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The use of N-aryl hydrazine derivatives for conbating
pests in and on aninmals The present invention rel ates

woaodsivs3qwse of hydrazi ne derivatives of fornmul aCT/EPL)04/013685

wherein Qis NRR2 N, or RR3 ; X1 is chlorine,

. . . r 0
TS ANy Ry RorEhCE 1R BB A bR RAEHIH e
or C-C -cycloalkyl, CC -al kylam no,
dheptesenl inyéritniralatesdo {@ useadfdyidamireateyivatiies ®f fatmgla I:
-al kyl sul fonyl, or CC -al kyl sulfinyl, wherein the
carbon atons in these grougs may be substituted with 1
to 3 hal ogen, hydroxy, nitgeo, cyano, am no, nercapto,
C-C-alkoxy, C- C-halo oxﬁ G C -alkylthio, C
C hal oal kyl t hi 0, d-Ce-alWyl s [, C-
-al kyl sul finyl, CrC -hal ogkkyl sul fonyl, CC
- hal oal kyl sul finyl, or C-C - cycloal kyl which may be
substituted with 1 to 3 R groups, or R is hal ogen,

.@¥ersin nitro, hydroxy, nercapto, am no, CC -al koxy, C

-C -al kenyl oxy, C -C -al kynyl oxy, C C hal oal koxy, C

G al kylthio, or CrC -haloalkylthio, C

Qo dfkyl sul fonyl, & C-alkylsulfinyl, CC - ‘

al kyl am Bo, di (C Cal kyl)-am nog*C G al kyl carbonyl, C

-,\§;_=-<|\H3|Qﬁ)xycarb ,Xsor SH (C Cg yl am nocar bonyl ;

formR, C C al kyl caRoonyl, C(=ONR;R, C R0, R, R,

phenyl which may be substituted with:1 to 3 R* groups,

&' pigichidyihe, \Wroraineayfiuoeingubstituted with 1 to 3 R

groups, R, R, R are each independently hydrogen or

Q,C sal kyl which may be substituted with 1 to 3 grougs

R:RR qre qqqplqge(pgppqnﬂg@;{_drqgenr Cq-@.qzalhyl( EpiCro-alkenyl, G-Cqo-alkynyl,

are eaoh iQeepepdealkyly h@dCeglkplamind, C- di(&y-Ceatkylanmimy, Ci-Ce-

be subgi b8, 1O APEMERTR or B, SRy |

i ndepen Sg%#gty éfh or '37° Wlk\gi tﬂ%ﬁﬁr_?vgésc?_t at pmghdwhereln the

are notarBei aogs incthese grgupsmaxbe pupstituled wilh ¢

- C4- al kyl ata 3dalogen,phyeing’ya nitnep cyamo, amino, mercapto, C4-Cs-alkoxy, Cs-
Cs-haloalkoxy, C4-Cs-alkylthio, C4-Cg-haloalkylthio, C4-Ce-alkylsulfonyl, C;-
Ce-alkylsulfinyl, C;-Cs-haloalkylsulfonyl, Cs-Cs-haloalkylsulfinyl, or C3-Cs-

cycloalkyl which may be substituted with 1 to 3 R* groups, or

R* is halogen, cyano, nitro, hydroxy, mercapto, amino, C4-Cg-alkoxy,
C,-Cs-alkenyloxy, C,-Cs-alkynyloxy, C4-Cg-haloalkoxy, C4-Cg-alkylthio,
or C4-Ce-haloalkylthio, C4-Ce-alkylsulfonyl, Cs-Ce-alkylsulfinyl, C4-Ce-
alkylamino, di(C4-Cealkyl)-amino, C4-Ce-alkylcarbonyl, Ci-Co-
alkoxycarbonyl, or di(C4-Cs)-alkylaminocarbonyl;

formyl, C1-Ce;alkylcarbonyl, C(=O)NR®R®, CO,R°, R%, R®, phenyl which

may be substituted with 1 to 3 R* groups, or pyridyl which may be
stibstituted with 1 to 3 R* groups,

R? R° R° are each independently hydrogen or C;Cs-alkyl which
may be substituted with 1 to 3 groups R*;

RY is NRR or
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if pis O thenX can al sobe phenoxyor C C-al koxy; r is
Oor ; RisJPf RNR, R are each independently

woyasosaopr C - C -al kyl which mpy be substit ut BOT/#P1004/013685

to 3 groupsR ; or RL and R2 nay be taken together to
forma ring representedby the structure /(CHz) X . 1

p,mare 1, 2 or 3; X. .is oxygen, sulfur
Cr Cral kyl am no, ph;erﬁ?'l" mno or rmet hyl ene(r{&i‘]ﬂs\gr
C

-Cal kyl or phenyM rhydrog?én Qﬁl
-al kenyl, C-C - alk P)m C-C -cycl oaI kyl, ( e>rne|n t he

car bon atons Lo i al 0

hal ogenat ed 5% %ﬁa[cgl %%%n?%%lﬁﬁdpc%reh ?dYC élk)rl Whli(% may be
hydr oxy, mercapt @ubg{ﬁvtﬁgwﬁbﬁoa’ﬁg{ypps&-c cycl oaI kyI

C - C al koxy, pGnC-ak kytimmidependdnfiyco; G-alokg) witethenPoviés that p and
-Calkylthio, C ng:arel‘?cl%{ Ifonyl or O C

-al kyl sul fin oups, erein the carbon atons i

t hese gr oups¥<may Is'oewasw'iumaéame_yCere@lkxlamam%g\isr@henylammo or,
atons, a 5- to 6-feiirethen Xadanradd ive phérpxg e CoDssikiog)n

may contain 1t 6&"1qter oat ons sel ected from oxygen,

sul fur and nltrogen ahd which may be substituted with

any conbination of 1 to 5 halogen atons, 1 to 3 C

-C al kyl ,RCrg -al kylthio, C C-alkyl sul fonyl , C

C-al kylsulfinyl, C C alkoxy, knitro, or cyano groups,

wherein the carbon ato Rhese groups nmay be

substituted by 1 to gen atonms, or phenoxy, which

may be substituted with agy conbination of 1 to 5

hal ogen atons, 1 to 3 o & al kyl, C Calkylthio, C

C ai kyl sul fonyl C -C -al kyl sul i nyl, CrC -al koxy,

TR (o cY RO a8 Gk EERY B D may

atoms, or a Substiguted withijde drewnsiraoed or parti ally
unsaturated ring system which contains 1 to 3

?Qe and ‘i@tnﬁ’é? be %lkgﬁ 'ioeg%ﬂfer Qg}OQWagﬁﬁb re%VéJeH{eda&ﬁhQ ' rﬂ&gr%n

,(CHZ),
(CH,).¢

T
r

p,mare 1, 2 or 3;

X' is oxygen, sulfur, amino, C4-Cy4-alkylamino, phenylamino, or
methylene;

Z is C4-Cy-alkyl or phenyl;

R® is hydrogen, C1-.C1o-alkyl, C,-Cip-alkenyl, Cy-Cyp-alkynyl, Cs-Cqo-cycloalkyl,
wherein the carbon atoms in these groups may be partially or fully halogenated or
substituted with

1 to 3 cyano, nitro, hydroxy, mercapto, amino, C1-Ce-alkyl C;-Ces-cycloalkyl,
C,-Cg-alkoxy, C4-Cg-alkylamino, dl(C1-C5-aIkyI)-am|no C1-Ca-alkylth|o C1-Ce-
alkylsulfonyl, or C4-Cs-alkylsulfinyl groups, wherein the carbon atoms in
these groups may be substituted by

1 to 3 halogen atoms, a 5- to 6-membered aromatic ring system which
may contain 1 to 4 heteroatoms selected from oxygen, sulfur and
nitrogen and which may be substituted with any combination of 1 to 5
halogen atoms, 1 to 3 C-Ce-alkyl, C4-Cs-alkylthio, Cs-Ce-alkylsulfonyl,
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and which may be substituted with any conbi nation of 1
to 5 halogen atons, 1 to 3 C Calkyl, C CGalkylthio, C

w@2@bkyissul f onyl, C -C - al kyl %JI finyl, C -C -BCRER3004/013685

nitro, or cyano groups, wherein the carbon atons in

t hese grouescm%é(yg% n@g 1_(§6U£|§ gbhtﬂot&ré BF@dbs wherein the

at ons, sat ur gg

unsat ur at e@arPP'hgat@']'/‘?,t"érWWﬂ SRUBD MH| Pi% $ ?tBUt§d by 1 to 3 halogen
het er oat onatoa®l, ect ed from oxygen, sul fur and nitrogen

and which is unsubstituted or substituted with any
corrblnatlon of 1 to 5 hal ogen ;g 1 to 3 C C alkyl,

C C al kyl t BenoXy Which R ﬁ@q ute@: WIEIj any combination of 1 to 5
al kyl sul fi hatbgerCaterns, koxy ,3 Cﬁ-Ca-ah@I dz+ palitylthio, t € Cs-alkylsulfonyl,

cyano gr ougs Cs %lg/[dsﬁgfﬁyf he.- égélﬁ&@ %tFHTBoH 5 ér{beﬁﬁﬁg{ Ol\m't%reln the

may be sub

each i ndep@?f&@?ltqt‘j’/mﬁy'artB‘ff@ngr@Fp?:”%ya ‘?qf'f" stityted by 1 %03 halogen
- al koxycar dtomgl, por C - C - al kyl am nocar bonyl, or di(CrC

- al kyl ) - am nocar bonyl wherein the carbon atons in the

t hese groups may be ti ute W th to rqups R . .
ATs CRs B g SEeEbe: az éf“ WP%”'@*’F&’V’S&?“rg\Eeg\KF“Qr?ySfem which
t he provi scorthias 1otoe3 mbteﬁpatémaraﬁ:leNadsfr@angemaﬂulfur and nitrogen
RS, R6, R7,a4 nR@Chhal HeaReRRd With %Ay @8RBIndASH B8N0 5 halogen

2o 53 e O Sl 01

- Chal kOXy, alRylsfinylk Ph-&isialloxy.dnifra or syang prospsnwhegin the carbon
- al kyl t hi gionfs ifFtiRédeYdroups PBY be sObstifdtéd bph ky b&idlcfgeﬁ)dtams

wherein the carbon atons in these groups nay be
substituted with 1 to 3 groups R a 5- to 6-nenbered
aromat i @ 34 tegSyeenheradi reied efopartially unsaturated ring system which

hefj e\r/\ﬁafcﬁm&m%ei 8F B eétdrbAtoine ealifNsd ﬁ(bthfdxg%@n@uﬁuﬁ &9 Aifrogen and
an I Chn. e
to 5 hal (l; Qng l?"?l&é% g}; S&E\M@B @Wﬁ\ﬁf hBALEG oP1 td5 halogen

d- Ce- halatﬂﬂlikyﬂ t@r@ CatGeyaliyhi &-Qaraﬂw%moghﬁwawwfowl C1-Ce-
-CCh-I al laidy : %ulffmgny;lpceféu@xgl (K#Cg»hélf)alnc&y,, nffro, or cyano groups, wherein
- hal oa 0

- al koxy,lk(%F%% %{é'lgﬁkoﬁ:@%eng%gg éﬁyhégru%;%(ﬂﬁ ed &1? fo 3 halogen
nitro, @&OnSiano groups, wherein the carbon atoms in

these groups may be substituted with 1 to 3 groups R ;

| d e t _
L e i M o i
"¢ - aferasainpearbory.. a5 i Gesserak W aminasa e Wapret the carbon atoms
- C) - ah kyd thesegrouPs nGy-ta sk&)bll’rhterd WIWG(}Sagrlo;abs &f'f onyl ,
or C Calkylsulfinyl, wherein the carbon atons in
these %royps rray be substituted with 1 to 3 groups R ;

i s 9
B ~isC-R°orN;
W isC-R orN;
with the proviso that one of A, B and W is other than N;

R® R® R’ are each independently hydrogen, halogen, nitro, cyano, amino,
mercapto, hydroxy, C;-Cyp-alkyl, C,-Cse-alkenyl, C,-Csp-alkynyl, Csz-Ce-
cycloalkyl, C4-Cg-alkoxy, C4-Cg-alkylamino, di(C4-Ces-alkyl)-amino, C4-Ce-
alkylthio, C4-Cg-alkylsulfonyl, or C4-Cg-alkylsulfinyl, wherein the carbon

- atoms in these groups may ‘be substituted with 1 to 3 groups R*

a 5- to 6-membered aromatic ringsystem which may contain 1 to 4
heteroatoms selected from oxygen, sulfur and nitrogen and which may be
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wW@20088534e5 in and on ani nal s.

or the enantionmers or diastereoners, veterinarily
acceptable salts or esters thereof, for conbating

i s general |y aPQUBEP2004/013685
agronom sts and veterinarians 10 possess sufficient

nmeans to s‘iﬁ’) {HLF%Q Wfﬁ %ﬂwc%ﬁ}blﬁgﬂgﬁ‘ of h]e% ?héﬁp@ﬁ aldhns, 1 t0 3 C-Ce-

i nvade or

pr esent @i%nt |Q1rp¢"fba|9@|5)01 dCrieanpl l’ﬁﬂ‘?‘fﬂadscﬂ Qﬁﬁ‘élﬂamth'o C1-Ce-
par asi t esalkylsuifodlylon ai-Crblkylséifiotiher Qifeactioaltyldufenyl, C-Ce-
I nventi o egt |

anot her - QE AN G CERoE CRLCEHERRNGRY TR, hydros,
pesti Ci de%mf‘@r iR %Pﬁéafpfﬂi?ui?ﬁa))”h%em %cqrﬁom @ms totbese groups
than exi shaybe peisstitctededth 1A0odtdreupsoikf ect of the

invention is to provide pesticides for animals which

OV'IQ‘E% é@ﬂghéﬁ&érgl@kn&oﬁ]friioémfﬁg hix&oRA" c‘éﬁ% C-Cg-alkyl, Cz-
e e R i boi & 0] Rark BT, eri

c onpai(iCiGa)ralkglamra, nCrGe-alkpithia s Ci-CelatkyIsuljored,f e tOﬁie-alkylsulﬂnyl
anouRiy ki @W@é’rﬁngﬁ'%td?ﬁs nahoad @oﬁﬁ@n@? b@%ﬁ@ﬁt%ﬁ%th 1 to 3 groups
carrigr, for conpating parasites in and on ani nal

The esent invention also provides a nethod for

treating, controlling, preventing and protecting

ani mal @ g%al nst infestation and infection by

ﬁar adl Ue \%hl ch conprises orally, topically or

parenterally adm ni stering or applying to the animals

@r B azintiorbb@adrl diastéreeniets) Qeteral atdepbisaigwh @stefs thereof,
formula or a conposition conprising it. The invention

al so provides a process for the preparation of a

terrsodaling Ramsites; Nadi aanIBISt rol | ing, preventing or
protecting ani mals against infestation or infection

?%/IE ?eﬁé}aﬁly? 3 H%A?a'l BP aﬁr%%[n'm?? and algfé? @?ﬁ F g)%lséé/ss sufficient means to

a co
ECORYR PREIsERS. cBIRsr they Allemet tOWY@dP RE ét%@qk@rw”aﬁ'sand
acaricidal activity in crop protection of some of the

g%‘ﬁ%bgéct%ff tﬁé’hl‘@j&leﬁt I'H'Q_éhtﬁ &9 %ﬁdé’ h%é&ﬁbo@%o’%oﬁgé parasites in

RBf ¢ F8ENals- wta%rppepawf avr«eﬁl%gs o pesyids, safae Papicides for
%errma}s AgfherAvhjedtivd rine Boentidhi98o pthadget pestmzﬁigs gor dri®als that may

Hq %vfé? dd%e? tlgé;l e Sdstigibes. Another ObJ?Ct of the invention is to
£% orlsgalgﬂ:{agw ICR @%@gﬁgdﬁ?'% cggtrgé)g?i%pé)ﬁrasites.

Chem Soc 1998, Chapter 19, p. 185 ff. Activity of
%@@Haeas%mtn WESIE H Int Mr%y iﬁé%?éseﬂpi‘ﬁ%ﬁ’c% suggest

their suitability for control do- and

ectoparasites in and on ani nal s vvh| ch requires, for
gherimiention elsp relatesdaeompositiersyeantaining laeparasiticiddlly effattive amount

, %Plébﬂnﬁa&hd%n@f f&ﬁhaaqléﬁa &0 BBcHptdhId béMvebmcarﬁ@atmglﬁmésnes in and

| ow toal city, and a safe handling. Surprisingly it has
ROFHEZR f ound that conmpounds of formula are suitable
for conbating endo- and ectoparasites in and on

%b"ﬁ%éé?ent Tﬁ/@nﬁ&ﬂ”ﬁ@bﬂbﬂ&lﬁs 4 HdIhdPfoE iatiey, RoAREIIRS! preventing and

In ar
PRGN BERRL Kl DR BERAL bY Hhestie, wiph gpmeries
orallydepicall DrolPﬁF@ﬂtefajlb'mglnanlgtﬁmmog@m}gng {mike animals a parasiticidally
HrBshvietdmdling oha vempbend of foamila ¢ one adinp@sition comprising it.

The invention also provides a process for the preparation of a composition for treating,
controlling, preventing or protecting animals against infestation or infection by



10

15

20

25

30

35

40

"Hal ogen" will be taken to nean fluoro, chloro, brono
and iodo. The term"alkyl" as used herein refers to a

Whe@sosso2 or unbranched saturatgd hydrocar bon BCDEP2004/013685
‘having 1 to 10 carbon atons, especially C C-al kyl such

r.0 | propy - di net hyl et hy
ght ¢Pmp gs'“&‘fﬂm?ﬂﬂ’}ﬂ' 2-nmet hyl butyl, 3-nethyl butyl,
2, 2-di net hyl propyl, 1-ethyl propyl, hexyl

E‘-‘hér lr@egﬁélﬁ‘dla‘ﬁﬁ%hmdél aetigiy Rt Fo‘?&ﬁﬁbn of some of the compounds of

E§ra§ﬁ%§?ﬁhmh %F’bbhﬁeé’é %ngsﬁlc%amféﬁé(étﬁ& BYlounbPHf ¥ Eomp?und of formula

. &’%‘iehh I%ee’nﬁ)é?n d%“ir%dnét E@I’%Yé% §9g’g eng}xb{ﬂ@ﬁurch et al.,

1Arﬁrdrajaones hil New yClas® oQ-thermtthusgdtlpldes ACS Symposium Series
886- ﬁiinﬁﬁrl&ﬂ b$6cy| 1998, T ﬁfé?tm"ﬂ)um' #, an®lltyl Rudy G, K%hn et al,,

t .
M Loty Fo0reThe bENEEY, e o st Gapgon Agent, ACS
SympbsiamnBeries|686opyl ChameScer A99% dlheatek yip; p.aB5fEed ,
herein refers to a strai ght chain or branched al kyl

AR or \Rieinds st SO RESR RS 2 SLe gL their suitablty for
coriE of eodpandegetdparasiips icant oy animalyywhichtreqniressfor example, low,

ﬁ@rmbh@medioebgesem ﬂﬁfca%éadfpd)rgl % ShicatiéH, GRétapblic SothPatdiity with the
|1 C

BT oy, TR PN ot o oot

trifluoronethyl, chlorofluoronethyl
suphispigRf ltufdsoﬁ@mbéen fbhh@ftﬁdt ﬁ:bmpbmt B¥ kormula | are suitable for

Y

%onfi%tg{ o&{ Il’m%é?tpéor ogetts randf,nza_ndp? Puor oet hyl ,

2,2, 2- trlfluoroethyl 2- chloro-2-fluoroethyl,

Ih@fddmpbuﬁdQ ofdfofmwerloeélh)de prepared according to preparation methods

8e¥cn€ Ia Péfgreﬁ %d |H%;Kl‘)§té@il798ﬁrers fiJah&l;E {P,g%hﬁe ethyl and

penta uoroet oxXy Strairght-chain or
branched al kyl group having 1 to 4 or 6 carbon atons
(rashemietﬂnmmeobfaﬁmmeba bamded tbovegheasubXiugats havk age, following
ﬂ é bond in the al kyl group. Exanples include
oXy, ethoxy, propoxy, and isopropoxy. Likewi se,

the terms "al kylthio", "al kylam no", "dial kyl am no",
“Heldgersul wilinyb&, taken al thy| meahi nfilidror efobitord,0 bromo and iodo.
strai ght-chain or branched al kyl group having 1 to 4

gﬁggp?ﬁg h r)‘/l”ﬁ%é)msse&fherrem@m I orréeglo %@Lbfg n(%lteﬂ Lo ohe% saturated
hydrpmrbw@rgup Taginget rp" 130 Ioart;dri atens,) sespehiaiyeiCGy- Ce-alkyl such as
AN det lbrp%meq -REh{iB ﬁn%b?ﬁ YOR&thix b AJpe Zm?hylpropyl 1,1-

Eﬁ%ﬁvﬁﬁﬁ i o “%akauﬁf' ALY R TR
é@tm‘lmpmﬂenwxyl 2- bﬂdm@twlpmpylcremgfummm@pyl 1-methylpentyl, 2-
I, 3-AretAPeRRY | 4- rr%tr’@zlﬁefhﬂxh 1-birA&th th;pz -QiRfAIbutyl, 1,3-

th1¥ ! e et P oftyl ylbutyl, 2-
ﬁgﬁuwﬁy |1 i%%ﬁgw?p% Ezgg‘wetgiuggw’ga%z Emylbh%%p@;yl and 1-

sthiez-mdthiprbieny! , 1- met hyl - 2- but enyl
%hyl y%pbg%enyl 3- net hyl - 2- butenyl

- net hyl - 3- but enyl , 2-net hyl - 3- but enyl ,
"ghq}r@qrﬁylha@aﬁqyt @ﬁyqsed Derein gferstta st@lqj\t-@b@lnwr branched alkyl groups
i i@t 0 ehrbbnitene (88 medtiotred gl )y Wwh8resomeoyall of the hydrogen

%f ﬁ“fw thflse g@@gw‘lﬂ bé i&%lgé’éd' EY QE%BEHyAtOm% a@%gﬁ%ned above, for

F@,ﬁe&qg}kyl Alght B - Cﬁ@l’ﬁ@@lﬁw bromomethyl dichloromethyl,
ﬁrcmbtrdméthjll péndremethyl, 4- difdidryinethyp e rtkifuyrdmethyl,  chlorofluoromethyl,

@Eh@’#]&ﬁr@?&p@ﬁ{‘éﬁoio&f@s;ﬂ#w gec,rﬁ o‘?{}é(thv 1blromoethyl 1-fluoroethyl,

met hyl - 3- pentenyl, 2-nethyl - 3- pentenyl
3- net hyl - 3- pent enyl , 4-nmet hyl - 3- pent enyl , 1-
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met hyl - 4- pent enyl , 2-net hyl - 4- pent enyl,
3-net hyl - 4- pentenyl, 4-nethyl-4-pentenyl, 1, 1-

walRewenssah2 2- but enyl , 1, 1-di et hyl - 3-but enyl, PCT/EP2004/013685

1, 2-di net hyl - 1- but enyl, , 2-di met hyl - 2- butenyl

g%@% dd*éﬁé{‘yi g%gﬁ@??ee'%é{ . 2 éﬁgﬁud&@étﬂ% fc}@}#g-ez{lﬂdar?ethyl 2-chloro-2,2-
glﬂgomeﬁm hy?l Zglqalgr@-ﬁyﬂuorqeﬁyj di %@gﬁyphlqm@myé n9pd pentafluoroethyl; -
2, 3-di net hyl - 2- butenyl, 2, 3-dinethyl -3-butenyl,

3AI§?>§%:81%E§/ lto %trglyff&%m oﬁ bfhn%h%@tah%f(l p?m}ﬁuﬁg\f% 1 to 4 or 6 carbon

atoms, a@eamr@ﬁyabovg) ggrpqﬂ lﬂ[qygheqqypxygen linkage, at any bond in the

alkgt drolip Exauipiestyihclude methoxy -Rhdnyt propbxy, and isopropoxy.

1,1, 2-trinethyl-2-propenyl,

1- ethyl 1 nmet hyl - 2- pr op enyl et

Kiewige. 1ther dyyaisy | alkyihia. etafma”mqret Hﬁlkyiarwﬂeperaufwsu'fonw and
alkyislifiayIk ydfér toedteightichaia ordmarcpeliatkyB grdup iaving3t to 4®r 6 carbon

afoﬂfgagﬁgaﬁﬂo%@d SBLYL) aﬁ&ﬁe& ft‘tﬁrBQ ts%rfw.' 195 €, % (=8)-Cor S(=0)-

such as 'c opropy cycl obuty
gﬁp@ﬂ)?? tivelyy c| ohexyl cycl oheptyl and cycl ooctyl. A
5- to 6-nmenbered aromatic ring systemcontaining 1 to

4hBekeh Oéfkeﬁﬁe s&! ek eﬁ’er&hqmeﬂdé/ %eBran%Hécf ‘Hr Lﬁ'f?)ijanched unsaturated

IaGCADR G hevine Ao Do 9 P eroblnBonhg 4 positon,
sutt as QarCqoalkanyhsathoas 1-@ropenflu2ydropertyl, elrgiethybetheoyly1-butenyl, 2-
trﬁ]flég@z %'-B(dtenyl SQHEtI‘M-qu% er\gyrﬁgﬁl@{ - 1—tpﬁc|5'g§aéé1l9’ H- methyl 2-propenyl, 2-

A-2APoYT BB 2-PRE e PRIBTY SR TaDieibeylT-buteny.
EemathyIH betenylai &m@yl-ﬂd)udlenyl t ﬁﬂg@thylaa-blntenyir Z_me(dwyBZ butenyl, 3-
Métﬁﬂ-@eéutéﬁypﬁﬁl rﬂ@fﬂ\yll&bhlieﬁw @#néﬂ%;ﬂi?ﬁdutéﬁme Rethyl- @butenyl 1,1-

gx’b‘?}ﬁ}’" 'QfOH?“ﬁ o %'y(? ﬁ"ﬁ“Hf W?/ el nyl%% ﬁ{rﬁ%{th 12 QAP 1-ethyi-1-

Brqpenlil dhithyH2; prgpwf dzhexghyl, a—th@y! r3-bexeny 4;J1examdt S-hexenyl, 1-
m;ertlﬁ;:i-t1tplbéh¥ebr§rr 3Q-Vﬂe?thy¢-1?pentéhyﬁ ﬁ?gﬂ@f—ﬁ@eﬁ@?g{] ?ﬁ—lﬂ@th?ﬂ -pentenyl, 1-
B0 oty L BLE 2 P, SR 2B ey B2 béteny 1-
methdgepentenyt ndtsreghyly3-pentaayl r3améti1yls3 P?Oteﬂwné‘n@éﬂ'@!lﬁ pentenyl, 1-
mMaigavsHeRrers bty Rg-péniefyl 33-hetg-agientenys el-@ethgH4-beaenyl, 1,1-
%tﬁﬂ%btﬁggmq qqﬂpeﬁ'ﬁﬁ? b@t‘?—;ngz' h 'ZdJIH\%thaP){rbral?éngp' B;Z -dimethyl-2-

bﬁt@nvlerh? diraetbyirHavtenyl dc%émeéiw—é @Jéwxl, Ti&dimedi-2-butenyl, 1,3-

FivhdtRyltIieutanylons, ZQmeihlylcihbaiﬁﬁylk nR\8rdimethy&¢ bR i28-dimethyl-2-

gﬂ%ng{)?ésf cﬂﬁqegﬂ/?a e é@F '303“11 ﬁfetr?yi"H tb%t({ngf 3@5@5&@%%&@@1 1-ethyl-
Froutemyin1-iy bADHIG d eihY bl 2-6HBh | RURHYL 2 ginyiabutenyl, 2
atfiyRo-buitemy, 1, heitridethyb2-peopenyih nmtlri])ganﬂe‘nthgledepgﬁw 1-ethyl-2-
%‘tﬁﬁm osphates, an

ni rat‘lgp %g’{a”)gﬁq’ ek —Qonrﬁ%)tb\ %ﬁrgé d@ foEJ exanpl e acetic

acid, maleic acid, dinmaleic acid, funaric acid,
d'cﬁ/uaalkylt refgisdo armblhmyeluszw thesj &, 404 o, 12vatenebeeed saturated carbon

B e S8 2R SHEE, SBF 5 SJEBIGF1Sot Ty
sv@@i&wh@ﬁclmep@rl@éﬁ CY‘E!OQQM foI | owi ng nmeani ngs of the
substituents, in each case on their own or in

g\omb 'm%ere%ra%gﬁ,gﬁ@ﬁﬁge E%&&J&@Hﬁ%n%eqc? e %ﬂa?ié%éms selected from

over,,
ORYGRM, WG 206 EgRTS IBIeNAS &G STOPBPRIH BStaRhosataining 1 to 4
GitRdgen Ritarheoen &e3 nitrogks atayis/am 1 sultuwmp oxygen atbmf exgniury, thienyl,

pgﬁ{)lgf qsa%g&ﬂoﬁseo?hl&dﬁi gxﬁaééli/lck%é’z‘rggf? Efa:?ro lﬁl&aioge\’&%dlazolyl

thladlazolyl oxadiazolyl, triazolyl, and tetrazolyl; or 6-mem regshetaryl containing 1
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and Wdenotes C-R7. Mreover, preference is given to
conpounds of fornula wherein R5 is hal ogen or C

wo thovasmed Kyl , with hal ogen, especially chl oriPET/ERm0AEI68S

nost preferred. Preference is also given to conpounds

J 4frﬂ{r<§éll ﬁgﬂ% & 9 tg%nﬁl%ogiéﬁrﬁ&ﬁé‘ # h%kﬁ’&e& oxygen atom, e.g. 2-

speC| urt

@Wfﬁj@{)nd%@wf' f‘!dr rrﬂfF%(”Wﬁié'r ePrPYRaZIRY L of 8@1%91?2&3" Cr?O"y'”'"“d'”Yl 4-

baiiridingly 5-pyaifredieyl Apyra@inyICA [38-bialziay2-yl areipbR Uettidzin-3-yl;
trifluoronethyl. Moreover, preference is given to
conpounds of fornul.a wherein Y is i q[he orthop05|t| on

arid 1o §-"Renbeyed ssiureted. %aﬂaﬁt@"b(ypsa"%t? gg ays %Fé’fW’b‘?ﬂf@ams 1to
Bhegirvatomsseteptgebdiiod oxgfer, suliul andmitogsminténds el lacgturated 3- to

%Srﬂ%gbéje}j yrrr%%gﬁ&lnn Sorﬁéﬂfn.ﬁr fﬁ&% hétefdatéiis s%le%fe@pf?b‘rﬂdrﬁtrogen and

r mu r ef er ce |s iven
ewa@auﬂaf@ %faqrr&nﬁupa"nfrar%fﬂrﬁya yeBs etrs\e[ ny R biperidine.
Mor eover , preference is given to conpounds of

fB?rtﬁ%Jn e?m%éﬁhémﬁcéey Qérrsne mgérﬁfSSFt@%earfr&fs%f%rch are known

enot es

and 1 38opPias Th a8 GULTT e JPETRIEN, O SR e Y ISP ae i Suitable acid
addrad)rs rsalys veeg. fomednipo ecoohpowridst of farinsilanh epelainirgladrasic nitrogen

hy.i Qﬁegwgﬁrjoﬁ p ATiScIled r U8 Nwith ﬁo@n@'acﬂé' Cer example

ﬁ%{reﬁﬁwi}b“ RS Blpecti ey (70 it @S spl Bh SRR acids for

brarople ecetip aditiemaleieatid, dimaleic add.clumedasgisl, dfumaniqadid, methane
‘éﬂl?‘érﬁ‘d ébr@%&ﬂgné?gulﬁﬁﬁ&‘adrd‘%B%ﬁh@éfﬁ'b'a)érdare hydrogen, C
“Cal kyl,” or C-C -cycl oal kyl . Especially preferred
are corrpounds of forrmula wherein RL is hydrogen and R2
V¥ithCrespedtity thenmteridedeyselsd the bempeundsdfigrmmla Crarticolay preference
@Hgt;r@en fo theXeRaWahK Yleanttigs fof iy siisstitiess! i eddtdcadetdh the®@wn or in
hal ogen. Corrpounds of formula wherein RL is

ﬁ%ﬁ%‘@%‘?{‘ and R2 is -Calkyl or C-C -cycloalkyl are
gi ven speci al preference Moreover, preference is
Prarernte iSCEVEIOtO s Yuntio bMskaulh evherdin Rdendtes C-R°.
unsubstituted C -C -alkyl or C -C -cycl oal kyl, which
may be substituted with 1 to 5 hal ogen atons and/or 1
Moreover.orefiersriceds ivpR fo erppounds &f foympledivdarain Bgenotes C-R".
conmpounds of fornula wherein R3 is tert.-butyl.

A 7
RLERACE i A prvsgg@e&xg ggggogy uff nmrrpg&nwragﬁoeg CR'.
substituted wth C C al kyI or hal ogen, especially
PartRihy brefer2nceliscgivar tecgarhmunds wherdibAatenetes C-R®, B denotes C-R’,

gi ven to conpounds of formula wherein R4
%@8:‘1’?8?@%5%@5 C Cal kyl. Wth respect to their use,

particul ar preference is given to the conpounds |-A
Ourpivee dprieferees tsabivers tdnebmwoumdrr ebfoemplat hehereups8 is halogen or

L Lk their
r@r&e ﬁfb:ﬂ(pi entﬁ??géﬂf Ilohgflﬁgﬁ@ rﬁéﬁrgﬁ%?}e

are menti oned, a 6.
Preference is also given to compounds of formula | wherein R” is hydrogen or halogen,

especially hydrogen.

Preference is further given to compounds of formula | wherein R’ is halogen or C4-Cg-
haloalkyl, preferably C;-Cg-haloalkyl, especially trifluoromethyl.

Moreover, preference is given to compounds of formula | wherein Y is in the ortho-
position and is halogen or C,-Ce-haloalkyl. Particular preference is given to compounds
of formula | wherein Y is halogen, especially chiorine.
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particularly preferred enbodi nrent of the substituent
in question.y Wth respect to their use, particular

w@e@sesanre is al so given to trbe hydr ochl ori ¢ BCI/EP2004/013685

mal eic acid, dimaleic acid, fumaric acid, difumaric
aci d, nethane sul fenic acid, nethane sul fonic acid,

and succinic acid adducts of th?ﬁ\&\ r%;)und? of the
{Papfeence iy gyen iseeroungs af STt NiStnul a are

new. These are al so subject-matter of this invention.

ﬁ%’#eﬁﬁn&e %chgélogﬁ’t %onr{& Or{g’i@!g:ff&rﬁufa'l"%vﬁgﬂéﬁ %8‘%@%%3

A i n each casetoarowof Table A 1-A

C'B‘r'
Tabl e 2 Conpounds of the fornmula I-A wherein R3 is

‘Rﬁd?‘é!éve?gkgg\tse%cﬁg@\/&ﬁd &ﬂn&;un& ofrma 1 Wireiff k' & Icy fpe.

corresp h case to row of Table A Tab
Compounds of the fornul a I-A wherein R3 is ethyl and
tPrefeemobiis also giveafto RbmpRRINARET foRGulaRAwheTeinYR denotes C4-Cg-alkyl or

%g&,rog ?}g@rdﬂfy RAfdyFAse to a row of Table A Table 4

s of tthe tormula I-A wherein R3 is propyl and
the conmbi nation of RlL, R2, R5, R6, R7 and Y , ,
@mefempenlssalsn gigerh toascm’npwraisroﬁ/vf@fnulaaﬂl whereirmad| enéd R® each

tehmgﬁhe Cly Qe ﬁ%@?%ﬁ{ Bile, Jatkgzooﬁisﬁ mgg b%%ubgt.m@am;poyb4-ankoxy, or
Lt weire) Wby e sdbstihét vl 1A Behap) o 6
Conpounds of the fornmula I-A wherein R3 is isobutyl
Weé\}é‘f—‘ r‘éf@?érﬁ@at isOgiver tcﬁzjoon%unﬁof F@ﬁmu@l aMdrein R' and R? each

n %ﬁ a e A Table 7
ﬂﬂf{‘?ﬁ y&re te;fggoqe&, gﬁ%‘i %"‘VA é ‘"@Ws tert-butyl
and the conbination of Rl, R2, R5 R6 R7 and Y
ERpessl feriel ae@@bmgaﬁmst oF farmiaV| WhefERbRE isthydrdddi #andBR? is C;-

IR ioPhek BB AR Y LIS 5 AR Vi may o
Substitepd Mifb from dde s halagen Comnayids of fpaBiia |avhergiai} 'ds gydrogen

QagmwndsCohikihe G.cCqtyoivdikylarattivedi speBal prsfewmieopr opy!
and the conbination of Rl, R2 R5, R6, R7 and

corresponds in each case to a row of Table A . Table
Mprepvaborigtesense is givendefampounds ghiorsipia Ipwhgrgin R® is unsubstituted

CL=Clp-aikiyhar EPCRyLloalkl, Whﬁzhcmaiobeaubsmuted with 1 to 5 halogen atoms
and/or 1 to 3 C,-Cg-alkyl groups.

Particularly preferred are compounds of formula | wherein R? is tert.-butyl.

Moreover, particularly preferred are compounds of formula | wherein R® is cyclopropyl
which may be substituted with C4-Cs-alkyl or halogen, especially 1-methyl-2,2-
dichlorocyclopropyl.

Moreover, preference is given to compounds of formula | wherein R* is hydrogen or
C1-Ce-alkyl.

With respect to their use, particular preference is given to the compounds I-A compiled
in the tables below. Moreover, the groups mentioned for a substituent in the tables are
on their own, independently of the combination in which they are mentioned, a

particularly preferred embodiment of the substituent in question.
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of RI, R R5, R6, R7 and Y corresponds in each case to
a row of Table A . Table 11 Conpounds of the formula

wo 20850h302i n R3 is cycl opropyl jand the combi nap¢CDEPIIN4/013685

R1, R2 R5 R6 R7 and Y corre?ponds in each case to a

G0 B, o BB L0 38a e Syt ac
maleic @eisl, nditriatgic (ﬁCIdQlfunmICRgCId,R@Ifwaﬁq&lchlﬂ C@pﬁf@ggoﬁd@nlc acud

metrRaehs iRsR 4€d aan®Wubdinit addic adductd alfl the Idnipoomdsinfithe tables
fI the formula |I-A wherein R3 is

©9%di br ono- cycl opropyl and the conbination of Rl, R2,
R5, R, R7 and Y corresponds in each case to a row of
§allﬂbeof/’the chafpoandst oCrmmalanidareatevi. thebo ramei laisol subject-matter of this

gé%l n R3 is 1-nethyl-cyclopropyl and the conbi nation

R2, R5 R6 R7 and Y corresponds in each case to

a row of Table A . Table 15 Conpounds of the formula
Talewherein R3 is 1-nmethyl -2, 2-dichl orocycl opropyl and

bgfﬁgéaﬁ@ gﬁhé?&nﬂﬁa r?ﬁi’? é_‘&mtﬂﬂ g(if‘fhe co‘?@)ﬁﬁ%ﬂ%‘i@ R, R®,

case to r.ow o ound
BY. R rRNG Yy GRITeRPRIUR IRRBFEFAREHS 4 oW of Tab
1- met hyl - 2, 2- di bronocycl opr opyl and the conbi nati on of
Rl R2, R5, R6, R7 and Y corresp s in each case to a

row of Table A . HHHdHHOHq HOHO e-v HH Hd H (
H)HO H 8e-v HHH ¥ H ( %/HHHdeOHO9
-VHHHdH( H)HO" -thH'/lH H) HHHdH
HO HO ee-v HH H d H e-WH R HHdH(DAHOHOHOe-v
HHHd HO O oe-v H6 -VHHHIOHHOHN ( H
)8-VHHHOH HH O HHO=HO HO 9 -V H
HHOH”0OH O HO sszHHOHHOOf‘H HO HHHO

HdOHOHO) ez-v HHHO HHOH OHO -V

Table 2
Compounds of the formula I-A wherein R® is ethyl and the combination of R, R? R®,
R®, R” and Y, corresponds in each case to a row of Table A.

Table 3
Compounds of the formula I-A wherein R® is ethyl and the combination of R, R?, R®,
R® R” and Y, corresponds in each case to a row of Table A.

Table 4
Compounds of the formula I-A wherein R® is propyl and the combination of R', R?, R®,
R®, R” and Y, corresponds in each case to a row of Table A. ’

Table 5
Compounds of the formula I-A wherein R® is isopropyl and the combination of R, R?,
R?, R6 R’ and Y, corresponds in each case to a row of Table A.

Table 6
Compounds of the formula I-A wherein R® is isobutyl and the combination of R', R? R’,
R®, R” and Y, corresponds in each case to a row of Table A.

Table 7
Compounds of the formula I-A wherein R? is tert-butyl and the combination of R, R?,



10

15

20

25

30

35

g

HHHOHNOHOHO i-z-v HHHOHOHOHO oz-v H
HHOHO (H) 61--VHHHO HHOHO 8KV HHHDOH
02@905H2 ZkV H H H HHOHOWO 9kV H H H 0 PCHEE20bD13685
SkV HHH O HHO HOOHO HOH -V HH H 0 H HOO) HO HO H
5 HLe0 . WV HHH
1R D) AN cPp v ) ohet e By el B DA AL 0
HO 8-VHHHO HCHOHO z-v HHHO HHOHO 9-V HH
fable® H HO HO s-v HHH OHHO - HHH 0O HO HO HO HO
-y H = B . 1 o2
ol b L B b o Pl .
R’ RHRAapd Xy forresponde exepctiepe tp arevof feRleAs H EF H H H
A-44 CH{(CH)CHHF HHHA-45 (cH) CHHFHHH
AABHFHHHAA47 HEHHHA48 HF HHH A 49

) CHCNHF HHHABS(CH) CHCHHFEHHH

ogppoy@qs yf the fprequla-f whergingR™ is cyclopropyl and the combination of R", R

R®, R®, R” and Y, corresponds in each case to a row of Table A.

Table 10 ,
Compounds of the formula I-A wherein R?is 1,1-dimethyl-propyl and the combination
of R, R? R% R® R’ and Y, corresponds in each case to a row of Table A.

Table 11
Compounds of the formula I-A wherein R® is cyclopropy! and the combination of R’, R?,
R® R®, R’ and Y, corresponds in each case to a row of Table A.

Table 12
Compounds of the formula I-A wherein R%is 2,2-dichloro-cyclopropyl and the
combination of R!, R R5, R, R and Y, corresponds in each case to a row of Table A.

Table 13
Compounds of the formula 1-A wherein R? is 2,2-dibromo-cyciopropyl and the
combination of R", R%, R®, R®, R” and Y, corresponds in each case to a row of Table A.

Table 14
.Compounds of the formula I-A wherein R?is 1-methyl-cyclopropyl and the combination
of R', R? R5 R® R’ and Y, corresponds in each case to a row of Table A.

Table 15
Compounds of the formula I-A wherein R?is 1-methyl-2,2-dichiorocyclopropyl and the
combination of R", R?, R5, R®, R and Y, corresponds in each case to a row of Table A.

. Table 16

Compounds.of the formula I-A wherein R?is 1-methyl-2,2-dibromocyclopropyl and the
combination of R', R?, R®, R®, R” and Y, corresponds in each case to a row of Table A.



A-52 (CHz) CHOCHH F HH H A-53 (CHz) C HOCF HF H H
HA54 CHzCH CHHF HHH A55 CyClo-CHHF HHH
WOR®S/0§382 ) ZNHCH H F H H H A-57 H H CF H H H APGBEEI0.Ob 3685
CFHHHAS59  CHCHCF HHHA'60 CHHCF HHHA-61
qn;b HCFHHHABG2 (CH)zCHH CF HH H A-63 CH(CH
) F HHHAGL CHzCE HCE HHHAGB5 C(CH) HCEH
MNod A-6BRCH CH(CH ) H | H H[RA-67 cH(RH )CH[BA H CF Ya
HaH H AFES (CFz) OCH HgF H H & A 69 QiCH(OCHy H CH |
oL L AL7Z0 Ol oL oLl O \ H{’i H+H—H 71 CI_I:_HHC
HM2 H AP35 cH(cH ) C H e 1P A-73 |1 ) z06HH H ot H
HAF H A GH,Qifz) zC H H G.GHH Gl A- 75 (|Giz) zC HHF H CH H
N AT AN R R AR AR T
HANo. FeHBHR Re R7 Y HA-80 (W) C HA®H H CFHH H H| H
AL (GHOHAOHCF H CR i H H /G182 CH G CH HIAF H H It
PTG WA T2 A b LA
A8 CH,CF; H Cl H H H
A9 C(CHa)s H Ci H H H
A-10 | CH,CH(CHa)z H Cl H H H
A11 | CH(CHs)CH,CHs | H Cl H H H
A-12 | (CHg),OCH5 H Cl H H H
A-13 | CH,CH(OCH,), H Cl H H H
A-14 | CH,CH(OCH,CHa); | H Ci H H H
A-15 | CH,CgHs TH Cl H H H
A-16 | CH(CHs)CeHs H Cl H H H
A17 | (CH2)20CeHs H Cl H H H
A-18 | (CHz)2CeHs H Ci H H H
A19 | (CHg)zCoHsF H Cl H H H
A20 | (CHz)2CeH.Cl H Cl H H H
A21 | (CHz)2CeHCN H Cl H H H
A22 | (CHy)zCoHsCH, H cr H H H
A23 | (CH2)2CeH.CF3 H Cl H H H
A24 | (CH»):CeHOCH; | H Cl H H H
A25 | (CH)sCeH:OCF; | H Ci H H H
A26 | CH,CH=CH, H Cl H H H
A-27 cyclo-CsHs H Cl - H H H
A28 | (CHo)zNHCH; H Cl H H H
A29 | H H F H H H
A30 | CHs CHs F H H H
A31 | CH,CH, CH,CH; | F H H H
A32 | CHs H F H H H
A33 | CH,CH, H F H H H
A34 | (CHp.CHs H F H_ H H
A35 | CH(CHa); H F H H H
A36 | CH,CF, H F H H H
A-37 | C(CHa)s H F H H H
A38 | CH,CH(CHa)z H F TH H H
A39 | CH(CHs)CH,CHs |H F H H H




A-87 CHCHHHI HA8 CHHHHI HA8 CHCHHHH
| HA90 (CH) CHHHHI HA91 CH{(CH) HHHCH
WO2@20SHCF HHH I H A 93 ) HHHI H A-PdI/EP2004/013685
gy HHH N9 SRR cHH R A9 (CH
EHW' B W hnt nlRos HiRn L1 ARon o H)C HYr
%D H || (BHL0OCH;(CHz) [6C H HIHF H | H AH02 (GH) C H[H
AT TERBHOCH),, < e T T N e TR T
ALY H HerGH@RCHBEHzh H 7¢ HIE H H H|INH A 1p8 (crz) H
QHQCH FOHCHE H A- 109 HCH ) 2G H OCF HHH H 1 pHA-1 0| H
eyt NS CER 2 TN TN DAY N I
A-45 CHz|dQHRRCHH H F | A- 1 ¢ H H H B A1 fHoHzCH |He
ABE @O ) I i e 119 i Ce) R e L
ES A R R AN "
A48 | (CH):CeHaCl H F H H H
A49 | (CHz):CeHiCN H F H H H
A-50 | (CHz)2CeHaCHs H F H H H
A-51 (CHZ)2CsH4CF5 H F H H H
A52 | (CH2),CeHsOCH; | H F H H H
A-53 | (CH»):CeHsOCFs | H F H H H
A-54 | CH,CH=CH; H F H H H
A-55 | cyclo-CyHs H F H H H
A-56 | (CHz).NHCH; H F H H H
A57 | H H CF3 H H H
A58 | CH; CHj CF; H H H
A59 | CH,CH; CH,CH | CFs H H H
A-60 | CH, H CFs H H H
A-61 CH,CH; H CF; H H H
A-62 | (CHz),CH; H CFs H H H
A-63 CH(CHj3), H CF; H H H
A-64 | CH,CF; H CF3 H H H
A65 | C(CHa)s H CF; H H H
A-66 | CH,CH(CH)z H CF, H H H
A-67 | CH(CH;CH.CH; |H CF; H H H
A-68 | (CH,),0CH; H CF3 H H H
A-69 | CH,CH(OCHa), H CF, H H H
A-70 | CH,CH(OCH,CHy); | H CFs H H H
A-T1 CH2CeHs H CF; H H H
A-72 | CH(CH;)CeHs H CF3 H H H
A73 | (CH):0C4Hs H CF3 H H H
A74 | (CHy)oCoHls H CFs H H H
AT5 | (CHo):CeHaF H CF5 H H H
A-76 - | (CH)2CeH4Cl H CF5 H H H
A-7T7. | (CHz)2CeHiCN H CF3 H H H
A-78 | (CH2)2CeHsCHs H CFs. H H H
A79 | (CH2)2CeHCFs H CF3 H H H




A-123 CH(CH )CHCH HHHF H A-124 (CHz) OCHH H H F H
A-125 CH CH(OCHs) HH HF H A-126 CH CH(OCH CH ) H H H
WGO204505387 CH CHHHHF H A ﬁS CH(CH ) C H HEI/EPIOH13685

HHHH

HA130 (CH) CHHHHFH

Tl'n

A=E3t—HbH-FHA132 E{mnF{'/-\-].SS BHZ) O/ ON—H T
n HA134 HHHE HIA-135 (JCHz)zC H HHHEH n
A-886 (Cﬂ@f')nCeHde-l HHH F H|/CAB7 (cHHzCc HOH H H HH
BHAT %ﬂ_‘d@:ﬁ Hil F HAeE39 cyglp-C H HI—TF‘I-H
A-140 ( HHH-—H-A- A HH-HH-EF—H-A- 1426
e N P At o A AR - SN
@881 _A\- 1e)sio-CitlsH CF H [A4 146 (CCBEa)zCH HHH H CF H A- 147 H
S A T B = e A A i A A i - Sl
Sft:ﬁﬁCH HHH H CF H A- 1827 (CcH))|d®H H H Hittr H AL $53 ¢ |H
B CpHY H AL CF H AQisa CH I OcH i) H R B CF HIH
?‘ ?Z %ﬂ?l%‘ : : :'_ch;@ A ‘R}qu(_lr‘{-gky)mr‘ﬁug :'_HHPI: H
A-88 | CH; H H H C H
A-89 CH,CHs H H H cl H
A-90 (CH,),CHs H H H cl H
A-91 CH(CHa), H H H cl H
A-92 CH,CF; H H H cl H
A-93 C(CHa)s H H H Cl H
A-94 CH,CH(CHs), H H H Cl H
A-95 CH(CH;)CH.CH; | H H H cl H
A-96 (CH,);0OCH; H H H cl H
A-97 - | CH,CH(OCHs), H H H cl H
A-98 CH,CH(OCH,CHs), | H TH H cl H
A-99 CH,CoHs H H H Cl H
A-100 | CH(CH3)CgHs H H H cl H
A-101 | (CH,)20CeHs H H H cl H
A-102 | (CHZ)2CeHs H H H cl H
A-103 | (CHo).CeHaF H H H cl H
A-104 | (CH;)CeHCl H H H Cl H
A-105 | (CH,),CeH4CN H H H Cl H
A-106 | (CHz)2CeH4CHs H H H Cl H
A-107 | (CH2)2CeH4CFs H H H cl H
A-108 | (CH2).CeHOCH; | H H H Cl H
A-109 | (CH).CeHsOCF; | H H H Ci H
A-110 | CH,.CH=CH;, H H H cl H
A-111 cyclo-CsHs H H H Cl H
A-112 | (CH,):NHCH; H H H Ta H
A-113  [H H H H F H
A-114 | CH, CHs H H F H
A-115 | CH,CHs CH,CH; | H H F H
A-116 | CH3 H H H F H
A-117 | CH,CHs H H H F H
A-118 | (CHZ):CHs H H H F H
A-119 | CH(CHa), H H H F H




A-159 (CH)zCHF HHHGCF HNo. RLR2 RRR7 A-16
(CHCHC HHHGCF HA 161 (CHz) CHCNHHHCF

Wo2MEAsHH H CF H A-163 H H H H A-164 H H HCFEP2004/01
A-165 (CH)ZC H OCF H H H COF T A-166 CHzCGH CH H H H

NG L I L SN A L

BH20H || GHLOFH A-172 GHlH | HH H A- 173 CcH CHH |
(AR I3 S TR Kl A MR A8
2,y GRS ) ol 1 | A1 1 A 486 (Crt hrot
A23H A-GBCHCIEIGICH)HH | HHO H A- 182 CH gHF OCH
A e N o; 50 LR
A125) 1 QHABHOGH)2 2 i E H il 1 H A{TB8 (c] C H ¢
KA26H 1| CHAEHETH.Og), |GIH CN i1 H Cl i A- 190 RCH C
A e AR Y L A [l GRS
A-128 | CH(CH3)CgHs H " |H H F H
A129 | (CH,)2OCeHs H H H F H
A130 | (CHp2CeHs H H H F H
A131 | (CHp)2CsH4F H H H F H
A-132 | (CH»)2CsHJCl H H H F H
A-133 | (CH,)2CeHCN H TH H F H
A-134 | (CH2)2CeH4CH; H H H F H
A-135 | (CH,)2CsH4CF3 H H H F H
A-136 | (CH,).CsH,OCH, |H H H F H
A-137 | (CHp).CeH,OCF; | H H H F H
A-138 | CH,CH=CH, H H H F H
A-139 cyclo-CsHs H H H F H
A-140 | (CHz)NHCH; H H H F H
A-141 | H H H H CF, H
A-142 | CH; CHs H H CF, H
A-143 | CH,CHs CH,CH, | H H CF5 H
A-144 | CH, H H H CF, H
A-145 | CH,CH; H H H CF; H
A-146 | (CH2)2CHs H H H CF, H
A-147 | CH(CHa), H H H CF, H
A-148 | CH,CF3 H H H CF; H
A-149 | C(CHa)s H H H CF, H
A-150 | CH,CH(CHs), H H H CF, H
A-151. | CH(CHs)CHCH; |H H H CFs H
A-152 | (CH2),OCH; H H H CF, H
A-153 | CH,CH(OCHs); H H H CF, H
A-154 | CH,CH(OCH,CHs); | H H H CF, H
A-155 | CHCgHs H H H CF, H
A-156 | CH(CH3)CeHs H H H CF, H
A-157 | (CH2)20CeHs H H H CF, H
A-158 | (CH2)2CeHs H H H CF, H
A-159 | (CH,)2CeH4F H H H CF; H




A-194 CHCHCHHI HI HA195 cyclo-CsHs HI HC H
A-196 (CHz) NHCH | HA-197 HHF HI H A 198 CH

[ERN

H1 H

W@RDOF/0584b2 H A-199 CH CH CH CH [z H | HNo. Rl R2PBERIRI013685

Y A-200 CHHFH 1 HE HI HA202 (CHz) CHH
L.l 1 1 3 £l '_i i— —

H
uf’(r‘,ll—lia) E R HA208 R E HIRH A 207 ’R‘H( CH B Y
A-160 H (&HpCHMH ) ogiH F HH H A-2q91cH cH{ EBHa) HH
RART T EHRFE AN G Cra) [ E H L -2t Fere T i
ABe, | EHRLol 15 [y c h'E W E HIPH A 21878 cH ¢H
W-183 H [HOH).CeHAR17 (J&H ) C|MICN H F W H A{2F8 (CHH
A-1ed) [CERMCHIDERE I Hn - [ on o D[ T A ers S
A-185 H (KHepSe ¢ C i H F WY H A 244 (o ) | Ker HE
B-166H A-CRXCHEEGH) H F [HHA-226 HOH CH | [HiF H Al 2F7 CH[H
En\“_'??m“' o 7 228 H H T P A 329 R CREE g
A-168 | (CH,),NHCH; H H H CFs H
A-169 |H H Cl H Cl H
A-170 | CHs, CHs Cl H Cl H
A-171 | CH,CH; CH,CHj | ClI H cl H
A-172 | CH, H cl H Cl H
A-173 | CH,CH; H Cl H cl H
A-174 | (CHL)oCHs H Ci H Cl H
A-175 | CH(CHa); |H Cl H Cl H
A-176 | CH,CF; H Cl H Cl H
A-177 | C(CHa)s H Cl H Cl H
A-178 | CH,CH(CH3), H Cl H cl H
A-179 | CH(CH3;)CH.CH; [H Cl H Cl TH
A-180 | (CH,),OCH; H Cl H Cl H
A-181 | CH,CH(OCHs), H Cl H cl H
A-182 | CH,CH(OCH,CH,), | H Cl H cl H
A-183 | CH.CeHs H Cl H Cl H
A-184 | CH(CH3)CeHs H Cl H Cl H
A-185 | (CH2)20CeHs H Cl H Cl H
A-186 | (CH,):CoHs H Cl H Cl H
A-187 | (CHZ)CeH4F H Cl H cl H
A-188 | (CH)2CeHCl H Cl H Cl H
A-189 | (CHy).CsH.CN H cl H Cl H
A-190 | (CH,)2CsH4CH, H Cl H Cl H
A-191 | (CH5),CeH4CF3 H Cl H Cl H
A-192 | (CHZ)CeHOCH; |H Cl H Cl H
A-193 | (CH,),CeH,OCF; [ H Cl H Cl H
A-194 | CH,CH=CH, H Cl H Ci H
A-195 | cyclo-CsHs H Cl H cl H
A-196 | (CHz):NHCH; H - Cl H Cl H
A-197 |H H F H Cl H
A-198 | CH;, CHj F H Cl H
A-199 | CH,CH, CH.CHs | F H cl H




A- 230 (
CF H I

CHCHHI

HF HA 233 C(CHH I
WORMSBEHR235 CH(CH )CH CH H |
HF H A 237 CHCH(OCH) H I H

HF HA-231 CHHCHHCHF HA-232 CH

HF H A 234 CH CH(CHa) H I

F H A- 236 ( CHzRCTIEP20bU/013685

H A-238 CH CH(OCH CHs)

N

\,nr"/-\-ZS“CriC FE'U it ANoT RERsRZR5 I'(I‘IY

2240 QR CH)C HH | HWE H A2 (CHCHH | EH n
A2082 ((GHC HH I HF|MA 2431 HF|H A 244 ¢lcH ¢ yH
Koot O1 dhjord A 245 (Ge) C HIFCN H O 1R A Ayerd H T H

—H e HEFS—HA—H = tH-A—248—{CHz HOCH

2020 4y (Q"Q)AQF'}CH ) clbcr 311 b E 250 I8 creait
M203H H GHEHR1 cyclo{GIHHI|FH F H A{252 (CH GIHCH H|H
K4 Acdaery 1O F HFAZ54FCH CH FIHF H A @5 CHIH
OO E Wl EA o5 O HIE U FE WA 257 b ol WA HFE o
A2858 (|§Cakr H F H EMH A- 258 ci(cH Y HH F H ECH A 266!
&I206F H GHJEHICH,)- 261 [€{CH ) [ F H F HHA- 262 |GBI CH( CHIH
WWIQWE@K p’r,:ii)u-l O A F H EFT A AOﬂCI(bH H
A-208 | (CH,),OCHj5 H F H Cl H
A-209 | CH,CH(OCHa), H F H Cl H
A-210 | CH,CH(OCH,CHs), | H F H Cl H
A-211 CH,CeHs H F H Cl H
A-212 | CH(CH3)CeHs H F H Cl H
A-213 | (CH,),0CqHs H F H Cl H
A-214 | (CHy):CeHs H F H Cl H
A-215 | (CHy).CeH4F IE F H Cl H
A-216 | (CH2),CsH4Cl H F H Cl H
A-217 | (CH2),CeH4CN H F H Cl H
A-218 | (CH,),CeH4CHs H F H Cl H
A-219 | (CH,),CeH4CF3 H F H Cl H
A-220 | (CH,),CsHsOCH; [H F H Cl H
A-221 (CH,).CsH,OCF; | H F H Cl H
A-222 | CH,CH=CH, H F H Cl H
A-223 cyclo-CsHs H F H Cl H
A-224 | (CH,),NHCH;3 H F H Cl H
A-225 |H H Cl H F H
A-226 | CHs CHs Cl H F H
A-227 | CH,CH, CH.CH; | Cl H F H
A-228 | CHj H Cl H F H
A-229 | CH,CHs H Cl H F H
A-230 | (CHg),CHs; H Cl H F H
A-231 CH(CHs), H Cl H F H
A-232 | CH,CF; H Cl H F H
A-233 | C(CHa)s H Cl H F H
A-234 | CH,CH(CHs), H Cl H F H
A-235 | CH(CH3;)CH.CH; |H Cl H F H
A-236 | (CH3),OCHj3 H Cl H F H
A-237 | CH,CH(OCHs3), H Cl H F H
A-238 | CH,CH(OCH,CH3), | H Cl H F H
A239 | CH,CeHs H Cl H F H




A-265 CH CH(OCHs) HF HF H A-266 CH CH(OCH CHs) H F H

FHA267 CeCHHFHF HA 268 CHCHCHHF HF H
WO2@605uTHz) OCHHF HF H A-230 (CHz) C H H FCHER20bH#/013685

A-271 (CHCHFHFHFHA272 (CHCeHC HFHFH

A2 73—t R HENHFH e H A g (CH G it CHHrRTH

-275( CHCEs HE HE H A- G(FHF‘—I(THH—I—LFI—"

A-2407 (ICPHEHCHH F HHE H A-PG8 CH CHRRH H F|RF H |H

A=24H9 Cy‘di—ﬁ&@d&l&" FHFHNo. R R RRHR7 Y [A280 [H

(CH )} NHCH- A H -+ H-A 284 H-H+—H-EFH-A-282H-EH-

22 1 WSEECdts o1 cHeH | H O HA cH Al oo |

A-285 QHOBH)BsH:AH CF HA-286 [(©H CH H|IHH CF HFA-287 | H

' : A-28 CF H CF A-289 CHHi

Wm A‘{C_v % fl"—!( CH )HﬂJ | oL H-A-291 CHCCH-)CHCH H

A-345 JRGRERCIBEN o )[dtH H 1| W o 1 ABo3 cHl B ocH

A-246H CHG#,ACARAH; HCH(IOCH CHEI H | H H A-PB5 CH (

HH e H AT 286 CHAGH T CH-RC—HOR H A 202 CH€C

A L7: @IZECEHQQ (r‘J\-kF;TI }‘ HIHl H CEIH A-299 r‘}-| C_H

B-348 H GH24CeHOCH; | H Cl

A-249 | (CHp).CeHiOCF; | H Cl

A-250 | CH,CH=CH, H cl

A-251 cyclo-CsHs H Cl

A-252 | (CHo),NHCH;, H Cl

A-253 | H H

A-254 | CH, CHs,

A-255 | CH,CHs, CH,CH,

A-256 | CH,

A-257 CH2CH3

A258 | (CHo)2CHs

A-259 | CH(CHa)z

A-260 CH,CF;

A261 | C(CHa)s

A262 | CH,CH(CHa)

A-263 | CH(CH3)CH,CHs

A-264 | (CH);OCH;

A-265 CH,CH(OCHj3),

A-266 CH,CH(OCH,CHz),

A-267 CH,CgHs

A-268 CH(CH3)CgHs

A-269 | (CHz):0CeHs

[A270 [ (CHz)2CsHs

A-271 (CHy)2CeH4F

A272 | (CHz)CoH:Cl

A-273 (CH2)2.CgH4CN

A274 | (CHz)2CeHaCHs

A-275 (CH2)2CeH4CF3

A-276 (CH2)2C3H4OCH3

A277 | (CH2)2CeH4OCF5

A-278 CH,CH=CH,
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A-279 cyclo-CsHs .




A-300 (

CF HA302 (CHCHCHHI
WOLW@F/ 053482 304 (CH C HOCH H |
HCFHA—306CHCHCHHI

CHz) CHO HI

HCFHA301 (CH) CHCN
HCFHA303 (CHCHC
H A- 305 ( CH ECHEEI004413685
H A- 307 cyclo CHH

o

H
F H

H
I

o CF TRAT SO8(CHNHGRRHTF H A ;F HHCR7H 'riYn
9210 afcH cE HI H A-R1 cHICH CH CH H1l HA 312
&r289 CH (@H)NHEH13 CHHH H gFH | H AB14 (CHFCH H g
W38 A5 CH(COH H OF | T HAEBT6 OH (GF H OF[BFL H TH
A2 37— CHH-EFH+—H1A-318—EH-ECH-EH-H-EF—HHH-A-3%
WeHen Hcr v Rk RIS RRRFTY A 953(014)”
B283H OFCHCHH A- 321 GHOKGHRAHS) H CF [ H ALGB2 CH[H
ok el S LT LN N L TR IRC 3 NS
Ar485cr HoH-Ghn 327 H d'H o |Fla- 328 (M) C HoG H
A-286H A @9),085 ) C H|GN H CH® | H A[380 H CFCR; | H[H
e T IR LRI TS F 00 I H
A-288 | CH,CF; H C H CF; H
A-289 | C(CHa)s H Cl H CFs H
A-290 | CH,CH(CHa), H ClI H CFs H
A291 | CH(CH;)CH.CH; [H Cl H CFs H
A-292 | (CH,),OCHj H Cl H CFs H
A-293 | CH,CH(OCHs;), [|H Cl H CF, H
A-294 | CH,CH(OCH,CHs); | H Cl H CFs H
A-295 | CH,CqHs H Cl H CFs H
A-296 | CH(CH3)CgHs H Cl H CFs H
A-297 | (CHZ);0CgHs H Cl H CFs H
A-298 | (CH,):CeHs H Cl H CFs H
A299 | (CHp),CeHsF H Cl H CFs H
A-300 | (CHp)2CeH4Cl H T H CF, H
A-301 | (CH,):CeHsCN H Cl H CFs H
A-302 | (CHy),CeHsCHs H Cl H CFs H
A-303 | (CHZ).CeH4CF; H Cl H CFs H
A-304 | (CH,),CeH,OCH; [H Cl H CFs H
A305 | (CH).CeHsOCF; | H Cl H CFs H
A-306 | CH,CH=CH, H Ci H CFs H
A-307 | cyclo-CsHs IH Cl H CF, H
A-308 | (CH),NHCH; H Cl H CFs H
A-309 |H H CF, TH Cl {H
A-310 | CHs CHs CF3 H Cl H
A-311 | CH,CHs; | CH,CH; | CF3 H Cl H
A-312 | CHs H CF; H cl H
A-313 | CH.CHs H CF3 H Cl H
A-314 | (CH),CHs H CF, H Cli H
A-315 | CH(CHa)2 H CF, H Cl H
A-316 | CH.CFs H CF, H Cl H
A-317 | C(CHa)s H CFs H Cl H
A-318 | CH,CH(CH3), H CFs H Cl H
A-319 | CH(CH3;)CH.CH; [H CFs; H cl H




A-335 cyclo-CHHCF Hl HA-336 (CH)zZNHCHH CF H1 H
A-337 HHF HCF HA338 CHCHF HCF H A 339 CHzCH CH
W@RIOF/0534CF H A-340 CH H F H CR,H A-341 CH CH HPEI/EPIOR4/#3685

A-342 (CHz)zCHH F H CF H A-343 CH(CHg) HF H CF H
A3 4A—CHHCEF—HF—H-EF—H =345 —HyREsHCFHeA- 346
B HE H o HIR347 (o on|Bk 1 E R o bl T
A3228 (|@BH).OCHsH F H|{®F H A{349 CH CchtbcH ) HCLF H ¢F
LR S B I R L il A H A,
AB20 A |S5Ch(PCHLRN Al 355 (@) cHIPHEFHeEH |1
A3236 (|@H)C:B;H CI H FHH CF HOR:357 (C#i) C HON H F|H
OO R A i A DN L S
A325d H (GH)-96eHy H d | d H HPB -v H|d H do’ F°H H H|4!
ABR6H d BHD, B H d HIdTH H gl Hd[Wd H HOBN PH ) 1
A e e e T o "
A-328 (CH,),CeH4Cl H CF3 " 1H Cl H
A-329 | (CH,),CsHCN H CF, H Cli H
A-330 | (CH,),CeHsCHs H CF; H Cl H
A-331 (CH5)2CeH4CF; H CF, H Cl H
A-332 | (CH,),CeHsOCH; | H CF; H Cl H
A-333 | (CH,),C¢HOCFs | H CF3 H Cl H
A-334 | CH,CH=CH, H CF; H Cl H
A-335 cyclo-CsHs H CF3 H Cl H
A-336 | (CH,),NHCH; H CF; H Cl H
A-337 |H H F H CF, H
A-338 | CHj CHs F H CF3 H
A-339 | CH,CHs CH,CH; | F H CF; H
A-340 | CH, H F H CF; H
A-341 CH,CH; H F H CFs H
A-342 | (CH,);,CH, H F H CF; H
A-343 | CH(CHa); H F H CFs H
A-344 | CH,CF; H F H CF3 H
A-345 | C(CHa)s H F H CF; H
A-346 | CH,CH(CHs), H F H CF3 H
A-347 | CH(CH3)CH.CHs |H F H CF3 H
A-348 | (CH,),OCH; H F H CF3 H
A-349 | CH,CH(OCHs), H F H CF; H
A-350 | CH,CH(OCH,CHy), | H F H CF3 H
A-351 CH,CgHs H F H CF; H
A-352 | CH(CH3)CgHs H F H CF; H
A-353 | (CH,),0CeHs H F H CF, H
A-354 | (CH,):CeHs H F H CF3 H
A-355 | (CH,)oCsHasF H F H CF3 H
A-356 | (CH3)2CeH4Cl H F H CF, H
A-357 | (CHy)2CeHsCN H F H CF; H
A-358 | (CH,)2CsHsCH, H F H CF, H
A-359 | (CH,):CsH4CFs H F H CF; H
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HdHdHJIOHOPHO z e-v Hd Hd
d Hd HNOH OPHO) s e-v Hd Hd H
W@l 2045053H00PHO) e e-v Hd Hd O H
HOOPHO ev Hd Hd HH(PI—E)?-ll—D
TR LA Al
A6Y60H0) HEHazE e« QFlds H |[dd H PHA) HO
NBel eZRCH EOHIOCE d W HO ze v H
A2 1| CHECE g i bbb o
AFB3- V [HyglorCaHs0 H H S98-v H|dF H d
&3P N Hre Rs R R7 Yr A 400 [ iCE
8366 ) FCl@F H CF H A- 40@HH CH GFCF
meﬁ CH ERERT A 402 ([ )CrSrE ]
A-368 | CHs T H CF;
A-369 CH,CHg H CF3
A-370 (CH,),CHs H CF;
A-371 CH(CHs), H CF;
A-372 | CH,CF; H CF;
A-373 C(CH3)s H CF;
A-374 | CH,CH(CHs)2 H CF,
A-375 | CH(CH3)CH.CH; |H CF;
A-376 | (CH2),OCH; H CF;
A-377 | CH,CH(OCHj). H CF;
A-378 CH,CH(OCH,CH,), | H CF;
A-379 | CH,CgHs H CF;
A-380 | CH(CH3)CsHs H CFs
A-381 (CH,)20C¢Hs H CF;
A-382 (CH2)2CeHs H CF;
A-383 (CH,).CeH4F H CF3
A-384 | (CHy),CsH4Cl H CF;
A-385 | (CH),CsHsCN H CF,
A-386 (CH,)2.CeH4CHs H CF,
A-387 (CH,),CeH4CF3 H CF;
A-388 (CHZ).CeH,OCH; | H CF;
A-389 (CH,).CeH,OCF; [H CF,
A-390 CH,CH=CH, . H CF;
A-391 cyclo-C3Hs H CF;
A-392 | (CH2),NHCH; H CF;
A-393 H H CF3
A-394 CH, CHs, CF,
A-395 | CH,CHjs CH,CH; | CF;
A-396 CHs- H CF;
A397 | CH,CH; H CF3
A-398 (CH_).CH3 H CF;
A-399 CH(CHa)2 H CF,
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A-405 CH CH(OCH ) H CF H CF H A-406 CH CH(OCH CH ) H
CF HCF HA407 HCF HCF H A 408 CH(CH)C HH CF H CF
WOR0ASH8R0] CHz) OC H H CF H CF H A-410 (CH C H PCTZEP40OF 3685

HA41 HCF HCF H A-412 (CH%1CHCI HCF HCFH

Aed13{ Chtz)} G H ON-H-CEHEFHrA—414—(Ce-C—H-E-H-EF g
Mo 1 AJRS (Giz) C H ORH B CoE H ARG (CHIE HooH| Me
AHOBT C GW,8FF17 (CH ) 26 HOCF|16RGF H CFFH A-41J&C CF HH
S St AN G TN £ - s Sl - A R
A&AOR | |ICH4CAU@Hd2cH H|H | | H1Gk3425 ciFcH H | $F9 H |H
A4880 [GHEHIEHIOH,] 1 HH A 32 CFGH(CH ) H 1 | IICF 7 478
e A AT T R G 2SN
205H || GHACHPORHIB3 CHHCH( OCHGFsH | ||{H H A-4%FcH ~ | H
A0 @RLCHOCH.CHo Ay 225 Teis S A H T R erde L
A7) 7 GGG | | 1 AlhRo (oS c HEIH a1 %o i
R4B8 R RYH(ﬂHs)@améo (CHE) C H|GFsH | | |HH CF3 H
A-409 | (CHy);OCgHs H CFs  |H CFs H
A410 | (CHz)2CeHs H CFs H CFs A
A-411 | (CHz):CeHaF H CFs H CFs H
A412 | (CHz)2CeH.Cl H CFs H CFs H
A413 | (CHz)2CoH:CN H CF, H CF, H
A-414 | (CHy)2CeHsCHs H CF, H CFs H
A-415 | (CHz)2CoH4CF5 H CFs H CFs H
A416 | (CH):CeH:OCH; | H CFs H CFs H
A-417 | (CH»):CeH:OCF; | H CFs H CFs H
A-418 | CH,CH=CH, H CFs H CFs H
A-419 cyclo-C3Hs H CF; H CF; H
A-420 | (CHy)zNHCH; H CFs H CFs H
A421 | H H Cl Cl Cl H
A-422 | CH, CH, Cl Ci Cl H
A-423 | CH,CH;, CH,CH, | CI c Ci H
A-424 | CH, H Cl Cl Cl H
A-425 | CH,CHs H Cl Ci Cl H
A-426 | (CHg)2CH; H Cl Cl Cl H
A-427 | CH(CHy); H Cl Ci Cl H
A-428 | CH,CF; H Cl Cl Cl H
A-429 | C(CHa)s H Ci Cl Cl H
A-430 | CH,CH(CH,)z H Cl Ci Cl H
A-431 | CH(CHs)CH,CH; | H Cl Cl Ci H
A-432 | (CHp)2O0CHs; H Cl Cl Cl H
A-433 | CH,CH(OCH), H Cl Ci Cl H
A-434 | CH,CH(OCH;CHj); | H ci Cl cl H
A-435 | CH,CeHs H cl Cl Cl H
A-436 | CH(CHs)CoHs H Ci Cl Cl H
A-437 | (CH3)70CeHs H Cl Cl Cl H
A-438 | (CHz)2CeHs H Ci Ci Cl H
A-430 | (CHa)CoHaF H Ci Cl Cl H




A-441 (CHz) CHCNHI | | HA442 (CH)zCHCH3 HI |
G HA443 HI | | HA 444 (CH) CHOCHHI | | H
We2004054CHz) CHOCF H I | | - 446 CHzCH CH PCT/EP20b4/643685

A-447 cyclo-CHHI | | HAZ8 (CH)zNHCHH I | | H
A 440 L.I Ll | | | H A ACQ U O | { | LL A _ALCA ol Ll

N cH | | HA452 CURA L FIRH A 453z CH IR F 1 | e
A<ab4 " ((QaiH)), GBI | F OH H A-488 CH(CHsCIH1 RO H [H
'?J—l[j' H( (WZQHC@ Ir‘l HHIHA‘LH/D! é; WLL {_I r‘!l-gdé_gl HHI ltl.:l4:35u H
AA480 (ctﬂ‘H)z)z@rtHCHﬂ FIHH A 464 cH cH(&FHs) HE F 1 -
AA52 QHOTRECYHOEH ) i F | [IGIA- 463 §BIC H T F | 1A
e s e A I AN R R
AA488 ((CQW)z@g“HO@FsH [HE | HIA469 (G CHI®R HI F
Ao AgH=Crl H AL (ChiaizC Hers ol 1 F IciH A-47#
A7, Gty | F M S e L [H
AX436 (|QBHYENHCH:H | FH H |[ClI Cl H
A449 | H H Cl F Cl H
A-450 | CHs ~ | CHs Cl F Cl H
A-451 | CH,CHs CH.CHs | ClI F Ci H
A-452 | CH, H Cl F Cl H
A-453 | CH,CH; H cl F Cl H
A-454 | (CHp)2CHs H Ci F Cl H
A-455 | CH(CHa)2 H Cl F Ci H
A-456 | CH,CF4 H Cl F Cl H
A-457 | C(CHa)s H Cl F Tci H
A-458 | CH,CH(CHa), H Ci TF Cl H
A-459 | CH(CHs)CH,.CH; |H Cl F Cl H
A460 | (CHz):OCH; H Cl F Cl H
A-461 | CH,CH(OCH), H Cl F Cl H
A-462 | CH;CH(OCH,CHa), | H Ci F Cl H
A-463 | CH,CqHs H Ci F Cl H
A-464 | CH(CHa)CeHs H Cl F Cl H
A-465 | (CHz)20CqHs H Cl F Cl H
A-466 | (CHz)2CoHs H cl F Cl H
A-467 | (CHo)2CoHaF H Cl F Cl H
A-468 | (CHz)2CoH4Cl H Cl F Cl H
A-469 | (CHz)2CeHsCN H cl F Cl H
A-470 | (CHz)2CeHaCHs H Cl F Ci H
A-471 | (CHz)2CoHsCFs H Cl F Cl H
A-472 | (CHp).CeH:OCH; | H Cl F Cl H
A473 | (CH):CoHiOCF5 | H Ci F Cl H
A-474 | CH,CH=CH, H Cl F Cl H
A-475 | cyclo-CaHs H cr F Cl H
A-476 | (CHa)NHCH, H Cl F Cl H
A-477 |H H Cl Cl F H
A-478 | CHs CHa Cl Cl F H
A-479 | CH,CHs CH,CH; | CI Cl F H




A-477 HHI | FHA47T8 CHCHI | F
| 1 F HNo. R1R2RR6R7YA-4SOCH
WEROSI053402 F H A- 482 (CHz) CH}-% F
| | FHAA484 CH2CF3 H 1 | FH A-485
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LAt e Sl S LA S st M e W e
A-488 (CH4),0CH; H Cl Cl F H
A-489 | CH,CH(OCHs), H Cl Cl F H
A-490 | CH,CH(OCH,CHs), | H Ci Cl F H
A-491 CH,CeHs H Cl Cl F H
A-492 | CH(CH3)CgHs H Cl Cli F H
A-493 | (CH.),0OCqHs H Cl Cl F H
A-494 | (CH,):CsHs H Cl Cl F H
A-495 | (CH.),CeH.F H Ci Cl F H
A-496 | (CH2).CeH,Cl H Cl Cl F H
"A-497 | (CH,)2CeH4CN H Cl Cl F H
A-498 | (CH,),CsHsCHs3 H CI cl F H
A-499 | (CH.)2CsH4CF; H Cl Cl F H
A-500 | (CH).CeHsOCH; | H Cl Cl F H
A-501 (CH2),CeH,OCF; [H Cl Cl F H
A-502 | CH,CH=CH; H Cl cl F H
A-503 cyclo-CzHs H Cl Cl F H
A-504 | (CH2):NHCH, H Cl Ci F H
A505 |[H H F Cl Cl H
A-506 | CHs CHs F Cl Cl H
A-507 | CH,CHjs CH,CH; | F Cl Cl H
[A-508 | CHj3 H F Cl cl H
A-509 | CH,CHs H F Cl Cl H
A-510 | (CH2),CH, H F Cl cl H
A-511 CH(CHa), H F cl Cl H
A-512 | CH.CF3 H F Cl Cl H
A-513 | C(CHa)s H F Cl Cl H
A-514 | CH,CH(CHs). H F Cl Cl H
A-515 | CH(CH3)CH,CH; [H F Ci Cl H
A-516 | (CH3),OCHjs H F Cl cl H
A-517 | CH,CH(OCHs), H F cl Cl H
A-518 | CH,CH(OCH,CHa), | H F Cl Cl H
A-519 | CH,CgHs H F Cl Cl H




A-513 C(CH H F |

F HAB514 CHCHCH) HF I | HA515
CH(CH )CH CH H F

| HAS516 (CHz) OCCHHF | | H A517
w@RhoSHdeHa) HF | | H A-518 CH(OCH CH ) H PFCT/EP20b##/013685

A-519 CHCHHF | | HNo. Rl R R R7 Yn A 520 CH(CH
R AN AR VSN T A L U A2
k@%(c@ﬁliC*@)Wm A | HE526 (CH@ H cH$CH F | | H
52152 7] (3Hp);0C,HE A- SZBH(CH )| & H oI &I F C [etH - 1 H
RSN e N N AN (S TR
A-5233 H (GHs) Lot A-534HCH CHE F I H|AI535 CHOEH CH | H
so(l:!;ﬂl: (91:!-] C%H; |CHHF|—|F| H R 237 CHG}HHFEH H H
A-B28( o S CHA-539-EHEH-H P F—C—H-A-540

L EH)LolsGN 541 (o HIFE | H A-S42 x| Bl on B 1
A-526 H (CHeRSHMEHGH ) GHHCH HFFF | H A-®l44 ( CHOOCH H |FH
A-527H Al B)2Ss ‘gﬁﬁLﬁH '-H:l_l l_|_|I I\FHE//_I\;)bf‘El/ﬂ %‘,Hl(—l Ly II:ul;| |'_| 'I:IH
A-528 T (CH)CHOCH, ' [H " [FT —NCl T lca T [H
A-529 | (CHo),CeH,OCFs | H F cl Ci H
A-530 | CH,CH=CH; H F Ci Cl H
A-531 | cyclo-CaHs H F Ci Cl H
A-532 | (CHa)sNHCHs; H F Cl Ci H
A533 | H ‘ H F F Cl H
A534 | CH, CHs F F Cl H
A-535 | CH,CH, T CHCH, | F F Ci H
A-536 | CH, H F F Cl H
A-537 | CH,CH;, H F F cl H
A-538 | (CH,):CHs H F F Cl H
A-539 | CH(CHa): H F F Ci H
A-540 | CH,CF, H F F Cl H
A541 | C(CHa)s H F F cl H
A542 | CH,CH(CH). H F F Cl H
A543 | CH(CH;)CH.CHs | H F F Ci H
A-544 | (CH,);0CH, H F F Cl H
A545 | CH,CH(OCHa), H F F Ci H
A-546 | CH,CH(OCH,CHy); | H F F Ci H
A547 | CH,CoHs H F F Ci H
A-548 | CH(CH3)CeHs H F F Ci TH
A549 | (CH;)20CqHs H F F Ci H
A550 | (CH2)2CoHs H F F Cl H
A-551 | (CHz)2CoHaF H F F Ci H
A-552 | (CHa)2CeH4Cl H F F Ci H
A-553 | (CH2)2CeHiCN H F F Cl H
A-554 | (CH3)2CeH4CHs H F F Ci H
A-555 | (CHy)2CeHiCF3 H F F Cl H
A556 | (CH3):CeHsOCH; | H F F Ci H
A557 | (CH;).CoH:OCF; | H F F Ci H
A-558 | CH,CH=CH, H F F Cl H
A-559 cyclo-CsHs H F F Cl H




A-549 (CHa) OCCHHF FIl HA55 (CHCHHFFI H
A-551 (CHCHFHF F | HA—552(CHCHCI HFFI H
WORB5854CH CHCNHF F I HA- g 4 (CH C H CH HPEI/EP10044013685
A—555§CHE!—!§'_H“F'_F'_I]H“A- 6 ((HCHOCHHFF I H
SN A A A A SN £ PN
A6P H |KCH,.NHCHN3s561 HH F | |F H A-562FCH cH FCl F H|H
Aseds UECHTF I F HA CHIFFFE I H AG65 H F[H
[y~ S W I el | C W A7 O] N [ il C Ll ALEGO LI
6|5§2 E4HE 4 A 560 ol&™ HIE | E H AS70 o br o) M
A583] R GHL8H71 CH(CH|)GHHOEH (HF F | F HGA-572 (EH ) OCHH
Rt T oLy >73 O THUGERY e T T PR T3 T GOt
ABR5A 57/3HCHa Yz0c H HE | FlT A 578 1% O FE A-579H
AGas) G (BHp),EHE | F H[M580 HFF | F H[AI581 ([0F ) C HH
2 AN A S il AN KA A L
A-568" | CH,CF; H F Cl F H
| A-569 | C(CH3)s H F Cl F H
A-570 | CH,CH(CHa), H F Ci F H
A-571 CH(CH3;)CH,CH; [ H F Cl F H
A-572 | (CH.),OCH, H F Cl F H
A-573 | CH,CH(OCHa), H F Cl F H
A-574 | CH,CH(OCH,CHs), | H F Cl F H
A-575 | CH,CgHs |H F Cl F H
A-576 | CH(CH3)CgHs H F Cl F H
A-577 | (CH,),0OC¢Hs H F Cl F H
A-578 | (CH,).CeHs H F Cl F H
A-579 | (CHo).CeH4F H F Cl F H
A-580 | (CH,),CeH4Cl H F Cl F H
A-581 (CH2)2CsH4CN H F Cl F H
A-582 | (CH,).CsHsCHs H F Cl F H
A-583 | (CH,).CsH4CF; H F Cl F H
A-584 | (CH,).CeH,OCH; [H F Ci F H
A-585 | (CH,).CeH,OCF; |H F Cl F |H
A-586 | CH,CH=CH, H F Cl F H
A-587 cyclo-C3Hs H F Cl F H
A-588 | (CH,),NHCH; H F Cl F H
A-589 | H. H Cl F F H
A-590 |CH, CH, Cl F F H
A-591 CH,CHs CH,CH3 | Cl F F H
A-592 | CH; H Cl F F H
A-593 | CH,CHj H Cl F F H
A-594 | (CHL)-.CHs H ClI F F H
A-595 | CH(CHa), H Cl F F H
A-596 | CH,CFs H Cl F F H
A-597 | C(CHa)s H Cl F F H
A-598 | CH,CH(CHa). H Cl F F H
A-599 | CH(CH3)CH.CH; [H Cl F F H




A-584 (CHz) CHOCHH F 1 F H A-585 (CH )zC HOCF H F |
FHAD586 HF I FHA587 cycIoCHHFI F H A-588
W@ HEDSMICH H F C F A589 E& F F H A 5BOT/EP20CH13685
| FFHAB591 CHCHCH i‘—'HA—592CHHIFFH

=S93 G CHH+—F—+H 25*94 () zCH e F F RA- 595
B o )M EEHASIROLcEN L E BN A 597] Brod ) [H
A-600F H (EHaROCEHzCH(CHH z H I| & F H A|999 CH([OF ) CH Qi
[ Bréor H EHBHEERE, o 16 Y A0 () Focn L Fr ~ I H
AG02n_ glfaraeGEeClis)a, 6Lb4 & cH il FEHA60s M
A@I3) J GHICHSF F H A606 (CHOIzC H H|IFF F H A-607 |H
heada) 771 EHICHDEHs, T M AC08 (@R ZC @ H 1 FFE P I
A-6050r |HGH2R0EHs A- 614 H o ) |G'HocH HIIF F E H A-613 | M
AGOE) Z(] (OPGRCEH] F F HIEA-614 [@zCH CHA A | F FFH A 615
R Y S TSI LA SR Py
ABO8 | (CH):CaH4Cl H Cl F 5 H
A609 | (CH2)2CeH«CN H Cl F F H
A610 | (CH2)2CsH«CHa H Cl F F H
A611 | (CH2)2CeHiCF> H Cl F F H
A612 | (CH2):CeHOCH; | H Cl F F H
A613 | (CH2)sCeHOCF; | H Cl F F H
A614 | CH,CH=CH, H Cl F F H
A-615 cyclo-CsHs H Cl F F H
A-616 | (CH2),NHCH, H Cl F 3 H
AB17 | H H F TF F H
A618 | CH, CHs |F F F H
A619 | CH,CH; CH,CHs | F F F H
A620 | CH, H F F F H
A621 | CH.CHa H F F F H
A-622 | (CHg)2CHs H F F F H
A-623 | CH(CHa)z H F F F H
A624 | CH,CF, H F F F H
A-625 C(CHa)3 H F F F H
A626 | CH,CH(CHy); H F F - F H
A627 | CH(CH3)CH,CH; |H F F F H
A628 | (CHp).0CH, H F F F H
A629 | CH,CH(OCH), | H F F F H
A-630 | CH,CH(OCH,CHa), | H F F F H
A631 | CHzCqHs H F F F H
A632 | CH(CH3)CqHs H F F F H
A633 | (CHg)20CeHs H F F F H
A634 | (CHy)2CeHs H F F F H
A635 | (CHa)2CoHaF H F F F H
A636 | (CH2)2CaHCl H F F F H
A637 | (CH2)2CsHiCN H F F F H
A-638 | (CH2)2CeHCHs H F F F H
A639 | (CHp)2CeHCF> H F F F H




A-620 CHHF FF HA621 CHCHHF F F H A 622 (CH
)ZCHHF FF HA623 CH{CHJ) HF FF HA624 CHCF HF
WE2@5m5380525 C(CH) HF F F H ﬁﬁzﬁ CH CH(CH ) PGA/EPT004/F13685
H A-627 CH(CH)CHCHHF F F HA628 (CHz) OCHHF F F

I'\' 62 CH(CCHa)HmaF F HB&- 630 CH ( RA) Hfy,
PO H A-B31 CHC H H E_HIA-632 CH( YCHHEETF
Ar640633 (CEH)F00¢Hs F|HF H AfB34 H F|F F H AB35 (ciH
A-gatH H @H,)Coti, Oy 69 (CHz)iaC H O HF F F HA-637 | H
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B-6%3d O dycleeC#He) 8z9-VHH 0 0 |F 0 H HO|HO zz9 H0 0 d |0
R S2%CHENFICHy 0 U i FO i HO 920 [ PO Prg O T
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RIS AN TR G SR I P
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A-649 | CH,CH; H cl Cl CF; H
A-650 | (CH)CHs H Cl Cl CF; H
A-651 | CH(CHa); H Cl Cl CF; H
A-652 | CH.CF3 H Cl Cl CF; H

‘[A-653 | C(CHa)s H - Cl CF, H
A-654 | CH,CH(CHa), H cl cl CF, H
A-655 | CH(CH3)CH,CH; |H cl cl CF; H
A-656 | (CH2),0OCH; H Cl cl CF, H
A-657 | CH,CH(OCHs), H Cl cl CF, H
A-658 | CH,CH(OCH.CHs); | H c cl CF; H
A-659 | CH,CeHs H cl Cl CF; H
A-660 | CH(CH,)CeHs H cl cl CF, H
A-661 | (CH2)20CsHs H cl cl CF, H
A-662 | (CH).CeHs H C cl CF; H
A-663 | (CH2)2CeHsF H cl Cl CF; H
A-664 | (CH2),CeH4Cl H cl Cl CF; H
A-665 | (CH2).CeH.CN H Ci Cl CF; H
A-666 | (CH2)2CsH4CHs H Cl cl CF, H
A-667 | (CH2),CeHiCF3 H cl Cl CF; H
A-668 | (CH2).CeHsOCHs | H cl cl CF; H
A-669 | (CHp).CeHsOCF; | H C cl CF, H
A-670 | CH,CH=CH, H cl cl CF; H
A-671 | cyclo-CqHs H Cl Cl CF; H
A-672 | (CHz),NHCHj H Ci cl CF; H
A673 | H H CF, cl Cl H
A-674 | CHs CHs CF; cl Cl H -
A-675 | CH.CH; CH,CH; | CFs Cl cl H
A-676 | CHy H CF; Ci cl H
A-677 | CH.CH;, H CF3 Cl Ci H
A-678 | (CH,).CHs H CF, cl Cl H
A679 | CH(CHs), H CF; cl Cl H
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HO 299 -V Hd 000 HHOH) 999 -V HdOOIOHHO

NoH C 180 899 -V Hdl0 0 M 0 1o 48 v HB aa g
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A DR G VAN A A
B2 HoeH8HER2d d WHY d d | ¢ Ho=HbSYo H d| B'd 1 |1
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A-688 | CH(CH3)CsHs H CF3 Cl Cl H
A-689 (CH,);0C¢Hs H CF3 cl Cl H
A-690 | (CH2):.CeHs H CF3 Cl Cl H
A-691 (CHZ):CeH4F H CF3 Cl Cl H
A-692 (CH,)2CeH4Cl H CF; cl Cl H
A-693 | (CH),CsH4CN H CF3 Cl Cl H
A-694 | (CH),CsH4CHs H CF3 Cl Cl H
A-695 | (CH2),CgH4CF3 H CF; Cl Cl H
A696 | (CH2)CeH,OCH; | H CF3 cl Cl H
A-697 | (CH,).CeHsOCF; | H CF3 Cl Cl H
A-698 | CH,CH=CH, H CF; Cl Cl H
A-699 cyclo-CsHs H CF; Cl Cl H
A-700 (CH,),NHCH3 H CF; Cl Cl H
A-701 H H CF3 Cl F H
A-702 | CHjs CHjs CF3 Cl F H
A-703 [ CH,CHs CH,CH; | CF3 Cl F H
A-704 | CHs H CF3 Cl F H
A-705 | CH,CHs H CF; Cl F H
A-706 | (CH):CHj3 H CF3 Cl F H
A-707 | CH(CHa), H CF3 Cl F H
A-708 | CH,CF; H CF; Cl F H
A-709 | C(CHa): H CF3 Cl F H
A-710 | CH,CH(CHa). H CF3 cl F H
A-T11 CH(CH,)CH,CH; | H CF, Cl F H
A712 | (CH,),0OCHjs H CF3 Cl F H
A-713 | CH,CH(OCH,), H CF; Cl F H
A-714 | CH,CH(OCH,CHs), | H CF3 Cl F H
A-715 | CH,CqHs H CF3 cl F H
A-716 | CH(CH3)CeHs H CF3 Cl F .| H
A-717 | (CH2);0CgHs H CF3 cl F H
A-718 | (CHy):CeHs H CF3 Cl F H
A-719 [ (CHy):CsHsF H CF3 Cl F H




A690 HCF 1 | HAB69L HCFI | HA®B92 (CHz) CHC H
CF 1 | HA693 (CHZ) CHCNHGCF | | HA694 HCF I |
WORMSOSBOH CF | | H A-696 (CH )gC HOCH H CF | PCHER0B9TII68S

(CHz) CHOCF HCF | | HAG698CHCHCHHCF | | H

|
W01 R Ce | & ka A03 G G e L | M a0 Bt it (e
&H2QF || (PHY)Bet784 CH HHF | R GFA-705 |G CH HEF | F |
AT81s LECECICNT T - T gﬂlﬁ&‘@é’f LN
A28 QHCHRM Gy A [H oy @¥fecH cH|&'cE | FPH A 7141
ATE3) QQBH,),CHICH H AH13 Cf CQEH(OCH JB CFT[FH |H
LA L C R G T 2 - I | N
A7R5714 (CRlGet6Q¢Hs cH i F H|&M10 (S c H FFH oF I[H
F-728 | O CHJGPENS9Z - (M d 0 |CRHO FO 8-V H [F0 0 d M
A NG S AN S D A
MTR8897 (Ot2).NHCH, H CF; Cl F TH
A729 | H H F Cl CFs H
A-730 | CH, CHs F Cl CFs H
A-731 | CH,CH, CH,CH; | F Ci CF, H
A-732 | CHs H F Cl CFs H
A-733 | CH,CH, H F Cl CFs H
A-734 | (CHy)2CHs H F Cl CFs H
A-735 | CH(CHa)z H F Ci CFs H
A-736 | CH,CF, H F Cl "CFs H
A-737 | C(CHa)s H F Cl CFs H
[A-738 | CH,CH(CHa). H F Cl CFs H
A-739 | CH(CHs)CH,CH; | H F Cl CFs H
A-740 | (CHo),OCH; H F Cl CFs H
A-741 | CH,CH(OCHj)z H F Cl CFs H
A-742 | CH,CH(OCH,CHy); | H F Cl CFs H
A-743 | CHzCoHs H F Cl CFs H
A-T44 | CH(CHs)CqHs H F Cl CFs H
A-745 | (CH3);0CeHs H F Cl CFs H
A-T46 | (CHz)2CoHs H F cl CFs H
A-T47T | (CHy):CoHaF H F Cl CF, H
AT48 | (CH)2CeHaCl H F Ci CFa H
A-749 | (CHy)2CeH:CN H F Cl CFs H
A-750 | (CHz)2CeH4CHs H F Cl CFs H
A-751 | (CH2):CoH4CFs H F Cl CFs H
A-752 | (CHa)sCeHsOCH; | H F cl CF, H
A-753 | (CH,);CcHsOCF; | H F Cl CFs H
A-754 | CH,CH=CH; H F Cl CFs H
A-755 | cyclo-CqHs H F Cl CFs H
A-756 | (CHa)sNHCH; H F Cl CFs H
A-757 | H H F Cl CF, H
A-758 | CHs CHa F Cl CFs H
A-759 | CH,CHj, CH,CH; | F Cl CFs H
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A-768 | (CH;);0CH; H F Ci CF> H
A-769 | CH,CH(OCHz), | H F Ci CFs H
A770 | CH,CH(OCH,CHy)z | H F Ci CF, H
A771 | CHzCoHs H F Ci CFs H
A772 | CH(CH3)CeHs H F Ci CFs H
A773 | (CH2)20CeHs H F Ci CFs H
A774 | (CHz)zCoMs H F. Ci CF, H
A775 | (CH2)2CoHaF H F ci CFs H
A776 | (CHz)zCoHiCl H F ci CF, H
A777 | (CH2)2CoHiCN H F Cl CFs H
A778 | (CH;)CoHiCHs | H F ci CFs H
A-779 | (CHz)2CoHiCF3 H F cl CF, H
A780 | (CHz):CoHsOCH; | H F cl CFs H
[A781 | (CH2)2CeHsOCF; | H F Ci CFs H
A-782 | CH;CH=CH, H F cl CFs H
A783 | cyclo-CaHs H F ci CFs H
A784 | (CHz)z2NHCH, H F cl CFs H
A785 |H H ci H CFs 6.Ci
A786 | CHs CHy, | Ci H CFs 6-Ci
A787 | CHCH; CH.CH; | CI H CFs 6-Ci
A-788 | CHa H ci H CFs 6-Ci
A789 | CHCHs H el H CFs 6-Cl
A-790 | (CHz):CHs H ci H CFs 6-Cl
A791 | CH(CHa)z H ci H CFs 6-Cl |
A792 | CHiCFs H ci H CFs 6-Cl
A793 | C(CHa)s H cl H CFs 6-Cl
A794 | CH;CH(CHa)z H cl H CFs 6-Ci
A795 | CH(CH)CH.CHs | H ci H CF 6-Cl
A796 | (CHz):0CH, H ] H CFs 6-Ci
A797 | CHCH(OCHz)z | H ci H CFs 6-Cl
A798 | CH,CH(OCH,CHa), | H ci H CFs 6-Cl
A-799 | CHzCeHs H Ci A CF 6-Ci




A-760 CHHF I CF HA 761 CHRZCH3 HF | CF H A-762 HF

6
FI1 CFHA764 CH2CF3 HF | CF

| CF H A-763 CH(CHg) H

WORMSPSROC(CHa) HF | CF H A- 786 H F | CF H A- FGIEEH(Ob 3685
JCHCHHF | CF HA768 (CHz)"OCHHF | CF HA 769 CH
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ABP87 diiCHA-BsEN | nlEE 6-al A-788 ciith o + ¢ 6- g 6-C
A-8089 CHOﬁzbzGlsHl4CIH3CF 64-t:| A-19D (CH CHHH | H [CGBF6-Cl | 6-Cl
ADTL S CHIce, YR OO [RITSZ T T FORE o6
B0P A | 1G5 BAT BN O H 1 HQE 6.0 [0 [CR o |60
A-809 | (CHp).CeH,OCF; |H cl H CFs 6-Cl
A-810 | CH,CH=CH, H cl H CFs 6-Cl
A-811 | cyclo-CqHs H Cl H CFs 6-Cl
A-812 - | (CH2),NHCH;3 H Cl H CF; - |6-Cl
A-813 | H H Cl H F 6-Cl
A-814 | CHs CHs cl H F 6-Cl
A-815 | CH,CH, CH,CH; | Cl H F 6-Cl
A-816 | CHs H Cl H F 6-Cl
A-817 | CH,CHs H cl H F 6-Cl
A-818 | (CH),CHs H cl H F 6-Cl
A-819 | CH(CHs), H Cl H F 6-Cl
A-820 | CH,CF; H cl H F "1 6-Cl
A-821 | C(CHa)s H cl H F 6-Cl
A-822 | CH,CH(CHs), H cl H F 6-Cl
A-823 | CH(CH3)CH,CH; |H cl H F 6-Cl
A-824 | (CH2),OCH; H cl H F 6-Cl

[A-825 | CH,CH(OCHa), H Cli H F 6-Cl
A-826 | CH,CH(OCH,CHa), | H Cl H F 6-Cl
A-827 | CHaCeHs H Cl H F 6-Cl
A-828 | CH(CH3)CeHs H cl H F 6-Cl
A-829 | (CHy),0CsHs H Cl H F 6-Cl
A-830 | (CH2):CeHs H cl H F 6-Cl
A-831 | (CH2),CeHsF H Cl H F 6-Cl
A-832 | (CH2):CeH.Cl H Cl H F 6-Cl
A-833 | (CH),CsHiCN H Cl H F 6-Cl
A-834 | (CH,).CeHsCHs H cl AH F 6-Cl
A-835 | (CH),CeHsCF3 H Cl H F 6-Cl
A-836 | (CH2):CeH,OCH; [H | Cl H F 6-Cl
A-837 | (CHp).CeHOCFs | H cl H F 6-Cl
A-838 | CH,CH=CH, H cl H F 6-Cl
A-839 | cyclo-CoHs H cl H F 6-Cl




A-796 (CH) OCHHI| HCF 6-Cl A-797 CH CHOCHa) H | H
CF 6-Cl A-798 CH CH(OCHCH) HC HCF 6-C A 799 CH C
WOD4s@34b2 CF 6-CI10 - 9 d H O t# 88 -V 0 - 9 d PCI/EPIH04/013685

HO=HO HO 888 -V 0 - 9 d HO HYUOO*H ( H) ze8-v 0 - 9

d b0 H HOO H- 0 (—H- 1988V =s9—c—H§Jd-FH-EreHO)
No.v 0]-R9 d HO HHO( HYP - 9 dlBo 1 NFH ( HOY
A@dov ( (CH),NHBH) H | OHHO ( 119 388 -YH) -9 d[Fi 0 H |6-Cl
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88429 GHo H H o HO 288 v 0F o d H|# 1 ( HPHO Ho| B-C!
Fi34338 |- OF0H9 d H 0 HQHBHHE H SZ8-YH) - 9 [dCH 0 H|6-Cl
(ol 4;\ Ghoas v o - g ho I--Ii( H0) 0 i{Hl\ ~ ol o ul§c
A-845 03LCHNHD-9 d H 9 HH Cc=HOfHO 61-8{W 0 - 9| & H 0 HE-C
RB46H0) @ fieM, 0 -© d [0 H Hr 8-V 0148 d H PCH HO | 6-Cl
DS M R SR v e
8-8480 HOHEA O 1~ HgH/ 0 - |Fd 0 H QH HO=HZHO 6-Cl
REEY (G 0 FL0 HHIOU ) G0 v 10-bog U FIEG
A-850 | OH,CH(CHs)z = |H ~ “[F "~ 7"JH ' e 8-l
A-851 | CH(CHs)CH,CH; | H F H Cl 6-Cl
A-852 | (CH;):0CH;, H F H Ci 6-Ci
A853 | CH,CH(OCHz), H F H Ci 6-Cl
A-854 | CH,CH(OCH,CHy), | H F H Cl 6-Cl
A-855 | CHyCoHs H F H Cl 6-Cl
A856 | CH(CHa)CeHs H F H Ci 6-Cl
A-857 | (CH,)20CHs H F H Cl 6-Cl
A-858 | (CHy)2CoHs H F H Cl 6-Cl
A-859 | (CHz)CoHaF H F H Cl 6-Cl
A-860 | (CHz)2CoH:Cl H F H Ci 6-Cl
A-861 | (CHy):CoHiCN H F H Ci 6-Cl
A-862 | (CHy):CoHCHs H F H Cl 6-Cl
A-863 | (CHz)2CoHiCF5 H F H Ci 6-Cl
A-864 | (CH).CoHiOCHs | H F H Ci 6-Cl
A-865 | (CHz).CoHsOCF; | H F H Cl 6-Cl
A-866 | CH,CH=CH, H F H Ci 6-Cl
A-867 | cyclo-CaHs H F H Cl 6-Cl
A-868 | (CH,)zNHCH; H F H Ci 6-Cl
A-869 | H H Cl H Cl 6-Ci
A-870 | CHs CHa Cl H Ci 6-Cl
A-871 | CH,CHs CH,CHs | CI H Cl 6-Cl
A-872 | CHs H Cl H Cl 6-Cl
A-873 | CH,CHs H Cl H Ci 6-Cl
A-874 | (CH):CHs H Cl H Cl 6-Cl
"A-875 | CH(CHa), H Cl H Cl 6-Cl
A-876 | CH,CFs H Cl H Ci 6-Cl
A-877 | C(CHa)s H Cl H Cl 6-Cl
A-878 | CH,CH(CHa) H Cl H Cl 6-Cl
A-879 | CH(CH;CH,CHs |H Cl H cl 6-Cl




10-9 d O HO HHO'H O ( H) 908 -V 10-9 d 0 HO H NO H
O"HO) 908 -VO - 9dOHOHIOH(HO 1708-V 0 -9 d
wW@204505H0x*H O ( H) eos-v.0 -3:?/ d 0O HO HH (MI/ERDB4/013685
v 0.-9d0HOHH(CHD 1-08Y0-9d0HO0HHO
040" (o) N L H'E & ol B a4t AIRE LR G [V
A-8802 (HCEL),BCH;| 6- Cl| B\-843 |4 CH CH|EH F H | C6-a | 6-Cl
Agdte NOHECHBCHsE &, o™ pel T B CIR ) 2 g o e &C
B388r 1) GHGHOSH HAd4d o oy H E HIH6-a hChso i} 6-C
ATEEGH )| GHEH: T 6-Cl A851 CH(@H ) CH G H F H Ci 6-Cl | 6-Cl
g O e oy ) A Set 6ol h ses LCE 1y 1 |6
8-886 A-|dSH:2ACaHs ) C HIHTE H 1| ©-a A 88 (crz) Coc H HiB-Cl
h-gdel G-Chpeadd (OH )| 1 H HIRCIH | 6- GIH A 859 & F H 1] 6-CI
DA e P AR I S R T AP S
A-8884 (|CAH)ColtHGEH H FHH | 6-|& A-865 |(HEH ) d Hock H|B-Cl
RWdgo6- (CR,BEEHON CH GRRH F Hdl 6-C |[H cl 6-Cl
A-890 | (CH,)2CsHsCHs H Cl H Cl 6-Cl
A-891 | (CH,)2CsH4CF3 H cl H Cl 6-Cl
A-892 | (CH.).CeHOCH; |H cl H Cl 6-Cl
A-893 | (CH,).CeHOCF; | H Cl H Cl 6-Cl
A-894 | CH,CH=CH, H Cl H Cl 6-Cl
A-895 | cyclo-CsHs H cl H Cl 6-Cl
A-896 | (CH,),NHCH; H Cl H Cl 6-Cl
A-897 |H H F H Cl 6-F
A-898 | CH, CHs |F H Cl 6-F
A-899 | CH,CHs CH,CH; | F H Cl 6-F
A-900 | CH, H F H Cl 6-F
A-901 | CH,CHs H F H Cl 6-F
A902 | (CH)CHs H F H Cl 6-F
A-903 | CH(CHa), H F H Cl 6-F
A-904 | CH,CF; H F H Cl 6-F
A-905 | C(CHa)s H F H Cl 6-F
A-906 | CH,CH(CHs), H F H Cl 6-F
A-907 | CH(CH3)CH,CH; - | H F H Cl 6-F
A-908 | (CHz):OCH; H F H Cl 6-F
A-909 | CH,CH(OCH;), H F H Cl 6-F
A-910 | CH,CH(OCH,CHa), | H F 1H Cl 6-F
A-911 | CHyCeHs H F H Cl 6-F
A-912 | CH(CHz)CgHs H F H Cl 6-F
A913 | (CH)20OCeHs H F H Cl 6-F
A-914 | (CHy)2CeHs H F H cl 6-F
A-915 | (CHa).CeHsF H F H cl 6-F
A916 | (CHz)2CeH4Cl H F H Cl 6-F
A-917 | (CHy)2CeH.CN H F H cl 6-F
A-918 | (CH,)2CsHiCHs H F H cl 6-F
A-919 | (CHy)2CeH4CFs H F H Cl 6-F




A-867 cyclo-CHHF HI 6-Cl A-868 (CH)NHCH H F H |
6-Cl A-869 HHI HIl 6-C A-870 CHCH G HI 6-C
wWo@30532 CH CH CH 1 H O 6-C ,A-872 CH H | H PCBEE004/013685
A-873 CH HIHI6CIA—87E4(CH)CHHIHI6C
A8 75—CHE-EHS —Ht—H- A-BZ6—EH Rt +—H-t—6-¢
rA“%?? JRA) HI H 6-EIMA-87 iR 11| &a Yn
8A® CHOBH)OH,@EHH | [H | 6-[FNo. RL R R5 R|RT  [6F
Z\%’?‘*’A- PR Al T o daseal G 1] OF
A-232 p peR-@HFee ) c H HI HI|B-c A-8d8 (crz) %c H H 6F
IA-693 6} §JclfE#8E (Cz)| @ H H|FH I 6- JHA-887[OH C H 6-F
T AR T N A A ) S N s
Ae2F HH HI 6-a A-89H (CH )BC HOCH HII H I [ 6-C 6-Cl
A-928 (6] C HOCF H T EH] 6-C]I=pA-h§39f\f Gl CH O H T H6Cl
AT ety o v o] CHEOH [F A o bl £ . 6 & |60
A OLBH F HI 6-F pH900 GFH F H I|B-F A-961 CH ¢ 6-Cl
A-9pg- H CHECH; - H F H F 6-Cl .
A-930 | (CH,).CHs H F H F 6-Cl
A-931 | CH(CHs). H F H F 6-Cl
A-932 | CH,CF; H F H F 6-Cl
A-933 | C(CHa)s H F H F 6-Cl
A-934 | CH,CH(CHa), H F H F 6-Cl
A-935 | CH(CH5)CH,CH; |[H F H F 6-Cl
A-936 | (CH,),OCH; H F TH F 6-Cl
A-937 | CH,CH(OCHj), H F H F 6-Cl
A-938 | CH,CH(OCH,CHs), | H F H F 6-Cl
A-939 | CH,CgHs H F H F 6-Cl
A-940 | CH(CH3)CgHs H F H F 6-Cl
A-941 | (CH,).0CeHs H F H F 6-Cl
A-942 | (CH,).CeHs H . F H F 6-Cl
A-943 | (CH,).CeHsF H F H F 6-Cl
A-944 | (CH,),CeH4Cl H F H F 6-Cl
A-945 | (CH,).CeH,CN H F H F 6-Cl
A-946 | (CH,).CeH4sCH; H F H F 6-Cl
A-947 | (CH,).CsH4CF5 H F H F 6-Cl
A-948 | (CHp).CH,OCHs | H F - H F 6-Cl
A-949 | (CH,).CeH,OCF; |H F H F 6-Cl
A-950 | CH,CH=CH, H F H F 6-Cl
A-951 cyclo-CzHs H F H F 6-Cl
A-952 | (CH,),NHCH; H F H F 6-Cl
A953 | H H F H CF; 6-F
A-954 | CHj CHs; F H CF, 6-F
A-955 | CH,CHj CH.CH; | F H CFs 6-F
A-956 | CHy H F H CFs 6-F
A-957 | CH,CHj H F H CF; 6-F
A-958 | (CH,),CHs; H F H CF, 6-F
A-959 | CH(CHs), H F H CF; 6-F




A-902 (CHz)zCHH F H | 6-F A-903 CH(CH) HF HI 6-F
A-904 CHzCF HF H | 6-F A-905 C(CH H F H | 6-F A 906
WESREB H F H | 6-F A-907 CH(LCH )CH C H H F PCI/EB20B4/013685

A ST S AN A A AR T
No.| 6-FRA- 912 OH(CH ) ERH H E|R | 6-F Kﬁgi?(\‘ Y ol
A0 H | Cb,BFA-914 (CH MW C H HFF H 1 6{H A-919 QRete) [6-F
4‘%? C gHrI:H;—lvllquﬁ) ol H( ;J—ll \ 'Z_I"HHHPIH EJ’G&F{:’ Iyl 6-F
A5962 A- HONCEKBNIC H CH H F HFl 6- FNo] HR1 R2 |R¥%Re RYEF
553, ITCHCRHECH, OOt F FIF 6-F A pAl {CF)CR H OB
S e TR R AR )
A-965 Cl | &HEHI(QBHER F HHF 6- Cf FA- 927 cHHCH cHa@&@FsF H F6-F
RokE T ORCHRODHECHIEL P U AL BES L o W NS O [ 6F
A98%> OHeFes E 1 E 610 A 98 clon ) |HE HE e |OF
0884 CEHIEAGE:Hz H F|H F 6- CF A-935 CH(CH ) Qi€feH H F6-F
AloB9 6= PCA)I8EHC JOPH H F HEF 6= |'H CFs 6-F
A970 | (CH2):CoHs H F H CFs 6-F
A-971 | (CHo)zCotaF H F H CF> 6-F
A972 | (CHz):CeHCl H F H CFs 6-F
A973 | (CHz)2CeHiCN H F H CFs 6-F
A-974 | (CHz):CeHsCHs H F H CFs 6-F
A975 | (CHz)2CeH4CFs H F H CFs 6-F
A976 | (CHz)sCeHsOCH; | H F H CFs 6-F
A-977 | (CH2):CeHsOCF; | H F H CFs 6-F
A-978 | CH,CH=CH; H F H CFs 6-F
A979 | cyclo-CsHs H F H CFs 6-F
A980 | (CHo)NHCH;, H F H CFs 6-F
A981 |H H CF, H F 6-F
A982 | CH, CHs | CFs H F 6-F
A-983 | CH,CHs CH,CH; | CFs H F 6-F
A-984 | CH, H CFs H F 6-F
A-985 | CH,CHg H CFs H F 6-F
A-986 | (CH,):CHs H CFs H F 6-F
A-987 | CH(CHa) H CF, H F 6-F
A-988 | CH,CF, H CFs H F 6-F
A989 | C(CHa)s H CF, H F 6-F
A-990 | CH,CH(CHy), H CF> H F 6-F
A-991 | CH(CHs)CH,CH; | H CFs H F 6-F
A-992 | (CHo),OCH; H CFs H F 6-F
A-993 | CH.CH(OCHg),  |H CFs H F 6-F
A-094 | CH,CH(OCH,CHs), | H CF> H F 6-F
A-995 | CH,CeHs H CF, H F 6-F
A-996 | CH(CH3)CeHs H CF, H F 6-F
A997 | (CH2)20CHs H CFs H F 6-F
A998 | (CHz);Cets H CFs H F 6-F
A999 | (CH2)CeHsF H CFs H F 6-F




A-937 CH CH(OCH) HF HF 6-Cl A-938 CH CH(OCH CH ) H
FHF6-O A939 CHCHHF HF 6-Cl A-940 CH(CH )C H
WORMsHEH0B- C A-941 (CH) C H % FHF 6-Cl A 9BCI/EEH0D13685
TR EHE e A0 (GICHEHENE o0 A
5o Al (O1) C h e E U oo Ay (afy ¢ bl Y
AHO00 F |HOH BEGH,00 948 |(CH ) ¢OHCH H FHH F 6-OF A-9496-F
PN o E T ST, :5 SL?F éénggkgllz\.wﬁ‘k!'— FFl_Hb.IZUG'F
As1092 A [o6kRMCoERY oF |61 F A- d8FscH CH|E H cF BEF A- 955-F
AHO63H_QHOPE)EoHiCH; 6- F Hv 956 |@fFH F HIGF 6-F (F957 Ciie-F
L o A e S NN A - s
A100EF [BOHRCHBOCTCHH H F H&B 6-F AMD62 CH TH( CHa)| 6-F
A1bod Jcl;dHfelb3 CH(GH ) CH|@#;H F H|GF 6-F AF964 8-F
CO Ao -4 CF —6-H—A—965- 16 EH-OCH —H-F—H-EF—6-#
ATYE dievelqes Gy WM B ocr BeE A ofT g HoH E 1| OF
G088 F |AOMGRNBIGHGH ) C | H F HIGHs 6-F AH69 (CHz) C HI|@F
E15h6F BHF A 970 FF HEF 6-F 97T (Uf) zC HF H F Hecr,
T Mo CH; | CFs H F 6-CF,
A-1011 | CHzCH CH,CH, | CFs H F 6-CF,
A1012 | CH, H CFa H F 6-CF,
A1013 | CHzCHs H CFa H F 6-CF,
A1014 | (CH2)2CHs H CFa H F 6-CF,
A-1015 | CH(CHa)2 H CFs H F 6-CF,
A-1016 | CH,CFs H CF, H F 6-CF,
A1017 | C(CHa)s H CFa H F. 6-CF,
A-1018 | CH,CH(CHa)2 H CF, H F 6-CF,
A1019 | CH(CHy)CH,CH; | H CF, H F 6-CF,
A1020 | (CH;);0CH, H CFs H F 6-CF,
A1021 | CH,CH(OCHy), | H CFa H F 6-CF,
A1022 | CH,CH(OCH,CHy); | H CFs H F 6.CF,
A1023 | CHyCoHs H CFs H F 6-CF,
A-1024 | CH(CH3)CaHs H CF, H F 6-CF,
A1025 | (CH2):0CsHs H CF, H F 6-CF,
A1026 | (CHz):CeMs H CFs H F 6-CF,
A1027 | (CH2)2CoHaF H CFa H F 6-CF,
A1028 | (CH2):CeH4Cl H CF, H F 6-CF,
A1029 | (CH2)2CaHCN H CF, H F 6-CF,
A1030 | (CH22CeHiCHs | H CFa H F 6-CF,
A1031 | (CH2)2CeH4CF3 A CFa H F 6-CF,
A-1032 | (CH2:CeH:OCH; | H CF, H F 6-CF5
A1033 | (CH2):CeH:OCF; | H CF, H F 6-CF,
A1034 | CH,CH=CH, H CFs H F 6-CF,
A-1035 | cyclo-CaHs H CFs H F 6-CF;
A-1036 | (CH);NHCH, H CFs H F 6-CF,
A1037 | H H CF H CFa 6-F
A1038 | CHa CH, | CFs H CF, 6-F
A-1039 | CH,CHs CH,CH, | CFs A CF, 6-F




A-972 HF H CF 6-F A-973 (CHz) CHCN HF H CF 6-F
A-974 HF H CF 6-F A-975 (CH)zC HCF HF HCF 6-F
WOR@3054@Hz) zC H OCH H F H CF & F A-977 (CHz) B HERXDR4/813685
FHCF6-FA978 HF HCF 6-FA979 cyclo-CHHF HCF
§1°58§ &ECH CE H E 6B 083 |8 A VAN AP
Ao GlHY CF H F 6- F|A 985 (IGFGH H CFHH F 6-[FCls 986 | 6-F
AT CORICHE T o F R8T (RRCHE) FIVE FF[CF, A TEF
A48 )| ACH2eB M F 6-F A 991 &STer ) cHIEH H oF BFE 6-FOF
AN O (cmliocrg;H H CF HHF 6-F|&R93 CH|E&H OCHa) CFy CF HI6-F
'11:6) I:I_ ad%‘t 3qqa (‘J—l( mﬁﬂr‘) HHH Hul_:btg A,_A?ggyéfl%;g? E ai
AH1045cF [I$(EHBlsF A- 998 (&H )zc|IG cF H|H 6-F A-9B9 (CHb-F
A-16361_H GHOF(BH5), 6- FNc HRL R|RF,R7 Y [N 1000 (CF) C|®-F
A1%0o ,ﬂ;l@l'_a')@"lz? althos (GG F‘“HH(“ Y CF I—PE’ 6.g15F
A104804 |((CH2):OEHsI OCH H"bF H £ @sF A 1065 (CHzZ)CB H OpE-F
AH64o HlCHOHGOCHIRo ChiHCH CHIIBRGE H F 6t F CF3 6-F
A-1050 | CH,CH(OCH,CHa), | H CF, H CFs 6-F
A-1051 | CH,CoHs H CFs H CFs 6-F
A-1052 | CH(CH3)CgHs H CFs H CFs 6-F
A-1053 | (CHo)20CeHs H CF, H CFs 6-F
A-1054 | (CHo)2CeHs H CFs H CF, 6-F
A-1055 | (CHo)2CoHaF TH CF, H CFs 6-F
A-1056 | (CH2)2CsHaCl H CFs H CF, 6-F
A-1057 | (CHo)2CeH.CN H CFa H CFs 6-F
A-1058 | (CH2)2CsHaCHs H CF, H CFs 6-F
A-1059 | (CH)2CsH4CF3 H CFs | H CFs 6-F
A-1060 | (CHo),CeH.OCH; | H CFs H CFa 6-F
A-1061 | (CH,):CeH4OCF; | H CF, H CFs 6-F
A-1062 | CH,CH=CH, H CFs H CFs 6-F
A-1063 | cyclo-CqHs H CFs H CFs 6-F
A-1064 | (CHo),NHCH; H CFs H CFs 6-F
A-1065 |H H CFs H CFs 6-Cl
A-1066 | CHs CHs CF, H CF, 6-Cl
A-1067 | CHoCHs CH,CHs | CF5 H CF, 6-Cl
A-1068 | CHs H CF, H CF, 6-Cl
A-1069 | CH,CH;, H CFs H | CFs 6-Cl
A-1070 | (CH2)2CHs H CFs H CFs 6-Cl
A-1071 | CH(CHa)z H CFs H CFs 6-Cl
A-1072 | CH,CF3 H CFs H CF, 6-Cl
A-1073 | C(CHa)s H CF, H CFs 6-Cl
A-1074 | CH,CH(CHa), H CFs H CF, 6-Cl
A-1075 | CH(CHs)CH,CH; |H CF, H CFs 6-Cl
A-1076 | (CH;)20CH, H CF, H CFs 6-Cl
A-1077 | CH,CH(OCH3), H CFs H CFa 6-Cl
A-1078 | CH,CH(OCH,CHz)z |H - | CFs H CFs 6-Cl
A-1079 | CHoCoHs H CFs H CFs 6-Cl




A-1007 cyclo-C HH CF HF 6-F A-1008 (CHz) NHCH H CF H
F 6-F A-1009 HH CF HF 6-CF A-1010 CH CH CF H F 6-CF

Wo8As@CH CF H F 6-CF A-1013gCH H OF H F 6- BEI/BPA0LBI3685
CHzCH H CF H F 6-CF A-1014 H CF H F 6-OF A-1015 CH(CH
ol S TRE S I IR T[RRI,
AeH0EH )| GFHEHIPHE H F | oF A-19R0 (cH)H ocH H €Fs H F | 6-Cl
A1681 | (CH: 2@56'@0‘*(&“' PH CF IO 6- OF | A 1022 OBFCH( OGH6-Cl
AR08 1 | CETEHE o ddbs (ol Gt Il b o ROpE ] 6T
A108R6 HCEE)ZQSH;IFG CF A-H027 (&%) zC H|H H cF HCFs 6- CH 6-Cl
ASGRET [MCoHRLOHGr oF 029 (fdky) © T ° S| OFF o J6-c
A080s |CHA PG 1110 H £ |0 A 1cah ¢ ot | OB nood 60
Ad1086 H |HObJoBeACHI34 C:HHCH CH GFCF H .| H 6- CF| BF4035 | 6-Cl
AXBEP” 9 O BRieE O S TOTRCRET ) 2k T ek [6C
A19889 |dGHRCe & Her [ ce 6-fe. R1 RJ'R R RY 6-Cl
108810 |QBH),CEHIO R 6-|FHA- 1041CKZzCH HHF H GFCBs F | 6-Cl
A-1090 | CH,CH=CH, H CFs H CFs 6-Ci
A-1091 | cyclo-CsHs H - | CF, H CFs 6-Cl
A-1092 | (CHZ)2NHCH, H CFs H CFs 6-Cl
A-1093 | H H CF> H Cl 6-Cl
A-1094 | CH, CH, | CFs H Cl 6-Ci
A-1095 | GH,CH, [ CHZCH; | CFs H Cl 6-Cl
A-1006 | CHs H CF> H Cl 6-Cl
A-1097 | CHoCH, H CFs H Cl 6-Cl
A-1098 | (CHz)2CHs H CFs H Cl 6-Cl
A-1009 | CH(CHa); H CF, H Cl 6-Ci
A-1100 | CH,CF5 H CFs H Cl 6-Cl
A-1101 | C(CHa)s H CF, H Cl 6-Cl
A-1102 | CH,CH(CHa)2 H CF» H CI 6-Cl
A-1103 | CH(CH3)CH,CH; | H CF> H Cl 6-Cl
A-1104 | (CH,);0CH; H CFs H Ci 6-Ci
A-1105 | CHzCH(OCHb)z H | CF, H Cl 6-Cl
A-1106 | CH,CH(OCH,CHa); | H CF> H Cl 6-Cl
A-1107 | CHzCoHs H CFs H Cl 6-Cl
A-1108 | CH(CHs)CoHs H CFs H Ci 6-Cl
A-1109 | (CH2)20CcHs H CFs H Cl 6-Cl
A-1110 | (CHz)2CeHs H CFs H Ta 6-Cl
A-1111 | (CHz):CeHsF H CFs H Cl 6-Cl
A-1112 | (CHa)2CeH4CI H CF> H Cl 6-Ci
A-1113 | (CH;)2CeH:CN H CFs H Cl 6-Cl
A-1114 | (CH2)2CeHCHs H CFs H Cl 6-Cl
A-1115 | (CHz)2CoH4CF> H CF> H Cl 6-Cl
A-1116 | (CH2)2CeH:OCH; | H CF» H Ci 6-Cl
A-1117 | (CHo)CoH:OCF; | H CFs H Cl 6-Cl
A-1118 | CH,CH=CH, H CF, H Cl 6-Cl
A-1119 | cyclo-CaHs H CF> H Cl 6-Cl




A-1042 (CH) CHH CF H CF 6-F A-1043 CH(CHs) H CF H CF
6-F A-1044 CH CF HCF H CF 6-F A-1045 C(CH ) H CF H CF
W®2005053046 CH CH(CH ) H CF H 6-F A-1047 CHPCHEPIOBH/013685
CHHCF HCF 6-F A 1048 (CHz)® H CF H CF 6-F A 1049

CH.- CH(OCHa)—H-CF—H-EF - F—A—+0i0—EH-EHEECHChisyrH—CF
Ne= 6-F|R 1051 H CF H CF 6- F A™MO052 CH ) C H CFan
A.O.F'ZQ' F ﬁeﬂiggﬁ—lgﬂyg) OCHH H CFOAsCF 6- FHA- 1054 GICH C H6-Cl
AT L n ok teop T ) TlEEs B TTH L e TOSPe-CFs
A6LR2A- {688 (CH C H cH| AHer H|&8Fs6-F Alloso (di¥'c H cF5-CFs
A8 HIBr btk A 1060 { CHelHe | IIBGH H OfHH OF 6-0f A- 1068-CFy
ABTTIQ%\ \.J(?égvg\ilcll ;_CHH -l"%:rl—L-j?FE.Ll:bz. azﬁ ( '(_I‘H7 K:l-ﬁ'_-h(s'cﬁ
AH12B H|CH.6Hs A- 1065 HHH CF HGBE 6-Cl | AL 1066 CH CF6-CFs
Lo e i RN R
ACHIZE o @IEHaR. 1071 i) MIXE 1 cE|Bial Adidlzo ol ©°CFs
ACF128 CF G#OF;6- Cl A- 1078 C(CiQFsH CF HHCF 6- QICIA- 1074 6-CFs
A PEECHL,CF B O P A 1@fy A Che) CF L - 1] 6-CFs
Ad—?(3©CH )Cﬁlacdjigﬁéa: AN R A 6-CFs
A-1131 | CH(CH3)CH.CH; |H CFs H Cl 6-CF3
A-1132 | (CH,),OCHs H CF3 H Cl 6-CF3
A-1133 | CH,CH(OCHs3), H CF3 H Cl 6-CF3
A-1134 | CH,CH(OCH,CHa), | H CFs H Cl 6-CF3
A-1135 | CH,CeHs H CF3 H Cl 6-CF3
A-1136 | CH(CH3)CeHs, H CFs H Cl 6-CF3
A-1137 | (CH,)20CqHs H CF3 H cl 6-CF3
A-1138 | (CHZ):CeHs H CFs H Cl 6-CF3
A-1139 | (CHo)2CeHsF H CFs H Cl 6-CFs
A-1140 | (CH,)2CeHCl H CFs H Cl 6-CF3
A-1141 | (CH2)2CeH«CN H CF3 H Cli 6-CFs
A-1142 | (CH,)2CeH4CH; H CF3 H Cl 6-CF3
A-1143 " | (CH,):CeH(CF; H CF; H Cl 6-CFs3
A-1144 | (CHo).CeH:OCHs | H CF3 H Cl 6-CF3
A-1145 | (CH).CeH,OCFs | H CFs H Cl 6-CF3
A-1146 | CH,CH=CH, H CFs H ClI 6-CF3_
A-1147 | cyclo-CsHs H CF3 H Cl 6-CF3
A-1148 | (CHZ):NHCH; H CF3 H Cl 6-CF3
A-1149 | H H F H CFs 6-Cl
A-1150 | CH, CHs F H CFs 6-Cl
A-1151 | CH,CH, CH.CHs [ F H CF, 6-Cl
A-1152 | CHa, H F H CFs 6-Cl
A-11563 | CH,CH, H F H CFs 6-Cl
A-1154 | (CH,).CHs H F “[H CFs 6-Cl
"[A-1155 | CH(CHa), H F H CFs 6-Cl
A-1156 | CH,CF; H F H CFs 6-Cl
A-1157 | C(CHa)s H F H CFs 6-Cl
A-1158 | CH,CH(CHa), H F H CFs 6-Cl
A-1159 | CH(CHs)CH.CH; | H F H CFs 6-Cl




A-1078 CH CH(OCH CH ) H CF H CF 6-C A 1079 CHzC H H
CFHCF 6-C1-9 0 HdO HH O op Lo 61- - 9 0 H dO H
WOIDOSTHR 8 kK V - 9 0 H d0 H 490 H O HO -V - BCDEPR0GO013685
HHOO'H ( H) 91- -V -9 0 Hd0 HSUV - 9 0 HdO H HO
H-OHO S I7U—=—9 0 H dPgE NO"HRD HO €[ ReV -9 [R'H dU
qlcb’\HO ) 2UkV -9 0O —|dﬂ|—|j5—lLI—|\ U-vi-—9o g4 "
[Adiea H| CHAMOCHKY - 9| b H do|F H 0o HOH 60 U|\¥Fsg o |F-Cl
Ao H| SHLOMOBHERU - VH 9 O[F dO H H A HO 26k - 9] 6.CI
S P e A AT A L
AetiB3y | GM;Cefts dO H . { HHO) HO| FO sou-v[H 9 0 H&B H (| 6Cl
FPed T CHERTs 0| H a0 FPEOOU -V PR D B 4 ([ ec
AZtiE5v | (SHo:@Ce H Ho|Sbakv 15 0 H do| Fo o th ¥*saokiC
A-P168 H|qOFBRCH] 1760. VH 9 O|A d0 H H| B6CkV -| GFs0 H {6-C
G P D LR TSR - B NP
P88 H|d6H0dtCH O HOH 88akVF-9 do H B0 H darGis H | &-C!
AZB{HV {9CH,)CHH,ON H HOHH O (HE) 98CkV|H 9 d ( GF.d0 H| 6-Cl
AR O e Ee (A F H CFs 6-Ci
AA171 | (CH2:.CeHiCFs | H F H CFs 6Ci
A1172 | (CH2):CaH:OCH; | H F A CFa 6Cl
A1173 | (CH2):CaH:OCF; | H F H CFs 6-Cl
A-1174 | CH,CH=CH; A F H CF,s 6-Ci
A1175 | cyclo-CaHs H F A CFs 6Cl
A-1176 | (CH2):NHCH; H F H CFs 6-Cl
A1177 | H A F H F 6F
A-1178 | CHa CH; | F H F 6F
A-1179 | CH,CH; CH,.CH; | F A F 6F
A-1180 | CHs H F A F 6F
A-1181 | CHCHs A F H F 6F
A-1182 | (CH2)2CHs H F A F 6F
A-1183 | CH(CHa)2 A F H F 6F
A-1184 | CHCF, A F A F 6F
A-1185 | C{CHa) H F A F 6F
A1186 | CHCH(CHa)z H F H F 6F
A-1187 | CH(CHs)CHCHs | H F H F 6F
A-1188 | (CH2);0CH> A F A F &F
A1189 | CH,CH(OCHs); | H F H F 6F
A1190 | CH,CH(OCH,CHs); | H F H F 6F
A-1191 | CH;CoHs A F H F 6F
A-1192 | CH(CHz)CoHs A F A F 6F
A1193 | (CHz)70CeHs H F H F 6F
A1194 | (CH2)Cells H F H F 6F
A1195 | (CHz)2CoMaF H F H F 6F
A1196 | (CH2):CeHaCl A F A F 6F
A197 | (CH2)2CaHCN H F A F 6F
A1108 | (CHa):CaHeCHs | H F A F 6F
A-1199 | (CH:CoHCFs | H F H F 6F




-9 do HdO HOH O HO 1780k V -
880KV -9 d 0 HdO HH O HO 28CkV -9 .
WOSASBEKY - 9 d 0 H dO H H Qq( HO) HO 080KV | PEDEPDOHZGN3685

9dO0HdO Hd O (H)
d0HdO HHOD

//Nel zot" .E.S’.O/SOOZ OVNo. RL R2 RS RRYn A 1120

AR it AL R
AEt209 | |4CER-2sHu@SBH OF H 1| |6-oF A 116 (cH)ecH H ¢BF
AT CFORAFIOBR T F H OF[F | & CF[A 1128 [GreCF H oF
Ad QH( CEWQHH%E H Iu\ 5. gJ): Z-\ f 2'11 I(‘,H?C;-I ?EH”FH CE_H |6'F
A612D3 A{ Tyee-QBs ) OCH HCE HIF 6-CF Al H133 O For( oot BF

AT R LA G AR LR L
FoiZ85 Al har (cH) oc o 1S 6-cF ACla3s () ¢ f86-Cl
P ZT6 .H ICH6; CF A- 1139 ( QM) zC|BIF H CF[BIl 6- QFCIA- 114(5,6-Cl,
AW R ey (CreEHe BT P a1 & (&1~ TT78.6-Ch
AT [ At ag (CHz) ClH ocH HEE H I 69F A 1195 (cHl 5:6-Ch
A);Zg@dgj_’(m‘_}-lzllﬂl-gﬁ H | 6-CH A 114€ICHzCH ¢lat H CH Gl | 6-(CB6-Cl
AIHG T [(CH2CH; T T ST IH T 5 Yol Cl Cl 5,6-Cl,
A-1211 | CH(CHa)z H Ci Ci ci 5.6-Cl
A-1212 | CH,CF, H Cl Cl Ci 5,6-Cl
A-1213 | C(CHa)s H Cl Cl Cl 5,6-Cl
A-1214 | CH,CH(CHa)z H Ci Ci cl 5,6-Cl
A-1215 | CH(CH3)CH,CH; | H Cl Ci Cl 5,6-Cl
A-1216 | (CHo),OCH; H Ci cl Cl 5,6-Cl
A-1217 | CH,CH(OCH); H Cl Ci Cl 5,6-Cl
A-1218 | CH,CH(OCH,CHa), | H Cl Cl Cl 5,6-Cl
A-1219 | CH;CeHs H Cl cl Cl 5,6-Cly
A-1220 | CH(CH3)CeHs H Cl Cl Ci 5,6-Cly
A-1221 | (CH2);0CeHs H Cl Ci Ci 5,6-Cl
A1222 | (CH2)2CeHs H Cl Cl Cl 5,6-Cl,
A-1223 | (CH):CeHaF H Cl Cl Cl 5,6-Cl
A-1224 | (CH2)2CeH4Cl H Cl Cl Cl 5,6-Cl
A-1225 | (CHy)2CeH.CN H Cl Ci Ci 5,6-Cl
A-1226 | (CH2)2CeHsCHs H Ci Cl Cl 5,6-Cl
A-1227 | (CHz)2CoHCF H Cl Ci Cl 5,6-Cl
A-1228 | (CH,);:CeHsOCH; | H Ci Cl Cl 5,6-Cl;
A-1229 | (CH,):CeHiOCF; | H cl Cl Cl 5,6-Cl,
A-1230 | CH,CH=CH, H Cl Ci Cl 5,6-Cl
A1231 | cyclo-CaHs H cl Ci cl 5,6-Cl,
A-1232 | (CHo)sNHCH; A Ci Cl Cl 5,6-Cl
A-1233 | H H F F F 5.6-F,
A-1234 | CH, CHs F F F 5,6-F,
A-1235 | CH,CH;, CH,CHs | F F F 5,6-F,
A-1236 | CHy H F F F 5,6-F,
A-1237 | CH,CHs H F F F 5,6-F,
A-1238 | (CHo)2CHs H F F F 5.6-F»
A-1239 | CH(CHa)z H F F F 5,6-F2
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15

A-1148 (CH) NHCH H CF HIl 6-CF A-1149 HH F H CF 6-Cl
A-1150 CH CH F H CF 6-Cl A-1151 CHzCH CHzCH F H CF

W®2005/0%840152 CH H F H CF 6-Cl A%1153 CHzCH H FPEA/ER2004/013685
6-Cl A-1154 (CHz)zCH H F H CF*%-Cl A 1155 CH(CH) HF
H-EF—6-ErA—+156—CH-E 1G5 6-C—ARet 57—t HF iy,

*6-Cl| ™ 1158 CH CH(QHY) H B 'H CE 6-QI A 115p™~CH(CH| '®
A-CBATCH [FCH,GF,CF 6-Cl-9H Hd |6 -V -9R” H d HFHO*H (5,6-F;
PEST 9 RH O HNORGO P Z6U d- 9 Hd O HO
'%E%A o |y oy n gy PQ)%F A A I
Aorlieh2 6 | §HERClsl d Hf oo PG 6 U-v|d9 d HE H H 3oF
ARBI) HO CHEH)CHIECHE HIHO HO W -V d-9 |¢F H d H PHO 5,6-F;
COHO o H - H PR HO HOT&: =9 di=d—H
w I—DWEE)ZPL&\H;d 9 dliig m Ho( HO)NE0 78U LV d-9 g 5.6-F
AM13454 HHeYGHAGHEBU -\ -9 d IFd H ( HIB) 0 98U Ev d- 9 |$.6-F
A% 4 OEROGRICYELH T H d 1 PRO HOMSU -V #-0 d W56,
. € = +Hd HO— =&V —df 8—d—+

@11%7 LPH%% %9 d H d HO kﬂn 67[1-3/: d-9 d E d o hysFe
RARA8 V |CH(GH)CsH H 4ZAdl-v 0 |- do H d FH HOHN PHO) 9Z419.6-F2
AY2489 dYdA.floBHs [ Lo (94U -V | F F F 5,6-F,
A-1250 | (CH2)2CeHs H F F F 5,6-F,
A-1251 | (CHg)2CeHsF H F F F 5,6-F,
A-1252 | (CH2)2CeH4Cl H F F F 5,6-F,

|A-1253 | (CH,)2CeH4CN H F F F 5,6-F,
A-1254 | (CHy),CsH4CHs H F F F 5,6-F»
A-1255 | (CHy)2CsH4CF3 H F F F 5,6-F,
A-1256 | (CH,),CeHsOCH; | H F F F 5,6-F,
A-1257 | (CH),.CeHsOCFs | H F F F 5,6-F,
A-1258 | CH,CH=CH, H F F F 5,6-F,
A-1259 cyclo-CzHs H F F F 5,6-F,
A-1260 | (CH);NHCHj H F F F 5,6-F,

Particularly preferred with respect to the

compounds of the formula I-B.

wherein

R7

is chlorine or trifluoromethyl;

intended use in the present invention are

R® and‘ Y are each independently chlorine or bromine;

RZ

is C4-Cg-alkyl, C3-Ce-alkenyl, Cs-Cs-alkynyl, or
C;-Cg-cycloalkyl which may be substituted with 1 to 3 halogen atoms, or

C,-C4-alkyl which is substituted by C4-Cs-alkoxy;

(-B)
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0-9d0 Hd HHOHO HO 17ZU-V 0 -9 dO H d H dOOH OHO()
ezu-v 0 -9 dO Hd HHOOHOPHO ZLI |-V O -9 d0o Hd H

W@l eost0§34b2 ) UU-V 0 -9 dO Hd H H O PHO 0zuP@T/BP2094/013685

dOHdHNOHOPHO) 69 U—VO49dOHd H OH O PHO

QU -V @ -9 d*H

B prey Koo Grgralivhio’ iy B 19k ERG Y8 P o é*egcvaﬁ iy which
d H tHayPeionsubsitute @osuhsmumﬂyd 90 bglagen alors; d0 H d H

PHO HOOHO HO 9 U-V O - 9 dO HdHPHOOHO HO -V 0 -9

Qs U a "ON Or zoie so/soorO
%No 'S%Xdrﬁﬁerﬁa%go??z?' l’A— 1200 (CH)) CHOCHHFHEF 6-F
A-1201 (CHz) CHOCF HF HF 6-F A-1202 L"HCH CH H F H

br ﬁTe%rfénﬁ&Q@rs%f%férﬁafﬂy*écEed‘tbﬁe@alfs thedsdf4 (CHz) NHCH H

FHFG6-F A 1205 HH I ,6-C A-1206 CHCH | | |

5, 6- Cl A—_12_O7CHCHCHCHI | | 5,6-Cl A-1208 CH H Cl

|Pr$fesense@ given teongieugrs Bf formula @ wh@emﬁ 1 trifluoengthgiH
56CI A—lZlCHCHs H 5 6-0 A-1212 CH

bbbl o B %@gw@t YR b are bot

shl@n@ A— 1216 ( CHz) OCH H 5,6-C A-1217 CH

CH(OCH) HI I | 5,6-d A—1218CHCH(OCHCH) HIT | |

%Ao@égaer, preferred are compounds of formula 1-B wherein R? is C;-Cg-alkyl, especially
ethyl.

Preference is further given to compounds of formula I-B wherein R®* and R* are both
methyl.

Moreover, preferred are compounds of formula. -B wherein R*' and R¥ form a
cyclopropyl ring which is unsubstituted or substituted by 1 to 3 halogen atoms,
especially chlorine and bromine.

Moreover, particularly preferred are compounds of formula I-B wherein R* and R*
form a cyclopropyl ring which is substituted by 2 halogen atoms.

Moreover, particularly preferred are compounds of formula I-B wherein R*' and R*
form a cyclopropyl ring which is substituted by 2 chlorine atoms.

Particularly preferred are compounds of formula I-B wherein R* and R* form a 2,2-
dichlorocyclopropyl ring.

Preference is further given to compounds of formula I-B wherein R*® is C4-Csralkyl,
especially methyl.

Particularly preferred are compounds of formula [-B wherein R*', R* and R® are all
methyl.

Moreover, particularly preferred are compounds of formula -B wherein R*', R® and R*
form a moiety 1-methyl-2,2-dichlorocyclopropyl.

Preference is further given to compounds of formula I-B wherein
R’ is trifluoromethyl;



10

15

20

25

30

A-1219 HI C | 5,6-C A—1220 CH(CH)CHHI ||
5,6-C A 1221 (CHz) OC H H | 5, 6- Cl A—1222 (CHz) zC
woRMss@2 | 5, 6-C A 1223

(CHZ)%C HF HI | PCBHEP1004/013685
A-1224 (CHz)zC H Cl H | A—1225 (CHz) C HCN

d4_5, A 1227 CH C H
?ﬁnﬁR 7 eﬁ&%d%%?ﬁ%‘"?é& oh8ifes it 1 s 6
5ZCHOCFHI | O 5,6-d A—1230CHCHCHH
R31| and r53 &fé?b1£-6%3@1oHriaylbel taserﬁto@bther 12 2m(CHCy-cydid@tkyHwhich is
FF56-FAI1234 CHCHF F F
!%Best'b"t%’ ?&?&@ﬂ’ﬂ’%ﬁ%&ﬁ%ﬂ FF 5 6-F A-1236 CHHF F F
@SEAe CHCHHF FF 56-F A 1238 (CHz) CHHF F
Ert”.ﬁefenénwerﬁé@%r@éi(emaﬂﬂy bbdép&'ab% Sals-thédeof.R1 R2 R R6 R7
Yn A—124O CH2CF3 HF F F 5 “F A-1241 C(CHs) HF F F
-F A-1242 CH CH(CH ) @@E?S6F -1243 CH( CH 23
EPI’“H—"?V FPrFfGSGF@BF'SAQ!LV?M"C( (ﬁlﬁe Brdimethiipeppionamider-g,(2, 6-dichloro-
G, GHtifNSrs p-tblyFhydrazdne6 - Farft 1 2KM4EtR- 203 icRldrdSHagethyi€ydiopropane-

rpoRarioR ZAeH ehiofe ool riiofg Rucivfalon X D0 ¢ &,
CHHFFFJ5,6-FA1251 HF F F 5,6-F A-1252 (CHz) C
Fuherhhdre, pdrticuldr-grefrdntawiliCréspeét thl théNukk in EhdplaséntFinvention is

Adrot & 2ortpddné o bl B1 SpEethyl-2,2-dimethylpropionamide-2-(2,6-
dichloro-o,a,c-trifluoro-p-tolyl)-hydrazone):
CH,

Cl HN

N~
\N&{CHs I-1

H,C CH
CF3 c 3 °

Moreover, particular preference with respect to the use in the present invention is given
to the compound of formula 1-2 (N-Ethyl-2,2-dichloro-1-methylcyclopropane-

" carboxamide-2-(2,6-dichlora-o.,0,0. -trifluoro-p-tolyl)hydrazone):

CH,
Cl H HN
N‘N/ -2
H,C
CF; Cl cl Cl

Compounds of formula | and compositions comprising them are preferably used for
controlling and preventing infestations and infections animals including warm-blooded
animals (including humans) and fish. They are for example suitable for controiling and
preventing infestations and infections in mammals such as cattle, sheep, swine,
camels, deer, horses, pigs, poultry, rabbits, goats, dogs and cats, water buffalo,
donkeys, fallow deer and reindeer, and also in fur-bearing animals such as mink,
chinchilla and raccoon, birds such as hens, geese, turkeys and ducks and fish such as
fresh- and salt-water fish such as trout, carp and eels.

Compounds of formula | and compositions comprising them are preferably used for
controlling and preventing infestations and infections in domestic animals, such as
dogs or cats.
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A-1255 (CHCHCF HF F F 5,6-F A- 1256

( C H OCH H
FFF56FA—1257(CHZ) CHOCFHFFF

CH )
5,6-F A-1258

warhospsadht H F F F 5, 6-F A-1259 éycl 0-C H H F PPET/BPR04013685

A—126O (CH ) ZNHCH H FFFB5 6% Particularly preferred

IRRAlatonS T e Dicde ae T Som ST iopi 5y B hien iy lce, bitng
(de Bjckeh apsdinbetg, |ksd%hbltimg riéesormusqold (fligsorfieshymyiasiic fly larvae,

éfsagr%tgaﬁ&gdﬁg@mly chlorine or bromne; R2
%Zr C-C-alkenyl, C-C -alkynyl, or C-C

-cycl oal kyI V\,hl ch may be substltuted wth 1to 3
fbé cxpapoaindsrsnf formda- Cand | ¢opmpoifiions Gomnprisingt them &ee Isyitable for

&ﬁis%@r% Wﬁbrﬁ@?coﬁfr@l & dcte &tl/oroendBprrddted. akRY are active
% r to ] eg gfe@%&%ﬂl kyl which may be:
ﬂrﬁf’g'& 5?9 lPrf by 1 to 3 hal ogen at ons;
R33 is hydrogen or C C-al kyl, or the enantioners or

YBé e6mpalindsyof d6HRI ﬂ@r'eﬁésﬁed:lélg/ dgeeu ésrcontbyatihg e€toparabites.
gi ven to conpounds of fornula I-B wherein R/ is

trifluoronethyl. Preference is further given to )
Coepemnesnds of derawla || ar aFRecially upefih JoRsompating, parasites of the
fNbaingtRdertPine @peties nesfeetivedyl are conpounds of fornul a

|-B wherein R2 is d-Ce-al kyl, especially ethyl.

Preference is further given to conpaounds of fornul
flezs (HBRNAPIAREY G CRIPCRmBlioRs: felive CATIOCoRRRIEES, €A, Xenopsyla

phedpey, IPetbxdriarsy Tpoga fenattans, cmauN @sdps Blustfesciatos, R31 and
R32 form a cycl opropyl ri ng which is unsubstituted or

substituted lto gen at ecially

P GPAGhES afRIBIar BT Bt obe-. Blgiiella adraenGan Elatisla cgsahinae,
Pedplanstp o wndsicaha,f drarplancia- Bapdmcrel FeRBlanetad bRBMebpr Reriplaneta
ﬂl/l%%@b%b %}anéfar%s\f)‘ala‘%}ée' ShEBBgs 'fohé’ﬁt@ﬁ% by 2 hal ogen

ver, particularly preferred are conpounds
of formula I-B wherein R31 and R32 form a cycl opropyl
fliea g musigaitodss (Biptesa), taug.edediss 2egyptibrAedesaslbogictus, Aedes vexans,

\Aﬁégﬁﬁﬁa% Heﬁy eféglgbfeq r.sf‘nr atQIbeRHE dSAgt‘; of{:e%sm’érﬁabnsB Anopheles
Al H@anus Anopheles gamb?ae ?\nop eles f?eebornl anop%efe)agyleucosphyrus
Anopheles minimus, Anopheles quadrimaculatus, Calliphora vicina, Chrysomya
bezziana, Chrysomya hominivorax, Chrysomya macellaria, Chrysops discalls,
Chrysops silacea, Chrysops atlanticus, Cochliomyia hominivorax, Cordylobia
anthropophaga, Culicoides furens, Culex pipiens, Culex nigripalpus, Culex
quinquefasciatus, Culex tarsalis, Culiseta inornata, Culiseta melanura, Dermatobia
hominis, Fannia canicularis, Gasterophilus intestinalis, Glossina morsitans, Glossina
palpalis, Glossina fuscipes, Glossina tachinoides, Haematobia irritans, Haplodiplosis
equestris, Hippelates spp., Hypoderma lineata, Leptoconops forrens, Lucilia caprina,
Lucilia cuprina, Lucilia sericata, Lycoria pectoralis, Mansonia spp., Musca domestica,
Muscina stabulans, Oestrus ovis, Phlebotomus argentipes, Psorophora columbiae,
Psorophora discolor, Prosimulium mixtum, Sarcophaga haemorrhoidalis, Sarcophaga
sp., Simulium vittatum, Stomoxys calcifrans, Tabanus bovinus, Tabanus atratus,
Tabanus lineola, and Tabanus similis, '

lice (Phthiraptera), e.g. Pediculus humanus capitis, Pediculus humanus corporis,
Pthirus pubis, Haematopinus eurysternus, Haematopinus suis, Linognathus vitul,
Bovicola bovis, Menopon gallinae, Menacanthus stramineus and Solenopotes
capillatus.
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Preference is further given to conpounds of fornula
|-B wherein R33 is C C-al kyl, especially nethyl.

wo005i0834bar |y preferred are co%?ounds of f or muPGEI/EPIB04/013685

wherein R31, R32 and R33 are | methyl. Moreover,

rticularl referred. ! f for = :

ra&%rpal'-[?ﬂ ’c r&gezs @ﬁ%@%s%qgiz%?gflgg) e.gc.’ I)?Bzyeg sl:a;%lans, Ixode:s
holaestciis -Izodesd paeifiense dytpligaRIaIS. Sidsinausn fermacentor andersoni,
Derhdgntdd Vﬁ‘é}ialbﬂisPPWﬁblinﬁrnaf armemietnan, - BAwibeyoeima Rimaculatum,
AP SIEE, ol ThgaleaRP b HRAL Hblbrpee) oo
Ormithenyspus dacetbgndhBermayasySifinagr to form C -C
-cycl oal kyl which is substituted by 1 to 2 hal ogen
" - - T | .

BRIyl Pere (PN C.G RIS gpp., Cheyitiele
grres Omiheenqyletigispen Mygbia spp., Psorergates spp., Demodex spp., Trombicula
Bpet ?Miro&o?usjéﬁrlv‘;‘,t Ayarps epp.p Mpropbagud-od,, 6Caloglpbarsaspp,, Hypodectes
- I Q- - Y, e ,
o OIS ol Vs JOEE SORC Bl oy Dtadpctes op, Sarcoptes
PR 2N@ioalieR 5GP onRIITPFIRES - GY0LNePI SPRy BN AGAUIOSIOPESS Spp,
Furthernore, particular preference with respect to the

gﬁs? grﬁb&%{&gteﬂd%s ek MERILARN Cirfedheifptdrls, IREIRERBHAS Triatoma
ERp-cRRAgANILS S8Pqi RAASHONGHSTSEna AE/US CBIS:  di chl or g- |
, -trifluoro-p-tolyl)-hydrazone): CH J 1-1 HCCHYV
Ahbplurida M.g.ﬁé&ﬁéﬁbﬁnu@?ﬁé‘, QHoRhatPLS (SPhe EiicMidsNspp., Phtirus spp.,

respect 'to ein present invention is given
80 SRENERIBDSY of formula 1-2

(N- Et hyl - 2, 2-di chl or o- 1- net hyl cycl opr opanecar boxam de-
ioftl=C Arriblyckfida! Y- RschAbddrinay,deaz Omarh .
K/raflgFDHHT:aI%ﬂan- géﬁcoq?er? Ir % (]Jup?]ds of prornd)zgy an fano;;on SPP
821 (PBns G BPnc el 3o AVETBFABIS SO deplspriron sep.
doohadertessgpandd ebscdnspmg i nf estati ons and i nfections
ani mal s i ncludi ng warm bl ooded ani mal s (i ncl udi ng

%Uﬁm?m%r}qierﬁéﬁﬁa: They are for exanple suitable for
controlling and preventing infestations and infections

in mammal s such as cattle, sheep, sw ne, canels, deer,
Méipewermspiagd , Trisbirlosisy (Trichedringida)y ot Trighigslidari (Edghinella spp.),
Pl cRUri®aE) Frichuris spp., Capillaria spp,

Rhabditida, e.g. Rhabditis spp, Strongyloides spp., Helicephalobus spp,

Strongylida, e.g. Strongylus spp., Ancylostoma spp., Necator americanus,
Bunostomum spp. (Hookworm), Trichostrongylus spp., Haemonchus contortus.,
Ostertagia spp. , Cooperia spp., Nematodirus spp., Dictyocaulus spp., Cyathostoma
spp., Oesophagostomum spp., Stephanurus dentatus, Ollulanus spp., Chabertia spp.,
Stephanurus dentatus , Syngamus frachea, Ancylostoma spp., Uncinaria spp.,
Globocephalus spp., Necator spp., Metastrongylus spp., Muellerius capillaris,
Protostrongylus spp., Angiostrongylus spp., Parélaphostrongy/us spp. Aleurostrongylus
abstrusus, and Dioctophyma renale,

Intestinal roundworms (Ascaridida), e.g. Ascaris lumbricoides, Ascaris suum, Ascaridia
galli, Parascaris equorum, Enterobius vermicularis (Threadworm), Toxocara canis,
Toxascaris leonine, Skrjabinema spp., and Oxyuris equi,



10

15

20

25

30

35

40

donkeys, fallow deer and reindeer, and also in
fur-bearing animals such as mnk, chinchilla and

WO 28083302 bi rds such as hens, ese, turkeys apPdI/E@PIR€013685

and fish such as fresh and salt-water fish such as -

rou arp . ounds of fornula and
ﬁﬁh%’?' Z‘(Sr{ﬁeéf‘ﬁ (fggmsa&o n‘gbl y used for
cont rolling and preventing infestations and infections

bﬁirwa {)q %afagq%pﬁ Vﬁ}éﬁ@r&l’é sséséar@g,a o3 Sdn’&f;&?ér@é 5ﬁk5‘SDlrof"lar/

| oode s and fis no
SRR P4 ‘ité"’”?’ﬁéesl’ﬁbr%‘?{a”? iR Flagprhon ﬁa§%‘f b%ﬁ”?ce"’a lupi, and
kationelmatsppg flies, nuscoid flies, flies, nyiasitic

fly larvae, chiggers, gnats nDsquitoes and fleas. The

( oun f formula a ons_conp t he

igg}%gw ?‘SB‘?@ f ofOIET® ¢ e{%cgn&wn‘g?@]a Hon-&Yst eér‘f t@%:ﬁppaqus SPP-;-
daccacanthosydehurs indinaaessancc@ncigdlegpar e act i've agai nst

all or sonme stages of devel opnent. The conpounds of

rmul a I |y useful for conbating
E%”@B%f?sa@reﬁgém?@i’] *®/conpounds of formila are especially

useful for conbating parasites of the foll ow ng orders
Eftes PETeBSt0dA)E SEEC LFaCRIIY : sgol, e FEsdiStbinES r}ﬁ§§lﬁ aParagoBimus spp.,

L IR (e

driehandkarpiewopu darigstiatat Haragemews saphasd NBnagyeiss wop.
Bl att odea), e. g Blattella germanica, Blattella

ErRhioe 2y i AORCdef TRt raneli A@;}a%i =Dl 8Bofium .
il

PeniasPan Epamamﬂa SB&i Ry ICé(wa canintma Myfticeps spR-sHymenolepis spp.,
Mesesestdidssispa. OgempitdIgsis s6y., MenigziaAppe AAnaplyebhala desleSirometra

t pha | udens, Anophel es
%Uﬁb%ﬁ&f’h%%ﬁépéﬁﬁ%ﬁéﬁﬁg Anophel es al bi manus,
Anophel es ganbi ae, Anophel es freeborni, Anophel es
Tae cospbydssof farmoyladlapg cvmpositions éordpininbethem are particularly useful

IR LOMRHLEIALEs fr6fithd BRRIADIKNEE iphdrdks BH hxqjda

ZZI ana, rysonya hom ni vo , rysonya macel lari a,
Chrysops discalis, Chrysops silacea, Chrysops
Mdreoveer, tius useCofcthe icompbandsoofi forimuda band €onphsitins @ontaining them for

‘9@% | deG @k s, Cul ex pipiens, Cul ex
%%n pal pus, &J%xésgg?l%@ﬁ%r ﬁ%ﬁat us, Culex tarsalis,

Culiseta inornata, Culiseta melanura, Dernatobia
Moai uses of Fhe ntampranids udfafarsulaGh sanelr oprlnpb&itions containing them for
bBﬁwE%dg'Tﬁéé R a fHHAS S BR R ePitodFent O #RSIréenR fvBAlidrS

d ossina fusci pes, d ossina tachinoi des, Haemat obi a
irritans, Hapl odi plosis equestris, Hi ppel ates spp.,
Hy:ﬂbefmoma the neaoathem@mp@uoﬁmp‘sfonwla ¢agd composiliens containing them
¢HRbhbAtind-Heds ik @ssetilyprefelrti@i | 1@ sericata, Lycoria
pectoralis, Mansonia spp., Misca donestica, Misci ha
st abul ans, Qestrus ovis, Phl ebot onus ar genti pes
Pber ugsh of dhe otampsiuads cpfsfqmsplaorlaar@u sempesitionsr eentaininauhem for

RbirbHiiAg tRRE GOPRrter PRESRSd Srabstimbst of §% ErRBERJIAvahEon.
Simuliumvittatum Stonoxys cal citrans, Tabanus

S'i\éh%,c’uf‘ %Bptjqﬁﬁ‘f-'tﬂ FQ%P&’%?G%%&%W ‘éﬁgaf gam ﬁ Tab?jgo%parasdes
¢mphdwermshrediateda) shdrayrheadedowerpisrand, planarians).

Administration - can be carried out both prophylactically and therapeutically.

Administration of the active compounds is carried out directly or in the form of suitable
preparations, orally, topically/dermally or parenterally.
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Pt hi rus pubi s, Haematopi nus eurysternus, Haematopinus
sui s, Linognathus vituli, Bovicola bovis, Menopon

w@adosiosse2 Menacant hus stram ngéjs and Sol enopOPEEEP2004/013685

capillatus.ticks and parasitic mtes (Parasitiformes):

ticks (lIxodida), e.g. Ixodes scapularis, |xodes

hol ocycl us, 1xodes pacificus, Rhiphicephal us

Eemorai adumlstraéaprmt@ evaror-blaaded epials, (1Be defeuta 4compounds may be

wahlRRd bs anfdl K68 Bariiial fesainpi@mish Byiptardest cohcdntrates, pills,

?ﬂl:l]tkltg?? :%grt%gt Eﬁrq%ggg,t F&kérl&ﬁ%’ Hélst 'tgb'giét p%|8£6§ and capsules. In
acditean, thm@rrmelarfmmpgu@dsg@py,bﬁ@@lmlmg’rprqqiete,ta%ammals ln their drinking

WReP St dr iRt RImikiBFathwa tHedd skage A6in oiasen)sheuld.prédas thiei ehimal with

o B e

preksralopméth 055 Bk (0 A0R ma/ke ghanime) redyma pep iy
Cal ogl yphus spp., Hypodectes spp., Pterolichus spp.
rg%@{ Brc' tl’?sg?c)rmu%?g%rﬁp&&?dssﬂgy Pgne rﬁ?ﬂﬁﬁfe?éd #PBnimals parenterally,

@ythgmp@; typ@trarlg'ﬂlaalLam;;mgq%lﬁreg\tr@ﬁ@%%gu%:subcu%neous injection.

Thiet formaiber | sddjpouilsremay eod Wispansed Gr natizsdiveddi firt ex yshysiologically
%?c%grdbﬁgcgrﬁgé derss'ubzutbﬁ‘é%’alp{?gﬁon ARSQERS, fﬁ%ﬁormula | compounds

_ s critatus, @EL{ ? sdition th
@ay be-fas tazcﬁq inia appimplant; fab gHRGYRNeoYs @dmimsiEption; ([ addition the
fobpula Pbbipounds pray, ba tdnStereratip eidesnisiprd tanhioaksadiod parenteral
%&rHR%“tr%ﬁéﬁ‘ AT RLYSES 1A GHodeh %ﬁ&ﬂ&""p%\)ldéaﬂwe #hirflal with 0.01 mg/kg to

DO pBERR oY WA Pot Ay Wi FuBy)sohipound’> €' &

Trichodectes spp., and Felicola spp, Roundworns

H? rﬁ}ﬁf’a hl ] F?ﬁ@'féfgﬁ'néﬁl‘_glsyﬂecgbﬂﬁa'téplééﬁry'té s Bhidd Methe form of

rc I a Trichurida
q‘P?CHH?th pg\ﬁgers €q % al'l Wﬁ&ﬂw?m& S, spé)t-on aAd pour-on
Rinabitions asgpin Ghtnwengy lavi @lblg -waigr. or Melterdeoh agrosions pfor topical
ﬁ‘é SIRAEH, | s afd Spravh ru%UQW ESNSRID.5 pPRLY 9O PR ARY preferably 1

W%%%Qmaﬁ %n tHgﬁBrqu‘?:é&%E}uﬁ’?H[sﬁ Hgoeﬁgﬂgw‘“@e fmula | compounds
matyé}etfagnuiateppas ear@gqg@r aaIma . parqulmly(g@iadruge@%uch as cattle and

ocaul us spp., Cyathostoma spp., Oesophagost omum
spp., Stephanur us dentatus, Al ul anus spp., Chabertia
spp., Stephanurus dentatus , Synganus trachea,
Buitgtle prepatatioppare: Unci nari a spp., G obocephal us spp.,
Necat or spp., Metastrongylus spp., Miellerius

g SB | éO'%ﬂg 1S P'ﬁ] %é ?Jf% rﬁé@ﬁ DI u z:of?&a[?'lXFtégr}grls éﬂ-ﬁ éo‘?ﬁ]iﬁpé riffon after dllutlon

ab§pluﬂ@185for awormmecqlwpwylﬁ@oﬂgﬁa‘yl’ges pﬁq_;rgg-q)rh rmulations, gels;
roundworms (Ascaridida), e.g. Ascaris |unbricoides,

éﬁf 2 W'S?O%%manésg deﬁg%n%.rh r oaéf a{)la éls a%ﬂHr‘ﬂEﬁ’é&]on seml-solld

us-vermcurarts oxocara cani
ToReeresatioss] eoni ne, Skrj abi nena spp and Oxyuris
equi , Camal | ani da, e.g. Dracuncul us medi nensi s (gui nea

Br u?orr%ffl LfidHe 1@1%& e a-E{f\?el @&h@%ﬁﬂ 5 PY&%E@Q@F\'aﬂ ohtfrent base or in

ocerca spp spp. a
Di @étoél’r'@ﬂ\@m{ Of pter-isef SMUISIAhPASE; E| aeophor a spp. ,

Spirocerca |upi, and
- Solid preparations such as powders, premixes or concentrates, granules, pellets,
tablets, boluses, capsules; aerosols and inhalants, and active compound-containing
shaped articles.
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Habr onema spp., Thorny headed worns (Acant hocephal a),
e. g. Acant hocephal us spp., Macracant hor hynchus

whmsdsxereus and Oncicol a Spiyg Pl anari ans PCT/EP2004/013685

(Pl at hel m nthes): Flukes (Trematoda), e.g. Faciola

%@rﬂposd: @ tﬂgﬂlbqgrslngﬁ reFﬁ‘é;?é}QE‘ 'b?‘d%sé%g the actlve ingredient in a

SHGbiR<saenSaRg SpiaTENL 2O 1O JRUBRIHts HoH Fo s, bases, bufer
#liis) presaivativies, &ed sglubiizens Thppolutiansiarediiteogceanstfilleg sterile.
Cer conmer onor pha, in particular Cestoda (Tapeworns),
e.. Di phyl | obot hrj p,, Tenia h| nococ
Siifsble wsyan's erernvEiacia f%?@?éewsﬁ‘gpsac HoflgTas such as
sthanol, betanole beozyl edcahiph.glyceeatppiopylepé gheph. polyretmlmu glycols, N-
SROAIAISRR and MiXtORRIthéredPP- .
',ir%g‘z' y@e@ﬁéﬁ% spphjﬂ and alljlymelno | epi sespp The conpounds
of formula and conpositions containing themare
Plaw tadtive acomposeisularf ovptionallyc diet rdissotyed piss physielegicalhe tolerable
gg%?éb‘fe B Qrdictic o RRRAZRS StitabRr InjxdibAa. Mor eover,
e use of” the conmpounds of fornula and conpositions
contai ning them for conbating nosquitoes is espem ally
Puitsds rsaiubilicees e edivertie wiahopiemetef theodisaelbticm of the active

jdt 1iRNShe Offaf nédl'\@ani hem bl‘éﬁ/eﬁtoﬂ&at prégipidtioBs Egarfiples are

rth ferred in 0
PP B0, e PORURG; PRe"Bbrm BNGDEET S miyq bl and
p@mstfwla@ctsqrbltﬁwa@rng them for conbating fleas is
especially preferred. The use of the conpounds of

Q. | a_and Go o't' | : .
SR B GRAR OB RS, 5808, N:RoilAERbe T SATDkERR: <o
estersnandn-buanel.compounds of formula also are
especi ally useful for conmbating endoparasites

ér_%r usnoﬁm@lﬁgsarg Aé(‘]%glﬂ’ gf%{e(} %Ré&x, %ﬂg@ﬁjtré’ﬁ@g %P %ﬂﬂunl%tereﬁ orally after

D il 80 &8 by SPRPENTaNh A Saliqrs S0fPaNceniFaies gpe prepared
aécordiifg a6 tHevstateosfiine attsandsascdascribet abdvedior éjddtipn eplutions, sterile

%@gﬁéﬁf*%g{ beﬁ%b?%jsga@r eparations, orally,

der or parenterally For oral

adm ni stration to warm bl ooded animals, the fornul a
semmmmﬂﬁ useyom ¢hd skimsra ttdaklezs omynspread beedﬂzbedﬁh,nsprinkled on or

?g PLE egm xes, animal feed concentrates, pills,
o) ?lons past es, suspensions, drenches, gels,
t abl et s, boI uses and capsules. n addition, the fornula
solmﬁommcﬂa 0%y onethadskimiase @regaréd acherding toathe siate lobithe art and
Eéd?glhﬁ%v\ﬁﬁaqus c{: gérlﬂérdaébcﬂ@r@op'uﬁéét%h' éHlutndnEesféﬂ%aﬁr%cedures not
orm chosen provide the animal wt .01 ng/ kg
Peing GECFRFERYG of ani mal body wei ght per day of t he
formul a conpound, preferably with 0.5 ng/kg to 100

ﬁﬁh@oﬂ?ﬁ% Blertodhe ‘ﬁ@l&/&@%ﬁ@ﬁé ghRYl, pﬁéﬁ)ﬂréﬂﬁ’ériovedhénoxy ‘ethanol

55‘{-35.5:{1%'} gm;hy?f%‘g%u& gﬁ%ﬁage 2l :ﬁe{‘é‘?i‘}ﬁ', ﬁtgfars SR gsagﬁyleneglycol
alkytethens celar diprapyleaglyaelusnonorsethyethahe dgtorsn; jsiehi @s. acetone,
HanyIQRBE O MRRSHSIR MRYdridBarBbAPEr S@j@t@tﬁledl a6d! v@dttietic  oils,
?Hﬁ%@ togmatides ainisfyBER fa“k"ﬁ FREEUE] Solstdls Btk RAEAHEnate, and

m|xtures thereof.

It may be advantageous to add thickeners during preparation. Suitable thickeners are
inorganic thickeners such as bentonites, colloidal silicic acid, aluminium monostearate,
organic thickeners such as cellulose derivatives, polyvinyl alcohols and their
copolymers, acrylates and methacrylates.
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may be forrmulated into an inplant for subcutaneous
admnistration. n addition the fornula conpound may be

W e@sdsBnal |y adm ni stered t ni mal s. For paPENEPRI084/013685

adm ni stration, the dosage form chosen shoul d provide

the animal with 0.01 ng/kg to 100 ng/ kg of ani mal body

wei ght per day of the fornula coppound. The fornula

Gelsyria eppliethjo g spregd Apihe; Y PopIedHesA inde bady SAYitigs: Sels are
ﬂbr@gér{éﬁ_ﬁ‘yoﬁ-éatmb ghilpdns Ginihshavp beearpseparet laardescribed in the case of
PRI s 40 S BB n SRR PO Ml ancnimen
Niggt epnsistensly reskits- sThh dhickeners; pPONed A5pIthe dbickenersigjyen above.
and sprays usually contain 0.5 ppmto 5,000 ppm and

oL ef . . ,
EAEH Bl o0 AT i LB £ DPO e s
emPquagPensirating ihgiskin angractieg, FYsteicat¥adr upeds such as
cattl e and sheep. Suitable preparations are: -

| Ut : | . .
S0l 5 SIS, 8% EBled WO, SRRk Sind B o scive
RN BUISEIS SKBAPREHYP ST 5f NG Fxures. I 3propriate,
dthermalydisries such @s solorariisivisabsoptiangramefirensukmteancesr antioxidants,

—der 1 ion;, sem-solid

@@%??Q%%hgﬁqﬁ%gaﬂ%?%%hs in which tlhe active
compound i s processed in an ointnent base or in an

 Siitabler- waivents orwhiett earef nweier, eafkAnsison divesls; polgethyigne  glycols,
g@g@?ﬂ%ﬁiﬁ%ﬁm lyesish éf?c&@Mﬂ%Fo?natW eltotds Okuch as benzyl alcohol,

S et RLy pHE) Sl 2T S UiPacotte, bona
bengpaten cotbenst siichi py alkared geeli @k seterspeiect @8 ndipropylene glycol
ehbRBIHSI fe‘ﬂ{ecllf,i 'aiiiétm}lér%n g%_@lt ﬁfgﬁ@%ﬁ?j é@l’{?r‘}“k%&ﬂe‘éi §lgcht B|§ acetone,
active edient 1 n a _sui e sol ven 0
el IOk, b b R 4 BBl Ral]Yoryene
tarbbrate s atomgticpandéesr alighaticeydregaibens, yeostablerq. syntstic oils, DMF,
§iﬁ+éﬂﬁ§l§&é‘§arﬁiﬂ@, Eidlﬁﬁ{yﬂ@!i@?\;élsféubhlﬁi ﬁkﬂfyidyﬁrlolicﬁﬂiet albgylpyrrolidone
sol vent s are. siqQl oqi.c . er n
R e T R L
aletiotenie; 1,31djaxe plane avd @hgrwh@rgrl col , pol yet hyl ene
glycols, N nethyl-pyrrolidone, 2-pyrrolidone, and

1 xt.ures, th o 1 [ : [
S BBl S o FARgPR SEnROIREL 092 oyl bk can oo
digaolved presusPpRdsthi ch are suitable for injection.
Sui tabl e solubilizers are solvents which pronote the

. , . ot e , I _ _
SRR Y0P Bl iioR S bREAIEOUE0f iIATOSER! HSkaing i
Bethy \asny$aRFeRd| Myasiate. pdiptrpYiR)e giveQ) gplargonate, silicone oils and

pedalyretthereef with paigéthersplalty aeidsians, toglyesridgs sfatiyl alcohols.
sorbitan ester. Suitable preservatives are benzyl

al cohol, trichl orobutanol, p-hydroxybenzoic acid I
Syitahle ,ana%d@ntéLﬁrarﬁ&iﬁ.te@%npeﬁ%ﬁfﬂ%%u &5 RelesRILR dpelgbisulite
dicarbitlagid, Botythgdtoxgtblenermitdimirokyanieoledtoooptidrgl. af t er

prior dilution to the use.concentration. O al

sol utigns and concenjrates are prepared.
Suitable light staboilllzers are, For example, nm)gntl&ﬂc acid.

Suitable adhesives are, for example, cellulose derivatives, starch derivatives,
polyacrylates, natural polymers such as alginates, gelatin.

Emulsions can be administered orally, dermally or as injections.
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according to the state of the art and as descri bed
above for injection solutions, sterile procedures not

wheiongseressary. Sol utions for, use on the ski PCHER2004/013685

trickled on, spread on, r ubbe | n, sprinkled on or

SBLBH A8 et a ol e AP Ry oo

what is descri bed above for inj eotl on sol uti ons,
‘Pﬁé‘yr éﬂeeprgb%&%rcﬁ&dﬂﬁﬁg B@ Adive eoapoany eitfet ihtBé hydrophobic or in

T

the ctichiob su@iqymubg‘m@an@, if gpp{@pgatgu@qﬁ)eéguxmarles such as’ colorants,
éﬂé@y t%ﬂeggbbhéﬁﬂg akipdteides! . pRs@rvatiasl opyitieidgants ol light stabilizers,

I et é\% gns such as acetone,
%W %ﬁ’g &romati c hydr ocar bons, vegetabl e
and synt het| c oils, dinethylformm de,

diiE Ny RESHOBIB ;she.seé (ciBpanet ol , sol ketal ,
br Opy#cﬁ.& %r?%{n%tg %%don@ ﬁétHrra%%gLJ?g’dIg%ﬁs sﬁcH@é’s@seame oil, almond

advan R Ckeners
Sui t abile casiprc Il esyathatie  frighcgugfsc SPﬁh oﬁ% rfapgyhg{;gﬂn%sblglycende
bent ofiglyesridemixtuire dth veigkiablectatig Bcids af thei ahiainfength Cg-Co2 or other

monos | Veg%eleg e@%tﬁra F%t@k{cﬁh%éﬁ féP ?IP{@érldﬁeeH rés %f saturated or

deriv elr [2&9 ry
acryl am@éurated ﬁ’gt/ P%ﬁs&b’ §§P§°§Faé“’ﬁ% SRRV g OHPS fono- and
spr eadighygefides ofienCpC,j fatty adids,ed i nt o body caviti es.

Gel S Parttgpg&c?%@{e‘?g htéf%w Vv SteSpatdl! HP&%UWI CAHigA Ehexyl laurate,

are escr |

| n j ectiqp&py@@e Alyesh Perlargenaiss qugﬁr%ro? Efaﬂggﬁgq’a&% acid_of medium
cl ear cihaih dength withv saigraied datht atenbols ki drwits lengén Gjs-Cre, isopropyl

resul F@Bo B i %}%ﬁrsﬁﬁ It |c9¥n§fﬁc/€é;?nct Q@idt&&té&eaﬁ%ﬁturated fatty

gi ven ur-on fq at|ons
ot ay 0GR of FhAN Pt el o PP VLR oY sl deoyl oleate
conposthyl pisate, r ethiintactaie, ki fattyl asist ieatgrs stk e syntpetic. duck

Pour - B&;JX AYi&id PJPSdlﬁﬁt?l Bﬁtﬁﬂ@fee@u%brébﬁ%ﬁlp%w&nd ester mixtures
suspe 0{? j ying the active conpound i

sui t abf e %atl bl e solvents or solvent m xt ures.

f appfajtyralta:lhels sches isnirdéaybalcehvl, iettyldedensnet sefyistearyl alcohol,

bi oabgkPiibsHat @Mt i Ng subst ances, anti oxi dants,
I'i ght Qg abi | 1 ze dheS| yeg are added Sui t abl e
solveffl Q)ad élaﬁ: ?%l? él kanol s, glycols,

poI-yetTh);tUEaséhqufool s, polypropyl ene glycols, glycerol,
ar omati c al cohol s such as benzyl al cohol,

oS R SRR SRR SR BBl ool

assarmlmﬂengtw@%themqtyl et hers such as di propyl ene
glycol nononet hyl ether, diethylene glycol nono-butyl

ket h as acetone nmet hyl et hyl ket one,
%ultébl Fﬁpsﬁietrgépsuoh as opyl ene car bonpat
o hy| eae-ienie BefRatants.ae snaebethaniaied cgptop Qilc P%'yethOXV'ated sorbitan
hydr oggdieRRsate, Vegditah! eopbstesiratd) elgiycerl | monbdEarate, polyoxyethyl

di {nﬁ; :%%??&gt ﬁ@é&%nopp@%%o?gfhﬁpl i dones such as

7ol pyrrali done L '
n- oct PP sigfastantg n%lcﬁylaﬁy?"r% f%n@:Iauwl p-iminodipropionate or
2- pyrnédlthd\one 2, 2-di net hyl - 4- oxynet hyl ene- 1, 3-di ox-

ol ane a"n{o%iogel.}f'fa%fa‘nlts,fsﬁﬁﬂ%@-sodium lauryl sulfate, fatty alcohol ether sulfates,
mono/dialkyl polyglycol ether orthophosphoric acid ester monoethanolamine
salt; .

- cation-active  surfactants, such as cetyltrimethylammonium chloride.
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Suitable colorants are all colorants permtted for use
on animals and which can be dissol ved or suspended.

w@iosakd4e2 absor pti on- pronot i ng_subst ances ar e, PEDEP2004/013685

exanpl e, DMSO, spreadi ng oi | SP&uch as I sopropyl

MR e O .
thei an@siorrssich Bs icgtbpxpmethyicelldlose, w%\m&@ﬁﬂdme agg jothsg/cellulose and
ﬁBFdhoéérﬁ/@Ne% Bﬁa&?iafést giRsteSTEISMXNS Yul BRBIS Wolyvngipyrrolidone,

RS gRA bl barbBtre ) ARk Dahahd mele antygide frovetnyiens

@ucmlabd/a(es i aphoidaltsdlisi aczdapsmmtlﬁes pbinesubsipness mentioned.
novant isolic acid. Sui tabl e adhesi ves are, for

Xz %glglsb%l S ewtﬁg re aqtrél)/}%& to§ [ﬁg%rﬂwgﬂrllgl na(%yVSr% prepared by
suspending tEnadtye cagmpesnd bra §d$ﬁeﬁnd§19ea9@at dfragprgpriate with addition of
Qﬁéﬂabbﬂllé%s agué) ast M@iﬁ'ndfnéﬂg&it@n?coﬂfr@'ltsil t hiedbsofptioRromoting

er-i.0 ol | er type. They
Cgﬁ'ﬁr%%e%%iﬁg? Sa%l?yd%mg Iﬁ]’éﬁ gfgp ?'%%gconpound ei t her
|n t he hydrophobic or in the hydr ophi |l i ¢ phase and

higurRaRBb&rdiY ddeints avetdl Hoitogeaba@rdolwntd drel sdlvestt nithiaree.
wth the aid of suitable enulsifiers and, if

appropriate, other auxiliaries such as coI orants,
Siahieweting ggmfﬁt(qh%er?z%m?,k qiRdla empletisry Yun Jeve.
antioxidants, |ight stabilizers, viscosity-enhancing

t s) are: -
S R T ek Y
oils such as sesane oil, alnond oil, castor oil,

Sgmi-Belldi Frebaratibrnec ean tesadministersd amqﬂlyyd:ri tobmahy/dermally. They differ
F}b& JKQ gpép%ﬁsmﬁiér% ¥rl?|%rs'|c?ﬁ dgsérﬁzﬁgdeaﬁﬂ'v Mg%%éiphlﬁh&é\iiéc%sity.

aln len or ot ecl al
seI ected natural fatty acids, partial glyceride
Hbrxther predadtion aif wobd @dep:araumsather adtivd doatpoyncds chixed with suitable

érqtlsylf %}é)ZQ rfa‘?é‘ﬁ/ﬂh %HB@OHISF’&M)HNE;Q ré?idpo?eug{m o tlﬂar@bswed form.

ycerl Cfatty acids, - ty acid
esters such as ethyl stearate, di-n-butyryl adipate,
Beitable eacipiants arel iah pbpsidlegisall tplmablpeplichmgdmbetane@t dhese used

QFe iﬂo’i{aﬂ%%ﬁ%doréﬁlé ¥u@§éﬁ’cé§f INSRSHAIS MR es QR tibr eahiple, sodium

tellégq% p%rbgﬂﬂi tsilf:lgoahqo §85;}0 ! cha%n | e g)((ﬁogencarbonates aluminium
ompesy,ltntmlmamde siti¢ic acisispargillateast Qﬁrﬁtsedretcmtaged or colloidal silica,

6} BRESY h§te‘é’»‘c OFdHi‘ﬁdedlﬁs&Q{c@s G@re, Gor ek A6 Of\Yar, Sdefialbdé, Foodstuffs and

?e&d%gygh Salls obiicy 9 ey S il oot e

coccygeal gland fat, dibutyl phthalate, diisopropyl
%@lt@&é Quxifdibsasrb ?ires!@rO@tNé@Sarft@klahmd afd/bheolbrahtsewhich have been

i'{é Jd?cﬂ? ol s such as isotridecyl alcohol,

el" ¥&anol | cetyl stearyl al cohol, ol eyI al cohol ,

and - fatty aci ds such as oleic acid and m xtures
irsrealitableuad@ilies ys nartahiscamh afidntarsach st magnesium stearate,

{e%(r)lcr:] oa|C|d G hb@rﬁolﬁ{egp%lsﬁﬁ@grghcyr?&lomogihé' Cs%[)gﬂances such as starch or
crosslinked polyvinylpyrrolidone, binders such as starch, gelatin or linear
polyvinylpyrrolidone, and dry binders such as microcrystalline cellulose.

The compositions which can be used in the invention can comprise generally from
about 0.001 to 95% of the compound of formula 1.
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sorbitol and m xtures thereof. Suitable enulsifiers
are: - non-ionic surfactants, e.g. polyethoxyl ated

W@ 2®5053401 | , pol yet hoxyl at ed sgf bi t an nonool eaP@&J/EP2004/013685

sorbitan nDnost earate, glycer nonost ear at e,

§o %8@{% ¥%"8 7 oag p|y%é‘#,ﬂg8@?d &gb%ﬂﬁléﬁ% 1§t Shounts of 0.5

S suc

* mglkgute 00 pagd/kg n@cﬁqyr,mf@mw B19/kgsiei R0HNEkg PepARbNi ¢

surfactants, such as sodiumlauryi sulfate, fatty

hol et her I I r
%ﬁz o&?ﬁ'f??pq{gﬁré%r{saéc?%zas'? g?an&{rﬂﬁcﬁl ﬁ¥ acfﬂ%ﬂg%@(ﬁg)a aes tQ? preferably
ectoparasitest inveonsenirationsif <10 BRIBHO B9 per cent by weight, preferably from
tht&S: 85 bereddny b wangtitUmoed bmferdﬁlyﬁmm ﬁbﬂoeso‘ pﬁt et by weight, most
i liakies.ar n i ch enhance the
e(’ragly{ry%a%%@%%uﬁaﬁgy ﬁhrml sion, such as
carboxynEthyIceIIquse nethylcellulose and ot her
PRipardtions viich skardiibtedebéfoss iusescontath Ythe rophedosads acting against

g&%%}%& & in Q:%hﬁéritr%tl Brs%' PQP&é’r}q'bW:IléI%ﬁtr BIelfﬁrQBI? of 1 to 50

alco ymers o
B@fcpeﬁ‘ﬁpléw&'gahhydrl de, poI yet hyl ene gl ycol s, waxes,
coI I 0| dal silicic acid or m xtures of the subst ances

a al
g{&ﬁe‘;} ; ﬁuﬁ%ﬁ@bﬂcﬁlﬁe%% e FH@a?ié) p%ﬁﬁgsugéfﬁ f&r)hrigi | against
@ PGSt e I eARss fhatiqns o 1 2’@&5@ E r &8 VW?'B t, preferably of 0.05
fppIooper edret by Weightl diety partictilady Ipeefembiyl ofi Q008 do 425 pas cent by
WS@II ng agents, colorants, bioabsorption-pronoting
stances, preservatives, antioxidants, |ight
stabilizers. Liquid suspending agents are all
moapgefared embotimemt ©f dred pesknteinventiont theesom@sitiond lcemprising the

&@hé&m Qﬂ?&ﬁ@laﬂ%éﬁ%@@ﬁﬁ@d cﬁ:frﬁahWﬁtosI&le;ﬁl fiers given

her auxiliaries may be nentioned are
t hose gi ven above. Sem - soI | d preparations can be
bdarifurittser qrefeired aimbpdimert ofpiediapicy!/ applieationyis crndyctet infiae form of

Eérﬁ Jﬂﬂeco?ﬁﬁlﬁlﬁ %hQ;SIegd QI'ﬁ@IeQerllcﬁ'a@%llﬂ@sﬁlbdélﬁ&msabﬁwégs bands for
P c{é,helr [ LS osi t fol For the production of

g’SI‘ %‘? t? SHE S V@ % mound is mixed with

sui tabl e exci pi ents i f appropr| ate with addition of

@‘éﬁél‘dllf‘ﬁi %Sfa@%lfrté%ﬂ y isBliP fér’ﬁﬁjlzlﬁbﬁs @itich Qeldase compounds of

u ients
Eo& % Hbfci%aCI gllll'g?] ﬁ) %%@IB’ 308 n%?/k& hﬂ&ergﬂs/eioamgﬂ(g to 200
019gineoss peferablye2d mgﬁl@q e nsgIIsgsbaw: weight éf theolreated animal in

et ofIRdeWBekB! ori de, carbonates such as cal cium
carbonate, hydrogencarbonates, al um ni um oxi des,

titaniumoxide, silicic acids, argillaceous earth
5pememre@aré@rb¢f tB%EM:ltE%meEIaSB% 88¢ Aeille PlaSJ"CS as well as

=g fthats SMBIhentpiastt @lastermersxaronised. Suitable plzstidsubrus elastomers

f and. f
GFEMELT (S0, VRN, B LRI ot
ée@vqélw@%epvla@m@ég angh (Fo/es A NWRICh o718/ siingignth; SAFEatbls with the

wbinpburtiRv ef Heemulaeint A otetaileab dste of @idstics sanidt alastomers as well as
ﬁa aIétf% e%IJFes fHP{hbfsﬂaééd Qx‘ﬁéleg ld ?I@«%}I 8.aS AR 07§3/086075.

Reai UM St earate, Stearic. acl , talc, “bentonites,
di si nt egrat| on- pronoti ng substances such as starch or
The active compounds can also be used as a mixture with synergists or with other
active compounds which act against pathogenic endo- and ectoparasites.

The following list of pesticides together with which the compounds according to the
invention can be used, is intended to illustrate the possible combinations, but not to
impose any limitation:
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crosslinked pol yvinyl pyrrolidone, binders such as
starch, gelatin or linear polyvinylpyrrolidone, and

walegoshosaaoer s such as microcrystal line cell ul oSECT/EPI®04/013685

conpositions which can be used in the invention can
conprise generally fromabout 0.001 to 95% of the

conpound of formula .00 Generally it is favorable to
Qrgsingphorphetasp Anepbatef Ghierfamviarhes,t Bieainoanbighlaves, Bicmtophos,
DihtHodte, DRI/ keniksthiohayFenthibaf elsaltiiod, MBalkthidn) PBenthoate,

/K er,, day. ady- tn- ' 0 ' h
e e e W
tiazephesisTrichiorfonn Quivie®st Faumapkoss ChiprheximgBrosaephesrthyl, 2,3-
BDidehedithiols, sitrs(@bidinshddphorbeitiinaigr cent by
wei ght, nore preferably from1 to 50 per cent by
wei ght, nost preferably from5 to 40 per cent by '
Geibgmateser eplanyearbns BffwacaPe drarbawtl pEpdosuifane Fenoxycarb,
FoatHddark, Neds@oad\ THszamedte;ng agai nst ectoparasites in
concentrations of 0.5 to 90 per cent by weight,

referably of 1 to 50 per cent by weight. FEurthernore .
vethseidpcalahia-Gieermatyin. SsltamethapnBthaiameray Feayalerete, Cyhalothrin,
bgabds Cykaloibaa; Fsrinethrinn Siaflcefeh, daudfigvatifaté) Trplontethry, Zeta-

. by ] P I f Q.0 p c
BOPR™ siOln, PERMIAR 4ol 18, o P - Shsomes,
BYpsy Mgent by weight. n a preferred enbodi nent of
t he present invention, the conpositions conprising the

ds, Ak O hemy ar &:+&PPLy rreadihive d. .
R kol TS ST MO B M, oo
CHBIUaPURBp! | CXITBRENG CIMOMRRGHSn ¢ RHYVEPkyTGR.  Flufenoxuron,
Hexgfluvmulerg o rtudemiro, seysdwomr t Teflubsnzuret, abiflioiuram;s , Buprofezin,
mdéﬁq@nﬁie@ﬁﬁaioﬁgsﬂd?é%& fBlofdrtading &) bQysHR t Bntagonists:

nd_adhesive strips and foils. Generally it 1S ,
RalbsnoEiie. | VEBBIIontitey 1 ETRHIPIEBne i MYePEREas Eyripronyfen
Methopanes Fefioxyoants H plidich biosyrdihesimipbibitersoBpindiiahefekg t o

300 ng/ kg, preferably 20 ng/kg to 200 ng/ kg, nost

referably 2 /kg. to 160 nmy/ kg_bad ight._of the,.
Reengafolds: rarsHmiie "ciitaldar FRREmfe Rabadoprid! Nitenpyram,
bhiegaprid,i Towaroéthoxam;shaped articles , thernoplastic and
flexible plastics as well as el astoners and

LRGRE! B5L0aSL SO Sl SRt Subhfhe  Robeniam,
poltraawil yManensine Saliyornyaii, ddadusamicinl basglocits Namsiis Semduramicin;
derivatives, polyam des and pol yester which are
fficigntly.. ' i . | &
Vet At BVl SPat Ackltbelic PRAES SafareBhly, Btenazate,
Becifiyse pthusingionsipr o@@d&sessupélf& t K@rieRapEhlogeparRyre sChigrdimeform,
Q'P/mzmeg. DigfeWih#6/ 860iR_tofUrae, aDioferdlary MEMETHSCtnaN Endosulfan,
u e .
EORBEL B8, BuMolbi b FRRABER. S Anetls prociorice
Huichemeiiinastt ofpaPEaTaras. 4120 Zollkdiitigrarnginogyaniing]  carbonyl
RS hzerojs[3t(frliadloatetilt-bhentllathyl} hdenzovitrileyd s L3, 6/6etetrghydro-6-
f)ﬁ?&yﬂ-ﬁnihgi’o%%k&& CaLrék\)/Pu%is%%ed: MilBeHnQétﬁ”dB%Bé}nycins), Moxidectin,
Ustrate the possible combi nations, but not té’-
Praziquantel, Pyrantel, Pyridaben, Pymetrozine, Selamectin, Spinosad, Sulfur,

Tebufenpyrad, and Thiocyclam.

In general, "parasiticidally effective amount” means the amount of active ingredient
needed to achieve an observable effect on growth, including the effects of necrosis,
death, retardation, prevention, and removal, destruction, or otherwise diminishing the
occurrence and activity of the target organism. The parasiticidally effective amount can
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i npose any limtation: Organophosphat es: Acephat e,
Chl or f envi nphos, Di azinon, D chlorvos, D crotophos,

worossobsaer e, Et hi on, Fenitrot h'égn, Fent hi on, PCT/EP2004/013685
te,

| soxat hi on, Mal at hi on, Phenth Phosal one, Phosmst,

1y SPb e erions PR Sarnpla s e Sy 1, VB A parasiticidally
éjﬁemiwgrwgpur@hbbrtbhommnosg\oaﬁo\palﬂoglsm\r%ry aczogling to the prevailing
Borlditng nedh tdy Qésnédspé?é%cﬁ?iépéﬂfeeﬂ & ab@ﬁen%eg&ttsbbaegt mode of

é%?' @bamat% Al anycar b, Benfuracarb, Carbaryl,
5840 £AH oxycarb Fur at hi ocarb, | ndoxacar b,

Triazamate; Pyrethroids: al pha-Cypernethrin,
@gémgggbhéd;ﬂa,n deaitiet paERes Fenval erate, Cyhal ot hrin,
nmbda- Cyhal ot hrin, Permethrin, Silafluofen,
Tau Fl uval i nat e, Tr al omet hrin, Zeta- Cypernethrin,
1 urreSeneening Cyfetthach rtp ntesh drontast eackivity @seinst ateble fly, yellowfever
oS @R BbEse AYRJUNE! Mblafa Médqite,ped fleaOuhd bi&e Hag GER via glass
e%ﬂt%l‘{l tin synthesis inhibitors: benzoyl ur eas:
F'f | uazur on, Cyromazine, D fl ubenzuron,
Fl ucycl oxuron, Fl ufenoxuron, Hexafl urmuron, Lufenuron,

Nmealmgrqzo T doimaaon wals) Wetd trostad afith B@pmbbeélsmluuon of active

R‘g Oéo‘?erh? wf"QCEit&l?é( gat&b %‘Pﬁgf F#Il%é %Q@ed%lﬁéﬁe QB%M@S tc.p éllow the a.i.

%Eﬁ!ﬂ@ﬁ’@b‘i erat teg vial,aas &y giow f%frbeF‘B’iQQf %fnthel\?é’ﬁmﬁr lgﬁ.gcts or ticks

Weresieead intodgadh piatl Theo vl hesd keptnéi DQt°®r and were observed for
I ' : i=COf:

PR, ek B PR (Rl BRI et s tin Tl

Thi acl opri d, Thi anet hoxam Synthetic cocci di 0si s

gonposa@eningomeathdubrtantadbi adritaxs : adtivity odgaimst Relloesfieveér nmosquito,

¢

PObp AR ok BRS S e MRS T P LA Sement.

(Avernectins), Acequinocyl, Amtraz, Azadirachtin,

Bidligpiateanere Baed bk uesttdnenra'sn dhemsfive, |nmd|elnlt wsassimblvbd én acetone

%@(ﬁatcﬂlgtedcmtﬂr\‘jvgfé"f‘pﬁbr o tgH Wi BRESMiRYiofY HRBBEN. NThe final solutions

fent hi uron, D net

EPIBEUOraRPT ST WPIS Paph s Bl ARRIPYmately 10 mosquito
Iar\;aeo(nihhnstﬁe) met antatadgr Wege mdtech bt @achywillo baivee iwges fed one drop of

W@élhé(édh%y ﬂ'ﬁg G?éﬂéé‘ﬁv@re covered and malntalned at 22°C Mortality was

fﬁfg Zﬂ?éy (aé [d§gfl thl‘vqiq ar&f lg‘f?e?rﬁf&a;g _pblﬁgﬁl noele ch:{gaﬁg 8 d%ll; At the end

betheotest termdining live |@yas @etectacaited ramdepercent mortality was calculated.
p@gmélaré@hg@ﬁqﬁhé@éwl e, Levam sole, M| benectin
| bemyci ns), Moxidectin, Praziquantel, Pyrantel,
Pyrl daben, Pyrret rozine, Sel anmect i n, Spi nosad Sul fur
Ee%f&shwsa&phcatﬁd aﬂﬁaébi}tjlmém n general ,
'parasiticidally effective amount” means the anount of -
E‘%“l}ée i ngredi ent needed to achi eve an observabl e
on grow h, including the effects of necrosis,
deat h, retardation, prevention, and renoval,
gestscahdudded with comnbetvdsse fehitilani- Bhd 2 ishewed thy folidwirg results:
and activity of the target organism The
parasiticidally effective anount canvary for the
vari ous conpounds/conpositions used in the invention.
A parasiticidally effective anount of the conpositions
wi Il also vary according to the prevailing conditions
such as desired parasiticidal effect and duration,
target species, node of
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15

application, and the |Iike. Exanples of action against
parasites 1. Screening nethod to test contact activity

wao@sn0si40st abl e fly, yell owf evgg nosqui t 0, hOUBET/EP2004/013685

nosquito, malaria nosquito, c flea, and brown dog

' ia gl ass. contact G ials (20 m
Jebfs PRty BREOR QPP 8RO, cat o th 0.5 m of a

solution of active ingredient in acetone. Each vial

St COMMRR NEIREPPRsEsk Dhtif RamB) NUT ESRGR al TDEys NEoA. THours  to
to conpletely coat the vial and tofall ow f

or, ful .
drying of the acetone. |nsects or ficks waPENBYS QY6 mortality

iScteen@rgyohethpd to teSheontactlestivilyvia gless cartact2 C and wer e

R R S T L AR Y LA

yelloudaysranondtited Apdes Se9Riht act aci® PPR |4dQHst

Yelsombeyuo nDsquj Culex guingdefastidins$e.5mpsq J 4thoursand

R AN B S N D WA S A

es were uysed arenas Lve | grpdi ent

wakilei ssol ved in [Helenerephalidesdelisut ¢ dO0PPM | Rale¥s t o

®Rdvin dlod fick concentrRupiceprmiuzeeded. TheppmnaB-s@dydt i ons
cont ai ni ng appr. @é&v?@ﬁéﬁ@e were pllaced into each
1\

wel | Approximt e nosqauito lanvae (41-instar q) in

Bcraening: raethag e teghigriiast Gotily iviaater treatmené wer e f ed

9BRVIE R nixisqhitc_yer m&@%@gﬂgggh dayL T@prﬂﬂ shemyyere

TR oA | op ey adhaderassat L8 bl AR e

mesianeomoslitoy . At | Aneeheled aimanus t ¢$0 ppamail siakg | i ve

arvae were recorded and percent nortality was

al.cul.ated. Results arge sho i,n. Table . Each test was
sepriudelins it b 4 B Seg dpbAide s, s Conduct ed
wi th conmpounds of formula 1-1 and 1-2 showed the
floelagtiveniggredisnt wes Tisspleed inmpetonetandagiae with eardppuepriate volume
DPa&fRPatedeatic BN r%/ﬁ@ﬂﬁtré%ﬂféd bload Wéré\lém}eﬁe@itﬁ a?@é’cﬁn@ Ehamber

rs. achi.ev o nor [ reeni ng, nNe Q
TG b B BRSNS I ek 1k cRERBEN WA ARy s ves
plasad gyer aBgaiepding shambep g tefd wes ropgdtedfaseaeh of S dose
fé@ﬁ@éﬂﬁrbﬁgrﬁeﬁ%?cﬁagmétécﬁ\l@ingﬂi@iéhté‘.lql#ééirdéﬂuléﬁedi@,ﬁl%llhdiﬁg
[ : P

KRR RS HEREL i 2 By Bk 18 h7edlt, 26, Rere observed a
wedolisdaienals. §ostreldpsts wene cppstuctedauiiisagateig/ kierf mixtues.
Rhi pi cephal us 10 ppm 3-5 days sangui neus Screeni ng
@%P@I to test contact activity via water treatnent
yel'Towf ever nosquito Aedes aegypti 10 ppm 2 days house

nosqui t o Cul ex qui nquefasciatus 10 ppm 1 day
Tests conducted with 100 ppm of compounds of formula I-1 and 1-2 showed an over

60% Kkilling rate of Ctenocephalides felis.
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mal ari a nosqui to Anophel es al bi manus 1.0 ppm 1 day 3.
Activity against cat flea in an "articifial dog"

wW@pansi4os The active ingredi egy was di ssol vedPCTIEP2004/013685

acetone and m xed with an appropriate vol une of
Qﬁéii'rg“ nated cattle blood. 5 m of treated bl ood were
poured into a feeding chanber fitted with a paraffin
wax film menbrane. The chanber with the treated bl ood
was Pheasslofaoaipoants ebfofreglidiing chanber. The test was
repeated for each of 5 dosg concentrations of each of
the active ingredients. Trdat t effects, including
knockdown, failure to feeﬁ?a\s; 24 hours, failure to
| ay eggs, etc, were obseedyatNv@ri ous irbervals.
Control tests were conducBsd with acetone / bl ood

m xtures. Results Tests conducted with O ppm of
conmpounds of forrmula 1-1 and |-2 showed an over 60%
ki | | whereinat e of Ctenocephalides felis.Cains: . The
use of conpounds of fornmula R (1) B=A wherein QS R4
R2 Na N:is< 3, 0or 3NR3. X1 is chlorine, bromne, . or
fluorine;” Rl, R2 are each independently hydrogen, C -C

~al kyl , ﬁ agz-al kenyl, ¢1-C -alkyni®l, gr C-C
- cyciNsa 3 Cr,C-aNiFyliﬁm nar di (CN al kyl ) - ami no,
d- Ce- al kﬁ!car bonyl ani no™ C C-al kyl sul fRhyl, or C C

-al kyl'sul finyl, wherein the carbon atoms in these
%rgups my ?elsgh\l%metmpw%wﬂuqﬂn% ? haICoggn, »
ydroxy, nitro, cyano, am no, nercapto, -C - al koxy,
C-C-h X - C s ' - hal L& hi
C o al Kyl ST Aagecrisqern iy thyBrockh: &gt G ekeny
6- hal oal kyl suCFENRIITEH. O Gt oY KRGl Frgaligmings i -Cor
-cycl oal kyl walkghramino, 0s-Gstaiigticarbartytztning, tCy-Qs-alkylulidnyl, or C4-
groups, or R s BRI @Hthe 'afof atdE iKY, b
mercat o, am b oot (FYETe R A ERg e o e
- al kynyl oxy, =C

1 to 3 halogen, hydroxy, nitro, cyano, amino, mercapto, C4-Cs-

alkoxy, C4-Cg-haloalkoxy, C4-Cg-alkylthio, C¢-Cg-haloalkylthio,
C+-Ce-alkyisulfonyl, C4-Cs-alkylsulfinyl, C,-Ce-haloalkylsulfonyl,
C,-Cs-haloalkylsulfinyl, or Cs-Cg-cycloalkyl which may be substi-
tuted with 1 to 3 R* groups, or

R* is halogen, cyano, nitro, hydroxy, mercapto, amino, C-
Ces-alkoxy, C,-Cs-alkenyloxy, C,-Cg-alkynyloxy, C¢-Cs-
haloalkoxy, C¢-Cs-alkylthio, or C4-Cg-haloalkylthio, C4-Ceg-
alkylsulfonyl, C4-Cg-alkylsulfinyl, C1?C6-alkylamino, di(C4-
Cealkyl)-amino, C4-Cg-alkylcarbonyl, C4-Cs-alkoxycarbonyl,
or di(C4-Cg)-alkylaminocarbonyl;

formyl, C4-Cs-alkylcarbonyl, C(=O)NR®R®, CO,R®, R%, R, phenyl
which may be substituted with 1 to 3 R¥ groups, or pyridyl which
may be substituted with 1 to 3 R* groups,

R?, R° R® are each independently hydrogen or C,-C,-alky!
which may be substituted with 1 to 3 groups R¥;

RY isNRR or
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hal oal koxy, C C-alkylthio, or C C haloalkylthio, C-C
- alkylsulfonyl, CC -alkylsulfinyl, C-C alkylam no,

waleqo§os3402 kyl ) - ami no, C C-al kyggar bonyl, C PCT/EP2004/013685

C-al koxycar bonyl, or di (CrC)-al kyl am nocar bonyl ;

fornyl, C C-alkylcarbonyl, C(=ONR R, CR, RR,

phenyl which may be substituted with 1 to 3 R groups,

or pyridyl which may be substituted with 1 to 3 R

groups, R, R, R are e@@Hy)jndependently hydrogei e, )ar
CrC -al kyl which may e subst)(tutedowth 1¢ rowps
R; Ris NRR or/ (CI—|)(CCL‘I=|-L)( XorX(CH)/H)?‘(IBH

1 R, R are each |ndep dently hydrogen or O C - aI k |
whi ch may be substi t Bt Bdaig @aﬁhllnﬂepe{sldgmwr@enQJC1dE4ealkyl

each independently O, whi%h nﬁHyB’esd’Mshﬂtéchﬁitl‘Pﬂ 8 gkd
p and are not bOth O l'éseé)ef‘ylg(géber@ %'1,2,9”%er the proviso

- C-al kyl am no, Rl EEREAD
can al so be phenoxy or thet p agd e boih .5 0 or : s R

R, R are each i ndepgniasdybyn,sutugasivs, CHC, ikyldhilsy) or phenyl-
whi ch may be substit Ut&ﬂww {th |f1jp lg%tr?fergf(%léﬂsa%dbeoé eﬁégx/or Ci-

and R2 naybe taken toge I ng represen
the structure /(CHz) LCxalkoxYip mare , 2 or 3; X is
oxygen, sul fur, am np,isOdE ¥4-al kyl am no, phenyl am no,
or nmethylene; Z is or phenyl; R3 is hydrogen, C C
-al kyl , C-C-alljésenyils, C-C-alkynyl, C-C -

_¥®
N

Rq

R¥, RY are each independently hydrogen or C4-C,-alkyl
which may be substituted with 1 to 3 groups R¥; or

- R" and R? may be taken together to form a ring represented by the structure

(CHZ),
(CH,.¢

1
r

p.mare1, 2or3;

X is oxygen, sulfur, amino, C4-C4-alkylamino, phenylamino, or
methylene;

Z is C4-Cy4-alkyl or phenyl;

R is hydrogen, C;-Ci¢-alkyl, C2-Cqp-alkenyl, C5-Cyg-alkynyl, C3-Ciz-
cycloalkyl, wherein the carbon atoms in these groups may be partially
or fully halogenated or substituted with

1 to 3 cyano, nitro, hydroxy, mercapto, amino, C4-Ce-alkyl, C3-Ce-
cycloalkyl, C4-Cg-alkoxy, C¢-Cg-alkylamino, di(C+-Cg-alkyl)-amino,
C+-Cg-alkylthio, C-Cg-alkylsulfonyl, or C-Cg-alkylsulfinyl groups,
wherein the carbon atoms in these groups may be substituted by

1 to 3 halogen atoms, a 5- to 6-membered aromatic ring sys-
tem which may contain 1 to 4 heteroatoms selected from
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cycl oal kyl , wherein the carbon atons in these groups
may be partially or fully hal ogenated or substituted

WOwRal/033400 3 cyano, nitro, hydgexy, mercapto, BOT/EP2004/013685

CrC-alkyl, C-C- cycloalkyl, CC -alkoxy, &C

-al kyl am no, di (CrC -al kylsd-am 1 It hi .

C al Kyl sul f onyl ( o?@é—’ éﬁ”ﬁ"?%ﬁ?ﬁoﬂ% gn? %‘L%'}'%]g? %lf(hstltuted
the carbon atons i wnthw&@or@ﬁ@aw ﬂfai//toéh%‘%@‘t atomsetithy Ci-Ce-
1 to 3 hal ogen at oakyl, &8y allgithion@0eekIsaNEHYRIC C4LdlkGsulfiny,
sys tem whi ch may %P—rtt EH”&X&,OI{I{PO,%FEgéﬁ}@?hg%f&g%ﬁ%ee rbon at-

fronoxygen, sul fur and nitrogen a _

substituted with aﬁV‘SdBFﬂﬁsﬁQ?‘?L@ﬁ M3y be substitutagd iyt ie 3 halogen
atons, 1 to 3 C -Catomnad,byl, O C -alkylthio, &C

-al kyl sul fonyl, C Calkylsulfinyl, C C alkoxy, nitro,

or cyano groups, wherein the car%on Etoms in these =
groups may be subsPMERRYUIVHEN May HesuRsiituied with aspycombination of
phenoxy, whi ch may 1ide5suakgen atonesy 1o BICa0yalkyn®i-Gatikgithio, C,-

of 1 to 5 hal ogen -C5x. X ;
Calkylthio, C- o Sisuftort C%fﬁ% %@dﬁ?ﬂf’l(’gﬁ?mﬁy: nifro, or
C-al'koxy, nitro, ofY&PAHB Ry Bége,m é;@a?qﬁyqtﬂ@sgb Fohagroups
atonms in these gro0®y besubbliuted ipytli to Bt kedoden atoms, @

hal ogen atons, or a 3- to 6-nenbered saturated or

partially unsaturated, ri! st which contains 1 t .
3 heteroatons sel e%?e&g #‘:Prge c?%%fgg]ﬂyrai#?ruﬁa Munsa]lura(t)ed fing
ni trogen and whi chsysgmpdichaestainst B aeterpaierys selected from

conbi nation of 1 texywehasdeandhidtEen and @hizgh maybe substituted

al kyl, C G al kylthj = al kyl sulf
L ol kylsul £ nyl ey EobEMGH AT natogen atgms, 1103 CrCe

Xy, nitro, i
groups, wherein thé’kﬁ'aphrgﬁ'aﬁ%’é?i% GrCeplkWaulignyly Fs-Geeakylsulfinyl,
be substituted by C;40g-akolylnitee or ayamusgroaps3 whieeein the carbon at-

6- menb d sat t |
System whi cﬁacﬂﬁ?a?%iﬁth?gééhﬁé% ATRTUS R .0 hglooen

oxygen, sul fur and® ogen and whi ch is unsubstituted
or substituted with any conbination of 1 to 5 hal ogen

atoms, 1 t0 3 &3 §s Blnddthberbd Satatded SiaPyall '

C-al kyl sul fonyl & Cat j; Ife #ﬁd Beta ?Erfgﬁzr@g system

_C hal oal koxy, "Righcn aa}s: % etgicaings S‘?T?Fé? M GRYIRMy Sulfur

bon atoms in thedsitggenpsd whigh irusubstititedice dubstitdted witB any

hal ng g n ?L olnrs; c&nbﬁéti&fﬁf %@hdlé@&pﬁ&ﬂ&g{ tors By-er a0

or -al kyl , -C - koxygar bon

-al kyl ami nocar gé-ggra’lkyg{)lod{f‘(é@?%%{'@yfﬁ)Qe-alkylsulﬁnyl, Cr-Ce-
alkoxy, C4-Ce-haloalkoxy, nitro, or cyano groups, wherein the car-
bon atoms in these groups may be substituted by 1 to 3 halogen
atoms;

" R, R* are each independently hydrogen or C4-Cg-alkyl, C4-Cq-
alkoxycarbonyl, C4-Cg-alkylaminocarbonyl, or di(C,-Ce-alkyl)-
aminocarbonyl, wherein the carbon atoms in the these gro'ups may be
substituted with 1 to 3 groups R

A isCR%orN;

B is C-R%orN;

W isC-R"orN; -

with the proviso that one of A, B and W is other than N;
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am nocar bonyl, wherein the carbon atons in the these
groups may be substituted with 1 to 3 groups R; Ais

wa285/068400;, B is CR O N WE0s CR7 or N W t RCTE®2004/013685

proviso that one of A, B and Wis other than N;R5 RG,

R7 are eache wdagg%ga?mhlgﬁe@éﬁﬂ Hfdﬁo%él?"hggggn @r&r ano, amino,

cyano, am nd, nerca
_al kenyl, Cmercapiok YﬂfPnyé < 'k}f‘y r-Gag-alsenyl, C2-Cro-alkynyl, Cs-

C al koxy, C @-@Jclqallqmmecs-aﬂic(xﬁ Cr-Gt-kiKylpmamo, mii(C.-Cs-alkyl)-amino, .

d- Ce-al kyl t hi o Uhikylifony106r &-Ce-alkylsulf
<o kylsulf:¢1 \Aﬁl‘%l@ éeh yélifony106r &;- aakylsu inyl, wherein the

b t
groups may kf@ %%%tpmsuﬁ Sﬁ/l%fc?\‘%ri "?‘%’ @e o tyg 4—4’@1 Eto 3 groups

6- menber ed &Ronmatic ringsystem which may contain 1 to

4 het eroatons sel ect ed from oxygen, sul fur and

nitrogen an i tuted w

d be, subs
conbi nati on %%Ih [ '6'3 Eﬁdo‘?jgﬁ‘ag fpgsystem Wn§ﬁ@¥ay contain 1 to 4
-Cal kyl, C reitrabtoatsksaiected fran kygan, Bulfir apd nitrogen and which

C- hal oal kyI trhé)ﬁ’be SUbsttabd VAR éhf/ @Wbmaﬁ%’rﬁbf 1 to 5 halogen atoms, 1

o ﬁ;: L frctets e ﬁ@@%lk&?@ ‘o aﬂﬁ@gp%gfce haloalkyithio,
mer capt o, hy@r@e@lkyléh*fwl Q11Q6f&ﬂ<yl%¥fmay&&@Mylsulfonyl C+-Ces-
wherein the %mlm@mﬂa%-dlmechQhébamaXy,bﬁercapto hydroxy,

substi t ut ed %}%ﬁ"lh l:h rB r%ggﬁé)grr&ﬁﬁg JvheYelhﬁhé‘X%BQS[bnE in these

hal ogen,

- Ce- al kyI cgroups@ﬁx@ﬁ;ﬁubstttute@:“ﬂtal1kt9r%ﬂmur@ o

- cycl oal kyl C G al koxy, C-C - alkylamno, di(CC

6) - o kyh@hjfdmger(; hatoglek ydytahd mitrérabina,| Hydrexy| fneroapfo, 6%4-Cs-alkyl,
o & -al kg eldidiy cz.vzvﬁeangyw t%%eqafcwkwtcﬂ[@a-élﬁo@hﬁﬁle-

8rguD2r Y%Fln? énéqg 1'¢P| é{l@ gﬂg}eglkylsulfonyl or

veterin a31+¢3,<al&xdsmmw.b4/lmrelaltlu$ carbome gtomssin ttihesecarbups ay be sub-

conbat i %tuﬁé’dﬂﬁhtﬁé siglo@dR®on ani mals. The use
according to claim1 wherein the compounds of formnula
are conmpounds of formula I-B Y NHR2 - N-N=< wherein R7
is ghlorigpe1ar2trifluoromethyl; RS and Y are each
i ndependently chlorine or bronmine;R2 is d-C -alkyl, C
-C -alkenyl, C-C -alkynyl, or
or the enantiomers or diastéreomers, veterinarily acceptable salts or esters
thereof,

for combating parasites in and on animals.

2. The use according to claim 1 wherein the compounds of formula | are compounds
of formula |-B

Y
, H NHR?
R N—N=
5 Ry Ra1 (-B)
R R

wherein
R’ is chlorine or triflucromethyl;

R®and Y are each independently chlorine or bromine;
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C -C -cycloal kyl which may be substituted with 1 to 3
hal ogen atons, or C -C -alkyl which is substituted by

w@2008083480Xy; R31 and R32 are @ C al kyl or nmayPUBEEPZR€013685

together to form C -C -cyci oal kyl which may be

uns ti ed_ bst | byt hal ogen at ons;
RSSL*?ZS hisg%géieénmycla’?éacéﬁéggl{p@?% %Bré_ltk %@I’gbrqanti Qners or

vet er i naPiCytyriealipt which reay be syhstiules with 1 terRdajpgen atoms, or
accor di ng,-Ce-alklylawhieh i subsftutsddryed rCtdikoxypnpound of

formula is a compound of forrmula 1-1. CH C HN c 4.

The e accgrdin oclains 1 or erein th

co nﬂ%sa r?(ﬂ‘dol?ﬁf%? rfg‘réﬁ'ia'gwaor coRY &?uﬁ’ge%?og ‘%&“T’Fuﬁoaf%lrm 2Cs-gycycloalkyl
J H whith thay b€lun€ulostitiied dhsubséittemisbyc! & Irbalogen eloaisys 1

to 4 wherein the parasites are selected fromthe

D ptega,. Si phonapt er nd | xodi da orders. 6. The use

as cﬁi n'ég‘ygrﬁg@f‘gfﬁ’é%faﬂﬂ% wherein the animals are

cats or dogs. 7. A nmethod for treating, controlling,

pr evetihé BearfiormFPéefdidriHarif HceBptabiaGaitd ferddtf esta tion

or infection by parasites " which conprises orally,
topically or parenterally ad mnistering or applying

Bo tTHe uaes anapring toslaiss tliariZavhargindhe exrnpeundaidermulakis @ com-
comAWp\a@fﬂj‘rmﬁ@nmul a as defined in any one of clains 1

to . The nmethod as clained i | aim 7 wherein the
parasites are selected fromthe [Di*ptera, Siphonaptera,

and | xodi da orders. 9. fhe ngiNod as clainmed in clains

7 or 8 wherein the ani IsHarg cats or dogs.10. A

process for the prep i N‘n osi tijan for

treating, controllin evenyj Aqr protecting

ani mal s agai nst iGHgEsU&T1 00l or 3 nf ection by parasites

whi ch conprises a parasiticidally effective anount of

a conpound of fornula as defined in any one of clains

4. t orhe use according to claims 1 or 2 wherein the compound of formula | is a com-

pound of formula I-2.

Je
Cl KII le
N -2
H,C
CF; Cl c’ Cb

5. The use as claimed inA claims 1 to 4 wherein the parasites are selected from the
Diptera, Siphonaptera, and Ixodida orders.

6. The use as claimed in claims 1 to 5 wherein the animals are cats or dogs.

7. A method for treating, controlling, preventing or protecting animals against infesta-
tion or infection by parasites which comprises orally, topically or parenterally ad-
ministering or applying to the animals a parasiticidally effective amount of a com-

pound of formula | as defined in any one of claims 1 to 4.

8. The method as claimed in claim 7 wherein the parasites are selected from the
Diptera, Siphonaptera, and Ixodida orders.

9. The method as claimed in claims 7 or 8 wherein the animals are cats or dogs.
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10. A process for the preparation of a composition for treating, controlling, preventing
or protecting animals against infestation or infection by parasites which comprises
a parasiticidally effective amount of a compound of formula | as defined in any
one of claims 1 to 4.



