo compound
is reacted with an alkenyl tributyl stannate in the
presence of art appropriate Pd coupling cat:O.ist, e
g. tetrakistdphenyinbosphine palladium(0) (see, e.g.:
Ti:flrahe.dron, 200. 594,34), 6545 and Douro. Med.
Chem.1999, 7(5), 665). The isooroperwl group may 25
then be converted into the isopropyl group by known
hydrogenation methods. Compounds of formula 01)and 1-3
can be synthesizedshown below, 1 colcompoundS 01 30
113PC rir 1007.105.3507 Scheme 2    rUIN MSC)H-C'''K;
lic-C.H.,CUNAS\-,tajr, 



et.  01.1) In: scheme 2, A, C. n and R are as defined
above. The c nverwon of the acid On, Into its metilYi
ester (IV) is. performed by standard techniques, e,g,
as described in Jerry March, Advanced Organic
Chemistry, John Wiley, 3' edition, page 343ft, For
instance, the acid is transformed into the
corresponding acid chloride, 0.9 by reacting it with
$0C17. The chloride is than converted into the ester
by reaction with methanol. 10 The reduction in step
(ii) is suitably carried out under standard conditions
;or the conversion of carboxylic esters into alcohols.
Appropriate reaction conditions and reducing agents
are described, eg. in Jerry March, Advanced Organic
Chemistry, John Wiley, edition, page1093f. Typical
reducing agents are metal hydrides and compicy, by-
15drides. Examples of suitable metal hydrides
includeAlKs and AIH(i-Bi.i):: (DiBAL-H), suitably in
the presence of comple.xing solvents, such as
tetrahydrofuran and dieihylether. Comp:ex hydrides are
e.g. NaBH.s, LIAIH4 and LIAIH(OR)3, where R is
c,204.aikyi, such as methyl, ethyl, isobutyl or
tert-butyl. A preferred reducing agent is The
reduction is suitably carried out in complexing
solvents, such as open-- fland cyclic ethers, e.g.
tetrahydrofuran, diethyl ether, dipropyl ether,
dilsopropyi ether, dibutyl ether and methylbutyl
ether. A preferred solvent is tetrahyditforem, In the
mes.yla .en step (iii), the alcohol functionality is
converted into a better leaving group. The mesylation
is performed under standard conditions, e.g. by
reacting the alcohol with methansulfonyl chloride in
the presence of a base. Suitable bases are, among
others, alkyl amines., such as diethyl amine, triethyl
amine and ethyldiisopropyi amine. in this step, other
functionalties representing good leaving groups, such
as  VWVPC rir 2etktitt538.07 123 trifluoroacetate,
other alkyisuifonates, atyisuifertates, e.q.
tosyiates, alkyl sulfates and the like tosylate, may
be introduced instead of the methansulfonyl grotto, In
the 'yciisation step (iv), compound (\/I) or a
suitabie derivative thereof is reacted yvith a primary
amine Nt-12R, in case the primary amine is a liquid
may also be used as solvent, no further solvent being
necessary, lithe amine is visquous or a sold, the
reaction is advantageously carried out in a suitable
solvent. The reaction of step (v) takes place under
the reaction conditions which are customary 10 for a
nitration reaction on an aromatic radical and which
are described, for example, in Jerry Match, Advanced
Organic Chemistry, John Wiley, 3 edition, page 468ft
Tetrahedron 1999, 55(33), pp. 102434 0252, J. Med.
Chem 1997, 40(24 pp. 3679-3686 and Synthetic.
Communications, 1993, 23(5), pp. 591-599. For example,
compound (Vil) is reacted with concentrated nitric add
or a nitrate, such as potassium or sodium 15nitrate,
in the presence of concentrated sulfuric acid. The
resulting product (VIII) may in the form of different
regioisomers (e.g. artno, meta or pare, if A is phenyl
or a 6- membered hetaryl, in the case of A being
phenyl or a 6-membered ftetanyi, the para.- nitro
compound generally predominates. However, some ortho
product may also be obtained, whereas the meta product
is not produced at all or only in ne.glectable
20amounts. By separating ertho and pare products.,
oompotinds of formula I wherein A is 1,4-bound,
phenyl, are accessible via the reaction path shown in
scheme 2. In step NI), the rtero group in (Vill) is
reduced to an Nt-Lt roup. Subsequently, the Nft group
can be converted into a ----NR* group, in which R has
the meanings different 25 from hydrogen which are
specified for R. The reaction conditions which are
required for step (vi) correspond to the customary
conditions for reducing aromatic nitro groups which
have been described extensiveiy in the literature
(see, for example, J. March, Advanced Organic
Chemistry, 3rd ed., J. Wiley & Sons, New-York, 1985,
p. 1183 and the literature cited in this reference).
The reduction is achieved, for example, by react-
30trig the nitro compound VII with a metal such as
iron, Zinc or tin under acidic reaction conditions,
i.e. using nascent hydrogen, or using a complex
hydride such as lithium aluminum hydride or sodium
horohydride, preferably in the presence of transition
metal compounds of nickel or cobalt such as
NiCIAP(phenytb)2, or C0Cl2,(see One et al. Chem. ind,
(London), 1933 p.400), or using NaBH28,ii (see
Lalancette tat al. Can J. ..y.)(hem. 49, 1971, p.
2990), with it being possible to carry out these
reductions, depend- ing on the given reagent, in
substance or in a solvent or diluent. Alternatively,
the reduction can he carried out with hydrogen in the
presence of a transition metal catalyst, itt,g. using
hydrogen in the presence of catalysts based On
platinum, palladium, ruthenium or rhodium. The
catalysts can contain the transition metal in
elemental form 40or in the form of a complex compound,
of a salt or of an oxide of the transition metal,
\VC7MM7[} $399PCPEP20o71553567 124 with it being
possibie, ts: the purpose of modifying the activity,
to use customary coligands, e.g. organic: phosehine
compounds, such as triptienylphosphine,
tricyclohexylphosphine or tri-o-butylphosohines or
phosphites. The catalyst is customarily employed
quantities of from 0,001 to 1 mot per mei of nitro
compound, calculated as catalyst       In a preferred
variant, the reduction is effected using tin(Ii)
chloride in analogy with the methods described in
Rioorganic and Medicinal Chemistry Letters, 2002,
12(15), pp, 1917-1919 and d, Wx.  Chem, 2002, 45(21),
pp. 4979-4688. The reaction of V0 withchioritle is
preferably carried out in an inert organic solvent,
preferably an alcohol such as methanol, ethanol,
isopropanei or hutanol, For compounds, wherein n is 1
and A is phenyiene Om. (I) is
NI--(pyrrolitlini-3-iy1)-phenylsulfonamide:), starling
compound (III) is eig, commercially available (St or
(R) phenylsuctitnic acid or a racemic mixture thereof
By starting from enantiomerically pure (S)- er
(9')-compound (HO, pure (S) or (R) may be obtained:
(S) isomer      20In step (i), commercialiy available
(S)-phenyisticcinic acid (11-iS) is converted into the
the methyl ester (Ili); this is reduced to the alcohol
(IV) which is reacted with methylsulfonyichlonde,
Cyciisation with a primary amine gi\g'es the phenyl
pyrolidine (VI). Tide phenyl group is fiNt nitrated,
then the nnio group is reduced to an amino function
which is reacted viath a sulfonyi chloride to give the
desired sulfonyi amide (P-S). 25 (R) isomer  PC r
10thritt5.38,07 125 ii  .COOH H000- 



-R)  Isomeric mixtures Of compound F-$ and ,:t can he
obtained by starting from racernic JU or from a
Mixture of 111---S. and 111-R. 10The skilled person
wili appreciate that the synthesis described in scheme
2 is &so stht- able for the preparation of compounds
(JO and consequently for compounds (1), wherein R2, R'
and R.': are different from H, e.g. by starting from
the conspondingly substituted compound (W). The same
applies to the synittess of &lantern:I:flea:1y pure
mirth can be synthesized by stading from the
corresponding enantiomer 15 Synthesis of compounds
(11-2) Compounds of formula (11-2) can be synthesized
by carrwig out in step 0,0 of scheme 2 a halogenation
instead of a nitration. Halogenation reactions of aryi
and hetaryl groups 20 are widespread standard methods
and are, e.g., discussed in Jerry March, Advanced
Organic Chemistry, John Wiley, 3"leditior page 476 ft,
3. Synthesis of compounds (H-3) 25 The synthesis of
these compounds also belongs to standard reaction
methods and can be performed by monohabgenating the
methyl group of at p1ethy14.1.ubstituted aryl Or
hetaryi compound, 4. Synthesis of enantiomericaily
pure compoundst In addition to the method described in
item 1, enarstiornerically pure compounds (I) can also
be obtained by applying standard resolution techniques
to suitable precursors thereof. For instance, compound
VW (see scheme 2 above) or compounds (il-2) or (V3)
(see scheme 1 above), wherein ft is a suitable
protective group, such as berizyl, may be reacted with
tartric acid Or a derivative thereof (e.g.
diethyltartrate, dipropyitartrade,
diisooropyltartrate, etc,) to afford two
diestecarneric salts. These can be sepat-  V WVPC rir
126 rated in a customary manner, e.g. by extraction or
chromatographic methods or pref erably by fractionated
crystallization. The thus separated diastereorneric
&IRS are then converted into enantiotnerically pure
compounds VOL II-2by reacting the saits     a suitable
base to afford the 5- or R-enardiorners of compounds
VIII, 11-2 or lk3. Suitable bases are, e.g., alkali
metai hydroxides, such as potassium hydroxide and
sodium hydroxide, alkaline eadh metal hydroxides, such
as magnesium hydroxide and calcium hydroxide, alkali
metal carbonates, such as sodium carbonate and
potassium carbonate, alkaline earth metal carbonates,
such as magnesium carbonate and oak cium carbonate,
alkali metal oxides such as sodium oxide and potassium
oxide, and 10alkaline eadh metal oxides, such as
magnesium oxide and calcium oxide; organice bases.
such as iiiikehoiates, e.g. sodium methanclate, sodium
emendate or sodiumtertbutanolate, amines, such as
dimethyiamine, trimettwiamina, diethyiamine, tnethyl--
amine, dipropyiamine, Inpropylamine, Misopropylamine,
diisopropylethylamine and the like, and
nitrogen-containing basic heterocyclic compounds, such
as pyridine, picoline. 15 und 5, Specific syntheses
Synthesis of compounds, wherein r is I (pyritlidiriyi
suf.:One, derivatives) 20 erne 3'     25 R" R"    In
scheme 3"4 and R are as defined above. 30The
oymoiidine ring is also avaja.ble by a ;3+2: dipolar
cycioaddition of a non-stabilized azomethine ylid to a
1-alkenyiaryi or hetaryl derivative (IX) (e.g. a vinyl
benzene, R = H). This procedure is generally described
in J. Org. Chem 1987, 52, 235. The precursor of the
ylid, the amine N(C1-12fe)(CH2Sifilie;)(CH200-14 (X),
is commerciaily available or can be synthesized from
NH2(CH2Fe), lina;RSieliii2C1 and Hell in the presence
35of methanol.  PC rir 1047.106.3507 127 The
1-alkenylipeterolaromatic compound (IX) can be
synthesized e.g. by a Stille coupling cit a halogen
benzene, e.g. a Orem benzene, with the corresponding
alkenyi tributyl stannate, such as vinyl or
iscibutenyi tributyi stannate, in the presence el an
appropriate Pd coupling iliAtalyst,e c
e.trakistriptienyiphosphine paliadium(0) (26.s.e, e.g.
Tetrahedron, 2003, 59(34), 65,45 and Elioorg. Med.
Chem. 1999, 7(5), 665). By choos- ing a special 'Stine
isr:imer (e.g. cis- or trans-isobutenyi tributyi
stanriate), the cor . e-, spending cs or trans alkyl
phenyl pyrroiidine can be prepared selectively.
10Alternatively, the -alkenyi-etero)aromatic compound
X) can he synthesized by a Wittig reaction of aryl
aldehyde with a Wittig reagent such as ppit,c,HR (R is
H, or de:yak:0). Conditions for the Wittig reaction
are well known in the art and are, e.g discussed in
iterry Merril, Advanced Organic Chemistry"lohn Wiley,
ll'd edition, p.age 845 15 Advantageousty, the
1-(netero)alkenyl-ercimatic compound (IX) further
carries a nitro group or ariother halogene substiteent
(X NO:2c)r lialegen). In this case, the subseguent
reaction steps can be carded out as outtined in route
A or B. It X =Fl, the A ring may be first nitrated as
described in scheme 2, step (v) and then subjected to
the rear> 20 lion of scheme 2, step (vi) and scheme 1,
route Ai or ring A may be halogenated and then
subjected to the procedure of route 6, The group
CH?Rl' of the precursor amine advantageously
corresponds either to the desired group R1 of the
final compound I or is alternatively a cleavable
group, such as 25benzyl, which can be removed to give
the N,unsubstifoted pyrrolidine, The letter can
subsequently be functionalized as described above (see
route A). The synthesis of netatyieyrrolidirie.s is
e.g. described in Chem. Pharm. Bull,, 1985, 33,
2762-66; J. ideterecyclic Chemistry, 1996, 1995-2005;
3, Heterocyclic Chemistry, 2001, 3038, 10394044;
Tetrahedron Letters, 1992, 33, 44, 600740;
Heterocycles, 1998, 48, 



12, 2535-2541 fer A h,eing pyiddyiene. Thc.
synlittesis vinyi-stibr.itituted thiophene and thiazei
is e.g. described in Eiloorg. Med. Chem. 1999, 7(5),
665.   PC rir 1007.105.38.07 128    f).c;(Xp
Phenylpyrro dines can also be prepared by a [3+2;
dipolar cycioaddition of a non- 5stabilized azomethine
yid to a 1-alkyny4be.nzene (XII) (see, e.g,
Tetrahedron 1906, 52, 59), The resulting nyrroline
(MI) or the finitii nit iduct (l) is then
hyilrogeriated to the corresponding pyrrolidine (XI).
If the hydiweriation is carried out under chiral
condiClans, e.g, by using chiral catalysts, the
enantiomerically pure phenylpyrrolidine com- pounds
can be obtained, (-Mimi hydrogenation cataiysts are
weli known in the art. 10 The subsequent conversion to
the desired sulfonamide can be carried out as
described in route A or B. 5,1.3 15Alternatively,
hetarylpyrrolidinyi compounds can be prepared from
hetaryi halides which are subjected to a Pd-mediated
cross coupling with an organozinc pyrrolidIne
compound. This process is described in further detail
below in route F. In this alternative, too, the hetaty
halide advantageously carries a nitro group. in this
case, the conversion to the desired sulfonamides can
be carried out as described in route A. Alterna-
20tively, the hetaryi halide carries a halogen atom.
In this case, the conversion to the de- sired
sullenamides can be achieved as described in route S.
5.1,4 25Compounds I, wherein n is 1, is CH2, A
is1,3--bound aryiene or netanyene and E is NH, can be
prepared in a similar way compared to the compound
from a 3- aminoatyl or hetarytpyrreiidine which is
reacted with an appropriate suttonyi chioride.
Advantageously, the N-atom of the pyrretidine ring is
protected by a urethane-based protective group, like
carbornethoxy (4000CI-13), benzylexycarbonyi (cbz) and
teg- 30butylt)xycarbonyi (hoc), This group may be
replaced by the desired uus ru i H y treating the
compound with an acid; such as hydrochloric acid, thus
removing the acid group, and then introducing the
desired substituent as described in route A. The
3-amincaryi or hotaryi-pyrrolidine may be prepared by
way of a Fleck reaction where a protected pyrroiine is
reacted with 1-iodo-0-nitrobenzene or the
corresponding pyridine 1.2-iode4-naropyridirie or
01odo-5,-nitropyridine) under typical Heck conditions,
113PC rir 1007.105.38.03, 129 Cataytic hydrogenation
of the p,yrroline doubie bond and reOucton of the
nitro group according to the procedure described in
scheme 2 yields the desired product. The NI.,rotecte.d
pyrtoline can be obtained by reacting commercially
avaHalMe pyrrohne ,4\9ith the desired protective
group, e.g. with chioromethylfuma.rate, benzyichkride,
Cbzanhydride or Boo-anhydride. The pyribline may noin
a metathesis .reac.. on of N-protected diayanine in
the presence of a metathesis catalyst; eg. a Grubbs
catalyst. 10 5,2 Synthesis 0
N-(azetidin--3-Korb:sr:ides      Compounds I. wherein
n is 0 (azetidine compounds) can be synthesize
asfollows: 15.Scheme            (a) Pd/C, HCOONH,,RPh-
(b) Bociia or Boc,A) hochoc           



Ar SI) Snei,, (i.).A:S0.>CJ (31-11.      In scheme 5,
Ar and RI are as define' above. X and Y are,qpendenLly
of each other, OH or N.  113PCPF 1007.145.38117
Starting 1rc.thi1-benzhydryt-az.etictin-3-ol,
Pd.-mediated deprotection of the amine (Tetrahedron
2002, 58, 98659870, carbamate formation and subsequent
halogenation generate an intermediate that undergoes
Zn insert:on (Tetrahedron 1987, 43, 2203-- 2212; J.
Or.;. Chem, 1988, 53, 2390-2392). The thus obtained
organozinc suedes can react with an appropriate
2-help-nitro-ring (Syniett 1998, 4, 379-380; J. Am.
(Them. Soc. 2003, 125, 12527-12530) to give the
nitro-aryl-azetidine core If one otilries a 2-
h:tap-halo-ring, there is also the possibility to
realize the direct coupling between the aryi-azetidine
haiide and the appropriate sulfonamides (Org. Loft
2000, 2, 1101-1104; .1. Am. Chem. Soc. 2002, 124,
6043-6048; Org. Lett, 2003, 5, 4373-4376; Tetrahedrori
10Lett. 200:3, 44, 3385-S$E:8). The amine may be
regenerated by cleavage of the car- bernate (e.g. with
trifluoreacetic acid in the case of a Boo carbarriate)
and subsequently converted into an amide by reaclion
with the appropriate acyl chloride. The nitro group
can be reduced to the amine via tin chloride or
catalytic hydrogenation (e.g. Pd-C) and then converted
to the desired sulfonamide by reaction with the
appropriate suitor:y:1 15chieride in the presence of a
base such as pyridine. Ultimate reduction of the amide
via hydrohoration furnishes the final compounds. Of
course, the reaction aiso applies to compounds wherein
the (hetero)aromatic ring bound to the azetidthe group
is a 5-membered heterocyclic radical, e.g. thistly:.
20 5.3 Synthesis el N-(piperidin-3-11)-suifonamides
Further to the above-described syntheses (routes A, B
end C); compounds wherein n is 2 and E Nit
(piperidia-311 sulfonamides) may te prepared by
starting Irom tem- 25merciaily available 3-eryi or
3-thetaryi piperldines. These starting compounds may
then be converted into the amino-substituted or
halogenated derivative and then be subjected to the
synthetic path of route A or B. A skilled person wit:
readiiy appreciate that compoptinds of the formula can
also be 30obtained from structurally similar compounds
by functional group interconversion. In particubr
N-bound radicais R' can be introduced into compounds
of the formula i by reacting the corresponding ha:ogen
compound, i.e, a compound of the formula I, which
instead of R' carries a halogen atom, in particular a
bromine or iodine atom, with a Olttriaty or secondary
amine in the presence of a base, preferably aiso in
the presence of 35a niladium catalyst in terms of a
Buctrwaid-Hartwig reaction. If not indicated
otherwise, the above-described reactions are generally
carried out in a solvent at temperatures between room
temperature and the boiling temperature of the solvent
employed. Alternatively, the activation energy which
is required for the reaction 40can he introduced into
the reaction mixture using microwaves, something which
has V}0PC rir 1007.105.38.07 131 proved to be of
value, in particifiar, in the case of the reactions
cataiyzed by transition metats (with regard to
reactioris usirtg microwaves, see Tetrahedipn 2001,
57, p. 9199   p, 9225 if. and also, n a genera:
manner, is,,licrawaris in Organic Synthesis', Andre
Lary,/ (Ed.), Wiley-Val 2002. The suifenylchierides
CI-S02-Ar are either commerciaily avaitable or can he
prepared aL\ ording to .standard synthe.tic methods.
Sulfonylatiorititts containing a fluorinated radical
W. may be prepared by different synthetic routes, e.g.
by reacting suitable by-- droxy or oxo precursor (e.g.
a compound C1-502,-Ar, carrying a hydroxy or oxo
substi-- 10 tuted radical) with fluorinating reagents
like DAST (diethylamincisulfartrilluoride), mop
pholine-DAST, deexe-fluor
(bis(2-tnethoxyethyperntnestiitur frifluoride),
ishikawa's re-- agent
(N,N--diethyl--(1,1,2,3,3,3-fitaxaftuoropropyl)entine;
Journal of Fluorine Chemistry, 1989, 43, 371-377).
More conventionally, the hydroxy group of an aromatic
compound 'vhictt carries a hydro.xy substituted
radical but not a chlorosutfonyi group, is trans- 15
formed into a leaving group which is then replace by a
fluoride ion (J. Om. Chem., 1994, 59, 2898-22901;
Tetrahedron Letters, 1998, 7305-8; U. Org. Chem 1998,
63, 9587-9589, Synthesis, 1987, 920-21)). Subsequent
direct chiorosolfoitylation with chicrosulfonic acid
(Heterocycies, 2001, 55, 9, 1789-1803; J. Org. Chem.,
2000, 65,1399- 14)6) or a two step process preparing
first the sutfonic acid derivatives which are then
20transformed to the suitonylchlorides with e.g.
chbrosulfortic acid, phosphorous eenta- chieride (Eur.
J. Med. Chem,, 2002, 36, 809-828) and the like, yields
the desired saifonylchloride (Tetrahedron Letters,
1991, 33.50 7737-7788)) Sulfortylchlorides may also be
prepared by dtazotatien of saitabia amine precursor
Ar-f\iti with sodium nitrite under acidic conditions
and reaction with sulfur dioxide in acetic acid
(scheme (il); 25 Org. Chem, 1960, 25, 1824.-26;); by
oxidation of suitable hotercarykthicis Haar or
heteroatykbenarthioethers CdirCH2-3-Ar with chlorine
(Synthesis, 1998, 36-38; J. Am. Chem. Soc., 1950, 74,
4890-92;) directly to the corresponding sultonyt
chlorides. The further are known in the art or may be
prepared by standard methods., 30 The add addition
salts Of compounds  are prepared in a customary manger
by Mixirig the free base with a corresponding acid,
where appropriate in solution in an organic solvent,
for example a tower alcohol, such as methanol, ethanol
or proper:or, an ether, such as methyl tort-butyl
ether or dtisppropyi ether" a ketone, such as acetone
or methyl ethyl ketone, or an ester, such as ethyl
acetate, The compounds according to the invention of
the formula  have a surprisingly high affinity for
fiFiTi receptors. Compounds of formula I, wherein A is
1,3-phenylene, 2,4- pridylerte or 3,5-pyrittylene and
in particular 1,3--phanyiene, ere furthermore highly
selective :dopamine 511T6 receptor liganas which,
because of their low affinity for other 40receptors
such as Di receptors, D5 receptors; 04 receptors,
ol-adrene.rgie andlar ci2-  V}0PC rir 10lrbit5.38.07
adrenergic receptors, muscarinic receptors, histamine
receptors. opiate Receptors and. in particular,
dopamine D2 receptors. give rise to fewer side-effects
than other, less selective 5F1rc, figands. Compounds
of formula I. wherein A is 1,4-phenylene, show a high
affinity for 5HIrt receptors and opt:or:a:1y also for
dopamine Ds receptors. Because of their low affinity
for other receptors such as DI receptors, Ds
receptors, D4 receptors, al-adrenergic &Idler
o2-adtertergic receptors, moscarinic receptors,
hisfamine receptors, opiate receptors .and, in
particular, dopamine 1.:}2 receptors, they give rise
to fewer side-affects than other, less setective
compounds, such as classic neuroleptics, which are D
receptor antagonists. 10 The compoi partial agort
agoh:st activity. he invention can be a dopamine
5tire, receptor agenist, including j, or a dopamine
5HT:t receptor antagonist, including inverse  15The
high affinity of the compounds according to the
invention for 5HT,t receptors is re- flected in very
low in-vitro receptor binding constants (k,(5H-1)
values) of as a rule less than 50 ftisvi (ninell1),
preferably ot less than 10 nicyl and, in particular of
less than S nM. The displacement of 't-LSD can, for
example, be used in receptor binding studies for
determining binding affinities to 5-HTE, receptors and
[3251Hodosulpride for determining 



20binding affinities to dopamine ID;.i receptors. The
Dtt1D2 selectivity of the compounds according to the
invention which also have a high affinity for dopamine
D3 receptors, Le. the ratio K(D7)/K(D3) of the
receptor binding constants, is as a rUte at least 25,
preferably at least 50, even better at least 100, The
25 displacement of 0-W3U-123390 or 'it spiperone can
be used, for example, for carrying out receptor
binding studies on Di, .02 and Dc; receptors. Because
of their binding proffie, the compounds can be used
for treating diseases which respond to 5H16 receptor
Uganda and optioneily to dopamine D.t receptor Uganda
(or Whith are SUSGer.>:thie to treatment Wiffi 5Iffs
receptor figand, arid optionally with a dopamine Dt.,
receptor ligand), i.e. they are effective for treating
those medical disorders or diseases in which exerting
an influence on (modulating) the 5tiTs receptors, and
optionaily on (modulating) the dopamine Ds receptors,
leads to an improvement in the clinical picture or to
the disease being cured. Examples of these diseases
are dist 3.5 orders or diseases of the central nervous
system. Disorders or diseases of the central nervous
system are understood as meaning disorders t:vhich
affect the spirtel chord and, in particular, the pra;
ri, within the meaning at the invention, tile term
"disorder" denotes disturbances and/or anomalies which
are as 40a rule regarded as being pathological
conditions or functions and which can manifest  VWVPC
rir 10itThi5tig67 133 themselves in the form of
parbcular signs, symptoms and/or malfunctions. While
the treatment according to the hivention can be
directed toward individual disorders, Le, anomalies or
pathological conditions, it is also possible for
several anomalies, wnich may be causatively linked to
each other, to be combined into patterns, La
syndromes, which can be treated in accordance with the
invention. The disorders which can be treated in
accordance with the invention are in particular
disorders which respond to a moduiation of the 51-t
1-:; receptor. They include cognitive dysfunctions,
such as a deficit in memory, cognition and learning;
in particular associ- 10 ated with Aizheimer's
disease, age-related cognitive decline and mild
cognitive impairment, attention deficit
disorder/hyperactivity syndrome, personality disorders
such as schizophrenia, in particular cognitive
deficits related with schizophrenia, affective
disorders such as depression, anxiety and obsessive
compulsive disorders, motion or motor disorders such
as Parkinson's disease and epilepsy, migraine, sleep
disorders (incInd- 15Mg disturbances of the Circadian
rhythm), feeding disorders, such as anorexia and
bulimia, certain gastrointestinal disorders suan as
Irritable Bowl Syndrome, diseases associated with
neurodeoenerabon, such as stroke, spinal or head
trauma and head injuries, such as hydrocephalus., drug
addiction and obesity. 20The addiction diseases
include psychic disorders and behavioral disturbances
which are caused by the abuse of psychotropic
substances, such as pharmaceuticals or narcotics, and
a:so other addiction diseases, such as addiction to
gaming (impulse control disorders not elsewhere
ciassified.): Examples of addictive substances are:
opioids (e,g. morphine, heroin and codeine), cocaine;
nicotine; aicohot substances which in 25feract with
the GABA chloride channe: complex, sedatives,
hypnofics and tranquilizers, for example
benzodiazepines; LSD, oannabinoids; psychomotor
stimulants, such as
3,4--methylenedioxy-hi-methyiamphetamine (ecstasy);
amphetamine and amphetamine-- Re substances such as
menvipnenidate and other stimuients including
caffeine. Addictive substances which come particularly
into consideration are cp:oids, cocaine, am
30phetamine or amphetamine-like substances, nicotine
and alcohol. With regard to the treatment of addiction
diseases, particular preference is given to those
compounds according to the invention of the formula I
which themselves do riot possess arty psychotibpic
effect. 'Chit; can also be observed in a test usirlg
rms,'t ici after having been administered compounds
which can he used in accordance with the invention,
reduce their self administration of psychotropic
substances, for example co -Caine,      Compounds of
formula having a high affinity for the 5ttli, receptor
as weil as for the 40dopamine Ds receptor can be
advantageously used for treating disorders, preferably
VWVPC rir 1007/05384it7 134 CNS disorders, having both
a doparninergio and a serotonineigic impact. While the
511TE: receptor is more related to cognitive
functions, the dopamine. Dz; receptor is associated
with positive symptoms, such as delusion,
hailucination, disorganized thinking, disorganized
speaking, disorganized, agitated or catatonic
behaviour, and negative symptoms, such as depletion of
feelings, impairment of the language, loss of
motivation, loss of vitaiity, alterition deficits arid
social retreat. Thus; compounds of formula having a
high affinity for the 5filL receptor as sivell as for
the doparnine D3 receptor can be advantageously used
for treating disorders, such as Alzheimer's disease
and in particular schizophrenia, which are
characterized by cognitive dysfunctions as well as 10
by positive and negative symptoms. According to
another aspect cif the present invention, the
compounds according to the invention are suitable for
treating disorders whose causes can at least partially
be at  to an anomalous activity of 5H1ii receptors. 15
According to another aspect of the present invention,
the treatment is directed, in particuiar, toward those
disorders which can be inllosinced, within the sense
of an expedient medicinal treatment, by the binding of
preferably exogeneousiy administered binding partners
(ligands) to 51-1; receptors. 20 The diseases which
can be treated with the compounds according to the
invention are frequently characterized by progressive
development, Le. the above-described conditions change
over the course of time; as a rule, the severity
increases and conditions may possiUy meitge inb each
other or other conditions may appear in addition to
those 25which already exist. The compounds according
to the invention can be used to treat a large number
of signs, symptoms andior malfunctions which are
connected with the disorders of the central: nervous
system and, in particular, the abovementioned
conditions. These signs; 30symptoms and/or
malfunctions include, for example, a disturbed
relationship to reality, lack of insight and abiiity
to meet customary social norms or the demands made by
life, changes in temperament, changes in individual
drives, such as hunger, sleep, thirst, etc_ and in
mood, disturbances in the ability to observe and
combine, changes in personality, in particular
emotional lability, hallucinations, ego-disturbances,
distracted- ix)ness, ambivalence, autism,
depersonalization and false perceptions, delusional
ideas, chanting speech, lack of synkinesia, short-step
gait; flexed posture of trunk and limbs, tremor,
poverty of facial expression, monotonous speech,
depressions, apathy, impeded spontaneity and
decisiveness, impoverished association ability,
anxiety, nervous agitation, stammering, social phobia,
panic disturbances, withdrawal symptoms in as  with
dependency, maniform syndromes, states of excitation
and contusion,  V}0PC rir lOtiThiSamir 1,35 dysphorla,
dysidnetic syndromes and it: disorders, e.g.
Huntington's chorea and &liesde-la-Tourette's
syndrome, vertiip syndromes, e.g. peripheral
positional, rotational and osculatory vertigo,
meiancholia, hysteria, hypochondria and the like.
Within the meaning of the invention, a treatment also
includes a piwventive treatment (prOphylaris), in
particOlor as reiapse prophylexts or phase
prophyla'xis, as Well as the treatment of acute or
Chipri:e Ogr1S, symptoms and/or malfunctions. The
treatment can be orientated symptomaticaliy, for
example OS the suppression of symptoms. It can be
effected over a short period, be orientated over the
medium term or can be a long-term 10 treatment, for
example within the context of a maintenance therapy.
The compounds according to the invention are
preferentaay suitable for treating diseases of the
central nervous system, more preferably for treating
cognitive dysfunctions and in particular, for treating
cognitive dysfunctions associated with schizophrenia
15 or Aizheimers disease. Within the context of the
treatment, the use according to the invention of the
described compounds invoives a method, in this method,
an effective quantity of one or more compounds, as a
rule formuiated in accordance with pharmaceutical and
veterinary 20practice, is administered to the
individual to he treated, preferably a mammal, in par-
ticutar a human being, productive animal or domestic
animal, Whether such a treatment is indicated, and in
which form it is to take place, depends on the
individual case and is subject to medical assessment
(diagnosis) which takes into consideration signs,
symptoms and/or malfunctions which are present, the
risks of developing particular signs, symptoms andlor
malfunctions, and other factors. As a rule, the
treatment is effected by means of singte or repeated
daVy administration, where appropriate together, or
alternating, with other active compounds or active
compound-containing preparations such that a daily
dose of preferably torn about 0.1 to 30 1000 incilkg
of bodyweight, in the case of orai administration, or
of from about 0.1 to 100 mg/kg of bodyweight, in the
case of parenteral administration, is supplied to an
individual to be treated. The invention also relates
to the production of pharmaceutical compositions for
treating 'Y-) an individuai, preferably a mammai, in
particular a human being, productive animal or
domestic animal. Thus, the ligands are customarily
administered in the form of pharmaceutical
compositions which comprise a pharmaceutically
acceptable reicipient together with at least one
compound according to the invention end, where
appropriate, other active compounds. These
compositions can, for example, be administered orally,
40iwctally, transdermally, subcutaneously;
intravenously, intramuscularly or intranasally, 



}(3PC rir 2007,10538417 Examples of suitable
phannaceutical formulations are solid medicinal forms,
such as powders, granules, tablets, in particular ti:m
tablets, lozenges, sachets, cachets, sugarcoated
tablets, capsules, such as hard gelatin capsules and
soft gelatin capsutes, suppositories or vaginal
medicinal forms, semisolid medicinal forms, such as
ointments, creams, hydrogels, pastes or plasters, and
also liquid medicinal forms, such as solutions,
emulsions, in particular oil-in-water emulsions,
suspensions, for example lotions, injection
preparabons and infusion preparations: and eyedrops
and eardrops. im planted release devices can also be
used for administering inhibitors according to the
10invention. in addition, it is also possible to use
liposomes or microspheres. When producing the
moositions, the compounds according to the invention
are optionally mixed or diluted with one or more
excipients. Excipients can be solid, semisolid or
liquid materials which serve as vehicles, carriers or
medium for the active corn- 15pound. Suitable
excipierits are listed in the specialist medicinal
monographs, in addition, formulations can comprise
pharmaceutically acceptable carriers or customary
auxiiiary substances, such as glidarft; wetting
agents; emulsifying and suspending agents; pre--
20sentativeS; antioxidants; aiThin.itants; cheliating
agents; coat no auxiliarieS; Ormilsion stabilizers;
tib)3 formers; ge,1 formers; odor masking agents,
/este corrigrzintsi resin; bydmcbiloids; solVents;
soiubitizers; neutralizing agents; diffusion
accelerators; :pigments; quaternary ammonium
compounds; refatting and overfatting agents; raw
materials for ointments, creams or oils; silicone
derivatives; spreading auxiliaries; stabilizers;
steri- 25Writs; suppository bases; tablet auxiilaries,
such as binders, fillers, glidants, disinte- grants Or
coatings; propellants; drying agents opacifierS;
thickeners; waxes; plasticizers and white mineral
oils. A formulation in this regard is based on
specialist knowledge as described, k)r example, in
Fiedler, H.P., Lexikon der Hlifssteffe fur Phermazie,,
Kosmetik find angrenzende Gebiete [Encyclopedia of
auxiliary substances for pharmacy, 30cosmetics and
related fields], 4''' edition, Aulerlderi:
ECV-Editio-Kabter--Veriag, 1996, It has further been
found that disorders having both a doparninergic and a
serotoninergic impact can also be treated by the
combined use of a dopamine D receptor kland and a 5475
receptor iigand. This combination surprisingly shows
no adverse effects. Accordingly, a further aspect of
the invention relates to a pharmaceutical composition
cornprising at least one compound having an affinity
for the U. pan D3 receptor and at least one compound
having an affinity for the 511Ts receptor and
optionally at least one physiologically acceptable
carrier and/or auxiliary substance,  VWVPC rir
ffittltittS.amitt 137 The invention also relates to
the use of at least one compound haying an affinity
for the dopamine Dz, receptor together with at least
one compound having an affinity for the 51-IT,"
receptor or of the pharmaceutical composition as
defined above tor preparing a medicament for the
treatment of a disease of the centte! nervous system.
The compounds to be used according to the invention or
in the above composition having an affinity for the
dopamine D:, receptor preferably have no or no
significant activity lor the 81-f1 receptors and vice
versa. Preferably, the compound having an affinity for
the dopamine D3 receptor has a binding constant K to
the dopamine 0 receptor of at 10most 150 nikl and the
compound having an affinity for the ttlAtt receptor
has a binding constant K to the fil-CrE, rerxiiptor of
at most 150 nki. More preferably, the compound having
an affinity for the dopamine DI receptor has a
selectivity for the Os dopamine receptor versus the
otti,t receptor K(51-1T:)/K(D5) of at least 10, more
preferabiy at least 25, and in particular at least 50
and the compound having an :affinity ler the 5HT:t
15dopamine receotor has a seiectivity for the 51-1T:t
receptor versus the dopamine Os re- ceptor
tcp,.)1K(51-1T:t) of at least 10, more preferably at
least 25, and in patchier at least 50.       Compounds
having an affinity tor the dopaniine D, receptor are
widely known and are 20for example described in
folowing publications: WO 2005/055753, WO 2006/040176,
IWO 2006/040177, WO 2006/040178,1A/0 2006/040179, WO
2006/0040180, WO 2006/008592, WO 20081015642, WO
20051058328, WO 2004/80905, WO 20041108706, WO
2004/080981, WO 20041089830, W001/72306, WO 00167847,
WO 00142038, WO 99109015, WO 25 99/02508, WO 97/25324,
WO 90/002519, the contents of which are hereby fully
incorporated by reference, Preferred compounds having
an affinity for the dopamine D roc -Apr are dopamine
I); receptor antagonists. 30 Compounds having an
affinity for the dopamine 5fiTe receptor are also well
known and are for example described in following
publications: WO 2006/081322, WO 2005/040124, WO
2003/080580, VVO 2002/032863, WO 00/08225, WO 98/27061
andZhao et at, Biciorganic and Medicinal Chemistry
Letters 2007, the contents of which are hereby fully
incorporated by reference,  107:pc r 1007.105.38.07
138 Surprisingly, the combination of compound having
an affinity for the dopamine Dc., rece.ptor and at
:east one compound having an affinity for the 5111-t:
receptor does not have any adverse etLcis I ir can be
;:troved tty the assay (micrckttaiysis study).
described in the examples. In particuiar, the binding
affinity to the one or other receptor is not reduced.
it has further been found thatu disorders which have
both a dopaminergic and a serotoninergic impact can
also be effected by using compounds which have an
affinity for both the D3 dopamine receptor and the
51-Th receptor. 10 Accordngy, the invention further
relates to the use of' at ieast One compound 'ttriltch
has an affinity for both the D3 dopamine pacleptv and
the 5K-le, receptor ter preparing a Medicament for the
treatment of a disease of the contra: nervous system,
excepting compounds of the formula  / 15 where
Arisasubstituted or onsubstifuted aryl or hetaryl dog;
A is a 3- to 7-membered substituted or
unsubstitutedcyctoalkyl or betemcyciyi ring: Ho is a
substituted or unsubstituted nitrogen-containing
heterocyclyi Orheteroatyl 90ring; Qis C-K or N, where
K is H, lower alkyl, halogen or cyane; is 0, S or NR,
where R is H or lower alkyl;  is a chain havin from 0
to 8 units selected from unsubstituted or substituted
methylene: NW, 0 and S. where te is H or unsubstituted
or substituted lower cycloatkyl, heterocyclyt,
aralkyl, heteroaralkyt, aryl or hetaryl. Preferably,
the compound has a combined dopamine 03151-1-1.t:
antagonistic actMty The invention also relates to the
use of at least one compound which s a at, dopamine
Receptor antagonist and also has an affini y ior the
5i-iTit receptor for preparing a me- dicament for the
treatment of a disease Of the central nervous system.
VWVPC rir 1007.10538.07 139 



Pre.ferably, the compound has a 5HT,3 receptor
antagonistic activity. Preferabiy,he compound has a
combined dopamine D.,,ISHThantagoniOc activity.
Compounds Need' g these 'mixed efffnities ere for
exert e the. pounds desonhed .5 in WO 20061640187
Among the compounds of the formula I described in
W020-35/040it32, preference given to compounds wherein
R1 is H. ri is 1. A is optionally substituted
4--pftenylene, E is NH and /kr is phenyl 10carrying in
the 4-position (relative to the I-position of the SQ.
group) a substituent and optionally1 or 2 further
substituents Rs, where the substituent R bound in the
4- position is preferabiy a radical Er and is in
particular selected from isopropyl or fluorinated
isopropyl such
ast-friethyl-241uoroThethyi,1-me.thyi-2,2-difiuoro-1-e
thyi or 1- methyl-2,2,2-trifluoro-1 -ethyh or
H and is in particular n-propyi, n is 0, A is
optionally substituted 1,4-- phenylerie and Ar is
phenyl carrying in the 4-position (relative to the
1-position of the SO2 group) a substituent Fr and
optionally 1 or 2 further substituents Fr; or - R1 is
not H and is in particular rf-propyl, nI, A is
optionally substituted 1,2- phenyiene and Arts phenyl
carrying at least one sobstitnent R. 20 More preferred
compounds are those described as compounds
hereinreference being given to the compounds described
herein as preferred. in particular, in the compounds
of Inc invention having a mixed activity. R is not H.
25 Preferably, R' is selected from C.,-Cralkyl, in
parlicuiar methyl, eitiyi or particularly propyl,
fluorinated Crecaikyl, in particular 3-fluoropropyi or
2-floompropyl, Craialkenyl, m particular ailyi,
cyclopropylmethyl or benzyl. Particularly preferably
RI is pro- 30G is pte-Cht2 and n is. preferably I. is
preferably 1 ,4-phenylen n particufar unsubshtutec
41:Merv:en. E is preferably NH. $5  Ar is preferably a
group (A) or (F).  Pc Fir 1007",55am67 140  is
preferably halogen. Cr-CI-alkyl, fluorinated
0-04-aikyl, C C4-alkoxv, fluorinated Celisoxy or a 5-
or &membered unsaturated or saturated heterocyChe
ring. R and are preferably selected from H, halogen
and C r-C:rnaloalkoxy 5 R is preferably
haiogen,fluorinated CrGrativi or a 5- or 6-membered
heteroaryl ring which is unsubstituted or carries one
substituent selected from 01-04- alkyl and fluorinated
GI-Cc-alkyl, Preferred 6-membered hetanti rings
contain one or two nitrogen atoms (parte:Aft/1y
preferred being pyridyl and pyrimidyi) and in
particoiar one nitrogen atom Preferred &membered
hetaryl rings contain one nitrogen atom and
10optionally one or two further heteroatoms selected
from N. 0 and S. k is preferably 0 or in particular 1.
The compound having a "mixed' affinity for both the
dopamine D._% receptor and the 5f1T6 receptor
preferably has a binding constant K: to the dopamine
Da receptor of at most 150 nM and to the 6HT; receptor
of at most 150 LIM, More preferably, the compound
having an affinity for the dopamine Ds receptor and
the 5HTr, receptor has a binding constant K to the
dopamine Ds receptor of at most 100 nM and to the
5f-fTc, receptor of at most 100 nM, Even more
preferabiy, the compound having an affinity for 20 the
depernine 0$ receptor and the 59T,s receptor has a
Nriding constant K to the do- pamine 1:). receptor of
at most 60 Aland to the 5HTE; receptor of at most 50
AC Disorders having both a dopaminergic and a
serotoninergic impact are disorders which respond to
the modulation of the dopamine D3 receptor and tbe.
5HT5 receptor. Disor- 25dors having both a
dopaminergic and a serotoninergic impact are in
particuiar cognitive dysfunctions and specifically
cognitive dysfunctions associated with Alzheimer's
disease and schiz.ophrenia. The following examples
st-lain the wention without limiting it. 30 The
compounds ,mere either charactenzed via proton-NMR in
06-dimethylsulfoxid or d-chloroform, if not slated
otherwise, on a 400 MHz or 500 MHz NMR instrument
(Bruker AVANCE), or by mass spectrometry, generally
recorded via HPLC-MS in a fast gradient on
Cele-material (elect-osprey-ionisation (ES!) mode), or
inciting point. The magnetic nuclear resonance
spectral properties (MAR) refer to the chemical shifts
W./expressed in parts per million (pm). The reiathre
area of the shifts in the 1H MIR spectrum corresponds
to the number of hydrogen atoms for a particular
functional type  V}0PC rir itOttitittS38117 141 in the
molecule. The nature of the shift, as regards
multiplicity, is indicate as sir4et (s)" broad singlet
(s. br ), doublet (4 bread doublet (d br.), triplet
(0, broad ti let tt itir.), quartet (q), Quintet
(quint.) and maitiplet Preparation xarriplesi
lPreparation Of :he intermediates a.Prearation of
ulforiyi chiorides 10 al
3Bromieromethasy-benzenesullonyl chloride 2.0 g of
1-bromo-2-(triflooroimethoxy)benzerte (8.3 mihol) were
dissolved ri 30 mi of dicbloromethane, At 1' C, 1.0e g
or chlorosoifol* an (9,1a mmo, 15solved in 3 ml of
dichloromeithane, were added dropwise.. The reaction
Mixture was stirred for 30 min at redM temperature.
Additional 5.5 eduivalerft of :chiontisullonic in
did-tier-on/ethane were added to drive the reaction to
completion. Standard work-up was followed and Mica gel
chromatography with n-heptanedithloromethane (6:4) as
eluent gave 2,19 g of the title coMpound, 20 (C0Clat
400 MHz):8,3 (di 1 1-0,2ii95 WO., 1 H)i 7,5 (dd. 1ftt,
Preparation of 3-(3-an ophonyl)-pyrrOlidines
25hii(M.ethoxycarbonyt)3(3aniinophenyI}pyrrofldine hi
1 1-"lethoxycarbriinyh-pyrroiine In a 5Iflask fitted
with a mechanical stirrer ends thermocouple, were
charged 500g at 30powdered pot slum carbonate, 2.5 of
dichioromethane, and stirring was started. The
resulting suspension was: cooled to 0 it, 300 g of
cliallylamine, were charged siowly. There was a slight
exothemit. Subsequently, 292.95 g of
methyichloroformate in 000 ml of CH2Ck were charged to
an addition funnel and the solution Was slowly added
to the amino over a period cif 1 hour. Temperature was
kept U.10 'a Then, the nitaction 



iy,)mixture was allowed to warm to r.t, over night
After filtering the reaction mixture through a pad of
celite, the filter cake was washed with
dichlommethane. The dichloromethane solution was
washed with water and dried over k4gSO4. Concentration
uncter VaCUUM yielded the Product in the form of a
yellow oil, Further purification was accomplished by
vacuum distillation. At about 10 -12 mm of Hg, three
fractions were  VWVPC rir 10intiltrit.38,07 142
collected at. 50 -61 C, 61 - 85 ct, and 85 - 90C. The
2nd and 3rd fractiwere identified via NMR to be the
desired ,f-protected diallyiamine, The obtained
N-carbornethoxy diallyi amine (400 g) was dissolved in
'1,5  of dichiome methane purged with nitrogen for 10
minutes by bubbiing nitrogen through the stirred
solution. In a 5 I flask fitttld with a mechanical
stirrer and an addition funnel. was charged ttie Grubb
's catalyst
(bis(tricyclohexylphosphine)stytylrutheniurndichloride
(3 g, 3.9 mrnol) under a steady purge. Dichioromethane
was added and the resultant dark solution was stirred
at r.t, with nitrogen bubbling for 10 minutes. The
N-carbomethoxy 10dially amine solution was added to
the catalyst solution over a period of 2 hours, When
the addition was complete, the solution was stint:id
at it. for 2.5 days. Then, the reaction mixture was
concentrated to an oil, It was subsequently purified
by vacuum distillation. The desired product was
obtained as a clear colorless liquid boding M about 90
'C.; (10 mm of Hg ) The MAR was consistent with the
expected structure. 15 +MAR (C.:DC13}: e [ppm]5.&5.75
(m, 2H); 4. in, 2H), 4.13 On,3"72 (s, 3H) b.1.2
1-(Mothoxycarbor(3ithoofteriy1)-pyrrof 20 A 3-necked
flask was flushed with nitrogen for 10 minutes.
Palladium acetate and iti-otolyi phosphne were charged
to the flask under a gentle purge of nitrogen.
Anhydrous dime,thyl formamide was pre-purged with
nitrogen by bubbling nitrogen through it for several
minutes, and was then charged to the Pd(OAck, catalyst
and phosohine, with a nitrogen purge going through the
flask. Subsequently: diisipropylethyl amine, the pyr-
25 roline obtained in example b.11,
1-iedo-3-nitrobenzene, and sinter(11) carbonate were
also charged to the flask. The reaction mixture was
stirred and heated under nitrogen to 100 'C for 6
hours. After about 9 hours, the reaction was complete
(t.l.c, analysis), After the reaction mixture had
cooled to r.t. over night, it was quenched with 10%
sodium carbonate and extracted with MTBE (methyl
tertrbutyl ether) three times The 30 combined organic
phases were dried over Mg:304 and concentrated. The
excess olefin was removed by vacuum distillation. The
dark residue was dissolved in MIBE, loaded on a silica
column and chromatographed with MTBE:heptane, gradient
from 1:9 to 2:8. 2,05 g of the eiuted pyrroline
product was then slurried in portions in 95 m of meth.
Li 35and hydrogenated using 0.14 g of Wilkinson's
catalyst (RhOl(PP1-1:3,3; 2 mai%) at r.t. and 40 psi
of hydrogen pressure to. yield
1-(methoxycarbonyl)-3-(3-nitropheityi)- pyrndlidine.
V WVPC rir 143 GINS:221.2 ;Milli
c.Preparationantlemercaily pure precurso  nzyt-3(3-ri
opheriyi)-m,  344itrostyrene was reacted with 2.5 Mae
equivalents of benzyi mothexyinethyl
trimethyisdyirnethyl amine in dichkiromethane in the
presence of trifludroacetic add. 10 To 54 9 of the
hydrochlorlde of r emir)atittoaliwiyiypyrrolidirte (48
of flee base) dissolved in ethano was added I
it-lob:3r equivalent of Ltartric acid. The
precipitated tatrate was isolated and recrystallized 4
times in methanoi, 'The thus purified salt was
isolated, dissolved and converted into the free
pyrrolidine. 24.9 CI of (S)-l-
15benzy1-3-(3-nitroptienylpyrroiidine having >99%ide
were obtained. The combined tiltrates of the above
resolution process were concentrated, neutralized and
subjected to the above treatment, however using
Daartric add instead of the form. 17.51 of
(R)-1-berizyi-3-(3-nitrophenyl)-pyrrolidine having
>99%ee were ob- 20tamed, 2 P' Lien of le compounds
EXAtv 25 3-Trifluoremethoxy-N-1,44(3
1-propyl-piyij-berizeriesuifonamideand its
hydrochloride 1,1 f,S}-2-Pbeiccinic add dmethyl ester
5 g of (S)-2-pbenyt succinic acidiiimet) were
dissolved in 50 ml of methanol At 4t, 4.7 miof thionyi
chloride (64.37 mmoi) were added dmpwise, the reaction
mixture was stirred at room temperature for 2h, the
solvents were evaporated under reduced pressure. The
residue that remained was dissolved in diethyl ether,
washed once with saturated aqueous NaHCO3 solution,
resixtracted with dfi?.thy ether, arid the combined
organic layers dried over magnesium Sulfatc, filtered,
and evaporated to dryness to yield 5.8 g of the
desired product ESA-MS: 223.1 [M-ili]
1131047,145.38.07 144 2,54 g of lithium aluminium
hydride (66.95 mind) were suspended under ice cooling
in 25 ml of tetrahyditfuran. 5,8 g of (S)-2--pheny1
succinic add dimethyi ester (2575 mmol) dissolved in
25 ml of etrehydrofuran were added slowly at 5-10(t.
Stiffing was continued for 15 minutes and then 15 ml
of letranydrefuraniwater (1:1) were added dropwise.
The suspension was adjusted to pH 3-4 with conc.
hydrochloric add, filtered and the filter washed with
dichloromethane. The filtrate was evaporated to
dryness, taken up in diethyle.the.r, washed with
saturated sodium hydrogen carbonate solution,
reextracted with diethylether, and the combined
organic layers dried over magnesium 10sulfate; Ntered,
and the solvent evaporated under reduced pressure to
yield 4,2 p of the dioi. E8l-MS: 189,1 IM+Nay '11-NNIR
(CDC:  [ppm]7.25-7.42H,m, 3H), 4.24.35 (m. 2 n. 11-1),
3.1 (m, 1Hj, 2.1-2.3 (in, 3H). 1,3 Methanesultortic
acid (S)-$aethanesuifonyloxy-3-phenyl-butyl este 



4,19 g of (S)-2- ienyl-butane--1,4-eioi (25,21 mrnol)
were dissolved in 50 ml ofchioromethane. 1(3,53 ml of
triethylamine (75.6 mmol) were added, and, under ice
cool- 20ing, S ml of niethansuifonyl chloride (64.34
mmol), Stirring was continued for 15 min- utes and
then 40 ml of water were added. The organic phase was
separated, and the aqueous phase extracted with
dichloromethane. The combined organic layers were
dried over magnesium sulfate, filtered., and the
solvent evaporated under reduced pressure to yield
8.37 g of the product, 251.4
(S)-3-phenyir1-propyi-pyrrolidine, 2.0 g of
methanesuifonic acid
(3)-4-methanesuifonyloxy-3-phenyl-butyl ester (5,51
ininot) were dissolved :n 5 ml of n-propylamine (60.82
rrtmol). -The reaction mixture was stirred for 15 h at
room temperature: diethyl ether added, the organic
phase washed 30 twice with water, The aqueous phase
was reextraced once with diethylether, the organic
layers combined, dried over magnesium suilate,
filtered, and the solvent evaporated under reduced
pressure to yield 1,09 g of the product.ESt- Ma 190,1
[Mt Hr Nitro-phenvi)-i-,oropyl-:"rrotidine 0,3 g of
(S)-3-phenyl-1-oropyl-pyrroiidine (1,48 minol) was
dissolved in 2 ml of conc. sulphuric cc id under argon
and ice cooling, 165.U3 ing of potassium nitrate (1,63
mmoi) were added in small portions. The reachon
mixture was stirred for 15 minutes under ice
40cooling, for 15 h at room temperature, and poured
onto crushed ice. The aqueous sok:-  rir
1007.105.38.07 145 Hon was made aikaiine with 25 %
sodium hydroxide, extracted three times with diethyl
ether: the aqueous phase reextracted once with
diethylether, the organic layers combined, dried over
magnesium sulfate: filtered, and the solvent
evaporated under reduced pressure to yield 0.326 g of
a brOWniSil oil. A second reaction yielded another g
of the desired product F.Si-MS:235.1 tis,l-r IH-NtviR
((MOL):: 6 iPPrni8.15 (4, 2H). 7.45 (d, 2H), 3 4-3.5
(m,9 -1), 2.75 (m, 1H), 2.3--2 6tjnb 1.54,65 (m, 3F
-t), Yo31-1),  e-phepro ii-pyrroi ne  0,907 g of
(S)-3-(4-nitro-phenyl)-1-propyi-pyrrolidine (3.59
rnmoi) were alaSOlVEA in 20 ml of methanol, 7.0 g of
tin dichloride (31,02 nimoi) added: and the reaction
mixture stirred under reflUX for 1 h. The methanol was
evaporated: 60 ml of 1 N sodium hydrox- 15itle and
dichlorometharie added: and the phases separated after
extensive stirring. The aqueous phase was extracted
twice with dichloromethane, the organic layers
combined: dried over magnesium sulfate, filtered, and
the solvent evaporated under re- duced pressure to
yield 0.744 g of the crude amino compound,EIS VMS:
205.2 jf,A+1-1.1 20(DMS0-46): 3 [,.8.9 (d: 2H), 6.45
(d, 2H), 4.7 (s, broad: 2H),(m, I H), 2,85 (i4, 1H),
2,65 (m, 1H): 2.55 (in: 1H): 2.25-2.45 (m, 3H), 2,1
(m, 1H): 1.65 (m, 1H), 1,4-1.5 (in, 2H): 0:85 (m, 3H).
1,7
3-Trilluorornethexy-N--[4-((S)-1-propyltyrrelidin-3-yl
)--phenyil25berizenesulibnamide and its hydrochloride
g of (S')--3-(4-amino-phenyl}-1--propyl-p,,rrelidine9
Imo() and 0.455 g of com- mercially available
3-triguoromethoxy-phenyisulforiyi chloride (1.86 mmol)
were dissolved in 15 ml of tetrahydrofuran. 0.82 ml of
triethylamine (5.87 mmol) were added and tie reaction
mixture stirred for 15 h at mom temperature. The
solvents were evaporated under reduced pressure, the
residue treated with water and adjusted to an alkaline
pH with sodium hydroxide solution, The aqueous layer
was extracted three times with diethyl ether, the
organic layers combined, tined DVar magnesium sulfate,
filtered: and the solvent evaporated under reduced
pressure The crude produot was 35purified with silica
gel chromatography with ethyl acetate/methanol
(2,5-3%) as eluent, yielding 0.225 g of the puritIed
product, E814.18;: 429.15 [10-1-1-11"-  V}0PC rir
1007.105.384)7 146 11-1-NMR (CDC13, 400 MHz); 6 [peat;
7.7 (d, 1H), 7,55 (s,7,5 (t, 1H), 7.4 (d. 1H), 7.15
(6, 2N), 6.95 (d, 2H), 5.3 (bs, H-, 3.3 (rm ffi),
.3.05 (m, II-1), 2.85 (rm I-1), 2.65 11-1),
2orFfl24Srn,2.a (m, 111), 1.8 On,(m, 2F1, U(t, This
material was dissolved in 15 ml of diethyl ether and I
mi of dichloromelharte, 0,61 rill of 1 N NC: in
diethyl ether added, and after formation of a
precipitate, the suspension evaporatee unckr reduced
pressure to yield 0235 g of a white precipitate.
EXAMPLE 2  10ie opropyl-py-rolid
'3-10-pheriy(l-benzenesul  eamide 0289 g of the
desired product were obtained following the same
synthetic procedure as described for
3-trifluoromettioxy44$44(SH-propyityrroildiri-3-0-pnen
yllbenzenessiforiamide using commercially availabie
4-bmme-34luro-benzene- 15sUlfonytorituride. ESI-MS:
441A)/4$30 [M+Fir Ill NM?(UMW: [ppm]7.65 (m,7, ,m, I
tit, 7.4 (m, 1W,5id, 21-", 7.0    2Wafm, 1 H) 3..0 fm,
lit, 2.8 (m, 11-1), 2.65 (m, iN), 2.35-2.5, 2.3 frn,
111), 1.8 (m, IN), 1,5 (in, 21-1), 09 On, 3W. 20
EXAMPLE 3 4-Bromo-3,541ifitto 44.4-0'S "P(11.su
fon:ant ta. 0.431 g of the desired product were
obtained following the same synthetic procedure or,as
described for
3-trifluoromethoxy-N-144(SH-propyl-pyrroildin-3-yiyphe
nyll- benzenesulfenamide using commercially availabie
4-brorno-3,6-difitioroberatenesulfonylchlOride.
ESI-MS: 4590/46t0 4, Fir IbliiNNIR (WOW: & [ppm]7,55
(in.74 (m, 1H), Ti 5 ld, 2H 7,0 (d, 2H), 



304.7 (a, very broad, 2W, 3:3 (m, I bi), 3.0 (m, 1H),
2.85 (in, IN), 2,7 (m, 11), 2.4-2.$ (m, ,t1- y, 2.25
(rn, 11-1), 1.8 trn, 11-1), 1.55 (m, 2H), 0J5' 3:1),
EXAMPLE 4
3-Trifluoromethyt-N44-4,(S)-41-propyl-pyrrolidin-3-y1)
-phenytl-benzenIfonai 0,11 g of the desired product
were obtained foilowing the same synthetic procedure
as described for
3-trifluorome.thoxy-N-(4-((S)-1-propyityrrolid310-ohen
yll benzeriesulfonamide using commercialiy avallabie
34rifluoromethylberizenesulfonylchloride.
40ESI-MS:427,2 (tv11  3,4-Difluoro-N-[4-((.3)
propyl-pyrroiidin-3-yi)-phenfil-be- enesuifoneate
hydrochlo- ride F.:81-MS; 381,2 [M+Hr
IH,NMR.(DNISOKI6, 400 MHz): ppm] 11,25 (bd, 1H), 10,55
(to, 1H), 7,85.0, 1H1, 7.65 (m, 2H), 7.3 (d, 11-),
7.25 (d, 11-), Ti Mt., 2Hb(m,61-1), 2,9-3,15 (m.,
211), (EL. H). 1..95 (m, 1H), 1,7 (m, 2H1" 0.9 ft,
aH). 10 AMPL N(3-Pyrtpher ,i)-3.-ttifluororn
hoxy-benzenesuiFon.arnide
$-[3-(3-Trifluorome.thox: benzen ulfonylam no
phonyil-pyrrotid1ne-1-carboxyl1c 15add rnethyi ester
This compound was obtained fol:owing the same
synthetic procedure as described for
:3lluoromethoxy-N444(S)-1-prepyityrrolidin-3-11)-pheny
q-benzeriesulfonamide by reachng
'1-'Methoxycarbonyi)-3-(3--aminophenyi)-eyrolidine as
obtained in example h 20 with commercially availaUe
3-tri8uoromethoxy-benzenesulfonyi chloride.
ESJ-MS:445..1 [M+H]
6.3N-(3-Pyu-olidin-a-y1--pheny1)--3-rtrititiorome
.oxy-ben-e solfenam' -
343-(3-Trilluoromethoxy-benzenesulfonylaminol-phenyll-
pyrroildirte-1-carboxylic add methyl ester (0.105 9;
0.24 mmoi) were dissolved in 2,5 ml ethanol and 0,9 ml
of concentrated Ha were added. The reaction mixture
was heated in a microwave system (CEM) at 90-'150"C
for several hours until consumption of starting
material. The mixture 30 was then concentrated in
vacua and the acidic aqueous phase extracted twice
with diethylether. The aqueous phase was adjusted to
pH 9 with 1 N aqueous NaOH, extracted three times with
diethyiether, and the combined organic iayers dried
over sodium sulfate, filtered and the solvent
evaporated to dryness to yield 45 mg of the product,
35 ES1-4/18:$87.15 [WHY EXAMPLE 7
N-(($)-3-Pyrrolidin-3-yitheny0-3-ttifluorometttoxy-ben
zene sulfonarnds  VWVPC rir 1007.105.38.07 148
7,1S).--1-Bertzyl-3-(3-amine-pheiriy1)-ipyrrolidine
(S)-1-Ben 1-3-(3-nitro-phenyllypyrrolidine (1 g, 3.54
minol) was dissolved in methanol, 4,5 g O sta ous
dichloride (19.94 itimol) were added and the reaction
mixture was stirred for 1,5 h under refiuxing
conditions, When The starting material was consumed,
the solvent was evaporated under reduced pressure and
the residue treated with a mixture of 1 N aqueous
WIC:I/ethyl acetate and filtered over celite. Phases
were separated, the aqueous phase was extracted with
ethyl acetate and the combined organic iayers were
dried over nlagriesiurti Stiiraie, filtered arid
evaporated to dryness to yield 10g of a yellowish Mt
--",trifluoternifitho jittien .ene sulfona- mide
(S)-1-Ben4 -(3-aminci-phenyik-pyrrolidine (0.4 g, 1,59
mmo and commercially available
3-trifluoromethoxy-benzene sulfonytchloride (0.39 g, 1
.5 mmol) were dissolved in 30 ml tetrattydrefurane,
0,66 ml of thethylarnine (3.75 mine) were added and
the mixture was stirred for 16 ti at room temperature.
The solvent was evaporated under reduced pressure and
the residue was treated with waterldiethylether. After
adjusting the 20 aqueous phase to alkaiine pH with I N
aqueous Na0H, the aqueous layer was e.xtrapted with
diethytether and the combined organic iavers dried
over magnesium sul-     filtered and evaporated. The
product was purified via silica gel chromatography
using an Rice Companion semi-automated chromatography
system to yield 0.512 g of the desired compound, 25
477,1' 7.3 N-Y:3)-3-Piesittfo-vitrnicie
30N-13-1(5)--1-13enzyl-pyrmlidin-a-yik-phebyll.-3-irif
itioromethexy-benzene sulfonamide (.15 g, 1.05
rnitioik was dissolved in glacial acetic add and 10%
Pd on charcoal was- added :inter a nitrogen
atmosphere. The reaction mixture was than hydrogenated
for 5 h at 70C, Subsequently" the catalyst was removed
by .filtration over ealitia, The filtrate was
concentrated under reduced pressure. The residue was
-treated with water and the pH       .stet to alkaline
pH with 1 N aqueous NaQH. The aqueous layer was
extracted Wtice with ethyi acetate and once with
dichlorothethane and the combined organic layers Were
dried over magnesium sulfate, filtered and
evariorated, The remaining white solid was tritiurated
with 10 ml diethylether, and the precipitate was
filtered and dried to yield 0,18 g of the title
compound,  V}0pc rir 1007,105.38417 149 $87,0 [M+Hy
1H-Nmp, (Dm30): el [ppm)7.75 (d, 1H), T6 (m, 211), 7.5
(d, 111), 7.0 (1, 11-fl 5,85 (s, 1H), 6.8 (d, 111),
6.7 (d, 11-i), 3.3 (m, 1H),U 32 (m, 3H), 2,7 (m, 111),
2,1 (ni, 11-1), 1,7 (m, 1  N$4-Methoxy-: ,
--oropykoyrro ir1)-pnehylj:14rifluoromethexy-
benzenesulfonarnide 108 1 1434,2-Met!
n>henyi)-pyrrolidin-1-yijoropam-1-one Cornmerciay
available 342-methoxy-pheny1)-pyrroiidin (1.64 p, 9,25
mmol) was dissoived in 50 ml tetrahydroforan, 1.873 o
triethyiamine (18.51 mmoi) were added, and after
cooling to 0-5ue, 1.3250 oropionic add anhydride
(10.18 mmoi), dissolved in 15 some tetrahydrofurane,
was added dropwise. After stirring for 30 minutes, the
Wading material was consumed, and 2 ml of N ammonia in
methanol were added. After stirring at room
temperature tot 10 minu.tes, the solvents were
evaporated under reduced pressure, the residue was
treated with diethyiether, washed once with saturated
agueOUS sodium bicarbonate, dried over magnesium
sulfate, fiitered, and the solvent was 20evapoiated
again to yield 2,2 pi of the desired product,
ESi-MS:234,1E10.0113 8,2
1-13-(2-Methoxy-5-nitio-ohank4pyrrolidin-1-yll-propan
one 25 143-(2-Methoxy-phenyi)--pyrrolidin4-yikorop
n-1-one (0.7 g; 3 rnmoi) were dissolved in 10 ml of
nitromethane, At --5t to -let; a mixture of 0.290 g
nitric add, 0.5 p water and 5.52 g sulphuric acid were
added within 25 minutes, and the. reaction mixture was



stirred for another 1 b at low temperature and 16 h at
room temperature. Ice was 30 added, the reaction
mixture was adjusted to alkaline pH with 50% aqueous
NaOtt, and the aqueous phase was extracted twice with
diethyiether. The organic iaye.m were combined, dried
over magnesium sulfate, filtered and the solvent was
evaporated W der reduced pressure to yield 0.85 g of
the desired product as a mixture of isomers and small
amounts of the dinitro derivative which was used in
the next reaction without fur- 35ther purification,
279.1 [NH I) ' 8.3. 143.-(Z-Methoxo-pherty1)-..pyrr
PC rir 10071053867
43-(2-Methoxy-5-nitro-phenylypyrrolidin-li-y1kpropan-1
-one i0,85 g; 3.05 nitmol) were dissolved in 50 nit
methanol, 3.65 p of stannous dichloride (16.18 mid)
were added and the reaction mixture was stirred for 2
h under re-fluxing conditions. When the starting
material was consumed, the solvent was evaporated
under reduced pressure and the residue was treated
with a mixture of 1 N aque.ous Na0Hiethyl acetate and
filtered. Phases were separated; the aqueous phase was
extracted with ethyl acetate and the combined organic
layers were dried over magnesium sulfate, filtered and
evaporated to dryness to yield 0.44 g of crude procuct
which was used in the next reaction without further
purification, E$I-Mtii249,1 [Mittil 8.4
414-Methoxy-3-(1-propionyi-pyrrolidin-3-yl)-pheny11-3-
trifluoromett benzenesolfortamilde
-(3-(2-tvleinc}xy-5-amino-phenyl)-pyrrelidin-1
-A-on:pan-1-one (0.44 g, 1.77 mirol; and commercially
available 34rilluerotriethoxy-berizerie
sulidnylchieride t0.23 g, 0.89 itimo9 were reacted as
described above: to yield, after puhficatinon via
silica gel chromatography using a ISCO Companion
instrumen, 0.198 g of the desired compound. 473.1
LMtiU' 8.5 N444.itathoxy-3-(1-prepyl-
rolidin-311)-prienylpi- tfluoro
ethoxybenzenesulforiamide 25
N-[4-Methoxy-3-(1-proplpyrmlidin-3-0)--pheinyi1-3-trif
itioromethoxy- henzonesulfonarride (0,19 g. 0.4 mmol)
were dissolved in 15 ml totrahydrotu '3:10 and 2 ml 1
M boranetetrahydrofuran complex in tetrahydrofurane
was added dropwise. The reaction mixture was heated to
reflux for 30 minutes, 2 ml of 2 N aqueous
hydrochloric 30acid was added and the mixture was
relluxed again for 3 h, After stirring for 18 h at
room temperature, the solvent was evaporated, the
residue was treated with water and the pH was adjusted
to alkaline pH with 1 N aqueous NaOH, The aqueous
layer was extracted twice with dielhylether. the
combined organic layers were dried Over rm.:vile--
skim sulfate, filtered and the solvent was evaporated.
The crude product was chrometographed on a chromabond
column using 0-5% dichloromethanelmethanol as ektent,
to yield 0.077 mg of the title compound. .459,1 [M+H]
PC-Fir 1007,105.384)7 151 "H-NmR (CDC13): [ppm]7.05
(d, 1H), 7.5 (s,111)., 7,45 (t, 1H), 7:35 (d, 1H)"
6,95 (a, 1H.)." (3,85 (s"1H), 6,7 (d, 1H), as (es.
broad, 1H)."(s" 3H).3.6 (m, 1H), 2..9 (rn, 2.75 (a),
1H), 2.(5 n 14 2. 2,5 (several m, 3H),. 2..15 (m, 1H),
1,65 (m, 1H), 1,5 (M, 2H),.0.9 (I, 8H). 5 E>A.MPLE
5:-Ct1ks'e-3-methyi-benzoi5]thlope-add
(3-ayetidin-3-yi-pneriarrlidS Foi:owing the same
procedure as described in Ex. 1.(
10aminoptienyl)azetidine-1-carboxylate (100 ma, 0.40
mmol) was coupled with 5-chbro-
3-mathylbenzoiblthiophene.4-sMtonyi chloride (118 mg,
0.42 mmoi) to give tert-buty
(3-(5-chlore-3-methylberze[bIthiootiene-2-euffonarrido
)phenyi)ezet:th1e-1-carboxyate (140 my, 71%). ESi-
MS:437.0 [M+' tort-Butyl
achiero-3-inethylbenzoNthipphere-2-suitoriamida)phenyf
lazetidine-1- carbcxylate (140 mg, 0.28 mop was
stirred in formic acid (3 ml) at 00 for 3 h. The
sokitian was concentrated, dissolved in water,
concentrated He; added and the solu- tion concentrated
by l:yophyi:saron to give the title compound (113 nig,
93 %) as a 20 white loam. ESL-MS:393.0 [M+H]3 The
comoounds of bzxamoles 10 to 32 wers prepared by
toflowing the samedure.
N-(3--,A,-:11-3-yl-pherty0-Ct--Tiethyl-thiazol-411)-bo
nzenesultortarride ESi-MS:$86.1 [M+HI+ EXAMPLE 11
30N-(4.-Azetidin-3 1-pherry1)-3-trilido
letryi-benzenesulfonamide ESI-MS: Thiophene-2-suifonic
add -azetidin-3-yl-pheny)-emide 294.9 [M+H] 'HNMR (400
MHz, DM30) 6 (ppm) 3.82 (rn 2H), 3$2 (m,4.04 (m, 2H),
5.87 (d, 1H), 0,91 (d, 11-I), 6.95 (s, 114 7,00 (t,
111). 7.13 (t, 1H), 7.41 (d, 1H), 7.68 (d,  V}0PC rir
1007105.38.07 EXAMPLE 13  ESA-NIS;425,0 [F,44-H] 'H
NMR (400 MHz, DM30) a (p3H), 4.15 (m". 2H), 6, 1H),
6,87 (s,111), 7,04 (I:, 11-)8.120{6', 11-1), 9.78 (di
-,..XAMPL.E. 14 enesulionamide 349.0 [M+H] 101H NNIR
(400 MHz, DMSO) 8 (ppm) 3,7n, 2H), 3.70 n 3H),n, 3H),
f...-:"94 211}, 7.02 (s, 1H), 7,09 (Fri, I H), 7.11
(d, 1 ) 7,17 a, 1H), 7.23 (d, 1H). 



EXAM C 15       N-(3-Azetidin-311-wns.inyi)-3
ciuoio-benzenesuilbriaiTude 15 ESAMS:306.9 [M+H]
NMR (400 MHz, DIVISO) : a (ppm) 3.81 (in, 2H), 3,91
(m, 1H), 4.04 m 2H), 6.87 (d, 1H), 6,94 (s, 1H), 7,12
(I, 1H), 7,36 (t, 1H), 7,47 (d, 1H), 7.49 y'i 1K 736
m, 1H), EXAMPLE 16  2,5-Dichloro-thiophene-3-suifonic
add;z.e.tidy1)--em ESI-MS:362,9 [M+Hj 'H NMI? (400
MHz, DM80) : a (ppm) 3.93 (m, 3, 4.1 ( 211), 6,7 H),
8.85 (s, 1H), 7,06 (t, 1H), 7,10 (s, 1H), 6.81 (d,
N43-Azetithri-3-y1-pheny0-3-thiow-beni' nide
ES-MS:322,9 [M+11) NMR (400 MHz, DM50) ; 3 (ppm) 3,86
(m, 2H) 3.94 (in 1H), 4.07 (m 2187 0, 6.84 0, 1 H.
7,131H), 7,82 ct, I Hi., 7.57 ("0, 1H), 7,72 (m, 2H),
N-(3-Azebdin-3-11-phenyi)-3,:-
.ichloro-benzenestilionamide 356,9 [MFR.]       Ni NMR
(400 MHz, DMSO) 3 (ppm) 3,90 (m, 3H), 4.11 1, 211), 6.
(ci IH), 6.76 (d 351H), 6,62 (s, 1H), 7,03 (t, 111),
'7,62 (m, 211).  VWVPC r 1007105.38.07 153 EXAMPLE 19
is1-(3-Azetidin-311-pheny0-3-methyl-benzeneadionar
ES1-MS:303.0 [M+H) ' NMR (400 MHz.. DM80) : a (ppm)
2,31 Cs, 3H), 318 Cm 1H), 6,86 (d, 1H), 7.00 (s, 19),
7..17 0., 19), 7:38 (m, 29), 7.54 (in, 1 3 n, 3H),
8.93 (d, 's, 111).  EXAMPLE 20
N-(3-Azetidin-311-pheitid-5-bit.2-rnetboXy.- " z.an
01f:dna-nide 1.0E01-Nela3992.1M+ 91 4. NMR. (400 MHz,
DM30): * (ppm) 318 .(n), 2H), 3.85 (s, 3H), 3:81 (in,
39), 6.06 (d, .11-1), 6.97 (d, 19), 722 (s, 1H), 7.13.
(d, 1H), 7.18 d, 1H), 7.71 (d, 1H), 7.80 (8, 1H).
EXAMPLE 21  155-Eanzenesuifonyl-thed:lene-2-sulforac
acid (3-a- d n yi-phenide ES-MS,435.0 [M3-)Tj' 19 NMR
(400 MHz, DM80) : (PPM) 9n, $H), 4.14 (in, 29), 6.66
(d, 1H), 6.80 (a, 1H, 0,81 (d, 1H), 7.00 (d, 19),
7.181H), 7.71 (d, 1N). 7.80 (s, 19). EXAMPLE
ef1-,,:enzdnesud namide 333.0 [m+H]* 1.9 NMR (400 MHz,
MSS)) S (porn) 1.78 (m 39), 2,20 (s, OH), 3.81 On, 39Y
4,14 6.75. (d, 11-1), 6.80 (a, 1 H). 6...81 d, 1H)
7.00 (0, 1H),. 7:18 (t, 1H), .7,71 (d, 257,80 (s, 1
.5-C2-Mealy:sult3n.
pyri.4.--.Y0.--1Nophene-2-sulfonicacid
(3-azeadin-3-4-phe.ny)- amide. 30 UNA&417,1 1M-1-11'
NMR. (400 MHz, DMSO)( w() 3.85.(s, 39), 3.91 (rn, 39),
4.10 (m. 2H),. 6,70 1H), 6.89 (in, 29), 7,04 (41, 19),
7.36 (d, 1H), 7.58 (d 1H). 7,83 (s, 19), 3,58 (m, 1H)
EXAMPLE 24  35 N-(3-Azadin-3-ykpiledy0K1-cyanoizen
uliona  VWVPC rir 1007,105.38417 154 ESI-M&$13,9
IM*-}1.I' EXAMPLE 25
N-(3,-AZetdin-3-yl-pheny0-3--metboxy-benzenes0 ES
km&319,0 [M *H] EXAMPLE 213
5-CIII0r0-340ethyi-0:enzorbithiaphene-2..stEleid
(4-qiEze&litm-3-y-phony0-amide ESI4,4S:393,3 [M+N 



10     EXAMPLE 27
N44-AzelidM-3.11-pher--4-1Thoro-3-oxazok4iti-benzenesd
fonard e .2.: IS:374,1 15 EXAMPLE 28    1'1-0-Azadin-p
hy0-4-fi uorcfra-o.x a zo-= n ze nesuffo n a mi de
374.1 [M+Iii   20
N43-Azetidin-311-pbeny0-3-cixybenz.enesuUcnamide
ES1-M3:355,1 [Wil]' EXAMPLE 30
N-(4*Azetdin-3-yl-pheny0-CILdifluO mthhoxy-benz wetii
.:1 mide ESMS:355,1 [MtHi' EXAMPLE 31
N--(3-Azetirlin-3-yi-pher/A-3-trith 0
ethyl-titestilfonamide ES WS:357.1 [M*F-1 30 EXAMPLE
22 N-(3-Azetiblin-311-phphyi.fa-trithoromet o
benzenes0;fona,,, ES-MS:373,1 [M+1-1)4 EXAMPLE
5-CNoro-3-meil  Lb2-sufonic. add (4azetFcUr  VWVPC rir
1007.105.384)7 155 tert-Bulyi
3-(4-(5-chioro-3-metnyibenzotbithiophene-2-suifonamido
)phertyl)azetidin, 1- carboxylate (216 mg, 044 mmol)
was stirred in It-iF (5 rni) and Nati (25 mg, 0.53
mmoi) was added. After stirring at r.t. for 15 min,
metnyi iodide (0.028 mi.; 0.44 mmel) 5 was added and
stirring was continued for 116 The solution was
concentrated in vacuo, dissolved in water (pH 11) and
extracted with Et0Ac. The organic extracts were dried
(MV304), ilitored and concentrated to give tert-butyi
3--(415-chiord-N3-
dimethylbenzoihithiophene-2-sulfonamido)phenyi)azetidi
ne-1-carboxylate (= starting compound methyiated at
the attildo-N) (185 mg, 83 %).. 10Et;WS:508,1 [M+111'
tert-Butyl 3-(4-(5-chiore,N,3-di Methyl
beriZoliti)thiephene-2-
sui1onamido)phenyi)azeitidine-1-carbexylate (185 mg,
0.38 mind) was stirred in formic add (3 ml) at Mt for
:15 h. The solution was concentrated, dissolved in
wafer, ceitcen- 15 1n:fled Ha was added and the
solution wa.s concentrated by iyophylisation to give
the titie compound (144 mg, 87 .%) as a white foam.
406.1 [M+H] EXAMPLE 34.
203-(($)-2,2-Difitioroit-methyli-eth
wp-m-l-propylpyrrokiin-310-phe  ,11-
benzenesultoriamide Following the same procedure as
described in Example 1.7, progyityrroiidinc,t was
coupled with (31-3-(1,1-difitioropropao-2-Aberizene-1
nyi chloride to give the title compound. ES1-MS:424,1
[Mt-t-tj The compounds of Examples 35 to 58 were
prepared by following the same rocedure. 30 EXAMPLE 35
5-lsoicazoi-5-yl4Hophene--2-solfonic acid
[4((S-1-propiialidin-310-phertyll-amide 



E13HV13:418.1 [M+H) AMPLE 36
5-isoxazoi-3-yt-thiophene-2-sultonirt acid
44(8)-1-propvi-pyrrosa_yf pnenl-arnide 418.1 [M+Hlt
VWVPC rir 1087.105.38.07 156 EXAMPLE 37
5-0x4:no1-511-:thiophene-2.-soltouip.acid [4.K(8).;
1...propyl-pyrrolidin-3-y1)-pheny11-5mide 418,1
[F,44-H]-h EXAMPLE 3-(,(3)-2-Melby;
-pyrroldin--1((S)-1-prooykr roMin-phonyiy
benzenesulfonamide ES-MS:428.1 [MH] 10 EXAMPLE 39
TNephene,-2-suitome czcid ,14-0-propyi-azet6n
4/0-pbenytbamide.    FrAowing the same procedure as
described in E.xarnpe 1.7,oropy1azetidfri-8-
yip:Pi:line was coupirsd with thiophene--2--suffonyl
Worlds to give the title compound. 15 ES1-MS:337.0
[M+Hj 1H MIR (400 ,,itHz, DMSO) : 5 (ppm) 0.883H),
1.45 (m, 2H), 3.1 (rn, 2H), 3.97 (m, 3H), 4.n (a:,
11), 4.35 (m, 1H), 7.11 (m. :3H), 7.29 (in. 211), 7.54
(m, 1H), 7.54 (m, 1H). EXAMPLE 40
202.5-Dithloro-N44-0-prppyl-azetid,-
4)--P6811y9'-beczecesuifenamide .ESAMS:400,5 [M+H]
EXAMPLE 41       F\144-0-Propykazelidin-5,11 '
eny8-3-trilluoromethyl-benzenesulfonap 'zie
25ES1-MS:400.8 [I'vl-H-] EXAMPLE 4`) N-14-0-Propyl-aze
EI)-pheny1]-3,5-bis-triflucromethyl enzenesuifonamide
ES-MS;457. [1' H EXAMPLE 43
2,5-Dimethy7444-0-prepyi-r3i1-phenyl)enesthformmide
ES1-ME:359.1 [M+ HI EXAMPLE
3.--Chbro-4-filtoro-N-1.4-(1-Propyl
z.etidin.--3-y1)-phizEreesulfoparnide ES1-MS:383.0
[M+Hj'  VWVPC rir 1007.105.38417 157 EXAMPLE 45
3-Fluoto-N-14-(1-propyl-azetidin-a-,nzerh,soltdoarnide
E5.+MS: 349.0 [M+F-Eir349A 5 EXAMPLE 46
2,54Dichlord-Thiopt1ene-3-sth nic acid [4prop '
azetidin-1.frphenmide 404.9 [Mt H]4' EXAMPLE 47  10
8-Chbro-thiophone-2-681fonic add f4--e
propyt-aTzeikA-phenyll-aOle. ESI-MS:.370,9 [1;4,H] E
48
3-CNoro-N-0-(1-propykazetidin-3-y0-0,q-hen7t,nest_df-r
imidp 15 ES-MS;365,1 pvt+Hy EXAMPLE 49
3,"o-Dichloro-N-14-(1-propyi-azetidin-3-y0-phenyq-
nz:enesulfoila ESi-MS:400,8 [M+HI 20 EXAMPLE 50 3
Metrii-N-[4-(1 -1-amid in -311)--ph enyq-benz iesuifon
am ide ES-MS:345,1 [M+H] ' EXAM 2,3-Dichloro-
44-(1-propyi-azetirin-3-y0-phenyq- n2:ene8ulfona
ES-MS:400, [M4.14]+ EXAMPLE 52  30
3abthohN44-(1-prppykazeti311)-0 841-benz esullor nide
ESMS:410.9[K:4m 



EXAMPLE 53  5-isexazol-3-11-thiophi::ne-2-sulfonic add
f4-(1-prop0-azetidin-311)-phenyTamide. ES-MS;404,0
[M+i-i].'  V}01047.145.38.0 158 EXAMPLE 54
3,4-04:uoro-N44-(1-prop l-azetidin-3-
1)-phenylifirzenesulforiairide36 [M+:111' 5 EXAL.
3--Gyario-N44-(1-ioro.pyti-ezeitiiehyli-berpteriesuli:
onernide .3.56..3 [1444-Hij EXAMPLE 56
4...Huorti)...3...byiziazoil...4..:4.4..N44-0
-pro,ei3-yhiiiphiertyl]-benzenesuiforramide 416.1
[MtHji* EXAMPLE 57
4,FlOoro-3-exazel-411-N-114-((t3)-opyli-pyrtiriI"'
phenyl:I trizenesulfentint,e. 15Ea-MS;430.1 [m+H]fr
EXAM PL. P
44Fiuoro..3..oxazol..5.11-N44-QE,H-propyl-pytrioiit.,,
n vlYpherizenesuifonern ES4.1,Si430.1 [Mii-Fil+ 20
EXAMPLE 59  5-Bromo-thiephema-2-sultonic acid 4
drochioride  7:311)-p Unylil-amide tiy  2559.1
S}2.Phenysuccinrc add dimethyi ester  (S)-2--phenyl
suocinic acidmmoi) were disadved in 50 ml of methanol.
At 4'0, 4.7 ml of thionyi chloride (64.37 minol) were
added dropwise. The reaction mixture was stirred at
room temperature for 21I, the solvents were evaporated
under reduced pressure. The residue that remained was
dissolved in diethyl ether; washed once with saturated
aqueous NaHUCh solution, reextracted with dietriyi
ether, and the combined organic layers dried over
magnesium sulfate, filtered, and evaporated to dryness
to yield 5.8 g of the desired product. ESI-MS:223.1
[M-istdr 3559.2(S).-2-Phenyi-buiane-1,44iol  107:PC
hir 1007.165.38_07 159 mmoi) dissolved in 25 ml of
tetrahydrofuran were added slowly at 540t. Stirring
was contirioid for is Enblutii..is and man15mi of
tetrabydrefuraarwater (1:1)Vifire aaded dropwise. The
suspension wa.s adjusted to pH 3-4 with conc. 1.C\\
Cut acid, ffite.red and the filter washed with
dichioriamethane, The filtrate was evaporated to
dryness,  5 taken up in diethylether, washed with
saturated sodium hydrogen carbonate solution,
reextracted with diethylether, and the combined
organic layers dried over magnesium suifate, filtered,
and the soivent evaporated under reduced pressure to
yield 4,2 g of the dip:. ES1-1:113:189.1 [kfi-Nar
11-1-MAR (COOL):: 6 [ppm]7,25-7.4 (m, 2H), 7,157.3
(in, 3H1 4.24. iS (m,), 3.2 (in,3,1 Cm. 1H), 2.1-23
(m, 3:1), 59.3 Methanesuthric acid (S)-
methanesutfonyloxy phenyl-butyl ester 4.19 g of
(8)-2-phenyi-butane-125.21 rnmoi) were dissolved in 50
ml of di- 1.5chioremelhane" 10.53 ml of triethylamine
(75.6 rnmot) were added, and, under ice cool- log, S
ml of methansultonyl chloride (64,34 mmoi), Sliding
was continued for 15 minutes and then 40 ml of water
were added. The organic phase was separated, and the
aqueous phase extracted with dichloromethene. The
combined organic layers were dried over magnesium
sulfate, filtered, and the solvent evaporated under
reduced 20pressure to yield 8,37 g of the product.
59,4 (S3-pheny1-1-propyt-pyrrolidine 2,0 g of
methanesuifortic ad (0S)-
-metnanesulfonyioxy-3-phenyl-butyl ester (5.51 mrriol)
were dissolved in 5 ml of n,propyiernine (60.82 mmo).
The reaction mixture was 25 stirred kir 15 h at room
temperature, diethyl ether added, the organic phase
washed twice with water. The aqueous phase was
reextraced once with diethylether, the or game layers
combined, dried over magnesium sulfate, filtered, and
the solvent evaporated under reduced pressure to yield
1.09 g of the product MS: 190.1 M+Hf 30 . 5 (S)-:,
4-Nitrcepheny1)-1-prop., yrrolidine 0.3 g of
(S)-3-phenykl-propyl-pyrrolidine (1.48 imol) was
dissolved in 2 nil of cone, sulphuric acid under argon
and ice cooling. 165,16 mg of potassium nitrate (1.63
comet) 35 were added in small portions. The reaction
mixture was stifred for 15 minutes under ice cooling,
for 15 h at room temperature, and poured onto crushed
toe, The aqueous solution was made alkaline with 25
Yu. sodium hydroxide, extracted three times with
diethyl  113PCiritit 1007.10538_07 16 ether, the
aqueous phase reextracted once with diethylether, the
organic layers com- bined, tined over magnesium
sulfate, filtered, and the solvent evaporated under
reduced pressure to yield 0.3.26 g of a brownish eu. A
second reaction yielded another 0.919 g of the desired
product. 5ESi-MS:235,1 EI.M+Hr 



'H-NMR ((MOW:  [porn]8.15 (d, 2H), 7.45 (d, 2H),
34-3,5 (m, 1H), 2.9-3A (m, 1H),m. H), 2.3-2.6 0-,
1.8-1.9 (m, I H), 1.5-1.65 (m, 3H), 0.95 (re, 81-1),
59..6 (S}-3-(4-A no-ohenvD proryi-pyroidine -10 0.907
g of (9)-3-(4-nitropheriy1)-1-propyi-pyfrolidine (3.59
mmol) were dissolved in 20 ml of methanol, 7.0 g of
fin dichloride. (31.02 mmol) added, and the reaction
mixture stirred under reflux for 1 h. The methanol was
evaporated, 60 ml of 1 N sodium
hydrox-idedichloromethane added, and the phases
separated after extensive stirring. The 1.5 aqueous
phase was extracted twice with diahloromethane, the
organic layers combined, dned over magnesium sulfate,
filtered, and the solvent evaporated Under reduced
pressure to yield 0.744 g of the crude amino compound.
ES-MS: 205.2 [114,-H]' 'H-NtAR (DMSO-d6): 3 [nom]6.9
(Or6A5 (d, 2H), 4.7 (s, broad, 2H), 3.1 (m, 20IN),
2.85 (in. IN), 2.65 (m,111), 2.55 fro, 1H 225-2.45 (m,
3H), 2A (m, 1/),1 .65 (m, 1H),(m, 2H), 0,55 (in, 3H).
59,7 5-Bromo-thioptiene-2-suifonic
ani014-((S)-1-propyl-pyritildini8-yi)-ohenyll-amide
hydrochloride 400 mg g of (S)-344-aniiink
-phenyi)-1-propyl-pyrrolidine hydrochloride (1.66
mmol) end 435 mg of (0,33 minol) el
5-bromothiephene-2-solfenyi chloride (1,66 mmoi) were
dissolved in 15 ml of tetratiydroturan. 12 mi of
triethylamine (8.3 mina!) were added and the reaction
mixture was stirred for 15 h at room temperature. The
solvents were 30 evaporated under reduced pressure,
the residue was treated with water and adjusted to an
alkaline pH with sodium hydroxide solution. The
aqueous layer was extracted three times with diethyl
ether, the manic layers were combined, dried over
magnesium sulfate, filtered, and the solvent was
evaporated under reduced pressure. The crude product
was purified with silica gel chiornatogrephy with
ethyl dichlorg- 35methanelmethanoi 0-6%) as eluent,
yielding 45 mg of the purified product, This mate -
dal was dissolved in 10 ml of diethyl ether and 0,055
ml of 1 N Hei in diethyl ether were  PC rir
1007.105.38417 161 added, and after formation of a
precipitate, the suspension was evaporated under
reduced pressure to yield 50 mg of a white precipi
ESI-MS: 431A) [M+Hr 11-140,4R (Dp,A80): a [ppm;11.2
and 11.0 (2 s, broad, 1H), 10.86 Om 1H), 7,4 (several
m, 4H), 7.1 On, 2HL 3,0-3.8 (several m, 7H), 2.3 (r.
IN). 1.85-2.0 (in, 1H), 1.7 (m, 2H), 0.9 (m, 3H).
EXAMPLE 5-propylthiophene-,2-Ei.knifonic acid
(44(3)-1,propyl7pyrrolidini-310-p.ieriylkamide The
title product was obtained following the same
synthetic procedure as described in Example 59 using
5-prodyi-thiophene-2-sulfenylohiaride ,ivhich itself
ikfas prepared from 6:win-law/ally available
2-oropyl-thlophene Through reaction with
cliiiorosurfoaic acid. ESI-MS: 393,1 OVI+H;
11-1'4111? (GDCla, 400 MHz), 3 [pp 1 7. (d, 1H), 7.2
(d, 2H), 7,05 (d, 2H), 6,65 (0, 1H), 3,35 Oin, 1H),
3,1 (m, 1H.), 2,9 (m,1H) 2.75 in 3H), 2.5 (m, 3H), 2,3
(m, 1H), 1,85 (m, ;Ft), ; - 411), 0.9 irri, 61-1).
EXAMPLE 61
3-Bromp-N44-((S)-1-propyt-pyrrolidia--3-ylyphenylik-tr
ifitieromethoxybenzemesultonarnide. hydrochloride
The title product was obtaincd following the same
synthetic; procedure as described in 25 Exam* 59 using
commercially availabie
3-brome-44riflueremethoxyLbenzene.Sultonylchloricle.
ERRAS: 507,051509,05 fM+1-11+ 11t.-NMR.(DMS0-ids,.400
MHz), 6 !ppm" 11.1-11,4 (broad, 1H), 10.5 (broad., I
14), 8,15 (s, 1H); 7.9 (d, 1H), 7,7 (d, 111),.7,35
fd,11-1), 7.3 (d, 1 H), 7A (d, 211.),.32-3,8 (several
in, 4H)" 2,953.15 (several m 3H)i, 2.8 (m, 1H)." 1,95
(m, 1H)". 1,7 (m, 2H), 0.9 (t." 3H), EXAMPLE 62
5i-Chiom4hiophene:oft nic acid
(4-1,(S)-1-proeyi-pyrroiidin-311)-phe V5  PCP
10l171053807 162 ESI-MS: 385,0 [Mt H[.. 'H-NMR
(CDC:is, 400 MHz): a [ppm; 7.251H), 7.2 (d, 2H), 7.0
(d, 2H), 6..8(d, I F1),        I H), :3.3 (m, 1H),
3,05 (M, 1W, 2.85 (m, IN) 2,7 (m, 1H), 2.4-2.5
(several m, 3H), 2.3 (m, I Hi, 1.8 (m, 1Fi), 1.55
(m,J3(:13. EXAMPLE 63
P.1-(3,,Piperidin-3-0-pheny1)--3-Thilugrometh
y-henZenesullomhydrochloride 10fz.S1-MS: 401.0 [M+141+
111-NMR (DMSO-ch, 400 MHz): 6 ;ppm) 10.55 (broad, 1H),
9.35 (broad, H), 9.4 (Oro-- ad, 1H), 7,8 (d, 1H), 73
(m, 1H), 7,65 (m, 2N)., 7.2 (t, 1H), 7.0 (in, 3H),
3,25 (in, 1H), 3,2 (m, I H), 2.8-3.0 (rri, 3H), 1,74,9
cm, 311), 1.5-1.65 (m, 1H). 15 EXAMPLE 64
3-Cyano-N44-((.51-1-propyi-pyrroidzn--3-yI)-pheny11-be
nzenesUlfonaMide, hydrochloride, The title product was
obtained following the same synthetic procedure as
described n Example 59 using commercially eva;labie
3-eyandbenzenesulfonylchloride, 20 ESL-MS: 370,4
[M4-11; 111-NMR (DMSO-de, 400 MHz): 6 ['ppm] 10
(broad, 2H), 8.2 (5, 1H)(d. 1H), 8.05 (d, 1H), 7,8 (1,
IN), 7.25 (d, 2/1), 7,1 (d,3,0-3.8 (several in, 7ft,
2.3 (in,1.95 (m, 1H), 1.7 (m, 2H), 0.9 (t, 3H).
EXAMPLE 65 N-1:34(3)-1-13enzyl-pyruiethyl-benzene
sulfonamide      The title product was cib fried
following the same synthetic procedure as described in
30Example 59 using commercially avaiiabie.
3-trifluorometbyl-berizerie suffonylchioride" 461
3H-f1Mp (CDC,, 400 MHz); 6 [ppm] 8,0 (.8 (IN), 7,9 (d,
1H), 7,75 0, 111), 7.55 (t, I H), 7.2-7.4 (several in
611), 7.15 (m, if1), 7.05 (d, 1H), 6.95 (s, 1H), 6.9
(d, 1H), 3,65 tls, 



352H), 3,25 (in, IN), 2,95 (m, 1H), 2.76 (m, 2H), 2,45
(m, 1H), 2.25 (m, 1H), 1.75 (m, 1H), EXAMPLE 66
V}02007105.38.)7 163        -211-thiophene-2-suitonic
add [4 (.(S).-i-proe i-pyrmlidin--3-11)-phenylkan
11Ydlothleride     The title product was obtained
following the same synthetic procedure as described in
.5Example .59 using commercially avallable
5-Pyridin-2-yl4hlophene--2-suifonylchloride.
ES-MS:428,1 flA+111' 111-NMR (DNIS.04E., 400 MHz): S
lopm] 10.8-11.2 (broad, 1H), 10.8. (m, 1H), 8.55 (d,
1H), 8.0 (d, 1H), 7.9 (1, 1i-ft 7.8 (d, 11-1), 7,6
(d,(m, 2H), 7,3 (d, 1H), 7.15 10(m, 2H): 3.8 (m, 1H),
3,65 (m, 1H), 3.6 (m, 1H), 33-3.5 (rn, 1H), 3.25 (rn,
1H): 3.0-3.15 (ro, 2H).; 2.35 (rn, 1H), 2.0 (m, I
H),(m, 2H), 0.9 (t, 3H). EXAMPLE 67
N-f3-((3)--pyrroiidiiyl)-phenyll-3-frifluoromethyl-ib
tene sulfonamide A solution of
Nii[3-((S)-1-benzY-PYrlx**0-3111-Prie,iifiooromethyl-b
enzene sulfa- narnid (620 mg, 1.24 mmol) (Example 65)
in methanol (30 ini) was hydrogenated using the
ThalesNano liketthe(r) hydrogenation reactor employing
a 10% palladium on charcoal cataiyst cartridge. After
concentration of the solution under reduced pressure,
the crude product was purified with silica gel
chromatography with ethyl acetale.imethano (1:1; 0:1)
as &tient, yie'id3ng 328 mg el the purified product.
ES1-MS: :371 .0 (M4-11)4 (kle0D, 400 MHz): 6 [ppm] TM
(m, 211), 7.7 (cc, 1H), T55 (m, 1H), TO (ci 251H),
6.7-6.85 (cc, 3H), 3.2-3.3 trn,(m., 2H), 3.0 (m, 1H),
22 Cm, 1H), 2.1 (m, 1H), 1.7 OIL 1H), EXAMPLE 68
305-Pyridin-2-ykhrophene-2-suifonic.a,"nyil-arnide
hydrochloride The tile, product was obtained following
the same synthetic procedure as described for
5-bromfAttiophene-2-soitenic acid
[4-((S).-1-propyl-pyrmlidin-3-yi)-phenyikamide
:-'f5hydrochloride (Example 59) using commercially
avaiiable 5-pyridin-2-yl-thlophene--2-
sulfonylchloride arid 4-((S)--1-allyl-pyrrolidin-3--y
)..herlylamine. ESI-MS:426.1  V}0PC rir 1007.105.384)7
164 EXAMPLE 69 5-Pyridin-211-thiophene-2-sulfonic
acidL4--pyrr dina-y he. ) mtide hydrochlo- ride    mg
of Pd2(dba)3 (0:04 mmol) and 24 mg of
1,4-bis-(diphenylphosphino)-butane (0.06 mmoi) were
dissolved n 10 ml of tetrahydrofuran. After sfirrind
for 20 Mich 5- pyridin-211-thtop,hene--2-sulfonic cod
[4--((S)--1-allyi-pyrroiidin-3-yi)--phanyll-amide (235
mg, 0.55 minot) (Example 68) and -mercapto-benzoic
acid OK mg, 1.04 mmoi) were 10 added, each as a
solution in 3 ml of te.trahydrofuran. The reaction
mixture was stirred for 20 h at mom temperature. The
solvents were evaporated under reduced pressure, the
residue was dissolved n ethyl acetate, and extracted
with 0.5 N Ha, The aqueous phase was adjusted to an
alkaline pH with sodium hydroxide solution and then
extractet.1 three times with dichloromethane. The
organic layers were combined, dried over 1.5magnesium
sulfate, filtered, and the solvent was evapoiated
under reduced pressure. The crude product was purified
by chromatography (Chromahond-c18) ':vith
H20facetonitrile. 05:5; 0:100; 95:5y0,1% acetic acid
as eluent, To a solution of the so obtained oil in
2.-propanol HU in diethylether was added. The solid
formed was filtered and dried in a vacuum oven to
obtain 8 mg of the tine compound. 20 ES1-M8:386,0
[MH-ii 'H-NMR (DMSO-dE" 400 MHz): S [pp,,,] 8.6W, 1H),
7,(d, 1H), 725 (t, 1H), 7.7 (d, 111), 7.4 (d, 111),
7.3 Om 1H), 7,1 (d, 21-1), 7..0 (d, 2H), 3.4 y', 1H),
3.2-8.3 MI, 2H), 3,1 (in, 1H), 2,85 (m, 1H), 22 (m,
1H), 1.7-1.85 (m, 1H), 25 EXAMPLE 3-Bnprno-N-1,4-((ii
-propyl-pyrrolidin-3-y1) herlylkbenzenesulforiamide
The title product was obtained following the same
synthetic procedure as described in 30Example 59 using
commercially available
3-hromo,herizenesulion4chlorlde, EStala.423,0/425
n'iMi+1,1+ EXAMPLE 71 rolidin.-1
y!-benzenesulforiamide 0,4 g of3.-Bror
io-N44-((5)-1-propyi-oyrrolidin-3-y1)-ohenyll-benzenes
uiforiamide (t194 mmol), 0,155 ml pyritlidin (1.80
mmoh, 150 mg sodium tert-bulanolate ((1,65 mmoi) and
540 mg sodium sulfate were dissoved in 15 ml of
tetrahydmfuran and heated to 4050T, 120 Mg of
2,2'-bls(diphonylphosphino)-1,1'-binaphthalerie (0.19
mmol) and 85  V}0PC rir 1007,105384)7 165 mg
tri(dibenzyiidenace.tone, p,1' Jiam(0) (0,09 mrnot)
were added and the reaction stirred for 4 h under
reflux. After workup, the partially converted starting
material was reacted again under the same reaction
conditions untit completion. The solvents were
evaporated under reduced pressure, the residue was
treated with dichloromethane and water, The organic
layer was dried over magnesium sutfate, filtered, and
the solvent was evaporated under reduced pressure The
crude product was purified with silica gel
chromatography with dichloroniethanefluelbanol (0-20%)
as eluent using a semi-- automated 1SCO companion
instrument, yielding 0,309 g of the puritled product,
10ESL-MS: 4141 (M-4114 111-NMR (CDC1.;), 400 MHz.): k
[ppm; 7.2 (rn, 11-1), 7,15 (it, 21.7.0 (rip, 3W 0.8
(s, IH), 



td, 11-0, 3.3 (M, 1H). 32 On, 4H), 3,0 (ro, 1 hi), 2,e
(m"2.5 (m, I H), (several m, 3H), 2.25 MI, 111), 2.0
(m, 4H), 1,75 (in, 1H), 1.52H), 0,9 (t, 15 EXAMPLE 72
3--(2.-Methyi-pyrro1idinpropyi-pyrreiidin--3-yli-pheny
rj- benzenesultoriamide hydrochloride 0,023 g of the
desired product were obtained he same synthetic
procedure 20as :described in Example 71. ESt-MS: 426,2
/ 443.0 [M-i-Hr '11-NMR (DiVISO-d4  [ppm]10.8-11.2
(broad, 1H), 10.2 (m, I H), 72-7.35 (sev-      eral m,
3H), 7,1 (m, 2H), 6.95 (c,1 H), 6.3 (a, 1H), &7 (d,
IN), 2,9-3.9 (several rn, SH), 252.3 (co, IH), 1.8-2,1
(several m, 4116-1,75 (several m. 3H). 1,0 (d, 3H),
0.9 0, 31-1). EXAMPLE 73 5-Pyrazol-ltyt-thio
one,2-sulfonic acid 4-((S)-1 opyttyrrolidin-3-
.phe,ide hydrochiende 30 02 g of
5.-hromo-thlophene.2-sulfonic acid (4-((S)-1
-propyl-pyrmlidin-3--y1)-phenylk amide (0.47 mmol),
0.035 pyrazole (0.56 or ;oft 0.005 g Cu C) (0.03
mmol), 0.015 g of salicylaidoxim (0,11 mind) and 0.3 9
of cesium carbonate (0.93 mmo) were dissolved in 3
m1acetonitrile and heated in a microwave instrument
(GEM) at 120C for 4 3.5h. The reaction mixture was
filtered over ceiite, the filtrate was evaporated
under re- duced pressure, the residue was treated with
dichioromethariE; and water, and the organic. layer
were washed with saturated aqueous sodium chloride.
The organic phase was evaporated under reduced
pressure and tne crude product was purified \...Vrth
preparative HPLC yieiding 0.029 ot the puffed product.
VWVPC rir 1007:105384)7 166 ES,14,18: 417.1 [WVt
1H-NMR (DMSO41E:, 400 MHz): S [porn] 10.6.5-11,0
(broad, 1H), 1055 (s, 1H55 (s, Ili}, .7.8 (s, 1H), 7.5
(s, 1 H), 7.35 (d, 2H), 7.3 (m, 1H), 7.15 (d, 2H), 6.6
(s, lift 29 3,85 (se',foral m, 7H),(m, 1H), 1,85-2.1
01, 11-1), 1,6-1,15 (n), 2H): 0,93H). EXAt
4,5-Dichbro-ffilop1en-2-suifonic
ackl4-4(5.3)-1-propy-pyrrcildiri-a-ylypherly:Farnide
hydrochloride 10The title product was obtained
following the same synthetic procedure as described in
Example .59 using commercially avallaNe
4,5-dich)oco1hieenene4i.-sullonylchlonde, ES-MS:
4191421 fry1+1-11 1H-NtAR (DMSO-d,, 400 MHz): S [ppm]
10,9-11.2 (broad, 1H), it 7.4 (d, -111), 7.3 (d, 111),
7.2 (d, 2H), 3.8 Om 1H), 32-3.7 (several m 3H), 2,35
(m, 1H), 1 9-2,1 (m, 1H), 1.6-1,8 (in, 2W, OS (1., 3H)
H), 7.7' (s I FI). 2.95-3.2 Om   FXAMME P 75
541 ,2,31Thiadiazol-411-tHochen 2-sulfenic add
[4-((S)- 20phonyit-amide hydrochloride ProPY tjUci
The title product was obtained following the same
synthetic procedure as described in Example 59 using
commercially available.
541,2,31Thladiazol-4-yl-thiephene-2- suffonyichipride.
2 ESl-MS: 4351     (DMS0-46, 400 MHz): 5 [ppm]
10.55-105 (broad, 1H), 10.6 (s, 1H), 9.7 (s, (d, 1H),
7.65 (d, 1H), 7,3-74 ((n, 2H), 7.2. (pi, 2H), 3,2-'3,8
(several 111, 411), 2.95-3.2 (re, 3H) 2.35 (me, I H),
1,85-2.1 (m, 1H), 1,6-1,75 (m, 2W, 0,9 (t, 3H).
EXAMPLE 76  5-Trlflucromethyi4hiophene-2-sulfonic acid
14-ys)- propyltyrdidin-3-yOthemlam;de hydrochloride
5-trilluoreinothyl-thiophene-2-sulfonylehlor)de was
prepared from ccnmnercav avail- 35 able
2-trifluoromathyl-thiophene through reaction with
chiorosulfonic acid in thchioromethane and subsequent
silica gei chromatography CH-NMR of the
solfonyichloride (eDel:i, 400 MHz): a [ppml 7,9 (1H,
d), 75 (1 H, d)). ESl-MS, 419.1 [M+F  VWVPC rir
1007.105.3leen 167 IH-NMR (DMSO-ds, 400 MHz): 3 ipprnj
10.8-11,1 (broad, 2H), 7,8 (d, 1 1), 7,65 (d, 1H),
7.2.5-7,4 (m, broad, 21-1), 7,17,2 (d, 2H), 3.2.-3.9
(several in, 4H), 2.9-3.2 (in., 3H), 2.35 (m, 1E-0,1
852 1 (m,(m, 2E1), 0,95 (t,
N43-t(S)-1-Methyl-pyrrolidin-T3 )-nhanyi
3-1rifluorornethyt-benzenesulfonarnide hydrochloride
The product was obtained after reductive amination of
N434(8)-pyrroildln-3-yi)-phenyij103-trifluorornethyl-b
enzeneatifonamide (of Example 67) with formaldehyde
and sodium thecetoxy borohydride in dichle,romethane
in the presence of acetic acid" 



ES-MS: 385.0 [M+1-11+ 'H-NMR (DNISO-d;3, 400 MHz): 3
(ppm] 10.5-11.0 (broad, 2H), 7.9-8.1 (in, 3H), 7,8
(en, 1H), 715 (in, 1H), 7,1 U. 1H), 7.1. (s, 1H), 6.95
(d, 3,6-3.8 (in, 511), 2,85 3H), 2,3 (in, 1H),
1,85-2,05 (m, 1H). EXAMPLE 78
5-(2-Methy4hiazot-4-y1)-thiophene7-suifonio acid
[4-((S)-I -propvi 20 phenyil-amide The title product
was obtained toilowing the same synthetic procedure as
described Example 59 using commercially available
5-:(2.-Mothyi-thiazol-4-yr)-thiophene.-2-
sulfenylohicside, ESl-MS: 448.1 [M+H] 'H-NMR (DMSO-d,
400 MHz): 3 ippm] 9,7- ,1.0 (broad. 1H), 8,0 (s, 1H),
7.5 (d, 111), 745 CO, IN) 7,2 (d, 2H), 7,1 (d, 2H),
315 (m, 11-1), 2.84 (in, 1H), 2,7 (5, 3E2 Om, 2H),in
3H), 2,1-2,2 (m, 1H), 1,6-1,7 (m, 1H), 1,4-1,5 (m,
2H), 0,8-0.9 (t, 303H), EXAMPLE 79  Nri1/4,34(3)-pyrro
in-3-y1)-phenyli-241uoro.-5-triticioromethyi-henzenest
ilfonarnide The product was prepared as described for
the synthesis of N13-((S)-pyrrolidin-.3-yl)-
pherlyil-3-tritluoromethyi-henzenesuifonamide (Example
67), Deprotection of the Nhenzyl derivative was
achieved through hydrogenation in the H'cUheTM.
ES1,M3: 389,1 [M+Hr  V}0Pt: r 1007.105.384)7 168
EXAMPLE N.13.-(.(8)-pyrroiidin-3-y1)-phen
fil-S-fluero-5-trifluoroirluenesultonamide The product
was prepared as described for the synthesis of
N.-173-(($)--oyrrolidin-311)-
pheayri..246ftemmethyi-henzenesnitenemicie (Example
67), Deprotection of the N- . benzyi derivative was
achieved through hydrogenation in the H'otibe'.
ESi-A4$: 389,9 [M+H; '- 101H-NMR.
(PA4S0--di,,.4.60MHz); :5 !ppm] 7.5 s, H):6.95 U. 1K),
6.9 t,s, 1 H), 6,7.5 (d, 11). 6.6 (d,. 1H), 5.6 (very
broad. 2H), 3.45 (M, 1W, 3.3 Om. 1H), 325 (m, 2H),
2:55 (m, 1H), 22 trit, 1H), 1.75 (m, 1H). EXAMPLE 81
15Ni3-((S)-pyrroiit
in-3-y1)-phenyllA-fluoro-5-tilfluororne,iy
enzenesuifonarnide The product was ompare.d as
described for the synthesis of
N-P-((S)-pyrrolidin-3-y1)-
phenyil-3-triflutiromethOtenzenesuifonamide (EXample
67'). Deprotection of the ft benzyi derivative was
achieved through hydrogenation in the ti-cuben'.. 20
ESi-MS:, 339.0 [WHI (DMISO-it, 400 MHz): 8 iporn] 8.05
(iti, 1H), 8.0 (n, 7.6 ft I H), 7.0 (m, 2H), 6,85 (s,
1H), 6.8 (d, 1H), 6,7 (d, 1H), 5.8 (very broad, 2H),
3,4 (m, 1H), 3.2 (m, 2E-1), 3.1 (rn, Ihth 2.85 (in,
1H), 2.2 (m, 1H), 1.75 (in, 1H). AMPLE 82
N.43-((S).-pyrroiidin-3-9>-phein,41-2-mettioxt5-rifi&e
thvi-benzenesuifonamide    The product was prepared as
described for the synthesis of
N-[34(S)-pyrrolidin-3-y1)-
30phenyik3-trifitioromettivi-benzenesuifonamide
(Example 67). Deprotection of the N- henzyi derivative
was achieved through hydrogenation in the H-cubem,
ESi-MS: 401.1 [M+11; ' 111-NMR (DM80-d6, 400 MHz): 8
IpPnil 8.0 (6, 1H), 7.9 (rn, 17,35 (d,J (in, 351H),
7,5 (m, 11-0, 6,65-6.95 (in, 2H), 3.9 (s, 3H), 3.0-3.4
(several rn, 4H), 2 2.1 (m, 11-1), 1.6 (m, 1H).
PC171' 1007.165.384)7 169 3,5-Dibromo-4-(2-Ituoro-eth
t)-N-141-pmpytt.yrrol n-370),-p ny11.-
berizanesuffenarnide The corresponding sui
ionytchioride was prepared from commercially availebte
2,8- dibromophenol via reaction with
1-brorrio-2-fluoro-ethane and cesium carbonate and
subsequent formation of the sutfonytobloride through
reaction with chirtro sulfonic add CH-NivIR (CDC's,
400 MHz) of
'3,5-dibromo-4(2-fluoro-ethoxy)phenyisulfonyttattiorid
etcS [ppm] 82 (s, 2H), 4.9 (rn, 11-1), 4,8 (m, 1:1),
4.45 (ra, 1H), 4.4 (rn, 1H)). 10ESI-MS:. 505.0 AH
'H-NMR (CDC, 400 MHz): [ppm; 7,85 (s, 2H), 71 (d,
211), 7.0 (d, 2H), 4.85 (m, 1H), 4,7 (m, 1H), 4.35 (m,
1t-1), 42D (m 1H), 3,35 (rn, 1H), 3.1 (rn, 111), 2.9
(m, 1f1), 2.8 (rn, 1H), 2.45-2.8 (m, 3H), 2.3 (m, 1H),
1.85 cfn, H), tEl (m, 2H), 0.95 (1., 3H). 15 EXAMPLE
84 3-dilluotornothoky-N4 4 Si)--1
-propyl-pyfrolidirt-310-phenyi)-benzertesulfontamide
hydrochloride.      The title product was obtained
fotiowing the same synthetic procedure as in Exampl,
2059 using commercially available
3-dtfluorome,thoxy-benzerieselfonylchloride. E8-MS:
411,5 fiV1-t-l1; 1H-NMR (1.41180-dc., 400 MHz) (ppm)
101-11.1 (very broad, 2H), 7.65 (m, 2H}7.5 (2, 1H),
7,45 (m, 1H), 7,25 (m, 2H), 71(m 21-1),(m, 511), 3.1
(m, 2H)A2.3 (m: 251H), 1,9-2.0 (mu': H), 1.8-1.75 (m,
2H), 0.9 (t. 3H). EXAMPLE 54)romo-2,4-difl or.c;
..N..44...q...s+1,,propy4virotidirt-3-y1)-phenyll
aroartesulfonernide 30The title product was obtained
foilowing the same synthetic procedure as described tn
Example 59 using cornmemia4 available
5-brorno-2,4-difluorobenzertesulfcnyicnioride. 



4.59.91.451,0 EM-41.1' 35..H-moR (DMSO-d,3, 400 MHz):
a (ppm 10.9 (very broad), 8.11H)" 7.75 (t,7,3 (d, 2H),
7,1 w15c 6"1, 5h0,3.12H), 2.35 trn,1H),1,9-2.C. n 1H),
1,5- 1.75 (m, 2H), 0.9 (t, 311). EXAMPLE 86  PC rir
10074.15.384n -Bmme-2,4-dinuoro-N+1-((s
1-propyl-pyrroliSUlfonamide hydrouhlond The title
product was obtaned foilowing the same synthetic
procedure as described in Example 59 using
commercialiy available
3-broino,24-difitiorobienze.nesultenylchlorlde, ESRAS:
459,4/461e4t4-iit 1/1-NRAR (Dmso-d,,, 400 MHz): 8
[ppm] 10,9 (very broad), ,1H). 7.45 (t, 111), 7.3
10(d, 2H), 7.1 (d, 2H), 3,15-a8 (m, 5H), 3,1 (rn, 2H),
2.3 (m, 1H),(m, 1H), 1.6-- 1.75211), 9.9 (I, 311).
EXAMPLE 87
N44-((S)-1-Propyl-pyrrolidin-I-yl)-phen43,5-bis
Moromethvi-benzehesOilonamide 15hydrochloride The
title product was obtained .foilewing the same
synthetic procedure as describe Example 59 using
commercially a,,,iallabie
3,5-bis-trifluerometkixybenzenesultonylchloride, 20
Ei31-111S. 431.1 [W1+1-1] ' 1114NMR (DMSO-di,, 400
MHz): loom] 10.8 (very broad), 8.5 (s, 1H), 8.25 (s,
2H), 7,3 (d" IF7,1 (d, 2111, 3.15-3.7 (m, 51-1), 3,1
(ro, 2H), 2,3 (m,11-1),(m, 1 H), 1,6- 1,75 (m, 211).
0.9 (1, 3H), E?g, 3 -Bromo-N4 ((S)-1-
propyl-pyrrolidyl)- eny11-5-triffiaoromethyl-
benzeriesulfortemide hydrochloride 30The title product
was nbtsfted following the same synthetic procedure as
described in Exarriple 59 using commercially avaUabe
3-bromo-54rifiuorumethyiberizenesUltonyichloride,
1H-NMR (Dii,480-d, 400 MHz); 8 [ppm] 107 (very broad):
8,3 (s, 1/1). 8,15 (s, 1H): 7,95 (s, 1H), 7.3 (d, 2H),
7,1 (d, 2H), 3A5-3.7 (rn, 5H), 3.1 (in, 2H), 2.25-2.4
(m, 1H), 1.85-2,05 (m, 11-1), 1,6-1,75 (rn, 2H), 0,9
(t, 3H). EXAMPLE 80
N44-((S)-1-Propyl-pyrrolidin-I-yl)-phenyil-2Ineromeihy
l-benzehesOiloriamide 40hydrochloride  VWVPC rir
1007.105.3507 171 The title product was obtained
fokswing the same synthetic procedure as descdbed n
Example 59 using commercially ova:lob:Et
2,5-bis-trrfiuorometby1- henzenesuifornilcnioride,
F.Si4.4a: 481.1 [M HI] H-NIMR (DIASO-d,,, 400 MHz.): $
;ppm] 10.541,0 (very broad); 8.35 (s, 1 H'), 8.25
(broad, 2H), 7.1 (d, 211), 3,2-3,8 On, 4H), 2.9-3,1
On, 31), 2.25-2.4 MI, 11), 1 .8-2.05 (m, 1H), 1.6475
(m, 2H), 0.9 (I, 3H)" 10 EXAM
5-Mothyt-tbiophene-2-suitonic
acid:L.44prooyi-pyrrolidin-3 11-phrz. II-ornide by-
difichloride. 15 The title product was obtained
following the same synthetic procedure as descdbed n
Example 59 using commercially
avallabEimothyl-thiepeno-2-sulfonylcilloride, ESA-MS:
385,1 [M+14;*      'H-NMR (DMSO-de, 400 MHz): 6 !ppm]
11,1-11.2 (very broad), 10.8541.0 (very 20bmad), 10A
On, 1H), 7.4 (d, 1H), 7.3 (d, 111), 725 (d, 1H), 7,1
(d, 2H), 6,8 (s, 1H), - 3,8 (m, H), 2.95-3,2 (m, 3H),
2.45 (s, 3H), 2.25-2.4 (rn, 1H),(m, 1H), 1.64.75 ,11),
2H), 0.9 0, 3H1 EXAMPLE 91
2-tvlethoxy-N-144(S)--1-propyl-pyrruommetbyl-
benzenesulfonamide The title product was obtained
following the same synthetic procedure as described in
Example 59 using commercially available
2-Meththy.5.-:triflueromethy4
30benzeriesulfonylchloride. ESR,118, 443.1 [M+  1H,NMR
(DMSO-db, 400MHz): 6 LpprnJ 109 (very broad), 10.25
vefy broad), 7.95 (m, 1H), /3c 2H 7.1 (d, 2H.),5scs 1'
2..(several in, 71-1), 2.25-- 2.35 (m, 1H), 1.8-2.0 (m
lHy, 1.64 .75 (m, 2H), 0.9 (t, 31-0. EXAMPLE 92
N-((R)t3-Pyrrolidin-3-yl-pherv 3-trifluorornet
vi"henzenesufonamide  



172 The product was prepared as described for the
synthesis of N-p-((S)-pyrroiidin-3-y1)-
phenyi1-34rititioromethykberizenesuitoriamide (Example
$7). Deprotection of the Nbenzyl derivative was
achieved through hydrogenation in the El-cube-1m.
5ES-MS: 371.1 8VH- H14 'H-NMR (DIVISO-d6, 400 MHz):
aippm1 8.0 (m, 2H), 7,85 (d, 1H), 7.7 (m, ;Ft), 1H),
6,85 (a, 11-1), 6M (d, 1H),(d,3.35 (m, 1H), 3,0-3.2
(pi, 3H), 2:75 (m, 2,05-2.2 (m, 1E1). 1.6-1.75 Om 1H).
10 EXAMPLE lethyl-thiazo
-yrt-N-((31-3-pyrroiidin-3-yi-phen
)-benzenesulfonamide. The product was prepared as
described for the synthesis of
N13((S)-pyrrolidin-3-y1)-
pheny[1-3-trifluoromethyl-berizthriesudonamide
(Example 67), Deprotection of the N- 15 benzyi
derivative was achieved through hydrogenation with
ammonium:formate and 10% Pd/C. ESIAVIS: 400.11MHj'
'H-NtviR (DNISO-ds, 400 MHz): a [porn) 5,4 (s, 1H),
8.1 d, 1Hy, 8.0 (s, 1H), 7.65 (d, 20IN), 7,55 tt, 1H),
7,1 (t, 1H), 7.0 (s, 1H),(m, 2), 3.2 (m, 1H), 2.65-3.1
trn, 3H1, 2.7 (a, 3H), 2,55 (m, 1H), 2.0-2,1 (m, 1H),
1.5-1.65 (m, 1H). `444-(caS 5R.),5aqh yk -propyi-pyr
id i n-3- pheriy[1:3-trifiuoromp benzeriesulfonamide
hydrodiforide The roduct was prepared via the
foiiowing erme,diatez",  173 94A (25,4S)-xylic acid 1-
tert-buty: ester 2-methyl es- ter 54.48 g of
comme.rciaily available
(23,46)-80c-4-phenyi-pyrrolidine-2-carboxy/ic acid
(15,37 nimoit were dissolved in 50 nH
dimethylformamide. 2.59 g of potassium carbonate 08.78
mmol) and 2,86 g of methyl iodide (18.76 mmoi) were
added and the reac- tion was stirred for 48 tf, at
room temperature. Standard work-up with ethyl acetate
yielded 6.3 of the product. ESt-MS: 206.1 -Sot:),
250.1 (-tau) [M 'H-NMR (CDels, 400 MHz):  [ppm 7,27.35
(rn, 511), 4.4-4.55 (m.. 1H), 3.94.1 (in, 1H), 3.75
(s, 3H), 3,55 On, 1H), 3.4 (m. 1H), 2.35 (m, 2H), 1.45
(r, 9H), 1594.2 (2S,4S)-2-Fly ,roxymethyt
,ptieriyHcarboxylic add tert-butyl ester 4.2 q of
(2S,4S)-4-Phenyi-gyfrolidine-1,2-dicarboxylic acid
1-terthaty: ester 2-methyl outer (13.75 f:131101) 41
30 ml tetrahydrofuran were slowly added to a
suspension of 0.27 g of lithium alumMium hydride in 50
ml te.trahydrefurane.. Stirring was continued for 5
20at 0-5fC.: and for 14 b at frionl temperature. For
workup. a mixture of tetrahydrofu-       ater (1:1)
was slowly added to the reaction mixture at Oft9. The
solvent was then evalfiomted under reduced -.iressure,
wMr was added and the pH was adjusted to about 5 with
20 `Yi.) aqueous ethic add. The aqueous phase was
extracted four times .with ethyl acetate, the organic
layers were combined, dried over magnesium sulphate,
25 filtered, and the solvent was removed under reduced
pressure to yield 3.85 of product. ESI-MS: 222.1
(-teu) (CDet:), 400 ell-12). 3 [p.pin] 7.2-7.4 (r),
4.15 (m,), 3,65-33 (m, 3H), 3.35-35 (m, 2H), 3.1
(broad, 1H), 2.15 (m,2.05 (m, 1H), 19H), 30 94.3
(23,48)-2-Methanesu.:&},rtiethyi-4-pherlyl-pytrolidine
carbokylic acid tot-f- ixity' ester To 2,5 q of
(2S,43)-2-Hydroxymetny1-4-ohenyl-pyrrolidine-1-carboxy
lic acid tart-N.4: ester (9.01 mmoi) in 70 ml
diohidromethane were added 1.92 g of triethylamine
(18.02 mmol) and 1,03 g of methanesuitonyichioride
(9.01 thrnol), dissolved in 5 ml dichloro-  VWVPC rir
10i17105.3847 174 methane, The reaction was stirred
for 10 h at room1t andg of product after standard
wrap. EiSi-MS: 3004 ($Bu) ifv1+H .5 94."4 (2R
43)-2-Mettrk4thertyl-pwrotidirte'.1-catyl ester 3,4 q
of
(23,4S)-24,4ethanesultonyloxymethyl-4--)frtmyl-pyrroli
dine-1-carboxylic acid tea-butyl ester (9.56 rnmol)
were dissolved in 50 mt tetrahydrofurane. After
addition of 10 15,1 ml
lithiutn-diniethylarninoborohydride (1424 mmol; 1 M
irt tetrahydrofurane), 1.93 tni triethylborane (1M in
tetrahydrofurane) were added and the reaction mixture
stirred under reflux for 20 min. Standard workup gave
2,79 of crude product which was pudfied via. silica
gel chromatography using a lSCO Companion instrument,
yielding 1,69 g of purified product. "--144S: 206,1
(-4Bu) (DM:30-C 400 MHz S p `MI 7.2-7.35 (m, 5H),
3,9-.4,0 (m, I H), 37 (rn, 3.15 (m, (d, 314), 2.15
(n1,1 H), 1.9 OIL 1IA (a, 9H.). 20 943 (2 '
48}-2-Methyl-4-phenylpyrrolidine 1,68 p of
(2R,4S)2-Methyk4-phenyi-pyrrokhnei carboxylic acid
tea-butyl ester (6,42 mmon were dissolved in 40 mi
dichloromethane and 19.2 ml (38.56 mmol) 2N HU in
25diethyiether dropwise added, After stirring at room
temperature for 16 ft; the solvents were evaporated,
the residus was dissolved in water, the pH was
adjusted to pH 9 with aqueous sodium hydroxide, and
the acueous phase was extracted three times with ethyl
acetate, The organic phases were combined, tined over
magnesium sulphate, filtered and evaporated to dryness
under reduced pressure to yield 1.05 g of product. 30
ESP:4S: 162,2 [1,,4-Hli+ 94,6
(2F-Z,43)-'2,-Metityl-4-plie I- .-propyl-pyrroiidirie
351.05 g of (2R,48)-2-Methyl-4-phenyl-pyrrolidine
(6.51 mmol) were dissolved. in 30 ml diohluromethatie,
0.58 g of acetic acid, 0.56 g of propionic aldehyde
(9.76 mmol) and 



2.07 g of sodium triacetoxyborohydriee (9.76 mmol)
were slowly added in portions.  Pt: r 1007.105.3807
175 After stirring at room temperature for 90 min the
soNient wasorated, water was added and the pH was
adjusted to pH 6. The aqueous phase was extracted
three -times with ethyl acetate, the manic phases were
combined, dried over magnesium sulphate, filtered and
evaporated to dryness under reduced pressure to yield
1.48 g of product. E&-MS; 204 fM4H1+ Nitrafion
fp:lowed by reduction of the nitro group with stannous
dichIokle and coupling of the aniline with
34rifiuommethyi-phenyt sulfonyl chloride was performed
as air&-idy described tor other examples to yieid
0.088 ol
Ni4-((31.3,5W-5-MetCyl-l-propylpyrroiidirt-310-phen01-
34ffluorpmethyi-henzenesui1onamide hydrochloride,
ESi-MS: 427.1 [M+1-11              (DMS0-46, 400 MHz:
, [ppm] 10.65 (broad. 1H), 10,5 (1H.), 7.95-8.1 (m.
3H), 1.57,8 (t, 1H), 7,25 (d, 2H), 7.15 (d, 2W, 3,8
(m, 1H), :3.65 (ma 1H), 3,5 (m, 1H), H), 3,0 (rn, H),
2,95 (et, 1W, 2.2 Oil,. 1W, 2.1 0-n, 1W, 1,7 an, 2W,
1.4 (d, 3H), 0:9 (t, 3H). EXAMPLE 95
20N-0-(trans-4-Hupromet. 1-1-propyl-pyrrolidin-3-
phenyll-3-trifioeromethyl- benzeriesolfenantide The
product was prepared via the f011Oysing intermediates
25051 trans-3-Fiudromothyk4-pyrrolidine,l-carboxylic
acid tert-bt.;.;1  V}0pc rir 1007/05.3ian 1.5 g
trans-3-hydroxyr4-phenyi--pyrrolidine-l-carboxylic add
terz-butyl ester (5..41 mmei) were dissolved in 20 mi
thohloromelhane and 1 31 p
diethylarninosuifartrffluoride (CAST, 8.1 nimel) in 2
ml dichloromethane were added at lit The reaction
mixture was stirred for 72 h at room temperature,
further dichloromethane and wa-- 5 ter were added, the
organic phase was separated, dried over magnesium
sulphate, filtered and evaporated to dryness to yield
1.7 g of a light yellowish oil. The crude product was
purified via silica ge; chromatography using
n-heptanefethyl aCil:Wta (8:4) as eluent to yieN 1.08
p prodad. 10ES-MS: 224,1 ( -oc) [M+1-1IHNMR (CDC13,
400 MHz): 6 [porn] 7.2751-1),4.45 (r 0,5H), 4.35 (if
1H), 4,25 (m, 0.5H), 3.9 (rn, 1H), 3.8 Cm. 111),
3.3-3.5 (m, 2H), 3.2 (in,"I), 1.45 (s, 9H), 1595.2
trans-3- oromethy1-4-pheny1-pyrrolidine. ES1-M5: 80.1
[M+11] 95.3 tran.-3--Floommethyl--4-phenyi-l-prop
pyrrolidine ESI-M& 222 ityt+Hl+ 95.4 trans-3-Fluoro
ettiy1-4-0-nitrotherwl)-1-propyl-pyrrolidine ES-MS:
267.1 [MtH 955 trans- -Fluoromethyl-4 4
amino-pheny1)-1-propyi-pyrrolidine ES-MS: 237,1 [i-fl'
Coupling of
fransH3-fidorornethyl-4-(4-amino-pheny1)21-propyl-pyrr
olid,ine with a-- trffluOroMethyl-phenyl sullonyl
Monde Using methods already described for other
exampies yielded 0,155 g of
N44-(trans-4-fluorometnyl-1-oropyi-pyrrolidin-3.-*phen
yili-trifiuoromethyt-benzeneselfc.inamide. ES-MS:
445.1 [M-,,HI  VWVPC rir 100 71053 8.0 177 "H-NmR
(DM50-4s, 400 MHz): 5poniTI 10.6 (broad, I H), 8,0-8,1
(in, 2H), 7.95 (s, 1 H), (t, 1H), 7.25 (d, 2.H), 7.05
(d, 2H), A (m, 1:1), 43(m 1H), :3,3 (n), H), 3.2 (m,
1H 3,1 (rn, 111), .2.9 (tti, 21-1), 2.75 On, 2H*) 2.55
(m, IH), 1.5-1.6 (m, 2H), 0,9 (t, OH).
3-(5-Methyi-11,3,41oxadia7ol-2
)4"4-((S)-1-propyl-pyrdidin yi)-ptic benzenesu ifonam
ade hydro:Mt 0.047 g of the desired product were
obtained following the same synthetic procedure 1.3as
described for
3-trtfluo.roFilethoxy-N-f4-((3)-1-propyi-eyrroildin--3
-yi)-pbenyll- beroDnesulfonaraide (E.:mm*1) using
commercially avaibble 3-(5-Mettry1[1 .3.41oxed
tazoi-2-y0-benzenesul tonyicitride, E81-MS: 427.0
[M+H.14  HNMR (CDC13, 400 MHz):  ppm 84 (s, I H), 8.2
(d, 1H), 7,0 (d, 1H), 7.55 (t, 1H), 7,15 (d, 2H), 7,0
(4, 2H), 3.35 (m, 1H)" 3.1 Om 1H), 2.9 (m, 1H), 2.8
(m, IH), 2.6 (s, OH), 2,55 (m, OH), 2.3 (m, 1H), 1,85
Om IN), 1,0 (m, 2H), 0,95 U. OH), - 07
203-Fluoro-N-1:4-((S)-
.propyl-pyrrolidin"-y11-benzepesultonaMide
tr1uoroacetate 0.0085 g of the desired product were
obtained following the same synthetic procedure as
descrtbed for 3- IS ifiuoromethoxy-N-f4-(oropyl-py;
Tolidin-3-y1)-plienyll- benzenesulfonamide (Example 1)
using commercially available
3-flucrobenzenesulfonyichioride. 333,1 [WHY EXAMPLE 98
303-Chbro-N-0-,
yl-pyrttlidin-3-y1)-phenylkbenzenesulfonamide 0.118 0
u; the desired product were obtained followine the
same synthetic: procedure as deschbed for
3-tnfluerornetho;
cy-N-144,(5)-1-propyl-pyrrolidin-3-0-phlenAbenzenesti1
fonamide using commercially ava;labie
3-chiore-benzenesulfonylchloride., 35 ESI-MS:.379.1
[M. 1 '1+NIMR.(eDek" 400 MHz)[pprni 7.75 (s, 1H):, 7,8
(d, 1 1), 7.5 (d., 1H), 7.35 (t. 1 .) 7,15 (0, 2H),
7.0 0,20), 3,3 (M., 1./1), 3.0 (m, 1:Th 2,8 (m" 11-0,
2.7 (n1, '1H), 2.A-2,55 (n-i,. 3111, 2.3 (rn,1 H), 3
(m, H), 1.55 (m., 2H), 045(1, 3..1-  PCTIF
1007.105.384)7 178 



EXAMPLE 99 11)-1`444-((S.propyl-pv,
din-311)-phenylPoenzeriesoffenamide      g of the
desired product were obtained foil:ming The same
synthetic procedure as described for
34rifluoromethoxy-N-444(S)-propyt-pyrroildtri-3-yik-ph
enyilbe.nze.nesulforiamide (Example 1) using
commerclally avaiable 342--Methyl4hiazol-4-
yi)-benzeriesugenylchloride. ES.I-MS: 442,0 ityl+ HI +
10IH-NMR (CDC6, 400 MHz): 6 [ppm; 84 (s. I H), 8.05
(d, 1H), 71 (d, 1H), 7.4 (m, 2H),. 7.15 (0, 2H), 7,05
(d, 2H), 3.55 tm, 2H), 3.2-3.5 (m, broad; 2H), 93(m
311),(s, 3H), 2.35 (rn, 1H), 2,0-2.1 Om,hi /SH), 0.95
(t, 3H). 15N-1.4-t(S)-1-Allyt-pyrmyfy-phenifli
ornethyi-benzenesulforiamide 0.01 g of the desired
product were obtained following the same synthetic
procedure as described for
34rifittoromethoxy-N+143)-1-propyl-oyrrolidin-3,111-ph
enyil- benzenesulfonamide (Exam* 1) using commercially
avaiiable 3-triftuoromethyl- 20bet:zenesugonylchlorii,
ES-MS: 411.1 ftVN-M+ 1H-NMR (CDCI.3, 400 MHz): 6 [ppm]
7.95 (s, 1H), 7.9 (d, 1H), 7,8 (d, 1H), 7..6 (t,
11-1)" 7,15 (d, 2H), 6.95 (d, 2H), 5.9 (m, 1 ti), 5.2
(d, 1H), 5.1 (0, 1H), 3,3 (al, 1 Ft), 3.1-3,2 (m, 2H),
3.0 (m, 1H), 2.6 (m, 1H), 2.65 (m, 1H), 2.45 (m, I H),
2.3 (m, 1H), 1.8 (m, 111). EXAMPLE 101  N-((f.;
)-4-Pyrrolidin--3.-yl-pheny1)-3-triiluoromethyl-benzen
esulfonamide 30 0.071
gris-Obenzylideriacetoft)-dipalladiurn(0) (0.08 mmol)
and 0.033 g of 1,3-bis- (diptienylphesohino)-buterte
(0.08 mrhol) were dissolved in 20 ml tetranydroturane
and stirred for 30 min, 0.32 g of
N444,(5)-1-aily-pyrrotidin-3-y1)-phenyil-34ritiueromet
hylbenzenesultonamide (018 mmol), dissolved in 5 ml
tetrahydrofarane, were added to 35 the solution,
fotlowed by 0.129 g 2-mercaptobenzoic add (0.84 mmoi),
The reaction mixture was stirred at room temperature
for 72n, the solvent was evaporated, and chieromethane
and 1 N aqueous hydrochloric acid were added. The
aqueous phase was adjusted to basic pH, extracted with
dichlormethane and the combined organic layers were
washed with aqueous sodium chloride solution, dried
over sodium sui- 40phate, filtered and evaporated to
dryness under reduced pressure. The crude product
VWVrir 2 0 7.10 8.0 179 was purified via
siUhromatography using a SCO companion instrument to
v:eid 0,01 g of product. E8-MS: 371:1 [M+Hi. 6'H-NMR
(DMI8041,3, 400 MHz): 81ppm] 8.0 (d, 1H), 7.95 (s,
1H), 7,8 (d H), 1H), 6.95 (0, 2H), 0,86 (d, 2}-1).,
3.3 Or, 11-1), 3.0532 (m, 2H), 3.0 (m, 1FO, 2,7 (m,I
11 (rn, 1H), V (m, 111), EXAMPLE
104-Fluoro-N44-((S)-1-prop'4-, Trol id in-3-
..)--obianyik3methyl- benzenesultenamide 0253 g of the
desired product: were oNained following the seine
synthetic procedure as described for
3-triflooromethoxy7N-0-((S)-1-propylpyrroildin-3-yi),:
phenylk 15zenesuifonamide(Exampie 1) using corammia.gy
available 34rifluaromethyk-
litioro-benzenesulfonyichioride. ES.1-44S: 4312
[M+Fll'         1H-NMR (DM80-de, 400 MHz): 6 !ppm]
10.5 (broad, 11-", 8i Cm. 11-1), 8.05 (d, 1H), 207.75
(t, 1H), 7.25 (d, 2H), 7,05 (d, 211), 3,2-3,6 (m,m,
2H), 2.3 (nl, 1H), 1,9 (i, 11-1), 1,55 (m, 2H), 0,9
(t, 3H). EXAMPLE 103
3-Fluom-N-14-((S)--1-propy1-pyrrolidin-3
)--ohenyil--5-1rifiuoromethylberizenesulfonamide
hydrochloride 0.080 g of the desired product were
obtained following the same synthetic, procedure as
described for
3401uoromethoxy-N-[4-((S)-1-propyl-pyrrolidin-3-yi)-ph
eny1- benzenesullonamide (Example 1) using
commercially available 3-Thorc-5-
30trifiuoromethy-henzenesuifnyIchloride. ESR,111.i
431.4 [M+41; 1H-NMR (L)MS0-4, 400 MHz): 3 !ppm] 10,55
(broad), 8,1 0,1H),((.1, I H), 7,8 Cs,      1H), 7.3
(d, 21-1); 7.1 (d, 21), 3.'2-3.6 (m, 5H), 3.1 (m, 2H),
2.3 Or, 111)" 1.95 (m, 1H), 3.51.7 or, 2)-n, 0,9 0,,
EXAMPLE 104. 2-9 two-N-14-0H
-oropyl-pyrrolid)-pi-zeny11-5-4rifluoromethyl-
benzene:Wt.:NI:amide  VWVPC rir 1007,105384)7 180
0.103 g of the desired product were obtained following
the same synthetic procedure as described for 3-
trifluc'ffornethoxy-N-14-((S)-1
-propyi--pyrroiidip-1)-phenyllbenzenesuiforiamide(Exam
ple 1) using cunmerciaily ova able 2-fluoro-5-
trifluoromethyl-beitzenesuifonylchloride, F.Si-Ma,
431.1 [M hi]  HNMR (DIV180--d6, 400 MHz): a ;_vm] 10.7
(very broad, 11-1), 8.1 (n, .1H); 8.06 (d, 1H), 7,7 0,
1H), 7.25 (d, 2H1, 7.05 (d, 2H), '3.1-3.6 (el; 51-1);
2.9-3,0 (m, 21-0, 2.3 (m, 1H), 1,85 (m, 1H), 1,6 (m,
2H), 0.0 (1, 3H). 10 EXAMPLE 1.Q.5 34,1orpholin- .1.
4,44-propyi-pyrrodin3-y)pheriylj-benzenesuifonarnde
0.033 g of the desired product were obtained following
the same synthetic procedure 15as described for
N-W((S)-1-Propyi-pyrrolidib-,3--yiyphenyq-3-pyrraiithn
-1 yl benzenesulloriamide (Example 71) using
morpheline as amine. 



ESI-MS: 430,5 [M+1,-Il' '1-1-NMR (CDC, 400 MHz): 6
[pprn] 72-7.35 rm, 2/1), 7,1-72 On, 3W, 6,95-7,05 (m,
703H),3M(t, 4H), 3.3 (m, 1:1), 3.1 (t, 4H), 3.05 (m.,
1H), 7.85 (co, 1H), 21 (ib, 1H). 2.4-2,6 (m, 3H), 2.3
(m, I H), 1.5 trn, 1H), 1,55 On, 211), 0,95 (1. 3H).
EXAM N-):4-(cis-7-Methyi-1
-propyl-pyrrokiln-3-yi)-phenyil-
rifluoromethyibenzertessiforiamide hydrochloride 0,015
g of the product were prepared as described tor the
synthesis of N44-((3
.,5R)Thimeth*1-propyl-pyrroiidin-3-y1)-phenyil-3,-Milu
orernettryl-berizenesuifonamide (Exam- ple 94) from
commerciaiiy available
Boc-cis-3-phenyl-pyraplidia-2-carboxylic acid: 106.1
cis-a-Phenyi-pyrroi ter;  2-thcarboxiic acid
1-tert-butyi ester 2amethy ES.-M8: 206,1 ;43:.,
i,.250.1 (-itau) [NH- 35106,2. cis-2-methanyt
paolidine-l-carboxylic add tert-butyl ester ES1-MS:
222.1 (-1Bit) FAtHi1  PC r 11017.105.38.07 181
106.3Mettin ilfonyfoxymethyl-3-phe .ylpyrrolidine c
boxyiic add tert..butyl ester EFil-NIS.: 2562 (hBoc),
299.9 (-4.6u) [1:4-FH).' 106,4 cis-2-Methyl.-3-phe
l-pyrre.8ithrie-4-carboxsAc add tert-butyl ester
ESI-MS: 206,1 (48u) IM4R1 '-
10106,52-Methy1-3-phonykoyrmlidine 88:14,15(: 162.1
[J,,I+.(11 106.6 d.yl-3-oheny41-propyl-pyrrolidine 15
Ei3l4/18( 204,1 pili-H; 166,7etly (.4 nitroclny
1-propyl- .y 20.ESI.--MS: 249.1 iM4-1-1;* 106.8
cis-2-Methyl-3-(4 mino)ph1-promil-pyrrol:d ESI-MS
219.1 [WM' Coup1ing of the aMline with 0
tiffuorornethyl-pheriy1 sulfonyl chloride was
performed as already described or other examples to
yield 0.015 g of the final product ES1411S: 427.1
[kifi-Hj4 301H-NMR (DM:30-d, 400 MHz); S [ppm] 10,3
(very broad). 8.0 (6, 1(1}, 7.95 (d, 1H), 7,85 (s,
11), 7.76 (t, 1H1, 7.15 (d, 21), 7.0 (d, 2H), 3.8 (m,
1H), 3.65 (rn, 1H)" (mI, 2H), 3,1 (m, 1H), 2.9 (m,
1H), 2.2 1,m, 2H), 1.65 (m, 2H), 0.85(1. 314), 0.7 (d,
3H).. EXkMPLE 107
3.5N44-(K3$,58'),-5-MethyM-propyl-pyrrolidin-.3-ylyphe
benzenasulfon.arfflde hydrothlonde  VWVPC r
1007/05.38.07 182 0.053 of the product were prepared
as described for the synthesis of N-(4-438,5R)-5-
methyl-1
-propyl-pyrroildin-3-y1)-phenyl]-3-trifivoromethyl-ben
zenesolfer(amide (Example 94)(mm commercially
available (2R4S)-Boc-4-phenyl-pyrrolidin-2-carboxylic
acid: 5107.1 (2R,4sH,dithne-1add 1-teri-buty:nethyl
ESI-MS: 206,0 (("4.86) [M+H) 10107,2
(2R,4(3)-2-tiyl-4-phenyl-pyrroll e-1 -carboxyhe add
tertyi ester ESIVII-S: 222  1B13) 111-1].' 107.3
(2RAS)-2-Wietharm, f /Id ra fly] phehylt
roUdine-i-carboxylic acid teMbotyl ester ES' ES-MS:
256.1 (-Sec), 300,1t() f,M+HI 107,4 (25.43)-2-Methyl-I
ph wl-pyrrolidin 1-cerboxylio i 'lea-butyl estet
ES-MS: 206,1 etBu) 107,5 (26,43)-2-M
thyl---phonyl-pyrrolidine 25 ES-MS: 162,1 (M+Hr 107.6
2R,4S)-2Methy-4phenyI-i-propvt.-pyrroidine e ESl4 30
107,7prc3pytpyrrodftie, ESI-MS., 249 ft,,1+; 3:5107.8
(2S4S)-tvlethylt444-arninc.4 lE=r1'1 proptrolid E$ WS(
219.1 [NI  VWVPC rir 1007.10538.07 183 



Coupling of the aniline with 3.-trifluoromethyl-phonyi
sulfo.nyl chloride was performed as already described
for other examples to yield 0.053 g of the final
product. ESI-MS: 477.1 [M+H; 111-NMR (DIVIS)A, 400
MHz): 5 .1pnift I 0,6 (ver:"/ broad), 8.05 (m, 1H),
8,0 (in, 7H), 7.8 (m, 1H), 7.3 MI, 2H), 7,05 (m, 2H),
3,3-3,6 (in, 4H), 3.2 (broad, 1H), 2.9 (broad, 1H), 24
(broad, 1H), 1.75 (broad, 2H), 1,65 (broad, 1H), 1,4
(broad, 34), 0,9 (broad, 3H), :forms A) Tablets
Tablets of the foflowtnq composition are pressed on a
tablet press in the customary manner: rugof substance
from Example 20 120 mgof corn starch 13.5 mg of
gelatin 45 mgof lactose 225 mg of Aerosii(r)
(ctiwnically pure silipic add n subrnicroscopically
fine 6speraion) 0.75 mg of potato starch (as a 6%
paste) Sugar-coated tablets 20 mg of substance from
Exempts 8 60 mg of pore composition 30 70 mg of
saccharificatioh composifion The core composition
consists of 9 parts of corn starch, 3 parts of lactose
and 1 part of 00:40 virtylmardidoneivinyl acetate
copolymer. The saccharification cornpositbn consists
of 5 parts of cane sugar, 2 parts of corn starch, 2
path: of ceicium carbonate and 1 35part oftalc. The
sugarThwated tablets which had been prepared 41 this
way are subse- quently provided with a gastric
juice-resistant coating. :c.cal investinations  PC rir
la4 The substance to be tested was either dissolved in
methanoliChremophor(r) (BASF AG)or in dimethyl
suifoxide and then diluted with water to the desired
concentration. Human 5HT., receptor: Characterization
of the compounds of this invention to the human
5-1-1T6 receptor in the binding assay and the
functional adenyiyi cyclase assay      The compounds
were dissolved in a concentration of I0< 0 or 10 N in
DMSO. Fur 10ther dilutions were performed in
incubation buffer. Binoing assayt The procedure or the
binding assay was based on the method of Monsma etal.
0993) 15Mel Pharatacol 43: 320-327. The binding
reaction was carried out in a total volume of 0250 ml
for 60 min at 3TC. Membranes from HEK-293 cells stably
expressing the human 541T6 receptor were incubated
with 2 rthii 11-LSD in the presence or absence of
various concentrations of test compound for &1 min at
31G. Non-specific binding was defined with 100 hilvi
Serotorin (541T). Assays were performed in duplicate.
Bound 20and free radioligand was separated by
filtration and bound radioactivity determined by
;(:iirid, scintillation counting. Evaluation: 25 The
specific liqand binding to the receptors was defined
as the difference between the total binding and the
nonspecific binding determined in the presence of an
excess of- unlabeiled 5-HT. The results are expressed
as a percent of control specific binding obtained in
the presence of compound. The le.values (concentration
causing a halt-maximal inhibition of control specific
binding) and Hill coefficients (ni-1( were determined
30by non-linear regression analysis of the competition
curves uSing Hill equation curve fitting. The
inhibition constants (K) were calculated from the
oleo] prusoff equation=      IC5010 +(L/RD)); where L
concentration of radiofigand in the assay, and RD zz
affinity C>laof the radioligand tor the receptor).
Functional adenlvl cyciase assay  PC Fir 1007.10538,07
185 the presence and absence of test compounds. For
agonistic effect, compounds were incubated alone. For
antagonistic effects inhibition of 0,3 pfil setotonin
(51T)--induced CAMP increase was deb:in-:fined_
Evaluation: cAMP accumulation was determined by El,
quantificatio Dopamine D:.receptor: 10 The assay
mixture (0.250 mi) was composed of membranes derived
from -- HEK--203 CEA: possessing stably expressed
human dopamine .0A riM r7M-i0do5u4p1i3e and incubation
buffer (total binding) or, in addifion, lest substance
(inhibition curve) or 11..iki spiperone (nonspecific
binding). Each assay mixture was run in tripliSate. 15
The incubation buffer contained 50 mM trio, 120 inki
Nael, 5 mNi KCi., 2 mkil 2 mkt Mgel2 and 0,1% bovine
serum albumin, 10 pki quinolrine and 0:1% ascorbic
acid (prepared fresh dally), The buffer was adjusted
to pH 7.4 with HU. 20 Dopamine D receptor: The assay
mixture (1 ml) was composed of membranes from - l0
HEK293 cells possessing stably expressed human
dopamine D receptors (long 'salami) and 001
iodospiperone and incubation buffer (total binding)
or, in addition, test sub-- 25stance (inhibition
curve) or luM baloperidoi (nonspecific binding), Each
assay mixture was run in Inpiicate.    The incubation
buffer contained 50 mkti Iris. 120 mkil Nadi, 5 rail
KCI, 2 mk1 Cael mM kitgC12 and OA% bovine serum
albumin. The buffer was adjusted to pl-17.4 with
30fiCi. Measurementanalysis: 



After having been incubated at 25?c for 60 minutes,
the assay mixtures were filtered .?z)through a Whetman
GPIS glass fiber filter under vacuum using a cell
collecting device. The filters were transferred to
scintillation yids using a filter transfer system.
After 4 ml of Uitirna Cele (Packard) have been added,
the samples were shaken for one hour and :the
radioactivity was then counted in a Beta-Counter
(Packard, Mesa) 2000 or 22000A). The corn values were
converted into dpm using a standard quench series 40
and the program belonging to the instrument.  VWVPC
rir 100710538_07 186 The inhibition curves were
anaiyzed by means at iterative nonlinea regression
analysis using the Statistir:al Analysis System (SAS)
whiell is similar to the "LIGAND" program described by
Munson and Rodbard, The results of the receptor
binding studies are expressed as receptor bindini"
constants K(51-110, K:(0) and K(Dj. respootiveiy, as
heroin before described, and giver: in tablo 6, 10to
these tests, the compounds according to the invention
exhibit very good affinities 'tor the 511Tii receptor
ex 50 ntvl, crc 10 00; frequently < S oM). Some of the
compounds, in partiouiar Those haVing as 1,4-phenylene
as group A, also exhibit very good affinities for the
D;$ receptor (t, 50 nro, or < 10 riM, freguentty < 5
nM and hind selectively to the Da recept)r; as
compared to the affinity for the D2 receptor. 15 The
results of The binding tests are !given in table 6.
'Table 6: Ekaril pie 1 K(51--M0r KR91r [W]
ki(D-21/K(D)  +4    +44       8    9    10 12 14 4+ 44
4++   15 16 +44 4++   17 4+4+   18 +   



19 *4+   20 +44 +   21        PC-riF 1007.1053841.7
Receptor binding constants ob'cined accorthng to the
assays as described herein before Assay for testing
the compatibilky of doparnine 03 and 5HT: receptor
ligards  PC r 1007"Ple138_07 189 An increase in
choline.rgio function is wkieiy believed to improve
cognitive performance, an increase of cortical
extraceiluiar acetylcholine. (ACh) can be regarded as
a biochemical marker for potentiai pro-cognitive
effects. Therefore, maw:,s studies in freely moving
rats were performed. The effects of 5- FITe, receptor
ligends, selectivelligands or the combination of both
principles, on ace- tytcholine retease in the medial
prefrontal cortex and in the hippocampus has been
investigated, one guide cannula was implanted into the
medial prefrontal cortex (AP 2,5,Mi= 0,6; DV =-32) and
the second into the hippocampus (AP = -5,5; MI. = 4.5:
10DV .= -4.5). 5 to 7 days after surgery, 2
microdialysis probes (CMA112, 3 mm mem- brane length)
were slowly lowered into the fine: position. CM the
day of the experiment, the test compound or its
vehicle (2 milkg) was administered intraperitoneally.
Microdialysate tractions (six 20-min fractions before
and six fractions after compound administration) were
analyzed for acetylcholine by high performance liquid
chromatography in 15combination with electrochemical
detection (for methods see Fox et al., J. Phamacol.
Exp. flier. 2005, 313, 176 to 190 and detailed
description below). 5-HTE, receptor ligands and
selective D, receptor ligands increased
dose-dependently extracellular ACh levels in the
medial prefrontal cortex and in the hippocampus. The
20 combination of both 5-fl; recepbr ligands and
ID3receptor hands resulted M an at least additive
effect of both principles in the mediai prefrontal
cortex and in the hippo-campus, suggesting thus that
the combination of both principles may offer a
therapeutic benefit in CNS disorders characterized by
impaired cognitive functions, including dementia and
schizophrenia. 25 Furthermore, mixed DV5HTr. receptor
ligands also increase mtcrodialysate ACti levefs in
the medial prefrontal cortex and in the hippocampus.
eased on dose comparisons, compounds combining Ds/5-HT
within the molecule are more potent in increasing
cortical cholinergic function than "pure' D,3 receptor
antagonists. 30 Miorodialy.3is Experiments eivo:tto
,,y)For pain prophylaxis, Rimettyle (3 mgikg, l.p.)
was administered before surgery. Indi- vidual male
Sprague-Dawiey rats (290 - 320 g body weight)
anesthetized with pentobarbital (60 rrtg./Kg,l,p,
Narooren(r), RhoneWarieux GmbH, France) Were Mounted
in a KOPF stereetexie frame and two Microdialysis
guide cannoto (0,4A112, Axel Semrau GmbH, Germany)
were implanted into selected brain areas of the same
animal: one 40guide canna:a was implanted into the
media: prefrontal cortex (AP = 2.5; MI_ = 0.6; DV  PC
r 1097,10538,07 190 = - 0.2) and the second into the
hippocampus (AP r; -5.5; ML 4,5; CA/ = 4.5). The guide
cannula were secured with dental cement (Technovit
powder, Product No 5071, Technovit polymerization
starter fluid, Product No 2060, kuizer GmbH, Germany)
and 4 anther screws into the skull. The rats were
allowed to recover from surgery for 5-7 days, The day
before the experiment: each animal was transferred
into a system allowing for free movement (CNIN120 Axel
Seri-Iran GmbH: Germany, consisting of a plastic
bo?.4, wire attachment, counter-balance arm, swivel
assembly connecting in-/outlet of the probe with the
perfusion pump). Next, a CMAll 2 microdialysis probe
(3 mm membrane length) was slowly lowered into the
final position. The probe was perfuse.d with 10Ringer
solution (147 ailM Neel, 4.0 inM kCi and 2,4 mM CaCk,
containing 13.,tM neo- stigmine), for about one hour
(CNA/102 microdialysis pump"Axei Semrau GmbH, Germany;
1,5 plimin) The probe was perfused again 24 hours
later for at least 1 hour before microdialysate
tractions were collected every 20 minutes, Six
fractions before and six fractions after the
intraperitoneally administration of the test compound
or vehi- 15cle were analyzed for microdialysate levels
of acetylcholine by HPLC with electro- chemical
detection. Assay of Microdialysate AcetyloholinaLevels
2010 41 of each microdialysate fraction was injected
onto a reversed pflsse column (ME 8908 Acetylcholine
SepStik Kit, rnicrobore column, particle size 10 urn,
530 x 1.0 mm coupled to an immobilized enzyme reactor
50 x 1,0 mm, particle size 10 ern, containing
acetylcholinesierase and choline oxidase; BAS, U.S.A.)
using a refrigerated autosampier (HTC PAL twin
it:)ector autosempler system, Axel Semrau, Germany).
The mobile 25 phase consisted ot 50 MMOill NaHPO4 (pH
8.5) and 5 mill Kathon. How rate was 0.14 mUmin (Rheos
Flux pump, Axel Sernrao GmbH, Germany), and the sample
run time was less than 15 minutes. Acetylcholine and
choilne were measured via an e.lectrochemical detector
(LC-40, BAS, U.S.A.) with a Piatirmn worKing Vectrods
set at + 500 mV vefsos an AgiAga reference electrode.
The system was calibrated by standard 30 solutions
(acetylcholine, choline) containing 1 prnolll 0 pl
injection. Acetylcholine was identified by its
retention time and peak height with an external
standard method using chromatography software (Chem:
Pertect@, version 4.4.22, justice Laboratory Software,
Ll S.A.). Microdlalysis (area under curve 0- -120 min)
data were evaluated for significance usin one-way
analysis of variance (ANOVA) followed by Bunnell's
pair-wise comparison post hoc test using GraphPad
Prism v 4.0 software.  181 



We claim: 1.A compound Of the formula (I)  wherein
10ns0,1or2; is CH2 or CHR3; is H. Crecalkyl, CrCralkyl
substituted by Ca-CrcycloalkA, CI-C6- hydroxyalkyl,
fluorinated Ci-Cralify!, Crevoycloalkyl". fluorinated
Cr-Cr ycloalkyl, C;;-C,3-atkenyl, fluorinated
Oreralkonyi, lordly!, acetyl, propionyl or benzyl;
R2, R2 and R4 arendently of each other, H ethyl,
fluoromethyl, 20difluoro,methyl, or trilluoromethyl;
Ais 1.4-phenylene or 1,3-pheny1ene, which is
optionally substituted by one, two, three or four
substituenis selected from halogen,Ci-Ccalkoxy,
fluorinated Ci-C,ralkyl and fluorinated Ci:-Cralkoxy;
25      is NR or CH2, wherein Rs is H or Cr-Cralkyl; N
is a radical of the formula A, B, C, D, E, F or G
192   (E) Re.\ CM\   (F)(0) wherein is halogen,
hydroxyl, L.fluorinated OrCralkyl, CI-C6-hydroxyaikyl,
CI-Cralkoxy-CyCralkyl, C2-Cw-alkenyi, fluorinated
C2-Cralkenyl, GrCe, cyoioalkyl, fluorinated C3-G(3-
cycloalkyl, C,Cralkoxy, Cl-Crhydroxyalkoxy,
Ci-Coalkoxy-CrCraittoxy, fluorinated CI-Cralkoxy.
CI-Oraikylthio, fluorinated CI-Cralkylthio,
CI-Oralkyleulfinyl, fluorinated CrCralkylsuifinyl,
0-05-alkylsuifonyl, fluorinated Cr Ccalkyisulfonyl,
phenyisuifonyi, pyridyisulfonyl, benzyloxy, phenoxy,
phenyl, where the pheriyi and the pyridyi radical in
the 5 last-mentioned radicais may be unsubstituted or
may carry 1 15to 3 substituents selected from
Crtralkyl, fluorinated 01-G4-alkyl and halo- gen, ON,
nitro, CrOalkyicarbortyi, fluorinated
01-O0alkylcarbonyi, Ci-Ceaikylcarbonylarnino,
fluorinated Ci-Cralkyicarbonylamino, carboxy, NH-C(0)-
WRY, NRW, NWRCOI-Cralkylene, 0-NR6Rt, where R6 and
Ware, independently of each other, H. C1-04-alkyl,
fluorinated C1-C4-alkyl or C1-C4-alkoxy 20or may form,
together with N, a 4-, 5- or 6-membered saturated or
unsatu- rated ring, Rs-CO-NW-01-Gralkylene, where R is
as defined above and R13 is G1-C4-alkyl or phenyl,
where the phenyl radical may be unsubstituted or may
carry 1 to 3 substituents s*Cted from Ci-Ccalkyi,
fluorinated Cre.,,ralW and halogen, CHz-pyddyl, where
the pyridyi radical may be unsubstituted or may carry
1 to 3 substituents selected from 01-C4-alkyi,
fluorinated Oi-C4alkyl and halogen, or is a saturated
or unsaturated aromatic or non-aromatic 3- to 7 -
membered heterocyclic ring comprising as ring members
1, 2, 3 or 4 heteroatoms selected from N, 0 and S
and/or 1, 2 or 3 heteroato.m-containing groups
selected from NW, where R s H. crc alkyl .fluorinated
CI-C4-alivicarbonyl or fluorinated Crefaittyicarbonyi,
SO, SO2 and CO, and  193 where the heterocyclic ring
may carry 1, 2 or 3 substituents selected from
hydroxy, halogen. CI-Cc-alkyl, fluorinated
CI.-Cu-alkyl,        fluorinated CI-C6-alkoxY:
CI-Ccalkylthlo" fluorinated CI-C3-alkylthio,
NRWC1-Gralkylene, where R and Rlf are as defined
above, carboxyl and C1-C4- 5alkox,ycarbonyl; Rb and R,
independently of each other, are H, halogen, CH3, OCH;
,, GH2F, OCH2F, CH12, OCHF2, CF 3,C.HCl1t, OCH2CH2F,
C12CHF2, OCH2GHF2, CH2CF3 or OCH2CF3; 10 is defined
like Rs; is H or is defined like Rl).; 15is defined
like Fe; Kis 0, 1, 2 er 3l and is 0, 1, 2, 3 or 4; 20
with the proviso that Retl is not F, CH2F, CHF2, CF-
or OCF3 if A is 1,4-phen Ar is a radical of the
formula (A)and Fe and Rlt are H or halogen; except
compounds, where Fe is propyl, G is CH2, n 1st A is
1,4-phenylene, E is NH, Ar is a radical of formula (F)
and R is halogen, 01-C3-alkyl, Crevaikenyi or a
5-membered heteroaromatic ring; and ohysiologica;ly
tolerated acid addition salts thereof. 30 ZA compound
of the formula (I) as claimed in claim 1, wherein Ar
is a radical of th formulae A, B, C, D or E. 3.A
compound of the formula (l) as dairned in ciaim1 or 2,
wherein asRIis H, CI-C3-alkyl, Cree-alkyl substituted
by GrCroycloalkyl, Ci-C3- hydroxyalkyl, fluorinated
Ci-Cc,-alkyl, C3-Crcycloalkyl, fluorinated Gs-C3-
cYclealkYi, C3-Gralkenyi, fluorinated C-C6-alkenyl,
forrhyl, acetyl or propionyl; Aris a radical of the
formula A, B, C, D or E; 40 Feis halogen, 01-C6-alkyl,
fluorinated Creralkyl, Ci-C3-roxyalkyi, Ci-C3-
akoxy-CrCralkyl, Creraikenyi, fluorinated Cnyl,
fluorinated C3-05-cycloalkyl, CI-C3-alkoxy
CI-Crhydroxyalkoxy, CrCralkoxyCi-C3-alkoxy,
fluorinated C1-Cralkoxy, C,-Cralkyithlo, fluorinated
GI-C6- 



45alkylthio, e,-Gralkylsulfinyl, fluorinated
Cres-alkylsolfirtyl, C,-C6-alkyisullonyl,  194
fluorinated 03-06-.alkylsulfonyl, phenyisulfonyl,
benzyloxy, phenoxy, where the phenyl radical in the 3
iast-mentioned radicals may be unsubstituted or may
carryl to 3 substituents selected from C.1-Cralkyl,
fluorinated Cl-C4-alkyi and halogen, CN, nitro,
C1-06-alkylcarbonyl, fluorinated CI-Crlkylcarbonyl,
Cr- 5Cralkylcarbonylainino, fluorinated
C1-C8-alkylcarbonylarnino, carboxy, NH- C(0)-1\1ReR7,
NR6R7, NR6R7-01-06-alkylene.. 0-NFeRT, where Re and R?
are, independently of each other, H, CI-C4alkyl,
fluorinated Craralkyl or Ci-C4- alkoxy or may form,
together with N, a 4-, 5- or 6-membered saturated or
unsaturated ring, or is a saturated or unsaturated 3-
to 7-membered 10heterocyclic ring comprising as ring
members. 1, 2, 3 or 4 heteroatoms selected from N, 0
and S and/or 1, 2 or 3 heteroatorn-containing groups
selected from NW, where Fl`" is H,fluorinated
C-,-C4-alkyl, Gi-Ci- alkylcarbonyl or fluorinated
C1-04-alkylcarbonyl, SO, S02 and CO, and where the
heterocyclic ring may carry 1, 2 or 3 substituents
selected from hydroxy, 15halogen, 01-C6-alkyl,
fluorinated Cl-Cralkyl and Ci-Gralkoxy, and R and Re,
independently of each other, are H, halogen,OCHF2, CF6
or OCF.2t 20with the proviso that Fe is not F, CH2F,
GRE2, CE3 or 00E3 if A is 1,4-phenyiene and Rb and Re
are H or halogen; and physiologically tolerated acid
addition salts ther 4. The compound as claimed in caim
1 where Ar is a radical of the formula (F) or of the
formula (G). 5. The compound as claimed in claim 4,
where RI is selected from halogen, hydroxyl,
C1-C4alkyi, fluorinated 0,-04-alkyl,
C1-C4alkyksofforly4, fluorinated alkylsultonyl,
phenylsulfortyL pyridylsolfonyl, phenyl, where the
phenyl and the pyridyl radical in the 3 last-mentioned
radicals may be onsubstituted or may carry 1 to 3
substituents selected from 0,-04-alkyl, fluorinated
CI-C4-alkyl and halogen, FeCO-1'4W-Ci-C2-alk.yiene,
CH2-pyrid4 where the pyridyl radical may be
unsubstituted or may carry 1 to 3 substituents
selected from C3-C.-alkyl, fluorinated 3.5C1-C4aikyi
and halogen, and a saturated, partially unsaturated or
aromatic 5- or 6- membered heterocyclic fling
comprising as ring members 1, 2 or 3 heteroatoms
selected from N, 0 and S and/or 1, 2 cir 3
heterciatoin-containing groups selected from NW',
where Fe' is H, CrC4-alkyl, fluorinated 01-C4-alkyl,
CI-C4-alkylcarbonyl or fluorinated
Ci-C4-alltylcarbonyl, and where the heterocyclic ring
may carry 1, 2 or  40 substituents selected from
hydroxy, halogen, 01-C6-alkyl, fluorinated Cr06-alkyl,
C1-03-aikoky, fluorinated 01-06-aikoxy.
CI-Ccalkylthio, fluorinated C1Ce-alkylthio,
NFeRl-Ci-Ce-alkylene, carboxyl and
01-01-.alkxycarbonyl, where Rs, Wand le are as defined
in claim 1,  195 6.The compound as claimed in claim E.
where Re is selected from halogen. CI-C4-
fluorinated.0-C4-alkylsuifonyl, fluorinated
0,-C4-alkylsulfonyl, phenyisulfonyi, where the phenyl
radical may be unsubstituted or may carry 110 3
substituents selected from CI-C4-alkyl, fluorinated
C1-04-sikyl and halogen, and a 5- or 6-membered
neteroaromatic ring comprising as ring members one
nitrogen atom or one group NRe, where R' is H or
CI-C4-aikyl, and optionally one or two further
heteroatoms selected from N, 0, 5, and where the
heteroaromatic Fing may carry 1, 2 or 3 substituents
selected from halogen, 01-C6-alkyl, fluorinated
01-Cralkyl, Cr Cri-alkoxy, fluorinated C1-06-alkoxy,
CI-Craikylthio and fluodnated Cr Cr alkyithie. 10 The
compound as claimed in ciaim 4, where Re is H.
halogen, 01-C4-alkyl or fluorinated C1Calkyl, R is
Creralkyl or fluorinated 01-C4-alky4 andj s 0 or 1. 8.
The compound a.led in any or the preceding claims.,
wherein n is 0 or 1. 9. The compound as ciaimed in any
of the preceding claims, wherein R' is hyd methyl,
ethyl, n-propyl, 2-luoroethyl, 34luoropropyl,
34iydrotypropyl, cyclopropylmethyl, allyi or benzyl..
10. The compound as claimed in claim 9, wherein R1 is
hydrogen., npropyi or ally:. 11. The compound as
claimed in any of the preceding claims, wherein R2, R3
and R4 are H. 25 12, The compound as claimed in any of
the preceding claims., wherein E is NH. 13, The
compound as claimed in any of claims Ito 3 and 8 to
12, wherein R' is selected from radicals of the
formula Re' 30 where! is N, CH or OF, R.' and Ra2 are
independently of each other selected from C1-C2-alkyl,
fluorinated C!-02-alkyl and C1-02-alkoxy, provided for
Y being CH or CF one of the radicals R"' or Re' may
also be hydrogen or fluorine, or W' and Fit' together
form a radical (CH2),, wherein 1 or 2 cif the hydrogen
atoms may be replaced by fluorine, hydroxy:
CI-02-alkyi or C,-C2-alkoxy, wherein one CH2 moiety
may be replaced by 0, S, SO. SO2 cc NRe, wherein Rd is
H or 01-C2-alkyl, 40and wherein m is 2, 3, 4, 5 or 6.
14, The compound as claimed in any of the preceding
claims, wherein the radical R's is selected from
halogen. Ci-Ccalicyl, fluorinated 0;-C6-alkyl,
Cl-Ciralkoxy, fluorinated 01-03-alkoxy,
CrCralkyistilfunyl, fluorinated C1-0e-alkyisulfort CN,
nitro, CI-Cralkylcarbonyl, fluorinated
C1-Cralkylcarbonyl, alkyicarbonylarnino, fluorinated
CI-Cralkylcarbonylamino, or a saturated or unsaturated
3-- to 7-membered heterocyclic ring comprising as ring
members 1, 2, 3 or 4 heteroatoms selected from N, 0
and S and/or 1, 2 or 3 heteroatom-containing groups
selected from NRs, where R8 is as defined in claim 1,
SO, SO2 and CO, and where the heterocyclic ring may
carry 1, 2 or 3 substituents selected from hydroxy,
halogen, Cl-Cralkyl, fluorinated Cy-CO-alkyl and
CI-Ce-aikcixy. The compound as claimed in any of the
preceding claims, wherein the absolute configuration
at the carbon atom carrying the group A is (S) The
compound as claimed in any of the preceding claims,
wherein A is 1,3- phenyiene, which is optionally
substituted by one ore more subatituents selected from
halogen, CI-al-alkyl. CI-Cralkoxy, fluorinated
C1C4-alkyl and fluorinated 01- 04-aikoxy. The compound
as claimed in claims 1 to 15, wherein A is
1,4-phenylene which is optionally substituted by one
ore more substituents selected from halogen, 01-04-
Cr-C4-alkoxy, fluorinated 01-C4-alkyl and fluorinated
CI-C4-aikexy, The compound as claimed in dairn 17,
wherein Ra is C1-Cralkyi, hYdrokyalkyl,C2-Craikenyi,
fluorinated Creralkenyl, Cr Crcycloalkyt, fluorinated
Cr Crcycloaikyl, Creralkoq, C1-Cchydroxyaikoxy" Cr
Craikoxy-Ci-Cralkoxy, CI-Gralkylthio, fluorinated
C1-Cralkylthio, CI-Cealkyisulfinyi, fluorinated
01-06-alkylsuifinyi. Ci-O3-alkylsulfonyl, fluorinated
Cre.\,:- alkylsitlfonyl, phenyisullonyl, benzyloxy,
phenoxy, where the phenyl radical in the 3
last-mentioned radicals may be unsubstituted or may
carry Ito 3 substituents seiected from Cria-alkyl,
fluorinated C1-04-alkyl and halogen, ON, nitro,
0,--C8- alkyloarbonyi, fluorinated CI-Cratkylcarbonyl.
Cretraikylcarbonylamino, fluorinated
C1-Craikylcarbonylarnino" carboxy, NH-C(0)-NR6R7,
NribR7, NRW-0,-Ciralkyleine, 0-NR8R7, where Wand Ware,
independently of each other, H, fluorinated C7C4-alkyi
or 01-C4-alkoxy or may form, together with N, a 4-, 5-
or membered saturated or unsaturated ring, or is a
saturated or unsaturated 3- to ?- membered
heterocyclic ring comprising as ring members 1, 2, 3
or 4 heteroatoms seiected from N" 0 and S and/or 1, 2
or 3 heteroaton-i-oontaining groups selected from NW,
where Rs is as defined in claim 1, SO, SO2 and CO, and
where the 40heterocyclic ring may can, 1, 2 or 3
substituents selected from hydroxy, halogen,
.0,-05-alkyl, fluorinated 0$-0,3-alkyl and
01-Cralkoxy, 19 The compound as claimed any of the
preceding claims, wherein the saturated or unsaturated
3- to 7-membered heterocyclic, ring R8 is selected
from azetidinyi, 45pyrrcfidinyi, oxopyrrolidirryl,
oxo-oxazolidinyl, piperidinyl, piperazinyi,
morpholinyl,  197 thiornorpholinyt,
1-f?.x.othiomorphciiinyl, 1 A -dioxothioniorpholinyl,
pyrroiyi, furanyl, thienyl, pyrazolyi, imidazolyl,
oxazolyi, isoxazolyi, thia.zolyi, isothiazolyl,
triazolyl, oxadiazolyl, furazanyl, thiadiazotyl, and
tetrazolyi., where the heterocyclic radical may be
unsubstrtuted or may carry 1 to 3 substituents
selected from halogen, 01- 04-alk.yl. fluorinated
e1-04-alkyl, C1-04-aikoxy and hydroxy. 



20. The compound as claimed in ciaim 19, wherein the
saturated or unsaturated 3- to 7- membered
heterocyclic. ring R. is seiecte.d from azetidinyl"
o.yrrolidinyi, oxopyrrolldinyLpiperidinyt,
rnorpholinyl, furanyi, thienyl, pyrazolyl, oxazolyl,
10 isoxazolyl, thiazolyl, isothiazolyi and
thiadiazoiyt, where the heterocyclic radical may be
unsubstituted or may carry 1 to 3 substituents
selected from halogen and C1-04-alkyl. 21. The
compound as claimed in any of claims 19 or 20, wherein
the saturated or unsaturated 3- to 7-membered
heterocyctic ring comprises as ring member at least
one nitrogen atom or at least one group NR", 22 The
compound as claimed in any of claims ito 3 and B to
21, wherein R' is selected from halogen, Ortralkyl,
fluorinated C1-C4-alkyl, ON, a 5-membered
20heteroammatic ring comprising as ring members one
nitrogen atom or one group NR, where R.'is H or
01-04-alkyl, and optionally one or two further
heteroatoms selected from N, 0, 5, and where the
heteroaromatic ring may carry 1, 2 or 3 substituents
selected from halogen, 01-O4-aikyl, fluorinated
C1-C4-aikyl, OrO4- alkoxy and hydroxy, and a 5- or
6-membered saturated heterocyclic ring bound via
anitrogen atom optionally containing, apart this
nitrogen atom one further heteroatom or
heteroatom-containing group selected from 0 and NR",
where R8 is H or O,-C4-alkyl, where the heterocyclic
radical may carry 1, 2 or 3 substituents selected from
halogen, OraralkylAluorinatedOraraikwy and hydroxy. A
pharmaceutical composition comprising at least one
compound as claimed in any of the preceding Sims,
optionally together with at. 'east one physiologically
acceptable carrier or auxiliary substance. 35 24. The
use of a compound of the formula I R2k0 ;I (0 W-N , ,
,0 . \ lei ;,---' , wherein is 0or 2;  198 is CH2 or
CHF13; H,Cs-Ce-alkyl substituted by Crercyctoalkyl,
CrCe"- hydronialkyi, fluorinated C1-C6-alkyl,
Cs-Ce-cycloalkyt, fluorinated C;rer nye:pawl,
C3-Cralkenyi, fluorinated C3-Ceraikenyt, foray,
acetyl, propionyl or benzyl;  and R4 are,
independently of each other, H, methyl, fluoromethyl,
difluoromethyl,trifluoromettiyi; is 1,4-phenyiene or
1,3-phenylene, which is optionally substituted by one,
two, three or four substituents seiected from halogen,
CrCralkyl, Cre,raikoxy, fluorinated CrCraikyt and
fluorinated Creralkoxy; Eis NW. or CH2, wherein Rt is
H or Cr-Ca-alkyl; !cat of the formula A, B, C, 0, E, F
or  (A)(C)  (F)(0)  199 wherein fris halogen,
hydroxyl,kill, fluorinated C1-CtrCi-C6-hydroxya,kyl,
0,-Calkoxy-C1-C6-alky1, C2-Cs-alke.nyl, fluorinated
C2-Ce-alkenyl. Cs-0)- 5cycloalko, fluorinated
CrCrcyclosikyl, C,,-Cralkoxy, 01-Cli-hydroxyaikoxy,
Cree-alkoxy-C,-Cralkoxy, fluorinated CrCralkoxy,
03-Ciralkyithio, fluorinated Creralkylthio,
C1-Craikylsulfinyl, fluorinated Creralkylsultinyi,
Cree-elkyisuifonyl, fluorinated Ci-C6-alkylsulfonyi,
nhenylsullonyl, pyridylstrifonyl, benzyloxy, phe,noxy,
phenyl, where the phenyi and the pyridyl 10ra'F4 n the
5 last-mentioned radicals may be unsubstiluted or may
earn/ I to 3 substituents selected from Ci-Cralkyi,
fluorinated 01-C4-alkyl arid halogen, Chi, nitro,
Creralkylcarbonyi, fluorinated CI-C,.:-alkylcarbonyi,
Cr 0,-alkylcarbonylarnino, fluorinated
CI-Cralkylcarbenylarnino, carboxy, NHC(0)-NReR7,
fIRSR7. NReR7-C,',-Cralkyleine, 0-NReR7, where Re and
Fe are, 15independently of each other, H. CrCralkyi,
fluorinated CI-Cc-alkyl or 01-C4- alkoxy or may form,
together with N, a 4-, 5- or 6-membered saturated or
unsaturated ring, R9-CO-NW-Ci-Cralky1erie, where Rs is
as defined above and R is CI-OA-alkyl or phenyl, where
the phenyl radical may be unsubstituted or may carry 1
to 3 substiluents selected from CI-Cs-alkyl,
fluorinated CyC4-aikyl and halogen, 0H2-pyridy4, where
the pyridy; radical may be unsubstituted or may carry
1 to 3 substituents selected from C1-04- alkyl,
fluorinated CI-Cralkyl and halogen, or is a saturated
or unsaturated aromatic or nomarornatic 3- to
7-membered heterocyclic ring comprising as ring
members 1, 2, 3 or 4 heteroatorns selected from N, 0
and Sand/or 1,2 or 3 heteroatom-containing groups
selected from NR8, where Rs is H., 01-04.- alkyl,
fluorinatedC,-C4-alkyicarbonyl or fluorinated CI-C4-
alkylcarbonyi, $O, 302 and CO, and where the
heterocyclic ring may can 1, 2 or 3 substituents
seiek.ted from hydroxy, halogen, CI-Cc-alkyl,
fluorinated CI-Ce-alkoxy, fluorinated 01-0e-alkcxy,
01-Cralkylthio, fluorinated 30C1-0ralkytthio,
NR6R7-CrCralkylerie, where Rs and R7 are as defined
above, carboxyl and CI-C,alkyoxycarhanyl; anG1 Rs and
Rs, independently of each other, are H, halogen,OCI
c4, "H2F, OCH2F, CHF2, 00H,F2, C OCF3, CH2CH2F,
OCH20H2F, CH:!CHF2, OCH2CHF2, CH2CF3 or OCH2CF3; Rdis
defined like Ris H or is defined like Rrs; 40 Ptis
defined like R ; 1, 2 or 3; and 



45is 0, 1, 2, 3 or 4;  200 and/or of physidiogicaliy
tolerated add addition salt thereof, for preparing a
pharmaceutical composition for the treatment of a
medical disorder susceptible to treatment with a
5-HTE, receptor ligand. The use as claimed in claim
24, wherein in a compound of formula 1 Ar is a radical
of the formula A, 6, C. D or E: Ru is
halogen,fluorinatedCrCrhydroxyaikyl,. CrCr
C2-Cralikenyi, fluonnated C2-Ciralkenyl,
OrCe-cycloalkyl, fluorinated C3-00-cycicalkyl,
C1-C,alkoxy, Crechydroxyalkoxy.,
C,-Cralkoxy01-Cralkoxy, fluorinated Ci-Cralkozy,
C,-Ccalkylthio, fluorinated Ci-Cealkylthio,
CI-Cralkylsulfinyi, fluorinatedC1-Cralkylsulfon3i,
fluorinated C;--Cralkyisuifonyl". phenyisulforiyi,
henzyiaxy, phenc4xy, where th.e phenyl radical in the
a last-mentioned radicals may be uns:ubstituted or may
carry 1 to 3 substituents selected from CI-CA-alkyl,
fluorinated Ci-C4-alkyl and halogen, CN, nitro,
Ci-Craikylcarbonyl, fluorinated Ci-Cratkylcarbonyt, Cr
Cralkylcarbonylarnino, fluorinated
CrCiralkyloarbonylamino, barboxy, NH- 20C(0),-NWEe,
NRefe, NWW-CI-CSaikylene, O-NWW, where W and W are,.
independently of each other, H, CrOvelkyi, fluonnated
C1-04-alky1 or C1-C4- alkoxy or may form, together
with N, a 4-, 5- or 6-membered saturated or
unsaturated ring, or is a saturated or unsaturated 3-
to 7-membered heterocyclic, rim comprising as ring
members 1, 2, a or 4 heteroatoms selected from N, 0
and S and/or 1, 2 or 3 heteroatom-containing groups
selected from NW, where R8 is H, (4-C4-alkyl,
fluorinated Ci-Craikyl, C1-04- alkyicarbonyi: or
fiuonnated C,-C4-alkylcarbonyl, SO, S01-, and CO, and
where the heterocyclic Ono may carry 1, 2 or 3
substituents selected from try'dtrixy, halogen,
OrCraikyl, fluorinated CI-C6aikyl and C1-03-alkoxy;
and R and Fic, independently of each other, are H.
halogen, CH3, OCH3, CHF2, OCHIF2., CF:3 or OCF3. 26.
The use as claimed in claim 24 or 25, wherein a
compound of formula I is s fined in any of cairns I to
22. 27, The use as claimed in any of claims 24 to 26,
wherein the medical disorder is a disease of the
central nervous system. 403.8. The use as claimed in
claim 27, for the treatint.nt of coignitiy
dysfunctions. 








