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BENZIMIDAZOL- OR I-NDOL-AMINCACETONITRILE DESRIVATIVES FOR PARASTTE CONTROL

The present invention r-elates to new aminoacetonitrile compounds of formula

wherein

R, signifies hydrogen, Falogen, cyano, nitro, CG,-Ce-alkwmyl, halo-C,-Cg-alkyl, C,-C¢-alkylthio,
C,-Ce-alkoxy, halo-C4-C=g-alkoxy, Ci-Cg-alkylcarbonyl, malo-C4-Cg-alkylcarbonyl, C4-Cg-
alkylsulfinyl, C4-Cs-alkyl sulfonyl, C4-Ce-alkylamino, di(C=1-Cg-alkyl)amino or unsuubstituted or
substituted phenoxy, wlhereby the substituents may be= independent of one anecther and are
selected from the grougo consisting of halogen, nitro, cysano, Ci-Cs-alkyl, halo-C;-Ce-alkyl,
C,-Cg-alkoxy, halo-C,-C=¢-alkoxy, Ci-Ce-alkylthio, halo-C2;-Cs-alkylthio, C4-Ce-alkcylsulfinyl,
halo-C;-Ce-alkylsulfinyl, C,-Ce-alkylsulfony! and halo-C-a-Ce-alkylsulfonyi;

R: signifies hydrogen, CC,-Ce-alkyl, halo-C,-Cg-alkyl, Ci—Cs-alkylthio, C4-Cs-alkox=y, halo-C;-
Ce-alkoxy, C;-Ce-alkylsiulfinyl, Cy-Ce-alkylsulfonyl, NRsF3s, hetaryl which is unsulbstituted or
substituted once or mary times, phenyl which is unsubmstituted or substituted o nce or many
times, whereby the subs=stituents may be independent oef one another and are s:-elected from
the group consisting of halogen, nitro, cyano, C;-Cs-alkxyl, halo-C4-Ce-alkyl, C:-&Cs-alkoxy and
halo-C4-Cg-alkoxy;

Rs, Rs und Rs either, incdependently of one another, sigm nify hydrogen, halogen, C;-Cs-alkyl,
halo-C;-Cs-alkyl, Cs-Cs-=cycloalkyl that is either unsubst3tuted or substituted onc=e or many
times, whereby the subsstituents may be independent o»f one another and are s elected from
the group consisting of halogen and C-Cs-alkyl; pheny=l that is either unsubstituted or
substituted once or mary times, whereby the substitue nts may be independen-t of one
another and are selecte=d from the group consisting of Bhalogen, nitro, cyano, C 1-Ce-alkyl,
halo-C-Cs-alkyl, C1-Ce-aalkoxy, halo-Ci-Ce-alkoxy, C1-Ce-alkylthio, halo-C;-Cg-aR kyithio, C-
Cg-alkyisulfinyl, halo-C,—Cs-alkylsulfinyl, C,-Ces-alkylsulfnyl, halo-Cy-Ce-alkylsuiffonyl, C,-Cg-

alkylamino or di-(C,-Cs-s@lkyljamino;

or Ry and Rs together silignify C,-Cg-alkylene;
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Res signifies iydrogen, C,-Ce-alkyl, C4-C¢-alkyicarbonyl, Cy-Cs-alkox=y-C4-Cs-alkyl,
aminocarboryl, Ci-Ce-alkoxycarbonyl, halo-C;-Ce-alkylcarbonyl, thica-C4-Ce-alkylcarbonyl or
benzyl;

Ry signifies ydrogen, Ci-Ce-alkyl, C,-Ce-alkoXxy, C4-Cg-alkylamino, <di{C4-Ce-alkyl)amino, aryl
which is uns- ubstituted or substituted once or- many times, whereby the substituents may be
independent= of one another and are selected from the group consissting of halogen, nitro,
cyano, C-Ces-alkyl, halo-Cy-Cs-alkyl, C¢-Cs-al koxy, halo-Cy-Cs-alkox=y, C,-Cs-alkenyl, halo-C»-
Ce-alkenyl, C,-Ce-alkinyl, Cs-Cs-cycloalkyl, C=-Cg-alkenyloxy, halo-C_-Cs-alkenyloxy, Cy-Cg-
alkylthio, hal 0-Cy-Ce-alkylthio, C1-Cg-alkylsulf<onyloxy, halo-C,-Ce-allylsulfonyloxy, C;-Ce-
alkylsulfinyl, halo-C:-Cs-alkylsulfinyl, C1-Ce-al kylsulfonyl, halo-C-Cg—alkylsulfonyl, C,-Cs-
alkenylthio, alo-C,-Ce-alkenylthio, Cz-Cg-alkeenylsulfinyl, halo-Ca-Ces-alkenylsulfinyl, Co-Ce-
alkenylsulforyl, halo-C,-Cg-alkenylsuifonyl, C+-Cg-alkylamino, di(Cy- Cg-alkyl)amino, C1-Cg-
alkylsulfonylaamino, halo-C4-Cgs-alkylsulfonylammino, C;-Ce-alkylcarbomnyl, halo-C;-Ce-
alkylcarbony -1, C1-Cg-alkoxycarbonyl, C:-Ce-ak kylaminocarbonyl, di(C=;-Ce-alkyl)amino-
carbonyl; anw|-C4-Cg-alkyl which is unsubstitued or substituted once= or many times,
arylamino wiich is unsubstituted or substituteed once or many times , arylcarbonyl which is
unsubstitutead or substituted once or many tirmes, arylcarbonyloxy w—hich is unsubstituted or
substituted cance or many times, aryloxy whic=h is unsubstituted or smubstituted once or many
times, arylox_y-C;-Cg-alkyl which is unsubstitu ted or substituted once= or many times, hetaryl-
oxy-C,-Cs-alk<yl which is unsubstituted or sub stituted once or many ®imes, aryloxycarbonyl
which is unsuubstituted or substituted once or many times, arylsulforyl which is unsubstituted
or substitutecd once or many times, arylsulfons ylamino which is unsulostituted or substituted
once or man-y times, pyridyloxy which is unsuabstituted or substitutecd once or many times,
and phenylaccetylenyl which is unsubstituted ©r substituted once or mmany times, whereby the
substituents may each be independent of one another and are sele cted from the group
consisting of halogen, nitro, cyano, C4-Cs-alkyl, halo-C-Cs-alkyl, C;—Cs-alkoxy, halo-C;-Cg¢-
alkoxy, C,-Ces-alkylthio, halo-C,-Ce-alkylthio, C;-Cs-alkylsulfinyl, halo—C,-Cs-alkylsulfinyl, Cs-
Ce-alkylsulfomnyl and halo-C4-Ce-alkylsulfonyl;

hetaryl whicha is unsubstituted or substituted ©nce or many times, whereby the substituents
may be indepoendent of one another and are selected from the grou p consisting of

halogen, nitre, cyano, C+-Ce-alkyl, halo-C4-Cg—alkyl, Ci-Cs-alkoxy, hamlo-C;-Cs-alkoxy, C,-Ce-
alkenyloxy, haalo-Cz-Cg-alkenyloxy, Ci-Ce-alky Ithio, halo-Cy-Cg-alkylttio, Cy-Ce-alkylsulfinyl,
halo-C;-Ce-all kylsulfinyl, Cz-Cs-alkenyithio, hal o-C»-Cg-alkenylthio, Cas-Ce-alkenylsulfinyl, halo-
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C2-Ce-alkenylsulfinyl, Cs-Ceg:-alkylsulfonyl and halo-C;-Ce-=alkylsulfonyl, C,-Ce-alkesnylsulfonyl,
halo-C,-Ce-alkenyisuifonyl, C,-Ce-alkylamino and di-(C4-Cs-alkyl)amino;

naphthyl or quinolyl which &re unsubstituted or substituteaed once or many times, whereby the
substituents may be independent of one another and are selected from the grouup

consisting of halogen, nitro , cyano, G-Cs-alkyl, halo-C,-Cs-alkyl, Cy-Cg-alkoxy, ralo-Cy-Cg~
alkoxy, C,-Cg-alkenyloxy, h-alo-Cz-Cg-alkenyloxy, C,-Cs-aBkyithio, halo-C;-Ce-alky=lthio, C;-Cs-
alkylsulfinyl, halo-Cy-Ce-alkwylsulfinyl, C>-Ce-alkenyithio, haalo-C,-Cs-alkenyithio, C=2-Ce-
alkenylsulfinyl, halo-C,-Cg-aalkenylsulfinyl, C-Cg-alkylsulfonyl and halo-C+-Ce-alk=ylsulfonyl,
C:-Ce-alkenylsulfonyl, halo—C,-Cs-alkenylsulfonyl, Cy-Ce-amlkylamino and di-(Cy-Cas-alkyl)-
amino;

Rs and Ry, independently o-f one ancther, signify hydrogen, C,-Cg-alkyl, C4-Cg-al koxycarbo-
nyl, Ci-Ce-alkylcarbonyl, C;—Cs-alkylthiocarbonyl, thio-C-&C s-alkylcarbonyl, aryl omr hetaryl;

X signifies C(Rqo) or N;

Ry signifies hydrogen, cyaro, nitro, C-Ce-alkyl, halo-C;-&Cg-alkyl or C1-Ce-alkoxys;
Y signifies a direct bond, CLO0), C(S) or S(O),;

a signifies 1, 2 or 3; and

nis0o, 1or2;

their preparation and use in the control of endo- and ecto=parasites, especially hesiminths, in
and on warm-blooded produiictive livestock and domestic animals and plants, anc further-

more pesticides containing aat least one of these compourds.

Substituted aminoacetonitril € compounds having pesticidaal activity are describe for
example in EP-0.953.565 A2, However, the active ingredents specifically disclossed therein
cannot always fulfil the requmirements regarding potency a nd activity spectrum. Thhere is
therefore a need for active i ngredients with improved pesicidal properties. It hass now been
found that the aminocaceton#itrile compounds of formula | ave excellent pesticidaal proper-
ties, especially against endo- and ecto-parasites in and om productive livestock amnd

domestic animals and plantss.
Aryl is phenyl or naphthyi.

Hetaryl is pyridyl, pyrimidyl, ss-triazinyl, 1,2,4-triazinyl, thieryl, furanyl, pyrryl, pyra==zoiyl,
imidazolyl, thiazolyl, triazolyl , oxazolyl, thiadiazolyl, oxadiemzolyl, benzothienyl, be mnzofuranyl,
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benzothiaz_olyl, indolyl or indazolyl, preferably pyridyl, pyrimidyl, s-tria=ziny! or 1,2,4-triazinyl,
especially poyridyl or pyrimidyl.

Alkyl - as a_ group per se and as structural element of other groups arnd compounds, for
example h=alogen-alkyl, alkoxy, and alkylthio - is, in each case with dume consideration of the
specific nummber of carbon atoms in the group or compound in questican, either straight-
chained, i.3. methyl, ethyl, propyl, butyl, pentyl or hexyl, or branched, e.g. isopropyl,
isobutyl, se=c.-butyl, tert.-butyl, isopentyl, neopentyl or isohexyl.

Alkenyl - ass a group per se and as structural element of other groups and compounds - is,
in each casse with due consideration of the specific number of carbon atoms in the group or
compound in question and of the conjugated or isolated double bondss - either straight-
chained, e. g. allyl, 2-butenyl, 3-pentenyl, 1-hexenyl or 1,3-hexadienyl,.. or branched, e.g.

isopropeny 1, isobutenyl, isoprenyl, tert.-pentenyl or isohexenyl.

Alkinyl - as agroup per se and as structural element of other groups eand compounds - is, in
each case wwith due consideration of the spexcific number of carbon atcms in the group or
compound in question and of the conjugated or isclated double bondss - either straight-
chained, e.«q. propa{rgyl, 2-butinyl, 3-pentinyl, 1-hexinyl, 1-heptiny! or 3s-hexen-1-inyl, or
branched, e.9. 3-methylbut-1-inyl, 4-ethylpent-1-inyl or 4-methylhex-2—inyl.

Cycloalkyl — as a group per se and as structural element of other groupos and compounds
such as hal ocycloalkyl, - is, in each case with due consideration of the= specific number of
carbon ators in the group or compound in qguestion, cyclopropyl, cyclebutyl, cyclopentyl or

cyclohexyl.

Halogen - a_s a group per se and as structural element of other groupss and compounds
such as halsoalkyl, haloalkoxy and haloalkylthio - is fluorine, chlorine, b - romine or lodine,
especially fl uorine, chlorine or bromine, in particular fluorine or chlorine.

Halogen-sulbstituted carbon-containing groupss and compounds, such aas haloalkyl, haloalk-
oxy or haloaalkylthio, may be partially halogerated or perhalogenated, wwhereby in the case
of multiple Imalogenation, the halogen substituents may be identical or different. Examples
of halogen-zalkyl - as a group per se and as sstructural element of other groups and com-
pounds suchh as halogen-alkoxy or halogen-alkyithio, - are methyl whic -h is mono- to trisubs-
tituted by flLgorine, chlorine and/or bromine, such as CHF, or CF5;; ethyM which is mono- to
pentasubsti®uted by fluorine, chlorine and/or bromine, such as CH,CF3 , CF,CF;, CF,CCls,
CF.CHCl,, CF,CHF, CF,CFCl,, CF,CHBr,, CF,.CHCIF, CF,CHBrF or CCCIFCHCIF; propyl or
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isopropyl, mon- to heptasubstituted by fluorine, cchlorine and/or bromin e, such as
CH.CHBrCH,Br, CF,CHFCF3, CH,CF,CF, or CH(CCF3)z; butyl or one of ifts isomers, mono- to
nonasubstitutecd by fluorine, chlorine and/or bromi ne, such as CF(CF3)C=HFCF; or
CHx(CF,),CF,; poentyl or one of its isomers substitited once to eleven tirmes by flucrine,
chlorine and/or bromine, such as CF(CF3)(CHF).CSF; or CH2(CF2)3CF3; a_nd hexyl or one of
its isomers subsstituted once to thirteen times by fRuorine, chlorine and/o=r bromine, such as
(CH2)4CHBrCH_ Br, CF5(CHF)4CFa, CHa(CF,),CF3 O C(CF3)2(CHF),CFs.

Alkoxy groups pereferably have a chain length of 1 to 6 carbon atoms. Alikoxy is for example
methoxy, ethoxwy, propoxy, isopropoxy, n-butoxy, issobutoxy, sec.-butoxy and tert.-butoxy, as
well as the isormmers pentyloxy and hexyloxy; prefer-ably methoxy and eth-oxy. Haloalkoxy
groups preferab ly have a chain length of 1 to 6 cambon atoms. Haloalkoxxy is e.g. fluoro-
methoxy, difluor-omethoxy, trifluoromethoxy, 2,2,2-tifluoroethoxy, 1,1,2,2-tetrafluoroethoxy,
2-fluoroethoxy, 22-chloroethoxy, 2,2-difluoroethoxy and 2,2,2-trichloroethcoxy; preferably

diflioromethoxy -, 2-chloroethoxy and trifluoromethcoxy.

Alkylthio groups preferably have a chain length of —1 to 6 carbon atoms. AAlkylthio is for
example methylt-hio, ethylthio, propyithio, isopropyl#thio, n-butylthio, isobu tylthio, sec.-
butylthio or tert.-Bbutylthio, preferably methylthio and ethylthio.

Preferred embocdiments within the scope of the invesntion are:

(1) A compound of formula |, wherein R, signifies hydrogen, halogen, cy&ano, nitro, C4-Cy-
alkyl, halo-C,-C4—alkyl, C4-Cs-alkoxy, halo-C;-Cs-alkoxy, C,-C,-alkylcarbormyl, halo-C,-C,-
alkylcarbonyl, C,—C,-alkylsulfonyl or unsubstituted o-r substituted phenoxy , whereby the
substituents may - be independent of one ancther ard are selected from the group consisting
of halogen, nitro, cyano, C,-Cg-alkyl, halo-Cy-C,-alkwy!, C;-Cs-alkoxy and hzalo-Cy-Ce-alkoxy;

especially hydroggen, halogen, cyano, nitro, C,-C,-al kyl, halo-C;-C.-alky!, C4-Co-alkoxy, halo-
C:-Ce-alkoxy or u nsubstituted or substituted phenoxcy, whereby the substit=uents may be
independent of omne another and are selected from t he group consisting o# halogen, C;-C,-
alkyl, halo-C,-C4-&akkyl, C,-C,-alkoxy and halo-C,-C4--alkoxy;

most particularly Fydrogen, halogen, cyano, nitro, C—4-Cz-alkyl, halo-C,-Cz-=alkyl, Cy-Cz-alkoxy
or halo-C,-Cz-alkooxy;

(2) A compound o>f formula |, wherein R; signifies hy-drogen, C1-Cs-alkyl, h=alo-Cy-Cy-alkyl,
Cs-Cs-alkylthio, Cx-Cs-alkoxy, halo-C,-C,-alkoxy or C —+1-Ce-alkylsulfonyl;
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especially hydrogen, C;-Cz-alkyl, halo-C:-Cz-alkyl, C;-C=z-alkylthio, C;-Cz-alkoxy or halo-C-
C.-alkoxy; '

most particularly hyd wogen, methyl, halomethyl, methyltchio, methoxy or halomethomxy:

(3) A compound of formula |, wherein Rs, Rs and Rs, in dependently of one anothesr, are
hydrogen, halogen, C;-C,-alkyl, halo-Cy-C,-alkyl, C3-Ce—cycloalkyl; phenyl that is e dither
unsubstituted or subsstituted once or many times, where=by the substituents may be
independent of one another and are selected from the egroup consisting of halogemn, nitro,
cyano, Cy-Cy-alkyl, haalo-Cy-C4-alkyl, C-C4-alkoxy, halo—C;-C,-alkoxy; Ci-Cs-alkylth io and
halo-C4-C4-alkyithio; ©r R, and R; together are Co-Cg-all<ylene;

especially, independently of one another, hydrogen, ha logen, Cy-Cz-alkyl, halo-C,—C,-alkyi
or C3-Cg-cycloalkyl;

most particularly, independently of one another, hydrog en, methy! or halomethyl;

(4) A compound of fo rmula 1, wherein Rs is hydrogen, C -C,-alkyl, C-Cs-alkylcarbomnyl, C-
Ce-alkoxy-Cy-Ce-alkyi or benzyl;

especially hydrogen, <C;-C,-alkyl, C,-Co-alkylcarbonyl or benzyl;
most particularly hydr-ogen or C,-C,-alkyi;

(5) A compound of foamula I, wherein R; signifies aryl wahich is unsubstituted or substituted
once or many times, wvhereby the substituents may be iradependent of one another and are
selected from the growup consisting of halogen, nitro, cyzano, Cs-Cs-alkyl, halo-Cy-C 4 -alkyl,
Ci-Cs-alkoxy, halo-Cy—Cq-alkoxy, Cx-Cs-alkenyl, halo-C,-€Cq-alkenyl, C,-Cs-alkinyl, C=-Ce-
cycloalkyl, Co-Cy-alkeryloxy, halo-C,-Cs-alkenyloxy, C~Cs-alkylthio, halo-C,-Cs-alkywithio, Cy-
Cs-alkylsulfonyloxy, halo-C,-Ca-alkylsulfonyloxy, Ci-Cs-alkylsulfonyl, halo-C,-C;-alkwylsulfonyl,
C2-Ce-alkenylsulfonyl, halo-C,-Cs-alkenylsulfonyl, Cy-Cs-aalkylamino, di(C4-Cs-alkyl)asmino, C;-
Cq-alkylcarbonyl, halo—C,-C4-alkylcarbonyl, C-Cs-alkoxyczarbonyl; aryl-Cy-Cs-alkyl w-hich is
unsubstituted or substituted once or many times, aryloxy= which is unsubstituted or =substi-
tuted once or many tirmes, aryloxy-C,-C4-alkyl which is urisubstituted or substituted once or
many times, hetaryloxy-C+-Cs-alkyl which is unsubstitutesd or substituted once or many
times, aryloxycarbony® which is unsubstituted or substitumted once or many times, arylsulfo-
nyl which is unsubstitusted or substituted once or many tirnes, and pyridyloxy which is
unsubstituted or substituted once or many times, whereloy the substituents may each be
independent of one arother and are selected from the gmroup consisting of halogen_ nitro,
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cyano, Cy-C4-alkyl, halo-Cy-Cy-alkyl, Ci-Cs-alkoxy, halom-Cq-Cy-alkoxy, C1-Cs-amlkyithio, halo-
C1-Cy-alkylthio, C;-Cj-a.lkylsulfonyl and halo-Cs-Cs-alky=isulfonyl;

hetaryl which is unsubsstituted or substituted once or maany times, whereby tha e substituents
may be independent of one another and are selected #rom the group consisting of

halogen, nitro, cyano, C5,-Cy4-alkyl, halo-C4-Cy4-alkyl, G1—Cs-alkoxy, halo-C-C4—alkoxy, C2-Cy-
alkenyloxy, halo-C,-Cs—alkenyloxy, Ci-Cs-alkylthio, halO-C4-Cs-alkylthio, C4-C.g-alkylsuifonyl
and halo-C;-Cy-alkylsuk fonyl;

naphthyl or quinolyl wh ich are unsubstituted or substitLited once or many timees, whereby the
substituents may be incdependent of one another and &xre selected from the group

consisting of halogen, mitro, cyano, C;-Cs-alkyl, halo-C 1-Cy4-alkyl, C+-Cs-alkox=y, halo-C,-C,-
alkoxy, Co-Cs-alkenyloxxy, halo-C,-Cs-alkenyloxy, C4-C4 -alkylthio, halo-Cy-Cs-aalkylthio, Cz-Cs-
alkenylthio, halo-C,-Cs—alkenylthio, C4-Cs-alkylsulfonyl and halo-C,-Cs-alkylstalfonyi;

especially aryl which is unsubstituted or substituted on ce or many times, whereby the
substituents may be inclependent of one another and a&are selected from the group consisting
of halogen, nitro, cyano, C,-C,-alkyl, halo-C,-C,-alkyl, &;-C,-alkoxy, halo-C,-€C.-alkoxy, Cs-
Cs-cycloalkyl, C4-C.-alicyithio, halo-C,-Cz-alkylthio, Ci-Cy-alkylsulfonyl, halo-C=;-C,-
alkylsulfonyl, C,-Cz-alkwylcarbonyl, halo-Ci-C;-alkylcarbeonyl, C;-C.-alkoxycarb=onyl; aryl-C,-
C.-alkyl which is unsub- stituted or substituted once or ranany times, aryloxy which is
unsubstituted or substiuted once or many times, arylo=y-C,-C,-alkyl which is= unsubstituted
or substituted once or rmany times, and pyridyloxy which is unsubstituted or ssubstituted
once or many times, wkereby the substituents may be independent of one amother and are
selected from the groupo consisting of halogen, nitro, caano, Ci-Cz-alkyl, halo -C;-C.-alkyl,
C:-Cz-alkoxy, halo-C,-C;-alkoxy, C;-C-alkylthio, halo-CC-Cp-alkylthio, C4-C.-amlkylsulfonyt and
halo-C-Co-alkylsulfony I;

hetaryl which is unsubsstituted or substituted once or mmany times, whereby th e substituents
may be independent of® one another and are selected #rom the group consist ing of

halogen, nitro, cyano, Cs-Cz-alkyl, halo-C4-Cz-alkyl, C1+—Cz-alkoxy, halo-C,-Ca—alkoxy, C-Cs-
alkenyloxy, halo-C,-C4—alkenyloxy, C;-Cz-alkylthio, halo-C-Cz-alkylthio, C,-C=-alkylsulfony!
and halo-C,-Cz-alkylsuE fonyl;

most particularly aryl w hich is unsubstituted or substitu ted once or many timess, whereby the
substituents may be incdependent of one another and &xre selected from the ggroup consisting
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of halogen, cyano, C;-C;-alkyl, halo-C4-Cz-alkyl, C4-Cp-alkoxy, halo-C4-Cz-a_lkoxy, Cs5-Cs-
cycloalkyl, C+-C.-alkylcarbonyl, halo-C;-C.-alkylczarbonyl, C-C.-alkoxycarbonyl; aryl-Cy-Ca-
alkyl which &s unsubstituted or substituted once or many times, and aryloxy -~ which is
unsubstitutexd or substituted once or many timess, whereby the substituents may each be
independerst of one another and are selected freom the group consisting of halogen, cyano,
C¢-Cz-alkyl, halo-C4-C-alkyl, Cy-Cz-alkoxy and hwalo-Cy-C,-alkoxy;

(6) A compound of formula I, wherein Ry, signifi<es hydrogen, cyano, nitro o r Cy-Cy-alkyl;
especially h ydrogen or cyano;

most particialarly hydrogen;

(7) A compound of formula ), wherein Y is C(O) <or S(O),;

especially &(0);

(8) A compound of formula [, wherein ais 1 or2 ;

especially 13

(9) A compoeund of formula |, wherein n is 2;

(10) A compround of formula I, wherein R; signifi-es hydrogen, halogen, cyaro, nitro, C;-Cy-
alkyl, halo-C=4-Cy4-alkyl, C;-C4-alkoxy, halo-C,-Cs-aalkoxy, Ci-Ce-alkylcarbonyl ., halo-C;-C,-
alkylcarbonyrl, Cy-Cs-alkylsulfonyl or unsubstitute d or substituted phenoxy, vevhereby the
substituents may be independent of one anothemr and are selected from the group consisting
of halogen, mitro, cyano, Cy-Cys-alkyl, halo-Cy-C4-alkyl, Ci-Cy-alkoxy and halco-Cy-C,-alkoxy;
Rz is hydrogen, C,y-C4-alkyl, halo-Cy-C,-alkyl, C;-«C;s-alkyithio, C1-Cs-alkoxy, Malo-C;-C,-
alkoxy or C{—C,-alkylsulfonyl;

Ra, R4 and R, independently of one another, aree hydrogen, halogen, C,-Cs-alkyl, halo-C-
Cs-alkyl, C3-Cg-cycloalkyl; phenyl that is either urmsubstituted or substituted cnce or many
times, wherezby the substituents may be indepen dent of one another and ar=e selected from
the group co nsisting of halogen, nitro, cyano, C4—Cj-alkyl, halo-C1-Cs-alkyl, C-Cy-alkoxy,
halo-C,-Cy4-a Ikoxy; C;-Cs-alkylthio and halo-C,-C4-alkylthio; or Ry and Rs togeether are C,-Ce-
alkylene;

Re is hydrogesn, Cy-Cs-alkyl, C,-Cs-alkyicarbonyl, «Cy-Cs-alkoxy-Cy-Cg-alkyl or benzyl;

R- signifies aaryl which is unsubstituted or substitLated once or many times, w hereby the
substituents may be independent of one another and are selected from the group consisting
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of halogen, nitwro, cyano, C;-Cs-alkyl, halo-C -Cs-alkyl, C,-Cs-alkoxy, haleo-C;-Cs-alkoxy, C -2
Ca-alkenyl, hal-o-C.-Cys-alkenyl, C,-C,4-alkinyl , Cs-Ce-cycloalkyl, C>-Cs-alk=enyloxy, halo-C,-&C;-
alkenyloxy, C;—C,-alkyithio, halo-C,-C,-alkyl®&hio, C:-Cs-alkylsulfonyloxy, halo-Cs-Ca-
alkylsulfonyloxcy, C,-C;-alkylsulfonyl, halo-C—-Cs-alkylsulfonyl, Cz-Cs-alke=nyisulfonyl, halo—Cz-
Cs-alkenylsulfonyl, C,-C,-alkylamino, di(C1-C.-alkyl)amino, C4-Cs-alkylcaarbonyl, halo-Cy-Cos-
alkylcarbonyl, <C,-Cg-alkoxycarbonyl; aryl-C,~Cs-alkyl which is unsubstitusted or substitutecd
once or many times, aryloxy which is unsub slituted or substituted once or many times,
aryloxy-C,-Cs-alkyl which is unsubstituted om substituted once or many times, hetaryloxy--C;-
Cq-alkyl which is unsubstituted or substitute«d once or many times, arylo xycarbonyl which is
unsubstituted €or substituted once or many tlmes, arylsulfonyl which is u: nsubstituted or
substituted on&ce or many times, and pyridyl -oxy which is unsubstituted ©r substituted onc-e
or many times,, whereby the substituents may each be independent of ©ne another and are
selected from tthe group consisting of halogeen, nitro, cyano, C4-Cy-alkyl o halo-Ci-C,-alkyl,.
C,-Cs-alkoxy, halo-C;-C,;-alkoxy, C4-Cgq-alkyl thio, halo-Ci-Cs-alkylthio, C—-C,-alkylsulfonyl -and
halo-C,-Cy-alkweylsulfonyl;

hetaryl which i=s unsubstituted or substitutedll once or many times, whereaby the substituernts
may be indepe=ndent of one another and are selected from the group cconsisting of

halogen, nitro, cyano, C-Cs-alkyl, halo-C-C,-alkyl, Cy-Cy-alkoxy, halo-C;-C,-alkoxy, Co-Coy-
alkenyloxy, ha¥0-C-C;-alkenyloxy, C;-Cs-all<yithio, halo-C,-Cy-alkylthio, C,-C,-alkyisulfonwyl
and halo-C,-C 4-alkylsulfonyl;

naphthyl or quInolyl which are unsubstituted or substituted once or marmy times, whereby the
substituents m ay be independent of one an=cther and are selected from. the group

consisting of h alogen, nitro, cyano, C,-Cs-al kyl, halo-C4-Cs-alkyl, C4-Cs-aalkoxy, halo-Cy-C_4-
alkoxy, C,-Cs-aalkenyloxy, halo-C-Cy-alkeny 3oxy, Cy-C-alkylthio, halo-C 4-Cy-alkylthio, Co-=C,-
alkenylthio, ha 10-C,-Cy-alkenylthio, C-Cs-alk<ylsulfony! and halo-C,-Cs-a_lkylsulfonyl;

Y is C(O) or SCO)n;

a signifies 1 or- 2; and

n signifies 2;

(11) A compowand of formula |, wherein R, signifies hydrogen, halogen, cyano, nitro, C;-CC»
alkyl, halo-C4-C,-alkyl, C-Cz-alkoxy, halo-C—-C»-alkoxy, or unsubstitutecd or substituted
phenoxy, wher-eby the substituents may be independent of one anothewr and are selectecd
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from the group consissting of halogen, C,-C,-alkyl, halo—C;-C,-alkyl, C4-C4-alkox=y and halo-
C;-Cs-alkoxy;

Rq signifies hydrogerm, C;-C-alkyl, halo-C;-C.-alkyl, Ci-&,-alkyithio, C,-Cz-alkoxxy or halo-C;-
C,-alkoxy;

Rs, Rs and Rs, indepe=ndently of one another, signify hydrogen, halogen, C-C>—alkyl, halo-
Cy-Cz-alkyl or C;3-Cg-c=ycloalkyl;

Re signifies hydrogen , C,-Cz-alkyl, Cy-C.-alkylcarbonyl or benzyl;

Ry signifies aryl whict is unsubstituted or substituted orace or many times, wher—eby the
substituents may be i ndependent of one another and awre selected from the gro up consisting
of halogen, nitro, cyamno, Cy-C,-alkyl, halo-C;-Cz-alkyl, C-C,-alkoxy, halo-C,-C,—alkoxy, Ca-
Cs-cycloalkyl, C,-Cz-a . Ikylthio, halo-C4-C-alkylthio, C4-C=-alkylsulfonyl, halo-C-C,-
alkylsulfonyl, C,-Cz-al kylcarbonyl, halo-C;-Cz-alkylcarbo nyl, Cy-Cz-alkoxycarbon yi; aryl-C,-
C.-alkyl which is unsumbstituted or substituted once or many times, aryloxy which is
unsubstituted or subs-tituted once or many times, aryloxy-C;-Cz-alkyl which is ursubstituted
or substituted once or- many times, and pyridyloxy whichs is unsubstituted or sub- stituted
once or many times, vevhereby the substituents may be irmdependent of one anot-her and are
selected from the grouLup consisting of halogen, nitro, cyzano, C1-Cz-alkyl, halo-Cy -Cz-alkyl,
C1-Cz-alkoxy, halo-C;—C;-alkoxy, C,-Cz-alkyithio, halo-C4 -C-alkyithio, C4-C;z-alky Isulfonyl and
halo-C;-Cs-alkylsulfon-yl;

hetaryl which is unsubmstituted or substituted once or mamy times, whereby the s ubstituents
may be independent ©f one another and are selected from the group consisting of
halogen, nitro, cyano, C;-Cz-alkyl, halo-Cy-Cz-alkyl, C;-C »-alkoxy, halo-C,-C,-alkeoxy, C,-C,-
alkenyloxy, halo-C,-Cas-alkenyloxy, C;-Cz-alkylthio, halo-C;-Cz-alkylthio, C,-Cz-all=<yisulfonyl
and halo-C-Cp-alkyiswulfonyl;

Ry signifies hydrogen or cyano;

Y signifies C(0); and

a signifies 1;

(12) A compound of fo=rmula I, wherein R; signifies hydro-gen, halogen, cyano, nixtro, C,-Co-
alkyl, halo-C4-Cz-alkyl, Ci-Cz-alkoxy or halo-Cy-C,-alkoxy s

Re signifies hydrogen, methyl, halomethyl, methyithio, methoxy or halomethoxy;

Rs, R« and Rs, indepermdently of one another, signify hydrogen, methyl or halomesthyl;

R signifies hydrogen cor Cy-C,-alkyl;
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Ry signifies aryl which is unsubstituted or substituted o=nce or many times, wher—eby the
substituents may be i ndependent of one another and &xre selected from the gro=up consisting
of halogen, cyano, Cm-Cz-alkyl, halo-C;-Co-alkyl, C-Co—alkoxy, halo-C;-Ca-alkox=y, C3-Cs-
cycloalkyl, C,-Cz-alkyBcarbonyl, halo-C;-C,-alkylcarbonwyl, C4-Cp-alkoxycarbonyl; aryl-C-C,-
alkyl which is unsubs®ituted or substituted once or marmy times, and aryloxy whiech is
unsubstituted or subs-tituted once or many times, whereeby the substituents mayw each be
independent of one a nother and are selected from the group consisting of haloegen, cyano,
C+-Cz-alkyl, halo-Cy-C=z-alkyl, Cy-Co-alkoxy and halo-C;—C>-alkoxy;

Riq signifies hydroger;

Y signifies C(O); and
ais 1.

Within the context of ®&he invention, particular preferenc=e is given to the compoumnds of
formula | listed in TabMe 1, and most particularly those riamed in the synthesis examples.

A further object of the invention is the process for the pereparation of the compowunds of
formula I, respectively— in free form or in salt form, for ex<ample characterised in t hat a

compound of formula
R,

N—«p—}—h{ I, -

, CN R
RZ
which is known or mayw be produced analogously to cormresponding known compeounds, and
wherein R, Rz, Rs, R4 Rs, Rs, X @and a are defined as g iven for formula |, is reac=ted with a

compound of formula
Q—Y—R, 1,

which is known or may~ be prepared analogously to corr«esponding known compcunds, and
wherein Y and R; are cefined as given for formula | andl Q is a leaving group, opstionally in
the presence of a basi ¢ catalyst, and if desired, a comp<ound of formula | obtaineable
according to the methcod or in another way, respectively in free form or in salt for-m, is
converted into another- compound of formula |, a2 mixture of isomers obtainable amccording to
the method is separateed and the desired isomer isolatedd and/or a free compouned of formula
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| obtai nable according to the methed is converted into a salt or a salit of an compound of*
formul a | obtainable according to the method is converted into the fr-ee compound of

formuE a | or into another salit.

What hhas been stated above for salts of compounds | also applies &analogously to salts f

the staarting materials listed hereinabov e and hereinbelow.

The reaaction partners can be reacted with one another as they are, i.e. without the addition
of a solvent or diluent, e.g. in the melt. In most cases, however, the addition of an inert
solvermt or diluent, or a mixture thereof, is of advantage. Examples o=f such solvents or
diluen®s are: aromatic, aliphatic and alicyclic hydrocarbons and halo genated hydrocarbomns,
such aas benzene, toluene, xylene, messitylene, tetraline, chlorobenzeene, dichlorobenzense,
bromo-benzene, petroleum ether, hexane, cyclohexane, dichloromet-hane, trichloromethamne,
tetrachloromethane, dichloroethane, tri chloroethene or tetrachloroet-hene; ethers, such a_s
diethyR ether, dipropyl ether, diisopropy | ether, dibutyi ether, tert-butyy/l methyl ether, ethyleene
glycol monomethy! ether, ethylene glycol monoethyl ether, ethylene glycol dimethylether ,
dimetoxydiethylether, tetrahydrofuran or dioxane; ketones such as acetone, methyl eth=yl
ketone or methyl isobutyl ketone; amides such as N,N-dimethylform=amide, N,N-diethyl-
formarmide, N,N-dimethylacetamide, N-- methylpyrrolidone or hexame=thylphosphoric acid
triamicde; nitriles such as acetonitrile or propionitrile; and sulfoxides, —such as dimethyl

sulfoxi de.
Preferwed leaving groups are halogens, especially chlorine.

Suitab le bases for facilitating the reaction are e.g. alkali metal or alk-aline earth metal
hydroxzides, hydrides, amides, alkanola tes, acetates, carbonates, di&alkylamides or alkylsmlyl-
amidess; alkylamines, alkylenediamines , opticnally N-alkylated, optio nally unsaturated, cy=clo-
alkylarmines, basic heterocycles, ammo nium hydroxides, as well as ccarbocyclic amines.
Those which may be mentioned by way/ of example are sodium hydr—oxide, hydride, amid e,
methamolate, acetate, carbonate, potasssium tert.-butanolate, hydroxzide, carbonate, hydride,
flithium diisopropylamide, potassium bis (trimethyisilyl)-amide, calciun™ hydride, triethylamimne,
diisopr-opylethylamine, triethylenediamime, cyclohexylamine, N-cyclo:hexyl-N,N-dimethyl-
amine. N,N-diethylaniline, pyridine, 4-(IN,N-dimethylamino)pyridine, cquinuclidine, N-methyy/!-
morphe«oline, benzyltrimethylammonium hydroxide, as well as 1,5-dia=zabicyclo[5.4.0Junde c¢-
5-ene (DBU). Preference is given to diisopropylethylamine and 4-(N,.N-

dimeths ylamino)pyridine.
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The reaction advantageously takes plaace in a temperature range of ca. 0°C to ca. 100°C ,

preferably from ca. 10°C to ca. 40°C .

In a preferred process, a compound of formula Il is reacted at roorm temperature in a
haloge nated hydrocarbon, preferably clichloromethane, with a conrmpound of formula il in
the prexsence of a bass, preferably a maixture of diisopropylethylam:ine and 4-(N,N-

dimeth ylamino)pyridine.

A further object of the invention is the process for the preparation of the compounds of
formula I, respectively in free form or imn salt form, for example cha racterised in that a

compowund of formula
R,

A
_(?);-« v,
x:{ R, ©
R,

which iss known or may be produced an alogously to corresponding known compounds, in
which R, Rz, Rs, Rs, Rs, X and a are de=fined as for formula |, is rea cted with an inorganic or
organic cyanide and a compound of for-mula Rg-NH., which is know=n or may be produced
analogowusly to corresponding known compounds and wherein Rg iss defined as for formula |,
and and if desired, a compound of forrrmula |l obtainable according to the method or in
another way, respectively in free form om=rin salt form, is converted irito another compound &of
formula I, a mixture of isomers obtainakole according to the method is separated and the
desired isomer isolated and/or a free cammpound of formula Il obtain able according to the
method is converted into a salt or a salt of an compound of formula Il obtainable according
to the meethod is converted into the free compound of formula Il or irito another salt

Suitables cyanides are sodium cyanide, potassium cyanide, trimethyBsilyl cyanide and

acetone cyanohydrin.

The gerweral method for reacting carbon yl compounds, e.g. of formumla IV, with cyanides ancd
amines, e.g. of formula Re-NH;, is a Strexcker reaction, for example &s in Organic Synthesiss

Coll. Vol. 3, 88 (1973).
Salts of compounds | may be produced in known manner. Acid addi-tion salts, for example,

are obta inable from compounds | by treaating with a suitable acid or = suitable ion exchange=
reagent, and salts with bases are obtain able by treating with a suitakole base or a suitable



WO 03/042184 PCT/EP®02/12709

-14 -

jorm exchange reagent.

Sa Its of compounds | can be convearted into the free compoundss | by the usual me=ans, acid
addiition salts e.g. by treating with aa suitable basic composition eor with a suitable iomsn
exchange reagent, and salts with b-ases e.g. by treating with a ssuitable acid or a stuitable ion

exchange reagent.

Sa Mts of compounds | can be convearted into other salts of comp=ounds | in a known manner;
aci d addition salts can be convertesd for example into other acid addition salts, e.g. by
treaating a salt of an inorganic acid, such as a hydrochloride, witlh a suitable metal ssalt, such
as a sodium, barium, or silver salt, «of an acid, e.g. with silver ac-etate, in a suitable solvent,
in wvhich a resulting inorganic salt, e.g. silver chloride, is insolubBe and thus precipit-ates out

fromm the reaction mixture.

De pending on the method and/or resaction conditions, compouneds | with salt-formirg

characteristics can be obtained in f ree form or in the form of sals.

Co mpounds | can also be obtained in the form of their hydrates and/or also can include
othmer solvents, used for example w here necessary for the crystallisation of compoiunds

pre=sent in solid form.

Compounds | and Il may be optionally present as optical and/or geometric isomers orasa
mix<ture thereof. The invention relates both to the pure isomers and to all possible isomeric
mixtures, and is hereinbefore and hereinafter understood as doilng so, even if

ste reochemical details are not specsifically mentioned in every c=xse.

Diastereoisomeric mixtures of comgoounds ! and ll, which are ob—tainable by the proecess orin
another way, may be separated in I<nown manner, on the basis of the physical-che=mical
diff erences in their components, int o the pure diastereocisomers,. for example by fras ctional

cry=stallisation, distillation and/or chiromatography.

SpEitting of mixtures of enantiomerss, that are obtainable accordimngly, into the pure i somers,
ma Yy be achieved by known methodls, for example by recrystallissation from an optic=ally

act ive solvent, by chromatography «on chiral adsorbents, e.g. higgh-pressure liquid
chr-omatography (HPLC) on acetyl cellulose, with the assistances of appropriate mic=ro-

orge anisms, by cleavage with specifiic immobilised enzymes, thro=ugh the formation eof
incMusion compounds, e.g. using ch iral crown ethers, whereby omnly one enantiomer—is

cormplexed.
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According to the invention, apart from separatiomn of corresponding issomer mixtures,
generally known methods of diastereoselective «or enantioselective s=ynthesis can also be
applied to obtain pure diastereoisomers or enarmtiomers, €.g. by carny/ing out the method of
the invention usimng educts with correspondingly suitable stereochemilistry.

It is advantageouds to isolate or synthesise the b3ologically more activ-e isomer, e.g.
enantiomer, prowided that the individual comporaents have differing beioclogical efficacy.

In the method of the present invention, the startling materials and inteermediates used are
preferably those that lead to the compounds | desscribed at the begin ning as being

especially useful .
The invention rel ates especially to the method o f preparation describ ed in the example.

Starting materialss and intermediates, which are mew and are used ac=cording to the
invention for the preparation of compounds |, as- well as their usage &nd process for the

preparation therexof, similarly form an object of the invention.

The compounds | according to the invention are notable for their broaad activity spectrum
and are valuable active ingredients for use in pe st control, including imn particular the control
of endo- and ectoo-parasites on animals, whilst bseing well-tolerated by warm-blooded

animals, fish and plants,

In the context of —the present invention, ectoparassites are understood to be in particular
insects, mites anad ticks. These include insects o the order: Lepidopte=ra, Coleoptera,
Homoptera, Hete=roptera, Diptera, Thysanoptera,., Orthoptera, Anoplura, Siphonaptera,
Mallophaga, Thy=sanura, Isoptera, Psocoptera arnd Hymenoptera, Hownever, the
ectoparasites whilich may be mentioned in particilar are those which t=rouble humans or
animals and carnyy pathogens, for example flies ssuch as Musca domestica, Musca
vetustissima, Mussca autumnalis, Fannia canicul=aris, Sarcophaga carraria, Lucilia cuprina,
Hypoderma boviss, Hypoderma lineatum, Chrysomnyia chloropyga, Der~matobia hominis,
Cochliomyia hormminivorax, Gasterophilus intestinaalis, Qestrus ovis, Stcomoxys calcitrans,
Haematobia irrita ns and midges (Nematocera), ssuch as Culicidae, Sirnuliidae, Psychodidae,
but also blood-su cking parasites, for example fle as, such as Ctenoce, phalides felis and
Ctenocephalides canis (cat and dog fleas), Xencapsyila cheopis, Pule= irritans,
Dermatophilus peanetrans, lice, such as Damalinea ovis, Pediculus hurmranis, biting flies and
horse-flies (Tabamnidae), Haematopota spp. such as Haematopota plumvialis, Tabanidea spp.
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such as Tabanus nigrovittatuss, Chrysopsinae spp. such as Chrysops caecutiens, %setse
flies, such as species of Glossinia, biting insects, particularly cockroaches, such a s Blatella
germanica, Blatta orientalis, Feriplaneta americana, mites, ssuch as Dermanyssus gallinae,
Sarcoptes scabiel, Psaroptes- ovis and Psorergates spp. an d last but not least tick_s. The
latter belong to the order Aca_rina. Known representatives Ot ticks are, for examplee,
Boophilus, Amblyomma, Anocentor, Dermacentor, Haemapmhysalis, Hyalomma, Ixeodes,
Rhipicentor, Margaropus, RhFpicephalus, Argas, Otobius armd Ornithodoros and th- e like,
which preferably infest warm- blooded animals including farrm animals, such as cattle, pigs,
sheep and goats, poultry suchn as chickens, turkeys and gee=se, fur-bearing anima Is such as
mink, foxes, chinchillas, rabbi ts and the like, as well as dommestic animals such as cats and

dogs, but also humans.

Compounds } can also be use=d against hygiene pests, especially of the order Dipatera of the
families Sarcophagidae, Anopohilidae and Culicidae; the ord ers Orthopiera, Dictyogpiera (e.g.
the family Blattidae) and Hyrrmenoptera (e.g. the family Formiicidas).

Compounds | also have sustaminable efficacy on parasitic mi tes and insects of plarmts. In the
case of spider mites of the oreder Acarina, they are effective against eggs, hymphss and

adults of Tetran ychidae {Tetraanychus spp. and Panonychuss spp.).

They have high activity againsst sucking insects of the order Homoptera, especiallyws against
pests of the families Aphididaze, Delphacidae, Cicadellidae, Psyllidae, Loccidae, D®iaspididae
and Eriophydidae (e.g. rust muite on citrus fruits); the orders Hemiptera, Heteroptema and
Thysanoptera, and on the pla nt-eating insects of the orders- Lepidoptera, Coleoptera,

Diptera and Orthoptera
They are similarly suitable as a soil insecticide against pestss in the soil.

The compounds of formula | &xre therefore effective against all stages of developrent of
sucking insects and eating inssects on crops such as cerealss, cotton, rice, maize, s-oya,

potatoes, vegetabies, fruit, tokbacco, hops, citrus, avocados and other crops.

The compounds of formula | eare also effective against plantc nematodes of the speacies
Meloidogyne, Heterodera, Praatylenchus, Ditylenchus, Rado_pholus, Rizoglyphus efkc.

In particular, the compounds zare effective against helminthss, in which the endopar—asitic
nematodes and trematodes nray be the cause of serious disseases of mammals ard poultry,
e.g. sheep, pigs, goats, cattle , horses, donkeys, dogs, cats, guinea-pigs and exoti ¢ birds.
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Typical neamatodes of this indication are: s#Haemonchus, Trichostrorgylus, Ostertagia,
Nematodi rus, Cooperia, Ascaris, Bunosto=num, Oesophagostonum_, Charbertia, Trichuris,.
Strongylu=s, Trichonema, Dictyocaulus, Ceapillaria, Heterakis, Toxocara, Ascaridia, OXyuri-s,
Ancylostomma, Uncinaria, Toxascaris and Marascaris. The trematodees include, in particulaar,
the family of Fasciolideae, especially Fas«ciola hepatica. The partic ular advantage of the
compouncis of formula | is their efficacy a-gainst those parasites theat are resistant toward-s

active ingwedients based on benzimidazol e.

Certain pessts of the species Nematodiruss, Cooperia and Oesophas=gostonum infest the
intestinal —tract of the host animal, while otthers of the species Haermnonchus and Ostertagria
are paras itic in the stomach and those of the species Dictyocaulus= are parasitic in the lurg
tissue. Pamrasites of the families Filariidae and Setariidae may be found in the intemal celll
tissue and in the organs, e.g. the heart, tie blood vessels, the lymmph vessels and the
subcutaneous tissue. A particularly notab le parasite is the heartwo=rmm of the dog, Dirofila ria
immitis. T he compounds of formula | are Bhighly effective against thmese parasites.

Furthermore, the compounds of formula 1 are suitable for the contr-ol of human pathogen ic
parasites.. Of these, typical representativeas that appear in the diges=stive tract are those of™
the speciess Ancylostoma, Necator, Ascar—is, Strongyloides, Trichineslla, Capillaria, Trichuris
and Entemobius. The compounds of the pmesent invention are also effective against
parasites of the species Wuchereria, Bruggla, Onchocerca and Loa from the family of
Filariidae,. which appear in the blood, in the tissue and in various o rgans, and also againsst
Dracuncumlus and parasites of the speciess Strongyloides and Trich®nella, which infect the

gastrointesstinal tract in particular.

The good pesticidal activity of the compomunds of formula | accordirg to the invention
correspords to a mortality rate of atleast 50-60% of the pests mertioned. In particular, t he
compouneds of formula | are notable for thme exceptionally long duramtion of efficacy.

The compoounds of formula | are preferab ly employed in unmodifie d form or preferably
together wvith the adjuvants conventionall=y used in the art of formu lation and may therefcre
be processsed in a known manner to give,. for example, emuisifiables concentrates, directlry
dilutable ssolutions, dilute emulsions, solulble powders, granules or microencapsulations i n
polymerics substances. As with the compoositions, the methods of a pplication are selectecd in
accordan<Ce with the intended objectives aand the prevailing circumsstances.

The formulation, i.e. the agents, preparat ions or compositions con®aining the active
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ingredient of formula |, ok combinations of these active ing redients with other acti-ve
ingredients, and optionallly a solid or liquid adjuvant, are pmroduced in a manner Krown per
se, for example by intimaately mixing and/or grinding the acstive ingredients with spreading
compositions, for exampBe with solvents, solid carriers, ancd optionally surface-acttive

compounds (surfactants)-.

The solvents in question may be: alcohols, such as ethanc)|, propanol or butanol, and
glybols and their ethers aand esters, such as propylene glyecol, dipropylene glycol eether,
ethylene glycol, ethylene glycol monomethyl or -ethyl ethe r, ketones, such as
cyclohexanone, isophorone or diacetanol alcohol, strong polar solvents, such as  N-methyl-
2-pyrrolidone, dimethyl s wifoxide or dimethylformamide, or= water, vegetable oils, ssuch as
rape, castor, coconut, or soybean oil, and also, if appropri=ate, silicone oils.

Preferred application forrms for usage on warm-blooded arimals in the control of helminths
include solutions, emulsi«<ons, suspensions (drenches), foo d additives, powders, taablets
including effervescent taDblets, boli, capsules, micro-capsu les and pour-on formulaations,
whereby the physiologicaal compatibility of the formulation excipients must be takesn into

consideration.

The binders for tablets a nd boli may be chemically moditieed polymeric natural suliostances
that are soluble in water or in alcohol, such as starch, cellLlose or protein derivati@ves (e.g.
methyl cellulose, carboxy/methyl cellulose, ethylhydroxyetiyi cellulose, proteins smuch as
zein, gelatin and the likeY), as well as synthetic polymers, ssuch as polyvinyl alcohl, polyvinyl
pyrrolidone etc. The tableets also contain fillers (e.g. starchs , microcrystalline celluleose, sugar,

lactose etc.), glidants an«d disintegrants.

if the anthelminthics are present in the form of feed concemntrates, then the carrie rs used are
e.g. performance feeds, feed grain or protein concentrate=s. Such feed concentra_tes or
compositions may contaiin, apart from the active ingrediermts, also additives, vitanmins,
antibiotics, chemotherap eutics or other pesticides, primari ly bacteriostats, fungistzats,
coccidiostats, or even hormone preparations, substances having anabolic action or
substances which promote growth, which affect the qualit=y of meat of animals fomr slaughter
or which are beneficial to the organism in another way. If &he compositions or the= active
ingredients of formula 1 ccontained therein are added direcly to feed or to the drirmking
troughs, then the formulzaated feed or drink contains the ac tive ingredients prefera_bly in a
concentration of ca. 0.0005 to 0.02 % by weight (5-200 pom).
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The compounds of formaula | according to the invention may be used alone or in

combination with other b-iocides. They may be combinesd with pesticides having thme same
sphere of activity e.g. to increase activity, or with substaances having another spheare of
activity e.g. to broaden tFhe range of activity. It can also be sensible to add so-calle=d
repellents. If the range o activity is to be extended to e-ndoparasites, e.g. wormerss, the
compounds of formula | zare suitably combined with submstances having endoparassitic
properties. Of course, theey can also be used in combinaation with antibacterial con—positions.
Since the compounds of formula | are adulticides, i.e. s ince they are effective in p articular
against the adult stage o-f the target parasites, the addistion of pesticides which insstead
attack the juvenile stagess of the parasites may be very advantageous. In this way , the
greatest part of those pa rasites that produce great ecornomic damage will be cove=red.
Moreover, this action will contribute substantially to avo iding the formation of resis=tance.
Many combinations may also lead to synergistic effects , i.e. the total amount of active
ingredient can be reduce-d, which is desirable from an e=cological point of view. Prexferred
groups of combination paartners and especially preferrecd combination partners are named in
the following, whereby combinations may contain one osr more of these partners irm addition

to a compound of formula |

Suitable partners in the mmixture may be biocides, e.g. trae insecticides and acaricicles with a
varying mechanism of activity, which are named in the f ollowing and have been krown to
the person skilled in the &art for a long time, e.g. chitin sywnthesis inhibitors, growth regulators;
active ingredients which =xct as juvenile hormones; activ e ingredients which act as
adulticides; broad-band irsecticides, broad-band acariclides and nematicides; and also the
well known anthelminthicss and insect- and/or acarid-dete=erring substances, said repoellents or

detachers,

Non-limitative examples of suitable insecticides and aca_ricides are:

1. Abamectin 8. Alphamethrin 15. Azocyclotirms

2. AC 303630 9. Amitraz 16. Bacillus subitil. toxin
3. Acephat 10. Avermectin B, 17. Bendiocarbs

4. Acrinathrin 11. AZ 60541 18. Benfuracarlb

5. Alanycarb 12. Azinphos A 19. Bensultap ]
6. Aldicarb 13. Azinphos M 20. B-Cyfluthrire

7. o-Cypermethrin 14. Azinphos-methyl 21. Bifenthrin
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22, BPMIC 54. Dicliphos- 86. Flucwythrinat
23. Brofenprox 55. Diethion 87. Flufenoxuron
24, Bromophos A 56. Diflubenzzuron 88. Flufeenprox
25. Bufencarb 57. Dimethoaat 89. Fonophos
26. Buprofezin 58. Dimethylwinphos 90. Forneothion
27. Buto-carboxin 59. Dioxathion 91. Fost hiazat
28. Buty Ipyridaben 60. DPX-MP&062 92, FubFenprox
29. Cadusafos 61. Edifenph os 93. HCH
30. Carb»aryl 62. Emamectin 94. Hep&enophos
31. Carb»ofuran 63. Endosulf=an 95. Hexaflumuron
32. Carbophenthion 64. Esfenvaleerat 96. Hexw/thiazox
33. Cartap 65. Ethiofencarb 97. Hydwoprene
34, Chioethocarb 66. Ethion 98. Imid=acloprid
35. Chlorethoxyfos 67. Ethofenpsrox 99. inse«ct-active
36. Chiorfenapyr 68. Ethopropmhos fung i
37. Chlorfluazuron 69. Etrimpho s 100.insect-active
38. Chlormephos 70. Fenamiphhos nemaatodes
39. Chlo rpyrifos 71. Fenazaquin 101.insect-active
40. Cis-Resmethrin 72. Fenbutat-inoxid viruses
41, Clocythrin 73. Fenitroth ion 102.lprobenfos
42, Clofentezin 74. Fenobuc=arb 103.IsoFenphos
43, Cyarophos 75. Fenothio=carb 104.Isoporocarb
44, Cycloprothrin 76. Fenoxycab 105.Iso><athion
45, Cyfluathrin 77. Fenpropathrin 106.lvermectin
46. Cyhexatin 78. Fenpyracd 107.A-C=yhalothrin
47.D 2341 79. Fenpyroximate 108.Lufeenuron
48. Deltaamethrin 80. Fenthion 109.Ma¥ athion
49. Demaston M 81. Fenvaler-ate 110.Meezarbam
50. Demeton 8 82. Fipronil 111.Messulfenphos
51. Demeton-S-methyl 83. Fluazinamm 112.Me#aldehyd
52. Dibua tylaminothio 84. Fluazuro n 113.Me®&hamidophos
53. Dichs lofenthion 85. Flucyclox><uron 114.Me&hiocarb
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115.Methomyl 140.Promecaib 1685, Temephos
116.Methopren-e 141.Propaptmos 1686.Terbam
117.Metolcarb 142.Propoxumr 1687.Terbufos
118.Mevinphos 143.Prothiofeos 1688. Tetrachlorvinphos
119.Milbemectimn 144.Prothoa® 1689, Thiafenox
120.Moxidectin 145.Pyrachlophos 1770.Thiodicarb
121.Naled 146. Pyradapehenthion 17 1. Thiofanox
122.NC 184 147.Pyresmesthrin 1772, Thionazin

123.NI-25, Ace®amiprid

148.Pyrethruam

177 3. Thuringiensin

124.Nitenpyran—

149.Pyridabesn

177 4. Tralomethrin

125.0methoat 150. Pyrimidi¥en 177 5. Triarthen
126.0xamyl 181.Pyriproxyfen 1776.Triazamate
127.0xydemetl—ion M 152.RH 5992 1777.Triazophos
128.0Oxydeprofcos 153.RH-2485 177 8. Triazuron
129.Parathion 154.Salithior 1779. Trichlorfon

130. Parathion-rnethyl 155.Sebufos= 1880, Triflumuron
131.Permethrim 156. Silafluof en 1881, Trimethacarb
132.Phenthoat 157.8pinosa d 1882, Vamidothion
133.Phorat 168. Sulfotep- 1883.XMC (3,5,-Xyilyl-
134.Phosalone 159.Sulprofoes methylcarbamate)
135.Phosmet 160.Tebufen ozide 1884 Xylylcarb

136.Phoxim

161.Tebufen pyrad

1885.Y15301/5302

137.Pirimicarb

162. Tebupiri snphos

1826.L-Cypermethrin

138.Pirimiphos A

163.Tefluberzuron

1887.Zstamethrin

139.Pirimiphos M

164.Tefluthri n

Non-limitative ex-amples of suitable anthelminth ics are named in the following, a few
representatives Iave insecticidal and acaricidaB activity in addition to tlhe anthelminthic

activity, and are goartly already in the above list.

(A1) Praziquante=l = 2-cyclohexylcarbonyl-4-oxo~1 ,2,3,6,7,11b-hexahyeadro-4H-pyrazino[2,1-

ajisoquinolirme

(A2) Closantel = 3,5-diiodo-N-[5-chloro-2-methywl-4-(a-cyano-4-chiorob enzyl)phenyl]-

salicylamide
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(A3) Triclaabendazole = 5-chloro-6-(2,3-diachlorophenoxy)-2-meth=yithio-1H-benzimidazole
(A4) Levaamisol = L-(-)-2,3,5,6-tetrahydro—6-phenylimidazo(2, 1b]tlhiazole
(A5) Meb_endazole = (5-benzoyl-1H-benz imidazol-2-yl)carbaminiec acid methylester

(A6) Ompohalotin = a macrocyclic fermentcation product of the furmgus Omphalotus olearies
desc ribed in WO 97/20857

(A7) Abammectin = avermectin B1

(A8) lverrmectin = 22,23-dihydroavermect:in B1

(A9) Moxmdectin = 5-O-demethyl-28-deoxy-25-(1,3-dimethyl-1-bu tenyl)-6,28- epoxy-23-

(metkoxyimino)-milbemycin B

(A10) Domramectin = 25-cyclohexyl-5-O-deamethyl-25-de(1-methyk propyl)-avermectin Ala

(A11) Millbemectin = mixture of milbemyc in A3 and mibemycin Aa4

{A12) Millbemycinoxim = 5-oxime of milbemectin

Non-limitaative examples of suitable repellents and detachers are=:

(R1) DEEET (N, N-diethyl-m-toluamide)

(R2) KBRR 3023 N-butyl-2-oxycarbonyl-(2—hydroxy)-piperidine

(R3) Cymmiazole = N,-2,3-dihydro-3-methywl-1 ,3-thiazol-z-ylidene-2,4Qxylidene

The said partners in the mixture are best known to specialists in this field. Most are

describec in various editions of the Pestiecide Manual, The Britisi—y Crop Protection Counczil,

London, =and others in the various editiorms of The Merck Index, MJAerck & Co., Inc., Rahw-ay,

New Jerssey, USA or in patent literature. “Therefore, the following listing is restricted to a few

places wiere they may be found by way of example.

(1) 2-Methyl-2-(methylthio)propionaldehycie-O-methylcarbamoylo=-xime (Aldicatb), from Tie
Pesticlide Manual, 11" Ed. (1997), The British Crop Protectior Council, London, pages 26;

()  S-(33,4-dihydro-4-oxobenzo[d]{1,2,3}triazin-3-yimethy))O,O-dimethyl-phosphoro-
dithioamte (Azinphos-methyl), from The Pesticide Manual, 11"E=d. (1997), The British Crop
Protec=tion Council, London, page 67;

(i)  Eth y-N-[2,3-dihydro-2,2-dimethylbesnzofuran-7-yloxycarbomnyl-(methyl)aminothio]-M-
isoproqpyl-B-alaninate (Benfuracarb), fFrom The Pesticide Man wual, 11"Ed. (1997), The2
British Crop Protection Gouncil, Londcon, page 96;

(IV) 2-Methylbiphenyl-8-yimethyl-(2)-(1 F3S)-cis-3-(2-chloro-3,3,33-trifluoroprop-1-enyl)-2 _, 2-
dimettylcyclopropanecarboxylate (Bifenthrin), from The Pesti cide Manual, 11" Ed.
(1997, The British Crop Protection Coouncil, London, page 11 8;
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(V) 2-tert-butylimino—3-isopropyl-5-phenyl-1,3,5-thiadlliazian-4-one (Buprofezin), ferom The
Pesticide Manual, 1 1"Ed. (1997), The British Crop Protection Council, London, page
157;

(V) 2,3-Dihydro-2,2-dimethylbenzofuran-7-yl-methylc=arbamate (Carbofuran), frorm The
Pesticide Manual, 1 1"Ed. (1997), The British Crop Protection Council, London, gpage
186;

(VI)) 2,3-Dihydro-2,2-climethylbenzofuran-7-yl-(dibutylaaminothio)methylcarbamate
(Carbosulfan), from The Pesticide Manual, 11"Ed. (1997), The British Crop Prot-ection
Council, London, page 188;

(Vi) 8,8-(2-dimethylaminotrimethylene)-bis(thiocarbammate) (Cartap), from The Peasticide
Manual, 11"Ed. (1997), The British Crop Protection Council, London, page 193;

(IX) 1{3,5-Dichloro-4 —(3-chloro-5-trifluoromethyl-2-pyr-idyloxy)phenyl]-3-(2,6-difluo ro-
benzoyl)-urea (Chlo rfluazuron), from The Pesticide Manual, 11"Ed. (1997), The British
Crop Protection Council, London, page 213;

(X)  O,0O-diethyl-O-3,5,6-trichloro-2-pyridyl-phosphoro-thioate (Chlompyrifos), from ~The
Pesticide Manual, 1 -1"Ed. (1997), The British Crop P™rotection Council, London, poage
235,

(XI) (RS)-a-cyano-4-fRuoro-3-phenoxybenzyl-(1RS,3R<S;1 RS,3RS)-3-(2,2-dichlorowvinyl)-
2,2-di-methylcyclopropanecarboxylate (Cyfluthrin), from The Pesticide Manual, 1 1"Ed.
(1997), The British Crop Protection Council, London, page 293;

(XIl) Mixture of (S)-a-cyano-3-phenoxybenzyl-(2)-(1 R,3R)-3-(2-chloro-3,3,3-trifluoro-
propenyl)-2,2-dimethyylcyclopropanecarboxylate and (R)-o-cyano-3-phenoxybenzyi-(2)-
(1 R,3H)-3-(2-chloro-3,3,3-trifluoropropenyl)-2,2-dime—thylcyclopropanecarboxylate
(Lambda-Cyhalothrir), from The Pesticide Manual, 1 1"Ed. (1997), The British Crop
Protection Council, L_ondon, page 300;

(XIif) Racemate consisting of (S)-a-cyano-3-phenoxybe nzyl-(2)-(1 AR,3R)-3-(2,2-
dichlorovinyl)-2,2-dinmethylcyclopropanecarboxylate amnd (R)-a-cyano-3-phenoxyb- enzyl-
(18,35)-3-(2,2-dichlorovinyl)-2,2-dimethylcycloproparecarboxylate (Alpha-cypermmsthrin),
from The Pesticide Manual, 11"Ed. (1997), The Britissh Crop Protection Council, !_ondon,
page 308;

(X1V) a mixture of the stereoisomers of (S)-a-cyano-3-pinenoxybenzyl (1AS,3RS,1R-S,3RS)-
3-(2,2-dichlorovinyl)-2,2-dimethylcyclopropanecarbox-ylate (zeta-Cypermethrin), fr-om The
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P -esticide Manual, 11"Ed. (1997), T he British Crop Protectior Council, London, p age
3714,

(XV) (S)-o-cyano-3-phenoxybenzyl-(1 R,3R)-3-(2,2-dibromoviny—1)-2,2-dimethylcycloporopane-
carboxylate (Deitamethrin), from Th e Pesticide Manual, 11"E=d. (1997), The Britissh Crop
P rotection Council, London, page 3 44;

{(XV1) (4-chlorophenyl)-3-(2,6-difluorotoenzoyl)urea (Diflubenzur-on), from The Pesticside
Maanual, 11"Ed. (1997), The British Crop Protection Council, London, page 395;

XVi D (1,4,5,6,7,7-Hexachloro-8,9,10-trinorbom-5-en-2,3-y=lenebismethylene)-ssulphite
(E=ndosulfan), from The Pesticide MBanual, 11™Ed. (1997), Th e British Crop Protecstion
C=ouncil, London, page 459;

XVI1 1) o-ethylthio-o-tolyl-methylcamrbamate (Ethiofencarb), £rom The Pesticide NAanual,
1 1™Ed. (1997), The British Crop Prootection Council, London, page 479;

(XIX') O,0-dimethyl-O-4-nitro-m-tolyl-phhosphorothioate (Fenitrot hion), from The Pesticide
M1lanual, 11"Ed. (1997), The British Crop Protection Council, London, page 514;

(XX 2-sec-butylphenyl-methylcarbammate (Fenobucarb), from T he Pesticide Manua |,

1 1"Ed. (1997), The British Crop Protection Council, London, page 516;

(XX1:) (RS)-o-cyano-3-phencoxybenzyl-& RS)-2-(4-chlorophenyl)-3 -methylbutyrate
(Fenvalerate), from The Pesticide Nelanual, 11VEd. (1997), Tie British Crop Prote-ction
C=ouncil, London, page 539;

(XX1'h) S-[formyl(methyl)carbamo-yimethyl]- O, O-dimethyl-pFosphorodithioate
(Formothion), from The Pesticide Mianual, 11"Ed. (1997), Th e British Crop Protecction
Csouncil, London, page 625;

(XX111) 4-Methylthio-3,5-xylyl-metimylcarbamate (Methiocarb ), from The Pesticide
Manual, 11"Ed. (1897), The British Crop Protection Council, London, page 813;

(XXIV) 7-Chlorobicyclo[3.2.0]hept=-2,6-dien-6-yl-dimethylpiosphate (Heptenop hos),
fr-om The Pesticide Manual, 11"Ed. (1997), The British Crop Protection Council, B.ondon,
p age 670;

(XXW/) 1-(6-chloro-3-pyridyimethy 8 )-N-nitroimidazolidin-2-yliedenamine (Imidacloporid),
fr-om The Pesticide Manual, 11"Ed. (1997), The British Crop Protection Council, B.ondon,
p age 706;

(XX™VI) 2-isopropylphenyl-methylcarbamate (Isoprocarb), frcom The Pesticide Manual,

1 1"Ed. (1997), The British Crob Protection Council, London, page 729;
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(XXVID) eO, S-dimethyl-phosphoramidoth ioate (Methamidophos), from The Pesticide
Manual, —11"Ed. (1997), The British Crop Protection Council, London, page 808;

(XXVII)  <S-Methyi-N-(methylcarbamoyloxy)thioacetimidate (Methomyi®, from The
Pesticide= Manual, 11"Ed. (1997), The British Crop Protection Councill, London, page
815;

(XXIX) M\ethyl-3-(dimethoxyphosphinoyloxy)but-2-enoate (Mevinphoms), from The
Pesticide= Manual, 11"Ed. (1997), The British Crop Protection Councill, London, page
844,

(XXX) O, O-diethyl-O-4-nitrophenyl-phosphorothioate (Parathion), fr—om The Pesticide
Manual, 11™Ed. (1997), The British Crop Protection Council, London, page 926;
(XXX1) O, O-dimethyl-C-4-nitrophenyl-phosphorothicate (Parathion-rmethyl), from The

Pesticidea Manual, 11"Ed. (1997), The British Crop Protection CounciM, London, page
028;

(XXX S-6-chioro-2,3-dihydro-2-oxo-1 ,3-benzoxazol-3-yimethyl-O, (O-diethyl-phosphor-
dithioate (Phosalone), from The Pesticide Manual, 11"Ed. (1997), Thae British Crop
Protecticon Council, London, page 963;

(XXXI) 2-Dimethylamino-5,6-dimethylpyrimidin-4-yl-dimethylcarbamaate (Pirimicarb),
from The Pesticide Manual, 11™Ed. (1997), The British Crop Protecticn Council, London,
page 9855;

(XXXIV) 2-isopropoxyphenyl-methylcarbamate (Propoxur), from The BPesticide Manual,
11"Ed. ( 1997), The British Crop Protection Council, London, page 10O36;

(XXXV) 1-(3,5-dichloro-2,4-difluorophenyl)-3-(2,6-difluorobenzoyl)ureaa (Teflubenzuron),
from The Pesticide Manual, 11"Ed. (1997), The British Crop Protecticon Council, London,
page 11558,

(XXXVI1) S-tert-butylthiomethyl-O, O-dimethyl-phosphorodithicate (Ter-bufos), from The
Pesticide Manual, 11"Ed. (1997), The Biitish Crop Protection Counci:l, London, page
1165;

(XXXVI) ethyl-(3-tert.-butyl-1-dimethylcarbamoyi-1 H-1,2,4-triazol-5-yl—thio)-acetate,
(Triazanmate), from The Pesticide Manual, 11™Ed. (1997), The British Crop Protection
Council, London, page 1224;

(XXXVIll)  Abamectin, from The Pesticide Manual, 11"Ed. (1997), The British Crop

Protecticon Council, London, page 3;
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(XXXIX) 2-sec-butylpheenyl-methylcarbamate (Fenobumcarb), from The Pesticide Manual,
11"Ed, (1997), The Br-itish Crop Protection Council, L_ondon, page 51 6;

(XL) N-tert-butyl-N-(4-ehylbenzoyl)-3,5-dimethylbenzo=hydrazide (Tebiifenozide), from
The Pesticide Manual, 11™Ed. (1997), The British Crcap Protection Cosuncil, London, page
1147,

(XLI) (+)-5-amino-1-(2,6-ichloro-ot, o, o-trifluoro-p-toly!)-A-trifluoromethyl—sulphinylpyrazol-3-
carbonitrile (Fipronil), From The Pesticide Manual, 11" Ed. (1997), The British Crop
Protection Council, Lo ndon, page 545;

(XLIY) (RS)-o-cyano—4-fluoro-3-phenoxybenzyl(1 RS,3RS;1AS, 3RS, _)-3-(2,2-dichloro-
vinyl)-2,2-dimethylcycl opropanecarboxylate (beta-Cyfluthrin), from Thme Pesticide Manual,
11"MEd. (1997), The Br-itish Crop Protection Council, L_ondon, page 2E35;

(XL (4-ethoxyphemyl)-[3-(4-fluoro-3-phenoxypheryl)propyl](dimetthyl)silane
(Silafluofen), from Thes Pesticide Manual, 11"Ed. (1997), The British &Crop Protection
Council, London, page 11(55;‘;

(XLIV) tert.-butyl (E)—o-(1,3-dimethyl-5-phenoxypyra_zol-4-yl-methyle=namino-oxy)-p-
toluate (Fenpyroximates), from The Pesticide Manual, 11"™Ed. (1997), The British Crop
Protection Council, Lo ndon, page 530;

(XLV) 2-tert.-butyl-5 —(4-tert.-butylbenzyithio)-4-chlomrepyridazin-3(2F)-one (Pyridaben),
from The Pesticide Manual, 11"Ed. (1897), The Britissh Crop Protecticon Council, London,
page 1161; '

(XLV1) 4-[[4-(1,1-dim ethylphenyl)phenyllethoxyl-quimazoline (Fenaz=aquin), from The
Pesticide Manual, 11™ Ed. (1997), The British Crop Protection Counci I, London, page
507,

(XLvi 4-phenoxypheznyl-(RS)-2-(pyridyloxy)propyl-ether (Pyriproxyf=en), from The
Pesticide Manual, 11™ Ed. (1997), The British Crop Pr-otection Counci |, London, page
1073;

(XLVH 5-chloro-N-{2—[4-(2-ethoxyethyl)-2,3-dimethyB phenoxylethyl}- €-ethylpyrimidine-4-
amine (Pyrimidifen), frrom The Pesticide Manual, 11"&=d. (1997), The British Crop
Protection Council, Lo»ndon, page 1070;

(XLIX) (E)—N—(s-chlor‘o-3-pyridylmethyl)-N-ethyl-N-rnethyl-z-nitrovinylidenediamine
(Nitenpyram), from Th e Pesticide Manual, 11"Ed. (19397), The British. Crop Protection

Council, London, page= 880;
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(L) (E5)-N'{(6-chloro-3-pyridyl)methyl]- A*-cyano-N'-methylacetamidire (NI-25,
Acetzamiprid), from The Pesticide Manual, 11"Ed. (1997), The Britissh Crop Protection
Courcil, London, page 9;

(L) Avvermectin B, , from The Pesticide Manual, 11"Ed. (1997), The British Crop
Protexction Council, London, page 3;

(LI) arm insect-active extract from a plant, especially (2R,6aS,12a5)-11 ,2,6,6a,12,12a-
hexh' ydro-2-isopropenyl-8,9-dimethoxy-chromeno[3,4-b]furo[2,3-h]cchromen-6-one
(Rote=none), from The Pesticide Manual, 11"Ed. (1997), The British Crop Protection
Courcil, London, page 1097; and an extract from Azadirachta indic=a, espscially
azad irachtin, from The Pesticide Manual, 11"Ed. (1997), The Britislh Crop Protection
Courcil, London, page 59; and

(LIll) a moreparation which contains insect-active nematodes, preferabl—y Heterorhabditis
bacte=riophora and Heterorhabditis m egidis, from The Pesticide Marual, 11"Ed. (1997),
The B3ritish Crop Protection Council, London, page 671; Steinernerra fesitiae, from The
Pesti cide Manual, 11"Ed. (1997), The British Crop Protsction Coun cil, London, page
1115 and Steinemnema scapterisci, from The Pesticide Manual, 11"™Ed. (1997), The
Britis h Crop Protection Council, London, page 1116;

(LIV) a goreparation obtainable from Bacillus subtilis, from The Pesticidlle Manual, 11"Ed.
(199%7), The British Crop Protection Council, London, page 72; or frcom a strain of Bacillus
thurirgiensis with the exception of compounds isolated from GC31 or from NCTC11821;
The Pesticide Manual, 11"Ed. (1997), The British Crop Protection Council, London, page
73,

(LV) a preparation which contains inse ct-active fungi, preferably Vert=icillium lecanii, from
The Festicide Manual, 11"Ed. (1997), The British Crop Protection Councll, London, page
1266 ; Beauveria brogniartii, from The Pesticide Manual, 11"Ed. (19887), The British Crop
Prote=ction Council, London, page 85 and Beauveria bassiana, frorm The Pesticide
Manussal, 11"Ed. (1997), The British Crop Protection Council, Londomn, page 83;

(LV1) a poreparation which contains insect-active viruses, preferably Nemodipridon Sertifer
NPV, from The Pesticide Manual, 11" Ed. (1 997), The British Crop FProtection Council,
Londeon, page 1342; Mamestra brassicae NPV, from The Pesticide Manual, 11"Ed.
(1997), The British Crop Protection Council, London, page 759 and Cydlia pomonelia
grant_ilosis virus, from The Pesticide Manual, 11™Ed. (1997), The Br-itish Crop Protection
Coun cil, London, page 291;



WO 03042184 PCT/EP02/12709

-28 -

(CLXXXI) '7-chloro-2,3,4a,5-tetrahydro-2-[methoxycarbonyl(4-tri—fluoromethoxyphenyl)-
carbam oyllindol[1,2e]oxazoline-4a-carboxylate (DPX-MP062-, Indoxycarb), from The
Pesticicdle Manual, 11"Ed. (1997), The British Crop Protectior Council, London, page
453;

(CLXXXN) N-tert.-butyI-N’-(3,5-dimethylbenzoyl)-S-methoxy-z-n:ethylbenzohydrazide (RH-
2485, MMethoxyfenozide), from The Pesticide Manual, 11"MEd. (1997), The British Crop
Protecti-on Council, London, page 1094; and

(CLXXXI1iD (N*[4-methoxy-bipheny)-3-yl]-hydrazinecarboxylic ac-id isopropylester (D 2341),
from Bri ghton Crop Protection Conference, 1996, 487- 493;

(R2) Book of Abstracts, 212th ACS National Meeting Orlando, F~L, August 25-29 (1998),
AGRO-020. Publisher: American Chemical Society, Washing—ton, D.C. CONEN: 63BFAF.

As a conse=quence of the above details, a further essential aspe ctof the present invention
relates to c-ombination preparations for the control of parasites o=n warm-blooded animals,
characteris ed in that they contain, in addition to a compound of ®ormula |, at least one
further actiwe ingredient having the same or different sphere of &activity and at ieast one
physiologic. ally acceptable carrier. The present invention is not reastricted to two-fold

combinatiors.

As a rule, the anthelminthic compositions according to the inventsion contain 0.1 to 99 % by
weight, esp ecially 0.1 to 95 % by weight of active ingredient of fomula 1, la or mixtures
thereof, 99. 9to 1 % by weight, especially 99.8 to 5 % by weight eof a solid or liquid
admixture, i ncluding 0 to 25 % by weight, especially 0.1 to 25 % by weight of a surfactant.

Application of the compositions according to the invention to the animals to be treated may
take place teopically, perorally, parenterally or subcutaneously, thez composition being
present in the form of solutions, emulsions, suspensions, (drencles), powders, tablets, boli,

capsules an.d pour-on formulations.

The pour-orm or spot-on method consists in applying the compourmd of formula | to a specific
location of tke skin or coat, advantageously to the neck or backbone of the animal. This
takes place e.g. by applying a swab or spray of the pour-on or sp-ot-on formulation to a
relatively srmall area of the coat, from where the active substance is dispersed almost
automaticall=y over wide areas of the fur owing to the spreading naature of the components in
the formulation and assisted by the animal's movements.
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Pour-on or spot-on formulzations suitably contain carriers, wwhich promote rapid disperseement
over the skin surface orin the coat of the host animal, and are generally regarded as
spreading oils. Suitable carriers are e.g. oily solutions; alcosholic and isopropanclic soliitions
such as solutions of 2-octwyldodecanol or oleyl alcohol; solumtions in esters of monocarb oxylic
acids, such as isopropyl nyristate, isopropyl palmitate, laur-ic acid oxalate, oleic acid oleyl
ester, oleic acid decyl ester, hexyl laurate, oleyi oleate, decyl oleate, capric acid esterss of
saturated fat alcohols of c=hain length C,2-Cys; solutions of esters of dicarboxylic acids, such
as dibutyl phthalate, diisoporopyl isophthalate, adipic acid dlisopropyl ester, di-n-butyl a-dipate
or also solutions of esters of aliphatic acids, e.g. glycols. It may be advantageous for am
dispersing agent to be additionally present, such as one kimyown from the pharmaceutical or
cosmetic industry. ExampBles are 2-pyrrolidone, 2-(N-alkyl)foyrrolidone, acetone,

polyethylene glycol and thme ethers and esters thereof, propoylene glycol or synthetic
triglycerides.

The oily solutions include e.g. vegetable oils such as olive —oil, groundnut cil, sesame omil,

pine oil, linseed oil or cast-or oil. The vegetable oils may alsso be present in epoxidised —form.

Paraffins and silicons cils may also be used.

A pour-on or spot-on form ulation generally contains 1 to 20 % by weight of a compourad of
formula I, 0.1 to 50 % by wveight of dispersing agent and 45 to 98.9 % by weight of solwent.

The pour-on or spot-on meethod is especially advantageouss for use on herd animals suach as
cattle, horses, sheep or pi gs, in which it is difficult or time-czonsuming to treat all the an imals
orally or by injection. Becaause of its simplicity, this method can of course also be used for all
other animals, including irmdividual domestic animals or petss, and is greatly favoured by the
keepers of the animals, ass it can often be carried out witho ut the specialist presence o f the
veterinarian.

Whereas it is preferred to formulate commercial products ams concentrates, the end user will
normally use dilute formuiaations.

Such compositions may afso contain further additives, suck as stabilisers, anti-foaming
agents, viscosity regulator—s, binding agents or tackifiers, ass well as other active ingred @ents,
in order to achieve specia | effects.

Anthelminthic compositiorms of this type, which are used by the end user, similarly fornm a

constituent of the present invention.
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In e ach of the processess according to the inventicon for pest control or i neach of the pest
con trol compositions aeccording to the invention, t3he active ingredients eof formula | can be
use din all of their steriec configurations or in mixtuires thereof.

The= invention also inchaides a method of prophylamctically protecting wamm-blooded animals,
esp ecially productive li=vestock, domestic animals and pets, against par—asitic helminths,
whiech is characterised in that the active ingrediermsts of formula or the aective ingredient
forrmnulations prepared - therefrom are administerecd to the animals as arm additive to the feed,
or teo the drinks or also in solid or liquid form, orallly or by injection or pamrenterally. The
inveantion also includess the compounds of formula | according to the inwvention for usage in

one= of the sald process=ses.

The following example=s serve merely to illustrate the invention without restricting it, the term
acti ve ingredient repre=senting a substance listed in tables...

In particular, preferred formulations are made up as follows:
{% == percent by weight)

For mulation examples

1. CSranulate a) b)
active ingredient 5% 10 %
kacalin 94% - ‘
highly dispersed silicic acid 1% -
att=apulgite - 90 %

The active ingredient iss dissolved in methylene clhloride, sprayed onto the carrier and the
solhwsent subsequently cconcentrated by evaporaticon under vacuum. Gra_nulates of this kind

carm be mixed with the animal feed.

2. Giranulate

act@ve ingredient 3%
pol=yethylene glycol (m=w200) 3%
kacolin 94 %

(mwv = molecular weight)
The= finely ground actiwe ingredient is evenly appBied in a mixer to the kxaolin which has been
mo istened with polyetiylene glycol. In this way, cdust-free coated granules are obtained.

3. Wablets or boli
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] active ingredient
menathyliceliulose
siliacic acid, highly dispersed
coen starch

i lac=tose, cryst.
cowrn starch
miczrocryst. cellulose

maagnesium stearate

-1 -

33.00 %
0.80 %
0.80 %
8.40 %
2250 %
17.00 %
16.50 %
1.00 %

PCT/EP02/12709

| Methyl cellulose is stirred Into water. Afer the material has swollen, silicic acid is
stirred in and the mixture homogeneouusly suspended. The active ingredient and the

comn starch are mixed. The aqueous s uspension is worked into thilis mixture and

knesaded to a dough. The resulting meanss is granulated through a ‘2 M sieve and

drieed.

il All 4- excipients are mixed thoroughly.

il The preliminary mixes obtained accordimg to | and Il are mixed and pressed into

tatolets or boli.

4. Injectai>les
A. Oily vehicle (slow release)

1. actiwe ingredient
groumndnut oil
2. actiwe ingredient

sesame oil

0.1-1.0g

ad 100 mi

0.1-1.09

ad 100 mi

Preparation: The active ingredient is dissolved in part of the oil whilst stir—ing and, if
required, wvith gentle heating, then after coolirg made up to the desired veclume and sterile-

filtered thr-ough a suitable membrane filter wit h a pore size of 0.22 mm.

B Water-miscible solvent {(average rate of release)

activve ingredient

4-hy=droxymethyl-1,3-dioxolane (glycero | formal)

1,2-gpropanediol
activve ingredient
glyc erol dimethyl ketal

0.1-1.0g
40g
ad 100 mi
0.1-1.0g
40 g
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1,2-propeanediol ad 100 nmml

Preparation: T he active ingredient is disssolved in part of the solven—t whilst stirring, made up
to the desired volume and sterile-filteredl through a suitable membraane filter with a pore size

of 0.22 mm.

C. Aqueouss solubilisate (rapid releasee)

1. active in gredient 0.1-1.0g
polyethomxylated castor oil (40 ethy lene oxide units) 10g
1,2-prop-anediol 2049
benzyl a .lcohol 1g
aqua ad inject. ad 100 ml

2. active inegredient 0.1-1.0g
polyetho-xylated sorbitan monooleaate (20 ethylene oxide unitss) 8¢
4-hydro>cymethyl-1,3-dioxolane (ghy/cerol formal) 209
benzyl a.lcohol 19
aqua ad inject. ad 100 ml

Preparation: T he active ingredient is disssolved in the solvents and tllhe surfactant, and made
up with water tto the desired volume. Ste xrile filtration through an aporopriate membrane filter

of 0.22 mm po-re size.

5. Pour on

A.

active ingredie nt 5¢g

isopropyl myrisstate 10¢g

isopropanol ad 100 ml
B

active ingredie nt 29

hexyl laurate 5¢g

medium-chainexd triglyceride 15¢

ethanol ad "100 mi
C.

active ingrediemnt 2g

oleyl oleate ' 5¢g

N-methyl-pyrro lidone 409
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isopropanol ad 100 mi
The aqueous s=ystems may also preferably be u sed for oral and/or intrarurninal application.

The compositicons may also contain further additives, such as stabilisers, e2.g. where
appropriate epeoxidised vegetable oils (epoxidisesd coconut oil, rapeseed omil, or soybean oil);
antifoams, e.g. silicone oil, preservatives, viscossity regulators, binders, tackifiers, as well as
fertilisers or otiner active ingredients to achieve special effects.

Further biologic=ally active substances or additivess, which are neutral towa_rds the
compounds of formula | and do not have a harmful effect on the host anirmnal to be treated,
as well as minevral salts or vitamins, may also be» added to the described c=ompositions.

The following ea2xamples setve to illustrate the inwention. They do not limit tthe invention. The

letter 'h* standss for hour.

Preparation exaamples

Example 1: N-[ 1-cyano-1-methyl-2-(2-trifluoromeathylbenzimidazol-1-y1)-etkyil-4-
trifluoromethox ybenzamide

O«

H CF,

By
N

N={_ CN

CF,

a) 4 g of 2-triflumoromethylbenzimidazole, 2.8 g of chloroacetone, 3.4 g of potassium
carbonate and 0.32 g of potassium iodide are di ssolved in 50 ml of acetore and boiled
under reflux for— 4 h. After cooling, the precipitate is filtered off, washed witch acetone and
dried in a vacuuwum. 1-(2-trifluoromethylbenzimidaazol-1-yl)-propanone s thums obtained.

b) 5.2 g of 1-(2—trfluoromethylbenzimidazol-1-yl) -propanone, 1.3 g of sodiwum cyanide and
3.4 g of ammorium chloride are dissolved in 27 mi of aqueous 25% ammnia solution and
stirred at room temperature for 20 h. The crude goroduct is subsequently exxtracted from the
reaction mixturea with ethyl acetate, the organic ohase is washed with watesrand saturated
sodium chloridez solution, dried with magnesium sulphate and concentratesd by evaporation.
Afterwards, the- residue is purified by flash chrormatography. 2-amino-2-mesthyl-3-(2-
trifluoromethylboeenzimidazol-1-yl)-propionitrile is £hus obtained.
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c) A mixture of 3 00 mg of 2-amino-2-methyl-3-(2-rifluoromethylbenzimid azol-1-yi)-
propionitrile, 2922 mg of 4-(2-trifluoromethoxy)-beanzoyl chioride, 143 mg of ethyl diisopropyl-
amine and 13.4 mmg of 4-dimethylaminopyridine in 10 ml of dried methyle=ne chloride is
stirred at room teemperature for 30 h. Subsequertly, the reaction mixture is diluted with ethyl
acetate, then wa=shed with a saturated sodium bwicarbonate solution, afte rwards with
aqueous 2N hyd rochloric acid and finally with saaturated sodium chloride solution. After
drying the organ’ic phase with magnesium sulph ate and concentrating by evaporation, the
residue is recrystallised in diethylether. In this way, the title compound is obtained with a

melting point of ~194°C.

The substances named in the following table m=xy also be prepared anal-ogously to the
above-described® method. The values of the mel ting points are indicated in °C. Bd. signifies

a direct bond.
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5
Qwﬁ =,
71

No. X Y4 R, Ro Rz1 phys— data
14 C(H) Bd. H H H
1.2 C(H) Bd. H H 2-Cl
1.3 C(H)  Bd. H H 3-Cl
1 .4 C(H) Bd. H H 4-C|
15 C(H) Bd. H H 2-F
1.6 C(H) Bd. H H 3-F
1.7 C(H) Bd. H H 4-F
1.8 C(H) Bd. H H 2-CHs;
1.9 CH) Bd. H H 3-CHs,
1 .10 C(H) Bd. H H 4-CH,4
1 .11 C(H) Bd. H H 2-OCH;s
1 .12 C(H) Bd. H H 3-OCHs;
1 .13 C(H) Bd. H H 4-OCHs;
1 .14 C(H) Bd. H H 2-CF;
1 .15 C(H) Bd. H H 3-CF,
1.16 C(H) Bd. H H 4-CF5
1 .17 C(H) Bd. H H 2-0OCF;
1.18 C(H) Bd. H H 3-OCF;
1.19 C(H) Bd. H H 4-OCF;
1 .20 C(H) Bd. H H 2-OCF.CF,
T.21 C(H) Bd. H H 3-OCF.CF.
1 .22 C(H) Bd. H H 4-OCF.CF,
1 .23 C(H) Bd. H H 2-0OC,Fs
1 .24 C(H) Bd. H H 3-0OC;Fs
1.25 C(H) Bd. H H 4-OC,Fs
1 .26 C(H) Bd. H H 2-0OCgHs
T 27 C(H) Bd. H H 3-OCgHs
€ .28 C(H) Bd. H H 4-OCgHs
® .29 C(H) Bd. H H 2-C(0)CeHs
.30 C(H) Bd. H H 3-C(O)CeHs
1.31 C(H) Bd. H H 4-C(0)CegHs
1.32 CH) Bd. H CHj, H
% .33 CH) Bd. H CHs 2-Cl
X .34 C(H) Bd. H CHj 3-Cl
u .35 C(H) Bd. H CH, 4-Cl
.36 CH) Bd. H CH;, 2-F
.37 CH) Bd. H CH; 3-F
4.38 CH) Bd. H CHj 4-F
.39 C(H) Bd. H CH;, 2-CHj
4.40 C(H) Bd. H CHs 3-CHs




PCT/E P02/12709

WO 03/042184
-36 -

A1 CH) Bd. H CH, 4-CH,
1.42 CH Bd. H -CHs 2.0CH,
1.483 CH) Bd. H CHs 3-OCHg
1.84 CH) Bd. H CHa 4-OCHj
1.85 CH) Bd. H CHs 2-CFs
1.6 CH) Bd. H CHa 3-CFs
1.87 CH Bd. H CHs 4-CF,
1.8 cH Bd. H CHs 2-OCF,
1.9 CH Bd. H CHs 3-OCF;
1.50 cH Bd. H CHa 4-OCF,
1.51 CH Bd. H CHa 2-OCF,CF,
1.52 CH) Bd. H CHa 3-OCF,CF,
1.53 CH) Bd. H CHs 4-OCF.CF,
1.654 cH Bd. H CHs 2-OC4Fs
1.55 CH) Bd. H CH, 3-OC4Fs
1.56 CH Bd. H CHa 4-OC,Fs
1.57 CH) Bd. H CHa 2-OC;Hs
1.58 CH) Bd. H CHa 3-OCgHs
1.59 CH) Bd. H CHa 4-OCgHs
1.60 cH Bd. H CHs 2-C(0)CeHs
1.651 cH Bd. H CHs 3-C(O)CeHs
1.62 CH Bd. H CHs 4-C(O)CeHs
1.653 CH) Bd. H CF, H
1.654 CH Bd. H CFs 2-Cl
1.65 CH) Bd. H CFs 3-Cl
1.66 CH) Bd. H CF, 4-Cl
1.67 CH) Bd. H CFs 2-F
1.658 CH) Bd. H CF; 3-F
1.69 CH  Bd. H CF3 4-F
1.770 CH) Bd. H CF, 2-CH,
1.771 CH) Bd. H CF, 3-CH,
1.772 cH Bd. H CFs 4-CHs
1.773 CH) Bd. H CF, 2-OCH,
1.774 CH) Bd. H CF, 3-OCHs
1.7°5 CH) Bd. H CF; 4-OCHg
1.776 CH) Bd. H CF, 2-CFs
1.777 c(H) Bd. H CFs 3-CFs
1.778 CH) Bd. H CF, 4-CF;
1.779 CH) Bd. H CF, 2-OCF,
1.680 CH Bd. H CF, 3-OCF;,
1.681 GH) Bd. H CF, 4-OCF;,
1.e82 CH) Bd. H CF, 2-OCF,CF,
1.683 CH) Bd. H CFs 3-OCF,CF>
1.884 CcH Bd. H CFs 4-OCF,CF,
1.885 CHy Bd. H CF, 2-OC4Fs
1.686 CH Bd. H CF, 3-OC,Fs
1.887 CH) Bd. H CFa 4-OC,Fs
1.888 CH) Bd. H CFs 2-0C¢Hs
1.889 cH) Bd. H CFs 3-OCeHs
1.580 CH) Bd. H CF, 4-OCqHs
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‘ 1.91 C(H) Bd. H CFa 2-C(O)CeHs
1.92 C(H) Bd. H CF3 3-C(O)CeHs
1.93 C(H) Bd. H CFs 4-C(O)CeH
1.94 C(H) Bd. H SCH;s H -
1.95 C(H) Bd. H SCH; 2-Cl
1.96 C(H) Bd H SCH; 3-Cl
1.97 C(H) Bd. H SCH; 4-Cl
1.98 C(H) Bd. H SCHs 2-F
1.99 C(H) Bd. H SCH, 3-F
1.100 C(H) Bd. H SCH; 4-F
1.101 C(H) Bd. H SCH; 2-CHj;
1.102 C(H) Bd. H SCH;j 3-CH3
1.103 C(H) Bd. H SCH; 4-CHjs
1.104 C(H) Bd. H SCH; 2-OCH,4
1.105 C(H) Bd. H SCH; 3-OCHj4
1.106 C(H) Bd. H SCH; 4-OCHj,4
1.107 C(H) Bd. H SCH; 2-CF;
1.108 C(H) Bd. H SCHs 3-CF;
1.109 C(H) Bd. H SCH; 4-CF,
1.110 C(H) Bd. H SCHs 2-OCF;
1.111 C(H) Bd. H SCH; 3-OCF3
1.112 C(H) Bd. H SCH; 4-OCF;
1.113 C(H) Bd. H SCH; 2-OCF:CF,
1.114 C(H) Bd. H SCH;, 3-OCF:CF;
1.115 C(H) Bd. H SCH; 4-OCF.CF,
1.116 C(H) Bd. H SCH;j 2-OC;Fs
1.117 C(H) Bd. H SCH; 3-0OC.Fs
1.118 C(h) Bd. H SCH; 4-OC;Fs
1.119 C(H) Bd. H SCH; 2-OCgHs
1.120 C(H) Bd. H SCH; 3-OCgHs
1.121 C(H) Bd. H SCH; 4-OCgHs
1.122 C(H) Bd. H SCH; 2-C(O)CgHs
1.123 C(H) Bd. H SCH; 3-C(O)CeHs
1.124 C(H) Bd. H SCH, 4-C(O)C¢Hs
1.125 C(H) Bd. H Thiazol-4-yi H
1.126 C(H) Bd. H Thiazol-4-yl 2-Ci
1.127 C(H) Bd. H Thiazol-4-yl 3-Cl
1.128 C(H) Bd. H Thiazol-4-yl 4-Cl
1.129 C(H) Bd. H Thiazol-4-yl 2-F
1.130 C(H) Bd. H Thiazol-4-yl 3-F
1.131 C(H) Bd. H Thiazol-4-yl 4-F
1.132 C(H) Bd. H Thiazol-4-yl 2-CHs
1.133 C(H) Bd. H Thiazol-4-yl 3-CHjs
1.134 C(H) Bd. H Thiazol-4-yl 4-CHj
1.135 C(H) Bd. H Thiazol-4-yl 2-OCHs
1.136 C(H) Bd. H Thiazol-4-yl 3-OCHg
1.137 C(H) Bd. H Thiazol-4-yl 4-OCH;
1.138 C(H) Bd. H Thiazol-4-yl 2-CF;
1.139 C(H) Bd. H Thiazol-4-yl 3-CF3
1.140 C(H) Bd. H Thiazol-4-yl  4-CF3
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141 CH) Bd. H Thi azol-4-yl 2-OCFs
1.142 CH) Bd. H Thi azol-4-yl 3-OCFs
1.143 CH) Bd. H Thi azol-4-yl 4-OCF3
1.144 CH) Bd. H Thi azol-4-yl 2-OCF.CF:
1.145 CH) Bd. H Thi azol-4-yl 3-OCF.CF,
1.146 CH) Bd. H Thi azol-4-yl 4-OCF,CF»
1.147 CH) Bd H Thi azol-4-yl  2-OC,Fs
1.148 CH) Bd. H Thi azol-4yl  3-OC.Fs
1.149 CH) Bd H Thi azol-4yl  4-OCsFs
1.150 CH) Bd. H Thi azol-4-yl  2-OCsHs
1.151 CH) Bd. H Thi azol-4-yi  3-OC¢Hs
1.152 CH Bd. H Thi azol-4-yl  4-OCeHs
1.153 CH) Bd H Thi azol-4-yl 2-C(O)CgHs
1.154 CH) Bd. H Thi azol-4-yl  3-C(O)CeHs
1.155 CH) Bd. H Thi azol-4yl  4-G(O)CeHs
1.156 CH) Bd. 5-CI H H
1.157 CH) Bd. 5Cl H 2-Cl
1.158 CH) Bd. 5-Cl H 3-Cl
1.159 CH) Bd. 5Cl H 4-Cl
1.160 CH) Bd. 5-Cl H o-F
1.161 CH) Bd. 5Ci H 3-F
1.162 CH) Bd. 5<Cl H 4-F
1.163 CH) Bd. 5-CI H 2-CH,
1.164 CH) Bd. 5 H 3-CHs
1.165 CH) Bd. 5<C H 4-CH,
1.166 CH) Bd. 5Cl H 2.0CH3
1.167 CH) Bd. 50 H 3-OCHs;
1.168 CH) Bd. 50l H 4-OCHs
1.169 CH) Bd. 5<Cl H 2-CF;
1.170 CH) Bd. 5l H 3-CF;
1171 CH) Bd. 5-Cl H 4-CF5 m.p. 137°
1.172 CH) Bd. 5Cl H 2.0CF,
1.173 CH) Bd. 5-Cl H 3-OCF,
1.174 C(H) Bd. 5 H 4-OCF, m.p. 80°
1.175 CH) Bd. 5Cl H 2-OCF,CF;
1.176 CH) Bd. 5Cl H 3-OCF,CF;
1.177 CH) Bd. 5 H 4-OCF,CF,
1.178 CH) Bd. 5<Cl H 2-0C,Fs
1.179 CH) Bd. 5-Cl H 3-OC,Fs
1.180 CH) Bd. 5 H 4-OC,Fs
1.181 CH) Bd. 5-CI H 2-OCHs
1.182 CH) Bd. 5-Cl H 3-OCqHs
1.183 CH) Bd. 5<C H 4-OCeHs
1.184 CH) Bd. 5-<Ci H 2-C(0)CeHs
1.185 CH) Bd. 50 H 3-C(0)CeHs
1.186 CH) Bd. 5<Cl H 4-C(O)CeHs
1.187 CH) Bd. 5l CHE;, H
1.188 CH) Bd. 5<C CHi, 2-Cl
1.189 CH) Bd. 5<Cl CHE, 3-Cl
1.190 CH) Bd. 5<C CHil; 4-C|
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1.191 CH) Bd. 5-Cl CH; 2-F
1.192 C(H) Bd. 5-Cl CH; 3-F
1.193 C(H) Bd. 5-Cl CH; 4-F
1.194 C(H) Bd. 5-Cl CH; 2-CHj
1.195 C(H) Bd. 5-Cl CHs; 3-CHs
1.196 C(H) Bd. 56-Cl CHs; 4-CHgz
1.197 C(H) Bd. 5-Cl CHs 2-OCH3_
1.198 C(H) Bd. 5-Cl CHs 3-OCH3_
1.199 C(H) Bd. 5-Cl CH; 4-OCH3_
1.200 C(H) Bd. 5-Cl CH, 2-CF;
1.201 C(H) Bd. 5-Cl CH; 3-CF;
1.202 C(H) Bd. 5-Cl CHs 4-CF,
1.203 C(H) Bd. 5-Cl CHs 2-OCF3
1.204 C(H) Bd. 5-Cl CHj; 3-OCF;
1.205 C(H) Bd. 5-Cl CHa 4-OCF3 m.p. 168°
1.206 C(H) Bd. 5-Cl CHs, 2-OCF,«CF,
1.207 C(H) Bd. 5-Cl CHs; 3-OCF.&CF,
1.208 C(H) Bd. 5-Cl CH; 4-OCF,&CF,
1.209 C({H) Bd. 5-Cl CHs 2-OC.F=s
1.210 C(H) Bd. 5-Cl CHs 3-OC.Fs
1.211 C(H) Bd. 5-Cl CHs, 4-OC,F s
1.212 C(H) Bd. 5-Cl CH, 2-0CgH_s5
1.213 CH) Bd. 5-Cl CHs 3-OC¢H.5
1.214 C(H) Bd. 5-Cl CHs 4-OCgH_s
1.215 C(H) Bd. 5-Cl CH; 2-C(O)C¢Hs
1.216 C(H) Bd. 5-Ci CHs 3-C(O)C¢Hs
1.217 C{H) Bd. 5-Cl CHs; 4-C(O)C¢Hs
1.218 C(H) Bd. 5-Cl CF, H
1.219 C(H) Bd. 5-Ci CF, 2-Cl
1.220 C(H) Bd. 5-Cl CF; 3-Cl
1.221 C(H) Bd. 5-Cl CF3 4-Cl
1.222 C(H) Bd. 5-Cl CF, 2-F
1.223 C(H) Bd. 5-Cl CFs 3-F
1.224 C(H) Bd. 5-Cl CFs 4-F -
1.225 C(H) Bd. 5-Ci CFa 2-CH3
1.226 C(H) Bd. 5-Cl CF3 3-CHj
1.227 C(H) Bd. 5-Ci CF3 4-CHj
1.228 C(H) Bd. 5-Cl CF3 2-OCHjs;
1.229 C(H) Bd. 5-Cl CF; 3-OCHs;
1.230 C(H) Bd. 5-Cl CF; 4-OCHjs
1.231 C(H) Bd. 5-Ci CFs 2-CF4
1.232 C(H) Bd. 5-Cl CF; 3-CF,
1.233 C(H) Bd. 5-Ci CFs 4-CF;
1.234 C(H) Bd. 5-Ci CF; 2-OCF3
1.235 C(H) Bd. 5-Cl CFs 3-OCF;
1.236 C(H) Bd. 5-Ci CF3 4-OCF;
1.237 CH) Bd. 5-Cl CF; 2-OCFCF;
1.238 C(H) Bd. 5-Ci CF; 3-OCF,CCF;
1.239 C(H) Bd. 5-Cl CF3 4-OCFCCF,
1.240 C(H) Bd. 5-Cl CF3 2-0C,F=
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@ = CH)  Bd. 50 CF> 3-0C.Fs
1.242 C(H) Bd. 5-Cl CF3 4-OC;Fs
1.243 C(H) Bd. 5-Cl CF3 2-OC¢Hs
1.244 C(H) Bd. 5-Ci CFs3 3-OCqgHs
1.245 C(H) Bd. 5-Cl CF3 4-OGgHs
1.246 C(H) Bd. 5-Ci CF3 2-C(O)CeHs
1.247 C(H) Bd. 5-Cl CF3 3-C(0)CsHs
1.248 C(H) Bd. 5-Ci CF3 4-C(O)CsHs
1.249 C(H) Bd. 5-Cl SGH, H
1.250 C(H) Bd. 5-Cl SCH, 2-Cl
1.251 C(H) Bd. 5-Cl SCH; 3-Cl
1.262 C(H) Bd. 5-Cl SCH, 4-Cl
1.263 C(H) Bd. 5-Ci SCH, 2-F
1.264 C(H) Bd. 5-Cl SCH, 3-F
1.265 C(H) Bd. 5-Cl SCH; 4-F
1.266 C(H) Bd. 5-CI SCH, 2-CHg
1.267 C(H) Bd. 5-Cl SCH; 3-CHs;
1.268 C(H) Bd. 5-Cl SCH; 4-CHs
1.259 C(H) Bd. 5-Cl SCH, 2-OCH;z
1.260 C(H) Bd. 5-Cl SCHs 3-OCH3z
1.261 C(H) Bd. 5-Cl SCH; 4-OCHj
1.262 C(H) Bd. 5-Cl SCH; 2-CF,

1.263 C(H) Bd. 6-Cl SCH; 3-CF3

1.264 C(H) Bd. 5-Cl SCH;s 4-CF;

1.265 C(H) Bd. 5-Cl SCHs 2-OCF;
1.266 C(H) Bd. 5-CI SCHs 3-OCF;
1.267 C(H) Bd. 5-Cl SCHs 4-OCF;3
1.268 C(H) Bd. 5-CI SCH; 2-OCF.CF,
1.269 C(H) Bd. 5-Cl -SCHs 3-OCF.CF;
1.270 C(H) Bd. 5-CI -SCH; 4-OCF.CF,
1.271 C(H) Bd. 5-Cl -SCH;, 2-OC;Fs
1.272 C(H) Bd. 5-CI -SCH;s 3-OC,Fs
1.273 C(H) Bd. 5-Cl “SCH; 4-OC;F5
1.274 C(H) Bd. 5-Cl =SCH, 2-OCqHs
1.275 C(H) Bd. 5-CI =SCH, 3-OCgHs
1.276 C(H) Bd. 5-Ci =SCH;, 4-OCgHs
1.277 C(H) Bd. 5-CI SSCH;, 2-C(O)CeHs
1.278 C(H) Bd. 5-Cl SSCH;, 3-C(O)CeHs
1.279 C(H) Bd. 5-Ci SSCH; 4-C(O)CeHs
1.280 C(H) Bd. 5-CI “Thiazol-4-yl H

1.281 C(H) Bd. 5-CI “Thiazol-4-yl 2-Cl

1.282 C(H) Bd. 5-Cl “Thiazol-4-yl  3-ClI

1.283 C(H) Bd. §-Cl “Thiazol-4-yl  4-Cl

1.284 C(H) Bd. 5-Cl “Thiazol-4-yl  2-F

1.285 C(H) Bd. 5-Ci “Thiazol-4-yl 3-F

1.286 C(H) Bd. 5-Ci “Thiazol-4-yl 4-F

1.287 C(H) Bd. 5-CI “Thiazol-4-yl 2-CHg
1.288 C(H) Bd. 5-CI “Thiazol-4-yl  3-CHa
1.289 C(H) Bd. 5-Cl “Thiazol-4-yl  4-CH,
1.290 C(H) Bd. 5-Cl “Thiazol-4-yl  2-OCHjs
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‘ 1.291 C(H) Bd. 5-Ci Thiazol—4-yl 3-OCHs
1.292 C(H) Bd. 5-Ci Thiazol—4-yl  4-OCHj
1.293 CH) Bd. 5-Ci Thiazol—4-yl 2-CFy
1.294 C(H) Bd. 5-Cl Thiazol—4-yl 3-CF3
1.295 C(H) Bd. 5-Cl Thiazol—4-yl  4-CF3
1.296 C(H) Bd. 5-Ci Thiazol—4-yl 2-OCF3
1.297 C(H) Bd. &-Cl Thiazol—4-yl  3-OCF;
1.298 C(H) Bd. 5-Ci Thiazol—4-yi  4-OCF3
1.299 CH) Bd. 5-Cl Thiazol—4-yl 2-OCF,CF;
1.300 C(H) Bd. 5-Cl Thiazol—4-yl  3-OCF.CF:
1.301 C(H) Bd. 5-Cl Thiazol—4-yl 4-OCF.CF;
1.302 C(H) Bd. 5-Cl Thiazol-4-yl  2-OC;Fs
1.303 C(H) Bd. 5-Cl Thiazol —-4-yl  3-OC,Fs
1.304 C(H) Bd. 5-Cl Thiazol -4-yi  4-OC.Fs
1.305 C(H) Bd. 5-Ci Thiazof -4-yl  2-OCgHs
1.306 C(H) Bd. 5-Cl Thiazol -4-yl  3-OC¢Hs
1.307 C(H) Bd. 5-Cl Thiazoh-4-yl 4-OCgHs
1.308 C(H) Bd. 5-Cl Thiazok-4-yl 2-C(O)CeHs
1.309 C(H) Bd. 5-Ci ThiazoB-4-yl  3-C{O)CeHs
1.310 CH) Bd. 5-Cl ThiazoR-4-yl  4-C(O)CgHs
1.311 C(H) Bd. 6-C! H H
1.312 C(H) Bd. 6-Cl H 2-Cl
1.313 C(H) Bd. 6-Cl H 3-Cl
1.314 CH) Bd. 6-Cl H 4-Cl
1.315 C(H) Bd. §6-Cl H 2-F
1.316 C(H) Bd. 6-Ci H 3-F
1.317 C(H) Bd. 6-Cl H 4-F
1.318 C(H) Bd. 6-Cl H 2-CHj
1.319 C(H) Bd. 6-Cl H 3-CHj
1.320 C(H) Bd. 6-Cl H 4-CHj
1.321 C(H) Bd. 6-Cl H 2-OCH;
1.322 C(H) Bd. 6-Cl H 3-OCHs
1.323 C(H) Bd. 6-Ci H 4-OCHs
1.324 C(H) Bd. 6-Cl H 2-CFs
1.325 C(H) Bd. 6-Cl H 3-CF;
1.326 C(H) Bd. 6-Cl H 4-CF;
1.327 C(H) Bd. 6-Ci H 2-OCF;
1.328 C(H) Bd. 6-Cl H 3-OCF;
1.329 C(H) Bd. 6-Cl H 4-OCF3 oll
1.330 C(H) Bd. 6-Cl H 2-OCF,;CF;
1.331 C(H) Bd. 6-Cl H 3-OCF.CF;
1.332 C(H) Bd. 6-Cl H 4-OCF,CF,
1.333 CH) Bd. ¢&-Cl H 2-0OC:F;
1.334 C(H) Bd. 6-Cl H 3-0C;Fs
1.335 C(H) Bd. 6-Cl H 4-OC,Fs
1.336 C(H) Bd. 6-Cl H 2-OCgHs
1.337 C(H) Bd. 6-Cl H 3-OCgHs
1.338 C(H) Bd. 6-Cl H 4-OCgHs
1.339 C(H) Bd. 6-Cl H 2-C(O)CeHs
1.340 C(H) Bd. 6-Cl H 3-C(0)CeHs




WO 03/042184 PCT./EP02/12709
-42 -

. 1.341 C(H) Bd. 6-C3 H 4—C(0O)CeHs
1.342 C(H) Bd. 6-CCl CHs H
1.343 C(H) Bd. 6-C3l CHa, 2-Cl
1.344 C(H) Bd. 6-C2i CHs 3—Cl
1.345 C(H) Bd. 6-Ci CH; 4—Cl
1.346 C(H) Bd. 6-Ci CHs 2-F
1.347 C(H) Bd. 6-Cl CHs 3—F
1.348 C(H) Bd. 6-Cl CH, 4—F
1.349 C(H) Bd. 6-C7I CH, 2—CH,
1.350 C(H) Bd. 6-C3l CHs 3—CH,
1.351 C(H) Bd. 6-Ci CHs 4—CH;
1.352 C(H) Bd. 6-CCl CHs 2-0CHjs
1.353 C(H) Bd. 6-Ci CHs 3—0CH;
1.354 C(H) Bd. 6-C CHs 4—0CHjs
1.355 C(H) Bd. 6-CI CH, 2-CF,
1.356 C(H) Bd. 6-Cl CHs; 3—CF;
1.357 C(H) Bd. 6-Cl CHs 4—-CF3
1.358 C(H) Bd. 6-CCl CHs 2—-0CF;
1.359 C(H) Bd. 6-C2 CHs 3—-0CF3
1.360 C(H) Bd. 6-CI CHs 4—0CF3
1.361 C(H) Bd. 6-Ci CHa 2—0CF,CF;
1.362 C(H) Bd. 6-CCl CH, 3—OCF.CF;
1.363 C(H) Bd. 6-CCi CHa 4—~0CF,CF;
1.364 C(H) Bd. 6-CCl CHs 2—0GC,Fs
1.365 C(H) Bd. 6-CCl CHa 3—0C;Fs
1.366 C(H) Bd. 6-Cl CHs 4—0C,Fs
1.367 C(H) Bd. 6-Cl CHs 2—0GC¢Hs
1.368 C(H) Bd. 6-CCI CHs 3—0CsHs
1.369 C(H) Bd. 6-Ci CHs 4—0CgH;s
1.370 C(H) Bd. 6-CC CHs 2—C(0)CeHs
1.371 C(H) Bd. 6-CCI CHs 3—C(0)CeHs
1.372 C(H) Bd. 6-CCl CHs 4—C(O)CeHs
1.373 C(H) Bd. 6-Cl CF; Hi
1.374 C(H) Bd. 6-CCl CF, 2—Cl
1.375 C(H) Bd. 6-Cl CF; 3—Cl
1.376 C(H) Bd. 6-CCI CF, 4—Cl
1.377 C(H) Bd. 6-Cl CF3 2-F
1.378 C(H) Bd. 6-CCI CF; 3-—F
1.379 C(H) Bd. 6-CJ CF; 4-F
1.380 C(H) Bd. 6-C CF; 2—CHjs
1.381 C(H) Bd. 6-CCl CF; 3—CHs
1.382 C(H) Bd. 6-CCl CF; 4-CH;
1.383 C(H) Bd. 6-C2 CF; 2—-0CH3
1.384- C(H) Bd. 6-CCi CFs 3 -0CHs
1.385 C(H) Bd. 6-CC CF; 4 -OCHj3
1.386 C(H) Bd. 6-CCl CF; 2-CF;
1.387 C(H) Bd. 6-CC CF; 3 -CFs
1.388 C(H) Bd. 6-CJi CF; 4 -CF;
1.389 C(H) Bd. 6-Cl CF3 2 -OCF3
1.390 C(H) Bd. 6-C CF; 3 -OCF3;
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C(HR) Bd. 6-Cl CF3 4-OCF,3
1.392 C(H®) Bd. 6-Cl CF3 2-OCF:CF;
1.393 C(H®) Bd. 6-<Cl CF3 3-OCF.CF;
1.394 C(HR) Bd. 6-Cl CFs 4-OCF.CF,
1.395 C(HR) Bd. 6-Cl CF3s 2-OC,Fs
1.396 C(Hm) Bd. 6-Cl CF3 3-0OC;F5
1.397 Cc(Hm) Bd. 6<Cl CF, 4-OC,F5
1.398 C(HR) Bd. 6-<Cl CF3 2-OCgH;5
1.399 C(Ha) Bd. 6-Cl CF3; 3-OCgHs
1.400 c(Ha) Bd. &-Cl CF3 4-OCgHs
1.401 C(Hm) Bd. 6-Cl CF3; 2-C(0O)CgHs
1.402 C(H®) Bd. 6-Cl CF; 3-C(0)CgHs
1.403 C(HI) Bd. 6-Cl CF5 4-C(Q)CgHs
1.404 c(Hn) Bd. 6-Cl SCH; H
1.405 c(Ha) Bd. 6-Cl SCH, 2-Cl
1.406 C(Hm) Bd. 6-Cl SCH, 3-Cl
1.407 Cc(Hm) Bd. 6-Ci SCH, 4-Cl
1.408 C(H®) Bd. 6-Cl SCH; 2-F
1.409 Cc(He) Bd. 6-Cl SC=H; 3-F
1.410 C(HR) Bd. 6-Cl SCH, 4-F
1.411 c(a) Bd. 6-Cl SC=H; 2-CHj
1.412 C(HE) Bd. 6-Cl SCH; 3-CHj
1.413 c(He) Bd. &-Cl SCH, 4-CH,
1.414 c(Hs) Bd. 6-Cl SCH, 2-OCHj,
1.415 Cc(Hm) Bd. 6-Cl SC=H; 3-OCH;,
1.416 c(Hm) Bd. 6-Cl SC-H, 4-OCHj,
1.417 c(s) Bd. 6-Cl SCH, 2-CF;
1.418 C(HI) Bd. 6-Cl SCH, 3-CF;
1.419 C(HI) Bd. 6-Cl SCH; 4-CF;
1.420 C(HR) Bd. 6-Cl SCH, 2-OCF;
1.421 C(HI) Bd. 6-Cl SCH; 3-OCF;
1.422 C(HI) Bd. 6-Cl SCH; 4-OCF,
1.423 c(H) Bd. 6-Cl SCH, 2-OCF,CF,
1.424 CH:) Bd. 6-Cl SCH; 3-OCF.CF;
1.425 CH) Bd. 6-Cl SC H; 4-OCF,CF,
1.426 CH) Bd. 6-Cl SCH; 2-OC;F;
1.427 CH) Bd. 6-Ci " SCH; 3-0C;Fs
1.428 C(H) Bd. 6-Cl SC H; 4-OC,F5
1.429 CH) Bd. 6-Cl SC H; 2-OCgHs
1.430 CH) Bd. 6-Cl SC H; 3-OCeHs -
1.431 CcH ) Bd. 6-Ci SC Hg 4-OCsHs
1.432 CH) Bd. 6-Ci SC H; 2-C{0O)CsHs
1.433 CH) Bd. 6-Ci SC H;, 3-C(0)CeHs
1.434 CH) Bd. 6-Cl SC H; 4-C(0)CsHs
1.435 CH ) Bd. 6-CI Thiazol-4-yI H
1.436 CH) Bd. 6-Cl Thiazol-4-yl 2-Ci
1.437 CH) Bd. 6-Cl Thiazol-4-yl 3-Cl
1.438 CH) Bd. 6-Cl Thiazol-4-yi  4-Cl
1.439 CH) Bd. 6-Cl Thiazol-4-yi 2-F
1.440 CH) Bd. 6-Cl Thiazol-4-yi 3-F
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‘ 1.441 C:-(H) Bd. 6-Ci T hiazol-4-yl 4-F
1.442 C=(H) Bd. &-Cl T-hiazol-4-yl 2-CHj;
1.443 C=(H) Bd. 6-Cl T hiazol-4-yl  3-CHj,
1.444 C=(H) Bd. 6-Cl T hiazol-4-yl  4-CHs,
1.445 C=(H) Bd. 6-Cl T hiazol-4-yl  2-OCHg
1.446 C=(H) Bd. 6-Cl T hiazol-4-yl  3-OCHjs
1.447 C=(H) Bd. 6-Cl T hiazol-4-yl 4-OCHa
1.448 C=(H) Bd. 6-Cl T hiazol-4-yl 2-CF;
1.449 C=(H) Bd. &-Cl T hiazol-4-yl 3-CF3
1.450 C=(H) Bd. 6-Ci Thiazol-4-yl 4-CFg
1.451 C=(H) Bd. &-Cl T hiazol-4-yl 2-OCF,
1.452 C=(H) Bd. 6-Cl T hiazol-4-yl  3-OCF3;
1.453 C=(H) Bd. 6-Ci T hiazol-4-yl 4-OCF,3
1.454 C=(H) Bd. 6-Cl T hiazol-4-yl 2-OCF.CF,
1.455 C(H) Bd. 6-Cl T hiazol-4-yl 3-OCF.CF;
1.456 Ca(H) Bd. 6-Cl T hiazol-4-yl  4-OCF,CF,
1.457 CSH) Bd. 6-Ci T hiazol-4-yl  2-OC,Fs
1.458 cH) Bd. 6-Cl T hiazol-4-yl  3-OC,Fs
1.459 cH) Bd. 6-Cl T hiazol-4-yl 4-OC,Fs
1.460 Cz(H) Bd. 6-Cl T hiazol-4-yl 2-OCgHs
1.461 cH) Bd. 6-Cl T hiazol-4-yl  3-OCgHs
1.462 C(H) Bd. 6-Cl T hiazol-4-yl  4-OCgHs
1.463 CH) Bd. 6-Ci Thiazol-4-yl  2-C(O)CgHs
1.464 CH) Bd. 6-Ci Thiazol-4-yl  3-C(O)CeHs
1.465 CH) Bd. 6-Cl Thiazol4-yl 4-C(O)CsHs
1.466 cCH) Bd. 5-F H H
1.467 CS(H) Bd. 5-F H 2-Cl
1.468 CH) Bd. 5-F H 3-Cl
1.469 CH) Bd. 5-F H 4-Cl
1.470 CH) Bd. 5-F H 2-F
1.471 ) Bd. 5-F H 3-F
1.472 CCH) Bd. 5-F H 4-F
1.473 CH) Bd. 5-F H 2-CHjs
1.474 C(H) Bd. 5-F H 3-CHs
1.475 CC(H) Bd. 5-F H 4-CH,
1.476 CH) Bd. 5-F H 2-OCH4
1.477 CC(H) Bd. 5-F H 3-OCH;
1.478 CH) Bd. 5-F H 4-OCH;,
1.479 CH) Bd. 5-F H 2-CF;
1.480 CH) Bd. 5-F H 3-CF;
1.481 CH) Bd. 5-F H 4-CF,
1.482 CH) Bd. 5-F H 2-OCF3
1.483 CH) Bd. 5-F H 3-OCF,
1.484 CH) Bd. 5-F H 4-OCF;3 cryst.
1.485 C(H) Bd. 5-F H 2-OCF,CF,
1.486 CH) Bd. 5-F H 3-OCF,CF,
1.487 CH) Bd. 5-F H 4-OCF,CF;
1.488 CH) Bd. 5-F H 2-0OC;Fs
1.489 CH) Bd. 5-F H 3-0OC,F5
1.490 CH) Bd. 5-F H 4-OC,Fs
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‘ 1.491 C(H) 5-F 2-OCe=Hs
1.492 C(H) 5-F 3-OCe=Hs
1.493 C(H) 5-F 4-OCe=Hs
1.494 C(H) 5-F 2-C(O )CeHs
1.495 C(H) 5-F 3-C(O )CeHs
1.496 C(H) 5-F 4-C(O )CeHs
1.497 C(H) 5-F H
1.498 C(H) 5-F 2-Cl
1.499 C(H) 5-F 3-Cl
1.500 C(H) 5-F 4-C)
1.501 C(H) 5-F 2-F
1.502 C(H) 5-F 3-F
1.503 C(H) 5-F 4-F
1.504 C(H) 5-F 2-CHj
1.505 C(H) 5-F 3-CH,
1.506 C(H) 5-F 4-CHj
1.507 C(H) 5-F 2-0CH,
1.508 C(H) 5-F 3-0CH,
1.509 C(H) 5-F 4-OCH;
1510 C(H) 5-F 2-CF,
1.511 C(H) 5-F 3-CF3
1512 C(H) 5-F 4-CF3
1513 C(H) 5-F 2-0CF=,
1.514 C(H) 5-F 3-OCF;
1515 C(H) 5-F 4-OCF,
1516 C(H) 5-F 2-OCF=,CF,
1.517 C(H) 5-F 3-OCF,CF;
1.518 C(H) 5-F 4-OCF=,CF,
1.519 C(H) 5-F 2-0C; F;
1.520 C(H) 5-F 3-0Cz F;s
1.521 C(H) 5-F 4-0Ca. F;
1,522 C(H) 5-F 2-0OCgIH;
1.523 C(H) 5-F 3-OCstHs
1.524 C(H) 5-F 4-OCgMH;
1.525 C(H) 5-F 2-C(ODCeHs
1.526 C(H) 5-F 3-C(ODCeHs
1.527 C(H) 5-F 4-C(ODCeHs
1.528 C(H) 5-F H
1.529 C(H) 5-F 2-Cl
1.530 C(H) 5-F 3-Cl
1.531 C(H) 5-F 4-Cl
1.532 C(H) 5-F 2-F
1.533 C(H) 5-F 3-F
1.534 C(H) 5-F 4-F
1.535 C(H) 5-F 2-CH,
1.536 C(H) 5-F 3-CHs
1.537 C(H) 5-F 4-CHs
1.538 C(H) 5-F 2-0CHi,
1.539 C(H) 5-F 3-0CHi,
1.540 C(H) 5-F 4-OCH,
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1.5 41 C(H) Bd. 5F CF; 2-CF;
1.5 42 C(H) Bd. 5F CF; 3-CF3
1.5 43 C(H) Bd. 5F CF; 4-CF;
1.5 44 C(H) Bd. 5F CFs 2-COCF,
1.5 45 C(H) Bd. 5F CF; 3-OCF;
1.5 46 C(H) Bd. 5.F CF, 4-COCF;
1.5 47 C(H) Bd. 5F CF; 2-OCF,CF;
1.5 48 C(H) Bd. 5-F CF; 3-COOCF,CF;
1.5 49 C(H) Bd. 5F CF; 4-COOCF.CF;
1.5-50 C(H) Bd. 5-F CF; 2-OCzFs
1.5-51 C(H) Bd. 5F CF; 3-COC,Fs
1.582 C(H) Bd. 5-F CFj 4-COC,Fs
1.5853 C(H) Bd. 5-F CF; 2-OCgHs
1.554 C(H) Bd. 5-F CF; 3-COOCeHs
1.64%5 C(H) Bd. 5-F CF; 4-COCgHs
1.556 C(H) Bd. 5-F CF, 2-C(O)CgHs
1.557 C(H) Bd. 5-F CFy 3-C(0)CeHs
1.5458 C(H) Bd. 5-F CF; 4-C(0)CgHs
1.5559 C(H) Bd. 5-F SCH; H
1.5860 C(H) Bd. 5-F SCH; 2-Cl
1.5861 C(H) Bd. 5-F SCHs; 3-Cl
1.5862 C(H) Bd. 5-F SCH, 4-ClI
1.5663 C(H) Bd. =-F SCH; 2-F
1.5864 C(H) Bd. &-F SCH;, 3-F
1.5665 C(H) Bd. 5-F SCHa 4-F
1.6666 C(H) Bd. &=-F SCHg 2-CH,
1.5687 C(H) Bd. &-F SCHs 3-CHs
1.568 C(H) Bd. &-F SCHS3 4-CH;
1.569 C(H) Bd. 5=-F SCHs; 2-OCHjg
1.570 C(H) Bd. 5-F SCHs, 3-(OCH;
1.571 C(H) Bd. &=-F SCH, 4-COCH;,
1.572 C(H) Bd. 5-F SCH; 2-CF;
1.673 C(H) Bd. 5--F SCHs, 3-CF;
1.574 C(H) Bd. 5 -F SCH; 4-CF;
1.575 C(H) Bd. 5 -F SCHs 2-OCF,
1.576 C(H) Bd. 5 -F SCH;3 3-OCF;
1.577 C(H) Bd. 5 -F SCH, 4-OOCF;
1.5278 C(H) Bd. 5 -F SCHs3 2-OCF,CF;
1.5%79 C(H) Bd. 5 -F SCH, 3-(OCF,CF;
1.580 C(H) Bd. 5 -F SCHs; 4-OCF,CF;
1.5831 C(H) Bd. 5 -F SCH3 2-OC,Fs
1.6632 C(H) Bd. 5 -F SCHs; 3-OC,Fg
1.5833 C(H) Bd. 5 -F SCHs3 4-OC,Fs
1.5634 C(H) Bd. 5 -F SCHjy 2-COCsH;
1.8635 C(H) Bd. 5-F SCHg 3-OCsHs
1.5836 C(H) Bd. 5 -F SCHs 4-OCqH;
1.6837 C(H) Bd. 5 -F SCH3 2-C=(0)CeHs
1.6638 C(H) Bd. 5 -F SCHs 3-C(0)CeHs
1.56839 C(H) Bd. 5 -F SCHa 4-C=(0)CgHs
1.590 C(H) Bd. 5 ~F Thiazol-4-yi H




w0 03/042184

PCT/EP02/1.2709

-47 -
‘ 1.591 C(H) Bd. 5-F Thiazol-4-yl 2-Cl
1.592 C(H) Bd. 5-F Thiazol-4-yl  3-Cl
1.593 C(H) Bd. b&-F Thiazol-4-yl  4-Cl
1.594 C(H) Bd. 5-F Thiazol-4-yl 2-F
1.5986 C(H) Bd. 5-F Thiazol-4-yl  3-F
1.596 CH) Bd. 5-F Thiazol-4-yl  4-F
1.597 C(H) Bd. 5-F Thiazol-4-yl 2-CH;
1.698 C(H) Bd. &-F Thiazol-4-yl 3-CtH,
1.599 C(H) Bd. 5-F Thiazol-4-yl 4-CH;
1.600 C(H) Bd. 5&-F Thiazol-4-yl 2-O®CHj;
1.601 C(H) Bd. &-F Thiazol4-yl 3-O&CHj
1.602 C(H) Bd. &-F Thiazol-4-yl 4-O®CHj,
1.603 C(H) Bd. 5-F Thiazol-4-yl 2-ClF;
1.604 C(H) Bd. 5-F Thiazol-4yl 3-CIlF;
1.605 C(H) Bd. 5-F Thiazol-4-yl 4-ClF;
1.606 C(H) Bd. 5-F Thiazol-4yl 2-O CF;
1.607 C(H) Bd. 5-F Thiazol-4-yl 3-O CF;
1.608 C(H) Bd. 5-F Thiazol-4-yl 4-O CF;
1.609 CH) Bd. 5&-F Thiazol-4-yl 2-O CFiCF;
1.610 C(H) Bd, &-F Thiazol-4-yl  3-O-CF.CF;
1.611 C(H) Bd. 5-F Thiazol-4-yi  4-O-CF.CF;
1.612 C(H) Bd. 5&-F Thiazol-4-yl 2-O=CyFs
1.613 CH) Bd. &-F Thiazol-4-yl ~ 3-O=CyFs
1.614 C(H) Bd. 5&-F Thiazol-4-yl  4-OmC,F;
1.615 C(H) Bd. 5-F Thiazol-4-yl  2-O»CgHg
1.616 C(H) Bd. 5-F Thiazol-4-yl  3-O®CgHs
1.617 C(H) Bd. 5-F Thiazol-4-yl . 4-OBCgHs
1.618 C(H) Bd. 5-F Thiazol-4-yl 2-C=(0)CgHs
1.619 C(H) Bd. 5&-F Thiazol-4-yl ~ 3-C=(0)CeHs
1.620 C(H) Bd. 5-F Thiazol-4-yl  4-C=(0)CeHs
1.621 C(H) Bd. 5-CN H H
1.622 C(H) Bd. 5-CN H 2-Cl
1.623 C(H) Bd. 5-CN H 3-C=l
1.624 C(H) Bd. 5-CN H 4-C2l
1.625 C(H) Bd. 5-CN H 2-F
1.626 C(H) Bd. 5-CN H 3-F
1.627 C(H) Bd. 5-CN H 4-FF
1.628 C(H) Bd. 5-CN H 2-CH;
1.629 CH) Bd. 5-CN H 3-CHj,
1.630 C(H) Bd. 5-CN H 4-CCH;
1.631 C(H) Bd. 5-CN H 2-(OCH;
1.632 C(H) Bd. 5-CN H 3-OCH;4
1.633 C(H) Bd. 5-CN H 4-COCH;
1.634 C(H) Bd. 5-CN H 2-CF;
1.635 C(H) Bd. 5CN H 3-CF;
1.636 C(H) Bd. 5-CN H 4-CCF;
1.637 C(H) Bd. 5-CN H 2-COCF;
1.638 C(H) Bd. 5-CN H 3-COCF; "
1.639 C(H) Bd. 5-CN H 4-COCF; m.p. 166°
1.640 C(H) Bd. 5-CN H 2-COCF.CF,
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1.6=11 CH) Bd.  5CN H 3-OCF.CF;
1.6=92 CH) Bd. SCN H 4-OCF.CF;
1.6=13 CH) Bd. 5CN H 2-0C,Fs
1.6=14 CHH Bd. 5CN H 3-OC5Fs
1.615 CH Bd. 5CN H 4-OCFs
1.6236 C(H Bd. -5CN H 2-OC¢Hs
1.647 CH) Bd. -5CN H 3-OC¢Hs
1.6238 CHY Bd. :5CN H 4-OC;Hs
1.6219 CH) Bd. =5.CN H 2-C(O)CeHs
1.6550 CH) Bd. #5.CN H 3-C(0)CeHs
1.651 CH) Bd. sS.CN H 4-C(O)CeHs
1.652 CH) Bd. &N CHs H
1.653 C(H Bd. &5.CN CHs 2-Cl
1.654 CH) Bd. =CN CH;, 3-Cl
1.655 CH) Bd. &-CN CH, 4-C
1.656 CH) Bd. &<CN CH, 2-F
1.657 CH Bd. 5<CN CH, 3-F
1.658 C(H) Bd. S<CN CHa 4F
1.659 CH Bd. SoON CH, 2-CH,
1.660 CH) Bd. 5N CH, 3-CHj
1.66 1 CH) Bd. 5-CN CHs 4-CHs
1.66 2 C(H) Bd. &5-<N CHs, 2-OCH,
1.66 3 CH) Bd. 5N CH, 3-OCHj
1.66 4 CH) Bd. 5-<CN CHa 4-OCHs
1.66 5 CH) Bd. &<CN CHa 2-CF3
1.66 & CH) Bd. &-<N CHs 3-CF5
1.6677 CH) Bd. 5-CN CH, 4-CFy
1.668 C(H) Bd. 5-CN CHs, 2-OCF,
1.669 CH) Bd. S-CN CHa, 3-OCF;
1.670 CH) Bd. 5&-CN CH, 4-OCF,
1.671 CH) Bd. 5-CN CHs 2-OCF.CF,
1.672 CH) Bd. 5-CN CHs 3-OCF.CF,
1,673 CH) Bd. 5 -CN CHs 4-OCF,CF,
1.67<1 CH) Bd. 5-CN CHs 2-0C,Fs
1.675 CH) Bd. 5-CN CHa 3-OC.Fs
1.676 CH) Bd. 5—CN CHs -4-OC,Fs
|.677 C(H Bd. 5—CN CH, 2-OCgHs
1.6763 CH) Bd. 5—CN CHs, B-OCqHs
1.679 CH) Bd. 5—CN CH, ~4-OCgHs
1.680 C(H) Bd. 5—CN CHa =-C(0)CeHs
|68t C(H Bd. 5—OCN CH, =3-C(O)CsHs
1.68= C(H Bd. 5—CN CHs ~4-C(O)CeHs

.68 C(H) Bd. 5—CN CF3 oy
684 C(H) Bd. 5—CN CF, =.Cl
685 C(H} Bd. 5—CN CFs =3-Cl
686s CH) Bd. 5—CN CF, =-Cl
687~ C(H) Bd. 5-CN CFs o2-F
688 C(H) Bd. 5—CN CFs 3F
689 C(H  Bd. 5—CN CFs ~F
690 CH) Bd. 5-CN CF, =-CH,
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@ = CH) Bd. 5CN CF, 3cH,
1.692 CH) Bd 5CN CFs 4-CHs
1.693 CH) Bd 5CN CFs 2-OCH,
1.694 C(H) Bd. 5-CN CF; 3-OCHj;
1.695 C(H) Bd. 5-CN CF; 4-OCHj;
1.696 CH) Bd. 5-CN CF; 2-CF3
1.697 C(H) Bd. 5-CN CF; 3-CF;
1.698 C(H) Bd. 5CN CFs 4-CF,
1.699 C(H) Bd. 5-CN CF; 2-OCF;
1.700 C(H) Bd. 5-CN CF; 3-0OCF;
1.701 CH) Bd. 5CN CFs 4-OCF,
1.702 C(H) Bd. 5-CN CF; 2-OCF.CF;
1.703 CH Bd. 5-CN CFs 3-OCF,CF,
1.704 C(H) Bd. 5-CN CF; 4-OCF,CF,
1.705 C(H) Bd. 5-CN CF; 2-0OC,Fs
1.706 C(H) Bd. 5CN CFa 3-0C,Fs
1.707 C(H) Bd. 5-CN CF; 4-OC,Fs
1.708 C(H) Bd 5CN CFa 2-0CeHs
1.709 CH) Bd. 5-CN CF; 3-OC¢Hs
1.710 C(H) Bd. 5CN CFs 4-OCqHs
1.711 CH) Bd. 5CN CFs 2-C(O)CeHs
1.712 C(H) Bd. 5-CN CF3 3-C(0O)CeHs
1.713 C(H) Bd. 5CN CFs 4-C(O)CeHs
1.714 C(H) Bd. 5-CN SCH3 H
1.715 C(H) Bd. 5-CN SCHj 2-Cl
1.716 C(H) Bd. 5-CN SCHs, 3-Cl
1.717 C(H) Bd. 5-CN SCH; 4-Cl
1.718 C(H) Bd. 5-CN SCHs; 2-F
1.719 C(H) Bd. 5-CN SCH; 3-F
1.720 C(H) Bd. 5-CN SCH;s 4-F
1.721 C(H) Bd. 5-CN SCH; 2-CHg
1.722 C(H) Bd. 5-CN SCHj; 3-CH;
1.723 C(H) Bd. 5-CN SCHj; 4-CH,
1.724 C(H) Bd. 5-CN SCH;s 2-OCHg
1.725 C(H) Bd. 5-CN SCH, 3-OCH;
1.726 C(H) Bd. 5-CN SCH3 4-OCH;
1727 C(H) Bd. 5CN SCH, 2-CF,
1.728 C(H) Bd 5-CN SCHa 3-CFs
1.729 C(H) Bd. 5-CN SCH; 4-CF4
1.730 C(H) Bd. 5-CN SCH; 2-OCF;
1.731 C(H) Bd. 5-CN SCH; 3-0OCF;
1732 C(H) Bd. 5CN SCHs 4-OCF,
1.733 C(H  Bd. 5-CN SCHs 2-OCF;CF:
1.734 C(H) Bd. 5CN SCHa 3-OCF,CF.
1.735 CH) Bd. 5CN SCH, 4-OCF,CF.
1.736 C(H) Bd. 5-CN SCHs 2-0OC,Fs
1.737 CH) Bd. 5-CN SCH, 3-00.F.
1.738 C(H) Bd. 5-CN SCH, 4-OC,F,
1.739 CH) Bd. 5ON SCH, 2-00H,
1.740 C(H) Bd. 5-CN SCH; 3-OCsHsg
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1.741 C(H) Bd. 5-CN SCHa, 4-0CgH3;5
1.742 C(H) Bd. 5-CN SCHj 2-C(O)CTSgHs
1.743 C(H) Bd. 5-CN SCH; 3-C(0)eHs
1.744 c(H) Bd. 5-CN SCH; 4-C(O)CCHs
1.745 C(H) Bd. 5-CN Thiazol-4-yl H
1.746 C(H) Bd. 5-CN Thiazol-4-yl  2-Ci
1.747 C(H) Bd. 5-CN Thiazol-4-yl  3-Cl
1.748 C(H) Bd. 5-CN Thiazol-4-yl  4-Ci
1.749 C(H) Bd. 5-CN Thiazol-4-yl 2-F
1.750 C(H) Bd. 5-CN Thiazol-4-yl  3-F
1.751 C(H) Bd. 5-CN Thiazol-4-yl  4-F
1.752 C(H) Bd. 5-CN Thiazol-4-yl 2-CHg
1.753 C(H)  Bd. 5-CN Thiazol-4-yl  3-CHg
1.754 C(H) Bd. 5-CN Thiazol-4-yl  4-CHj,
1.755 C(H) Bd. 5-CN Thiazol-4-yl 2-OCH=
1.756 C(H) Bd. 5-CN Thiazol-4-y] 3-OCH—
1.757 C(H) Bd. 5-CN Thiazol-4-yi 4-OCH—
1.758 C(H) Bd. 5:CN Thiazol-4-yl 2-CF;
1.759 C(H) Bd. 5-CN Thiazol-4-yl  3-CF;
1.760 C(H) Bd. 5-CN Thiazol-4-yl  4-CF3
1.761 C(H) Bd. 5-CN Thiazol-4-yl 2-OCF=
1.762 C(H) Bd. 5-CN Thiazol-4-yl 3-OCF=
1.763 C(H) Bd. 5-CN Thiazol-4-y] 4-OCFaa
1.764 C(H) Bd. 5-CN Thiazol-4-yl 2-OCF=CF,
1.765 C(H) Bd. 5-CN Thiazol-4-yl 3-OCFxCF,
1.766 C(H) Bd. 5-CN Thiazol-4-yi  4-OCF=CF,
1.767 C(H) Bd. 5-CN Thiazol-4-yl 2-OC;F—;
1.768 C(H) Bd. 5-CN Thiazol-4-yl  3-OC.F;
1.769 C(H) Bd. 5-CN Thiazol-4-yl  4-OC.F§
1.770 C(H) Bd. 5-CN Thiazol-4-yl  2-OCgt;5
1.771 C(H) Bd. 5-CN Thiazol-4-yl  3-OCgt3;s
1.772 C(H) Bd. 5-CN Thiazol-4-yl  4-OCst;
1.773 C(H) Bd. &-CN Thiazol-4-yl  2-C{O)CTHs
1.774 C(H) Bd. 5-CN Thiazol-4-yl  3-C(O)CSsHs
1.775 C(H) Bd. 5-CN Thiazol-4-yl  4-C{O)CHs
1.776 C(H) Bd. 5-OCHj, H H
1.777 C(H) Bd. 5-OCHj; H 2-Cl
1.778 cH) Bd. 5-OCHj; H 3-Ci
1.779 C(H) Bd. 5-QCHj, H 4-C)
1.780 C(H) Bd. 5-OCH; H 2-F
1.781 C(H) Bd. 5-OCH; H 3-F
1.782 C(H) Bd. 5-OCHj3 H 4-F
1.783 C(H) Bd. 5-OCH;, H 2-CHj
1.784 C(H) Bd. 5-QCHa, H 3-CH3
1.785 C(H) Bd. 5-OCH; H 4-CH3
1.786 C(H) Bd. 5-OCH3 H 2-OCH=
1.787 CH) Bd. 5-0CH; H 3-OCH=—
1.788 C(H) Bd. 5-OCHj; H 4-OCHz
1.789 C(H) Bd., 5-OCHj; H 2-CF3
1.790 C(H) B8d. 5-OCHj; H 3-CF4
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@ 75 C(H) Bd.  5-0CH; H 4-CF,
1.792 C(H) Bd. 5-OCHa; H 2-OCF,
1.793 C(H) Bd. 5-OCH3 H 3-OCF;
1.794 C(H) Bd. 5-OCHj, H 4-OCF;
1.795 C(H) Bd. 5-OCHjs H 2-OCF,CF,
1.796 C(H) Bd. 5-OCHjs H 3-OCF,CF,
1.797 C(H) Bd. 5-OCHs H 4-OCF,CF,
1.798 C(H) Bd. 5-OCHs H 2-OC,Fs
1.799 C(H) Bd. 5-OCHjs H 3-OC,F;s
1.800 C(H) Bd. 5-OCHs H 4-OC,Fs
1.801 C(H) Bd. 5-OCH;3 H 2-OC¢Hs
1.802 C(H) Bd. 5-OCH; H 3-OC¢Hs
1.803 C(H) Bd. 5-OCH, H 4-OCHs
1.804 C(H) Bd. 5-OCHs H 2-C(O)CeHs
1.805 C(H) Bd. 5-OCHa H 3-C(O)CeHs
1.806 C(H) Bd. 5-OCHj H 4-C(O)CeHs
1.807 C(H) Bd. 5-OCH; CHgs H
1.808 C(H) Bd. 5-OCH; CHs; 2-Cl
1.809 C(H) Bd. 5-OCHs CHs 3-Cl
1.810 C(H) Bd. 5-OCHj CHs 4-Cl
1.811 C(H) Bd. 5-OCHs CHs 2-F
1.812 C(H) Bd. 5-OCHs CHs 3-F
1.813 C(H) Bd. 5-OCHs; CHs 4-F
1.814 C(H) Bd. 5-OCHj; CHs 2-CH3
1.815 C(H) Bd. 5-OCHj; CHs 3-CH3
1.816 C(H) Bd. 5-OCH3; CH; 4-CHs
1.817 C(H) Bd. 5-OCHg CHs 2-OCHj
1.818 C(H) Bd. 5-OCH; CHj 3-OCHj
1.819 C(H) Bd. 5-OCHs; CH, 4-OCH;
1.820 C(H) Bd. 5-OCHa, CHaj 2-CF;

1.821 C(H) Bd. 5-OCH; CHs 3-CF;
1.822 C(H) Bd. 5-OCH;, CHa 4-CF;
1.823 C(H) Bd. 5-OCHs; CHs; 2-OCF,
1.824 C(H) Bd. 5-OCH; CHs 3-OCF;
1.825 C(H) Bd. 5-OCHj; CHj 4-OCF;
1.826 C(H) Bd. 5-OCH3; CHs 2-OCF.CF,
1.827 C(H) Bd. 5-OCH; CHs 3-OCF.CF;
1.828 C(H) Bd. 5-OCH;, CHj 4-QOCF,CF,
1.829 C(H) Bd. 5-OCH3 CHg 2-OC,F5
1.830 C(H) Bd. 5-OCH3 CHs 3-0C;Fs
1.831 C(H) Bd. 5-OCH3 CHg; 4-OC,F5
1.832 C(H) Bd. 5-OCH, CH; 2-OCgHs
1.833 C(H) Bd. 5-0OCH;, CHs 3-OCgHs
1.834 G(H) Bd. 5-0OCH; CHjs 4-OCgHs
1.835 C(H) Bd. 5-OCHs CH;, 2-C(O)CeHs
1.836 C(H) Bd. 5-OCHs CH;, 3-C(O)CsHs
1.837 C(H) Bd. 5-OCH, CHs 4-C(O)CsHs
1.838 C(H) Bd. 5-OCHa CFs H

1.839 C(H) Bd. 5-OCHj; CF; 2-Cl

1.840 C(H) Bd. 5-OCH5 CF3 3-Cl
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Q= C(H) Bd. 5-OCHs CFa 4-Cl
1.842 C(H) Bd. 5-OCH; CFa 2-F
1.843 C(H) Bd. 5-OCHs CF= 3-F
1.844 C(H) Bd. 5-OCHs CF= 4-F
1.845 C(H) Bd. 5-OCHs CF= 2-CHs
1.846 C(H) Bd. 5-OCH; CF= 3-CHs
1.847 C(H) Bd. 5-OCH, CF= 4-CHs
1.848 C(H) Bd. 5-OCHs CF= 2-OCH;,
1.849 C(H) Bd. 5-OCH, CF= 3-OCHj,
1.850 C(H) Bd. 5-OCH, CF= 4-OCHj,
1.851 C(H) Bd. 5-OCHs CF= 2-CF,
1.852 C(H) Bd. 5-OCHs CF= 3-CF;
1.853 C(H) Bd. 5-OCH; CF= 4-CF;
1.854 C(H) Bd. 5-OCH; CF= 2-OCF;
1.856 C(H) Bd. 5-OCHs CF= 3-OCF,
1.856 C(H) Bd. 5-OCHs CFo 4-OCF;
1.857 C(H) Bd. 5-OCH, CF= 2-OCF,CF,
1.858 C(H) Bd. 5-OCHs CF= 3-OCFCF,
1.859 C(H) Bd. 5-OCH; CF=s 4-OCF,CF,
1.860 C(H) Bd. 5-OCH, CF= 2-OC;Fs
1.861 C(H) Bd. 5-OCHs CFs 3-OC;Fs
1.862 C(H) Bd. 5-OCH, CFo 4-OC:Fs
1.863 C(H) Bd. 5-OCHs CF= 2-OCgHs
1.864 C(H) Bd. 5-OCH, CF= 3-OCsHs
1.865 C(H) Bd. 5-OCH, CF= 4-OCgHs
1.866 C(H) Bd. 5-OCHs CF= 2.C(O)CeHs
1.867 C(H) Bd. 5-OCH, CFs 3-C(0)CeHs
1.868 C(H) Bd. 5-OCHs CF= 4-C(O)CeHs
1.869 C(H) Bd. 5-OCH, SCH; H
1.870 C(H) Bd. 5-OCHs SC_H, 2-Cl
1.871 C(H) Bd. 5-OCHs SC H; 3-Cl
1.872 C(H) Bd. 5-OCHs SC_H; 4-Cl
1.873 C(H) Bd. 5-OCHj SCH; 2-F
1.874 C(H) Bd. 5-OCHs SC H; 3-F
1.875 C(H) Bd. 5-OCHs SC H; 4-F
1.876 C(H) Bd. 5-OCHs SC H; 2-CH,
1.877 C(H) Bd. 5-OCH, SC H; 3-CH,
1.878 C(H) Bd. 5-OCHs SC H; 4-CH,
1.879 C(H) Bd. 5-OCH, SC H, 2-OCH;,
1.880 C(H) Bd. 5-OCH, SC H; 3-OCH;,
1.881 C(H) Bd. 5-OCH; SC H; 4-OCHj
1.882 C(H) Bd. 5-OCHs SC H; 2-CF,
1.883 C(H) Bd. 5-OCH, SC H; 3-CFs
1.884 C(H) Bd. 5-OCHs SC H; 4-CF,
1.885 C(H) Bd. 5-OCHs SC H; 2-OCF;
1.886 C(H) Bd. 5-OCHs SC H; 3-OCF;
1.887 C(H) Bd. 5-OCH; SC H; 4-OCF;
1.888 C(H) Bd. 5-OCHs SC H; 2-OCF,CF,
1.889 C(H) Bd. 5-OCHs SC H; 3-OCF:CF,
1.890 C(H) Bd. 5-OCHs SC H; 4-OCF;CF,
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1 891 C(H) Bd. 5-OCHj3 SCHj 2-OC;F;
1 .892 C(H) Bd. 5-OCHs SCH; 3-0OC,F;
1 .893 C(H) Bd. 5-OCHs; SCH3 4-OC,Fg
1 .894 C(H) Bd. 5-OCHg; SCH; 2-0OCgH;
1 .895 C(H) Bd. 5-OCHs SCH3 3-OCgHs
1 .896 C(H) Bd. 5-OCHj, SCHs 4-OCgHs
1 897 C(H) Bd. 5-0OCH3 SCHa, 2-C(0O)CgHs
1 .898 C(H) Bd. 5-OCH3 SCHs 3-C(0)CeHs
1 .899 C(H) Bd. §-OCHa SCH; 4-C(O)CeHs
1 .900 C(H) Bd. 5-OCH, Thiazol-4-yl H
1 .901 C(H) Bd. 5-OCH; Thiazol-4-yl 2-Cl
1 .902 C(H) Bd. 5-OCH; Thiazol-4-yi 3-Ci
1 .903 C(H) Bd. 5-OCHj4 Thiazol-4-yl 4-Cl
1 .904 C(H) Bd. 5-OCHj Thiazol-4-yl 2-F
1 .905 C(H) Bd. 5-OCH, Thiazol-4-yl 3F
1 .906 C(H) Bd. §-OCH;, Thiazol-4-yl 4-F
1 .907 C(H) Bd. 5-OCH; Thiazol-4-yl 2-CHj3
1 .908 C(H) Bd. 5-OCHs Thiazol-4-yl  3-CHjg
1 909 C(H) Bd. 5-OCH;, Thiazol-4-yl  4-CH,
1 .910 C(H) Bd.  5-OCH; Thiazol-4-yl  2-OCHjg
1 911 C(H) Bd. 6-OCHj Thiazol-4-yl  3-OCHs
1 .912 CH)  Bd. 5-OCHs Thiazol-4-yl 4-OCH3
1 .913 C(H) Bd. 5-OCH, Thiazol-4-yl 2-CF;
1 .914 C(H) Bd. 5-OCH; Thiazol-4-yl 3-CF3
1 915 C(H) Bd. 5-OCHj; Thiazol-4-y1 4-CF;
1 916 C(H) Bd. 5-OCHs3 Thiazol-4-yl 2-OCF3
1 .917 C(H) Bd. 5-OCH3 Thiazol-4-yl 3-OCF3
1 .918 C(H) Bd. 5-OCH, Thiazol-4-yl 4-OCF3
1 919 C(H) Bd. 5-OCH; Thiazol-4-yl  2-OCF.CF.
1 .920 C(H) Bd. 5-OCHs Thiazol-4-yl  3-OCF.CF,
1 .921 C(H) Bd. -5-OCH3; Thiazol-4-yl 4-OCF,CF,
1 .922 C(H) Bd. 5-OCH; Thiazol-4-yl 2-OC,Fs
1 .923 C(H) Bd. 5-OCH,4 Thiazol-4-yl 3-OC.Fs
1 .924 C(H) Bd. 5-OCH; Thiazol-4-yl 4-0OC,Fs
1 .925 C(H) Bd. 5-OCHj, Thiazol-4-yl 2-OCgHs
1 .926 C(H) Bd. 5-QCH; Thiazol-4-yl 3-OCeHs
1 .927 C(H) Bd. 5-0OCH;4 Thiazol-4-yl 4-OCgHs
1 .928 C(H) Bd. =5-OCH; Thiazol-4-yl  2-C(O)CeHs
1 .929 C(H) Bd. =%5-OCH; Thiazol-4-yl 3-C(0O)CgHs
1 .930 C(H) Bd. =5-OCH, Thiazol-4-yl  4-C(O)CeHs
1 .931 C(H) Bd. ~4-OCH;, H 4-CF3 m.p. 171°
1 .932 C(H) Bd. ~4-OCHjg H 4-OCF3 m.p. 174°
1 .933 C(H) Bd. -“4-OCHCeHs H 4-OCF3 m.p. 73°
1 .934 C(H) Bd. 5-NO, H 4-OCF, m.p. 190°
1 .935 C(H) CH, H H H
1 .936 C(H) CH: H H 2-Cl
1 .937 C(H) CH, H H 3-Cl
1 .938 C(H) CH, H H 4-C|
1 .939 C(H) CH; H H DF
1 .940 C(H) CH, H H -3-F
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@ 5= CH) CH; H H aF
1.942 CH CH: H H 2-CH,
1.9433 C(H) CHa H H 3-CHs
1.934 C(H) CH2 H H 4-CH,3
1.9435 C(H) CH: H H 2-OCHs;
1.9416 CH) OCH: H H 3-OCHs
1.9497 C(H) CH: H H 4-OCH3,
1.948 C(H) CH: H H 2-CF;
1.9519 CH CH. H H 3-CF,
1.9550 CH) CH, H H 4-CF,
1.9551 CH CH, H H 2-OCF;
1.9552 CHf CH. H H 3-OCFs
1.9553 C(H) CH, H H 4-OCF;
1.954 CH CH. H H 2-OCF;CF;
1.955 C(H) CH; H H 3-OCF,CF;
1.956 C(H) CH; H H 4-OCF.CF,
1.9557 CH CH: H H 2-OC,Fs
1.9558 CH) CH: H H 3-OC,Fs
1.959 C(H) CH, H H 4-0OC,Fs
1.9630 CH CH. H H 2-OCeHs
1.9631 C(H) CHz H H 3-0C¢Hs
1.9652 C(H) CH; H H 4-OCgHs
1.9653 GH) CH: H H 2-C(0)CeHs
1.9654 CH) GCHs H H 3-C(O)CeHs
1.9655 CH) CH. H H 4-C(O)CeHs
1.9656 C(H) CH;, H CH,
1.9657 C(H) CHgz H CH;, 2-Cl
1.9658 CH) CH: H CH, 3-Cl
1.969 C(H) CHg H CH, 4-C!
1.9%70 CH CH. H CHs 2-F
1.971 C(H) CH2 H CHs; 3-F
1.972 C(H) CH; H CH; 4-F
1.973 C(H) CH» H CH; 2-CHs
1.9~74 C(H) CH: H CHs; 3-CH3
1.9%5 C(H) CH:2 H CH; 4-CHj
1.9476 C(H) CH; H CH; 2-OCH3
1.9~77 C(H) CHz H CH; 3-OCHg3
1.978 C(H) CH; H CHj 4-OCHj;
1.979 CH CH, H CH, 2-CF,
1.9830 C(H) CH: H CHs 3-CF3
1.931 C(H) CHa H CHs; 4-CF5
1.9633 CH CH. H CHs 3-OCF,
1.0634 CH) CH, H CHs 4-OCF,
1.9835 C(H) CH.z H CH; 2-OCF,CF,
1.937 C(H) CHz H CHg 4-OCF,CF,
1.938 C(H) CHa H CH; 2-0OC,Fs
1.9839 C(H) CH2 H CHs; 3-0C,Fs
1.930 C(H) CH- H CHj3 4-0C,Fs
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1.997 CH)  CHz H CH 5-CoCaHs
1.992 C(H) CH, H CHs; 3-COCgHs
1.993 C(H) CH, H CH; 4-COCeHs
1.994 C(H) CH, H CH, 2-C(O)CeHs
1.995 C(H) CH, H CH; 3-C(0)CeHs
1.996 CH CH, H CHj 4-C(0)CeHs
1.997 CH) CH, H CFs H
1.998 C(H) CH. H CFs 2-Cj
1.999 CH) CH: H CFs 3-Cl
1.1000 CH) CH: H CFs 4-Cl
1.1001 CH) CH, H CF; 2-F
1.1002 C(H) CH, H CF; 3-F
1.1003 C(H) CH, H CFs 4-F
1.1004 CH CH. H CFs 2-CoHy
1.1005 CH CH. H CFs 3-CHs
1.1006 C(H) CH: H CF3 4-CCH,
1.1007 CH) CH, H CF; 2-COCH;,
1.1008 CH) CH, H CFa 3-OCH;
1.1009 CH CH, H CFs 4-OCH;
1.1010 C(H) CH, H CF; 2-CF;
1.1011 C(H) CH: H CF; 3-CF;
1.1012 C(H) CH: H CFs 4-CF,
1.1013 C(H) CH, H CF; 2-OCF,
1.1014 CH) CH, H CFs 3-COCF,
1.1015 C(H) CH, H CF; 4-COOCF;
1.1016 CH) CH» H CF; 2-C3CF,CF,
1.1017 C(H) CH, H CF; 3-COCF.CF,
1.1018 CH) CHs H CFs 4-CCF,CF,
1.1019 C(H) CH: H CFs 2-OC,F;
1.1020 CH) CH. H CFs 3-OC,F,
1.1021 C(H) CH H CF; 4-OC,F5
1.1022 C(H) CH: H CF, 2-COCsHs
1.1023 C(H) CH, H CF;3 3-CCgH;5
1.1024 CH) CH: H CF, 4-C5CeHs
1.1025 CH) CHz H CFa 2.C=(0)CgHs
1.1026 C(H) CH H CF; 3-C=(0)CgHs
1.1027 C(H) CH, H CF; 4-C=(0)CsHs
1.1028 C(H) CH, H SCHa H
1.1029 C(H) CH, H SCH; 2-C-1
1.1030 C(H) CH. H SCH; 3-C |
1.1031 CH) CH. H SCHs 4-C |
1.1032 CH) CH. H SCH, o.F
1.1033 C(H) CH. H SCH; 3-F
1.1034 C(H) CH, H SCH3 4-F
1.1035 C(H) CH: H SCHs 2-C H,
1.1036 C(H) CH, H SCH3 3-C H,
1.1037 C(H) CH: H SCHa 4-C H;
1.1038 C(H) CH. H SCHs 2-O CH;
1.1039 C(H) CH: H SCHs 3-O CH,3
1.1040 C(H) CH, H SCHs 4-O CHs
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@ o CH) CH: H SCH, 2-CFs

C(H) CH, H SCH, 3-CF,3

C(H) CH; H SCH; 4-CF,

C(H) CH, H SCH, 2-OCF,3
C(H) CH, H SCH, 3-OCF;
C(H) CH, H SCH, 4-OCF3
C(H) CH, H SCH, 2-OCF.C F;
C(H) CH, H SCH, 3-OCF.C F;
C(H) CH, H SCH, 4-OCF.C F,
C(H) CH, H SCH, 2-0OC;Fs
C(H) CH, H SCHs 3-0OC;Fs
C(H) CH. H SCH; 4-0OC;Fs
C(H) CH, H SCHs 2-OCgHs
C(H) CH. H SCH, 3-OCgHs
C(H) CH, H SCH, 4-OCgHs
C(H) CH, H SCH; 2-C(O)Ce Hs
C(H) CH, H SCH; 3-C(0)Ce Hs
C(H) CH: H SCH, 4-C(0O)Cs Hs
C(H) CH, H Thiazol-4-yl H

C(H) CH, H Thiazol-4-yl  2-Cl

C(H) CH. H Thiazol-4-yl 3-Cl

C(H) CH, H Thiazol-4-yl  4-Cl

C(H) CH; H Thiazol-4-yl 2-F

C(H) CH: H Thiazol-4-yl  3-F

C(H) CH, H Thiazol-4-yl  4-F

CH =~ CH. H Thiazol-4-yl  2-CH3

C(H) CH, H Thiazol-4-yl  3-CHj

C(H) CH, H Thiazol-4-yl  4-CHj,

C(H) CH, H Thiazol-4-yl  2-OCHs _
C(H) CH, H Thiazol-4-yl  3-OCH,
C(H) CH, H Thiazol-4-yl 4-OCHg3
C(H) CH, H Thiazol-4-yl  2-CF3

C(H) CH, H Thiazol-4-yl 3-CF3

C(H) CH: H Thiazol-4-yl 4-CF3

C(H) CH, H Thiazol-4-yl 2-OCF;
C(H) CH, H Thiazol-4-yt  3-OCF;
C(H) CH, H Thiazol-4-yl  4-OCF;
C(H) CH H Thiazol-4-yl 2-OCF,CF=;
C(H) CH, H Thiazol-4-yl 3-OCF,CF=;
C(H) CH: H Thiazol-4-yl 4-OCF,CF=;
C(H) CH: H Thiazol-4-yl  2-OC,Fs
-C{H) CH, H Thiazol-4-yl  3-OC,F;
C(H) CH: H Thiazol-4-yl 4-OC,F;
«C(H) CH, H Thiazol-4-yl  2-OC¢Hs
C(H) CH; H Thiazol-4-yl  3-OCegHs
«C(H) CH, H Thiazol-4-yl  4-OCgHs
«C(H) CH; H Thiazol-4-yl  2-C(O)CegHs
«C(H) CH, H Thiazol-4-yl  3-C(O)Cgli;
«C(H) CH:. H Thiazol-4-yl  4-C(O)CgH;

H H

o
o

«C(H) CH>
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1.1091 C(H) CH; 5-Cl H 2-Cl
1.1092 C(H) CH, §&-Cl H 3-Cl
1.1093 C(H) CH, 5-<Cl H 4-Cl
1.1094 C(H) CH; 5<Cl H 2-F
1.1095 C(H) CHz 5-Cl H 3-F
1.1096 C(H) CH, 5-Cl H 4-F
1.1097 C(H) CH, 5-Cl H 2-CH;
1.1098 C(H) CH; 5-Cl H 3-CH3j
1.1099 CH) CH; 5-Cl H 4-CHj
1.1100 C(H) CH; 5-Ci H 2-OCHg
1.1101 C(H) CH, 5-Cl H 3-OCHjs3
1.1102 C(H) CH, 5-Cl H 4-OCHg
1.1103 CH) CHp 5-Cl H 2-CF,
1.1104 C(H) CH: 5-C H 3-CF3
1.1105 C(H) CH:; 5-CI H 4-CF4
1.1106 C(H) CH, 5-Ci H 2-OCF3
1.1107 CH) CH, 5-Ci H 3-OCF3
1.1108 C(H) CH. 5-Cl H 4-OCF4
1.1109 C(H) CH, 5-Ci H 2-OCF,CF,
1.1110 C(H) CH: 5-Cl H 3-OCF.CF2
1.1111 C(H) CH, 5-Cl H 4-OCF.CF,
1.1112 C(H) CH, 5-Cl H 2-OC,Fs
1.1113 C(H) CH; 5-Cl H 3-OC,Fs
1.1114 C(H) CH; 5-Cl H 4-OC,Fs
1.1115 CH) CH; 5-Cl H 2-OCgHs
1.1116 CH) CH. 5-Cl H 3-OCgHs
1.1117 CH) CH, 5-Cl H 4-OC4Hs
1.1118 C(H) CH, 5-Ci H 2-C(0O)CesHs
1.1119 C(H) CH, 5-Cl H 3-C(O)CsHs
1.1120 C(H) CH, 5-Cl H 4-C(O)CesHs
1.1121 C(H) CH, 5-Ci CH; H
1.1122 C(H) CH, 5-Cl CHs 2-Cl
1.1123 C(H) CH, 5-Cl CH; 3-Cl
1.1124 C(H) CH. 5-Ci CHs 4-Cl
1.1125 C(H) CHz; 5-Ci CHs 2-F
1.1126 C(H) CH., 5-Cl CHas 3-F
1.1127 C(H) CH, 5-Cl CH3 4-F
1.1128 C(H) CH, 5-CI CHs 2-CHs
1.1129 C(H) CH, 5-Ci CHs 3-CH3j
1.1130 C(H) CH; 5-Cl CHa 4-CHj
1.1131 C(H) CH, 5-Cl CHa 2-OCH3
1.1132 C(H) CH; 5-CI CH, 3-OCHj,4
1.1133 C(H) CH, 5-Cl CHs 4-OCH3
1.1134 C(H) CH., 5-Cl CH;s 2-CF,
1.1135 C(H) CH; 5-Ci CHs 3-CF;
1.1136 C(H) CH:, 5-Ci CH, 4-CF4
1.1137 C(H) CH; 5-Cl CH; 2-OCF3
1.1138 C(H) CH, 5-Cl CHs 3-OCF3
1.1139 C(H) CH:, 5-Cl CHs 4-OCF4
1.1140 C(H) CH, 5-Cl CHs 2-OCF.C=F;
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. 11141 C(H) CH: 5l CH 3-OCF=CF
1.1142 CH) CH, 5<Cl CHs 4-OCF=CF,
1.1143 C(H) CHy 5<CI CHs 2-OC,Fs
1.1144 CH) CH, 5<Cl CHs 3-0C,F;
1.1145 CH) CH, 5-Cl CHs 4-0C,F=s
1.1146 CH) CH, 5l CHs 2-0CeHs
1.1147 CH) CH. 5-<Cl CHs 3-OCgHs
1.1148 CH) CH, 5<l CHs 4-OCgHs
1.1149 CH) CH, 5l CHs 2-C(O)&CsHs
1.1150 CH) CH, 5<Cl CHs 3-C(O)&CsHs
1.1151 CH) CH. 5l CHs 4-C(O)8C;sHs
1.1152 CH CH, 5<Cl CFs H
1.1153 CH) CH, 5-Cl CF3 2-Cl
1.1154 CH) CH, 5-Cl CF» 3-Cl
1.1155 CH CH, 5-Cl CFs 4-Cl
1.1156 CH CH, 5<Cl CFs 2-F
1.1157 CH) CH, 5<Cl CFa 3-F
1.1158 CH) CH, 5Cl CFs 4-F
1.1159 CHY CH; 5l CF, 2-CHj,
1.1160 CH) CH, 5<Cl CFs 3-CHs
1.1161 C(H) CHp, 5-Cl CFs 4-CHj,
1.1162 CH CH, 5<Cl CFs 2-OCHs
1.1163 C(H) CH, 5<Cl CFs 3-OCHo
1.1164 C(H) - CH, 5<Cl CFs 4-OCHgo
1.1165 C(H) CH, 5<CI CF3 2-CF,
1.1166 C(H) CH, 5l CFs 3-CF,
1.1167 C(H) CH; 5l CFs 4-CF,
1.1168 C(H  CH, 5<Cl CFs 2-OCFa
1.1169 C(H CH, 5-Cl CFa 3-OCFa.
1.1170 CH CH, 5<Cl CFs 4-OCF5_
1.1171 CH) CH, 5l CFs 2-OCF, CFa
1.1172 C(H) CH, 5<Cl CFs 3-OCF, CF;
1.1173 CH) CH, 5-C CF, 4-OCF, CF,
1.1174 CH) CH, &<l CFa 2-OCFs
1.1175 C(H CH, 5-Cl CF3 3-OC.F.s
1.1176 CH CH, 5-C CF3 4-OC;F=s
1.1177 CH) CH, 5 CFs 2-OCgH s
1.1178 CH) CH. 5-<Cl CF; . 3-OCcH s
1.1179 C(H) CH: 5-CI CFy 4-OCeH 5
1.1180 CH) CH, 5-Cl CF; 2-C(OYCeHs
1.1181 C(H CH, 5-Cl CF, 3-C(0)CeHs
1.1182 CH) CH; 5-Cl CF, 4-C(0)CeHs
1.1183 C(H) CH: 5-Cl SCHs H
1.1184 CH) CH. 5Cl SCHs 2-Cl
1.1185 CH) CHy 5-Cl SCH, 3-Cl
1.1186 C(H CH, 5-Cl SCHs 4-Cl
1.1187 C(H) CHy, 5-Cl SCH, 2-F
1.1188 CH) CH, 5Cl SCHs 3-F
1.1189 CH) CH. 5-Cl SCHs 4-F
1.1190 C(H) CHp 5-Cl SCHs 2-CH,
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. 1.1191 C(H) CH, 5-Cl SCH, 3-CHa
1.1192 C(H) CH; 5-Cl SCH; 4-CHj3
1.1193 C(H) CH, 5-Cl SCHj, 2-OCHo
1.1194 C(H) CH, 5-Cl SCHj; 3-OCHg
1.1195 C(H) CH, 5-Cl SCHj 4-OCHzg
1.1196 C(H) CH, 5l SCH; 2-CF,
1.1197 C(H) CH; &-Cl SCHj 3-CF,
1.1198 C(H) CH, 5-Cl SCHs 4-CF;
1.1199 C(H) CH, 5Cl SCH3 2-OCFs.
1.1200 < (H) CH, 5-Cl SCHg 3-0CF;.
1.1201 «<(H) CH, 5-Cl SCHs 4-OCF3
1.1202 «<C(H) CH, &-Cl SCH3; 2-OCF; CF.
1.1203 «<C(H) CH, 5-Cl SCHs 3-OCF;, CF2
1.1204 «C(H) CH, 5&-Cl SCHs; 4-OCF, CF>
1.1205 «(H) CH; 5-Cl SCH; 2-0OCyF_g
1.1206 «(H) CH, 5-Cl SCHj 3-0C,F.s
1.1207 «(H) CH, 5-Cl SCH; 4-OCyF s
1.1208 «(H) CH, 5&-Cl SCHs 2-OCgH s
1.1209 «C(H) CH, 5-Cl SCHjs 3-OCeH 5
1.1210 «<(H) CH; 5-Cl SCH3; 4-OCeH s
1.1211 «(H) CH, 5-Cl SCH;, 2-C(O)CSHs
1.1212 C(H) CH, 5-C SCH3; 3-C(O)CeHs
1.1213 <CH) CH; 5-Cl SCH; 4-C(O)YCSeHs
1.1214 (H) CH, 5-Cl Thiazol-4-yl H
1.1215 C(H) CH, 5-Cl Thiazol-4-yl  2-Cl
1.1216 CH) CH, 5-Cl Thiazol-4-yi  3-Cl
1.1217 C(H) CH, &-Cl Thiazol-4-yl  4-Cl
1.1218 C(H) CH. 5-Cl Thiazol-4-yl  2-F
1.1219 CH) CH., 5-Ci Thiazol-4-yl  3-F
1.1220 H) CH, 5-Cl Thiazol-4-yl  4-F
1.1221 CH) CH; 5-Ci Thiazol-4-yl  2-CHj
1.1222 CH) CH. 5-Cl Thiazol-4-yl  3-CHj
1.1223 C(H) CH: 5-Cl Thiazol-4-yl 4-CHs3
1.1224 CH) CH, 5-Cl Thiazol-4-yl  2-OCH,
1.1225 CH) CH, 5-Cl Thiazol-4-yl  3-OCHa,
1.1226 CH) CH, 5-Cl Thiazol-4-yl  4-OCHg
1.1227 C(H) CH, 5-Cl Thiazol-4-yl 2-CF3
1.1228 CH) CH; 5-Cl Thiazol-4-yl  3-CF;
1.1229 CH) CH., 5-Cl Thiazol-4-yl 4-CF;
1.1230 CH) CH: 5-Cl Thiazol-4-yl 2-OCF;
1.1231 CH) CH, 5-Cl Thiazol-4-yl  3-OCF;
1.1232 CH) CHz 5-CI Thiazol-4-yl  4-OCF;
1.1233 CH) CH, 5-Cl Thiazol-4-yi 2-OCF,CF;
1.1234 CH) CH, 5-Cl Thiazol-4-yl 3-OCF,CCF;
1.1235 G(H) CH: 5-Cl ThiaZ°|‘4'yl 4-OCF.CCF;
1.1236 C(H) CH, 5-Cl Thiazol-4-yl 2-OCzFs
1.1237 CH) CH; 5-Cl Thiazol-4-yi  3-OC;Fs
1.1238 CH) CH, 5-Cl Thiazol-4-yi  4-OC,Fs
1.1239 CH) CH; 5-Cl Thiazol-4-yl 2-OCgHss
1.1240 _H) CH; §&-Cl Thiazol-4-yl 3-OC¢Hss
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@ =4 CH) CH; &Ci ThiazoF4-yl  4-OCqHs
1.1242 C(H CH. &0l Thiazol-4-yl  2-C(O)CeHs
1.1243 CH) CH. 5C Thiazol4-yl  3-C(O)CeHs
1.1244 C(H CH. 5C Thiazol-4-yl  4-C(O)CeHs
1.1245 CH CH, 60l H H
1.1246 CH) CH., -6Cl H 2.Cl
1.1247 CH) CH, +6Ci H acl
1.1248 C(H) CH; w6Cl H 4l
1.1249 C(H) CH:. w6Cl H 2.F
1.1250 CH) CH. w6Cl H 3F
1.1251 CH CH. &Gl H 4-F
1.1252 C(H) CH. BTl H =2.CH;
1.1253 CH) CH, &<l H =3-CH,
1.1254 CH) CH, &< H ~4-CHg
1.1255 CH CH, &< H 2.0CH,
1.1256 CH) CH: &<l H 3-0CH,
1.1257 C(H) CH: 60l H =1-OCH,
1.1258 C(H) CH. &9l H D.CF,
1.1259 CH CH. &< H 3CF,
1.1260 CH CH, &9 H A1.CF;
1.1261 CH CH, &0 H 2.0CF,
1.1262 CH CH, &l H 3.0CF,
1.1263 CH) CH. 69 H A-OCF,
1.1264 CH) CH. &0l H 2=.0OCF.CF,
1.1265 C(H) CH. &l H 3-0OCF:CF,
1.1266 C(H) CH, 6&s-Cl H 4&-OCF,CF,
1.1267 CH) CH. 6-Cl H 2.0C,Fs
1.1268 CH) CH: 65-Cl H =-OC;F;
1.1269 CH) CH; 6=Ci H 4--OC,F,s
1.1270 CH) CH. 6-Cl H 2= OCeHs
1.1271 CH) CH, 6-Cl H 3--OCcHs
1.1272 CH) CH: 6-C H 4 -OCqHs
1.1273 CH) CH. 6—Cl H 2 -C(O)CHs
1.1274 CH) CH, 6-Cl H 3 -C(O)CeHs
11275 CH) CH. 6-Cl H 4 -C(O)CeHs
1.1276 C(H) CH, 6—Ci CHs H
11277 CH) CH, 6—C CHs 2—Cl
1.1278 CH) CH, 6—Cl CHs 3—Cl
1.1279 CH) CH. 6-Cl CHs 4—Cl
1.1280 CH) OH, 6-Ci CHs o—F
1.1281 CH) OCH, 6—Ci CHs 3—F
1.1282 CH) CH, &—Cl CHa 4—F
1.1283 CH) CH, 6—Cl CHs 2—CH,
1.1284 CH) CH, 6—Cl CHa 3—CHa
1.1285 CH) CH: 6-Cl CHa 4—CH,
1.1286 CH) CHy 6--Cl CHa 2—-0CH,
1.1287 CH) CH. 6-Ci CHs 3—OCHj
1.1288 CH) CH., 6-Cl CHa 4-OCHj,
1.1289 CH) CH, 6-Cl CHs 2- CF;
1.1290 CH) CH, 6-Cl CHa 3- CF,
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‘ 1.1291 C(H) CH, 6-Cl «CH, 4-CF;
1.1292 C(H) CH; 6l «CH, 2-OCF;
1.1293 C(H) CH, 6-Cl «CH, 3-OCF;
1.1294 C(H) CH, 6-Cl «CHj 4-OCF,
1.1295 C(H) CH, 6-Cl «CHjs 2-OCF,CF=
1.1296 C(H) CH; 6-<Cl «CHs; 3-OCF.CF=
1.1297 C(H) CH;, 6-<Cl «CHj; 4-OCF.CF=
1.1298 C(H) CH, 6-Cl «CH, 2-OCFs
1.1299 C(H) CH; 6<Cl €CH; 3-0OC,F;5
1.1300 C(H) CH; 6-Cl «CHs 4-OC,Fs
1.1301 C(H) CH, &<l CHs 2-OCgHs
1.1302 C(H) CH; 6-Cl CHs 3-OCgHs
1.1303 C(H) CH:, 6-Cl CHs 4-OCgHs
1.1304 C(H) CH, 6-Cl CHg 2-C(0)CgH=s
1.1305 C(H) CH, 6-Ci CHa 3-C(O)CeHas
1.1306 C(H) CH, 6-Ci CHg 4-C(0)CeH s
1.1307 C(H) CH, 6-Ci CF3 H
1.1308 C(H) CH, 6-Cl CFs 2-Cl
1.1309 C(H) CH, 6-Cl CF3 3-Cl
1.1310 C(H) CH, 6-Cl CFs 4-Cl
1.1311 C(H) CH, 6-Cl CFs 2-F
1.1312 C(H) CH; 6-Ci CFs 3-F
1.1313 C(H) CH, 6Cl CFs 4-F
1.1314 C(H) CH, 6-Cl CFs 2-CHs
1.1315 C(H) CH, 6-<Cl CFs 3-CH,
1.1316 C(H) CH, 6-Cl CFs 4-CHj
1.1317 C(H) CH, 6-Cl CFs 2-OCHj,
1.1318 C(H) CH, 6-Cl CF3 3-OCHj
1.1319 C(H) CH., 6-Cl CFs 4-OCHs
1.1320 C(H) CH; 6-Cl CF3 2-CFs
1.1321 C(H) CH, 6-Cl CF3 3-CF;
1.1322 C(H) CH, 6-Cl CFs 4-CF;
1.1323 C(H) CH; &-Cl CFs 2-OCF;
1.1324 C(H) CH, 6-Ci CFs 3-OCF3
1.1325 C(H) CH, 6-Cl CF, 4-OCF;
1.1326 C(H) CH, 6-Cl CFs 2-OCF.CF,
1.1327 C(H) CH. 6-Cl CFs 3-OCF,CF,
1.1328 C(H) CH, 6-Cl CF; 4-OCF,CF;
1.1329 C(H) CH, 6-Ci CFs 2-OC,Fs
1.1330 C(H) CH, 6-Ci CF; 3-0OCsFs
1133 C(H) CH, 6-Cl CF; 4-OC,Fs
1.1332 C(H) CH, 6-Cl CF; 2-OC¢Hs
1.1333 C(H) CH, 6-Cl CF; 3-0OC¢Hs
1.1334 C(H) CH; 6-Ci CF, 4-OCqHs
1.1335 C(H) CH, 6-Cl CF; 2-C(O)CeHs
1.1336 C(H) CH, 6Cl CF; 3-C(0)CeHs
1.1337 C(H) CH, 6-Cl CF; 4-C(0O)CeHs
1.1338 C(H) CH, 6Ci SCH; H
1.1339 C(H) CH, 6-Cl SCH; 2-Cl
1.1340 C(H) CH, 6-Ci SSCHs 3-Cl
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@ = cH) CH. 6ClI SCH, 4-Cl
1.1342 C(H) CH; 6Cl SCH; 2-F
1.1343 C(H) CH, 6<Cl SCHi; 3-F
1.1344 C(H) CH, 6Cl SCHi; 4-F
1.1345 C(H) CH, 6-Ci SCH; 2-CHj
1.1346 C(H) CH, 6-Cl SCH, 3-CHj
1.1347 C(H) CH, 6<Cl SCH; 4-CHg
1.1348 C(H) CH, 6-Cl SCHi; 2-OCHs
1.1349 C(H) CH, 6-Cl SCH, 3-OCH,
1.1350 C(H) CH, 6-Cl SCH; 4-OCHs
1.1351 C(H) CH, 6-Cl SCH; 2-CF;
1.1352 C(H) CH, 6-Cl SCHi; 3-CF;
1.1353 C(H) CH, 6<Cl SCH; 4-CF;
1.1354 C(H) CH, 6<Cl SCHi; 2-OCFs
1.1355 C(H) CH, 6-Cl SCH; 3-OCFs
1.1356 C(H) CH, 6-Cli SCH, 4-OCF,
1.1357 C(H) CH, 6-Cl SCH, 2-OCF,CF;
1.1358 C(H) CH, 6<Cl SCH, 3-OCF.CF,
1.1359 C(H) CH, 6l SCH; 4-OCF,CF,
1.1360 C(H) CH, 6-Cl SCH; 2-0C;F5
1.1361 C(H) CH, 6-Cl SCH,; 3-0C,F5
1.1362 C(H) CH, 6-Cl SCHi, 4-OC,Fs
1.1363 C(H) CH: 6Cl SCH; 2-0OCgHs
1.1364 C(H) CH, 6l SCH, 3-OCgHs
1.1365 C(H) CH, 6-Ci SCH1; 4-OCgHs
1.1366 C(H) CH, ©6-Cl SCH1; 2-C(O)C¢Hs
1.1367 C(H) CH, ¢6-Cl SCH; 3-C(O)CgHs
1.1368 C(H) CH, 6-Cl SCH; 4-C(O)CgHs
1.1369 C(H) CH, 6<Cl Thia zol-4-yl
1.1370 C(H) CH, 6-Cl Thia zol-4-yl 2-Cl
1.1371 C(H) CH, 6<Cl Thia zol-4-yl  3-Cl
1.1372 C(H) CH, 6<Cl Thia zol-4-yl  4-Cl
1.1373 C(H) CH, 6<Cl Thia zol-4-yl 2-F
1.1374 C(H) CH, 6-Cl Thia zol-4-yl 3-F
1.1375 C(H) CH, 6-Cl Thia =zol-4-yl 4-F
1.1376 C(H) CH, 6-Cl Thia=zol-4-yl  2-CHs3
11377 C(H) CH, &-Cl Thia=ol-4-yt  3-CH,;
1.1378 C(H) CH, 6l Thia=o0l-4-yl 4-CHj3
1.1379 C(H) CH, 6-Cl Thia=zol-4-yl 2-OCHj
1.1380 C(H) CH, 6-<Cl Thia=zol-4-yl  3-OCH,
1.1381 C(H) CH; 6-C Thia=ol-4-yl 4-OCHj
1.1382 CcH) CH, 6l Thia=zol-4-yl 2-CFj
1.1383 C(H) CH, 6-Ci Thia=zol-4-yl 3-CF;
1.1384 C(H) CH, 6l Thia=zol-4-yl  4-CF,
1.1385 C(H) CH: 6-Cl Thiaz==zol-4-yl 2-OCF;
1.1386 C(H) CH, 6<Cl Thia=zol-4-yl  3-OCF;
1.1387 C(H) CH, 6-<Ci Thia=zol-4-yl 4-OCF,
1.1388 C(H) CH. 6<Cl Thia=zol-4-yl 2-OCF.CF,
1.1389 C(H) CH; 6-Cl Thia=zol-4-yl  3-OCF,CF,
1.1390 CH) CH, 6-Cl Thia=z0l-4-yl 4-OCF.CF,
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. 1.1391 C(H) CH, 6-Cl Thiazol—4-yl 2-OC,Fs
1.1392 C(H) CH: 6-<Cl Thiazol—4-yl  3-OC;F;s
1.1393 C(H) CHQ 6-Cl Thiazol-—4-yl 4-002F5
1.1394 C(H) CH, 6-Cl Thiazol—4-yl  2-OCeHs
1.1395 C(H) CH, 6-Cl Thiazol—4-yl  3-OCeHs
1.1396 C(H) CH, 6-Cl Thiazol—4-yl  4-OCeHs
1.1397 C(H) CH, 6-Cl Thiazol—4-yt  2-C(O)CeHs
1.1398 C(H) CH, 6-Cl Thiazol—4-yl  3-C(O)CeHs
1.1399 C(H) CH, 6-Cl Thiazol—4-yl  4-G(O)CeHs
1.1400 C(H) CH, 5F H H
1.1401 C(H) CH, 5F H 2-Cl
1.1402 C(H) CH, 5F H 3-Cl
1.1403 C(H) CH, 5F H 4-Cl
1.1404 C(H) CH, 5F H 2-F
1.1405 C(H) CH, 5F H 3-F
1.1406 C(H) CH, 5F H 4-F
1.1407 G(H) CH, 5&F H 2-CH,
1.1408 C(H) CH, 5F H 3-CHa
1.1409 C(H) CH, 5&F H 4-CH,
1.1410 C(H) CH, 5F H 2-OCH,
1.1411 C(H) CH, 5F H 3-OCHs
1.1412 C(H) CH, S&F H 4-OCHa
1.1413 C(H) CH; 5F H 2-CF;
1.1414 C(H) CH, 5F H 3-CF,
1.1415 C(H) CH:; 5F H 4-CF,
1.1416 C(H) CH, 5F H 2-OCF,
1.1417 C(H) CH: 5F H 3-OCF,
1.1418 C(H) CH, 5F H 4-OCF,
1.1419 C(H) CH, 5F H 2-OCF,CF,
1.1420 C(H) CHz, 5F H 3-OCF,CF;
1.1421 C(H) CHz, 5-F H 4-OCF,CF,
1.1422 C(H) CH, 5F H 2-OC;F;
1.1423 C(H) CHz &F H 3-OC;F;s
1.1424 C(H) CH, 6&F H 4-OC,Fs
1.1425 C(H) CH, 5-F H 2-OCgHs
1.1426 C(H) CH, 5F H 3-OCgHs
1.1427 C(H) CH, 5F H 4-OCgHs
1.1428 C(H) CH, 5&F H 2-C(O)CsHs
1.1429 C(H) CH; 5F H 3-C(O)CsHs
1.1430 C(H) CH, 6&F H 4-C(O)CeHs
1.1431 C(H) CH, 5F CH, H
1.1432 C(H) CH, 5F CHs 2-Cl
1.1433 C(H) CH, 5-F CHs 3-Cl
1.1434 C(H) CHy 5-F CHa 4-Cl
1.1435 C(H) CH, 5-F CHa 2-F
1.1436 C(H) CH, 5F CH; 3-F
1.1437 C(H) CH, 5-F CHa 4-F
1.1438 C(H) CHz 5-F CHs 2-CHs
1.1439 C(H) CH, 5F CH, 3-CHs
1.1440 C(H) CH, 5F CHs 4-CH,
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' 1.1441 CH) CH, 6&-F CHs 2-OCHj,
1.1442 CH) CH, &-F CHs 3-OCHgj;
1.1443 C(H) CH, 5-F CHs 4-OCHj3
1.1444 C(H) CH, 5-F CH; 2-CF,
1.1445 C(H) CH, 5-F CH; 3-CF3
1.1446 C{H) CH, 5-F CHjs 4-CF5
1.1447 C(HD CH, 5&-F CHs 2-OCF4
1.1448 C(HD CH, 5-F CHj 3-OCF3
1.1449 cH) CH, 5-F CHj 4-OCF,
1.1450 C(H) CH, B5-F CH, 2-OCF.CF;
1.1451 CHY CH, 5&-F CHj 3-OCF,CF;
1.1452 C(H) CH, 5-F CH, 4-OCFCF;
1.1453 CH) CH, 5-F CHs 2-0OC,Fs
1.1454 C(H) CH; &-F CH;,3 3-OC,Fs
1.1455 C(H) CH, 5-F CHj 4-OC,Fs
1.1456 c(H) CH, 5-F CH, 2-OCgHs
1.1457 cHD CH, 5&-F CHs; 3-OCsHs
1.1458 C(H) CH, 5-F CHs; 4-OCgHs
1.1459 CH> CH, 6&-F CH; 2-C{O)CeHs
1.1460 C(H> CH, 5&-F CH; 3-C(0)CeHs
1.1461 C(H) CH; &-F CHs; 4-C(O)CeHs
1.1462 C(H> CHz; 5-F CF; H
1.1463 C(H» CH, b&-F CF; 2-Cl
1.1464 C(H)» CH, &-F CF; 3-Cl
1.1465 C(H)> CH, 5&-F CF;3 4-Cl
1.1466 C(H)» CH, 5-F CF; 2-F
1.1467 C(H) CH, 5-F CF; 3-F
1.1468 C(H)» CH, 5-F CF; 4-F
1.1469 C(H)» CH, 5-F CF; 2-CHs;
1.1470 C(H) CH, b&-F CF; 3-CHs
1.1471 C(H) CH, 5-F CF; 4-CHj
1.1472 C(H) CH, 5-F CF; 2-OCHs
1.1473 CH) CH, 5-F CF; 3-OCH,
1.1474 C(H) CH, 5&-F CF; 4-OCH,
1.1475 C(H) CH, 5-F CF; 2-CF3
1.1476 C(H) CH, &-F CF; 3-CF3
1.1477 C(H) CH, &-F CF; 4-CF3
1.1478 C(H) CH, 5-F CF; 2-0OCF;
1.1479 C(H) CH, 5-F CF; 3-OCF,
1.1480 C(H) CH, 6&-F CF; 4-OCF;
1.1481 Cc(H) CH, 6&-F CF; 2-OCF,CF;
1.1482 C(H) CH, 5-F CF; 3-0OCF.CF,
1.1483 C(H) CH, 5-F CF, 4-OCF,CF,
1.1484 C(H) CH, 5-F CFs 2-0C,F;
1.1485 C(H) CH; 5-F CF; 3-0OC.Fs
1.1486 C(H) CH, 5&-F CF; 4-OC;Fs
1.1487 C(H) CH, 5-F CF;3 2-OC¢Hs
1.1488 C(H) CH, 6&-F CF; 3-OCeHs
1.1489 C(H) CH, 5-F CF; 4-OCgHs
1.1490 C(H) CH, &-F CF3 2-C(O)CeHs
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‘ —1.1491 C(H) CH. 5-F CF; 3-C(O)CeHs
—1.1492 C(H) CH. 5-F CF; 4-C(O)CeHs
—1.1493 CH) CH, 5-F SCHs H
—1.1494 C(H) CH; 5-F SCHs; 2-Cl
—1.1495 C(H) CH. 5-F SCHs; 3-Cl
—1.1496 CH) CH, 5F SCH;, 4-C|
—1.1497 C(H) CH:. 5-F SCH, 2-F
—1.1498 CH CH, 5-F SCHs 3-F
—1.1499 C(H) CH,; 5-F SCH, 4-F
—1.1500 C(H) CH, 65-F SCHj; 2-CHg3
—1.1501 CH) CH, 5-F SCHs 3-CHj
—1.1502 C(H) CH, 5-F SCHs 4-CHg
—1.1503 CH) CH, 5F SCHs 2-OCHj
—1.1504 C(H) CH, 5-F SCH;, 3-OCH3
~1.1505 C(H) CH; 5-F SCHs 4-OCHj
—1.1506 C(H) CH, 5-F SCH, 2-CF,
—1.1607 C(H) CH, 5-F SCH, 3-CF,
—1.1508 C(H) CH, b5-F SCHg 4-CF3
—1.1509 C(H) CH,; 5-F SCH; 2-OCF,
—1.1510 C(H) CH_,; 5-F SCH; 3-OCF;
—1.1511 C(H) CH, 5-F SCH; 4-OCF4
—1.1512 C(H) CH; b5-F SCH; 2-OCF,CF;
—1.1513 C(H) CcH. 5-F SCH;, 3-OCF,CF,
—1.1514 C(H) CH:. 5-F SCH; 4-OCF.CF,
—1.1515 C(H) CH, b5-F SCHs 2-OC;Fs
—1.1516 C(H) CH, 5-F SCH;3 3-0OC;F5
—1.1517 C(H) CH, 5-F SCHs 4-OC,Fs
—1.1518 C(H) CH; 5-F SCH; 2-0OCgHs
—1.1519 C(H) CH. 5-F SCHs 3-0OCsHs
—1.1520 C(H) CH. 5-F SCH;, 4-OCgHs
—1.1521 C(H) CH., 5-F SCH; 2-C{0)CgHs
—1.1522 C(H) CH., 5F SCH, 3-C(O)CsHs
—1.1523 C(H) CH, 5F SCH; 4-C(O)CeHs
—1.1524 C(H) CH; 5-F Thiazol-&-yl H
—1.1525 C(H) CH, 5&-F Thiazol-&-yl 2-Ci
—1.1526 C(H) CH; 5-F Thiazol-4-yl  3-Cl
—1.1527 C(H) CH., 5-F Thiazol-4-yl  4-Ci
—1.1528 C(H) CH, 5-F Thiazol-4&-yl 2-F
—1.1529 C(H) CH; 5-F Thiazol-®&-yl  3-F
—1.1530 CH) CH, 5-F Thiazol-#-yl  4-F
—1.1531 C(H) CH; 5&-F Thiazol-4-yl  2-CHs;
—1.1532 C(H) CH, 6&-F Thiazol-4-yl  3-CHj
—1.1533 C(H) CH, 5-F Thiazol-4-yl  4-CHj;
—1.1534 C(H) CH., 5-F Thiazol-4-yl  2-OCHj;
—1.1535 C(H) CH, 5&-F Thiazol-4-yl 3-OCHgj
—1.1536 Cc(H) CH. 5-F Thiazol-4&-yl  4-OCHj;
—1.1537 C(H) CH, 5-F Thiazol-a-yl  2-CF;
—1.1538 C(H) CH, b&-F Thiazol-&-yl  3-CF;
—1.1539 C(H) CH, 5-F Thiazol-&-yl  4-CF;
—1.1540 C(H) CH, 5-F Thiazol-4-yl  2-OCF3
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. 1.1541 C(H) CH, 5&-F Thiazol-4-yl 3-OCF;,
1.1542 C(H) CH, &-F Thiazol-4-yl 4-OCF;
1.1543 C(H) CH;, 5-F Thiazol-4-yi 2-OCF.CF;
1.1544 C(H) CH, 5-F Thiazol-4-yl 3-OCF,CF;
1.1545 C(H) CH; 5-F Thiazol-4-yl 4-OCF,CF,
1.1546 C(H) CHz 5&-F Thiazol-4-yl 2-0C,Fs
1.1547 C(H) CH:, 5-F Thiazol-4-yl 3-OC,Fs
1.1548 C(H) CH, &-F Thiazol-4-yl 4-OC,Fs
1.1549 C(H) CH, &-F Thiazol-4-yl 2-OCgHs
1.1550 C(H) CH, 5-F Thiazol-4-yl 3-0OCgHs
1.1551 C(H) CH, &-F Thiazol-4-yl 4-OCgHs
1.1552 C(H) CH, 5&-F Thiazol-4-yl 2-C(Q)CeHs
1.1553 C(H) CH., &-F Thiazol-4-yl 3-C(0)CeHs
1.1554 C(H) CH, 5&-F Thiazol-4-yl 4-C(0)CgHs
1.1555 C(H) CH, 5-CN H H
1.1556 C(H) CH, 5-CN H 2-Cl
1.1857 CcH) CH, 5-CN H 3-Cl
1.1558 C(H) CH: 5-CN H 4-Cl
1.1559 C(H) CH; 5-CN H 2-F
1.1560 C(H) CHz B5-CN H 3-F
1.1561 CH) CH; 5-CN H 4-F
1.1562 C(H) CH; 5-CN H 2-CH,
1.1563 C(H) CH, 5-CN H 3-CHj
1.1564 C(H) CH, 5-CN H 4-CH,
1.1565 C(H) CH; 5-CN H 2-OCH;s
1.1566 C(H) CH; 5-CN H 3-OCH3,
1.1567 C(H) CH, 5-CN H 4-OCHj
1.1568 C(H) CH, 56CN H 2-CF,
1.1569 C(H) CH: 5CN H 3-CF3
1.1570 C(H) CH, 5<CN H 4-CF;
1.1571 C(H) CH, 5-CN H 2-OCF;
1.1572 C(H) CH, 5CN H 3-OCF4
1.1573 C(H) CH, 5-CN H 4-OCF;
1.1674 C(H) CH. &5-CN H 2-OCF.CF;
1.1575 C(H) CH, B5CN H 3-OCF,CF;
1.1576 C(H) CH, 5-CN H 4-CCF,CF;
1.1577 C(H) CH, 5-CN H 2-0C,Fs
1.1578 C(H) CH, 5-CN H 3-0OC,Fs5
1.1879 C(H) CH; 5-CN H 4-OCyFs
1.1580 C(H) CH; 5-CN H 2-OCgHsg
1.1581 C(H) CH, 5-CN H 3-OCgHs
1.1582 C(H) CH, 5-CN H 4-OCgHs
1.1583 C(H) CH, 5-CN H 2-C(O)CeHs
1.1584 C(H) CH, 5-CN H 3-C(O)CeHs
1.1585 C(H) CH; 5-CN H 4-C(O)CeHs
1.1586 C(H) CH, 5-CN CH; H
1.1587 C(H) CH; 5-CN CHs 2-Cl
1.1588 C(H) CH, 5-CN CHs 3-Cl
1.1589 C(H) CH,; 5-CN CHj 4-Cl
1.1590 C(H) CH, 5-CN CHs, 2-F
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1.1591 C(H) CHz 5CN CH 5 3F
1.1592 C(H) CHz 5-CN CH 3 4-F
1.1593 C(H) CHz 5-CN CH 2-CH,
1.1594 C(H) CH, 5CN CH 3 3-CHg
1.1595 C(H) CH, 5-CN CH 3 4-CHs
1.1596 C(H) CH, 5-CN CH 3 2-OCHs
1.1597 C(H) CH, 5-CN CH s 3-OCH;,
1.1598 C(H) CH, 5-CN CH 3 4-OCHs
1.1599 C(H) CH. 5CN CH 3 2-CF;
1.1600 C(H) CH, 5CN CH 5 3-CF,
1.1601 C(H) CH, 5-CN CH 3 4-CF;
1.1602 C(H) CH, 5-CN CH 4 2-OCF,
1.1603 C(H) CH, 5CN CH 3 3-OCF;
1.1604 C(H) CH, 5CN CH 3 4-OCF,
1.1605 C(H) CH: 5CN CH 3 2-OCF,CF,
1.1606 C(H) CH, 5-CN CHa 3-OCF,CF,
1.1607 C(H) CH, 5CN CH 3 4-OCF,CF,
1.1608 C(H) CH, 5-CN CH 3 2-0C,Fs
1.1609 C(H) CH: 5CN CH 5 3-OC,Fs
1.1610 C(H) CH: 5-CN CH 3 4-OC,F5
1.1611 C(H) CH, 5-CN CH 3 2-0C¢Hs
1.1612 C(H) CH. 5CN CHz 3-OCqHs
1.1613 C(H) CH, 5-CN CHx 4-OC¢Hs
1.1614 C(H) CH, 5-CN CH= 2-C(O)CeHs
1.1615 C(H) CH, 5CN CHx 3-C(0)CeHs
1.1616 C(H) CH, 5-CN CHz 4-C(O)CsHs
1.1617 C(H) CH. 5-CN CF= H
1.1618 C(H) CH. 5CN CF= 2-Cl
1.1619 C(H) CH. 5CN CF= 3-Cl
1.1620 C(H) CH, 5-CN CFs 4-Ci
1.1621 C(H) CH, 5CN CFs 2-F
1.1622 C(H) CH, 5-CN CFs a-F
1.1623 C(H) CH, 5CN CFao 4-F
1.1624 C(H) CH, 5-CN CFa 2-CHs
1.1625 C(H) CH; 5OCN CFa 3-CHs
1.1626 C(H) CH, 5OCN CFs 4-CH,
1.1627 C(H) CH, 5-CN CF= 2-OCH,
1.1628 C(H) CH, 5-CN CFs 3-OCHj
1.1629 C(H) CH, 5CN CFa 4-OCH,
1.1630 C(H) CH: 5N CFs 2-CF,
1.1631 C(H) CH, 5-CN CFs 3-CF,
1.1632 C(H) CH, 5<CN CFs 4-CF,
1.1633 C(H) CH, 5<CN CF= 2-0OCF;,
1.1634 C(H) CH, 5CN CF= 3-OCF;
1.1635 C(H) CH. 5CN CFs 4-OCF,
1.1636 C(H) CH, 5-CN CF= 2-OCF,CF;
1.1637 C(H) CH, 5CN CFa 3-OCF.CF,
1.1638 C(H) CH, 5-CN CFa 4-OCF,CF,
1.1639 C(H) CH, 5-CN CFa 2-0OC,Fs
1.1640 C(H) CH, 5-CN CFa 3-OC,Fs
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1.1641 C(H) CH, &-CN CF, 4-OC,Fs
1.1642 C(H) CH, 5-CN CFs 2-OCqHs
1.1643 C(H) CH: 5-CN CFs; 3-OCgHs
1.1644 C(H) CH: &5-CN CF; 4-OCgHs
1.1645 CcH) CH, 5-CN CF; 2-C(O)CeHs
1.1646 C(H) CH, 5-CN CF3 3-C(O)CeHs
1.1647 C(H) CH, 5-CN CF; 4-C(0O)CeHs
1.1648 C(H) CH, 5-CN. SCHs H
1.1649 C(H) CH, &5-CN SCH; 2-Cl
1.1650 C(H) CH; 5-CN SCHa 3-Cl
1.1651 C(H) CHz 5-CN SCHj 4-Cl
1.1652 C(H) CHz 5-CN SCH4 2-F
1.1653 C(H) CHz 5-CN SCH; 3-F
1.1654 C(H) CH, 5-CN SCHa 4-F
1.1655 C(H) CH. 5-CN SCHs 2-CH,
1.1656 C(H) CH; 5-CN SCH, 3-CHj
1.1657 C(H) CH, 5-CN SCH; 4-CH,
1.1658 C(H) CHz 5-CN SCH3 2-OCHj;
1.1659 C(H) CH; 5-CN SCH;j 3-OCHs
1.1660 C(H) CH; 5-CN SCH3 4-OCHj3
1.1661 C(H) CH, 5-CN SCHs 2-CF;
1.1662 C(H) CH; 5-CN SCHs 3-CF,
1.1663 C(H) CH, 5-CN SCHs 4-CF3
1.1664 CH) CH, 5-CN SCH3 2-OCF;
1.1665 C(H) CH, 5-CN SCH;s 3-OCF3
1.1666 C(H) CHz 5-CN SCHs 4-OCF;
1.1667 C(H) CH, 5-CN SCH3 2-OCF.CF,
1.1668 C(H) CH, 5-CN SCHj 3-0OCF,CF;
1.1669 C(H) CH, 5-CN SCHj 4-OCF,CF;
1.1670 C(H) CHz 5-CN SCHs; 2-0OC;Fs
1.1671 C(H) CHz 5-CN SCH; 3-OC,Fs
1.1672 CH) CH; 5-CN SCHj 4-OC;Fs
1.1673 C(H) CH, 5-CN SCHj3 2-OCsHs
1.1674 C(H) CH, 5-CN SCHs 3-0OCgHs
1.1875 C(H) CH, 5-CN SCH; 4-OCgHs
1.1676 C(H) CH, 5-CN SCH3 2-C(O)CsHs
1.1677 C(H) CH, 5-CN SCH3 3-C(O)CgHs
1.1678 C(H) CH, 5-CN SCH; 4-C{O)CsHs
1.1679 C(H) CHz 5-CN Thiazol-&-yl H
1.1680 C(H) CH: 5-CN Thiazol-4&-yl 2-Ci
1.1681 C(H) CH, 5-CN Thiazol-&-yl 3-Cl
1.1682 C(H) CH, 5-CN Thiazol-4-yl  4-Cl
1.1683 C(H) CHz 5-CN Thiazol-&-yl 2-F
1.1684 C(H) CH, 5-CN Thiazol-&-yl 3-F
1.1685 C(H) CHz 5-CN Thiazol-4&-yl 4-F
1.1686 C(H) CH, 5-CN Thiazol-4-yl 2-CHs;
1.1687 C(H) CHz 5-CN Thiazol-#-yl  3-CHj
1.1688 C(H) CH, &5-CN Thiazol-&-yl 4-CHj
1.1689 C(H) CH, 5-CN Thiazol-a-yl 2-OCHj
1.1690 C(H) CH, 5-CN Thiazol-4&-yl  3-OCHj,
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—1.1691 C(H) CHz 5-CN Thiazol-4-yll  4-OCHjg
—1.1692 C(H) CHz 5-CN Thiazol-4-yB 2-CF;
—1.1693 C(H) CHz 5-CN Thiazol-4-yB  3-CF;
—1.1694 C(H) CHz 5-CN Thiazol-4-yR  4-CF;
—1.1695 C(H) CH: 5-CN Thiazol-4-yE 2-OCF;
—1.1696 C(H) CH; 5-CN Thiazol-4-yE  3-OCF;
—1.1697 C(H) CH; 5CN Thiazol-4-yC  4-OCF;
—1.1698 C(H) CH; 5-CN Thiazol-4-yl- 2-OCF.CF,
—1.1699 C(H) CH, 5-CN Thiazol-4-yl 3-OCF:CF.
—1.1700 C(H) CH. 5-CN Thiazol-4-yl 4-OCFCF;
—1.1701 C(H) CH; 5CN Thiazol-4-yl 2-0OC;Fs
—1.1702 C(H) CH; 5-CN Thiazol-4-yl 3-OCFs
—1.1703 C(H) CH; 5-CN Thiazol-4-yl 4-0OC,Fs
—1.1704 C(H) CH, 5-CN Thiazol-4-yl 2-OCgHs
—1.1705 C(H) CH; 5-CN Thiazol-4-yl 3-OCegHs
—1.1706 C(H) CH, 5-CN Thiazol-4-yl 4-OCeHs
11707 C(H) CH; 5-CN Thiazol-4-yl 2-C(O)CeHs
-1.1708 C(H) CH, 5-CN Thiazol-4-yl  3-C(O)CeHs
11709 C(H) CH, 5-CN Thiazol-4-yl 4-C(O)CgHs
u.1710 C(H) CH, 5-OCHs H H
o.1711 C(H) CH, 5-OCH; H 2-Cl
1712 C(H) CH, 5-OCHj H 3-Cl
1713 C(H) CH, 5-OCHg H 4-Cl
|.1714 C(H) CH, 5-OCHj; H 2-F
u.1715 C(H) CH:, 5-OCHs H 3-F
w1716 C(H) CH; 5-OCHj H 4-F
81717 C(H) CH, 5-OCH; H 2-CH,
8.1718 C(H) CH; 5-OCHs; H 3-CH;
1719 C(H) CH; 5-OCHj H 4-CH,4
u.1720 C(H) CH, 5-OCHs H 2-OCHj,3
11721 C(H) CH, 5-OCHs H 3-OCHj;
1 1722 C(H) CH, 5-OCH; H 4-OCH;
1 1723 C(H) CH; 5-OCHs H 2-CF;
1 .1724 C(H) CH; 5-OCHg H 3-CF;
1 .1725 C(H) CH, 5-OCHs; H 4-CF;
1 .1726 C(H) CH; 5-OCHs; H 2-OCF,
1 1727 C(H) CH; 5-OCHs H 3-OCF;
1 .1728 C(H) CH; 5-OCH, H 4-OCF5
1 .1729 C(H) CH; 5-OCHs H 2-OCF.CF;
1 .1730 C(H) CH; 5-OCHs H 3-OCF:CF,
1 4731 C(H) CH; 5-OCHs H 4-OCF.CF,
1 1732 C(H) CH; 5-OCH, H 2-OC;Fs
1 1733 C(H) CH; 5-OCH; H 3-OC,Fs
1 .1734 C(H) CH; 5-OCHs H 4-OC;Fs
1 .1735 C(H) CH: 5-OCHs H 2-OCgHs
1 .1736 C(H) CH: 5-OCH; H 3-OCgHs
1 .1737 C(H) CH, 5-OCH; H 4-OCgHs
1 .1738 C(H) CH; 5-OCH; H 2-C(O)CegHs
1 .1739 C(H) CH; 5-OCHj H 3-C(O)CeHs
1 .1740 C(H) CH, 5-OCH; H 4-C(O)CeHs
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741 CH) _ CH; 50CH, CHa H
1.1742 C(H) CH, 5OCHs, CHa 2.Cl
1.1743 C(H) CH, 5-OCHs; CHs 3-Cl
11744 CH) CH, 5OCH, CHa 4-Cl
1.1745 CH) CH, 5-OCH, CHa 2-F
1.1746 CH) CH; 5-OCHj; CH; 3-F
1.1747 C(H) CH, 5-OCHj; CH, 4-F
1.1748 C(H) CH, 5-OCH; CHa 2-CH,
1.1749 CH) CH; 5OCH, CHa 3-CHg
1.1750 CH) CH, 5OCHs, CHa 4-CHs
1.1751 C(H) CH; 5-OCH, CHa 2-OCHs
1.1752 C(H) CH: 5-OCH; CH; 3-OCH3;
11753 CH) CH, 5-OCH; CHy 4-OCHs
1.1754 C(H) CH, 5-OCHj3 CHj; 2-CF3
1.1755 C(H) CH; 5-OCH, CHg 3-CF3
1.1756 CH) CH, 5-OCHs CHa 4-CF,
1.1757 CH) CH; 5-OCHj CH, 2-0OCF3
1.1758 CH) CH: 5OCH, CHa 3-OCFs
1.1759 CH) CH, 5-OCHs CHs 4-OCF,
1.1760 CH) CH, 5OGCHs CHs 2-OCF,CF,
1.1761 CH) CH, 5OCHs CHa 3-OCF,CF,
1.1762 C(H) CH, 5-OCHj; CHs; 4-OCF,CCF,
1.1763 CH) CH, 5-OCHs CHs 2-0C,Fe
1.1764 C(H) CHz 5-OCHs; CHs 3-OC:F=
1.1765 C(H) CHz 5-OCHj; CHs 4-OCFs
1.1766 C(H) CH; 5-OCHj; CHa 2-OC¢Hs
1.1767 C(H) CH; 5-OCHj CHs 3-OCgHs
1.1768 C(H) CH, 5-OCHj CHs; 4-OCsHs
1.1769 CH) CH, 5-OCH; CHs 2-G(0)CeHs
1.1770 CH) CH. 5-OCH; CHs 3-C(O)C=eHe
11771 CH) CH, 5-OCHs CHs 4-C(O)C=eHs
11772 CH) CH» 5-OCHs CFs H
1.1773 C(H) CH, 5-OCHj, CFa 2-Cl
1.1774 C(H) CH; 5-OCHgj; CF3 3-Cl
1.1775 C(H) CH; 5-OCH; CF; 4-Cl
1.1776 C(H) CH, 5-OCHgs CF; 2-F
11777 C(H) CH, 5-OCHgj; CF3 3-F
1.1778 C(H) CH; 5-OCHgj; CF, 4-F
1.1779 C(H) CH, 5-OCH; CF; 2-CH;
1.1780 CH) CH, 5-OCHs CF, 3-CHs
1.1781 CH) CH. 5-OCH; CFs 4-CHa
1.1782 C(H) CH, 5-OCHj; CF; 2-OCH3,
1.1783 C(H) CH, 5-OCH; CFs 3-OCH3j
1.1784 C(H) CH, 5-OCH;, CF3 4-OCHg
1.1785 C(H) CHz 5-OCHj; CF; 2-CF5
1.1786 CH) CHe 5-OCHa CF. 3.OF.
1.1787 C(H) CH: 5-OCH; CFa 4-CF,
1.1788 C(H) CHz 5-OCH, CFs 2-OCF3
1.1789 CH) CHe 5-OCH; CFs 3-OCF,
1.1790 C(H) CHz 5-OCH, CF4 4-OCF;




PC'LC/EP02/12709

WO 03/042184
-71 -

1.179 1 C(H) CH, 5-OCHg3; CF; 2-OCF,CF.
1.179 2 CH) CH. 5-OCH; CF; 3-OCF,CF,
1.179 3 C(H) CHa 5-OCH; CF; 4-OCF.CF;
1179 4 C(H) CH; 5-OCH;, CFs 2-0OC,Fs
1.179 & C(H) CHa 5-OCHgs; CF; 3-OC;F5
1.179 & C(H) CHz 5-OCH3; CF; 4-0OC3Fs
11797 C(H) CH, 5-OCH; CF; 2-OCgHs
1.179 8 CH) CH, 5-OCH; CF; 3-OCgHs
1.179 8 C(H) CH. 5-OCH; CF; 4-OCgHs
1.180-0 C(H) CH: 5-OCHjg CF; 2-C(O)CeHs
1.180 1 C(H) CH, 5-OCH3; CF; 3-C(O)CgHs
1.180=2 C(H) CHa 5-OCHa; CF; 4-C(0O)CsHs
1.180=3 C(H) CH. 5-OCHg; SCHa, H
1.180-4 C(H) CH: 5-0OCH; SCHj, 2-Cl
1.1805 C(H) CH. 5-OCHs; SCHs 3-Ci
1.180-6 C(H) CH; 5-OCH3; SCH; 4-Cl
1.18077 C(H) CH: 5-OCHg3 SCH; 2-F
1.180=8 C(H) CH. 5-OCH3 SCH, 3-F
1.180= CH) CHg 5-OCHg SCHs 4-F
1.181%0 C(H) CH; 5-OCHg SCHa 2-CHj
1.1811 C(H) CH; 5-OCHjs SCHs 3-CHgj
1.181=22 C(H) CH; 5-OCHs; SCH; 4-CHj
1.1813 C(H) CH; 5-OCHs SCH; 2-OCH;
1.1814 C(H) CH; 5-OCHs; SCH; 3-OCH3
1.1815%5 C(H) CH, 5-OCHs SCH; 4-OCHs;
1.18166 C(H) CH; 5-OCHg; SCHa 2-CF3
1.18177 C(H) CH; 5-OCH3; SCHs 3-CF,
1.18183 C(H) CH, 5-OCH; SCH;s 4-CF3
11819 C(H) CH: 5-OCHs SCH; 2-0OCF;
1.182¢€0 C(H) CH, 5-OCHa, SCH, 3-OCF;
1.1821 C(H) CH, 5-0CH; SCH3; 4-OCF;
1.18222 C(H) CH, 5-0OCH; SCHa 2-0OCF,CF;
1.1823 C(H) CH, 5-OCHj3; SCHj 3-0OCF2CF;
1.182=4 C(H) CH; 5-OCHj SCH; 4-OCF,CF,
1.1825 C(H) CH; 5-OCHs SCHs 2-OC,Fs
1.1826 C(H) CH; 5-0OCH; SCH; 3-0C;Fs
1.1827 C(H) CH, 5-OCH;, SCH; 4-OC;F5
1.18283 C(H) CH, 5-OCH;, SCHg 2-0OCgHs
1.1829 C(H) CH, 5-OCH;, SCHa 3-OCgHs
1.1830 C(H) CH: 85-OCHj SCH;s 4-OCsHs
1.18371 C(H) CH. 5-OCHj; SCHs 2-C(O)CeHs
1.18322 C(H) CH, 5-OCH4 SCH; 3-C(0O)CeHs
1.1833 C(H) CH; 5-OCH; SCH3; 4-C(O)CgHs
1.183< C(H) CH; 5-OCHj Thiazol-4-y! H
1.1835 C(H) CH2 5-OCHs Thiazol-4-yl 2-Cl
1.1836 C(H) CH. 5-OCH; Thiazol-4-yl 3-Cl
1.183#7 C(H) CHa 5-OCH; Thiazol-4-yl 4-Cl
1.18383 C(H) CH: 5-OCH; Thiazol-4-yl 2-F
1.18393 C(H) CH; 5-OCHjs Thiazol-4-yl 3-F
1.1840 C(H) CH» 5-OCH; Thiazol-4-yl 4-F
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1.1841 C(H) CH, 5-OCHs3 Thiazol-4-yl 2-CHa
1.1842 C(H) CH, 5-OCHs Thiazol-4-yl 3-CHj
1.1843 C(H) CH, 5-OCHs; Thiaz=ol-4-yl 4-CHj
1.1844 C(H) CH; 5-OCHgsg Thiazmol-4-yl 2-OCHj
1.1845 C(H) CH; 5-OCHg4 Thiazol-4-yl 3-OCH,3
1.1846 C(H) CH, 5-OCHj; Thiazol-4-y] 4-OCHj,
1.1847 C(H) CH; 5-OCHj, Thiazol-4-y 2-CF;
1.1848 C(H) CH, 5-OCH, Thiazol-4-yi 3-CF;
1.1849 C(H) CH, 5-OCH; Thiazol-4-yl 4-CF;
1.1850 C(H) CH, 5-OCH; Thiazol-4yl 2-OCF,
1.1851 C(H) CH, 5-OCHs Thiazol-4-yl 3-OCF;
1.1852 C(H) CH; 5-OCHjg Thiaz=ol-4-yl 4-OCF;
1.1853 C(H) CH; 5-OCHj Thiazol-4-yl 2-OCF,CF;
1.1854 C(H) CH, 5-OCHj; Thiazol-4-yl 3-OCF,CF;
1.1855 C(H) CH, 5-OCHa, Thiazcdl-4-yl 4-OCF.CF;
1.1856 C(H) CH; 5-OCHs; Thiazadl-4-yl 2-OC,Fs
1.1857 C(H) CH, 5-OCH, Thiazol-4-yl 3-OC,Fs
1.1858 C(H) CH; 5-OCHg Thiazol-4-yl  4-OC;Fg
1.1859 C(H) CH, 5-OCHs Thiaz ol-4-yl  2-OCgHs
1.1860 C(H) CH, 5-OCHs; Thiaz_ol-4-yl 3-OCgHs
1.1861 C(H) CH; 5-OCHj; Thiaz ol-4-yl 4-OCg¢Hs
1.1862 C(H) CH; 5-OCHaj Thiaz ol-4-yl 2-C(O)CeHs
1.1863 C(H) CH, 5-OCH; Thiaz o-4-yl  3-C(O)CeHs
1.1864 C(H) CH: 5-OCHj; Thiaz ol-4-yl  4-C(O)CgHs
1.1865 C(CN» Bd. H H H
1.1866 C(CN) Bd. H H 2-Ci
1.1867 C(CN) Bd. H H 3-Cl
1.1868 C(CN)- Bd. H H 4-Cl
1.1869 C(CN) Bd. H H 2-F
1.1870 C(CN) Bd. H H 3-F
1.1871 C(CN) Bd. H H 4-F
1.1872 C(CN) Bd. H H 2-CHs
1.1873 C(CN) Bd. H H 3-CH;
1.1874 C(CN) Bd. H H 4-CHz
1.1875 C(CN) Bd. H H 2-OCHj;
1.1876 C(CN) Bd. H H 3-OCHg
1.1877 C(CN) Bd. H H 4-OCHg
1.1878 C(CN) Bd. H H 2-CF3
1.1879 C(CN) Bd. H H 3-CF;
1.1880 C(CN) Bd. H H 4-CF5
1.1881 C(CN) Bd. H H 2-OCF;
1.1882 C(CN) Bd. H H 3-OCF;
1.1883 C(CN) Bd. H H 4-OCF,
1.1884 C(CN) Bd. H H 2-OCF,CF;
1.1885 C(CN) Bd. H H 3-0OCF,CF;
1.1886 C(CN) Bd. H H 4-OCF.CF;
1.1887 C(CN) Bd. H H 2-OC,Fs
1.1888 C(CN) Bd. H H 3-OC,Fs
1.1889 C(CN) Bd. H H 4-OC,Fs
1.1890 C(CN) Bd. H H 2-OC¢Hs
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1.1891 C(CN® Bd. H H 3-OCgHs
1.1892 C(CN®» Bd. H H 4-OC¢Hs
1.1893 C(CN®» Bd. H H 2-C(O)CgHs
1.1894 C(CN» Bd. H H 3-C(O)CeHs
1.1895 C(CN®» Bd. H H 4-C(O)CsHs
1.1896 C(CN@ Bd. H CHi,
1.1897 C({CN® Bd. H CH; 2-Cl
1.1898 C(CN» Bd. H CHi; 3-Cl
1.1899 C(CN» Bd. H CHi; 4-Cl
1.1900 C(CN» Bd. H CHi, 2-F
1.1901 C(CN» Bd. H CHi, 3-F
1.1902 C(CN» Bd. H CHi, 4-F
1.1903 C(CN» Bd. H CHi, 2-CH;
1.1904 C(CN@» Bd. H CHi; 3-CH,
1.1905 C(CN» Bd. H CHi, 4-CHg
1.1906 C(CN» Bd. H CHi; 2-OCH,
1.1907 C(CN» Bd. H CH; 3-OCHs
1.1908 C(CN} Bd. H CHi, 4-OCH,
1.1909 C(CN)» Bd. H CH; 2-CF3
1.1910 C(CN)} Bd. H CHi, 3-CF;
1.1911 C(CN)- Bd. H CH;, 4-CF,
1.1912 C(CN) Bd. H CHi, 2-OCF;
1.1913 C(CN) Bd. H CHi; 3-OCF;
1.1914 C(CN) Bd. H CH, 4-OCF;
1.1915 C(CN) Bd. H CHi; 2-OCF,CF,
1.1916 C(CN) Bd. H CHi, 3-OCF.CF,
11917 C(CN) Bd. H CH; 4-OCF,CF,
1.1918 C(CN) Bd. H CH; 2-OC,Fs
1.1919 C(CN) Bd. H CH, 3-OC;Fs
1.1920 C(CN) Bd. H CHs 4-OC;Fs
1.1921 C(CN) Bd. H CHi; 2-OCgHs
1.1922 C(CN) Bd. H CH;, 3-OC;Hs
1.1923 C(CN) Bd. H CHi; 4-OCgHs
1.1924 C(CN) Bd. H CH, 2-C(O)CgHs
1.1925 C(CN) Bd. H CH; 3-C(O)CeHs
1.1926 C(CN) Bd. H CH, 4-C(O)CgHs
1.1927 C(CN) Bd. H CF; H
1.1928 C(CN) Bd. H CF; 2-Cl
1.1929 C(CN) Bd. H CF, 3-Cl
1.1930 C(CN) Bd. H CF; 4-Cl
1.1931 C(CN) Bd. H CFs 2-F
1.1932 C(CN) Bd. H CF; 3-F
1.1933 C(CN) Bd. H CF;, 4-F
1.1934 C(CN) Bd. H CF3 2-CHj
1.1935 C{CN) Bd. H CF, 3-CHj
1.1936 C(CN) Bd. H CF=; 4-CH,
1.1937 C(CN) Bd. H CF, 2-OCHs
1.1938 C(CN) Bd. H CF, 3-OCHjg
1.1939 C(CN) Bd. H CF, 4-OCHjg
1.1940 C(CN) Bd. H CF, 2-CF;
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.1941 C(CN) Bd. H CF, 3-CF,
1.1942 C(CN) Bd. H CF3 4-CF,
1.1943 C(CN) Bd. H CF3 2-OCF,
1.1944 C(CN) Bd. H CF3 3-OCF,
1.1945 C(CN) Bd. H CF, 4-OCF;
1.1946 C(CN) Bd. H CF3 2-OCF:CF=
1.1947 C(CN) Bd. H CF; 3-OCF,CF=
1.1948 C(CN) Bd. H CF, 4-OCF,CF=
1.1949 C(CN) Bd. H CF3 2-OC,Fs
1.1950 C(CN) Bd. H CFs 3-OC,Fs
1.1951 C(CN) Bd. H CF3 4-OC,Fs
1.1952 C(CN) Bd. H CF3 2-OCgHs
1.1953 C(CN) Bd. H CFs 3-OCeHs
1.1954 C(CN) Bd. H CF, 4-OCgHs
1.1955 C(CN) Bd. H CFs 2-C(O)CeH s
1.1956 C(CN) Bd. H CFs 3-C(O)CeH s
1.1957 C(CN) Bd. H CF, 4-C(O)CeH s
1.1958 C(CN) Bd. H SCH; H
1.1959 C(CN) Bd. H SCH; 2-Cl
1.1960 C(CN) Bd. H SCH; 3-Cl
1.1961 C(CN) Bd. H SCH; 4-Cl
1.1962 C(CN) Bd. H SCH; 2-F
1.1963 C(ECN) Bd. H SCH; 3-F
1.1964 C(ECN) Bd. H SCH; 4-F
1.1965 C(CN) Bd. H SCH; 2-CHs
1.1966 C(CN) Bd. H SCH; 3-CHs
1.1967 C(CN) Bd. H SCH;, 4-CHs
1.1968 C(CN) Bd. H SCH; 2-OCH;
1.1969 C(CN) Bd. H SCHs 3-OCHj3
1.1970 C(cN) Bd. H SCH;, 4-OCH;
1.1971 C(CN) Bd. H SCH; 2-CF3
1.1972 C(CN) Bd. H SCH;, 3-CF,
1.1973 C(CN) Bd. H SCH; 4-CF,
1.1974 C(CN) Bd. H SCH;, 2-OCF;
1.1975 C(CN) Bd. H SCH; 3-OCF,
1.1976 CS(CN) Bd. H SCH; 4-OCF,
1.1977 C(CN) Bd. H SCH;, 2-OCF,CF=
1.1978 C(CN) Bd. H SCH; 3-OCF,CF=
1.1979 C(CN) Bd. H SCH;, 4-OCF,CF=
1.1980 C(CN) Bd. H SCH; 2-OC5Fs
1.1981 C(CN) Bd. H SCH; 3-OCoFs
1.1982 C(CN) Bd. H SCH; 4-OC;Fs
1.1983 CS(CN) Bd. H SCH, 2-OCeHs
1.1984 C(CN) Bd. H SCH; 3-OCsHs
1.1985 C(CN) Bd. H SCH, 4-OCsHs
1.1986 C(CN) Bd. H SCH; 2-C(O)CeH s
1.1987 C(CN) Bd. H SCH; 3-C(O)CeH s
1.1988 C(CN) Bd. H SCH, 4-C(O)CeH
1.1989 C(CN) Bd. H Thiazol-4-yl H
1.1990 CC(CN)  Bd. H Thiazol-4-yl 2-Cl
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@ o C(CN) Bd. H Thiazol-4-yl _ 3-Cl
1.1992 C(CN) Bd. H Thiazol-4-yl ~ 4-Cl
1.1993 C(CN) Bd H Thiazol-4yl 2-F
1.1994 C(CN) Bd. H Thiazol-4-yl  3-F
1.1995 CSCN) Bd. H Thiazol-4-yl ~ 4-F
1.1996 C(CN) Bd. H Thiazol-4-yl  2-CHj
1.1997 C(CN) Bd. H Thiazol-4-yl  3-CHs
1.1998 C(CN) Bd. H Thiazol-4-yl  4-CHs
1.1999 C(CN) Bd. H Thiazol-4-yl  2-OCHs
1.2000 C(CN) Bd. H Thiazol-4-yl  3-OCHs
1.2001 C(CN) Bd. H Thiazol-4-yl  4-OCHs
1,2002 C(CN) Bd. H Thiazol-4-yl  2-CFs
1.2003 C(CN) Bd. H Thiazol-4-yl ~ 3-CF;
1.2004 C(CN) Bd. H Thiazol-4-yl  4-CF;
1.2005 C(CN) Bd. H Thiazol-4-yl  2-OCF;
1.2008 C(CN) Bd. H Thiazol-4-yl  3-OCF;
1.2007 C(CN) Bd. H Thiazol-4-yl  4-OCF,
1.2008 C(CN) Bd. H Thiazol-4-yl  2-OCF.CF=,
1.2009 C(CN) Bd. H Thiazol4-yl  3-OCF.CF=,
1.2010 C(CN) Bd. H Thiazol-4-yl  4-OCF,CF=,
1.2011 C(CN) Bd. H Thiazok4-yl  2-OC,Fs
1.2012 C(CN) Bd. H Thiazol-4-yl  3-OC,Fs
1.2013 C(CN) Bd. H Thiazol4-yl ~ 4-OC,Fs
1.2014 C=(CN) Bd. H Thiazok4-yl  2-OCeHs
1.2015 CS(CN) Bd. H Thiazol-4-yl  3-OCeHs
1.2016 C=(CN) Bd. H Thiazol-4-yl  4-OCgHs
1.2017 C=(CN) Bd. H Thiazol-4yi  2-C(O)CeHlls
1.2018 C=(CN) Bd. H Thiazol-4-yl ~ 3-C(O)CeHlls
1.2019 C:(CN) Bd. H Thiazol-4-yl  4-C(O)CgHlls
1.2020 C:(CN) Bd. 5l H H
1.2021 C (CN) Bd. 5Ci H 2-Cl
1.2022 C (CN) Bd. 5Cl H 3-Cl
1.2023 C (CN) Bd. 5l H 4-Cl
1.2024 C-{CN) Bd. 5Cl H 2-F
1.2025 CHCN) Bd. 5Cl H 3-F
1.2026 Co{CN) Bd. 5-Cl H 4-F
1.2027 Ce(CN) Bd. 5-Cl H 2-CH,
1.2028 C&CN) Bd. 5<Cl H 3-CH,
1.2029 C&CN) Bd. 5-Cl H 4-CH,
1.2030 C&CN) Bd. &<l H 2-OCHj
1.2031 C&CN) Bd. 5 H 3-OCHs
1.2032 CECN) Bd. 5l H 4-OCH;,
1.2083 CECN) Bd. 5l H 2-CF,
1.2034 CCCN) Bd. 5-Ci i 3-CF,
1.2035 CCCN) Bd. 5l H 4-CF,
1.2036 CCCN) Bd. 5<Cl H 2-OCF;,
1.2037 CCCN) Bd. &< H 3-OCF,
1.2038 CCCN) Bd. 5-Cl H 4-OCF;
1.2039 CCCN) Bd. 5-Cl H 2-OCF,CF,
1.2040 CCCN) Bd. 5Cl = 3-OCF,CF,




PCT/EP02/12709

WO 03/0421834
-76 -

@ =4 C(CN) _ Bd. 50 1 4-OCF,CF;
1.2042 C(CN) Bd. 5Cl H 2-0C,Fs
1.2043 C(CN) Bd. 5Cl H 3-OC4Fs
1.2044 C(CN) Bd. 5Cl H 4-OC4Fs
1.2045 C(CN) Bd. 5CI H 2-OCHs
1.2046 C(CN) Bd. &Cli H 3-0CgHs
1.2047 C(CN) Bd. 5Ci H 4-OCqHs
1.2048 C(CN) Bd. 5Cl H 2-G(O)CeHs
1.2049 C(CN) Bd. 5Cl H 3-G(0)CeHs
1.2050 C(CN) Bd. 5Ci H 4-C(0)CsHs
1.2051 C(CN) Bd. 5Ci CHs H
1.2052 C(CN) Bd. 5Cl CHs 2-Cl
1.2053 C(CN) Bd. 5CI CHs 3-Cl
1.2054 C(CN) Bd. 5Cl CHs 4-Cl
1.205 C(CN) Bd. 5Cl CHs 2-F
1.2056 C(CN) Bd. 5Cl CHs 3-F
1.2057 C(CN) Bd. 5Cl CHs 4-F
1.2058 C(CN) Bd. 5Ci CHs 2-CHs
1.2059 C(CN) Bd. 5Ci CHs 3-CHs
1.2060 C(CN) Bd. 5Cl CHs 4-CHs
1.2061 C(CN) Bd. 5Ci CHs 2-OCHs
1.2062 C(CN). Bd. 5Cl CHs 3-OCHs
1.2063 C(CN) Bd. 5Cl CHs 4-OCH,
1.2064 C(CN)» Bd. 5l CHs 2-CF;
1.2065 C(CN)» Bd. 5Cl CHs 3-CFs
1.2066 C(CN} Bd. 5Cl CHs 4-CF,
1.2067 C(CNs Bd. 5Cl CHs 2-OCF;
1.2068 C(CNw Bd. 5CI CHs 3-0CF;
1.2069 C(CN@ Bd. 5Cl CHs 4-OCF,
1.2070 C(CN@ Bd. 5Cl CHs 2-OCF,CF,
1.2071 C(CN@ Bd. 5CI CHs 3-OCF.CF,
1.2072 C(CN} Bd. 5Ci CHs 4-OCF,CF,
12073 C(CN@ Bd. 5Ci CHs 2-0C,Fs
1.2074 C(CN@ Bd. &Cl CHs 3-0C,F:
1.2075 C(CN Bd. 5Ci CHs 4-0C,F:
1.2076 C(CN@» Bd. 5Cl CHs 2-0C4Hs
1.2077 C(CN@ Bd. 5Ci CHs 3-0CsHs
1.2078 C(CN@ Bd. 5Ci CHs 4-OCgHs
1.2079 C(CN@ Bd. 5Ci CHs 2-G(O)CsHs
1.2080 C(CN@ Bd. 5Cl CHs 3-G(0)CoHs
1.2081 C(CN® Bd. 5Cl CHs 4-G(O)CeHs
1.2082 C(CN® Bd. 5Cl CFs H
1.2083 C(CN® Bd. 5Cl CFs 2:Gl
1.2084 C(CN® Bd. 5Ci CFs 3-Cl
1.2085 C(CN® Bd. 5Cl CFs 4-Cl
1.2086 C(CN® Bd. 5l CFs 2.F
1.2087 C(CN® Bd. 5CI CFs 3-F
1.2088 C(CND Bd. 5l CFs 4F
1.2089 C(CND Bd. 5l CFs 2-CH,
1.2090 C(CNS__Bd. 5l CFs 3-CH,
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1.2091 C(CN) Bd. 5-Ci CFs 4-CH=
1.2092 C(CN) Bd. 5-Cl CFs 2-OC_H;
1.2093 C(CN) Bd. 5-Cl CFs 3-OCH;
1.2094 C(CN) Bd. 5-C CF; 4-OCHH;
1.2095 C(CN) Bd. 5-Cl CFs 2-CFm
1.2096 C(CN) Bd. 5-Cl CFs 3-CFam
1.2097 C(CN) Bd. 5-Cl CF; 4-CFm
1.2098 C(CN) Bd. 5-Cl CFs 2-OCF;
1.2099 C(CN) Bd. 5l CFs 3-OCNF;
1.2100 C(CN) Bd. 5-Cl CF; 4-OCIF;
1.2101 C(CN) Bd. 5-Ci CF; 2-OCIF,CF;
1.2102 C(CN) Bd. 5-Cl CF; 3-OCIF.CF,
1.2103 C({CN) Bd. 5-Cl| CF; 4-OCIF,CF;
1.2104 C(CN) Bd. 5-Cl CF; 2-OC=Fs
1.2105 C(CN) Bd. 5-Cl CF; 3-OC=Fs
1.2106 C(CN) Bd. 5-C CFs 4-OC=Fs
1.2107 C(CN) Bd. 5-Ci CF3 2-OCgHs
1.2108 C(CN) Bd. 5-Cl CF, 3-OCgHs
1.2109 C(CN) Bd. 5-Ci CF; 4-OCeHs
1.2110 C(CN) Bd. 5-CI CF, 2-C(Om)CsHg
1.2111 C(CN) Bd. 5-Ci CF; 3-C(O=)CsHs
1.2112 C(CN) Bd. 5-C CF, 4-CG(O=)CsHs
1.2113 C(CN) Bd. 5-Cl SCH; H
1.2114 C(CN) Bd. 5-Ci SCHg 2-Cl
1.2115 C(CN) Bd. 5-Ci SCHj, 3-Cl
1.2116 C(CN) Bd. 5-CI SCH; 4-Cl
1.2117 C(CN) Bd. 5-C| SCHs 2-F
1.2118 C(CN) Bd. 5-Ci SCHj; 3-F
1.2119 C(CN) Bd. 5-Cl SCH; 4-F
1.2120 C(CN) Bd. 5-Cl SCHj 2-CHs
1.2121 C(CN) Bd. 5-Cl SCH;j 3-CHj3
1.2122 C(CN) Bd. 5-Cl SCH; 4-CHj,
1.2123 C(CN) Bd. 5-CI SCH; 2-OCH;
1.2124 C(CN) Bd. 5-Ci SCH; 3-CCH4,
1.2125 C(CN) Bd. 5-Ci SCHa, 4-OCH,
1.2126 C(CN) Bd. 5<C] SCHa 2-CF;
1.2127 C(CN) Bd. 5-<Ci SCHj, 3-CF3
1.2128 C(CN) Bd. 5-Cl SCHj; 4-CF3
1.2129 C(CN) Bd. 5-Ci SCHjs 2-OCF=3
1.2130 C(CN) Bd. 5-Cl SCH3 3-O0CF—3
1.2131 C(CN) Bd. 5l SCH; 4-OCF=,
1.2132 C(CN) Bd. 5-Cl SCH; 2-OCF,CF;
1.2133 C(CN) Bd. 5-Cl SCH; 3-OCF=5CF,
1.2134 C(CN) Bd. 5.Cl SCHa, 4-OCF=,CF,
1.2135 C(CN) Bd. 5-Cl SCH; 2-0C,E=;
1.2136 C(CN) Bd. 5-Ci SCH; 3-0C,F=;
1.2137 C(CN) Bd. 5-Ci SCH3 4-OC,F;
1.2138 C(CN) Bd. 5-Ci SCH; 2-0CsHi;
1.2139 C(CN) Bd. 5-Cl SCH; 3-0OCgHi;
1.2140 C(CN) Bd. 5-Cl SCHs 4-OCgH;
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@ =5 C(CND Bd. 50Cl SCHa 2-G(0)CaHs
1.2142 C(CND Bd. 5<Cl SCHs 3-C(0)CsHs
1.2143 C(CND Bd. 5Cl SCHa 4-C(0)CgHs
1.2144 C(CND Bd. 5-Cl Thiazoel-4-yl H
1.2145 C(CND Bd. 5-Cl Thiazosl-4-yl  2-Cl
1.2146 C(CND Bd. 5-Cl Thiazosl-4-yl  3-Cl
1.2147 C(CND Bd. 5-Cl Thiazoel-4-yl  4-Cl
1.2148 C(CND Bd. 5<Cl Thiazosl-4-yl 2-F
1.2149 C(CND Bd. 5-Cl Thiazoel-4-yl  3-F
1.2150 C(CND Bd. 5<ClI Thiazosl-4-yl  4-F
1.2151 C(CND Bd. 5-<Cl Thiazoel-4-yl 2-CH,
1.2152 C(CND Bd. 5-Cl Thiazoel-4-yl  3-CHs
1.2153 C(CND) Bd. 5-Cl Thiazoel-4-yl  4-CHs
1.2154 C(CND Bd. 5-Ci Thiazoel-4-yl 2-OCHj
1.2155 C(CND Bd. 5-<Ci Thiazoel-4-yl 3-OCHs
1.2156 C(CND Bd. 5-Ci Thiazoel-4-yl  4-OCHs
1.2157 C(CND) Bd. 5-Cl Thiazoel-4-yl 2-CF;
1.2158 C(CND Bd. 5-<Cl Thiazoel-4-yl  3-CFs
1.2159 C(CND Bd. 5<Cl Thiazoel-4-yl  4-CFs
1.2160 C(CND Bd. 5<Ci Thiazoel-4-yl 2-OCF;
1.2161 C(CND Bd. 5-Cl Thiazoel-4-yl  3-OCF;
1.2162 C(CND Bd. 5-Ci Thiazoel-4-yl  4-OCF;
1.2163 C(CND Bd. 5-Ci Thiazoel-4-yl  2-OCFCF;
1.2164 C(CND Bd. 5-Cl Thiazoel-4-yl 3-OCFCF»
1.2165 C(CND) Bd. 5-Ci Thiazoel4-yl  4-OCF,CF;
1.2166 C(CND) Bd. 5-Cl Thiazl4-yl 2-OC,Fs
1.2167 C(CND Bd. 5&-Cl Thiazoel-4-yl  3-OC,Fs
1.2168 C(CND) Bd. 5Ci Thiazeel4-yl  4-OC,Fs
1.2169 C(CND Bd. 5-Ci Thiazoel-4-yl 2-OCgHs
1.2170 C(CND Bd. 5-Cl Thiazeel-4-yl  3-OCgHs
1.2171 C(CND Bd. 5-Cl Thiazoel-4-yl  4-OCgHs
1.2172 C(CND Bd. 5-Cl Thiazomel-4-yl  2-C(O)CgHs
1.2173 C(CND Bd. 5-Cl Thiazoel4-yl  3-C(O)CeHs
1.2174 C(CND) Bd. 5<Cl Thiazael-4-yl  4-C(O)CeHs
1.2175 C(CND Bd. 6-Cl H H
1.2176 C(CND Bd. 6-Cl H 2-Cl
1.2177 C(CND Bd. 6<Cl H 3-Ci
1.2178 C(CND) Bd. 6<Cl H 4-C
1.2179 C(CND) Bd. 6<Cl H 2-F
1.2180 C(CND Bd. 6<Cl H 3-F
1.2181 C(CND) Bd. 6Cl H 4-F
1.2182 C(CND Bd. e<cCl H 2-CH,
1.2183 C(CND Bd. 6-Cl H 3-CH;
1.2184 C(CN) Bd. 6Ci H 4-CHgq
1.2185 C(CND) Bd. 6-Cl H 2-OCHj
1.2186 C(CND) Bd. 6-Cl H 3-OCH,
1.2187 C(CND) Bd. 6Cl H 4-OCH,
1.2188 C(CND) Bd. ¢6-Cl H 2-CF,
1.2189 C(CND Bd. 6Cl H 3-CF,
1.2190 C(CN) Bd. 6-Ci H 4-CF,
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@ == CCND Bd. 6. H 5-OCF;
1.2192 C(CND) Bd. 6-Cl H 3-OCF;
1.2193 C(CN) Bd. 6-Cl H 4-OCF3
1.2194 C(CN) Bd. 6-Cl H 2-OCF.CF,
1.2195 C(CND) Bd. 6<Cl H 3-OCF,CF,
1.2196 C(CND) Bd. 6-C H 4-OCF.CF:
1.2197 C(CND) Bd. 6-Cl H 2-OC,Fs
1.2198 C(CN) Bd. 6-Cl H 3-0C,Fs
1.2199 C(CN) Bd. 6-Cl H 4-OC,Fs
1.2200 C(CN) Bd. 6-Cl H 2-OC¢Hs
1.2201 C(CND) Bd. 6-Cl H 3-OCgHs
1.2202 C(CND Bd. 6-Cl H 4-OCgHs
1.2203 C(CN) Bd. 6-Cl H 2-C(O)CeHs
1.2204 C(CN) Bd. 6-Cl H 3-C(O)CeHs
1.2205 C(CN) Bd. 6-Cl H 4-C(O)CeHs
1.2206 C(CN) Bd. 8-Cl CH= H
1.2207 C(CN) Bd. 6-Cl CHs 2-Cl
1.2208 C(CN) Bd. 6-Cl CHs 3-Cl
1.2209 C(CN) Bd. 6-Cl CHg 4-Cl
1.2210 C(CN) Bd. 6-Ci CH= 2-F
1.2211 C(CN) Bd. 6-Cl CHs 3-F
1.2212 C(CN) Bd. 6-Cl CHs 4-F
1.2213 C(CN) Bd. &<Cl CHz 2-CHs
1.2214 C(CN) Bd. 6Cl CH5 3-CHs
1.2215 C(CN) Bd. 6-Cl CHz 4-CHs
1.2216 C(CN) Bd. 6cCl CH= 2-OCHs
1.2217 C(CN) Bd. 6-Cl CHs 3-OCHj
1.2218 C(CN) Bd. &-Cl CHs 4-OCHjs
1.2219 C(CN) Bd. &-Cl CHz 2-CF,
1.2220 C(CN) Bd. 6-Cl CHs 3-CF;
1.2221 C(CN) Bd. 6-Cl CHg 4-CF;
1.2222 C(CN) Bd. 6-Cl CHz 2-OCFs
1.2223 C(CN) Bd. 6<Cl CH= 3-OCF;
1.2224 C(CN') Bd. 6Cl CHa= 4-OCF,
1.2225 C(CN) Bd. 6-C CHa 2-OCF.CF,
1.2226 C(CNi) Bd. &-Cl CH=s 3-OCF,CF,
1.2227 C(CN!) Bd. 6-Ci CHs 4-OCF,CF,
1.2228 C(CNi) Bd. 6-Cl CH 2-0C,Fs
1.2229 C(CNI) Bd. 6-Cl CHs 3-OC,Fs
1.2230 C(CNe) Bd. 6-Cl CHx 4-OC,Fs
1.2231 c(cNa) Bd. 6-<Cl CHs 2-OC¢Hs
1.2232 c(cNm) Bd. 6<Cl CH 3 3-OCeHs
1.2233 c(cNs) Bd. 6-C CH 4-OCeHs
1.2234 c(cNm) Bd. 6-Cl CH 3 2-C(O)CeHs
1.2235 c(cNg) Bd. 6-Cl CH 4 3-C(O)CegHs
1.2236 c(cNe) Bd.  6-Cl CHa 4-C(O)CeHs
1.2237 c(cNg) Bd. 6Cl CFs H
1.2238 c(cNe) Bd. 6-Cl CFa 2-Ci
1.2239 ccNs) Bd. 6-Cl CFg 3-Cl
1.2240 C(CNg) Bd. &«Cl CFx 4-Cl
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@ == C(CN) Bd. 6-Ci CF, S>F
1.22242 C(CN) Bd. 6-C CF, 3F
1.2243 C(CN) Bd. 6-Cl CF, =F
1.2244 C(CN) Bd. 6-C CF, D.CH,
1.2295 C(CN) Bd. 6-C CF, 3.CH,
1.2246 C(CN) Bd. 6-Cl CF, =1.CH,
1.22.47 C(CN) Bd. 6&-Cl CF, =-0OCH,
1.2248 C(CN) Bd. 6-C CF, 3-OCHs
1.2249 C(CN) Bd. 6-C CF, =4-OCH,q
1.22850 C(CN) Bd. 6-Cl CF, D CF,
120851 C(CN) Bd. 6-Cl CFa =3-CFy
1.0085p C(CN) Bd. 6-l CF, ~4-CF,
1.22853 G(CN) Bd. 6-<l CFs =.0CF,
1.20854 C(CN) Bd. 6-l CFs =3.0CF,
1.22555 C(CN) Bd. 6-Cl CFs ~4-0CF,
1.22856 C(CN) Bd. 6-C CF, =2.0CF,CF;
1.20%57 C(CN) Bd. 6-«l CFs =3.0CF,CF.
1.00858 C(CN) Bd. 6&-l CF, ~4-0CF;CF,
1.02859 C(CN) Bd. 6-€l CF, =.0C,Fs
1.2260 C(CN) Bd. 6-<l CFs 3-0C,Fs
1.2261 C(CN) Bd. 6-Cl CF, ~4-0C,F,
1.2262 C(CN) Bd. 6-Cl CF, .0CeH,
1.2263 C(CN) Bd. 6l CF, 23.0CeHs
1.2064 C(CN) Bd. 6- CFs —4-OCqH;
1.2265 C(CN) Bd. 6 CFs =3-C(0)CeHs
1.20656 C(CN) Bd. 6-cl CFs T3-C(O)CeHs
1.2267 C(CN) Bd. 6-cl CFa -C(O)CeHs
1.2268 C(CN) Bd. 6-Cl SCH; EH
1.0269 C(CN) Bd. 6-Cl SCHj =l
1.2270 C(CN) Bd. 6-c SCHj 33l
1.2271 C(CN) Bd. 6-Cl SCH =-Cl
1.2272 C(CN) Bd. 6-Cl SCH; o F
1.2273 C(CN) Bd. 6-Cl SCH, 3F
1.2274 C(CN) Bd. 6-C SCHg =4F
1.2275 C(CN) Bd. 6-Cl SCH -CH,
1.2276 C(CN) Bd. &-Cl SCHg T3.CHj
1.2277 C(CN) Bd. 6-Cl SCHg =4-CH,
1.2078 C(CN) Bd. 6-Cl SCH, -0CH,
1.2279 C(CN) Bd. 6-Cl SCH;, 73-0CH,
1.0080 C(CN) Bd. 6-Cl SCH, ~4-0OCH
1.2281 C(CN) Bd. 6-Cl SCH, o.CF,
1.00832 C(CN) Bd. 6&-Cl SCH T3.CF,
1.2083 C(CN) Bd. 6-Cl SCH, —CF,
1.20834 C(CN) Bd. 6-C SCHs =.0CF,
1.2085 C(CN) Bd. 6-C SCH, T3-0CF,
1.2286 C(CN) Bd. 6-C SCHs <4-OCF,
1.2087 C(CN) Bd. 6-Cl SCHa .0CF,CF,
1.20888 C(CN) Bd. 6-Cl SCHs 3-0CF,CF,
1.2289 C(CN) Bd. 6-Cl SCH;, «4-OCF,CF,
1,220 C(CN) Bd. 6-Ci SCHs; =2-0C,F;
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‘ 1 2291 C(CN) Bd. 60 SCH; 3-OC,Fs
1 .2292 C(CN) 8d. 6-Cl SCHs 4-OC,F;
1 .2293 C(CN) Bd. 6-Cl SCHg 2-OC¢H;5
1 .2294 C(CN) Bd. 6-Cl SCHs 3-OCgHs
1 .2295 C(CN) Bd. 6-Ci SCHj 4-OC¢H5
1 2296 C(CN) Bd. 6-Cl SCHs 2-C(O)CgHs
1 .2297 C(CN) Bd. 6-Cl SCHs 3-C(O)CeHs
1 .2298 C(CN) Bd. 6-Cl SCHs 4-C(0)CgHs
1 .2299 C(CN) Bd. 6-Cl Thiazol-4-yi  H
1 .2300 C(CN) Bd. 6-Cl Thiazol-4-yl  2-C
1 .2301 C(CN) Bd. 6-Cl Thiazol-4-yl  3-Ci
1 .2302 C(CN) Bd. 6-Cl Thiazol-4-yl  4-C|
1 .2303 C(CN) Bd. 6-Cl Thiazol-4-yl  2-F
1 .2304 C(CN) Bd. 6-Cl Thiazol-4-yl  3-F
1 .2305 C(CN) Bd. 6-Cl Thiazol-4-yl  4-F
1 .2306 C(CN) Bd. 6-Cl Thiazol-4-yl  2-CHjs
1 .2307 C(CN) Bad. 6-Cl Thiazol-4-yl  3-CHj
1 .2308 C(CN) Bd. 6-Cl Thiazol-4-yl  4-CHj3
1 .2309 C(CN) Bd. 6-Cl Thiazol-4-yl  2-OCHj;
1.2310 C(CN) Bd. 6-Cl Thiazol-4-yl  3-OCHj
1_2311 C(CN) Bd. 6-Cl Thiazol-4-yl 4-OCH3
1-2312 C(CN) Bd. 6-Cl Thiazol-4-yl 2-CF;
1_2313 C(CN) Bd. 6-Cl Thiazol-4-yl  3-CF,
1.2314 C(CN) Bd. 6-Cl Thiazol-4-yl ~ 4-CF,
1_2315 C(CN) Bd. 6-Cl Thiazol-4-yl 2-OCF5
12316 C(CN) Bd. 6-Cl Thiazol-4-yl 3-OCF;
1_2317 C(CN) Bd. 6-Cl Thiazol-4-yl  4-OCF,
12318 C(CN) Bd. 6-Cl Thiazol-4-yl  2-OCF.CF,
1.-2319 C(CN) Bd. 6-Cl Thiazol-4-y| 3-OCF.CF;
12320 C(CN) Bd. 6-Cl Thiazol-4-yl  4-OCF,CF;
1. 2321 C(CN) Bd. 6-Ci Thiazol-4-yl 2-0C;Fs
1. 2322 C(CN) Bd. 6-Cl Thiazol-4-yl 3-0C,F5
1. 2323 C(CN) Bd. 6-Cl . Thiazol-4-y| 4-OC,Fs
1. 2324 C(CN) Bd. 6-Ci Thiazol-4-yl 2-0OCgH;
1. 2325 C(CN) Bd. 6-Cl Thiazol-4-yl  3-OC¢Hs
1. 2326 C(CN) Bd. 6-Cl Thiazol-4-yl 4-OCsHs
1. 2327 C(CN) Bd. 6-Cl Thiazol-4-yl  2-C(O)CeHs
1. 2328 C(CN) Bd. 6-Cl Thiazol-4-yl  3-C(O)Cg¢Hs
1. 2329 C(CN) Bd. 6-Cl Thiazol-4-yl  4-C(O)CgHs
1..2330 C(CN) Bd. 5-F H H
1.=2331 C(CN) Bd. 5-F H 2-Cl
1.22332 C(CN) Bd. 5-F H 3-Cl
1.2333 C(CN) Bd. 5-F H 4-C|
1.=2334 C(CN) Bd. 5-F H 2-F
[.22335 C(CN) Bd. 5-F H 3-F
1.=2336 C(CN) Bd. 5-F H 4-F
1.=2337 C(CN) Bd. 5-F H 2-CHs
|.=2338 C(CN) Bd. 5-F H 3-CH,
[.=2339 C(CN) Bd. 5-F H 4-CH;3
|.=2340 C(CN) Bd. 5-F H 2-OCH,




WO 03/042184 PCCT/EP02/12709

-82-
. 1.2341 C(CN) Bsd. 5F H 3-OCH;
1.2342 C(CN) Bsd. 5&F H 4-OCH,
1.2343 C(CN) Bsd. &F H 2-CF;
1.2344 C(CN) Bsd. 5&F H 3-CFs
1.2345 C(CN) Bsd. 5F H 4-CF,
1.2346 C(CN) Bsd. &-F H 2-OCF,
1.2347 C(CN) Bsd. &-F H 3-OCF;
1.2348 C(CN) Bsd. 5&-F H 4-OCF,
1.2349 C(CN) Bsd. &F H 2-OCF.CF,
1.2350 C(CN) Bsd. 5&-F H 3-OCF.CF;
1.2351 C(CN) Bsd. &F H 4-OCF.CF;
1.2352 C(CN) Bsd. &F H 2-OC;Fs
1.2353 C(CN) Bsd. 5&-F H 3-OC,Fs
1.2354 C(CN) Bsd. 5F H 4-OC;Fs
1.2355 C(CN) Bsd. 5F H 2-OCgHs
1.2356 C(CN) Bsd. 5-F H 3-OCsHs
1.2357 C(CN) BBd. 5-F H 4-OCgHs
1.2358 C(CN) EBd. 5F H 2-C(O)CsHs
1.2359 C(CN) B=d. 5-F H 3-C(0)CeHs
1.2360 C(CN) BE=d. 5F H 4-C(O)CsHs
1.2361 C(CN) Bmd. 5F CHs H
1.2362 C(CN) B=d. 5F CHs 2-Cl
1.2363 C(CN) BBd. 5-F CHs 3-Cl
1.2364 C(CN) B=d. 5F CHa 4-Cl
1.2365 C(CN) Bmd. 5F CHs 2-F
1.2366 C(CN) B®d. 5-F CHa 3-F
1.2367 C(CN) ©Bmd.  5-F CHa 4-F
1.2368 C(CN) BEmd. 5-F CH, 2-CHs
1.2369 C(CN) Bsd. 5-F CHs 3-CHs
1.2370 C(CN) BEsd. 5-F CHa 4-CH,
1.2371 C(CN) E3d. 5-F CHs 2-OCH;
1.2372 C(CN) E3d. 5-F CHs 3-OCHs
1.2373 C(CN) Bsd. 5-F CHjs 4-OCH,
1.2374 C(CN) BEsd. 5-F CHs 2-CF,
1.2375 C(CN) Esd. 5-F CH, 3-CF;
1.2376 C(CN) BE3d. 5-F CH, 4-CF;
1.2377 C(CN) B3d. 5-F CHs 2-OCF;
1.2378 C(CN) B3d.  5-F CHs 3-OCF,
1.2379 C(CN) B3d. 5-F CHs 4-OCF,
1.2380 C(CN) B3d. 5-F CHs 2-OCF,CF,
1.2381 C(CN) B3d. 5-F CH,3 3-OCF,CF,
1.2382 C(CN) B3d. 5F CHs 4-OCF,CF,
1.2383 C(CN) B3d. 5-F CHs 2-OC,Fs
1.2384 C(CN) B3d. 5-F CHa 3-OC,Fs
1.2385 .C(CN) B3d. 5-F CHa 4-OC,F5
1.2386 C(CN) B3d. 5-F CHs 2-OCgHs
1.2387 C(CN) BE3d. 5-F CHs 3-OCgHs
1.2388 C(CN) B3d 5-F CH, 4-OCgHs
1.2389 C(CN) B3d. 5F CH, 2-C(O)CeHs
1.2390 C(CN) B3d. 5-F CHs 3-C(O)CeHs




WO 03/042184 PCT/EP02/ 12709

-83-
@ = CCN) Bd. 5F CHa 4-«C(O)CeHs
. G(CN) Bd. &F CF, H

CCN) Bd. 5F CF, 2-«Cl

CCN) Bd. &F CFs 3-=Cl

C(CN) Bd. 5F CF, 4-eC]

CCN) Bd. 5F CF, 2-IF

GCN) Bd. 5F CF; 3-IF

C(CN) Bd. 5F CF, 4-F

C(CN) Bd. 5F CFs 2-eCHj

CCN) Bd. 5F CFs 3-=CHj

C(CN) Bd. 5F CF; 4-=CH,

C(CN) Bd. 5F CF, 2-=OCH;

C(CN) Bd. 5F CF; 3-=0CH,

C(CN) Bd. 5-F CF; 4-=OCH,

C(CN) Bd. 5F CFs 2-=CF

C(CN) Bd. 5F CF; 3-eCF,

C(CN) Bd. &F CF; 4-=CF,

C(CN) Bd. 5F CF; 2-=0OCF;

C(CN) Bd. &F CFy 3-=0CF,

C(CN) Bd. &F CF, 4-=OCF,

C(CN) Bd. &F CF; 2-#0CF,CF,

C(CN) Bd. 5F CF, 3-#OCF,CF,

C(CN) Bd. 5F CF, 4-#OCF,CF,

G(CN) Bd. 5F CF, 2-@0C;Fs

CCN) Bd. &F CF, 3-w0C;F,s

CCN) Bd. &F CFs 4-8OC,F,s

CCN) Bd. 5F CF; 2-@0CqH;

CCN) Bd. 5F CF, 3-#0CH;

CCN) Bd. 5F CF;s 4-80CHs

C(CN) Bd. 5F CF, 2-&C(0)CeHs

CCN) Bd. &F CF, 3-6C(0)CeHs

CCN) Bd. 5F CF;s 4-&(0)CsHs

C(CN) Bd. 5F SCHq H

CCN) Bd. &F SCH; 2-<Cl

CCN) Bd. &F SCH; 3-cl

CCN) Bd. 5F SCHy 4l

CCN) Bd. 5F SCHs 20

CCN) Bd. 5F SCHj 3-F

CCN) Bd. 5F SCHj@ 4w

C(CN) Bd. &F SCHs 2-CCH,

CON) Bd. 5F SCH; 3-CH,

CCN) Bd. 5F SCH; 4-CH,

C(ON) Bd. 5F SCH; 2-€3CH;@

CCN) Bd. 5F SCHq 3-COCHj@

C(CN) Bd. 5F SCHs 4-©OCHj

C(CN) Bd. 5F SCH 2-CCF,

C(CN) Bd. 5-F SCH; 3-CCF,

CCN) Bd. 5F SCHq 4-cCF,

CCN) Bd. 5F SCHs 2-€OCF,

C(CN) Bd. &F SCHi 3-COCF,
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1.2441 C(CN) Bd.- 5-F SCH, 4-OCF;
1.2442 C(CN) Bd- 5-F SCHs; 2-OCF,CF,
1.2443 C(CN) Bd.. 5-F SCHa 3-OCF,.CF;
1.2444 C(CN) Bd.. 5-F SCHg 4-OCF,CF,
1.2445 C(CN) Bd. 5-F SCHa, 2-OC;Fs
1.2446 C(CN) Bd. 5-F SCHs; 3-OC,Fs
1.2447 C(CN) Bd. 5-F SCHs 4-OC,Fs
1.2448 C(CN) Bd. 5-F SCHg 2-0OC;sHs
1.2449 C(CN) Bd. 5-F SCH;, 3-OCgHs
1.2450 C(CN) Bd. 5-F SCH;s 4-OCgHs
1.2451 C(CN) Bd. 5-F SCHa 2-C(0)CeHs
1.2452 C(CN) Bd. 5-F SCHs 3-C(0)CeHs
1.2453 C(CN) Bd. 5-F SCHj; 4-C(O)CgHs
1.2454 C(CN) Bd. 5-F Thiazol-4-y} H
1.2455 C(CN) Bd. 5-F Thiazol-4-y 1 2-Cl
1.2456 C(CN) Bd. 5-F Thiazol-4-y I 3-Ci
1.2457 C(CN) Bd. 5-F Thiazol-4-y 1  4-Ci
1.2458 C(CN) Bd. 5-F Thiazol-4-y1 2-F
1.2489 GC(CN) Bd. 5-F Thiazol-4-y8  3-F
1.2460 C(CN) Bd. 5-F Thiazol-4-y1  4-F
1.2461 C(CN) Bd. 5-F Thiazol-4-y1  2-CHj
1.2462 C(CN) Bd. 5-F Thiazol-4-y&@ 3-CH;
1.2463 C(CN) Bd. 5-F Thiazol-4-yl  4-CH;
1.2464 C(CN) Bd. 5-F Thiazol-4-yl  2-OCHj;
1.2465 C(CN) Bd. 5-F Thiazol-4-yl  3-OCHj;
1.2466 C(CN) Bd. 5-F Thiazol-4-yB  4-OCH,
1.2467 C(CN) Bd. 5-F Thiazol-4-yR  2-CF;
1.2468 C(CN) Bd. 5-F Thiazol-4-y®  3-CF3
1.2469 C(CN) Bd. 5-F Thiazol-4-yl  4-CF;
1.2470 C(CN) Bd. 5-F Thiazol-4-yl  2-OCF,
1.2471 C(CN) Bd. 5-F Thiazol-4-yE  3-OCF;
1.2472 C(CN) Bd. 5-F Thiazol-4-yE  4-OCF3
1.2473 C(CN) Bd. 5-F Thiazol-4-y}#  2-OCF.CF,
1.2474 C(CN) Bd. 5-F Thiazol-4-yl  3-OCF,CF;
1.2475 C(CN) Bd. 5-F Thiazol-4-y#  4-OCF.CF,
1.2476 C(CN) Bd. 5-F Thiazol-4-yE  2-OC;Fg
1.2477 C(CN) Bd. 5-F Thiazol-4-yI 3-OC,Fs
1.2478 C(CN) Bd. 5-F Thiazol-4-yl 4-OC;Fs
1.2479 C(CN) Bd. 5-F Thiazol-4-yl 2-OCsHs
1.2480 C(CN) Bd. 5-F Thiazol-4-yi 3-OCsHs
1.2481 C(CN) Bd. 5-F Thiazol-4-yl 4-OCgHs
1.2482 C(CN) BEd. 5F Thiazol-4-yl  2-C(O)CgHs
1.2483 C(CN) Bd. 5-F Thiazol-4-yl 3-C(0)CeHs
1.2484 C(CN) Bd. 5-F Thiazol-4-yl  4-C(O)CeHs
1.2485 C(CN) Bd. 5-CN R H
1.2486 C(CN) Bd. 5-CN H 2-Cl
1.2487 C(CN) Bd. 5-CN H 3-Cl
1.2488 C(CN) Bd. 5-CN H 4-Cl
1.2489 C(CN) Bd. 5-CN H 2-F
1.2490 C(CN) _ Bd. 5-CN H 3-F
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. 1.2491 C(CN) Bd. 5-CCN H 4-F
1.2492 C(CN) Bd. 5-CCN H 2-CCH3
1.2493 C(CN) Bd. 5-CN H 3-CH;
1.2494 C(CN) Bd. 5-CCN H 4-CHs
1.2495 C(CN) Bd. 5-CN H 2-OCH;
1.2496 C(CN) Bd. 5-CCN H 3-OCH;
1.2497 C(CN) Bd. 5-CCN H 4-COCH;
1.2498 C(CN) Bd. 5-CCN H 2-CCF;
1.2499 C(CN) Bd. 5-CN H 3-CF;
1.2500 C(CN) Bd. 5-CN H 4-CCF;
1.2501 C(CN) Bd. 5-CN H 2-OCF;
1.2502 C(CN) Bd. 5-CCN H 3-COOCF;
1.2503 C(CN) Bd. 5-CN H 4-(OCF;
1.2504 C(CN) Bd. 5-CN H 2-COCF,CF,
1.2505 C(CN) Bd. 5-CN H 3-COOCF,CF2
1.2506 C(CN) Bd. 5-€CN H 4-COCF,CF,
1.2507 C(CN) Bd. 5-&N H 2-COC,F5
1.2508 C(CN) Bd. 5-&CN H 3-(OOC.Fs
1.2509 C(CN) Bd. 5-&N H 4-OOC,Fs
1.2510 C(CN) Bd. 5-«CN H 2-OCeHs
1.2511 C(CN) Bd. 5-«CN H 3-OCgsHs
1.2512 C(CN) Bd. 5-«CN H 4-COCgHs
1.2513 C(CN) Bd. 5-«CN H 2-C(0)CeHs
1.2514 C(CN) Bd. 5-«CN H 3-C(0O)CeHs
1.2515 C(CN) Bd. 5-&CN H 4-C3(0)CeHs
1.2516 C(CN) Bd. 5-«CN CHs H
1.25617 C(CN) Bd. 5-&CN CHs 2-ClI
1.2518 C(CN) Bd. 5-«N CHs 3-CI
1.2519 C(CN) Bd. 5-«&CN CHs 4-C|
1.2520 C(CN) Bd. 5-«N CHa 2-F
1.2521 C(CN) Bd. 5-«CN CHs 3-F
1.2522 C(CN) Bd. 5-&CN CHs 4-—
1.2523 C(CN) Bd. 5-«CN CHs 2-CCHs
1.2524 C(CN) Bd. 5-«CN CHj 3-CSHa
1.2525 C(CN) Bd. 5-«CN CHj; 4-CCHj
1.2526 C(CN) Bd. 5-«CN CHs 2-OCH3
1.2527 C{(CN) Bd. 5-«CN CHs 3-OCHs
1.2528 C{(CN) Bd. 5-aCN CHa 4-COCHa
1.25629 C(CN) Bd. 5-«CN CHs 2-CF;
1.2530 C(CN) Bd. 5-«CN CHs 3-CF;3
1.2531 C(CN) Bd. 5-«CN CHs 4-CCF;
1.2532 C(CN) Bd. 5-«CN CHas 2-COOCF;
1.2533 C(CN) Bd. 5-«CN CHas 3-COCF;
1.2534 C(CN) Bd. 5-«CN CHs 4-COOCF;
1.2535 C(CN) Bd. 5-«CN CHs 2-COCF,CF,
1.2536 C(CN) Bd. 5-«CN CHa 3-COCF.CF;
1.2537 C(CN) Bd. 5-=CN CHs 4-COCF,CF,
1.2538 C(CN) Bd. 5-=CN CHs 2-COC,Fs
1.2539 C(CN) Bd. 5-CN CHs; 3-COOC,Fs
1.2540 C(CN) _ Bd. 5-~CN CH, 4-CIC,Fs
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| 1.2541 C(CN) Bd. 5-CN CHs 2-OCqHs
1.2542 C(CN) Bd. 5-CN CHs 3-OCgHs
1.2543 C(CN) Bd. 5-CN CHs 4-OCgHs
1.2544 C(CN) Bd. 5-CN CHs 2-C(O)CeHs
1.2545 C(CN) Bd. 5-CN CHs 3-C(O)CsHs
1.2546 C(CN) Bd. 5-CN CHs 4-C(O)CeHs
1.2547 C(CN) Bd. 5-CN CFs H
1.2548 C(CN) Bd. 5-CN CFs 2-Cl
1.2549 C(CN) Bd. 5-CN CFs 3-Cl
1.2550 C(CN) Bd. 5-CN CFs 4-Ci
1.2551 C(CN) Bd. 5-CN CFs 2-F
1.2562 C(CN) Bd. 5-CN CFs 3-F
1.2563 C(CN) Bd. 5-CN CF, 4-F
1.2554 C(CN) Bd. - 5-CN CF, 2-CH,
1.2555 C(CN) Bd. 5-CN CF; 3-CH,
1.2556 C(CN) Bd. 5-CN CFs 4-CHs,
1.2557 C(CN) Bd. 5-CN CFs 2-OCHj
1.2558 C(CN) Bd. S-CN CFs 3-OCHj
1.2559 C(CN) Bd. 5-CN CFs 4-OCH;
1.2560 C(CN) Bd. 5-CN CFs 2-CF,
1.2561 C(CN) Bd. 5-CN CFs 3-CF;
1.2562 C(CN) Bd. 5-CN CFs 4-CF,
1.2563 C(CN) Bd. 5CN CFa 2-OCF;
1.2564 C(CN) Bd. 5-CN CFs 3-OCF;
1.2565 C(CN) Bd. 5-CN CFs 4-OCF;,
1.2566 C(CN) Bd. 5-CN CFa 2-OCF.CF,
1.2567 C(CN) Bd. 5-CN CFa 3-OCF,CF,
1.2568 C(CN) Bd. 5CN CFs 4-OCF,CF,
1.2569 C(CN) Bd. 5-CN CFs 2-OC,Fs
1.2570 C(CN) Bd. 5-CN CFs 3-OC,F;
1.2571 C(CN) Bd. 5-CN CFa 4-OC,F5
1.2572 C(CN) Bd. 5-CN CFs 2-0OCeHs
1.2573 C(CN) Bd. 5CN CFs 3-OCgHs
1.2574 C(CN) Bd. 5-CN CFs 4-OC4Hs
1.2575 C(CN) Bd. 5-CN CF; 2-C(O)CeHs
1.2576 C(CN) Bd. 5CN CFs 3-C(0)CeHs
1.2577 C(CN) Bd. 5CN CFs 4-C(O)CeHs
1.2578 C(CN) Bd. 5CN SCH, H
1.2579 C(CN) Bd. 5-CN SCHs 2-Cl
1.2580 C(CN) Bd. 5-CN SCH, 3-Cl
1.2581 C(CN) Bd. 5-CN SCHg 4-Cl
1.2582 C(CN) Bd. 5-CN SCHs, 2-F
1.2583 C(CN) Bd. 5-CN SCHa 3-F
1.2584 C(CN) Bd. 5-CN SCHa 4-F
1.2585 C(CN) Bd. 5CN SCH;, 2-CH,
1.2586 C(CN) Bd. 5-CN SCH, 3-CHs
1.2587 C(CN) Bd. 5-CN SCH, 4-CH,
1.2588 C(CN) Bd. 5-CN SCH;, 2-OCH;
1.2589 C(CN) Bd. 5CN SCH; 3-OCHj
1.2590 C(CN) Bd. 5CN SCH, 4-OCHs




P=CT/EP02/12709

WO 03/042184
-87 -

' 1.2591 C(CN) Bd. 5CN SCHas 2-CF;
1.2592 C(CN) Bd_— 5-CN SCH, 3-CF;
1.25933 C(CN) Bd_— 5-CN SCH3 4-CF3
1.2594 C(CN) Bd_ 5-CN SCHj 2-OCF;
1.2595 C(CN) Bd— 5-CN SCH, 3-0OCF4
1.2596 C(CN) Bd—- 5-CN SCH;4 4-OCF;
1.2597 C(CN) Bd_— 5-CN SCH, 2-OCF.CF;
1.25998 C(CN) Bd. 5-CN SCH; 3-OCF.CF;
1.2599 C(CN) Bd~. 5-CN SCHs 4-0OCF.CF;
1.260»0 C(CN) Bd—-. 5-CN SCH; 2-0OC,Fs
1.260m1 C(CN) Bd. 5-CN SCH; 3-0OC;F;
1.26002 C(CN) Bd. 5-CN SCH; 4-OC;F5
1.26003 C(CN) Bd. 5-CN SCH; 2-OCgHs
1.260p4 C(CN) Bd. 5-CN SCH; 3-OCgHs
1.26005 C(CN) Bd. 5-CN SCH; 4-OCgHs
1.260r6 C(CN) Bd. 5-CN SCHs 2-C(O)CgHs
1.2607 C(CN)} Bd. 5-CN SCH; 3-C(0)CsHs
1.260 8 C(CN) Bd. 5-CN SCH, 4-C(O)CgHs
1.260'9 C(CN) Bd. 5-CN Thiazol-4-yl H
1.261 0 C(CN) Bd. 5-CN Thiazol-4-yl 2-Cl
1.261 1 C(CN) Bd. 5-CN Thiazol-4-yl 3-Cl
1.261 2 C(CN) Bd. 5-CN Thiazol-4-yl 4-Cl
1.261 3 C(CN) Bd. 5-CN Thiazol-4-yl 2-F
1.261 4 C(CN) Bd. 5-CN Thiazol-4-yl  3-F
1.2615 C(CN) Bd. 5-CN Thiazol-4-yl 4-F
1.2616 C(CN) Bd. 5-CN Thiazol-4-yl 2-CH,
1.2617 C(CN) Bd. 5-CN Thiazol-4-yl 3-CHjs
1.2618 C(CN) Bd. 5-CN Thiazol-4-yl 4-CHj
1.2619 C(CN) Bd. 5-CN Thiazol-4-yl 2-OCHj
1.2620 C(CN) Bd. 5-CN Thiazol-4-yl 3-OCH;,3
1.2621 C(CN) Bd. 5-CN Thiazol-4-yl 4-OCHj,
1.2622 C(CN) Bd. §-CN Thiazol-4-y 2-CF;
1.2623 C(CN) Bd. 5-CN Thiazol-4-y! 3-CF;
1.262<4 C(CN) Bd. 5-CN Thiazol-4-y| 4-CF,
1.2625 C(CN) Bd. 5-CN Thiazol-4-yl 2-OCF,
1.2626 C(CN) Bd. 5-CN Thiazol-4-yi 3-OCF;
1.2627 C(CN) Bd. §-CN Thiazol-4-yl 4-OCF,
1.2628 C(CN) Bd. 5-CN Thiazol-4-y| 2-0OCF,CF»
1.2629 C(CN) Bd. 5-CN Thiazol-4-yl 3-OCF,CF;
1.2630 C(CN) Bd. 5-CN Thiazol-4-yl 4-OCF,CF;
1.2631 C(CN) Bd. 5-CN Thiazol-4-yl 2-OC;Fs
1.2632 C(CN) Bd. 5-CN Thiazol-4-yl 3-0OC2Fs
1.2633 C(CN) Bd. 5-CN Thiazol-4-yl 4-OC,Fs
1.2634 C(CN) Bd. 5-CN Thiazol-4-yl 2-0OC;Hs
1.2635 C(CN) Bd. 5-CN Thiazol-4-yl 3-0OC¢Hs
1.2636 C(CN) Bd. 5-CN Thiazol-4-yl 4-OCgHs
1.263% C(CN) Bd. 5-CN Thiazol-4-yl 2-C(O)CeHs
1.2633 C(CN) Bd. 5-CN Thiazol-4-yl 3-C(O)CeHs
1.2639 C(CN) Bd. 5-CN Thiazol-4-yi 4-C(O)CeHs
1.2640 C(CN) Bd. 5-OCH, H H
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. 1.2641 C(CN) Bd. 5-OCH; H 2-Cl
1.2642 C(CN) Bd. 5-OCH; H 3-Cl
1.2643 C(CN) Bd. 5-OCH; H 4-Cl
1.2644 C(CN) Bd. 5-OCH H 2-F
1.2645 C(CN) Bd. 5-OCH H 3-F
1.2646 C(CN) Bd. 5-OCH, H 4-F
1.2647 C(CN) Bd. 5-OCHa H 2-CHam
1.2648 C(CN) Bd. 5-OCH; H 3-CHam
1.2649 C(CN) Bd. 5-OCH H 4-CHam
1.2650 C(CN) Bd. 5-OCH; H 2-OCk,
1.2651 C(CN) Bd. 5-OCH, H 3-OCE-;
1.2652 C(CN) Bd. 5-OCH, H 4-OCEH,
1.2653 C(CN) Bd. 5-OCH, H 2-CFs
1.2654 C(CN) Bd. 5-OCH, H 3-CFs.
1.2655 C(CN) Bd. 5-OCH, H 4-CFs
1.2656 C({CN) Bd. 5-OCH;, H 2-OCIF;
1.2657 C(CN) Bd. 5-OCH; H 3-OCIF;
1.2658 C(CN) Bd. 5-OCH; H 4-OCIF;
1.2659 C(CN) Bd. 5-OCHi, H 2-OCIF,CF»
1.2660 C(CN) Bd. 5-OCH; H 3-OCKF.CF;
1.2661 C(CN) Bd. 5-OCH, H 4-OCNF,CF,
1.2662 C(CN) Bd. 5-OCH H 2-OC=Fs
1.2663 C(CN) Bd. 5-OCH H 3-OC=Fs
1.2664 C(CN) Bd. 5-OCH; H 4-OCFs
1.2665 C(CN) Bd. 5-OCHj H 2-OCeHs
1.2666 C(CN) Bd. 5-OCH;, H 3-OCHs
1.2667 C(CN) Bd. 5-OCH H 4-OCesHs
1.2668 C(CN) Bd. 5-OCH, H 2-C(O)CeHs
1.2669 C(CN) Bd. 5-OCH, H 3-C(C)CeHs
1.2670 C(CN) Bd. 5-OCH, H 4-C{O)CeHs
1.2671 C(CN) Bd. 5-OCH, CHs H
1.2672 C(CN) Bd. 5-OCH CHs 2-Cl
1.2673 C(CN) Bd. 5-OCH; CH;, 3-Cl
1.2674 C(CN) Bd. 5-OCH, CH, 4-Cl
1.2675 C(CN) Bd. 5-OCH; CH; 2-F
1.2676 C(CN) Bd. 5-OCH, CHs 3-F
1.2677 C(CN) Bd. 5-OCH, CH;, 4-F
1.2678 C(CN) Bd. 5-OCH; CHs 2-CHs
1.2679 C(CN) Bd. 5-OCH, CHs 3-CHo
1.2680 C(CN) Bd. 5-OCH, CHy 4-CHe
1.2681 C(CN) Bd. 5-OCH, CHs 2-0C Hs
1.2682 C(CN) Bd. 5-OCH; CHs 3-OC H,
1.2683 C(CN) Bd. 5-OCH; CHa 4-0C H,
1.2684 C(CN) Bd. 5-OCH; CHg 2-CFey
1.2685 C(CN) Bd. 5-OCH, CH 3-CFeg
1.2686 C(CN) Bd. 5-OCH; CHa 4-CFo
1.2687 C(CN) Bd. 5-OCH; CHa 2-0C F,
1.2688 C(CN) Bd. 5-OCH, CHa 3-0C Fy
1.2689 C(CN) Bd. 5-OCH, CHa 4-OC F,
1.2690 C(CN) Bd. 5-OCH, CHg_ 2-0C F,CF,
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@ == C(CH) Bd, 5-0CH, CHs 3-OCF=CF;
1.2692 C(CMN) Bd, 5-OCHs; CH; 4-OCFz=CF,
1.2693 C(CM) Bd. 5-OCHg CH; 2-OCaF5
1.2694 Cc(CrN)y Bd. 5-OCH, CH; 3-0C,F 5
1.2695 C(CM) Bd. 5-OCH; CH; 4-OC,F~5
1.2696 C(CMN) Bd. 5-OCH, CH; 2-OCgHlls
1.2697 C(CM) Bd. 5-OCHs CHs 3-OCgHH;
1.2698 C(CM) Bd. 5-OCHjs; CH; 4-OCgHlls
1.2699 C(CM) Bd. 5-OCHjg CH, 2-C(O)CT4Hs
1.2700 C(CM) Bd. 5-OCHs, CH;, 3-C{O)CCeHs
1.2701 C(CM) Bd. 5-OCHjs CH, 4-C(QO)CTHs
1.2702 C(CM) Bd. 5-OCHs CF; H
1.2703 C(CM) Bd. 5-OCHs; CF; 2-Cl
1.2704 C(CM) Bd. 5-OCH, CF; 3-Cl
1.2705 C(CM) Bd. 5-OCHs CF; 4-Cl
1.2706 C(CMN) Bd. 5-OCHj4 CF; 2-F
1.2707 C(CM) Bd. 5-OCH; CF; 3-F
1.2708 C(CM) Bd. 5-OCHj; CF; 4-F
1.2709 C(CM) Bd. 5-OCHjgz CFk; 2-CHg
1.2710 C(CM) Bd. 5-OCH, CF; 3-CHj
1.2711 C(CM) Bd. 5-OCH; CF; 4-CHj
1.2712 C(CM) Bd. 5-OCHs CF; 2-OCH=m
1.2713 C(CM) Bd. 5-OCHj CF; 3-OCHzx
1.2714 C(CM™N) Bd. 5-OCH; CF; 4-OCH=s
1.2715 C(CM) Bd. 5-OCHjs; CF; 2-CF;

1.2716 C(CM) Bd. 5-OCH; CF; 3-CF;

1.2717 cicr~N) Bd. 5-OCHj CF; 4-CF,4

1.2718 C(CM) Bd. 5-OCH;, CF; 2-OCFg3
1.2719 C(CM) Bd. 5-OCH, CF; 3-OCF3
1.2720 c(CM~)  Bd. 5-OCH; CF; 4-OCF3
1.2721 C(CM)  Bd. 5-OCH;3 CF; 2-OCF, CF;
1.2722 C(CM)} Bd. 5-OCHg CF; 3-OCF, CF;
1.2723 c(CM) Bd. 5-OCHj3 CF; 4-OCF, CF;
1.2724 C(CM) Bd. 5-OCHg CF; 2-OC,F. 5
1.2725 C(CM) Bd. 5-OCH;, CF; 3-OC,F_s
1.2726 C(CM) Bd. 5-OCH, CF; 4-OC,F s
1.2727 C(CM) Bd. 5-OCHj CF; 2-OCsHls
1.2728 C(CM) Bd. 5-OCHj CF; 3-OC:Hll5
1.2729 C(CM)} Bd. 5-OCHgs CF; 4-OC¢HBs
1.2730 C(CM) Bd. 5-OCH;, CF; 2-C(0)C4Hs
1.2731 C(CM) Bd. 5-OCHj; CF; 3-C(O)CeHs
1.2732 C(CMN) Bd. 5-OCH, CF; 4-C(OYCSHs
1.2733 C(CMH) Bd. 5-OCH; S<CH; H

1.2734 C(CM) Bd. 5-OCH, S<CHj 2-Cl

1.2735 C(CM) Bd. 5-OCHj S<CHj 3-Cl

1.2736 C(CMN) Bd. 5-OCH;, S CHj; 4-Ci

1.2737 C(CM) Bd. 5-OCHjg S<CH; 2-F

1.2738 C(CM) Bd. 5-OCHj SCH; 3-F

1.2739 C(CM) Bd. 5-OCHj S<CH; 4-F

1.2740 C(CMN) Bd. 5-OCHj3 S<CH, 2-CH,
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' 1.2741 C(CN) Bd. 5-OCHg SCHs 3-CHg,
1.2742 C(CN) Bd. 5-OCHg SCH3 4-CHg
1.2743 C(CN) Bd. 5-OCHj SCH, 2-OCH,
1.274= C(CN) Bd. 5-OCHg SCHs 3-0OCHl,
1.2745%5 C(CN) Bd. 5-OCHa SCHs 4-OCH,
1.2746 C(CN) Bd. 5-OCHgs SCH; 2-CF3
12747 C(CN) Bd. 5-OCHg SCH; 3-CFs
1.2748 C(CN) Bd. 5-OCHgj; SCH; 4-CF3
1.2749 C(CN) Bd. 5-OCHg SCH; 2-0OCF;
1.275€) C(CN) Bd. 5-OCHs SCHs 3-OCF=;
1.2751 C(CN) Bd. 5-OCHs SCH3 4-OCF=,
1.27522 C(CN) Bd. 5-OCHj SCH, 2-OCF=,CF,
1.2753 C(CN) Bd. 5-OCHs SCH;, 3-OCF.CF,
1.275«4 C(CN) Bd. 5-OCHg SCH3 4-OCF=.CF;
1.275% C(CN) Bd. 5-0OCH3 SCHs 2-0C,.Fs
1.275® C(CN) Bd. 5-OCHas SCHs 3-0OC, F;s
1.27577 G(CN) Bd. §-OCHa SCH3; 4-0C2 Fs
1.2758 C(CN) Bd. 5-OCHj SCH; 2-OCsiHs
1.275%9 C(CN) Bd. 5-OCHjs SCHs 3-OCglHs
1.276%0 C(CN) Bd. 5-OCH3 SCH; 4-OCgiHs
1.2761 C(CN) Bd. 5-OCHs SCH3 2-C(0ODCeHs
1.276=2 C(CN) Bd. 5-OCHs SCHs 3-C(ODCsHs
1.2763 C(CN) Bd. 5-OCHs; SCH3 4-C(ODCsHs
1.2764 C(CN) Bd. 5-OCHs Thiazol-4-yl H
1.2765%5 C(CN) Bd. 5-OCHs Thiazol-4-yl  2-Cl
1.276%6 C(CN) Bd. 5-OCHj3 Thiazol-4-yl  3-Cl
1.27677 C(CN) Bd. 5-OCHa Thiazol-4-yl  4-C!
1.27638 C(CN) Bd. 5-OCH3 Thiazol-4-yl 2-F
1.276%9 C(CN) Bd. 5-OCH3 Thiazol-4-yl 3-F
1.277€0 C(CN) Bd. 5-OCHj Thiazol-4-yl  4-F
1.2771 C(CN) Bd. 5-OCH3 Thiazol-4-yl  2-CHj
12772 C(CN) Bd. 5-OCHs Thiazol-4-yl 3-CHs
1.27733 C(CN) Bd. 5-OCH3 Thiazol-4-yl 4-CHj
1.277-4 C(CN) Bd. 5-OCHj Thiazol-4-yl  2-OCH,
1.277% C(CN) Bd. 5-OCHg Thiazol-4-yl 3-OClH,
1.277%6 C(CN) Bd. 5-OCHs Thiazol-4-yl 4-CCH,
1.27777 C(CN) Bd. 5-OCHs Thiazol-4-yIi 2-CF3
1.277&8 C(CN) Bd. 5-OCHs; Thiazol-4-yl 3-CF3
127799 C(CN) Bd. 5-OCHs Thiazol-4-yl 4-CF,
1.2780 C(CN) Bd. 5-OCHs Thiazol-4-yl 2-OCF=3
1.278 1 C(CN) Bd. 5-OCHj Thiazol-4-yl 3-OCF;
1.278=2 C(CN) Bd. 5-OCHs Thiazol-4-yl 4-OCF=,
1.27833 C(CN) Bd. 5-OCHg3 Thiazol-4-yl 2-OCF,CF,
1.278-4 C(CN) Bd. 5-OCHs Thiazol-4-yl 3-CCF=,CF;
1,2785 C(CN) Bd. 5-OCH3 Thiazol-4-yl 4-OCF=CF;
1.278%6 C(CN) Bd. 5-OCHs Thiazol-4-yl 2-OC; Fs
1.27877 C(CN) Bd. 5-OCHj Thiazol-4-yl  3-OC, Fg
127838 C(CN) Bd. 5-OCHg Thiazol-4-yl 4-CC, F;
1.278=99 C(CN) Bd. 5-OCHa Thiazol-4-yl 2-OCs Hs
1.279«0 C(CN) Bd. 5-OCHa Thiazol-4-yl 3-OCe Hs
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1.2791 C(CN) Bd. 5-OCHs Thiazol-4-yl  4-COCeHs
1.2792 C(CN) Bd. 5-OCH; Thiazol-4-yl  2-CS(O)CeHs
1.2793 C(CN) Bd. 5-OCH; Thiazol4-yl  3-CS(O)CeHs
1.2794 C(CN) Bd. 5-OCH; Thiazol-4-yl ~ 4-CC(0)CeHs
1.2795 C(CN) CH, H H H
1.2796 C(CN) CH, H H 2-Cl
1.2797 C(CN) CH, H H 3-Cl
1.2798 C(CN) CH. H H 4-Cl
1.2799 C(CN) CH. H H 2-FF
1.2800 C(CN) CH, H H 3-F
1.2801 C(CN) CH, H H 4-F
1.2802 C(CN) CH, H H 2-CHs
1.2803 C(CN) CH, H H 3-CHa,
1.2804 C(CN) CH; H H 4-CHy
1.2805 C(CN) CH; H H 2-COCH;,
1.2806 C(CN) CH, H H 3-COCH;
1.2807 C(CN) CH, H H 4-COCHjy
1.2808 C(CN) CH, H H 2-CCFs
1.2809 C(CN) CH, H H 3-CF,
1.2810 C(CN) CH, H H 4-CCFg
1.2811 C(CN) CH, H H 2-COCF,
1.2812 C(CN) CH. H H 3-COCF;
1.2813 C(CN) CH, H H 4-COCF;
1.2814 C(CN) CH. H H 2-COCF.CF,
1.2815 C(CN) CH, H H 3-COOCF,CF>»
1.2816 C(CN) GCH: H H 4-COCF,CF,
1.2817 C(CN) CH; H H 2-OC,Fs
1.2818 C(CN) CH, H H 3-OC,Fs
1.2819 C(CN) CH, H H 4-COC,Fs
1.2820 C(CN) CH: H H 2-COCgHs
1.2821 C(CN) CH: H H 3-COCgHs
1.2822 C(CN) CH, H H 4-COCgHs
1.2823 C(CN) CH, H H 2-CS(0)CeHs
1.2824 C(CN) CH, H H 3-C=(0O)CeHs
1.2825 C(CN) CHp H H 4-C=(0)CeHs
1.2826 C(CN) CH; H CH, H
1.2827 C(CN) CH, H CHs 2-Cl
1.2828 C(CN) CH, H CHs 3-Ci
1.2829 C(CN) CH, H CHs 4-Cl
1.2830 C(CN) CH, H CHs 2-F
1.2831 C(CN) CH; H CHs 3-F
1.2832 C(CN) CH, H CHs 4-F
1.2833 C(CN) CH; H CH, 2-C=Hg
1.2834 C(CN) CH, H CH; 3-CSHg
1.2835 C(CN) CH. H CH; 4-CSH,
1.2836 C(CN) CH, H CHs 2-COCHjy
1.2837 C(CN) CH, H CHs 3-COCHs
1.2838 C(CN) CHx H CHs 4-COCH;
1.2839 C(CN) CH. H CH, 2-CF;
1.2840 C(CN) CH» H CHs 3-CCF3
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@ == CCN) CH= H CHs 4-CF,

M| .2842 C(CN) CHz= H CH, 2-OCF,

2843 C(CN) CH= H CHs 3-OCF;

W .2844 C(CN) CH= H CH; 4-OCF;

M .2845 C(CN) CH= H CH, 2-OCF,CF,

W 2846 C(CN) CH= H CH; 3-OCF.CF,

W .2847 C(CN) CH> H CHs 4-OCF,CF,

o 2848 C(CN) CH= H CH; 2-OC,Fs

W 2849 C(CN) CHz H CHs 3-OC,Fs

W 2850 C(CN) CH> H CHs 4-OC,Fs

W .2851 C(CN) CH= H CH, 2-OCgHs

M .2852 C(CN) CHz= H CH, 3-OCgHs

W 2853 C(CN) CHz= H CHs 4-OCgHs

W 2854 C(CN) CHz H CHs 2-C(O)CeHs

o 2855 C(CN) CH, H CH, 3-C(0)CgHs

W 2856 C(CN) CH> H CHs 4-C(0)CgHs

W 2857 C(CN) CH» H CFa H

W 2858 C(CN) CH> H CF; 2-Ci

™ .2859 C(CN) CH» H CFs 3-Ci

W 2860 C(CN) CHx H CF, 4-Cl

1 2861 C(CN) CH> H CFs 2-F

| 2862 C(CN) CH» H CF; 3-F

W 2863 C(CN) CH, H CFs 4-F

W 2864 C(CN) CH. H CFs 2-Cil,

W 2865 C(CN) CH. H CF; 3-Ciis

W 2866 C(CN) CH, H CF; 4-CH,

W 2867 C(CN) CH. H CF; 2-OCH,

W .2868 C(CN) CHa H CFs 3-OCHj,

1 .2869 C(CN) CH, H CFs 4-OCH3

A 2870 C(CN) CH, H CF; 2-CF,

W 2871 C(CN) CHx H CF, 3-CF,

£ 2872 C(CN) CHp H CFs 4-CF,

1 .2873 C(CN) CH2 H CF; 2-OCF3

1 .2874 C(CN) CH: H CF; 3-OCF;

1 .2875 C(CN) CH. H CF, 4-OCF,

1 .2876 C(CN) CHx H CFs 2-OCF,CF,

1 2877 C(CN) CH, H CFs 3-OCF,CF,

1 2878 C(CN) CH: H CF; 4-OSF,CF,

1 .2880 C(CN) CH: H CF, 3-OC,Fs

1 .2881 C(CN) CH: H CF, 4-0.3,Fs

1..2882 C(CN) CHx H CF; 2-03¢Hs

1..2883 C(CN) CHa H CF; 3-OT6Hs

1 .2884 C(CN) CH. H CFs 4-OT¢Hs

1 .2885 C(CN) CH: H CF; 2-C(D)CsHs

1 .2886 C(CN) CH2 H CFs 3-C(0)CeHs

1 .2887 C(CN) CH: H CFs 4-C(0)CeHs

1 .2888 C(CN) CH: H SCHs H

1 .2889 C(CN) CH: H SCH;3 2-Ci

1 .2890 C(CN) CH, H SCHs 3-Cl
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' 1.289 1 C(CN) CH: H SCHgs 4-Cl
1.289=2 C(CN) CH, H SCHj 2-F
1.2893 C(CN) CH: H SCHs 3-F
1.289+ C(CN) CH. H SCH; 4-F
1.2895 C(CN) CH. H SCH, 2-CHj;
1.289+6 CCN) CH, H SCH; 3-CHj,
1.28977 C(CN) CHg H SCH;, 4-CHj
1.289a8 C(CN) CH: H SCHj3 2-OCH;
1.289%9 C(CN) CH; H SCH; 3-OCHa
1.290%0 C(CN) CH; H SCH;, 4-OCHa,
1.29011 C(CN) CH: H SCH; 2-CF;
1.290=22 C(CN) CH; H SCH; 3-CF3
1.2903 C(CN) CHa H SCHj 4-CF4
1.290-4 C(CN) CH: H SCHs; 2-OCF;
1.2905%5 C(CN) CH: H SCH; 3-OCF3
1.29086 C(CN) CH:; H SCH; 4-OCF,3
1.29077 C(CN) CH; H SCH3 2-OCF,CF.
1.29088 C(CN) CH: H SCHs; 3-OCF.CF2
1.290%3 C(CN) CH, H SCHs 4-OCF,CF,
1.291Q C(CN) CH: H SCHs, 2-OC,Fs
1.2911 C(CN) CH, H SCHs; 3-OC,Fs
1.2912 C(CN) CH3 H SCH;j 4-OC,Fs
1.29133 C(CN) CH; H SCH3 2-OCgHs
1.291-4 C(CN) CHp H SCH; 3-OCeHs
1.2915 C(CN) CH: H SCH;, 4-OCgHs
1.29168 C(CN) CH; H SCHs 2-C(O)CeHs
1.2917 C(CN) CH; H SCHj 3-C(O)CgHs
1.29183 C(CN) CH, H SCH; 4-C{O)CeHs
1.2013 C(CN) CHa H Thiazol-4-yi H
1.2920 C(CN) CH; H Thiazol-4-yl 2-Ci
1.2021 C{CN) CH. H Thiazol-4-y! 3-Cl
1.2922 C(CN) CH. H Thiazol-4-yl 4-Cl
1.2923 C(CN) CH; H Thiazol-4-yl 2-F
1.2924 C(CN) CH; H Thiazol-4-yl 3-F
1.2925 C{CN) CH, H Thiazol-4-yl  4-F
1.29265 C(CN) CH; H Thiazol-4-yl 2-Cids
1.292¥7 C(CN) CH: H Thiazol-4-yl 3-CHa
1.29283 C(CN) CH: H Thiazol-4-yl 4-CHj
1.2929 C(CN) CH: H Thiazol-4-yl 2-OCHj,3
1.2930 C(CN) CHa H Thiazol-4-yl 3-OCH;,
1.293 108 C(CN) CH: H Thiazol-4-yl 4-OCHg
1.2932 C(CN) CH: H Thiazol-4-yl 2-C=;
1.2933 C(CN) CH; H Thiazol-4-yl 3-C=3
1.293c% C(CN) CH2 H Thiazol-4-yl 4-C=3
1.2935 C(CN) CH; H Thiazol-4-y! 2-OCF;
1.2936 C(CN) CH; H Thiazol-4-yl 3-OCF;
1.2937 C(CN) CHa H Thiazol-4-yl 4-OCF;
1.29383 C(CN) CH; H Thiazol-4-yl 2-OCF,CF;
1.2939 C(CN) CHz H Thiazol-4-yl 3-OCF,CF;
1.2940 C(CN) CH, H Thiazol-4-yl 4-QCF,CF»
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1.2941 C(CN) CH. H Thia_zol-4-yl 2-OC;Fs
1.2942 C(CN) CH, H Thia zol-4-yl  3-OC.Fs
1.2943 C(CN) CH, H Thia_zol-4-yl  4-OC;Fs
1.2944 C(CN) CH, H Thia.zol-4-yl  2-OCgHs
1.2945 C(CN) CH, H Thia_zol-4-yl  3-OCgHs
1.2946 C(CN) CH, H Thia_zol-4-yl  4-OCgHs
1.2947 C(CN) CH, H Thia_zol-4-yl 2-C(O)CeHs
1.2948 C(CN) CH; H Thia_zol-4yl  3-C{O)CeHs
1.2949 C(CN) CH, H Thiaczol-4-yl  4-C(O)CeHs
1.2950 C(CN) CH, 5-Cl H H
1.2951 C(CN) CH. 5-Cl H 2-Cl
1.2952 C(CN) CH, 5-Cl H 3-Cl
1.2953 C(CN) CH; 5-Cl H 4-Cl
1.2954 C(CN) CH, 5-Cl H 2-F
1.2955 C(CN) CH; 5-Cl H 3-F
1.2956 C(CN) CH, 5-Cl H 4-F
1.2957 C(CN) CH, 5-Cl H 2-CHs
1.2958 C(CN) CH; 5-Cl H 3-CHs
1.2959 C(CN) CH, 5-Cl H 4-CHa
1.2960 C(CN) CH, 5-CI H 2-OCH;
1.2961 C(CN) CH, 5-Cl H 3-OCH3
1.2962 C(CN) CH, 5-Cl H 4-OCHs
1.2963 C(CN) CH; 5-Cl H 2-CF;
1.2964 C(CN) CH, 5l H 3-CF,
1.2965 C(CN) CH, 5-Cl H 4-CF3
1.2966 C(CN) CH; 5-Cl H 2-0OCF;
1.2967 C(CN) CH, 5-Ci H 3-0OCF;
1.2968 C(CN) CH; 5-Cl H 4-OCF;
1.2969 C(CN) CH; 5-<Cl H 2-OCFCF.
1.2970 C(CN) CH, 5-Cl H 3-0OCF,CF;
1.2971 C(CN) CH, 5-Ci H 4-OCF,CF,
1.2972 C(CN) CH; 5-Cl H 2-0OC,F;
1.2973 C(CN) CH, 5-Cl H 3-0OC;Fs
1.2974 C(CN) CH, 5-Cl H 4-0OC,Fs
1.2975 C(CN) CH, 5-Cl H 2-0OCgHs
1.2978 C(CN) CH, 5-Ci H 3-0OCgHs
1.2977 C(CN) CH:, 5-Ci H 4-OCgHs
1.2978 C(CN) CH. 5-Cl H 2-C(O)C¢Hs
1.2979 C(CN) CH, 5-Cl H 3-C{O)CeHs
1.2980 C(CN) CH, 5-Cl H 4-C(O)Ce¢Hs
1.2981 C(CN) CHz 5-Cl CH= H
1.2982 C(CN) CHz 5-Cl CHsg 2-Cl
1.2983 C(CN) CH. 5-Cl CHs 3-Cl
1.2984 C(CN) CHz 5-Cl CHo 4-Cl
1.2985 C(CN) CH: 5-Cl CHz= 2-F
1.2986 C(CN) CH, 5-Ci CH= 3-F
1.2987 C(CN) CH, 5-Cl CH= 4-F
1.2988 C(CN) CH, 5-Cl CH= 2-CHs
1.2989 C(CN) CH, 5-Ci CH= 3-CHa
1.2990 C(CN) CH, 5-Cl CH= 4-CHj
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. 1.2991 C(CN) CH; 5-Cl CH, 2-C»CH;
1.29092 C(CN) CH: 5-Cl CH, 3-O»CHjs
1.2993 C(CN) CH: 5-Cl CHs 4-C»CH;
1.2094 C(CN) CH: 5-Cl CHs 2-CF,
1.2995 C(CN) CH: 5-Cl CH, 3-CF;
1.2996 C(CN) CH; 5-Cl CH,3 4-CF;
1.2997 C(CN) CHs 5-Cl CHs 2-O»CF;
1.2998 C(CN) CH, 5-Cl CHs 3-O»CF3
1.2999 C(CN) CH: 5-Cl CHs 4-O»CF3
1.3000 C(CN) CH; 5-Cl CH, 2-O»CF,CF>
1.3001 C(CN) CH: 5-Cl CHs 3-O»CF.CF;
1.3002 C(CN) CH: 5-Cl CH, 4-O»CF,CF»
1.3003 C(CN) CH, 5-<Cli CHs 2-O» CoFs
1.30004 C(CN) CH, 5<Ci CHa 3-O»C5F;
1.30085 C(CN) CH; 5CI CH, 4-O» C;F;
1.3006 C(CN) CH, 5<CI CHs 2-O» CgHs
1.307 C(CN) CH, 5-C CH, 3-OrCgHs
1.3008 C(CN) CH, 5CI CHs 4-Or CgHs
1.30039 C(CN) CH, 5<CI CHs 2-C (O)CsHs
1.301 0 C(CN) CH. 5<Ci CHs 3-C (O)CsHs
1.301 1 C(CN) CH, 5Ci CHs 4-C (O)CgHs
1.301 2 C(CN) CH, 5-Cl CF, H
1.301 3 C(CN) CH, 5l CF; 2-Cl
1.301 4 C(CN) CH, -5CI CF, 3-Cl
1.301 5 C(CN) CH, -5CI CF; 4-C1
1.301 6 C(CN) CH, -5Ci CF, 2-F
1.301 7 C(CN) CH, =5CI CF; 3-F
1.301 8 C(CN) CH, =5-Cl CF; 4-F
1.301 9 C(CN) CH, ==5.CI . CF; 2-CH;,
1.302 0 C(CN) CH, =5-CI CF, 3-CH;,
1.302 1 C(CN) CH, =5-Ci CF; 4-CHs
1.302 2 C(CN) CH, 5.Cl CF; 2-O CHjs
1.302 3 C(CN) CH, =i CF;, 3-O CH;
1.302 4 C(CN) CH. =5l CF; 4-OCHj
1.302 5 C(CN) CH, =5l CF, 2-CF;
1.302 6 C(CN) CH, =CI CF; 3-CF;
1.3027 C(CN) CH. =<l CF, 4-CF,
1.302 8 C(CN) CH, =<l CF; 2-O<CF,
1.302 9 C(CN) CH, =Ci CF; 3-O<CF;
1.3030 C(CN) CH, =5.i CF; 4-OCF;
1.303 1 C(CN) CH., =<l CF3 2-O«CF,CF;
1.3032 C(CN) CH: =l CF; 3-O«CF,CF,
1.3033 C(CN) CH. &<l CF, 4-OCF,CF;
1.303 4 C(CN) CH. =-C} CFs 2-OC,F;
1.3035 C(CN) CH, =.Cl CFa 3-OC,F;
1.3036 C(CN) CH, &Cl CF3 4-O&C;F5
1.30377 C(CN) CH, 5<Ci CFs 2-0OCgH;
1.30338 C(CN) CH, &5<Cl CF; 3-O«CgHs
1.3039 C(CN) CH, &S<Cl CF; 4-OCH;
1.30490 C(CN) CH, &-Cl CFs 2-CCO)CeHs
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@ 04 C(CN) «CH, 5l CFs 3-C(O)CeHs
1.3042 C(CN) CH, 5-Ci CF; 4-C(0)CoHs
4.3043 C(CN) «CH, 5-Cl SCHz H
1.3044 C(CN) CH, 5-CI SCHz 2-Cl
4.3045 C(CN) eCH, 5-Ci SCH= 3-Cl
23046 C(CN) eCH, 5-Cl SCH= 4-Cl
13047 C(CN) «CH, 5-Cl SCHz 2-F
1.3048 CCN) CH, 5-C SCHo 3-F
1.3049 C(CN) CH, 5-Cl SCHz 4-F
%.3050 C(CN) «CH, 5-Cl SCHz= 2-CH,

4 .3051 C(CN) «CH, 5Cl SCHo 3-CH,
1.3052 C(CN) ®CH, 5<Cl SCHz 4-CH,
13053 C(CN) eCH, 5-Cl SCH=o 2-OCH
1.3054 C(CN) «CH, 5-Cl SCH= 3-OCH,
4.3055 C(CN) oCH, 5-Cl SCHo 4-OCHj,
1.3056 C(CN) eCH, 5Cl SGH5 2-CF,

1 .3057 C(CN) «CH, 5-Cl SCH 3-CFs
.3058 C(CN) «CH, 5<Cl SCHo 4-CF,

% 3059 C(CN) &CH, 5-Cl SCiis 2-OCF,

1 .3060 C(CN) &CH, 5l SCHso 3-OCF,
3061 C(CN) CH, 5-Cl SCHz 4-OCF,
3062 C(CN) &CH, 5-Cl SCH= 2-OCF,CF,
4.3063 CCN) «H, 5-Cl SCHo 3-OCF.,CF,
2 .3064 C(CN) &H, 5-Cl SCHa 4-OCF,CF,
3065 C(CN) &CH, 5-CI SCHo 2-OC,Fs

% 3066 C(CN) &CH, 5-CI SCHg 3-OC,F;

4 .3067 C(CN) H, 5-CI SCHz 4-OC,F;
#3068 CCN) H, 5 SCHa 2-0CgHs

$ 3069 C(CN) H, 5-C SCHo 3-OCeHs |
13070 C(CN) H, 5-C SCHa 4-OCoHs

¥ 3071 CCN) CH, 5-Cl SCHa 2-C(O)CeHs
13072 CCN) CH, 5Cl SCHa 3-C(O)CeHs
1 .3073 CCN) CH, 5-Cl SCHa 4-G(O)CeHs
1 3074 CCN) CHy 5-Cl Thiazol-dyl H

1 .3075 C(CN) H, 5-Cl Thiazol-4-yl 2-Cl

1 3076 C(CN) CH, 5-Cl Thiazol-4-yl ~ 3-Cl

1 3077 CCN) CH. 5-Ci Thiazol-d-yl  4-Cl

1 3078 CCN) CH, 5-Cl Thiazol-dyl 2-7

1 3079 C(CN) CH, 5-Cl Thiazol-4yl 3-F

1 3080 CCN) CH, 5-Cl Thiazol-dyl  4-F

1 3081 CCN) CH, 5-Cl Thiazol-4-yl  2-CHs

1 .3082 C(CNy CCH; 5-Cl Thiazol-4-yl 3-CTHj

1 3083 CCN) CH, 5-Cl Thiazol-4yl  4-CHj

1 3084 CCN) CH, 5-Cl Thiazol-4yl 2-OCHs

1 .3085 C(CN) CCH. 5-Cl Thiazol-4-yl 3-OCHgs

1 3086 CCN) CH, 5-CI Thiazol-4yl  4-OCHg

1 3087 C(CN) CH, 5-Cl Thiazokdyl  2-CFs

1 3088 C(CN) CH, 5-Cl Thiazol-dyl  3-CFs

1 3089 C{CN) CH, 5-CI Thiazol-4-yl  4-CF
13090 C(CN) CHp _ 5-Cl Thiazok4+yl _2-OCFg
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‘ 1.3091 C(CN) CH, 5-Cl Thiazol-4-yl  3-OCF;

1.3092 C(CN) CH, 5l Thiazol-4yl  4-OCFj
1.3093 C(CN) CH, 5-Cl Thiazo1l-4-yl  2-OCF,CF;
1.3094 C(CN) CH, 5-Cl Thiazol-4-yl  3-OCF.CF;
1.3095 C(CN) CH, 5&-Cl Thiazol-4-yl  4-OCF,CF,
1.3096 C(CN) CH, 5-Cl Thiazol-4-yl 2-OC,Fs
1.3097 C(CN) CH; 5-Ci Thiazol-4-yl  3-OC,F5
1.3098 C(CN) CH, 5-CI Thiazo l-4-yl  4-OCqFs
1.3099 C(CN) CH, 5CI Thiazol-4yl  2-OCeHs
1.3100 C(CN) CH, 5-Cl Thiazol-4-yl  3-OCgHs
1.3101 C(CN) CH; 5-Cl Thiazol-4-yl 4-OC¢Hs
1.3102 C(CN) CH;, 5CI Thiazol-4-yl  2-C(O)CeHs
1.3103 C(CN) CH, 5l Thiazo)-4-yl .3-C{O)CeHs
1.3104 C(CN) CH; 5Cl Thiazol-4-yl  4-C(O)CqHs
1.3105 C(CN) GCH, 6Cl H H
1.3106 C(CN) CH; 6-CI H 2-Cl
1.3107 C(CN) CH, 6-Cl H 3-Cl
1.3108 C(CN) CH, 6-Cl H 4-Cl
1.3109 C(CN) CH, 6-Cl H 2-F
1.3110 C(CN) CH, 6Cl H 3-F
1.3111 G(CN) CH; 6Ci H 4F
1.3112 C(CN) CH. 6-Cl H 2-CHs
1.3113 C(CN) CH, 6-Cl H 3-CHs
1.3114 C(CN) CH, 6-Cl H 4-CHs
1.3115 C(CN) CH, 6-Cl H 2-0CH4
1.3116 C(CN) CH, 6<Cl H 3-OCH,
1.3117 C(CN) CH, 6-Cl H 4-OCHs
1.3118 C(CN) CH, 6-Cl H 2-CF,
1.3119 C(CN) CH, 6-Cl H 3-CF;
1.3120 C(CN) GCH; 6 H 4-CF,
1.3121 G(CN) CH, 6Cl H 2-OCFs
1.3122 C(CN) CH, 6-Cl H 3-0OCF5
1.3123 C(CN) CH, 6-Cl H 4-0OCF;
1.3124 C(CN) CH, 6-Cl H 2-OCF.CF;
1.3125 C(CN) CH, 6-Cl H 3-OCF,CF,
1.3126 C(CN) CH; 6-Ci H 4-0OCF,CF,
13127 C(CN) CH; 6Cl H 2-OCsFs
1.3128 C(CN) CH; 6-<Cl H 3-0C;Fs
1.3129 C(CN) CH; 6Cl H 4-0C,Fs
1.3130 C(CN) CH; 6-Cl H 2-0CgHs
1.3131 C(CN) CH;, 6-Cl H 3-0OC¢Hs
1.3132 C(CN) CH. 6-Cl H 4-OC¢Hs
1.3133 C(CN) CH, 6-Cl H 2-C(O)CeHs
1.3134 C(CN) CH, 6-Cl H 2-C(O)CeHs
1.3135 C(CN) GCH, 6Cl H 4-C(0)CaHs
1.3136 C(CN) CH, 6-Cl CHs .
1.3137 C(CN) CH, 6Cl CHs 2 Cl
1.3138 C(CN) CH, 6&Cl CHs P
1.3139 C(CN) CH, 6Cl CHa 4-01
1.3140 C(CN) CH, 6-Cl CHs 2-=
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@ =+ C(CN) Crd, 60 CHs 3F
1.3 142 C(CN) cCHa, s6-.Ci CH; 4-F
1.3 143 C(CN) CHm. s-Cl CHgs 2-CHj
1.3 144 C(CN) cCHB, ©¢6-Cl CH, 3-CH3;
1.3 145 C(CN) CHm, 6-Cl CH; 4-CHj;
1.3 146 C(CN) CHm, 6l CHs 2-OCH;
1.3147 C(CN) cCim, 6-Cl CH; 3-OCH,
1.37148 C(CN)y CH1, 6-Cl CHs 4-OCHg
1.37149 C(CN) CHIi,; 6-Cl CHs; 2-CF3
1.37150 C({CN) CR!'z 6-Cl CHa 3-CF;
1.37151 C(CN) CH s 6-Cl CHs 4-CF,
1.37152 C(CN) CH > 6-Cl CH3 2-0OCF,
1.37153 C(CN) CH. s6<Cl CHj, 3-0OCF,
1.37154 C(CN) CH.> 6-Cl CH, 4-OCF;
1.3-155 C(CN) CH= 6<Cl CHs 2-OCF,CF,
1.37156 C(CN) CH= 6-Cl CH; 3-OCF,CF;
1.3157 C(CN) CH= 6Cl CH, 4-OCF,CF,
1.3158 C(CN) CH= 6l CHs 2-OC,Fs
1.3 "H59 C{CN} CH= 6-Cl CiHs 3-0OC,Fs
1.3W60 C(CN) CH= 6<C CH, 4-OC,Fs
1.3 861 C(CN) CHz ©&-Ci CHas 2-OCgHs
13M62 C(CN) CH= &<Cl CHs 3-OCeHs
1.3 63 C(CN) CH= B&<C CHs 4-OCqHs
13864 C(CN) CHz= 6-Cl CH, 2-3(0)CeHs
1.3T 65 C(CN) CH= &<l CHs 3-C(0)CeHs
1.31 66 C(CN) CH= 6CI CHs 4-C(O)CeHs
1.31 67 C(CN) CHxe 6-Ci CF; H
1.31 68 C(CN) CHz 6Cl CF, 2-C
1.31 69 C(CN) CHx> 6-Ci CF3 3-C
1.31 70 C(CN) CH, 6Ci CF, 4-C
1.31 71 C(CN) CH» 6-Cl CF; 2-7
1.31 72 C(CN) CH; 6-Cl CFs 3-
1.31 73 C(CN) CH, 6Cl CFs 4=
1.31 74 C(CN) CH; 6-Cl CF3 2-ZH;
1.31 75 C(CN) CH, 6-C! CF; 3-CH3
1.31 76 C(CN) CH; 6-Cl CF3 4-CHs
1.31777 C(CN) CH; 6-Cl CF; 2-OCH;
1.31778 C(CN) CH; 6-Cl CF; 3-OCH3
1.31779 C(CN) CH; 6-Cl CF3 4-JCH4
1.31380 C(CN) CH, 6Cl CF, 2.TF;
1.3131 C(CN) CH. 6-Ci CF; 3-CF;
1.31a82 C(CN) CH; 6-Cl CF; 4-7F,
1.31383 C(CN) CH, 6-Ci CF; 2- 3CF;
1.31834 C(CN) CH; 6-Cl CF; 3-3CF;
1.31835 C(CN) CH; 6-Cl CFs 4- :.CF,
1.31836 C(CN) CH; 6-Cl CF; 2- .CF.CF,
1.31837 C(CN) CH, 6 CF; 3- .CF.CF,
1.31838 C(CN) CH, 6-Cl CF, 4- “CF,CF,
1.31839 C(CN) CH; 6-Cl CF; 2- "CyFs

1.31220 C(CN) CH, 6-Cl CF; 3- C,Fs
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. 1.3191 C(CN) CH. 6Cl CFx 4-OCyF5

1.3192 C(CN) CH; 6-Cl CF= 2-0OCgHs

1.3193 C(CN) CH:. 6-Cl CFs 3-OCgHs

1.3194 C(CN) CH, &Cl CFo 4-OCgHs

1.3195 C(CND) CH. 6-Ci CFs 2-C(O)CelH;s

1.3196 C(CN) CH, 6<Cl CFs 3-C(O)CelHs

1.3197 C(CND) CH, 6<Cl CF= 4-C(O)Ceks

1.3198 C(CND) CH, 6<Cl SC H, H

1.3199 C(CND CH; 8-Cl SC H; 2-Cl

1.3200 C(CND) CH, 6-Cl SC Hs 3-Cl

1.3201 C(CND CH. 6<Cl SC H; 4-Cl

1.3202 C(CND CH, 6-Cl SC H, 2-F

1.3203 C(CND CH. 6-Cl SCH; 3-F

1.3204 C(CND CH. 6-Cl SC H; 4-F

1.3205 C(CND CH. 6-Cl SCH; 2-CHg

1.3206 C(CND CH. 6-Cl SCH; 3-CHj

1.3207 C(CND CH; 6-Cl SCH;, 4-CHs

1.3208 C(CND CH, 6<Ci SCH; 2-OCHj,

1.3209 C(CND CH, 6-Cl SCHH;y 3-OCHj

1.3210 C(CND CH; 6-Cl SCH; 4-OCHj3

1.3211 C(CND CH: .&-Cl SCH; 2-CF3

1.3212 C(CN®» CH, 6-Cl SCHH; 3-CF3

1.3213 C(CN® CH, 8&-Cl SCH;, 4-CF3

1.3214 C(CN® CH, 6-Ci SCH; 2-OCF3

1.3215 C(CN®» CH, &-Cl SCEH; 2-OCF;

1.3216 C(CN®» CH. 6-Cl SCEH, 4-0CF;

1.3217 C(CN» CH, 6-Cl SCF, 2-OCF,CF=,

1.3218 C(CN®» CH, 6-<Cl SCHi3 3-OCF.CF;

1.3219 C(CN» CH, 6-Cl SCHi 4 OCF,CF;

1.3220 C(CN» CH, 6&-Cl SCH, 2-OC,Fs

1.3221 C(CN» CH, 6-Cl SCHi; 2-OCFs

1.3222 C(CN)s CH; 6-Cl SCH, 4 QOCyFs

1.3223 C(CN» CH., 6-Ci SCHi; z -OCgHs

1.3224 C(CN)» CH, 6-Cl SCH;3 2 OCgHs

1.3225 C(CN)» CH; 6-Cl SCHi, £ OCgHs

1.3226 C(CN)- CH. 6-Cl SCH, 2-Z(0)Cels

1.3227 C(CN). CH, 6-Cl SCH; Z-C(O)Celt s

1.3228 C(CN) CH, 6-Cl SCHi; 4-2{O)CeH1s

1.3229 C(CN) CH, 6-Cl Thiz=azol-4-yl

1.3230 C(CN) CH, 6-Cl Thiaazol-4-yl 2-Cl

1.3231 C(CN) CH, 6-Cl Thiaazol-4-yl & Cl

1.3232 C(CN) CH: 6-Ci Thizazol-4-yl  £-Cl

1.3233 C(CN) CH, 6-Cl Thigazol-4-yi -7

1.3234 C(CN) CH; 6-Cl Thiz=azol-4-yl ¢~

1.3235 C(CN) CH, 6-Cl Thiaazol-4-yl «-F

1.3236 C(CN) CH, 6-Cl Thizazol-4-yl 2 CHa

1.3237 C(CN) CH; 6-Cl Thizazol-4-yi = -CHa

1.3238 C(CN) CH, 6-ClI Thizazol-4-yl 4 THj

1.3239 C(CN) CH, 8&-<Cl Thizazol-4-yl £-DCH,

1.3240 C(CN) CH, 6-Cl Thizazol-4-yi { OCHj
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' 1.3241 C(CN) CH. 6-Cl Thiazol-4-yl ~ 4-OC Hs
1.3242 C=(CN) CH, 6-Cl Thiazol-4-yl 2-CF=
1.3243 C(CN) CH:, 6-Cl Thiazol-4-yl  3-CFams
1.3244 C(CN) CH, 6-Cl Thiazol-4-yl  4-CFam
1.3245 C=(CN) CH, &Cl Thiazol-4-yl 2-OCIF,
1.3246 C=(CN) CH, 6l Thiazol-4-yl  3-OCNF,
1.3247 C (CN) CH, 8&Cl Thiazol-4-yl  4-OCHF,
1.3248 C (CN) CH, &-Cl Thiazol-4-yl 2-OCEF.CF,
1.3249 C (CN) CH, 6-Cl Thiazol-4yl  3-OCIF.CF,
1.3250 C (CN) CH, 6-Cl Thiazol-4-yl  4-OCHF,CF,
1.3251 C (CN) CH, 6-Cl Thiazol-4-yl  2-OC=Fs
1.3252 C-(CN) CH, 6-Cl Thiazol-4-yl  3-OC=Fs
1.3253 CHCN) CH; &<l Thiazol-4-yl  4-OCmFs
1.3254 Ce(CN) CH, 6-Cl Thiazol-4-yl  2-OCeasHs
1.3255 Ce(CN) CH, 6-<Cl Thiazol-4-yl  5-OCesHs
1.3256 Co(CN) CH, 6-Cl Thiazol-4-yl  4-OCezHs
1.3257 C®(CN) CH, 6-Cl Thiazol-4-yl  2-C(O )CeHs
1.3258 C&CN) CH, 6-Cl Thiazol-4-yl  3-C(O )CgHs
1.3259 CaCN) CH, 6-Ci Thiazol-4-yl  4-C(O )CsHs
1.3260 CECN) CH, 5-F H H
1.3261 CCCN) CH, 5F H 2-Cl
1.3262 CCCN) CH; 5F H 3-Cl
1.3263 CCCN) CH; 5&-F H 4-Cl
1.3264 CCCN) CH, 5F H 2-F
1.3265 CCCN) CH, &-F H 3-F
1.3266 CCCN) CH; 5&F H 4-F
1.3267 C(CN) CH, &-F H 2-CHs
1.3268 C(CN) CH, &F H 3-CHgs
1.3269 C(CN) CH, 5F H 4-CHg
1.3270 C(-CN) CH, 5F H 2-OCHH,
1.3271 C(CN) CH, 5-F H Z-OCHEi;
1.3272 C(=CN) CH, 5-F H 4-OCHHl3
1.3273 C(«CN) CH, 5-F H Z-CFs
1.3274 C(eCN) CH, 5&-F H Z-CF;
1.3275 C(eCN) CH, 5-F H 4-CFj
1.3276 C(aCN) CH; 5-F H £-OCF=
1.3277 C(aCN) CH, 5-F H Z-OCF=
1.3278 C(CCN) CH; 5-F H 4-OCF—
1.3279 C(CCN) CH; 5-F H 2-OCF=CF;
1.3280 C(CCN) CHz  5-F H %-OCF=CF;
1.3281 C(CCN) CH; 5&-F H 4-OCF=CF;
1.3282 C(CCN) CH; 5-F H £-0C,F s
1.3283 C(CCN) CH; &-F H £ 0OC,Fs
1.3284 C(CN) CH; 5&-F H 4 OCF=;
1.3285 C(CN) CH, 5&-F H «-0CsH;
1.3286 C(CN) CHp 5&-F H £-0OCsHis
1.3287 C(CN) CH; &F H 4-0CeH1s
1.3288 C(CCN) CH: 5&F H 2 C(0)CeHs
1.3289 C(CN) CHy b&-F H 3 C(0)CeHs
1.3290 C(CCN)  CH  5-F H 4 S(0)CsHs
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C:(CN) CH: 5&F CHs H
C(CN) CH: 5-F CH, 2-Cl

C (CN) CH, 5-F CHs 3-Cl

C (CN) CH., S5-F CH, 4-Cl

C«(CN) CH, 5&-F CHs 2-F

CoCN) CH, 5&-F CHs 3-F

Ce#(CN) CH, 5&-F CHs 4-F

C®CN) CH, 5-F CHj 2-CH,
CE@CN) CH, 5F CH, 3-CHs
CCCN) CH, B5-F CH; 4-CHs,
CCCN) CH, 5-F CH3 2-OCH,
CCCN) CH, 5-F CH3 3-OCHj,
C(CCN) CH, 5&-F CHz 4-OCHs
C(CN) CH, 5-F CHjs 2-CF,
C(CN) CH, 5-F CHg 3-CF3
C(-CN) CH, 5-F CHs 4-CF,
C(*CN) CH, 5&-F CHs 2-OCF,
C(«CN) CH, 5-F CHs 3-OCF;
C(eCN) CH, 5-F CHia 4-OCF,
C(CN) CH, 5-F CH, 2-OCF,CF=;
C(EN) CH, 5-F <CHj 3-OCF.CF=,
C(CN) CH, 5-F «CHj; 4-OCF,CF=;
G(CN) CH; 5-F H; 2 OCyFs
G(CN) CH, 5-F CHa 3 OC»Fs
C(CN) CH, 5-F CH, 4-QC;Fs
C(CN) CH. 5&-F CCH, 2-OCgHs
C(CN) CH, 5-F CHg 3-OCgHs
C(GN) CHZ 5-F CH3 4'OCGH5
C(CN) CH, 5-F CH; 2-C(0)CeHills
C(CN) CH: 5-F CH; 3 2(0)CsHlls
C(CN) CH, 5-F CHs 4->(0)CsHll5
C(CN) CH: 5-F CF, H

C(CN) CH: 5&-F CF, 2-Cl

C(C=N) CH: 5-F CF;s 37l

C(=N) CH, &-F CF; 4- i

C(C=N) CH, 5-F CF; 2.7

C(C:N) CH, 5-F CF, 3.7

C(CN) CH, 5-F CF; 4--

C(CN) CH; 5-F CF 2-3H,
C(C.N) CH, 5-F CF, 3-H;
C(Ci\l) CHZ S-F C F3 4‘ 3H3
c(CmN) CH, 5-F C F; 2- JCHjs
C(CHN) CH, 5-F CF; 3- XCHs
c(cmN) CH, B5-F CF; 4-"CHs
C(CHN) CH, &-F CF; 2- .F,
c(CM) CH, 5&-F CF; 3- Fa
c(CrN) CH, 5-F CF; 4- °F,
C(CM) CH, 5-F CF; 2- .CF,
c(ecm) CH, 5-F CF; 3- 'CF;
C(CM)  CH; 5-F CE;, 4- "CF,
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. 1.3341 C(CN) CH, 5-F CF; 2-OCCF,CF;
1.3342 C(CN) CH, 5-F CF3 3-OCCF.CF;
1.3343 C(CN) CH, 5-F CF3 4-QCCF,CF,
1.3344 C{CN) CH., 5-F CF; 2-OCC,Fs
1.3345 C(CN) CH, 5-F CF3 3-0CC;Fs
1.3346 C(CN) CH, 5-F CF; 4-OCC,Fs
1.3347 C(CN) CH. 5-F CFs3 2-OCCgHs
1.3348 C({CN) CH, 5-F CFs 3-0CHs
1.3349 C({CN) CH. 5-F CFs 4-OCCgHs
1.3350 C{CN) CH. 5&-F CF; 2-C{- Q)CsHs
1.3351 C(CN) CH., 5-F CF; 2-C( O)CeHs
1.3352 C(CN) CH. 5-F CF; 4-C(- Q)CsHs
1.3353 C(CN) CH. 5&-F SCH3; H
1.3354 C{CN) CH, 5-F SCH4 2-Cl
1.3355 C(CN) CH, 5&-F SCHs; -Cl
1.3356 C(CN) CH. 5&-F SCH; 4-Cl
1.3357 C{CN) CH, 5-F SCH3 2-F
1.3358 C(CN) CH, 5-F SCHj c-F
1.3359 C(CN) CH. &-F SCHg 4t
1.3360 C(CN) CH, 5-F SCH; 2-CH,;
1.3361 C(CN) CH., &-F SCHs £-CH;
1.3362 C(CN) CH, 5-F SCHa 4-CH,
1.3363 C(CN) CH, 5-F SCH;, - OCH;
1.3364 C(CN) CH, 5-F SCHj 2 OCH,
1.3365 C(CN) CH, &-F SCHa <« -OCCH;
1.3366 C(CN) CH: 5&-F SCH4 z-CF3
1.3367 C(CN) CH. 5-F SCHs -CF3
1.3368 C(CN) CH, 5-F SCHj «-CF 3
1.3369 C(CN)y CH; 5-F SCH3; 2 -OCCF;
1.3370 C(CN) CH, 5-F SCHj; I OCCF,
1.3371 C(CN) CH, &-F SCHs <-OCZFs
1.3372 C(CN) CH, 5-F SCH; ¢ OCSF,CF,
1.3373 C(CN) CH. 5&-F SCHs; -OCSFCF;
1.3374 C(CN) CH. 5&-F SCH3 ¢« OC=F,CF,
1.3375 C(CN) CH, 5-F SCH3 . ODC=.F5
1.3376 C(CN) CH, &-F SCHs; { OC=5Fs
1.3377 C(CN) CH. 5-F SCH;s < -OC=gF35
1.3378 C(CN) CH. 5&-F SCH; &-OC=¢Hs
1.3379 C(CN) CH, 5-F SCHs -0C=¢Hs
1.3380 C(CN) CH: 5-F SCHs <« -0OC=¢gHs
1.3381 C(CN) CHz 5-F SCHs - C(O)CgHs5
1.3382 C(CN) CH, 5-F SCH; { -C(O)CeHs
1.3383 C(CN) CH» 5-F SCH; <« -G(C)CsHs
1.3384 C(CN) CHx 5-F Thiazol-4-yl !

1.3385 C(CN) CHz 5-F Thiazol-4-yl I .Cl
1.3386 C(CN) CH, 5-F Thiazol-4-yl { C
1.3387 C(CN) CH. 5&-F Thiazol-4-yl «-C
1.3388 C(CN) CHz 5-F Tniazol-4-yl [ F
1.3389 C(CN) CH: 5-F Thiazol-4-yl { F
1.3390 C(CN) CH, 5-F Thiazol-4-yl ¢« F
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‘ 1.33931 C(CN) CH, &F Thiazol-4-yl  2-CHs
1.3392 C(CN) CH; 5F Thiazol-4-yl 3-CHj
1.33933 C(CN} CH. 5F Thiazol-4-yl 4-CHs
1.3334 C(CN) CH; &-F Thiazol-4-yl 2-OCHg;
1.33935 C(CN) CH; 5-F Thiazol-4-yl 3-OCH;
1.33936 C(CN) CH. 5-F Thiazol-4-yi 4-OCH;
1.33987 C(CN) CH, 5F Thiazol-4-yl  2-CF,
1.339#8 C(CN) CH; &5F Thiazol-4-yl 3-CF5
1.33909 C(CN) CH, &F Thiazol4-yl  4-CF,
1.340-0 C(CN) CH, &F Thiazol-4-yl  2-OCF,
1.340 1 C({CN) CH; =&F Thiazol-4-yl 3-OCF;
1.340 2 C(CN) CH, =5.F Thiazol-4-yl 4-OCF;
1.340-3 C(CN) CH, &=F Thiazol-4-yi  2-OCF,CF,
1.3404 C(ICN) CH, 5F Thiazol-4-yi 3-OCF,CF;
1.34055 C(CN) CH, =F Thiazol-4-yl  4-OCF,CF,
1.34086 C(CN) CH, 5F Thiazol-4-yl  2-OC,Fs
1.340=7 C(CN) CH, 5F Thiazol-4-yl  8-OC,Fs
1.34083 C(CN) CH, 5-F Thiazol-4-yl - 4-OC,F;
1.3409 C(CN) CH, 5F Thiazol-4-yl =2 DCgHs
1.3410 C(CN) CH, &-F Thiazol-4-yl  =3-DC¢Hs
1.3418 C(CN) CH, &5-F Thiazol-4-yl  =4-OCgHs
1.3412 C(CN) CH, &-F Thiazol-4-yl  =2-3(0)CeHs
1.3413 C(CN) CH, &-F Thiazol-4-yl  Z3-C(0)CeHs
1.3414 C(CN) CH, &-F Thiazol-4-yl  =4->(0)CgHs
1.341> C(CN) CH; 5&-CN H H
1.3416 C(CN) CH, 5--CN H =3
1.3417 C(CN) CH, 5 -CN H =3-2
1.3418 C(CN) CH, 5 -CN H Q-
{3419 C(CN) CH; &5 -CN H =2--
1.3420 C(CN) CH; 5—CN H =--
1.3421 C(CN) CH, 5-—CN H -
1.3422 C(CN) CH, 5—CN H 2= H,
1.3423 C(CN) CH, 5—CN H 3--H,
3424 C(CN) CH, 5—CN H 4. - H;
3425 C(CN) CH, 5—CN H 2 - CHs
3426 C(CN) CH, 5—CN . H 3— .CH,
3427 C(CN) CH» 5-CN H 4—.:CHs,
3428 C(CN) CH. 5-CN H 2—{F3
3429 C(CN) CH, 5-CN H 33—
.3430 C(CN) CH, 5-«CN H 4—CF,
.3431 C(CN) CH, 5-«CN H 2—(.CFs
3432 C(CN) CH, 5-«CN H 3—( CF,
.3433 C(CN) CH; 5-«CN H 4—f CF,
3434 C(CN) CHp 5-&N H 2—C CF,CF,
.3435 C(CN) CH, 5-CN H 3- ¢ CF,CF,
3436 C(CN) CH: 5-CN H 4- ¢ CF,CF;
3437 C(CN) CH, B5-CN H 2- € CyFs
3438 C(CN) CH, 5-CN H 3-= S,F5
3439 C(CN) CH. 5-CN H 4-o C,F
3440 C(CN) CH, S-CN H 2-< SeHs
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@ 5 C(CN) CH; 5CN H 3-OCoHs
13442 C(CN) CH, 5CN H 4-OCgHs
13443 C(CN) CH, 5CN H 2-C(0)CeHss
1_3444 C(CN) CH, 5CN H 3-C(0)CeHo-
13445 C(CN) CH, B5CN H 4-G(0)CeHs
1_3446 C(CN) CH, 5CN CH, H
1. 3447 C(CN) CH, 5OCN CHA, 2-Cl
1. 3448 C(CN) CH. 5CN CH; a-Cl
1. 3449 C(CN) CH; 5CN cHa, 4-Cl
1. 3450 C(CN) CH; 5CN CHE, 2.F
1.-3451 C(CN) CH, 5CN CH; o.F
1.-3452 C(CN) CH, 5CN CH 4 4 F
1.-3453 C(CN) CH, 5CN CH 5 2-CHy
1.3454 C(CN) CH, 5OCN CH 3 2-CH,
1.=3455 C(CN) CH, 5OCN CH.g 4-CHy
1.23456 C(CN) CH, 5CN CH= 2 OCHy
1.53457 CCN) CH, 5-CN CH= 2-OCH,
1.03458 C(CN) CH, 5N CH= 4 OCH,
1.73459 C(CN} CH, 5CN CHLs £-CFa
1.53460 C(CN) CH, 5CN CHo Z CFs
1.3461 C(CN) CH, 5CN CHo 4 CFy
1.3462 C(CN) CH, 5CN CH= 2 OCF,
1.33463 C{CN) CH, 5CN CHo 5 OCF,
1.53464 C(CN) CH, 5-CN CHas 4 OCF,
1.33465 C(CN) CH, 5CN CHam 2 OCF.CF»
1.33466 C(CN) CH, 5CN CHax 3.OCF,CF,
1.33467 C(CN) CH, 5-CN CHa 4 OCF,CF»
178468 C(CN) CH, 5-CN CHs 2 OCoFs
1.38469 C(CN) CH, 5-CN CHa 3 OC,Fs
1.32470 C(CN) CH, 5N CHs 4 OCFs
1.35471 C(CN) CH, 5CN CHs 2 ICeHs
1.3:472 C(CN) CH; 5N CHa 3 JCqHs
1.3-473 CCN) CH, 5-CN CHa 4 ICeHs
1.3 474 CCN) CH, 5-ON CHa 2 3(0)CeHs
1.3 475 CCN) CH, 5-CN CHa 3 3(0)CeHs
1.3-476 C(CN) CH, 5-CN CHa 4 3(O)CeHs
1.3-477 C(CN) CH, 5-CN CFa F
1.3-478 CCN) CH, 5CN CFa 2 31
1.3-479 C(CN) CH, 5CN CF, 33
1.3-480 CCN) CH, 5-CN CFs 43
1.3=481 C(CN) CH, 5<CN CFs 2 :
1.3=482 C(CN) CH; 5<CN CF, 3 :
1.3=483 CCN) CH, 5CN CFs 4 -
1.3=184 C(CN) CH, 5<N CFs 2. 3Hs
1.3=485 C(CN) CH, 5<CN CF; 3 SH
1.32186 C(CN) GCH, 5<CN CFs 4 SHy
1.32387 C(CN) CH; 5-CN CF;3 2 OCHjs
1.3-188 C(CN)  CH, 5N CF; 3-2CHs
1.32289 C(CN) ©CH, S5<CN CFs 4 OCH,
1.34890 C(CN) _ GH, 5<N CFs 2 Fs




WO 03/042184 PCT/_EP02/12709

- 105 -

. 1.3491 C(CN) CH, 5-CN CF; 3-CoF3
1.3492 C(CN) CH. 5CN CFs <-C=F,
1.3493 C(CN) CH. 5-CN CF;4 “-CBCF;
1.3494 C(CN) CH, 5-CN CFa 3-O®CF3
1.3495 C(CN) CH, 5-CN CF; 4-O®CF,
1.3496 C(CN) CHz 5-CN CFs 2-O» CF,CF,
1.3497 C(CN) CH, 5-CN CF3 3-O=CF,CF;
1.3498 C(CN) CH, 5-CN CF; 4-O CF:CF;
1.3499 C(CN) CH, &-CN CFs, 2-O GC;F;s
1.3500 C(CN) CH, 5-CN CF; 3-O GCiF;s
1.3501 C(CN) CH: 5-CN CFs 4-O G;Fs;
1.3502 C(CN) CH, 5-CN CF; 2-Q=CgHs
1.3503 C(CN) CH, 5-CN CFs L-O®CgH5
1.3504 C(CN) CH, 5-CN CFs £-OeCgHg
1.3505 C(CN) CH, 5-CN CF, ¢ -CEQ)CsHs
1.3506 C{CN) CH: 5CN CF; {-CCO)CeHs
1.3507 C(CN) CHa 5-CN CF;; < CCO)CsHs
1.3508 C(CN) CH, 5-CN SCH; l
1.3509 C(CN) CH, 5-CN SCHs ¢ -Cl
1.3510 C(CN) CH, 5-CN SCH, -Ci
1.3511 C(CN) CH, 5CN SCH3 «-Cl
1.3512 C(CN) CH, 5-CN SCHs ‘-F
1.3513 C(CN) CH, 5-CN SCH;, {-F
1.35614 C(CN) CH. 5-CN SCHs «-F
1.3515 C(CN) CH, 5-CN SCH; :-CH,
1.3516 C(CN) CH; 5-CN SCHs, L-CH,
1.3517 C(CN) CH, 5-CN SCH; <-CH;
1.3518 C(CN) CH. &-CN SCH; £-OCCH;
1.3519 C(CN) CH. 5-CN SCH; 2-OCCH;
1.3520 C(CN) CH, 5-CN SCH; ¢ OCZH,
1.3521 C(CN) CH, S&-CN SCH;3 2 CF 3
1.3522 C(CN) CH, §&-CN SCH; I-CF 3
1.3523 C(CN) CH, &-CN SCHay <-CF.g
1.3524 C(CN) CH, 5-CN SCH; £ OC=F;
1.3525 C(CN) CH, 5-CN SCHj 2 OC=F,
1.3526 C(CN) CHz> 5-CN SCHs < OC=F;
1.3527 C(CN) CH; B5-CN SCHa ¢ OC-F.CF;
1.3528 C(CN) CH, 5-CN SCH;, 2 OC F.CF;
1.3529 C(CN) CH, B5-CN SCHa < -0C F,CF,
1.3530 C(CN) CH; 5-CN SCHj 2-0C._oFs
1.3531 C(CN) CH. 5-CN SCHs T -OC_=F5
1.35632 C(CN) CH, 5-CN SCH, < -OCzF5
1.3533 C(CN) CH, 5-CN SCHs z -OCests
1.3534 C(CN) CH, B5-CN SCH; C OCasHs
1.3535 C(CN) CH, 5-CN SCHa < OCesHs
1.3536 C(CN) CH; 5-CN SCH3 £ S(CO)CeHs
1.3537 C(CN) CH; 5-CN SCH3 T C(CD)CeHs
1.3538 C(CN) CH, 5-CN SCH;5 < C{CI)CeHs
1.3539 C(CN) CH. 5-CN Thiazol-4-yl

[4

Cl

1.3540 ‘C(CN) CHz 5-CN Thiazol-4-yl
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o 54 C(CN) CH; B5-CN Thiazol-d-yl -Gl
1.3542 C{CN) CH, 5-CN Thiazol4-yl  4-Cl
1.3543 C(CN) CH; 5<CN Thiazokd-yl  2-F
1.3544 C{CN) CH, 5-CN Thiazokd-yl  2-F
1.3545 C(CN) CH, 5CN Thiazol-d-yl  4-F
1.3546 C(CN) CH, 5<CN Thiazold-yl  2-CHom
1.3547 C(CN) CH; 5CN Thiazol-4-yl  3-CHas
1.3548 C(CN) CH, 5CN Thiazol-4-yl  4-CHgs
1.3549 C(CN) CH, 5-CN Thiazol-d-yl  2-OCHi
1.3550 C(CN) CH, 5-CN Thiazol4-yl  3-OCk—
1.3551 C(CN) CH, 5CN Thiazol-d-yl  4-OCk,
1.3552 C(CN) CH, 5-CN Thiazol-4-yl  2-CFs
1.3553 C(CN) CH; 5-CN Thiazol-4-yl  3-CFa
1.3554 C(CN) CH., 5-CN Thiazol-4-yl  4-CF3
1.3555 C(CN) CH; 5CN Thiazol-dyl  £-OCF,
1.3556 C(CN) CH, 5CN Thiazol-dyl  &-OCF,
1.3557 C(CN) CH; 5-CN Thiazokd-yl  4-OCF,
1.3558 C(CN) CH. 5-CN Thiazol-4-yl  £-OCF=,CF,
1.3559 C(CN) CH, 5-CN Thiazoldyl  E-OCF 2CF,
1.3560 C(CN) CH, 5-CN Thiazol-d-yl 4 OCFCF,
1.3561 C(CN) CH; 5<CN Thiazol-d-yl 2 OC,F=,
1.3562 C(CN) CH, 5-CN Thiazolkd-yl & OC.F=,
1.8563 -C(CN) CH, 5CN Thiazol-dyl 4 -OC,F=,
1.3564 «C(CN) CH, 5-CN Thiazol-d-yl £ OCe—ls
1.3565 «C(CN) CH, 5CN Thiazold-yl & OCekis
1.3566 &C(CN) CH;, 5-CN Thiazokd-yl 4 OCebis
1.3567 &C(CN) CH: 5-CN Thiazol-d-yl 2 C(O)eCTsHs
1.3568 C(CN) CH; 5CN Thiazol-4-yl 3 S(0)CTHs
1.3569 C(CN) CH; 5CN Thiazol-d-yl 4 C(O)CsHs
1.3570 C(CN) CH, 5-OCHs H F
1.3571 CI(CN) CH; 5-OCHs H 23l
1.3572 C(CN) CH; 5-OCH, H 33
1.3573 CI(CN) CH, 5-OCH, H 43
1.3574 CI(CN) CH, 5OCH, H 2=
1.3575 CI(CN) CH, 5-OCHs H 3z
13576 CS(CN) CH, 5-OCHs H 4.3
18577 C(CN) CH, 5-OCH; H 2.CH,
13578 CI(CN) CH, 5-OCH, H 3 3H,
1.3579 C(CN) CH, 5OCH; H 4-SH,
1.3580 CS(CN) CH, 5-OCHs H 2 JCHg
1.3581 C(CN) CH, 5-OCHs H 3 DCHs
1.3582 C=(CN) CH, 5-OCHs H 4. OCHy
1.3583 CS(CN) CH; 5-OCHs H 2 3Fa
1.3584 C=(CN) CH; 5-OCH, H 3 F,
1.3585 C=(CN) CH, 5-OCHs H 4 SFs
1.3586 C=(CN) CH, 5-OCH, H 2 3CFs
1.3587 C (CN) CH, 5-OCHs H 3- JCFs
1.3588 C (CN) CH, 5-OCHs H 4 )CFs
1.3589 C (CN) CH, 5-OCHs H 2. JCF,CF,
1.3590 C (CN) GCH, 5-OCHs H 3. JCF,CF.
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@ = C(CN) CH; 5-OCHa H % —OCF,CF,
1.3592 C(CN) CH, 5-OCH3 H =2—OC5Fs
1.3593 C({CN) CH, 5OCHS3 H 5—OC4Fs
1.3594 C(CN) CH, 5-OCH3j H 4 —0C4Fs
1.3595 C(CN) CH. 5-OCH3 H 2 —OCgHs
1.3596 C(CN) CH, 5-OCHs H 3— O0CgHs
1.3597 C(CN) CH; 5-OCHa H 4- OCeHs
1.3598 C(CN) CH:, 5-OCHs H 2- CG(O)CeHs
1.3599 C(CN) CH; 5OCHsz H 2~ C(O)CeHs
1.3600 C(CN) CH, 5-OCHg H <- G(O)CeHs
1.3601 C(CN) CH, 5-OCHz CHs b
1.3602 C(CN) CH. 5-OCHgz CHa : oCl
1.3603 C(CN) CH, 5-OCHgz CHs {-=Cj
1.3604 C(CN) CH, 5-OCHgz CHs < -aC|
1.3605 C(CN) CH; 5-OCHg CHa . -WF
1.3606 C(CN) CH; 5-OCHa CHa -WF
1.3607 C(CN) CH. 5-OCHg CHs, ‘W
1.3608 C(CN) CH, 5-OCHa CHj £-CCH,
1.3609 C(CN) CH, 5-CCHas Ciis -CCH3
1.3610 GC(CN) CHp; 5-OCHg CHs 4-CCHg
1.3611 C(CN) CH: 5-OCHas CHs £ -OCH,
1.3612 C(CNy CH, 5-OCHa CHs L-COCH;
1.3613 C(CN) CH, 5-OCHga CH3 <« -CIOCH,
1.3614 C(CN) CH, 5-OCHa CHs ¢ -COF;
1.3615 C(CN) CH, 5-OCHa CH; ¢ CFs
1.3616 C(CN) CHz S'OCHa CH3 ¢ *CF;;
1.3617 C(CN) CH; 5-OCHgj CH; ¢ -COCF,
1.3618 C(CN) CH; 5-OCHs CHs ¢ -OCF;
1.3619 C(CN) CH, 5-OCHj; CHj; <« -COCF;
1.3620 C(CN) CH, 5-OCHjs CHaj ¢ - OOCF.CF,
1.3621 C(CN) CH., 5-OCHgj; CHs I OCF.CF;
1.3622 C(CN) CH; 5-OCHj CH3 <« - (OCFCF,
1.3623 C(CN) CH; 5-OCHj CHj 2 OCoFs
1.3624 C(CN) CH, 5-OCHs; CHs {-OC,Fs
1.3625 C(CN) CH2 5-OCH3 CH3 4 DC2F5
1.3626 C(CN) CH: 5-OCHas CHs ¢ OCgHs
1.3627 C(CN) CHz, 5-OCHa, CHs L -COCsHs
1.3628 C(CN) CH. 5-OCHj, CHs < -COCgHs
1.3629 C(CN) CH; 5-OCHs CHs £ C=(0)CsHs
1.3630 C(CN) CH, 5-OCHs CHa ¢ .5=(0)CeHs
1.3631 C(CN) CH, 5-OCHs CHs £, (0)CeHs
1.3632 C(CN) CH; 5-OCHs CFs I
1.3633 C(CN) CH, 5-OCHj4 CFs 231
1.3634 C(CN) CH, 5-OCHj CFs RO |
1.3635 G(CN) GCH, 5-OCHs CFs ¢ o
1.3636 C(CN) CH: 5-OCHj Crs =
1.3637 C(CN) CH. 5-OCHs CFa -5
1.3638 C(CN) CHp 5-OCHj CF, L=
1.3639 C(CN) CH, 5-OCHj; CFs ¢ SaHs
1.3640 C(CN) CH, 5-OCHs CF, { CHH,;
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’ 1.3611 C(CN) CH; 5-OCH; CF3 =-CHs
1.3692 C(CN) CH; 5-0OCHg CF3 =-OCH,
1.36=43 C(CN) CH; 5-OCHj CFs =-0CH;
1.3634 C(CN) CH, &5S-OCHs CF; <1-OCH;
1.365 C(CN) CH, &-OCH, CF; = -CF;
1.366 C(CN) CH, 5-OCHa CF; =-CF;
1.3617 C(CN) CH, 5-0OCHj CF3 4 -CF,
1.368 C(CN) CH, S-OCH; CF; 2= -OCF;
1.36419 C(CN) CHp, 5-OCHj CF3 =3-OCF,
1.3650 C(CN) CH, 5-OCH, CFs 4= -OCF,
1.36551 C(CN) CH; 5-OCH; CFs; —-OCF,CF;
1.3652 C(CN) CH, 5-0OCH; CF; &~ OCF.CF,
1.3653 C(CN) CH; 5-0OCH; CF, 4. OCF:CF,
1.3654 C(CN) CH, 5 -0OCHs CF; £ OCyFs
1.36555 C(CN) CHa 5 -OCHa Ck; < OC2F5
1.3656 C(CN) CH; 5 -0OCHjs Ch, ¢4 OCgFs
1.3657 C(CN) CH, 5 -OCHs CF; 2 OCgHs
1.368 C(CN) CH, 5 -0OCHs CFs & -OCeHs
1.3659 C(CN) CH, 5-OCHs Fa 4 OCgHs
1.36680 C(CN) CH; 5-0CHs CFs £ C(O)CeHs
1.36681 C(CN) CH, 5-0CH; CF, & C(O)CeHs
1.36682 C(CN) CH, 5-0CH, CF, 4 C(O)CeHs
1.36683 C(CN) CH, 5-0CH, SCHs P
1.3664 C(CN) CH, 5—0CH, SCHa z Cl
1.366 5 C(CN) CH; 5-—0CH; SCHas c <l
1.366 6 C(CN) CH; 5-—0CH; SCHs, 4 Ol
1.366 7 C(CN) CH, 5—0CH, SCH; £ -

1.366 8 C(CN) CH, 5—0CH; SCHs c

1.366 9 C(CN) CH, 5—0CH; SCHa 4
1.3670 C(CN) CH, 5—0CH, SCH3a £ CZHj
1.367 1 C(CN) CH, 5—0CH; SCHy S H,
1.3672 C(CN) CH, 5-—CCH, SCH;3 4 Hj
1.3673 C(CN) CH, 5-0CH; SCHs Z  JCHs;
1.367-4 C(CN) CH; 5-0CH, SCH; E JCH;
1.367% C(CN) CH, 5-0CH; SCH; 4 SCHg
1.36746 C(CN) CH, 5-0CH; SCHj £ OF;s
1.3677 C(CN) CH; 5-0CH;, SCH;y c R
1.36783 C(CN) CH, 5-0OCH; SCHs 4 Fs
1.36793 C(CN) CH, 5-0OCH; SCH;j £ JCF;
1.3680 C(CN) CH, 5-0OCH; SCHa, & JCF3
1.368—1 C(CN) CH, 5-0OCH; SCHs 4 )CFs
1.3682=2 C(CN) CH, 5-OCH; SCH; 2. CFCF;
1.3683 C(CN) CH, 5-QCH; SCHj; &  3CFCF;
1.368=4 C(CN) CH, 5-<OCH; SCH; 4 JCF,CF,
1.3685 C{CN) CH; &-<QCH; SCH3 c  CoFs
1.36865 C(CN) CH, 5-<QCH; SCH3 & CoFs
1.368% C(CN) CH. 5-<CH;, SCH, 4 CoFs
1.36883 C(CN) CH, 5-«QCH; SCHj 2  CgHs
1.3689 C{CN) CH, 5-x0CH;, SCH; ON -
1.36900 C(CN) CH, 5-<OCHj, SCiHH; 4 CgHs
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@ = C(CN) CH, 5-OCHs SCH 5 Z ‘C{O)CeHs
1.3692 C(CN) CH; 5-OCH, SCH 5 &-C{O)CgHs
1.3693 C(CN) CH. 5-OCH; SCH 4 4-G(0)CgHs
1.3694 C(CN) CH; 5-OCH, Thia=zol-4-yl '

1.3695 C(CN) CH, 5-OCHj; Thia=zol-4-yl 2-Ci

1.3696 C(CN) CH, 5-OCH, Thia=ol-4-yl 3-Cl

1.3697 C(CN) CH; 5-OCHj Thia=zol-4-yl  4-Cl

1.3698 C(CN) CH, 5-OCHj Thia=zol-4-yl 2F

1.3699 C(CN) CH, 5-OCH, Thia=ol-4-yl & F

1.3700 C(CN) CH, 5-OCHj, Thia=zocl-4-yl <4~

1.3701 C(CN) CH, 5-OCH, Thia=ol-4-yl 2 CHs
1.3702 C(CN) CH, 5-OCHj Thia=zol-4-yl ¢ CH,
1.3703 C(CN) CH, 5-OCH; Thia=zol-4-yl < SHs
1.3704 C(CN) CH, 5-OCH;s Thia=ol-4-yl £ JCH,
1.3705 C(CN) CH, &-OCH,3 Thia=ol-4-yl & JCHg
1.3706 C(CN) CH, 5-OCHs Thia=ol-4-yl 4 JCHj
1.3707 C(CN) CH, 5-OCH; Thia=ol-4-yl £ 3F;
1.3708 C(CN) CH, 5-OCHj; Thiazzol-4-yl & OF,
1.3709 C(CN) CH, 5-OCHj Thia=ol-4-yl 4 >Fs
1.3710 C(CN) CH, 5-OCH; Thia=zol-4-yl £ JCF,
1.3711 C(CN) CH, 5-OCH, Thia=zol-4-yl & )CF,3
1.3712 C(CN) CH, 5-OCHs Thiazzol-4-yl 4 )CF,
1.3713 C(CN) CH, 5-OCHj Thiazol-4-yl 2 JCF,CF;
1.3714 C(CN) CH; 5-OCH, Thia=ol-4-yl 3 JCF,CF,
1.3715 C(CN) CH; 5-OCH, Thia=ol-4-yl 4 )CF,CF,
1.3716 C(CN) CH; 5-OCH, Thia=zol-4-yl 2 JIC,Fs
1.3717 C(CN) CH, 5-OCH, Thia zol-4-yl 3 .C.Fs
1.3718 C(CN) CH; 5-OCHj; Thiazol-4-yt 4 JCsFs
1.3719 C(CN) CH, 5-OCH; Thia=zol-4-yl 2 DCeHs
1.3720 C(CN) CH; 5-OCHj,3 Thia zol-4-yl 3 YCeHs
1.3721 C(CN) CH, 5-OCH, Thia zol-4-yl 4 :CgHs
1.3722 C(CN) CH, 5-OCHs Thia zol-4-yI 2 /O)CeHs
1.3723 C(CN) CH, 5-OCH, Thia zol-4-yl 3 ./O)CgHs
1.3724 C(CN) CH, 5-OCH, Thia zol-4-yl 4 (O)CeHs
1.3725 N Bd. H H k-

1.3726 N Bd. H H 2
1.3727 N Bd. H H 3 .
1.3728 N Bd. H H 4 .
1.3729 N Bd. H H 2

1.3730 N Bd. H H 3

1.3731 N Bd. H H 4.

1.3732 N Bd. H H 2 H;
1.3733 N Bd. H H 3
1.3734 N Bd. H H 4 4
1.3735 N Bd. H H 2- OHs
1.3736 N Bd. H H 3 CTHs
1.3737 N Bd. H H 4 CH,
1.3738 N Bd. H H 2-
1.3739 N Bd H H 3 5
1.3740 N Bd. H H 4 =3
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@ == N Ba_ W A . OCF,
1.3742 N Bd— H H . -OCFg
1.3743 N Bd. H H «-OCF, m.pe. 199°
1.3744 N Bd- H H 7 -OCF.CF2
1.3745 N Bd. H H {-QCF,CF,
1.3746 N Bd_ H H « -OCF,CF,
1.3747 N Bd_- H H . -OC,Fs
1.3748 N Bd. H H . -OC,Fs
1.3749 N Bd. H H « -OC,Fs
1.3750 N Bd. H H -OCgHs
1.3751 N Bd . H H {-OCgHs
1.3752 N Bd. H H : -OCgHs
1.3753 N Bd H H : -C{O)CgHs
1.3754 N Bd. H H { -C(O)CgHs
1.3755 N Bdi. H H ¢-C(0)CgHs
1.3756 N BA. H CHjs ¥
1.3757 N Bl. H CH; : -Cl
1.3758 N BA. H CHs L -Cl
1.3759 N BM. H CHz -t
1.3760 N Bol. H CHj CF
1.3761 N BE. H CH; (-F
1.3762 N Bed. H CHs, . -F
1.3763 N B3, H CHs : -CHs
1.3764 N B, H CH, . -CHs
1.3765 N Bcd. H CH; ¢ -CHa
1.3766 N B, H CHs ¢ -OCHa
1.3767 N Bd. H CHs { OCHs
1.3768 N Bd. H CH; «-OCHs
1.3769 N Bd. H CHs {-CF;
1.3770 N Bd. H CH; : -CF,
1.3771 N B H CHs «-CFs4
1.3772 N Bd. H CHs : -OCF3
1.3773 N Bd., H CHs {-OCFs
1.3774 N Bd. H CH3 / OCFg
1.3775 N Bd., H CHs . -OCF.CF,
1.3776 N Bd., H CHjs { -OCF,CF,
1.3777 N Bd., H CHs < -OCF:CF,
1.3778 N Bd, H CHs { -OC.Fs
1.3779 N B, H CHs {-OCsFs
1.3780 N Bd., H CHs « -OC,Fs
1.3781 N B, H CHa ¢ -OCgHs
1.3782 N Bl H CHa . -OCgHs
1.3783 N Bed. H CHa ¢ .OCgHs
1.3784 N Bed. H CHs : -C(O)CeHs
1.3785 N Bed, H CHs . C(O)CeHs
1.3786 N Bed. H CHa « .C(O)CeHs
1.3787 N B-d. H CFs |
1,3788 N Bd H CFs e
1.3789 N Bd H CF3 . -Cl
1.3790 N Bd H CFs ¢ Cl




WO 0377042184

-111 -

PCT/EPO22/12709

. 1.3791

N Bd. H CF; o-F
1.3792 N Bd. H CF; 3-F
1.3793 N Bd. H CF; 4-F
1.3794 N Bd. H CF, 2-CHa
1.3795 N Bd. H CF; G-CHs
1.3796 N Bd. H CF, 4-CHs
1.3797 N Bd. H CF, 2-OCH 3
1.3798 N Bd. H CFy S-OCH 4
1.3799 N Bd. H CF, 4-OCH 3
1.3800 N Bd. H CF; 2-CF3
1.3801 N Bd. H CF, --CF3
1.3802 N Bd. H CF; 4-CFs m.p. 203°
1.3803 N Bd. H CF; ¢ -OCF=
1.3804 N Bd. H CF; {-OCFm
1.3805 N Bd. H CF; <-OCF= m.p. 194°
1.3806 N Bd. H CF; <. -OCF=CF;
1.3807 N Bd. H CF; { -OCFCF;
1.3808 N Bd. H CF, 4-OCF=CF, m.p.195°
1.3809 N Bd. H CF3 2 -0OC.F%
1.3810 N Bd. H CF; L -0CF5
1.3811 N Bd. H CF, 4-0OC,F5
1.3812 N Bd. H CF, 2-0OCeH;s
1.3813 N Bd. H CF; 2 -OCeH5
1.3814 N Bd. H CFs 4 -OCgHs m.p. 169°
1.3815 N Bd. H CF; 2 -C(O)aCgHs
1.3816 N Bd. H CF, ¢ -C(O)eCgHs
1.3817 N Bd. H CFs < -C(O)aCgHs
1.3818 N Bd. H SCH; t
1.3819 N Bd. H SCH;3 «C
1.3820 N Bd. H SCH;,3 c Tl
1.3821 N Bd. H SCH, <« 2l
1.3822 N Bd. H SCHs : -
1.3823 N Bd. H SCH; ¢ s
1.3824 N Bd. H SCH; « =
1.3825 N Bd. H SCH, ¢ SHs
1.3826 N Bd. H SCH, & THa
1.3827 N Bd. H SCH;3 ¢ ZHg
1.3828 N Bd. H SCHa ¢ OCH=
1.3829 N Bd. H SCHs L OCH=
1.3830 N Bd. H SCH; < OCHz
1.3831 N Bd. H SCHs 2 CF3
1.3832 N Bd. H SCHs 2 CF;
1.3833 N Bd. H SCHjs < TFa
1.3834 N Bd. H SCHs ¢ 2CF=
1.3835 N Bd. H SCH; ¢ JCFm
1.3836 N Bd. H SCHs ¢ CF= m.p. 62°
1.3837 N Bd. H SCHj z 2CF=CF;
1.3838 N Bd. H SCH3 . JCF=CF;
1.3839 N Bd. H SCHj ¢ J)CF=CF,
1.3840 N Bd. H SCH; ¢ G
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.3841 N Bd—. H SCH; 3-J3C;Fs
3842 N Bd. H SCH; 4-OC,oFs
3843 N Bd—- H SCH; 2-OCgH5
3844 N Bd_. H SCH; 3-OCgHs
3845 N Bd—- H SCH3j 4-OCgHs m.p. 199°
3846 N Bd—. H SCHa4 2-C(0)CsHs
3847 N Bd—~ H SCHa 3-C(O)CsHs
.3848 N Bd_- H SCH3 4-C(O)CgHs
¥ .3849 N Bd_. H Thiazol-4-yl H
1.3850 N Bd_. H Thiazol-4-y! 2-Cl
% .3851 N Bd_. H Thiazol-4-yl 32
4.3852 N Bd.. H Thiazol-4-yl 4-
1.3853 N Bd.. H Thiazol-4-yl 2=
4.3854 N Bd.. H Thiazol-4-y! 3°
1.3855 N Bd. H Thiazol-4-yl 4=
1.3856 N Bd. H Thiazol-4-y! 2 ZHs
1.3857 N Bd. H Thiazol-4-yl 3 >H;
%.3858 N Bd. H Thiazol-4-yi 4 ZHj
4.3859 N Bd. H Thiazol-4-yl 2 JOCHa
1.3860 N Bd. H Thiazol-4-yl 3 DCH;
-1.3861 N Bd. H Thiazol-4-yl 4 DCHj,
-1.3862 N Bd. H Thiazol-4-y! 2 CFs
1.3863 N Bd. H Thiazol-4-yl 3 2Fs
~1.3864 N Bd . H Thiazol-4-y! 4 SF;
—1.3865 N Bd. H Thiazol-4-yl 2 OCF;
-1.3866 N Bd. H Thiazol-4-yl 3 DCF;
1.3867 N Bd. H Thiazol-4-y! 4.OCF; m.p. 171°
-1.3868 N Bd. H Thiazol-4-yl 2 DCF,CF,
~1.3869 N Bd. H Thiazol-4-y! 3 JOCF,CF,
-1.3870 N Bd. H Thiazol-4-y! 4 DCF,CF2
-1.3871 N Bd. H Thiazol-4-yl 2 DC,Fs
-1.3872 N Bd. H Thiazol-4-yl Z JC;Fs
~1.3873 N Bd . H Thiazol-4-yl 4 JC,Fs
—-1.3874 N Bd . H Thiazol-4-yl z JCgHs
1.3875 N Bd. H Thiazol-4-y! Z JCeHs
-1.3876 N Bd. H Thiazol-4-yl 4 JCeHs
-1.3877 N Bd. H Thiazol-4-y! z >(O)CgHs
—-1.3878 N Bd. H Thiazol-4-yl S 2(0O)CsHs
—-1.3879 N Bd. H Thiazol-4-y! 4 >(O)CeHs
—1.3880 N Bd. 5-Cl H b
—1.3881 N Bd . 5-Cl H z 3l
-1.3882 N Bd . 5-Cl H c ol
—1.3883 N Bd . 5-Cl H Z 1
—1.3884 N Bd . 5-Cl H z -
—1.3885 N Bd. 5-Ci H c=
—1.3886 N Bd. 5-Cl H ¢ =
~1.3887 N Bd . 5-Cl H 2 CHs
-1.3888 N Bdl. 5-Cf H Z ZHs
—1.3889 N Bdl. 5-Cl H < SHg
—1.3890 N Bdx. 5-Cl H z JCH3
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. 1.3891 N Bd. 5-Cl H {-OCHa
1.3892 N Bd. 5-Cl H 4 - QCCH3
1.3893 N Bd. 5-Cl H f-CF=3
1.3894 N Bd. 5-Cl H {-CF=3
1.3895 N Bd. 5-Cl H 4 CF=3
1.3896 N Bd. 5-Cl H 2-0OCF;
1.3897 N Bd. 5-Cl H C-OCF,
1.3898 N Bd. 5-Cl H 4 OCF,
1.3899 N Bd. 5-Cl H z OCCF,CF,
1.3900 N Bd. 5-C} H G-OCCF,CF»
1.3901 N Bd. 5-Cl H 4 OCCF,CF,
1.3902 N Bd. 5-Cl H . -OCFs
1.3903 N Bd. 5-Cl H OCF,
1.3904 N Bd. 5-Cl H 4 -OC,Fg
1.3905 N Bd. 5-Cl H £ OCeH;
1.3906 N Bd. 5-Cl H & OCeHs
1.3907 N Bd. 5-Cl H ¢ DCeHs
1.3908 N Bd. 5-Cl H . J(O)CgHs
1.3909 N Bd. 5-Cl H L S(C)CeHs
1.3910 N Bd. 5-Cl H £ Z{O)CgHs
1.3911 N Bd. 5-Cl CH;, b
1.3912 N Bd. 5-Cl CH;, c Zi
1.3913 N Bd. 5-Cl CHs; S|
1.3914 N Bd. 5-Cl CH; < J
1.3915 N Bd. 5-Cl CHj; £ =
1.3916 N Bd. 5-Cl CH; =
1.3917 N Bd. 5-Cl CHs ¢ =
1.3918 N Bd. 5-Cl CHa £ H 5
1.3919 N Bd. 5-Ci CHa Z2H 3
1.3920 N Bd. 5-Cl CHs; < ZH g
1.3921 N Bd. 5-Cl CHs ¢z DC=H;
1.3922 N Bd. 5-Cl CHs ¢ DC=H;
1.3923 N -Bd. 5-Cl CHs 4 DC=Hs
1.3924 N Bd. 5-Cl CHs z CF=
1.3925 N Bd. 5-Cl CHj ¢ SF=
1.3926 N Bd. 5-Cl CHj, ¢ SF=
1.3927 N Bd. 5-Cl CHs £ DCGF;
1.3928 N Bd. 5-Ci CH, E DCF;
1.3929 N Bd. 5-Cl CH, <2 DG F;
1.3930 N Bd. 5-Cl CHs £ OC F.CF,
1.3931 N Bd. 5-Cl CH, C DC FxCF,
1.3932 N Bd. 5-Cl CHs £ JC F,CF,
1.3933 N Bd. 5-Cl CHs ¢ DC_oFg
1.3934 N Bd. 5-Cl CH; t >C.oFg
1.3935 N Bd. 5-Cl CHs ¢ 3C=Fs
1.3936 N Bd. 5-Ci CHs £ JCueHs
1.3937 N Bd. 5-Cl CHa & SCugHs
1.3038 N Bd. 5-Cl CHjs 4 JCugHs
1.3939 N Bd. 5-Ci CHa, z (O)CeHs
1.3940 N Bd. 5-Cl Cis & (O)CeHs




PCT/EP02/12709

WO 03/042184
114 -
@ ==n N Bd.  5CI CH; % Z(0)CeHs
: N Bd.  5CI CF, r
N Bd. 5 CF, 2C
N Bd.  5-Cl CF, ¢ 2l
N Bd.  5Cl CF,s 42l
N Bd. 5l CF;s ¢ =
N Bd.  5CI CF, z
N Bd. 5l CFs 4=
N Bd.  5Cl CF, 2 CH
N Bd. 5l CFs < >H
N Bd. 5l CF, 4 SHy
N Bd. 5l CF; £ JCHy
N Bd. 5l CF, & JCHy
N Bd.  5-C CF, ¢ OCHy
N Bd.  5-C CF, £ F
N Bd. 5l CF; : 3R
N Bd. 5l CF, 4 3Fs
N Bd. 5l CF, £ OCFs
N Bd. 5l CFs & CFq
N Bd. 5l CF; 4 )CFs
N Bd. 5 CFs 2 )CF,CF,
N Bd. 5.l CF, £ JCF,CF,
N Bd.  5Cl CFs 4 3CF,CF,
N Bd. 5 CF,s Z IC.Fs
N Bd. 5-Cl CF3 < )Cng
N Bd. 5l CF, 4 CoFs
N Bd.  5-Cl CFs Z .CeMs
N Bd.  5-Cl CF,s £ 3CeHs
N Bd. 5l CF, 4 CeMs
N Bd.  5Cl CF, Z (0)CeHs
N Bd.  5-Cl CFs & (O)CeHs
N Bd.  5-CI CF, 4 (O)CeHs
N Bd. 5l SCH; b
N Bd. 5 SCH; z |
N Bd.  5-CI SCHy z
N Bd.  5-Cl SCH, -
N Bd. 5l SCHy z
N Bd. 5l SCH; 3
N Bd. 5l SCH, 4
N Bd. 5 SCH 2 Hy
N Bd.  5-Cl SCH, 3 H
N Bd.  5-Cl SCH; 4 A
N Bd. 5 SCH; 2 CHy
N Bd.  5CI SCHy 2 CHa
N Bd.  5-Cl SCH, 4 CHg
N Bd. 5l SCH, z 3
N Bd.  5Ci SCH; 3 3
N Bd. 5l SCH; 4 3
N Bd.  5-Cl SOk z CF
N Bd. __ 5-Cl SChy & CFg
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’ 1.3991 N Bd. 5-Cl SCH; 4 OCF;
1.3982 N Bd. 5-Cl SCH; 2- )CF.CF;
1.3993 N Bd. 5-Cl SCHj; 3 OCF.CF.
1.3994 N Bd. 5-Cl SCH3 4 OCFCF,
1.3995 N Bd. 5-Cl SCHj, 2 JCsFs
1.3996 N Bd. 5-Cl SCH;, 3 JC,Fs
1.3997 N Bd. 5-Cl SCH; 4 JCFs
1.3998 N Bd. 5-Cl SCH; 2 JCgHs
1.3999 N Bd. 5-Cl SCHs, 2 JCgHs
1.400