WO 2006/ 040113 PCT/ EP2005/ 010891 -1- Novel Insecticides The present

i nventi %E@Jﬁ)ﬁtﬁﬁsto novel anthranilam de derivatives, P&?/E%ug%ﬁﬁﬁs for
their preparation, to compositions conprising those conpounds, and to
their use for controlling insects of1representatives of the order
Acarina. Anthranilam de derivatives with insecticidal properties are
known and descri bed, for exanple, in WO 01/70671, WO 03/016284, WD

03/ 01598} In1dR@24222 and WO 04/033468. There have now been found
novel nram de derivatives with pesticidal properties, especially
for the control of insects and nenbers of the order Acarina. The present

invention accordingly relates to conpounds of formula |l E DNRZ2 (Rl)n
I Z (1The pgsepd BEEOUIeRteTty webadgnimgde detvatives. kg Peareasss for their
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C3- Csdﬁ’@lciéwr aapreserirtiesyaf the orpleGhaaringxy car bonyl oxy,

C2- C6al kyl am nocar bonyl oxy, C3-C6di al kyl am nocar bonyl oxy or C3-

Anthranilamide derivatives with insecticidal properties are known and described, for
example, in WO 01/70671, WO 03/016284, WO 03/015518, WO 03/024222 and WO
04/033468. There have now been found novel anthranilamide derivatives with pesticidal

properties, especially for the control of insects and members of the order Acarina.

The present invention accordingly relates to compounds of formula |
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Cétrial kylsilyl, or by a three- to ten-nmenmbered nonocyclic or fused

bi cycli q,vélz&)g 03¥3i em which can be aromatic, partially, %Hftﬁ%/ﬁﬂ)sﬂr fully

saturated and can contain 1 to 4 hetero atons selected rom-t

consi sting of nitrogen, oxygen and suptur, it not being possible for each
ring systemto contain nore than 2 oxygen atons and nore than 2 sul fur
atons, and it being possible for the three- to ten-nmenbered ring system
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C2-C6 a n cl oa ocvycl oa nyl .

G o BRIy B Ceaky ey o G bar kY E R B oy pr s
C1- CAh@dtatkyigilyt bi oy  Cl- C4al kyl sul finyl, Cl-C4al kyl sul fonyl, CI-
& o2 b inses it ARG ogsst s g Hysily Whicn can be aromatic,
g %a;};élf@mwcsat@aw:or f@?sgméégwasmc@eaﬂtbmnwm }f&er@@bmblsy&leamdﬁmﬂﬁonyl ,
- Coal koxycar 0X ani nacar.bonyl oxy. .
C3. CoarRYP géam%ﬁs" ey aercate SR FRG RELBle fohengh ting svetsen iy
gisscie bdcﬁntalmfngtié%lgﬁ et egbwnﬁglam& mlurenth?ﬁztsalf%tfwcrshﬁtaﬁce»dbby&g poysipiexsr,
- Cba al ga i 0
S5 Cadhs Biroe iR ten oI HRES e ST 15 is KSCTPRsPodi o1 BpRSIEd §Y alogen,
CAhal oglakexiro, %@&9' ck,ybgehkym czcega%hwl ggbgewk | %-cﬁé&;:&iﬁﬁkﬁyctéul finyl,
Cl- C4al kyl sul fon kyl am no
C3- Cecyeygad! K@Hyérﬁsr%cv‘é?a‘bw v&»r%@'oei&‘y@e Sen%&% ‘&%HVW&z-Cehaloa'kYHV' Ce-
Cshalocycloalkyl, Cs-Crhalocycloalkenyl, Cs-Cghalocycloalkynyl, C4-Csalkoxy, Cs-

C.haloalkoxy, C4-C,alkylthio, C4-Cshaloalkylthio, C4-Cgalkylsulfinyl, C4-Csalkylsulfonyl, Cy-
Caalkylamino, C,-C,dialkylamino, C3-Cscycloalkylamino, C4-Cealkyl-C;-Cscycloalkylamino, Co-
Caalkylcarbonyl, Co-Csalkoxycarbonyl, C,-Cgsalkylaminocarbonyl, Cs-Cedialkylaminocarbonyl,
C,-Csalkoxycarbonyloxy, C,-Cealkylaminocarbonyloxy, Cs-Csdialkylaminocarbonyloxy, Cs-
Cetrialkylsilyl or phenyl, it being possible for the phenyl group in turn to be substituted by
'hydroxy, Ci- Csalkyl C1-Cehaloalkyl Cs- Csalkylthlo Ci- Cshaloalkylthlo Ca-CaalkenyIthlo Cs-
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C2- C4al kyl carbonyl , C2- C6al koxycar bonyl, C2-C6al kyl am nocar bonyl , C3-

Codi al k Lponyl, C2- Céal koxycar bonyl oxy,
C2- Coal &??ﬁ@&g@ﬁbonyl oxy, C3- Co6di al kyl am nocar bonyl g?({//EPZOOS/Owsm

C3-Cetrial kylsilyl, or by a three- tosten-nenbered nonocyclic or fused
bicyclic ring systemwhich can be aromatic, partially saturated or. fully
saturated and can contain 1 to 4 hetero atons selected fromthe group
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- C6al koxycar bo XY, a nocar bonyl oxy, ,
3. Codnaieutiam: 'SH@%&?%ﬁﬁ%xybe'@%péﬁ% far S‘ﬁgw%ﬁo %—wﬁmre,d fing gystery
possi biself tdbe FidvRoR e vy krisuibsfitited byt HildhehO ol oSkilis | yidubed ChacAaugr oxy,
1)6/041)113 PCT/EP211115 /111 118 91

Cl- Coa haI oal kyl ,
"4 ol SRy 5 Xohilea wvéaqsb%wyplo%i@wt&ﬁ%weamhﬁr
C2- Coat kutloalyiN ee-@ RAdalkeny2,-Cohaloalkynyl, Cs-Cshalocycloalkyl, Cs-Crhalocycloalkenyl,

' Cs-Cghalocycloalkynyl, C4-Cjalkoxy, C4-Cshaloalkoxy, C4-Caalkylthio, C4-C,haloalkylthio, C4-
C.alkylsulfinyl, C4-Csalkylsulfonyl, C4-Cjalkylamino, C,-Csdialkylamino, Cs-Cscycloalkylamino,
C,-Csalkyl-C;-Cecycloalkylamino, C,-Caalkylcarbonyl, Co-Csalkoxycarbonyl, C,-
Csalkylaminocarbonyl, C;-Cedialkylaminocarbonyl, C,-Cealkoxycarbonyloxy, C.-
Cealkylaminocarbonyloxy, C,-Cedialkylaminocarbonyloxy, Cs-Cetrialkylsilyl or phenyl, it being
possnble for the phenyl group in turn to be substituted by hydroxy, C1 Csalkyl C1-Cshaloalkyl
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C6di al kyl am nocar bonyl, Cz- C6al koxycar bonyl oxy,

C2- Coal ) bonyl oxy, C3- C6di al kyl am nocar bonyl
C3-Cstriiﬂg+2§/q6g?(ﬁ§f, or by a three- to ten-nenbered nonggygl"%"é’s’glr"”‘f used

bicyclic ring systemwhich can be aroguatic, partially saturated or fully
saturated and can contain | to 4 hetero atons selected fromthe group
consisting of nitrogen, oxygen and sulfur, it not being possible for

each rd ] C ' and. nore than 2
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Cl- CAalulfyrl, &amohiosingCRos3inle driaech ming ey steEl tE@optairombiey/thani2raxygen atoms and

Cl1- C6al kyl.- C35 | kyl am no. C2- | kvl car bonyl , C2- Coal koxycar bonyl ,

G- Ry RO A e iR e B SR membered g SSeM

C2- CGaﬂsklbtwmaamk I boory Hb)t;')y ;trislﬁﬁstitﬁﬁalbly)ﬂawgle' l’\pﬁg@I 3 hbpﬂii;tb,d)%rox%/, C1-|C6alkyl, %2-

C3-C6di a I Qogar yl 0Xx -Cstria sily r it being

posst Brakedp CrEAIREI) EX sl AR, Sttt KSRy, Gyt oxy.
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C1- cﬁsﬁ%%befﬂ@wy g}?ﬁﬁ‘?%ﬁ%f‘g‘??‘ém&ﬁ%%ﬁ&eﬁﬁﬂhﬂ%wt@ G0

2006/ @haikyisuifityl/ GR2RU8AKEBRA,1C,-Emlkylamino, C,-Cqdialkylamino, Cs-Cecycloalkylamino,
C4-Cealkyl-Cs-Cecycloalkylamino, C,-Cjalkylcarbonyl, C,-Cgalkoxycarbonyl, Co-
Cealkylaminocarbonyl, C;-Cedialkylaminocarbonyl, C,-Csalkoxycarbonyloxy, C,-
Cesalkylaminocarbonyloxy, Cs-Cedialkylaminocarbonyloxy, Cs-Cetrialkylsilyl or phenyl, it being
possible for the phenyl group in turn to be substituted by hydroxy, C,;-Cealkyl, C4-
Cshaloalkyl,C,-Cgalkylthio, C4-Cshaloalkylthio, Cs-Cgalkenylthio, Cs-Cgshaloalkenyithio, Cs-
Csalkynylthio, C4-Csalkoxy-C,-Csalkylthio, C,-Cjalkylcarbonyl-C4-Calkylthio, C.-
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Céeycl oal kyl am no, C2-C4al kyl carbonyl, C2-C6al koxycar bonyl ,

C2- Coai bonyl, C3- C6di al kyl am nocar bonyl ,
C2- Coal %@(3@3@%@2& oxy, C2-C6al kyl am nocar bonyl oxy, CS?CT/EPZOOS/010891

Codi al kyl am nocar bonyl oxy or C3-C6triglkylsilyl; or each R independently
Is am no, fornyl, C2-C6cyanoal kenyl, C2-C6al kyl car bonyl am no,
phenyl car bonyl am no whi ch can be nono-, di- or trisubstituted by hal ogen,

hal o
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C3- Codb atdiAsh &Oé‘a%h@nbi&epeﬁaeﬁ@ﬁb ‘203%/&64 badlylcarmonylemintOvBith th8b841) 113
PCT/ EP211115 7111 118
mono-, di- or tnsubstltuted by halogen, cyano, nitro, halogen, C4-Csalkyl, C,-Csalkenyl, C,-

‘<

Cealkynyl, Cs-Cecycloalkyl, C;-Cghaloalkyl, C,-Cghaloalkenyl, C,-Cgshaloalkynyl, Cs-
Cshalocycloalkyl, C;-Calkoxy, C4-Cshaloalkoxy, C4-Caalkylthio, C4-Cshaloalkylthio, C-
C,alkylsulfinyl, C4-Cyalkylsulfonyl, C,-C,alkylamino, C-C.dialkylamino, Cs-Cecycloalkylamino,
C:-Cealkyl-Cs-Cecycloalkylamino, Co-Calkylcarbonyl, C,-Cealkoxycarbonyl, C.-
Csalkylamlnocarbonyl Ca-CGdlalkylammocarbonyl Cz-CsaIkoxycarbononxy, Cs
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-6is 4NRo RAN, ~-NNR7 N (D), (D2), Y~ (D3), N (Da), R5 Rs Rs
R11 14 AN R13 | iN | iN (DS), (De), (D7) 12 R
15 R 16@%%&%?8134 Ri o, Rl7, and R19 independently ¥€%/r1}:]f>£e@%/gmgt er,
are hydrogen, Ci- csal kyl, C3- Cécycl ogzky Cl1- Co6hal oal kyl , hal ogen,
cyano, Cl-C4al koxy, Cl-C4hal oal koxy, C4al koxycar bonyl ,

Cl- C4al kyl t hi o, Cil-C4hal oal kylthi o, Cl-C4al kyl sul finyl,

Cl- C4al kyl sul fonyl, Cl1-C4hal oal kyl sul finyi or C1- Cahal oal kyl sul fonyl ;

R5, R6, Re, RIl], R12 R15, R16 and Rla i nﬁhpendent ly fromeach other, are

C1- Ceal kyl orl ‘bl C6a| kyl sqono-, di- or trlisubstituted by h ¢fen, cyano,
nitro, Rh dr NCl C4al Q’y _%R/\p 21) 1) lell\ll) 113 PCT/ 15 /111 118
91 -7 \ ]
N (D, (D), \ [ o N @)
Ry R R Ry
R 14
'L AN Rz
Z "N—R , | Y
— \ / N N
(Ds), (De), (D7) or : (Ds),
R, R s R 18

R4, R, Rio, Ry7, and Ry independently from each other, are hydrogen, C;-Csalkyl, Cs-
Cescycloalkyi, Q1-C6haloalkyl, halogen, cyano, C;-Csalkoxy, C4-Cshaloalkoxy, C,-
Caalkoxycarbonyl, C;-C,alkylthio, C4-Cghaloalkylthio, C4-Cgalkylsulfinyl, C4-Caalkylsulfonyl,
C,-Cshaloalkylsulfinyl or C4-C,haloalkylsulfonyl;

Rs, Rs, Re, Ri1, Ri2, R1s, Ry and Ryg independently from each other, are C4-Cgalkyl or Cy-
Csalkyl mono-, di- or frisubstituted by halogen cyano nitro, hydroxy, C1-C4alkoxy, C?_



ted or substituted, for exanple by hal ogen, for exanple acetic acid, such
as sat Unghs 6%mmynsaturated di carboxylic acids, for eﬁéﬂ@kﬁﬁgﬁﬁ%§ﬁ aci d,
mal oni ¢ acid, succinic acid, maleic acid, fumaric acid I c acid,
such as hydroxycarboxylic aC|ds for. ¢xanp|e ascorbic acid, lactic acid,
malic acid, tartaric acid or‘citric acid, or such as benzoi ¢ acid, or

with orga- nic sulfonic acids, such as C, - C4a|kane- or arylsul fonic acids

whi ch ted or Sstit ted r exanpl.e by hal ogen, for
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f or rrExaa Lgn%rbcaa?cmﬁ]or pfﬂfﬁ%ﬁﬁ;sas(ﬁ FHE ﬂh@ﬁg’g’ carhcxyiGacids forseéﬁ'fﬂggvﬁstcﬂr imoni a
or an amrcgaactlc aeidj melic a¢ie, haaSnmnid orpmblaaﬁd,, opsmrawmmcw,rd ot wdh B@a-

i ne r exa
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t ri hy dubstitutedyier eﬁérhmbamhngeﬁofbr SLAHASTH It or pdblue@ésuﬁbhn@bb@ngbﬁ\m ne.
VWher e ap the correspondl ng internal sal ts n further rmre be
B iRl ovg ¢ oy

f or med® Heastane acid CRIh Ty {8 GXRHR ea? tsatoRanes: foal | y

advantexgeplésnpatdl Saltmmva%ralkénh@etam@nianﬁ@ cBHB et AP ISSBENTR L&kl ch
have di sadvan- tage for agrochem cal use, for exanple salts which are

t oxi ¢ PRIRSEWELOIgPaghesiim salls Rhpalls WiNamBRPIBGRF & OT9FHC aRiflep Bch #MOFhe
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can furthermore be formed Preferred within the scope of the invention are agrochemically
advantageous salts; however, the invention also encompasses salts which have disadvan-
tage for agrochemical use, for example salts which are toxic to bees or fish, and which are
employed, for example, for the isolation or purification of free compounds | or agrochemicaily
utilizable salts thereof. Owing to the close relationship between the compounds | in free form

and in the form of their salts, for the purposes of the invention the free compounds | or their



-8 trichloronethyl, 2,2,2-trifluoroethyl, 2-fluoroethyl, 2-chloroethyl,
pent af | 1,1-difluoro- 2,2,2-trichloroethyl,

2,2,3, SQﬁggﬁgﬁluoroethyl and 2,2, 2-trichloroethyl; pre?%PgBF?5@¥?9%Ioro-
nethyl di fl uorochl oromet hyl, difluorgnethyl, trifluoronethyl and
dichlorofluoronethyl. Sui t abl e hal oal kenyl groups are al kenyl groups
whi ch are nono- or pol ysubstituted by hal ogen, hal ogen being fl uorine,

For Cexipamatl &£ P raliul APnoBabit i Smypaefiprostiv, £idoR
g g h';f’"{ Qnrtﬂ@%méthyl 3,208, eneparupesethyl add 2,232-trichfokeeinyg; msremw trichloro-
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, 3, hl | and_4,4 4-trifluorohut-2-en- 1-yl. Anmpng the
Ca- Czda? 9‘3 B@ﬂg "@‘i‘@ 32\?%0%%5 {tnﬂbpron&e&h&l@Q&Mqr?fﬁ{o‘gﬂn%g\ha' ogen,
preference is given to those having a chain Iength of from3 to 5 carbon
atons._ Sui t abl e hal oal kynyl groups are, r_exa roups which
are n&wtab@rhalweygllﬁggp ﬁ%ﬁee%kWPWQPBﬁ\%(H'C REF B’é’nﬁ ‘Efe‘?‘ﬁ(j ﬁ?‘ﬁ\*ﬁeﬁ Podl ne
and i mdsyehi ﬁélbg?én tiémlg)ﬂué}maaﬁhonﬁ&Ibwmm@,anﬁwdmarﬁu)inq)aandulaucﬁu@mmyl ,
3-chl oropro brormBrop,}/ yﬁBtrlquor O&ﬁ% Q
4,4, 4- ‘ihu'qr'PP 8F8’Eﬁ5ﬂp'92ﬁ1d'ﬂ Qo KE%HH@’"? - HAORTPPEY) o%%! [%8"Yr e nono- or
ol ys tokriodp B I ich Daﬁdwaelﬂﬁﬂl\( BButR-gMai n
Ipenyt ﬁ@gf frgﬁ@nwz’b? ﬁglgr?g?ﬁngng,@%trczlgogf %0113 PCT/ Epzo%r5%10891 -9

et hyI syl ARONG ther nGroalkenylgrpups wWiish gieymena-+ dingr trisubsiitited By paleasn.
I sobutprbiakrick W giver RCthBSE Mhvikd hicRiih length of from 3 to 5 carbon atoms.

Suitable haloalkynyl groups are, for example, alkynyl groups which are mono- or
polysubstituted by halogen, halogen being bromine, iodine and in particular fluorine and
chlorine, for example 3-fluoropropynyl, 3-chloropropynyl, 3-bromopropynyl, 3,3,3-trifluoro-
propynyi and 4,4,4-trifluorobut-2-yn-1-yl. Among the alkynyl groups which are mono- or
polysubstituted by halogen, preference is given to those having a chain length of from 3 to 5

carbon atoms.



tert-butylsulfinyl; preferably nethylsulfinyl and ethyl sulfinyl.

Al kyl sul‘,f@%/d6 04(§1,13f0r exanpl e, nethyl sul fonyl, ethyl sui,éﬁlmg& 5/0 0891
propyl su ony I sopropyl sul fonyl, n- butylsulfonyl i sobuty su onyl ,

sec- but yl sul fonyl or tert-butyl suI fony; preferably nethylsulfonyl or
et hyl sul fonyl . Al koxyal koxy groups preferably have a chain length of from
1 to 8 carbon atons. Exanpl es of al koxyal koxy groups are:

met hox t hoxy, methoxyet hoxy, nethoxypropox et hoxynet hox

et hoxyBURSITY RrEpYsy A HesRroBHs VD e, sqPkiMaiineG See buyiswtiny,
exanpl @n—le&Mﬂlrﬁdmﬁ?@feré%ﬂﬁ%bﬂiﬂsﬂﬂmyl%@lﬁ&)@ﬂﬁyﬂo i sopropyl am no or the
i someric butylamnes. Dialkylamno is, for exanple, dinmethylam no,

nmet hyl et hyl am no, di et hyl am no, n- propyl nmet hyl am no, di butyl am no and

di i SOpAmpl}éillﬁfﬁyﬂQ foPé%rﬁ;ﬁlé”r%étHy%u%ﬁWréthﬂé%ulf@h}iy&raﬁ}lélﬂfo%lo%Bﬁrofﬂ%hl%yﬁ
chain len rom car bon ar bony

exanpl &bu gfﬁlﬁwym%w%f@nw S%Océutwrskl{nruhﬁ»rﬁ@%@wwpqyl,dcrreferably

et hyl age %arfwmeth@éulﬁmymwx?gms!y)gro N OX a%ha&[%b‘lﬁ’?‘i r@ir%ﬁfl!nb( ihave

a chain Ieng 6 carbon atons.

net hoxiprieeaiben aii?mSh Exwpmlof alkexyadsoppnsraps ar@tm@mgwgtmoxyn rrpﬂmpmtpm hyl ,
n- prop,%bh%k\'jbfb oxys%megpﬁgmaﬁ; @moxgétho*ysg;ypgp}%&ﬁgm%b#ﬁx Pkoal kyl

groups Ereferabl ave from carbon  atons
exanpl Akylawing/isifar exanmigl methglemyna, isthyéanigo, n- ertohylammmra@pmnylanvw or the

21) 1) %%é?éﬂ:& BE%TAEEP%H%MJ& #@ %Ie dil/ﬂ%tt%ﬁgrﬂfng' mt%ﬁﬁﬁnﬁﬁesem

i nvention, ree- to nber e noc fus icyc
dlethylammo n-propyimethylamino, dlbutylamlno and diisopropylamino. Preference is given

to alkylamino groups having a chain length of from 1 to 4 carbon atoms.

Alkylaminocarbonyl is, for example, methylaminocarbonyl (C,-alkylaminocarbonyl) or
ethylaminocarbonyl (Cs-aminocarbonyl). Alkoxyalkyl groups preferably have a chain length of
1 to 6 carbon atoms. Alkoxyalkyl is, for example, methoxymethyl, methoxyethyl,
ethoxymethyl, ethoxyethyl, n-propoxymethyl, n-propoxyethyl, isopropoxymethyl or
isopropoxyethyl. Alkylthioalkyl groups p’referably have from 1 to 8 carbon atoms.
Alkylthioalkyl is, for example, methylthiomethyl, methylthioethyl, ethylthiomethyl,



ring systemwhich may be partially saturated or fully saturated is,

dependi unber of ring nenbers, for exanple, omthe
group c?g(s)?igot@ggll%f , /PO --co /<0 /EO ~_CD cycl opropy][)éf qug)/ﬁw%

cycl opentyl, cycl ohexyl, where said._ggcl oal kyl groups for thel r part rray
be preferably unsubstitut ed or substituted by C4-C6al kyl or hal ogen, or
is CCH(CCH ("NCH "C~CHHu ~~ u COCHro rHrOJ H W 2006/ 040113

P(C-IF\_’/eaEfp\%‘(’)‘g)lr i %Jf? &%{Prpsgé-}nyen 'orz,ﬁztgsere- gc? tm?mgereg monocycl\lc or fuSed blcyC|ICRZ7

ring system which may be partially saturated or fully saturated is, depending of the number

of ring members, for example, selected from the group consisting of

& s g A
Sootn o 0 O
g Jd <« /O o

cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, where said cycloalkylgroups for their part
may be preferably unsubstituted or substituted by C;-Cgalkyl or halogen, or is

8 —Co 4
Aon P Pon Pen (L L YL (), O

~N



and wherein each R26 is nethyl, each R27 and each R28 are independently
hydr oge yl, Cil- C3a|koxy Cl- C3al kyl thio or hyl , X4
is oxyggﬁog%mg%ﬁgg and r = 1, 2, 3 or 4. ~CH Were n%é¥é%gﬁégfgﬁky is
indicated in those definitions, for_qﬁqnple as in O~ , the linkage /
site is located at the carbon atom labelled "CH' or in a case such as,

for exanple, at the bonding site indicated at the bottomleft. The second
val ence for the bivalent ring system of substltuent A or Y can be

| ocated at any suitabl e_position of the riy g rnnrlnn 4n {hn nrnonnf

invanfinn n fhrce_. #n fﬁn_rrenhcr erlr fuOQA hirvrlir WO
2006/ 0% SPCT/ E 10 -NL2 yI l - 1H— pyrazol -3-yl)-
(1H pyrazol - 3-wl ) - ?Ndl rre hyI mol ”achl or o-

1- net hyI/N~I=hpyr azo/rﬁs\ - yr azol -1yl ) -

(3-methyl -1 H pyr azol - ) (3 5- di net hyI 21H— pyr azol -1yl -
(3-isqxazol yl)

(5 thyI 3 i soxazol yl)-; (3-nethyl-5- |soxazol yl)-
(5-1so 2)3)!; (g& rog-2-yl)-; (1-nethy|-|H-pyrrol-2-y|)-'
(I Hpyrrol=-L-yl)-; (1-met hylrppyrrol -3- yl)-; (2-furanyl)-;
(5-rretb,y'11- -furanyl - ASfuf anyl ) -; (5-rrethy|-2-thieny,|)-; (2-thieny|)-
(3- thienyl)-; (19Ythyl-1Him dazol-2-yl)-; (1H i m dazol-2-yl)-

(1- rretmﬁﬁélkarl et R}sds?ll?r@thyﬂ edc)rRzy éﬂd eamtm%laré Hdbﬁéﬁi:@hﬂi/ hﬁdr}ébén Cr- C3alkyl
(4- rretC1y 3alkoxy, -Csalkzllthlo gar trlfluoromethyl %&}Sz 8 ge)n or sgjl%ur e)l(n%lzro— ¥ % 3or 4

o

Where no free valency is indicated in those definitions, for example as in o—/ , the linkage
o)

0

at the bonding site indicated at the bottom left. The second valence for the bivalent ring

site is located at the carbon atom labelled "CH" or in a case such as, for example,

system of substituent A or Y can be located at any suitable position of the ring.
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met hyl - 5- oxazol yl )-; (2-nethyl -4-oxazolyl)-; (4-methyl-2-thiazolyl)-;
)

5-nmeth | yl 2- thiazolyl)-; 2-rrethy|-5- | o
Ez et hy 0 fododss) §|) Es met hyl - 4. | Lot ht azol yl)- (g&’%%g’m"”l

met hyl - 5-i sot hi azolyl )-; (5-mnet hyI 3-jsothiazol yl)-
(1- rrethyl-ll—|-123tr|azol 4-yl) - (2 met hyl - 2H-123tr|azol 4-yl)-;
(4-methyl -2H1, 2, 3-triazol - 2y|) (1 rrethyl-ll—|-124tr|azol 3-yl)-;
(1,5- dinmethyl-1H 1,2, 4-triazol - ; I
(S TP eyl S0l Be e (St sy oo

(4, 5- dimtlhwhﬂéwrézo%s%n)t r(HHZ@Iraz%I-yly)) (3(:ﬁetﬁﬁl1hl¥byréfblﬂq ﬂ{/“gsté biRfRhy3ny ! ) -5

(4H1,2,4-triazol- 4 é 3-'oxadl azol

(1, 2, 3PBaaRt W (3ztsqx|ay0'v0( - RSt B- 'a_oxzquylbxéedmgﬁwl S40x@rglyl)-; (5-isox-
Eg ?ﬁﬁ £aa26éy1>1 ZHApy%( ﬁQ'—'y@-ZQ’l h?e‘tbz()‘l-)11-{-p)(rﬂdl-'§l’1}l)hy|1H3pyﬁfo -840 hiethyl-1H-pyrrol-3-
( 5- met Wyl (2ifutanydy Kﬁmﬂyktfumnyi)) -(3-figrany!)-3 (5-fiie %ai@emd)-yqzythrenyl) (3-

(3- rrettlmény%« §1 ﬂwetﬁyhh ﬁ%%%l‘éiy?ﬂ MH- .rﬁ.éaimtzl.}x)' . réetﬂyltﬂ-'l %@1&81-4 M%

(4-nmeth 5-t hi adi azol - 3- I azo

( 1- met mihyl 1H-inaidazol &5, (ﬂrmethyk m@@dma,z(é’rmqhyl’rzfoxazpw»nézmazdly»rx @t razol

t/\D%Z)O%é{P]ﬁIQéN %ﬁg{lgf)/ dﬁg%@&%lgé@ga%lyn = 32t SHRiaZ8I)-; B-hebhyRoNhilz4)- @8 |
thxazolyl)-; (2-methyl-5-thiazolyl)-; (2-methyl-4-thiazolyl)-; (3-methyl-4-isothiazolyl)-; (3-
methyl-5-isothiazolyl)-; (5-methyl-3-isothiazolyl)-; (1-methyl-1H-1,2,3-triazol-4-yl)-; (2-methyl-
2H-1,2,3-triazol-4-yl)-; (4-methyl-2H-1,2,3-triazol-2-yl)-; (1-methyl-1H-1,2, 4-triazol-3-yl)-; (1,5-
dimethyl-1H-1,2,4-triazol-3-yl)-; (3-methyl-1H-1,2 4-triazol-1-yl)-; (5-methyl-1H-1,2, 4-triazol-
1-yD)-; (4,5-dimethyl-4H-1,2,4-triazol-3-yl)-; (4-methyl-4H-1,2 4-triazol-3-yl)-; (4H-1,2,4-triazol-
4-yl)-; (6-methyl-1,2,3-oxadiazol-4-yl)-; (1,2,3-oxadiazol-4-yl)-; (3-methyl-1,2,4-oxadiazol-5-
yb-; (65-methyl-1,2,4-oxadiazol-3-yl)-; (4-methyl-3-furazanyl)-; (3-furazanyl)-; (5-methyl-1,2,4-
oxadiazol-2-yl)-; (5-methyl-1,2,3-thiadiazol-4-yi)-; (1,2,3-thiadiazol-4-yl)-; (3-methyl-1,2,4-
thiadiazol-5-yl)-; (5-methyl-1,2,4-thiadiazol-3-yi)-; (4-methyl-1,2,5-thiadiazol-3-yi)-; (5-methyl-
1,3,4-thiadiazol-2-yl)-; (1-methyl-1H-tetrazol-5-yl)-; (1H-tetrazol-5-yl)-; (5-methyl-1H-tetrazol-



%27 Ol zs f 26 OP26 zs~ NN~ N Na OR~ONN>_R27 St /| RR7 ,N Xy

| Rz7 W%O?%%%% %27 O P26 X126 Res NO a 5 N a N ﬁ@@%%g/‘"”%lhw

[ NON 7 NO (R28)r O (R2e)r and wherein eac I's net

each R27 and each R28 are independent]y_hydrogen, Cl-C3alkyl,

Cl- C3al koxy, C,-C3alkylthio or trifluoronethyl, Xa is oxygen or sulfur
and r =1, 2, 3 or 4. WD 2006/ 040113 PCT/ EP2005/010891 14 trisubstituted
by hal ogen, cyano nitro, hal ogen C -Cfi aI kyI C2- Ceal kenyl

CGaI kyny My C3-
26 7
I =0
o

ﬁ ,
,f” Y reo
P %— Ym e A T

6
ﬁ/ YN X4 I >:O
%Rw T
(Ryg)r
N N
- and - ,

wherein each Ry is methyl, each Ry; and each Ry are independently hydrogen, C4-Csalkyl

C.-Caalkoxy, C,-Caalkyithio or trifluoromethvl, X, is oxygen orsulfurandr=1. 2. 3 or4.



Céeycl oal kyl , C, - C6hal oal kyl , C2- C6hal oal kenyl, C2-C6hal oal kynyl

C3 C6hal |, Ci- Caal koxy, Cl-C4hal oal koxy Clp &t
C4halvgg¥ﬁd>9f6?‘hii% G - Cal kyl sul finyl, C - C4alkyl sul onyFh}\él‘ym)w1

C, C4al kyl am no, 02 CAdi al kyl am no, -G&-.CScycI oal kyl am no, CI1-Cfi al kyl - C3-
Cécycl oal kyl am no, C2-C4al kyl carbonyl, C2-C6al koxycar bonyl ,
C2 CGaI kyI am nocar bonyl , C3 Codi al kyl am nocar bonyl ,

I Ceal k

C6d| aI ﬂ%ﬁ OX rb)??/'a'&? n&o é@@g?%%g?}f’f@ﬁ(ﬂ//k aﬁlkg@ﬂe%q 8?%"9’”}6' gfer red
con})ormﬁdgcl@élk\flcmmémldalky? G:zsceﬁatolarkesy‘l (Epcgmuakyawlbeg-edhdlomloswl; té:Ln whi ch
is fu or sa S e three-
four- ré‘%%@ f(\ér#l ?"sagﬁyth'f’o ’og kﬁ&?ﬁ(ﬁh'afe éfat?lfyﬁ?%ﬁ%tqht ut ed by
ggl (():gem‘,au@bsamw m1tc1:4a1kymmih@>q'z, Cﬁibll@fanﬁhdxﬂs, C@el&ﬁ&ylkmﬂ%licé-g@alﬁﬂmstylnyl

c cycC ,
S eSSty ino - LR Lo e Tl G g 2B
CS- C7 @dm@nﬂ%d@emﬂyl G5C Gikoay ey Ry Ky G alky@mifdedrbengyoxy Bs-

C4hal oal koxy, .Cl - I thio | oal kyl t hi o, Cl-C4al kyl sul finyl,
Cl- C4a<l%1 %m' or@tl Xy@iéjpﬁﬁyﬁ’llhyﬁ%ﬁ C2- C4di al kyl ami no,
C3- CchcI oal kyI am no, Cl1-Cfial kyl - C3-C6cycl oal kyl am no, C2-

C4al kyl car bonyl , C2- C6al koxycar bonyl , C2-Ceai kyl am nocar bonyl ,
C3- CGdP&P‘R?H'%{%Hﬁ%fééfPHGHmpPux‘%ZOféB@Y%kycar bonyl oxy,

C2- Coa leyd a1 a6 RuPPRethBend ring siEtEinaliion B TlINQs pakRny katiyated:nd@ bemg
2006/ 040113 PCT/ EP2005/ 010891  -15 C3al kyl thi o, Cl- C6al kyl sul fi

C1- CoHassiRledor thethresy fo fori-meshersd dng ystam | itsgifyto be mono-, di- or trlsubstl¥uted
by halogen, cyano, nitro, hydroxy, C4-Cealkyl, C,-Csalkenyl, C.-Cealkynyl, C3-Cecycloalkyl,

Cs-Crcycloalkenyl, Cs-Cgcycloalkynyl, C4-Cghaloalkyl, Co-Cshaloalkenyl, C,-Cghaloalkynyl, Cs-
Cehalocycloalkyl, Cs-Cshalocycloalkenyl, Cs-Cghalocycloalkynyl, C4-Csalkoxy, C4-
Cshaloalkoxy, C;-C,alkylthio, C;-Cshaloalkylthio, C4-C,alkylsulfinyl, C4-Caalkylsulfonyl, C;-
C.alkylamino, C,-C,dialkylamino, C3-Cgcycloalkylamino, C4-Cgalkyl-Cs-Cecycloalkylamino, Ca-
C.alkylcarbonyl, C,-Cealkoxycarbonyl, C,-Cealkylaminocarbonyi, Cs-Cedialkylaminocarbonyl,
C,-Cgalkoxycarbonyloxy, C,-Cgalkylaminocarbonyloxy, Cs-Cedialkylaminocarbonyloxy, Ca-



C5hal oal kyl sul fonyl, am nosul fonyl, G -C2al kyl am nosul f onyl

N, N- di (%O%{;}Wl 3am nosul f onyl , d| (C1- G4al kyl') am no, P@%Q%g\/mbgylano or

nitro; and substituents at nitrogen atons in the ring systens being

ot her than hal ogen. Preference is gi v%n t o subgroups of conpounds of
formula | wherein a) p and/or g is O, b) E and/or Z is oxygen; and/or

c) R2 and/or R3 is hydrogen. X is preferably oxygen, NH NWMe or NEt. Y is

preferably Cl-C4al kyl ene, C2-C6al kenyl ene or C3- C6al ki nyl ene or,
Cl1- CAdbariiyltiie, Cmeallmlfmh@ Baléalkwlﬁm@%r%i"é’ﬁé'f@%s@rt uted by

hal 09%nafcan ﬁgg% yp%h% #lf&%lcéabgas&yg% PS’&JbenyIONI\Q& mu%&ﬁﬁb@ltl o

rrent|on S oun ormula re| IS Se
from difC.Chalkihaminpralegean, cmnownaﬂr@zgnldpubstrﬁm%at r@tromatomeyn the ring

% ga%}%yﬁ?utﬁ)ﬁytp%%ﬁ?&ﬁékhgi (Izyl tcﬁl OM?JHF&?];: ];:atln)lélyl sul finyl and Cl

e WO 21) 1) 6/ 041) 113 PCT/ EP211115 /111 118 91 -16 preferably
hydroq%{n and R4 is hal ogen preferabl y chloro and brono, C, -C6hal oal kyl
pr ef erfiBfejenaeiis piyeR EmBaligFPUPSOT comparads RdRIMUIB! wherelbl y

2, 2, 2-dy1 dldvstipigiohoxy .
b) E and/or Z is oxygen; and/or
¢) R, and/or Rj is hydrogen.

X is preferably oxygen, NH; NMe or NEt.

Y is preferably C,-Cjalkylene, C,-Csalkenylene or C;-Csalkinylene or, C4-Cjalkylene, Co-
Csalkenylene or C;-Cgalkinylene substituted by halogen, Cs-Cscycloalkyl, C4-C,alkylsulfonyl
or C,-C,alkoxy.

Special mention should be made of compounds of formula | wherein R, is selected from
C,-C,alkyl, halogen, C4-Cshaloalkyl, nitro, C4-Csalkoxy, C4-Cs-haloalkoxy, C4-Cjalkylthio, C,-
C.alkylsulfinyl, C,-C,alkylsulfonyl, C;-Cshaloalkylthio, C4-Cshaloalkylsulfinyl and C;-
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Preference is also given to conmpounds of fornula I V\,herei n Bis

cycl opr qpyL y¢! obutyl  which nmay be nono- di-, ed b
hal ogen, %O%a(ﬁkyl hydr oxy, cyano, C,- C4al koxy or C{:&@H?@B/ {Oﬁ§l y B

is CH(CH20), CH( CHI\/EO) CH (CMe20), CH(CH2S), CH(CH20CH2), CH( CHI\/EOCHZ)
CH( CMe20CH2) , CH(CH2S- (O 2CH2), CH( S(O) 2CH2), CH(CMe2S(0O 2CH2),

A Me)-(CHO, C(Me)(CHWVEQ), C(Me)-(CWMe20Q), C(Me)- (CHZS)

C(Me) - (CH20CH2) , C(Me) (CHMEOCH2), C(Me) - (CMe20CH2) , (CHZS(O)ZCHZ)
C( Me) p(mmw?@)og@ma)wdcm ishaleger| petsralsy chiprg-nd bnomce§p&¢ alpﬁlifv preferred
conpo | ] I ch may be

subst i fléj?reagyt 'm{]&%&h ! é‘rr‘rﬂ%‘ﬁbw Pflg%rg?'?l%‘@é?mg/&é?]%ro brgm) and

met hyl ; preferably B is cyclopropyl. In an outstandi ng group of conpounds

of fo Iﬂ?é'f!ef’ea%e @inypgﬁ't &gﬁlaé\b?f&ﬁlﬁla I%Hé?%@ls cVB@BHoB iSor ¢ clb§ut and

one R hal 038 preferably chloro,
t he otlingah rRay bé mdma+ ¢gemtrpﬂt@s@tu@§|ty lamwnocop@ik AyYdrfeevans. Fost

prefe h

Posi ¢ CoRarE Grayalyidia! o RERRCROR, et ngd), b e, PRAGHIS

]I?CT / EIEH?(OE%OG:H&Q ﬂ:H(CHﬂMeUEé-Izmr@d(é‘é\éezO@Hzi lfé*(ﬁr"laﬁe(@érﬁl‘bh of a conpound of

or mu r H) L

free f%ﬂwéﬁ(%?gﬁ% %F)ﬁ/}% %@% H7§ es I\g‘!)d @ &ﬁ/fe?gHal\ﬂ%(?) %SMQ G@fﬁ@zd pound

of f oIoMeR(CH,S)NC(e)oBHR2CHs), WMB)@HMW'E @(Mb)i(CweeOCHz) C(Me)-
(CH,S(0).CHy), C(Me)-(CHMe-S(Q)ZCHz) or C(Me)-(CMe,-S(0).CH,). In especially preferred
compounds of formula 1 B is cyclopropyl or cyclobutyl which may be substituted by halogen
or methyl, in particular by chloro, bromo and methyl; preferably B is cyclopropyl.

In an outstanding group of compounds of formula | the substituents have the following
meanings: ;

nis 2 and one R, is C4-Caalkyl, preferably methyl, or halogen, preferably chloro, the other R,
is halogen preferably chioro or bromo; wherein most preferably one R, with the meaning C4-

Caalkyl occupies the ortho position with regard to the group —N(R)-C(E)-D.



oxygen, or, where appropriate, a tautonmer and/or salt thereof, reacting
COWQ“”QN&EO&%«;H&a 11D (Rn p O (1), in which Ri, PCT/%PH)OQOR@%G the
meani ngs given for fornmula | in claiml1, or, where appropriate, a
tautonmer and/or salt thereof with a qzsrrpound of formula I11
HN(R3)-A-(X)P (Y)g B (111), in which A X Y, p, q and B have the
meani ngs given for formula I, or, where appropriate, with a tautoner
and/ or_salt thereof or, b) for the preparation of a conpound of fornula
I, or,Therpeess Spiribp Prerasation of & apmsund effasmulac op1whsre /zppmoptiate, a

PCT/ E'?%&Hﬂéﬁtr{eﬂéo* lﬁ%gcﬁéasé l%a‘réenfo}’m'oi;ﬂ $Zhforth, Bmp¥ise®: 0 and B have the

meani ngs gi ven f formula I, where appropriate, wth a tautoner
and/ or axfar ﬁhetﬁﬁ%?fééﬁ‘orb?fa %mPWdthéOl’mL@)bﬂh‘ﬁ’h'élh Rofs %yotf@gﬁmmtﬁ énd £Z@rerul a
I, or, %r Wr@@b%@bﬁateaattél%rﬂgﬁénd?&dslaﬂrtherééﬂ,t thereof, reacting a
corrpoun f'or mul
reactmg a compound of formula Il
N D
AN
LT
© (I,

in which R;, n, and D have the meanings given for formula | in claim 1, or, where
appropriate, a tautomer and/or salt thereof with a compound of formula Iil

HN(R3)-A-(X),-(Y)4-B (1,

in which Rs, A, X, Y, p, g and B have the meanings given for formula I, or, where
appropriate, with a tautomer and/or sait thereof or,

b) for the preparation of a compound of formula |, or, where appropriate, a tautomer and/or



(RnCZ (V). N R3 ~A-(X) p(Y)-B ginwich Rl R2, R3, n, A X Y Z

and B h{yg bdpsdEani ngs given for the fornmula I in cl af@’r/kpzoog/ﬁ osyyher e
appropriate, a tautomer and/or salt thereof with a conpound o %ornul a Vi
X2C(=O D (VI), WD 21)1)6/041)113 PC‘[/1I§F3211115 /111 118 91 -19 In
especially preferred conpounds of forrmula Il R3 is hydrogen; Ais
Cl- Coal kyl ene which may be substituted by C3-Co6cycl oal kyl, C2-C6al kenyl ,
cyano, Cl- C4al kylthio, Cl-C4alkylsul fonyl, Cl-C4al koxy, hal ogen or
C1- ColimwbighiRad A, BrY.R. iasand3 hawe el aeantyascgiven for RgUR laple WherriaRrsoriiate. | y
from i bSroxygen, NH, NCH3 or NC2H6; Y is
Cl- C4a ﬁ%ﬁgﬁﬁe&a?lggglség%%%?rbr C3- Coal ki nyl ene or, Cl-C4al kyl ene,
C2- Coal kenyl ene or C3-C6al ki nyl ene substituted by hal ogen,
C3- C6 = I - riah | | or
eyl Bl eR ey D2 B PPl SRRy RaPtgr ey

salt thereof,

reacting a compound of formula V

N—R,
(R1)n‘%z V),

N
Ry \A——(X)E—(Y)q—s

in which Ry, Ry, R3, n, A, X, Y, Z and B have the meanings given for the formula | in claim 1,

or, where appropriate, a tautomer and/or salt thereof with a compound of formula VI

X.C(=0)D (v,



C4al kyl , hydroxy, cyano, Cl-C4al koxy or Cl-C4al kylthio; or B is CH(CHO,
CH( CHwe 20), CH(CH2S), CH(CH20CH2), CH(CHwe
m&mz%ﬁ@“& CHZS?(O) 2(CHZ) ,) CH( (CHI\/ES(O))ZCHZ)( %ﬁf“&f’%ﬁ’zﬂ
C(Me) - (CH2O), C(Me) (CHVEO), C(Me)-(CNa20), C(Me) - (CHZS

C( Me) - (CH2OCH2) , C(Me) (CHVeOCH2), C(ME)-(CMe20CH2), C(Me) (CH2S( O 2CH?2)
C(Me)-(CHMe-S(O 2CH2) or C(Me)-(CWe2-S(0O 2CH2), preferably Bis

cycl opropyl or cyclobutyl which may be nmono- di-, or trisubstituted by
hal ogémesm?le@rﬁ?lred ceorpaewids, of égramia 1IC1- C4al koxy or Cl- C4al kyl thio. WO
2006/ %?D_gghEPZOOSIOIOBQI -20 C(Me) - (CH2S), C(Me)-(CH2OCH?),

C(Me) (CMe20CH2), C(Me)- (CH2S(O 2CH2),

C( Me) ﬁ(l Mcwawmyb%lmbﬁpef%@%alkybrc‘ef%a&@nyl &yane, Ci-

cyclo f L t glituted b

y @QIRY: hl<9 o &?@EHE%A"@ Jélk’&% %%@%9%4 GQaloQIkyl ér‘ y

hal og roXy, c ?ylthlo
Tabl eCchqh?%w&;eneed corrpounds of forrrul a lll represent ed by the formul a

L;Lf‘o B Op(ci'greAm(i&gncfenl)qfrgm(eelch%)(her@(?oﬁ XY B No. Bl CH - -
X is oxygen, NH; NCH; or NC,Hs;
Y is C4-Csalkylene, C,-Csalkenylene or Cs-Cealkinylene or, C4-Cialkylene, C,-Cealkenylene
or Cs-Cealkinylene substituted by halogen, C;-Cscycloalkyl, C;-Cjalkylsulfonyl or C4-C,alkoxy;
B is cyclopropyl or cyclobutyl which may be mono- di-, or trisubstituted by halogen, C4-
C,alkyl, hydroxy, cyano, C4-Csalkoxy or C4-Cjalkylthio; or B is CH(CH,0), CH(CHMeO), CH-
(CMe,0), CH(CH,S), CH(CH,OCH,), CH({CHMeOCHy,), CH(CMe,OCH,), CH(CH,S-(0),CHy,),
CH(CHMeS(0),CH,), CH(CMe,S(0).CH,), C(Me)-(CH.0), C(Me)(CHMeO), C(Me)-(CMe,0),
C(Me)-(CH.S), C(Me)-(CH,OCHy,), C(Me)(CHMeOCH), C(Me)-(CMe,OCH,), C(Me)-
(CH,S(0),CH,), C(Me)-(CHMe-S(0),CHy) or C(Me)-(CMe,-S(0).CH,), preferably B is
cyclopropyl or cyclobutyl which may be mono- di-, or trisubstituted by halogen, C,-C,alkyl,
hydroxy, cyano, C4-Cjalkoxy or C4-Cgalkylthio.



B2 CHwe - - cyclopropyl B3 C(CH2CH2) - - cycl opropyl WD 2006/ 040113
PCT/ EP2Q05/ “21- o(pd AXY B No. B16 CH2 - - . D) B17
o2 - %05—(%’\%@%?‘& CHECME2)) B18 CH2 - - qmzmﬂs)-?%/wgﬁglig cH -

- CH(CH20O) B20 CHCOOwe - - cyclopropy B21 CH2 - CH2 CH(CH2-CFCl) B22
CH2 - CH2 cyclopropyl 623 CH2 - - C(MWe)-(CH2CH2) B24 CH2 - -

CH(CH2- Cve2) B25 CH2 - - CH(CH2CH20) WD 2006/ 040113 PCT/ EP2005/ 010891
-22.

C(Me)-(CH,S), C(Me)-(CH,OCH,), C(Me)(CHMeOCH,), C(Me)-(CMe,OCH,), C(Me)-
(CH,S(0),CH,), C(Me)-(CHMe-S(0),CH,) or C(Me)-(CMe,-S(0).CHy), preferably B is
cyclopropyl or cyclobutyl which may be mono- di-, or trisubstituted by halogen, C;-C,alkyl,
hydroxy, cyano, C4-Csalkoxy or C4-C,alkylthio.

Table B: Preferred compounds of formula Il represented by the formuia Illa:

HN(H)-A-(X),-(Y)o-B (lla),

Cpd
A X Y B
No.
B1 CH, - - cyclopropyl
B2 CHMe - - cyclopropyl
B3 C(CH,CH,) - - cyclopropyl




Cpd A XY B No. B37 C(CH2CH2) - - C(COQ Br)-(CH2CH2) B38 C(CH2CH2) - -
CH( CH2 Cwve2 - - cyclopropyl B40 C(CH2CH2) BB 0§42 CH2)
Tabl e D%%ao ’e"fﬁ’:’@% conpounds of fornula V represented ][;CT/Fornu/Pw a: R91
NH Z R92 Hz N ~A-(X) P (Y)-B (Va),,q WO 21)1)6/041) 113 PCT/EP211115
/111 118 91 -23- Cpd RO, Rez A X Y B' No. 1-rmethyl -2, 2-di brom o- D8 Me
Cl CH2 - - cyclo-

Cpd

No. A X Y B

B16 CH, - - C(Me)-(CH,OCHy,)
B17 CH, - - CH(CMe,(CH-CH=CMe,))
B18 CH, - - C(CH,OCH,)-(CH,OCH,)
B19 CH, - - CH(CH,0)

B20 | CHCOOMe | - - - cyclopropyl

B21 CH, - CH; CH(CH,-CFCl)

B22 CH, - CH; cyclopropyl

B23 - CHy - - C(Me)-(CH.CHy)
B24 CH, - - CH(CHx-CMey)

B25 CH, - - CH(CH,CH,0)




propyl 2,2,3,3-tetrafluoro- DO Me CI CH2 - - cyclobutyl D12 Me Cl CHZ -
- C(SNE)\V‘:?%WZ D13 M C CH2 - C(S(O Me)-(CH2 0
CH2 - (CH2CH2CH2) D15 M d CH2 cycl obut%@%ﬁﬂe gll CHZ -
- C(Me)-(CH20CH2) D17 Me C CH2 - - {(CVe2(CH CH=CWe2)) D18 Me C CH2
- - C(CH20CH3) - (CH20CH2) WD 2006/ 0401 PCT/ EP2005/ 010891 -24- Cpd R91
RO2 AXY B No. D29 M Cl CH2 - - C(SMe)-(CH2CH2) D30 M Cl CH2 - -
C(S(QL2Me) - (CHPCH?) D31 Me C P - - C(CE3)-(CH2CH?) DR2 Me CL_CH2 -
CH( CH2CEQ) ) A X v B

No.

B37 | C(CH.CHy) - - C(COOQiBr)-(CH,CH,)

B38 | C(CH.CHy) - - CH(CH,-CMey)

B39 CMe, - - cyclopropyl

B40 | C(CH,CH,) - - C(Me)-(CHCHy,)

Table D: Preferred compounds of formula V represented by formula Va:

H

“A—0)—(Y)—B
P "q

(Va),



D33 Me CI CH2 - - C(S(O Me)-(CH2CH2) D34 Me CI CH2 C(S(O) (NCOCF3) Me) -

CH2CH2 | CH2 - - O(S(O (NH)Me)- (CH2CH2) D3 PCH) -
E qcﬂ?%%) 7 W O (C()CI(-IZEID-IZ))-(- C(CO)O' D)?(E%%@%SS 7

C (CH2CH2) - - CH(CH2-Cve2) WO 21) 3»6/041) 113 PCT/ EP211115 /111 118 91
25 Cpd RO Re2 A XY B No. D50 M CIM"C(CH2CH2) - - cycl opropyl D51 Me
Cl C(CHCH2) - - cyclopropyl D52 Me NH2 C(CH2CH2) - - cycl opropyl D53
Me NH2Z CH? - - cyclopropyl D4 Me | C(CHPCH2) - - cycl opropyl 5 Me Br

c
CH2 { Cpccy ggbro%zl A X v 5

No.

1-methyi-2,2-dibromo-
D8 Me Cl CH, - - cyclo-
propyl
2,2,3,3-tetrafluoro-
D9 Me Cl CH; - -
cyclobutyl

D12 | Me Cl CH, - - C(SMe)-(CH,CH,CHy,)

D13 | Me Cl CH, - - C(S(0O)Me)-(CH,CH,CHy,)

D14 | Me Cl CH, - - C(S(0),Me)-(CH,CH,CH,)

D15 | Me Cl CH, - - cyclobutyl

D16 |Me | Cl CH, - ; " C(Me)-(CH,OCH,)

D17 | Me Cl CH, - - CH(CMe,(CH-CH=CMey))

D18 | Me Ci CH, - - C(CH,0OCHj3)-(CH,OCHy,)




D56 Me Br CH2 - - cyclopropyl D57 Me Br C(CH2CH2) - - cycl opropyl D58
Me Br opropyl D59 Me Br C(CH2CH2) - - cyc

2006/0% pr opy Y ChOPEBRNS0 181
21)1) 6/ O 7174 B Rt 15 11t 118 o1 26 Physi cal ol EPisotioL | ds
of fornula Va according to Table D: ompound No. nelting point D1
128-129 C D3 177-178 C What has beeri 'said above for tautomers and/ or
salts of conpounds | applies analogously to starting materials nentioned
her ei nahaove and hereinbelow with regard to the tautomers and/or salts
t her dofpd The rleaciions desgri bed re| nahgve pgnd herei nbel ow are [carri ed
out ifnng n‘gﬁhe %’i per&se 10?)?exarrplt€ in| the absenge or, norjmally,
in the prdsende of a suitable solvent|or di- |uent or of a m xturje of

t hesq, pbye mE gcess being egried out, | as requ redC (ﬁ_(p@IH)ng, at room
tenpgraturle o with h«=ating, for exanple in a gratu e ra ge of from

SPE%XQE@‘W(ma'P ki %2{35'?3".@9 0| appr ox ?}éé@z Vit eGliay, 1

r equi freth—t+ra—a—sea reduced

ro
I'\f’l \Inr\r\g
\=av SSTT

T oo Ttu, IUI IIMI

.EZQ

D31 | Me x CH, : C(CF2)-(CH,CHy)
D32 |Me| oI CH, i - CH(CH,-CFCl)

D33 |Me | CI CH, } i C(S(O)Me)-(CH,CHy)
D34 [Me| cCI CH, i ] C(S(OZE:NH(;S?M@-
D35 |Me| ClI CH, i - | C(S(O)(NH)Me)-(CH,CHy)
D36 |Me| CI | C(CHCHy) | - i C(COOEY)-(CH,CHj)
D37 |Me| ClI | C(CHCHy) | - ] C(COOIDN)-(CH,CH,)

D38 | Me Cl C(CH.CHy) - - CH(CH,-CMey)




el evat ed pressure,

in an inert gas atnosphere and/or under anhydr ous

condi ti deahggial |y WO 2006/ 040113 PCT/ EP2005/ 01089 270058 108Y;
2 T/EP2005/510

et her, Q?ﬁy?eﬁeg I'ycol nonomet hyl ether, ethylene glycoﬁcﬁbnoegﬁ F et her,
et hyl ene glycol dinethyl ether, dim hoxydlethyl et her, tetrahydrofuran
or di oxane; ketones, such as acetone, met hyl et hyl ketone or nethyl
i sobutyl ketone; al cohols, such as nethanol, ethanol, propanol,
i Sopr apnanal hllfj:)_l’_‘lnl et hy| ene | y(‘nl qar nl \/r\ ar ol am des such .a N’ N- d|
nethjl Eﬁrmép 5% i et hyl forpanj, de| N, N—leethyIacet€n1de,
N- metihybpyr %Ild (2 of hexXamet hyl h0>phd¥|c riamde; nitriles, jsuch as
acetqgnitrill r propionitrile; And sulfoxides such as di net hyl
sul f axpge. M@e re@ptlDQXC$bgq%§1tageously_carrled ol dbﬂngltenperature
rangg from approxi nat ¢ 0 appfoximate|y +140 pre¥erab|y from
appr gx tlely [-30C to e[y #1I00C, ih nany cgses 1.n the [ange
betw&ehgfq§W¥tenp ratjigekﬁéhgaarokinately +8pC. VﬁyagﬂP PY) _Exanpl es of
sui t abte—teavithg—grotps 5 —n—thRe—conpourds—tvV—arehydroxy—E=€8al koxy,
hal o{ 232 ¢94¢ koxWH.C1{ C¥&HGHay| oxy, frer capto] C1- C8utlagriopyli o,
hal o/ -Clal kylthio, €1-CBalkylsul- fonyloxy |halo-d - CBaI kyl sul fionyl oxy,
benzengss| figay! o t ol ueggsul f pnyl oxy and ha ogen c ?s chl ofri ne.
Pref@rred|arehydroxy| Cl-Ceal kpxy and chlorih %1)1)% 041) 113
PCFT/ P[f&} ']ﬁe/ Tlll 118 %](CHchz) - - cyclopropyl

D55 | Me Br CH, - - cyclopropyl

D56 | Me Br CH, - - cyclopropyl

D57 | Me Br C(CH,CHy) - - cyciopropyl

D58 | Me Br CH, - - cyclopropyl

D59 | Me Br C(CH.CHy) - - cyclopropyl

™ /M AA I T ~i 1 PR PR |




-28 The reactants can be reacted in the presence of a base. Exanples of

sui t abl y§3skRA4d95 facilitating the detachment of HX2 plok@HokormEL Al
A PRLF

or alkaline earth nmetal hydroxides, alkali netal or a I ne eartlh net al
hydri des, alkali nmetal or alkaline e_alygt_h metal am des, alkali metal or
al kaline earth netal al koxi des, al kali” nmetal or al kaline earth netal
acetates, alkali nmetal or alkaline earth netal carbonates, alkali netal

or alkaline earth netal dialkylamdes or alkali netal or alkaline earth
met al Rulykigalsiata foacbuesyindd dfformila¥e acapiingdadabler?nes, free or N

al kyl ated saturated or unsaturated cycl oal kyl am nes, basic heterocycles,
ammoni um hydr oxi des and carbocyclic _am nes. Exanples which may bhe
ment i @uasboaing Nvodi um  hydr oxi de, sodi jumelipgippidt, sodi um ani.de, sodi un

met h f?—de——&edwm—aee{—a{—e——f@dﬁrm—taw B e Potassiunm ter t=butoxide
pot as Tum hydr oxi de, potassi um car bonapeg, potassium_ hydride, |ithiumn
di i sqmyppyl am de, potassium bis(tri nmettad-¢i8 3¢ ) am de, cal ci um hydri de
t ri etthyl am ne —di-i-sopropylet-hylam-netrethytenredi-anne;

cycl ohexyl am ne, N-cycl ohexyl-N, N di net hyl am ne, N, N-di ethylaniline,
pyridi ne, 4-(N, N-di met hyl am no) pyridi ne, quinuclidine, N

met hyl nor phol i ne,, benzyl tri net hyl a ni um hydr oxi de, gnd .

1, 8- diV¥haithas\peeBsgidaheVa fefdauteess,anq/piRyts °¥ﬁ%mP%‘é{Lder?P8""t?af?{‘%°e9°P%'¥$? ed
Wi th eabhn@agdriafSmeHEdhedihefeinadvB @l haekiniedovd with Fetrind tothedadtomesnt . 1 n
nost cases, however, It is advantageous to add an inert solvent or

di | uerandésr saltsgbepenf1) 6/ 041) 113 PCT/ EP211115 /111 118 91

The reactions described hereinabove and hereinbelow are carried out in a manner known
per se, for example in the absence or, normally, in the presence of a suitable solvent or di-
luent or of a mixture of these, the process being carried out, as required, with cooling, at
room temperature or with heating, for example in a temperature range of from approximately
-80°C to the boiling point of the reaction mixture, preferably from approximately -20°C to
approximately +150°C, and, if required, in a sealed vessel, under reduced, normal or
elevated pressure, in an inert gas atmosphere and/or under anhydrous conditions. Especially



-29 - in conmpounds |, in which R3 is hydrogen, this hydrogen R3 can be
repl aceqyhyoRpitiisti tuent R3, which is different frombygpanstiosor
Dependi ng on the choice of the reaction conditions and starting materials
whi ch are suitable in each case, iyggq possi bl e, for exanple, in one
reaction step only to replace one subistituent by another substituent
according to the invention, or a plurality of substituents can be re-

pl aced bx ot her substituents according to the invention in the sane

r eact iroefhyliatner, ghyieseglycd ompemety ethea wtiyéensralynel B@npethyl etbernethylnewn per
se. Thipsol éiﬁ{eﬂﬁ%%ﬁﬁeh%iméﬁfg edicgtgﬂ'c?tﬂgér?,”tgﬁgﬁIof[?%fgfancﬁrﬂ?%g,skétoﬁésesﬂ’mé"é ned

by treatment wth a suita ] e ion exchanger reagent
and sacetongi mathyhetbyl keteneptitraethildsabpiv ketan@aieohals; Bueh ssimetitainel, Bhagolr

W th i i o) I n be
Conyer SEAioR Rprd ol bEA Bl R or ool AR g NN R g
addi t ireeithyiarmgmiden N, Mxdigthyltormpipide; dali-disnethylpeaiamideuNtmpthglppriglidone ornpound

or w ' i xch r sl R :
R S B o L R T
excharayeh as dimpihyl sulfexid®06/ 040113 PCT/ EP2005/ 010891 -30 dependi ng on the
configuration of non-aromatic double bonds which occur in the nol ecul e;
the invention relates to the pure isoners and also to all isoner m xtures
whi ch Taegepdisiibhdvantageously carried out in a temperature range from approximately

-80°C to approximately +140°C, preferably from approximately -30°C to approximately
+100°C, in many cases in the range between room temperature and approximately +80°C.

Variant b)

Examples of suitable leaving groups X, in the compounds IV are hydroxy, C;-Cgalkoxy, halo-
C,-Csalkoxy, C4-Cgalkanoyloxy, mercapto, C4-Cgalkylthio, halo-C;-Cgalkylthio, C4-Cgalkylsul-
fonyloxy, halo-C4-Csalkylsulfonyloxy, benzenesulfonyloxy, toluenesulfonyloxy and halogen,
such as chlorine. Preferred are hydroxy, C4-Cgalkoxy and chlorine.



and is to be understood in each case in this sense herei nabove and

her ei nb%ﬁg\éﬁ%ﬁmﬁ% when stereochenical details are not pARRbLRIOEHso1
ca

speci fi y 1n each case. Diastereonmer mxtures or racenmate m xtures of
conmpounds I, in free formor in salt f80rm whi ch can be obt ai ned
dependi ng on which starting materi al'g and procedures have been chosen
can be separated in a known manner into the pure diasteroners or
racenates on the basis of the physicochem cal differences of the
conporikhetreactbots car depeactey infthaerésenad of @ bysa. Expmplesi o suitatile basdsder on

and/ or._Gk . i ' r L.h can
pe- oby 2 Ei B SfeRitien oY St F e Qafts ichiR Bl KR ke

ant i ponets! dnyalitalioevearte nietal hydrfidgs, skalipietal by alkalineyeartl metahainitesf alkdh  an

tical |\ LAl .
opt, Tt e DA B b R R OHEBR s R o AR el
cel ul osetal ovidlialibd eadh chetd! cationateisealikali metab or gkalineraarthbyetal diakplgmidgston
fie L i . : i ds.
L bR Y S e AT R T TR
pl exedlkytated pataatettosursaturated ciicloakdamoeey basictzterocydles, ammonplim by

' : ' d- WO 21 / 3 . 118 91 -31
T o e
pasehihy]gfd)(&ﬁ, sodinm hydride) sedium droide) saium methagts; spdiliat agetate,ssodbmn obt ai ned
in the for

i S ol P BB AR SR, RSP ool e R, o
hydride, lithium diisopropylamide, potassium bis(trimethylsilyl)amide, calcium hydride,
triethylamine, diisopropylethylamine, triethylenediamine, cyclohexylamine, N-cyclohexyl-N,N-
dimethylamine, N,N-diethylaniline, pyridine, 4-(N,N-dimethylamino)pyridine, quinuclidine, N-
methylmorpholine, benzyltrimethylammonium hydroxide and 1,8-diazabicyclo[5.4.0Jundec-7-

ene (DBU).

The reactants can be reacted with each other as such, i.e. without adding a solvent or dilu-
ent. In most cases, however, it is advantageous to add an inert solvent or diluent or a



conpounds which are present in solid form The conpounds | according to
the i nv%nzmgmg(;l% preventively and/or curatively val “apéf/Eﬁﬁ)o Hlo¥si
ingredients 1n the field of pest control, even at |ow rates o?
application, which have a very favor Ie bi oci dal spectrum and are wel |
tol erated by war m bl ooded species, fih and plants. The active

i ngredients according to the invention act against all or individual
devel opnental stages of normally sensitive, but also resistant, aninal
pests,-i8 g@me@dSris@owmcroRa Isdyyeengent this hydgogsh Rarandredeplagediby asubstiteent

i nsectg cwﬂ% |§’51ﬁ@ﬁ£1ﬂ‘r8h1 @9" vity of the active in- gredients according
to the 7nvention can mani Tde itself directly, i. e. in destruction of
the pests, which takes place either imediately or only after sone tine
has el r far ein
are du@e@%ﬂgm g ép??@ﬁb% ﬁﬁ@g?&%&&t@gﬁ?ﬁ&ﬁéﬁéanﬁtaﬁlﬂgHda‘?gﬁ%lywhlcﬂ ar?é@@l

cor r edpeach mgset ] I%pmmﬂe,m@temmpieaumomematCMn step ool[v tareplmcnnmbsmuem%

For el SRt BRO A0 B PAnIRlieR oY et of BRI il retcar 1 P2

Ant he milaped bysbloer substitBeris actmding tathesipvedibh iirpthersarmer ryattranrﬁ@al a,
Ceratitis spp., Chrysonyia spp., Culex spp., Cuterebra spp., Dacus spp.,
Drosophi | a nel anogaster, Fannia spp., Gastrophilus spp., d ossina spp.,
Hy podé3atita of ppmpouthdsy alhap degpregmred inla maonmgzZanosypper se L Tiuisl, fax espipple, acid

:CVH anagyRik 45its O Cdmp'\%%gg | 31 o'btaircn)eeé B}r/ H3atridht Witlgass%q l')lgl aciPra scstable |on

rit,

exchanger reagent and salts with bases are obtained by treatment with a suitable base or
with a suitable ion exchanger reagent.

Salts of compounds | can be converted in the customary manner into the free compounds |,
acid addition salts, for example, by treatment with a suitable basic compound or with a
suitable ion exchanger reagent and salts with bases, for example, by treatment with a
suitable acid or with a suitable ion exchanger reagent.



Pegonyi a hyoscyam , Phorbia spp., Rhagoletis pononella, Sciara spp.,
Stormxyswég&wmm‘[gbanus spp., Tannia spp. and Ti pul a sp /EPEJOS’/ okdye order
Het eroptera, for exanple, G mex spp., Distantiella theo @y er cus
spp., Euchistus spp., Eurygaster spp.,, Lep- tocorisa spp , Nezara spp. ,
Pi esma spp., Rhodni us spp., Sahl bergeq l'a singularis, Scotino- phara spp.
and Triatoma spp.; fromthe order Honoptera, for exanple, Al eurothrixus
fl occosus, Al eyrodes brassicae, Aonidiella spp., Aphididae, Aphis spp.,
Aspi - d¢ipending op phe capdiguratian péb%aron&;ncmubl@th@ﬂd% ppich achunjip drﬁpmlegsle

aoni d'tHénnlvg\onﬁ@fﬁg?tbqﬁe ﬁgﬂquamé@%rn@'als %%A@mﬁukm.cﬁgwﬁggezgg ,

Eri osona | ari gerum roneura scardia s

p
Lecanianhistorbe und_eé?ip%mm@sc@p@ thls\mseénerﬂm@og@gnd ﬂewm@\ns gpen when
Nephot&l Ll ehefftal de&l‘:lé aRah a@r{néht%ﬂ@d sp&ﬁ‘ﬁéaﬁy} @géea%g%a@en Perphi gus spp. ,

Pl anococ- cus spp., Pseud acaspli s sp ococcus spp., Psylla spp.,
Pul vi nari a aet h| op| ca, WD 21)1)6/041) 113 PCT/ EP211115 /111 118 91 -33

LyCOp%ﬁét%%!oH%{ i RUHEeR ‘?é{en?a‘ié Iikilids d ic&tﬁB%quF Al feeSBhn or }n%ﬁsf&?n,
trana mantria spp., Ly- onetra spp., acbsond spp., mestra
br assivdaeh cavmﬂj@mwnséﬂeaenmo@ phich rsmrﬁmg)materi%taﬁdmracedmbési lviedeePanmrene

SPp. 89&1e59nsbesge&ar?tF§q"P%)'kﬁoM) HEARE mgs U%Dtﬁ]gétgro%fﬁsrg %Qg hceﬁma S on ’ch?eI a,

Pht hord RRaR 0 I'S rapae, 'S spp a xylost
Prays bepis.of tlﬁcphyslcochemlcal differences of the components, for example by fractional

crystallization, distillation and/or chromatography.

Enantiomer mixtures, such as racemates, which can be obtained in a similar manner can be
resolved into the optical antipodes by known methods, for example by recrystallization from
an optically active solvent, by chromatography on chiral adsorbents, for example high-
performance liquid chromatography (HPLC) on acetyl celulose, with the aid of suitable mi-
croorganisms, by cleavage with specific, immobilized enzymes, via the formation of inclusion
compounds, for example using chiral crown ethers, where only one enantiomer is com-

plexed, or by conversion into diastereomeric salts, for example by reacting a basic end-pro-



pophaga spp., Sesam a spp., Sparganothis spp., Spodoptera spp.,

Synant h QOO%BQOM Thaumet opoea spp., Tortrix spp. TrbEP@Bﬁd@/Pﬂﬁsﬂi and
Ypononeut a spp. romthe order Mll ophaga, for exarrp I nea spp.

and Tri chodect es spp.; fromthe ord Othoptera, for exanple, Blatta

spp., Blattella spp., Gyllotal pa spp., Leucophaea mader ae, Locusta spp.,
Peri pl aneta spp. and Schi stocerca spp.; fromthe order Psocoptera for
exanpl e, Liposcelis spp.; fromthe order Si phonaptera, for exa

Cer at dpAFPM@aurdsd. andovberscaRReRTIaR $he ivtonasrs thespeipisyaach cere épires n}%rmr om
the opdersakth¥SARaRti#5Bpro F?éteeéﬂ@ér%%b rlK'tHe%ﬁh 'o@h?d}ates delidrimtider i ps

spp., Scirtothrips aurantii, Taeni ot I’IpS ., _Thr palm and Thri ps
t abacthes selvemts, oowmmq1@5@@'7'@21@%;3@1@%1%&5@ fb?&m%a"lzw@'h ohs cotton,

flax, Cg,ﬂgg ufls wm&yp re I LEdR ,,{ Edligtsornsuch as oranges, |enons, grapefruit or
tangerines; vegetables, such as spinach, |ettuce, asparagus, cabbages,

carrots, onions, to- mat oes, potatoes or bell peppers; Lauraceae, such as

avocaqrﬂe cgngemi%@b%ng‘:@qﬂgmvéntion are preventively and/or curatively valuable ac-
tive ingredients in the field of pest control, even at low rates of application, which have a very
favorable biocidal spectrum and are well tolerated by warm-blooded species, fish and plants.
The active ingredients according to the invention act against all or individual developmental
stages of normally sensitive, but also resistant, animal pests, such as insects or
representatives of the order Acarina. The insecticidal or acaricidal activity of the active in-
gredients according to the invention can manifest itself directly, i. e. in destruction of the
pests, which takes place either immediately or only after some time has elapsed, for exam-
ple during ecdysis, or indirectly, for example in a reduced oviposition and/or hatching rate, a

good activity corresponding to a destruction rate (mortality) of at least 50 to 60%.

Examples of the abovementioned animal pests are:
from the order Acarina, for example,



and al so tobacco, nuts, coffee, eggplants, sugarcane, tea, pepper,

grapevi Reg ozt he plantain famly, latex plants apgT/ﬁF%%ﬂ)ts@]{)s. The
active ingredients according to the invention are especrally suitable for
controlling Aphis craccivora, Diabrohica balteata, Heliothis virescens,
Myzus persicae, Plutella xylostella and Spodoptera littoralis in cotton,
veget abl e, nmize, rice and soya crops. The active ingredients according
to the invention are further especially suitable for controlling Manestra
( pr ef Aegep gppi Anthegaenmsasspta, Bipin Borpiamise CREPTIGIR endhresephala Gesaitisspp-:
EnpoasgGa{ &t )| gl , Vi ) Drob&Hil steRr edrpiabl y
i n potat o?éféﬁ%??lgggﬁgggg%g%?i S?%r'ggg%gébﬁ in gﬁg;}ﬁé@%@g term"crops”
i s to she. GrstprRhibisEPEs GlersinadiPRg HPederstaoid- tHHARPOPRSAE IpPeAHNosHEAISER.»

t ol er ant.; e kAN i bR | ; I G4 ch as,
f or e}g%%% gpﬁHM%IIE%ﬁ]‘algﬁoE?%:aFgrps ALéS)gFll!gihiogléttr %r?’%ﬂseg&ﬁ%p?e@%ﬁagﬁf uron,
pr os ulFageayiad®seyanil BRyrbia spar dihagplepgomonella, Sciara spp., Stomoxys spp.,

(5-en r -1 ki < t e-synt hase) inhibitors, GS (glutam ne
synt hgiaggéggggdh’hfﬂiﬁo%' %@@”ﬁ%&?‘t of conventional nethods of breeding
or genetic engineering. An WO 21)1)6/041)113 PCT/EP211115 /111 118 91

-35 prﬂc&,ﬂ Sr&éﬂﬁéism%té} ¥ Blamoft P2, VIP3 or VIP3A; or insecticidal
proteins o Bact efrarcoron Sing —nermat odes, for exanpl e Photor habdus spp.
or Xer®mealspps Distantiells thebbromapPhysdernad s, Evahifturesiiesury desier b ded-

nemat i -t QX (o] 18 I rerSU (9] <t exlis,

o achira PR VR PO AT . AN spBs FenRRroiSRicRhris) SR

t oxi ngphpraosppc add Byiatoma spp.;

from the order Homoptera, for example,

Aleurothrixus floccosus, Aleyrodes brassicae, Aonidiella spp., Aphididae, Aphis spp., Aspi-
diotus spp., Bemisia tabaci, Ceroplaster spp., Chrysomphalus aonidium, Chrysomphalus
dictyospermi, Coccus hesperidum, Empoasca spp., Eriosoma larigerum, Erythroneura spp.,
Gascardia spp., Laodelphax spp., Lecanium corni, Lepidosaphes spp., Macrosiphus spp.,
Myzus spp., Nephotettix spp., Nilaparvata spp., Parlatoria spp., Pemphigus spp., Planococ-
cus spp., Pseudaulacaspis spp., Pseudococcus spp., Psylla spp., Pulvinaria aethiopica,



fungi, such as Streptonycetes toxins, plant lectins, such as pea |ectins,
barl ey hegbidersfiz snowdrop |ectins; agglutinins; protgbﬂ§§ﬁm5@ﬂkgptors
such as trypsine |nh|b|tors serine protease inhibitors, patatin,
cystatin, papain inhibitors; riboso i_nactivating proteins (RIP), such
as ricin, maize-RIP, abrin, luffin, saporin or bryodin; steroid
netabolisn1enzynes such as 3-hydroxysteroi doxi dase,

ecdyster0|d UDP- gl ycosyl -t r ansf er ase, cholﬁﬁqerol oxi dases, . ecdysone

i nhi bi ¥‘E5’P§r3'qqﬂﬁ—'€@ﬁ°ﬁ’t€%%‘%'t§§% Lithegoligthissng LoPgeiRdrEana fymaatiaimgeldr s of

sodi Urgnef4 spst| Mialadbsdhid BED.SMahiéea blRs2ae MESdRSRKRS OpeFbphteds | »S@o hor none
receptors, st1l bene Sy nt hase bi benzyl chitinases an

synt h
gl ucarfeidya nPh"at"ﬁ’eP%B'ﬁ'?E?tSPBf P@h%erwﬁé%n PW\?&W'B?@ tHRSHRORYOE @SSRl

nder K .
uCr ; lF?éééé%tI%* ;ﬁe%\%?&)gles Pickie re&/prdéx 11101 %F ?&L&%@?lﬁ%‘&‘%%s S% %’:65!{3

i nsectAophaa S ores a2 SRP- pﬁpaﬁgano b‘éérl?ﬁl @Wﬁmterawmz Swzrap@ea?n PP3A,
expr esgiaVintcpRea BYP! rrermp dﬂ;;ﬂsTnéhronQ%trf?Qnél ypbAsmaid sppdi fied toxins.

Hybrid toxins are produced reconmbinantly by a new combination of
di f f erfeam themdem¥aligohagader pramiens (see, for exanple, WO WO 2006/ 040113

PCT/ Em{ng%%g]ﬂnd—ﬁ@h‘ga@dgggb@ contained in the transgenic plants

inmparts to t | ants tol erance to harnful insects. Such insects can
occur frqm wrdq@ﬁlmﬁt@ragf%@psample; nsects, but are especially commonly

f ound | e%"t?gﬁélﬁss&)er ap?mﬂéﬁé Pp., Lé\’jbo%%ﬁ’mah&%%cﬁéctfsg et Peripfitdta

butter (Lepi
spp. and Schistocerca spp.;
from the order Psocoptera, for example,
Liposcelis spp.;
from the order Siphonaptera, for example,
Ceratophyllus spp., Ctenocephalides spp. and Xenopsylla cheopis;
from the order Thysanoptera, for example,
Frankliniella spp., Hercinothrips spp., Scirtothrips aurantii, Taeniothrips spp., Thrips palmi
and Thrips tabaci; and



Transgeni ¢ plants containing one or nore genes that code for an
|nsect|%ﬁ%06/r0g(§lll§tance and express one or nore toxi n§C@E§2 D1 2Nd
some of emare commercially available. Exanples of suc ants are:
YieldGard(r) (maize variety that exppgsses a Gyl A(b) toxi n) Yi el dGar d
Rootwornm(r) (nmmize variety that expresses a CryllIB(bl) toxin); YieldGrd
Plus(r) (rmaize variety that expresses a CrylA(b) and a Crylll B(bl)
toxin); Starlink( r%)@( mai ze variety that expresses a Cry9(c) to

Her culPapts, sHgh asiegtios, Ta inemp Qruatﬁ gitrps Byib syich agopanges dpmops, 45ap 'E%FOE he
enzymg, ﬁé&‘h@@étﬁﬁlé&'é’&h'&s%ﬁb\éhtlé@u@ 8§ 8gUs dbbddes agdH 9By dnloRb sbance

to the erbi'ci de gl uf osi nat e ammnlurr) NuCOTN 33B(r) (cotton vari ety
that &@giPess 9@@0@3@9?!&9@9%% JaurgeeagosuchasVeeado, CagamanivE of eRPR N at
EXPr e$pg 21s8 t@oré&:@‘(rﬁgts td¥Nka) %;rg%wﬁtéa%ﬁgaﬂcéﬁé )tea( %Bb@n ?réb%‘i/inég YhdpBathe

expresses a ‘and a toxin cotton variety

t hat P@Oﬁ@mg{ léteb'lﬂiﬁﬂtﬁi‘ﬂﬂ)?mmﬂaf(r) (pot ato variety that expresses a
Cryll A toxin); Nature- Gard(r) Agrisure(r) GI Advantage (GA21

gl yphosate-tol erant trait Agrisure(r) CB Advantage (Bt1l corn borer
(CB)- fThgiacliveingrepientseaacalding toie inventie argBspedaliystitabie fonamntioting Aphig 91

-37 3, 4 f y seed F-31
700 ST, PibrctEa ioR SR RORTNS YRR Mo Tty SRRl FRsle B 0

has b&prdoperadittoralis inseaton; vegasakiptmaigg, rioeand Fona 6rapgpl s g¢tlyR ingredients
modi f 'aggor%ﬁﬂé lﬁ\f@ﬁltlen a;ré“fu?thtapé%dnéc IYM?_CHHFBH EMarl%stré @?&é?’a‘b@” of

a cathepS|n protease recogniti sequence he pre aration such
in vegetables), Cydia pomonella (preferably in apples), Empoasca(preferably in vegetables,

vineyards), Leptinotarsa (preferably in potatos) and Chilo supressalis (preferably in rice).

The term "crops" is to be understood as including also crops that have been rendered
tolerant to herbicides like bromoxynil or classes of herbicides (such as, for example, HPPD
inhibitors, ALS inhibitors, for example primisulfuron, prosulfuron and trifloxysulfuron, EPSPS
(5-enol-pyrovyl-shikimate-3-phosphate-synthase) inhibitors, GS (glutamine synthetase)
inhibitors) as a result of conventional methods of breeding or genetic engineering. An



transgenic mai ze plants is described in WO 03/018810. 4. MON 863 Mi ze

from MoRsgRiR ek ePe S A 270-272 Avenue de Tervuren sel s,
Bel gi um regulgst rati on nunber C/ DE/02/9. MON 863 expresse§/£§9)8?/§{oﬁf18( bl )

toxin and has resistance to certain gol eoptera insects. 5. IPC 531
Cotton from Monsanto Europe S. A 270272 Avenue de Tervuren, B-1150
Brussel s, Belgium registration nunber C ES/96/02. 6. 1507 Mai ze from
Pi oneer Overseas Corporation, Avenue Tedesco, 7 B-1160 Brussels

Bel gi woteine VI rangi IR InVIFe VIR mLYIRBAL or insegiisidabripisjnshefdiaciesa celanising or
the exp @egnforQQaﬁggﬁ?érﬁ%%@p%# 5 )E%orﬁéﬂ%ih@‘ébﬁ'%su&?é§f’ﬁ&6ﬁ‘nab@u§erta' n

Lepldop ra | hsects protein for achieving tol erance to
t he hdurbinesatasgXenababriusaentatemtiilus) toxids pEdesesoy AMPIST SEFREDIVAINBI1 - 38

so- cal, ﬁs ; F&%nﬂqgﬂ% 'vﬁas%%ﬂﬁ? g Bf?\te?lngéct-s%BBP 5 nex%%?oxﬁrsgtoxﬁﬁg pfoddcdd By

225). at hogeni ¢ substances and ttansgenic pl ants
capablfmgnfsmymstﬁ@lpmnmg:emﬁcthl@npladeﬁU@erh ases laglines bantey IRSE™Or f or

o

met hods o such’transgeni ¢ plants are genera nown to the
per sompreteasd ledlbltorSt batatin, tcystatin,qrapaingslibitdyed; lbos@me@mwtmg prateins<RIP),

Publ i eath ANBCIEAEIBIS8 2BRC Y ABbLARLNAIEA SHSURShEREERN BhAMERuMP

expre y suc ransgeni’'c p
as 3-hydroxysteroidoxidase, ecdysteroid-UDP-egcosyl-transferase, cholesterol oxidases,

ecdysone inhibitors, HMG-COA-reductase, ion channel blockers, such as blockers of sodium
or calcium channels, juvenile hormone esterase, diuretic hormone receptors, stilbene

synthase, bibenzyl synthase, chitinases and glucanases.

In the context of the present invention there are to be understood by 3-endotoxins, for
example CrylA(b), CrylA(c), CrylF, CrylF(a2), CryllA(b), CryllIA, CryllIB(b1) or CrySc, or
vegetative insecticidal proteins (VIP), for example VIP1, VIP2, VIP3 or VIP3A, expressly also
hybrid toxins, truncated toxins and modified toxins. Hybrid toxins are produced recombinantly

by a new combination of different domains of those proteins (see, for example, WO



exanpl e, ion channel bl ockers, such as bl ockers for sodium and cal ci um

channel swofz@k{?“@ﬁgrrpl e the viral KP1, KP4 or KP6 toxi n?cvﬁﬂdo%ﬂﬁ?l} o

synthases enzyl synthases; chitinases; gl ucanases; € SO-¢a

"pat hogenesis-related proteins" (PRPgg_see e.g. EP-A- 0 392 225)
ant i pat hogeni ¢ substances produced by m croorgani sns, for exanple peptide
anti biotics or heterocyclic antibiotics (see e.g. WD 95/33818) or protein

or pol tide tors .involved i ant ence (so al |l ed
b1 B TR EA SntalnE ut g ingarc planBuogus i P diFin oo © Fur t her
ar eas ifectss Suéh mtsaas@am@@urt.m agﬁtaaamﬁudlgmptafmdws buﬁélfeléape@é@ the
st or er oons rotection of ra

protectio oods an w
mat er .C&W@Of@ﬁf@Hné vﬁ&%ef %%Qaq'?%éerawezwmﬁgar@ffg "BhandBptrtes1 - 39
Lut zonyépiddpéra). Cul i coi des spp., Chrysops spp., Hybomitra spp., Atylotus
spp., Tabanus spp., Haematopota spp., Philiponyia spp., Braula spp.,
Musca spp., Hydrotaea spp. St onoxys spp., Haematobia spp., Mirellia

spp., T'Fé}{ygbﬁic%ts cﬁtﬁiﬁﬂg%esd?%ore @éhéé ﬂPuBPé@IeSpran insb&tdiddl ?es?s@&woe and
Chrysonyia spp., Whlfahrtia spp., arcogha ga sp Qestrus s

Hy pod EXPRESS 8P OF MEFR tXins e f‘ﬂ%""%ﬁ'ﬂfj somp BhihEBs¥E °§B¥5"er°'@|'3b@\tﬁ"ég'8 spp. and
Vel opﬁaﬁﬁleiggg sucr%m%ear@rﬂsm%rm an&RL %r‘léi?thaft e&preéééépé eq)ﬂseg%bxﬁ»z

Ct enocepha S spp., Xenopsyl Spp. , l'us spp

Het er djigléGandRodtwerne® 4mplze V@rlﬂtus)tha eppresJes aCmtﬁB(bﬁptomeh\ﬁdldGasd Elpp®,
(maize variety that expresses a CrylA(b) and a CryllIB(b1) toxin); Starlink® (maize variety
that expresses a Cry9(c) toxin); Herculex I® (maize variety that expresses a CrylF(a2) toxin
and the enzyme phosphinothricine N-acetyltransferase (PAT) to achieve tolerance to the
herbicide glufosinate ammonium); NUCOTN 33B® (cotton variety that expresses a CrylA(c)
toxin); Bollgard I® (cotton variety that expresses a CrylA(c) toxin); Bollgard HI® (cotton
variety that expresses a CrylA(c) and a CryllA(b) toxin); VIPCOT® (cotton variety that
expresses a VIP toxin); NewlLeaf® (potato variety that expresses a CrylllA toxin); Nature-
Gard® Agrisure® GT Advantage (GA21 glyphosate-tolerant trait), Agrisure® CB Advantage

(Bt11 corn borer (CB) trait) and Protecta®



Panstrongylus spp.. O the order Blattarida, for exanple Blatta

ori ent aly, aneta anericana, Blattelagernmanica Spp.

O the s % d;g)gd R%:arl a (Acarida) and the orders Mt a- gﬁflEE%bgglMso??lgna ta,
for exarrple Argas spp., O nithodorus.-spp., Qobius spp., Ixodes spp.,
Ambl yomma spp., Boophilus spp., Derrfacentor spp., Haenophysalis spp.,
Hyal omma spp., Rhipicephalus spp., Dermanyssus WO 21)1)6/041) 113

PCT/ EP211115 /111 118 91 -40 carpini, Lyctus brunneus, Lyctus africanus,
Lyct us. MIBR604 Miaizedron pyngenta Seeds igéS @y@mmﬁe ||b‘lﬂbé§€eﬁ$31 70 o RgUvSHT,
aequalﬁanégl Hal %’Enﬁﬂh&ﬁbé} EIFRIYS /‘76% EQ%lch-ﬂ'a)éFE% q‘?‘@r‘?&e‘?@d BQ& re sté‘ﬂfate
nonachus, us capucins, tero ostrychus runneus, |nox on spec.
and [bnyrhmjegezmc exrmesa’m ofzenahodified Ciyl i haxin. Jihisrtoxisiie BryaA0Sh mapqlfweléqycus

Urocerus i I J , dtermtes
stch St ot DI e b BB SecBoc M Hoar Bl s o

i ndi cdlaasgdrit maizkiplantsrisdestihddipYYORSIA1GEN0.t er res sant onensi s,
Reticuliternmes |ucifugus, Mastoternmes darw niensis, Zooternopsis
nevadensi s and Coptoternes fornosanus, and bristletails such as Lepisna

sacc har MGN 883 Maize/feorh iMonsbhierBiropeS . 2601282 #vesue de Jesturari, @al 150

concent s Bl g8e ST LPERRR Mol Bol e hee Chlfaanine
past e%,nd rli rediarmsatoentam, Csledptbladgngzaler s, di spersi bl e powders, wettable
powder s, dusts, granules

5. IPC 531 Cotton from Monsanto Europe S.A. 270-272 Avenue de Tervuren, B-1150
Brussels, Belgium, registration number C/ES/96/02.

6. 1507 Maize from Pioneer Overseas Corporation, Avenue Tedesco, 7 B-1160 Brussels,
Belgium, registration number C/NL/00/10. Genetically modified maize for the expression
of the protein Cry1F for achieving resistance to certain Lepidoptera insects and of the
PAT protein for achieving tolerance to the herbicide glufosinate ammonium.



or encapsul ations in polyneric substances, which conprise - at |east -
one of »@fsloli§s 1 ngredients according to the inventLepedifdshksh are
to be selected to suit the intended ains and the prevalling

ci rcunstances. In these conpositi ons, he active ingredient is enployed
in pure form a solid active ingredi-""ent for exanple in a specific
particle size, or, preferably, together with - at |east - one of the al
Ivi riPCrn ntinnh I iCPrl in the arf of fnrm tinn arh me ovtonrlnrc

f nr varse-eallef ' paNDaenesis daletetdPpreEnsERRDS/©e6as EP-AQ139225 cExdued ol ve
poly I : i i I are

Por ous e gl dRCR PGSR BURIchlc oS Baboekt Br ARSI SRR, 2 o
sui t aAndipatbagenic pulisianceaare knowmdereeXaaipde, diloen EB1/AeD 882 @25s\A95/88818,

addi ti o @ al r | . i O, i ani c

ot ur ST ER AL GSEE BHITAE mbhodd BTbaACH, B RaenE bAoA G kB

Sui t abdb éhesperbeit ekiliastin the adapd arridesoribed depexatintey inthet publicstipos ofentibred

act i ve%googf;redi ent to be formulated, non-ionic, cationic and/or anionic
cta

surfactant's or surfactant m xtures which have good enul sifying,
di spersing and wetting properties. The surfactants nenti oned bel ow are

only t ] X r ur I factants
wni on ArBEEA0TE SR B o re e by R BonBlond BN Sl B e
accor gaxagptey idnhehanneldofdokers, aueh aeblockdye forisediutrhand edlevarndhahnelgrfat ur e.

gglr It 3 getlﬁg@ggent@i? Q/E%Imf;ﬁ%c%?{%@ tg?f’ng;’ stift %Csiymhla&s; %%ebﬁgylll%g/gtlhagésr;‘er
chitinases; glucanases; the so-called "pathogenesis-related proteins" (PRPs; see e.g. EP-A-
0 392 225); antipathogenic substances produced by microorganisms, for example peptide
antibiotics or heterocyclic antibiotics (see e.g. WO 95/33818) or protein or polypeptide
factors involved in plant pathogen defence (so-called "plant disease resistance genes”, as

described in WO 03/000906).

Further areas of use of the compositions according to the invention are the protection of
stored goods and storerooms and the protection of raw materials, such as wood, textiles,



| oal i phatic al cohols, of saturated or unsaturated fatty acids or of alkyl
phenol s whbgRoIBY3 contain approximately 3 to appr oxi n?&f/‘gi‘zo%g)/oﬂ)@’lcm

et her groups and approximately 8 to approximately 20 carbon atons in the
(cycl o)aliphatic hydrocarbon radical O%%r approximately 6 to approximately
18 carbon atons in the al kyl noiety of the al kyl phenols. Al so suitable
are water-soluble polyethylene oxide adducts wi th pol ypropyl ene glycol,
et hyl enedi am nopo WD 21) 1) 6/ 041) 113 PCT/ EP211115 /111 118 91 -42
Exanplletzonfyisspn dBulisoiies snp ¢ Chtisbps spmt Hykareitragper Atyidtubsep. s bipausr

wat er - sal whl | Copmi - acCh] E)gﬁﬁgj sui tabl e
soaps S??é%ﬁﬁaa%é%?éd'a?wgﬁ@gg g%‘?t ﬁ}a\gfa E'Egn ggl}%s%tp Pt aPe t%% gSELPb’Sti t ut ed)
anmoniStomsxyist sppafHdematgbia sppls Mesallimgprapgparwie srm.cPlgssine spp. apalliRhoraispt el y
22 C u e Sodj [ ass o] i r i

acid, ‘:4}'tct)1(r8m%1“s PP 'hgp m@g@:@ a?@ ngglﬁﬁ rrr%'eg r ’Zééér%%agtgﬁg" g)t?tg' glgéng%?’eH ooﬁ%élggrrpl e
f r om cppoBastevophilab sppi, Hippobosdacspp., rhixipterdassppbendriiéopbaguhspiat ty aci d
nmet hyl taurates. However, synthetic surfactants are used nore
frequently, in particular fatty sulfonates, fatty sul fates, sulfonated
benzi rofdhe otder Sipdonapierida Sonexan ity Palex Ispp.u Ctencsepmlidésspp.r Xemmpsyllee fatty

sul fonat e ulfates are pre- sent as alkali, alkaline earth or
(substslpputiggé}g'?ﬁ)@héé%@ti tuted) ammonium salts and they ge- nerally have

an al kyl radical of approxinmately 8 to approximately 22 C atons, al kyl

N S R e S S LS R

| i gnoRdristomgyluscspg,. of t he dodecyl sul furic ester or of a fatty

Of the order Blattarida, for example Blatta orientalis, Periplaneta americana,

Blattelagermanica and Supella spp..

Of the subclass Acaria (Acarida) and the orders Meta- and Meso-stigmata, for example
Argas spp., Ornithodorus spp., Otobius spp., Ixodes spp., Amblyomma spp., Boophilus spp.,
Dermacentor spp., Haemophysalis spp., Hyalomma spp., Rhipicephalus spp., Dermanyssus



al cohol sulfate m xture prepared fromnatural fatty acids. This group

al so mq,{, g&ﬁoge“%]%salts pf the sul furic esters and S“igéf‘/ﬁbﬁm Mf‘em

fatty alco | ene oxi de adducts. The sul fonated benzim azo
derivatives preferably contain 2 sulfgnyl groups and a fatty acid

radi cal of approximately 8 to approximately 22 C atons. Exanpl es of

al kyl aryl sul fonates are the sodium calci um or triethanol ammonium salts

o napHEFRN oG PURTES LY EHF srfaninytts ebRaBspesapses Lycws. o ©.
oo, pubéscens '17\6989)0@75 8éQials l\ﬁ?ﬁfﬁé&ﬂ@l&@#ﬁé@dﬂ&%us spke:, T%ﬁo@ndn@ﬁ@gé@

I ngredj ent to_10% . pref erabl é}%o solid carrier

90% p&rP@F%F‘&BF UsoBgstrysh 8@‘%‘ @J?péﬁ?ir RrHRRES; S'&@W%W%?B@l ent:

5to ﬁﬁ(@da@tﬁ@ﬁﬁﬂ&hﬁ ¥ind GlsothypiHoptepdriy such 4s SreR AenBlis LR6 &Y gigls L 0 30%
ferably 2 to 30% Wettable powders: "active

surfact ant : 40%

i ngr ed?"arRIUS glggslt% /é) CEPBTCQFWLSQUEL ang tgoYies sueh a%Kamem@s@law@olm%

pr ef erahptptetmb® bAvié, Heterotermes indicola, Reticulitermes flavipes, Reticulitermes
santonensis, Reticulitermes lucifugus, Mastotermes darwiniensis, Zootermopsis nevadensis

and Coptotermes formosanus, and bristletails such as Lepisma saccharina.

The invention therefore also relates to pesticidal compositions such as emulsifiable concen-
trates, suspension concentrates, directly sprayable or dilutable solutions, spreadable pastes,
dilute emulsions, soluble powders, dispersible powders, wettable powders, dusts, granules
or encapsulations in polyrperic substances, which comprise - at least - one of the active
ingredients according to the invention and which are to be selected to suit the intended aims
and the prevailing circumstances.

In these compositions, the active ingredient is employed in pure form, a solid active ingredi-
ent for example in a specific particle size, or, preferably, together with - at least - one of the

arrviliariae caonvantinnaiivy 1icad in $ha art af farrm ilafian crirh ae aviandare far avarmnla ol



solid carrier: 5 to 99% preferably 15 to 98% G anul ates: active

I ngr edi ; 30% preferably 3 to 15% solid carp 9 ﬁ;o 70%
preferaﬁ%zg)gm?(gt%S% The conpositions can al so conpri set /&F%OI% P8 id or
liquid auxiliaries, such as stabili Zgrs, for WO 2006/ 040113

PCT/ EP2005/ 010891 -44 stances - and the use of the conpositions for
controlling pests of the abovenentioned type are other subjects of the

i nvention. Typical rates of concentration are between 0.1 and 1000 ppm
pr ef eP2hi9Aksethfise polymers Witsble nepieulats adasrptive darigre firamanuletheremgraisof
appl i GpddsOBudheds puURRiEs, iRk ighit, $8PRiR!d 2R8%ufat nBfl | ent
per hg@{gre |nSppart(|£c15 arg P ! (Sée']rmhﬁea prgf%ragﬁﬁtsfg&'\/éegﬁgpg/ ha. A
pr ef eMaeriale alegalcie ox9pNd dat?ﬁdéﬁon,rﬁ lerge mur@bea O(f)ﬂfelflu@éeq)rrmqrta!a @frindrganic

appl i fo‘bkﬁiﬁlctr%t&rg%aﬁ%'l.%g@ mfpantaa?arab% t'éo(*fcerlnhﬁﬁuté@'ﬁ[én??és'ioﬁ%. it being
possible 1o select frequency and rate of application mat ch t he danger
of infestation with the pest in question. Alternatively, the active

I ngr edj, &8ble s6 t: ian) ,

by dr§ncﬁﬁes Aod 5478 cbif oﬂhé’é“ér% Hederkilts drthb t@%safgm Lo .ﬁqpeg.ﬁﬁ@; bR

i ncor fﬁ@nmlatﬁ@ nohdonie,tdalienic ey aenmcmurfs@tanfé orr@rxﬁac;tamtonm’:wes Wblchbavzﬁ t he
pl ant I | es
(soil apprnuca?ﬂg ?sﬁ%?&:ﬂ?tﬁgﬁg\% gt'iGHgop%ngérH%%eﬁﬁB s%ﬁb&aﬁ@?méﬁfoﬁegﬁogﬁwa{gg can
be nesolydd bewoosidéred fas@xdegles; a large number of further surfactants which are conven-

tionally used in the art of formulation and suitable according to the invention are described in
the relevant literature.

Suitable non-ionic surfactants are, especially, polyglycol ether derivatives of aliphatic or cyc-
loaliphatic alcohols, of saturated or unsaturated fatty acids or of alkyl phenols which may
contain approximately 3 to approximately 30 glycol ether groups and approximately 8 to
approximately 20 carbon atoms in the (cyclo)aliphatic hydrocarbon rédical or approximately 6
to approximately 18 carbon atoms in the alkyl moiety of the alkyl phenols. Also suitable are
water-soluble polyethylene oxide adducts with polypropylene glycol, ethylenediaminopo-



paddy-field. The conpositions according to the invention are al so

sui t abl %V(f) 06;0 (protection of plant pro- pagation mat anpl e
seeds, suc h‘f‘rwt tubers or kernels, or nursery pl gﬁ@"""é’g@?ﬁ‘é

pests of the aboverrentloned t ype. Th@zpr opagation material can be treated
with the WO 2006/ 040113 PCT/ EP2005/010891 -45- 011 1'1, -00 SN OO
O O A solution of 2-(tosyloxynethyl)oxetane (27g, 111.4 mml) (prepared

200 B bR ot far oS s o RSO ek e (e o,
t enpegafaseenctive ddfodrels. Eddmples of $uiiablecsoaps aet the alkalivalkalime eaTthe)r (esi due
o eSSt O RS S B CEEA Sl BRI 09 il
sol i dxiptzeslyie? O(&t0m8, guch&%he ssdIUMS(ﬂCbo'ta'ssmnesmts)df olsieqr skﬁarimﬂjd,fau of her
purif Ingt%Eal ?ar%fy acid mixtures which are obtainable for example from coconut or tall oil; mention
must also be made of the fatty acid methyl taurates. However, synthetic surfactants are used
more frequently, in particular fatty sulfonates, fatty sulfates, sulfonated benzimidazole
derivatives or alkylaryl sulfonates. As a rule, the fatty sulfonates and fatty sulfates are pre-
sent as alkali, alkaline earth or (substituted or unsubstituted) ammonium salts and they ge-
nerally have an alkyl radical of approximately 8 to approximately 22 C atoms, alkyl also to be
understood as including the alkyl moiety of acyl radicals; examples which may be mentioned
are the.sodium or calcium salts of lignosulfonic acid, of the dodecylsulfuric ester or of a fatty
alcohol sulfate mixture prepared from natural fatty acids. This group also includes the salts
of the sulfuric esters and sulfonic acids of fatty alcohol/ethylene oxide adducts. The
sulfonated benzimidazole derivatives preferably contain 2 sulfonyl groups and a fatty acid
radical of approximately 8 to approximately 22 C atoms. Examples of alkylarylsulfonates are
the sodium, calcium or triethanolammonium salts of decylbenzenesulfonic acid, of dibutyl-
naphthalenesulfonic acid or of a naphthalenesulfonic acid/formaldehyde condensate. Also

. o . " N . I T T Y . Y T T A Y NN



Step 2: Preparation of 2-am nonethyl oxetane: 12\O H2ZN\-~ ONO 0 WO

2006/ 04Q43 3 RETH g 2005/ 010891

Dusts:
active ingredient:

solid carrier:

Cl

/ OC

Suspension concentrates:

active ingredient:
water:
surfactant:

Wettable powders:

active ingredient:
surfactant:

solid carrier:

Granulates:
active ingredient:
solid carrier:

-46°Cl CF3 CX N M Py ‘
N 11\ o~ d %T/%PZO\)S/O}OSQ

-43-

0.1 to 10%, preferably 0.1 to 1%
99.9 to 90%, preferably 99.9 to 99%

5 to 75%, preferably 10 to 50%
94 to 24%, preferably 88 to 30%
1 to 40%, preferably 2 to 30%

0.5 to 90%, preferably 1 to 80%
0.5 to 20%, preferably 1 to 15%
5 to 99%, preferably 15 to 98%

0.5 to 30%, preferably 3 to 15%
99.5 to 70%, preferably 97 to 85%

The compositions can also comprise further solid or liquid auxiliaries, such as stabilizers, for



HN~ To a sol ution of

6- chl or%‘?zgoﬁogﬁighl oro-2-pyridinyl)-3-(trifluoronethyj T/%'FE(BX/B@%Q' -5-yl]

-8- net benzoxazi n-4-one (200 ng, 0.45 nmol) (prepare
accordlng to WO 02/48115, exanple 2 in tetrahydrofurane (4mM), is
added 2-ami noret hyl oxet ane (the product of step 2) (79 ng, 0.91 mmol),
and the mxture is heated to reflux for 30 mnutes. The solution is

al lowed to cool to ambi ent tenperature and the solvent evaporated in

vacuo Stangee- Arckingseiod tha sarpesifians feiraoptroling pests ekthirabevepentiangd Ame
gradi gpd o1RBr édb@'&@éﬂ’ch@'inv%hh&@ Typl¥ar r‘é'fesl\éf\%én@éhltﬁe\ﬂm altec’o«éi!\fvé@rﬁr 8,113 180 7&;/()

of the title conpound whi te solid. % 13): 10.21 (s,
8. 48 pam, ggrqfq;rably bggve(qu O 1 apﬁi 509 ppm, @fnact[ye pq)grecyelgz l(ng ratg of.@pplrpatggp RSN
2H)H) ﬁe@t%re( lg'lgellrera)l 1 ‘i'a 9§0d 51(of actide, m&e@i@nt(gd@r h?ect'é‘}e uf‘pé‘r%c&lai 101’(0"‘90003 I\/él (m

(el ecgﬂ@sp aﬂsﬂpm@Q@g/@Bo ((M+H)t)] V\D 21) 1) 6/ 041) 113 PCT/ EP211115
/111 118 91 -47 The conpounds listed in the followng Tables P, P and A

can be prepared anal ogous to the procedures described above (m p.
nel t i Agerptermed metha) of appligationdn the figldaf ¢rep PEAiedionisiaprlicationsto the {aliage phen P
Is O, fitdtfoHf M beit fhid o ré§ ah! fcation t
oot P Do PSRt & o PR LS8 i s
The gnsigh e dangof lrff@$tatlmwgn past irqueationrddtamatyely.dpe agiNe lmsneﬁllentrvo
free &E’E%’ﬂ%ﬁ?ﬁ %ﬂgW{h‘eC}Bét dyRfent KRStehfidE@ion] by dfén dHifldHHE Wous GFkHMEO)
plants with a liquid composmon or by incorporating the active ingredient in solid form into the
locus of the plants, for example into the soil, for example in the form of granules (soil
application). In the case of paddy rice crops, such granules can be metered into the flooded

paddy-field.

The compositions according to the invention are also suitable for the protection of plant pro-
pagation material, for example seeds, such as fruit, tubers or kernels, or nursery plants,
against pests of the abovementioned type. The propagation material can be treated with the



CH( CH2OCH2) ,  CH( CHVEOCH2), CH( CVB20CH2), CH(CH2S- (O) 2CHR)

CH( CHVE CH( CMe2S( O) 2CH2),  C( M) - ( CHR0) SR Me
(CMe20) %2?@86@1&23) C(MB) - (CH2OCH?) , C( M) - (mmochg? Prosbd Ve)-
C[We) - (QW20CrR),  G(8) - (GRS(0 202); GNe) - ( CHe- S(0) 202) or
C(Me) - (CVe2-S(0O) 2CH2) define cyclic q—BC O rings. For exanple, CH(CH20
is , C(Me)-(CHMO isCH3, and S02 H3C CH WD 2006/ 040113

PCT/ EP2005/ 010891 - 48- qu R9, RO2 R93 A X Y B Phys. Data No. PL Me C

CF3 CH2 - - cycl opropyl (-ve) 510 (M1)- ve) P2 M O CF3 CHw -
- cycl opropyl 525 ( ”( ve)
i O —_— S
0 N
o]
—

A solution of 2-(tosyloxymethyl)oxetane (27g, 111.4 mmol) (prepared according to A.O.
Fitton et al., Synthesis 1987, (12), 1140-2) and potassium phtalimide (20.64g, 111.4 mmol)
in DMF (200ml) is stirred at a temperature of 120°C for 18hours, then evaporated in vacuo.
The residue is taken up in ethyl acetate, the organic layer washed with water and brine, dried
(Na2S04), filtered, and evaporated to dryness. The crude solid product (19.8 g, 82%) is
used in the next step without further purification.

Step 2: Preparation of 2-aminomethyloxetane:



524 (MH P3 M C CF3 C(CH2CH2) - - cyclopropyl M5 (-v 536 (MH- P4 Me

ad CF3 - cyclobutyl M5 (-ve) 550 (MH)-
2, 2-di cﬁf'oro- @é? ve) - cyclopropyl 580 (MH- 1- net%%ﬂa%m%ﬁﬁ)ﬁg_{( ve)
P6 M@ d CF3 CH2 - - dichloro-cyclo-284 (MH" propyl RA- rl rC

2,2-di brono- M5 (-ve) O7 WO 2006/ 040113 PCT/ EP2005/ 010891 -49- Cpd RO,
R92 RO3 A X Y B Phys. Data No.

To a solution of 6-chloro-2-[1-(3-chloro-2-pyridinyl)-3-(trifluoromethyl)-1H-pyrazol-5-yl}-8-
methyl-4H-3,1-benzoxazin-4-one (200 mg, 0.45 mmol) (prepared according to WO
02/48115, example 2D) in tetrahydrofurane (4 ml), is added 2-aminomethyloxetane (the
product of step 2) (79 mg, 0.91 mmol), and the mixture is heated to reflux for 30 minutes.
The solution is aliowed to cool to ambient temperature and the solvent evaporated in vacuo.
The residue is purified by prep. HPLC (hexane/ethy! acetate gradient on LiChrospher Si 60,
Merck NW25 column) to afford 180 mg (71%) of the title compound as a White solid. ['H-
NMR (CDCls): 10.21 (s, 1H), 8.48 (d, 1H), 7.88 (d, 1H), 7.41 (m, 1H), 7.32 (s, 1H), 7.29 (m,
2H), 6.63 (m, 1H), 4.98 (m, 1H), 4.68 (m, 1H), 4.48 (m, 1H), 3.71 (m, 1H), 3.59 (m, 1H), 2.68
(m, 1H), 2.43 (m, 1H), 2.19 (s, 3H); MS (electrospray ES+): 528, 530 (M+H)M].



>250C P14 Me O CF3 CH2 - - C(S(O) 2Me)- MB(ES+) (CH2CH2CH2) 604/ 606
(MeH) + CF3 OH2 - - cycl obutyl 206-208C P16 D - -
C(Me)- 2 %?%@é@l{ CH2OCH2) P17 Me O CF3 CH2 - - COH( 0%%?’5&00%50?%{90

CH=CMe2)) P18 Me O CF3 CH2 C(CH2OCHB)- - - 190-192C (CH2OCH2) MB( ES+)
P19 M O CF3 CH2 - - CH(CH2O 514/516 (MtH+ M5 (ES-) P20 Me O CF3
CHCOOME cycl opropyl , . , ., WD 2006/040113 PCT/ EP2005/ 010891 -50- Cpd

The compounds listed in the following Tables P, P’ and A can be prepared analogous to the
procedures described above (m.p. = melting point in °C): If no definition for substituent X is
given, then p is O, if X is a substituent, then p is 1. If no definition for substituent Y is given,
then q is 0, if Y is a substituent, then q is 1. The group C(CH,CH,) for the substituent A
means cyclopropyl with two free valences:

-

Designations for substituent B like CH(CH;0), CH(CHMeO), CH-(CMe;0), CH(CH,S),
CH(CH,OCH,), CH(CHMeOCH,), CH(CMe,OCH,), CH(CH>S-(0).CH,),
CH(CHMeS(0),CH,), CH(CMe,S(0).CH,), C(Me)-(CH.0), C(Me)-(CHMeO), C(Me)-
(CMe,0), C(Me)-(CH.S), C(Me)-(CH,OCHz), C(Me)-(CH-MeOCHj), C(Me)-(CMe,OCHy),
C(Me)-(CH,S(0),CH), C(Me)-(CHMe-S(0).CH,) or C(Me)-(CMe,-S(0).CH,) define cyclic
O H,C O
)LA\ CH

rings. For example, CH(CH;0) is , C(Me)-(CH-MeO) is 3, and

SO
H3C:] | ?

CH.,



R9, R92 Rss A X Y B Phys. Data No. (CH2CHZCH2) 603/605 (MH)~ P28 Me
ad CF3 i Cve2CM\e2) 206-208C P29 Me A CF3 T/RE
ey FrEgyL,

C( SMe) 14-215C P30 Me O CF3 CH2 - C(S(O) 2
(CH2CH2) P31 Me O CF3 CH2 - - C(CF3)-(CHZCHz) 198-200C P32 Me C CF3
CH2 - - CH(CH2-CFCl) 228-229C P33 Me O CF3 CH2 - C(S(O Me)- - 212-214C

(CHZCHZ) P34 Me O CF3 CH2 - C(S(Or¢REOCF3) 210-212C M) - ( CHZCHZ) P35
Me G CF3 CH2 - C(S(O (NH)Me) - 208-210C (CH2CH2) WD 2006/ 040113
PCT/ EP2005/ 010891 - 51-

Cpd
No Rsi | Re2 Res A X Y B Phys. Data
MS (-ve
P1 Me | ClI CF; CH, - - cyclopropyl Cve)
510 (M-1)
MS (+ve)
525 (M*
P2 Me | Ci CF; CHMe - - cyclopropyl )
MS (-ve)
524 (M-H)
MS (-ve
P3 Me | Ci CF; C(CH.CHy) - - cyclopropyl tve)
536 (M-H)
MS (-ve
P4 Me | CI CF3 C(CH.CH,) - - cyclobuty! (ve)
550 (M-H)
2,2-dichloro- MS (-
P5 Me | CI CF; CH, - - eniore (-ve)
. cyclopropyl 580 (M-H)Y
1-methyl-2,2-
. MS (-ve)
P6 Me | CI CFs CH, - - dichloro-cyclo-
594 (M-HYy
propyl
2,2-dibromo- MS (-ve)
m=7 | ¥, P rall S~ ~rl



Cpd RO1 R92 R93 A X Y B Phys. Data No. MS(ES+) P44 Me CI CF3 C(CH2CHR)
- - 552/554 (M+H)+ 2 P45 Me pyri CF3 P200s/GM8e P OpY!
220-22@03%’%@}2%09 O OCH2CF3 CH2 - - cycl opr opyl LS RasHEOP O

pyri CF3 C(CH2CH2) - - cycl opropyl 224-225C dyl P48 Me O OCH2CF3
C(CH2CH2) - - cyclopropyl 168-170C 3 P49 Me pyri CF3 CH2 - - cycl opropyl
214-215C dyl ncn RA.. nl 'Y r/('LI -@9:3 \ _ _ rvrlnnrnnvl 999-99 rir
Cpd ‘
No R91 Rgz Rga A X Y B Phys Data
>250°C
C - MS(ES
P14 |Me| ol | CF CH, i i (S(O)ee) SESY)
(CH,CH,CHy,) 604/606
(M+H)”
P15 | Me ; ClI CF; CH, - - cyclobutyl 206-208°C
C(Me)-
P16 | Me | CI CF; CH, - - 201-203°C
(CH,OCHy)
CH(CMe,(CH-
P17 | Me | ClI CF; CH. - - 178-179°C
CH=CMe,))
C(CH,OCHS,)-
P18 | Me | CI CF; CH, - - 190-192°C
(CH,OCH,)
MS(ES+)
P19 | Me | Cl CF; CH, - - CH(CH,0) 514/516
(M+H)”
‘ MS (ES-)
P20 | Me | CI CF; CHCOOMe - - cyclopropyl L




WD 2006/ 040113 PCT/ EP2005/ 010891 -52 Cpd R91 R92 R93 A X Y B Phys. Data

No. P61 $ C(CH2CH2) cycl opropyl 215-217C P62 Bl
W &ﬂ%oﬁopyl 209-215C P63 Me NO2 Cl C(CHZCI—IZEHE@%%B%S/ 30

O CH2CHZ) ~ ¢ opr opy
213-216C P64 NO2 OCH2CF3 C(CH2CH2) cycl opropyl 218-221C M5 (ES+) P65
Me O CF3 CH2 - - cyclobutyl 526 (MHO) M (ES-) 524 (MH)- M (ES+) P66
Me O CF3 CHVe - - cyclobutyl 540 (M%-) Ms (ES-) 538 (MH P67 Me O
CF3 CH(CH2)C - - C(CH2)2 157- 163C WD 2006/ 040113 PCT/ EP2005/ 010891
Cpd
Re1 | Re2 Ros A X Y B Phys. Data
No.
(CH,CH,CH;) 603/605
(M+H)"
P28 | Me | cl CFs CH, ; - CH(CMe,CMe,) | 206-208°C
P20 | Me | ci CF, CH, - - | C(SMe)-(CH,CH,) | -214-215°C
C N
P30 | Me | CI CF, CH, - - (S(0):Me) 212-214°C
(CH,CH,)
P31 | Me | cI CF, CH, - - | C(CF4)-(CH,CH,) | 198-200°C
P32 | Me | CI CF, CH, - ; CH(CHx-CFCI) | 228-229°C
P33 | Me | CI CF, CH, ; ] C(S(O)Me)- 212-214°C
(CH,CH,)
1c
P34 [ Me | CI CF, CH, - - (SOHNCOCF,) 210-212°C
Me)-(CH,CH,)
C(S(O)(NH)Me)- _
P35 | Me | cI CF, CH, - .| CSONHMe) 208-210°C
(CH,CH,)




-53 Cpd R91 R92 R93 A X Y B Phys. Data No. P69 M O OCH2CF3 CH2 - -

150- 1540 BP0 Ps o Gocie) - - cyclopropyl 160 ERARTVERY e

OCH2CF3 CH2 - - cycl opropyl 205- 21(]3__, C EF The exanples which follow are
intended to illustrate the inventidh and show preferred conpounds of
formula I. Me neans the nethyl group. Et neans the ethyl group. tBu is
tert.- butyl. If no definition for substituent X is given, then pis Q,
if >)Cpcs|a substifuent, then pis 1.} If )2%) 1)|6/ 041) 113 PCT/ Eggll 1?
/1111181 | B&4| Cofps RO| ROARI3 A XY [B Mo.| A 1. 18w Br gr3M&ata
cycl'g propyl A 1.2 M B CF3 CHW - - dyclo
MS(ES+)
P44 [ Me | CI CF3 C(CH,CHy) - - C(Me)-(CH,CH,) 552/554
(M+H)*
2-
P45 | Me | pyri CF; CH, - cyclopropyl 220-221°C
dyl
P46 | Me | Cl | OCH.CF; CH, - cyclopropyl 174-176°C
2-
P47 | Me | pyri CF; C(CH,CHy) - cyclopropyl 224-225°C
dyl
P48 | Me | CI | OCH.CF; | C(CH,CHy) - - cyclopropy! 168-170°C
a-
P49 | Me | pyri CF; CH, - - cyclopropyl 214-215°C
dyl
Sea | ora 1 1 ~rIeL Ly B a ~Aunianranysd LL LI YIS




propyl A 1.3 M Br CF3 Cve2 - cyclo- propyl A 1.4 Me Br CF3 C(CH2CH2) -
- cycl ow@LeRMhor14 1-5 M F CF3 CH2 - - cycl o propyl e ofoséF3 CHwWe
- - cyclo- propyl A 1.7 M F CF3 Cwe2 - - cyclo- propy}9C E %Ld}{g ﬁbﬁ'; CF3
C(CH2CH2) - - cyclo propyl WO 2006/ 040113 PCT/ EP2005/ 010891 -55 Conp.
R9, R92 R93 A X Y B No. propyl Al.17 A Br CF3 CH2 - - cyclo-
Cpd
Rot | Roz Res A X Y B Phys. Data
No.
P61 | Me | NO, CF; C(CH,CH,) cyclopropyl 215-217°C
P62 | Me NO, Br C(CH,CH,) cyclopropyl 209-215°C
P63 | Me | NO; Cl C(CH.CH,) cyclopropyl 213-216°C
P64 | Me | NO, | OCH,CFs | C(CH,CH,) cyclopropyl 218-221°C
MS (ES+)
526 (MH")
P65 | Me | CI CF; CH, - - cyclobuty!
MS (ES-)
524 (M-H)
MS (ES+)
' 540 (MH")
P66 | Me | CI CF; CHMe - - cyclobutyl
MS (ES-)
538 (M-H)
o)
P67 | Me | CI CF, CH(CH.)C - - C(CH,). 157-163°C




propyl A 1.18 A Br CF3 CHW - - cyclo- propyl A 1.19 CI/EB;0 i:FS%GéEZF-
cycl o pr 20 A Br CRF3 C(CH2CH2) - - cyclo- prepyiepivodofiel
3 VQ‘M’“"’??IJB propyl A 1.22 G F CF3 CHVe - - cyclo |or0|0y1?0 A 1.23
c F CF3 Cve2 - - cyclo- propyl A 1.24 d F CF3 C(CH2CH2) - - cyclo WO
21)1)6/041) 113 PCT/ EP211115 /111 1 91 -56 Conp. RO, R92 RO3 A X Y B
No. A . 1.32 Br O CF3 C(CH2CH2) cyclo-
Cpd
No R91 R92 Rez A X Y B Phys Data
P69 | Me | ClI | OCH.CF; CH, - - cyclopropyl 174-181°C
P70 | Me | ClI | OCH,CF; | C(CH,CH,) - - cyclopropyl 150-154°C
P71 Me | | OCH,CF; { C(CH,CHy,) - - cyclopropyl 180-184°C
P72 | Me | | OCH,CF3 CH, - - cyclopropyl 205-211°C

The examples which follow are intended to illustrate the invention and show preferred

compounds of formula I. Me means the methyl group. Et means the ethyl group. tBu is tert.-

butyl. If no definition for substituent X is given, then p is 0, if X is a substituent, then p is 1. If



propyl A 1.33 Br Br CF3 CH2 cyclo propyl A 1.34 Br Br CF3 CHwe - -

cycl o- 35 Br Br CF3 Cwve2 - - cyclo- propyl r CF3
0(014204%8-%46/0@?}%?0 propyl A 1.37 Br F GF3 OH2 - cyc|‘6&’§}’%§"§§’ﬁ“ﬁﬁl.38 Br
F CF3 CHwe - cyclo- propyl A 1.39 Br.,F CF3 Cve2 - - cyclo propyl WO
2006/ 040113 PCT/ EP2005/ 010891 -57 CSfp. R9, R92 RO3 TX Y B No.

Comp. Ro1 | Rez | Raes A X Y B
No.
A1 Me | Br | CF; CH, - - cyclo-
propyl!
A1.2 Me | Br | CF; CHMe - - cyclo-
propyl
A1.3 Me | Br | CF; CMe; - - cyclo-
propyl
A14 Me | Br | CF; C(CH,CHy,) - - cyclo-
propyl
A1.5 Me | F CF; CH, - - cyclo-
propyl
A.1.6 Me | F CF; CHMe - - cyclo-
propyl
A17 Me |F CF; CMe, - - cyclo-
propyl
A.1.8 Me | F CF; C(CH2CH,) - - cyclo-
propyl




propyl

- CVC' 0 w@&&{é)ﬁm

A1.48 Me O O C(CHGOR)
1.50 M Br d CHw - - cyclo propyl

us: A 1.52 Me Br O C(CH2GH) pcfrebanbolife®

1.54 Me F C

A153|\/EFCI

propyl

pr opyl
CH2 - - cyclo propyl

- - cyclo-

propyl

A 1.49 Me Br

cycl o-
CHWe -

propy
cycl

CICHZ-

ffl

0O-

cvclo- A/1.55 M F A CMe, 006/ 040113 PCT/ EP2005/ 010891 -58
Comp. Rg1 | Ro2 | Res A X Y B
No.
propyl
A1.17 Ci |Br |CF; CH, - - cyclo-
propyl
A.1.18 Ct [Br |CF; CHMe - - cyclo-
propyl
A.1.19 Cl |Br |CFs CMe, - - cyclo-
propyl
A.1.20 Cl [ Br |CF; C(CH,CH,) - - cyclo-
propyl
A.1.21 Cl |F CF; CH, - - cyclo-
propyl
A1.22 Ct |F CF3 CHMe - - cyclo-
propyl
A.1.23 Cl {F CF; CMe, - - cyclo-
propyl
A.1.24 Cl | F CF. C(CH.CH.,) - - cyclo-




Conp. RO, RO2 RO3 A XY B No. A1.63 A d d Cw2 - - cyclo- propyl
Syci o ORI 6e G B o O - - eycl on propyl ACTTEWEIEN o
Cve2 - - cyclo propyl A 1.68 C Br G L(CH2CH2) - - cyclo- propyl A 1.69
ad FA CH2 - - cyclo- propyl A1.70A F A CHw - - cyclo propyl WO
2006/ 040113 PCT/ EP2005/ 010891
Comp. Rg1 | Roz | Res A X Y B
No.
A.1.32 Br |ClI |CF; C(CH,CH,) - - cyclo-
propyl
A.1.33 Br |Br |CF; CH, - - cyclo-
propyi
A.1.34 Br |Br |CF; CHMe - - cyclo-
‘propyl
A.1.35 Br |Br [CF; CMe, - - cyclo-
propyl
A.1.36 Br |Br |CF; C(CH,CH,) - - cyclo-
propyl
A1.37 Br |[F |CF; CH, - - cyclo-
propyl
A.1.38 Br |F CF; CHMe - - cyclo-
propyl
A.1.39 Br |F CF; CMe, - - cyclo-
propyl




.59 Conp. R9, R92 R93 A X Y B No. propyl A 1.79 Br d C CWe2 - -

3o BBy AT a2 B B0 e o o cpcl ReERBp LT 2
Br C Cwve2 - - cyclo- propyl A 1.84 Br Br d C(CH2CH2) - cyclo propyl
A.1.85 Br F Cl CH2 - cyclo- propyl A“1.86 Br F Cl CHw - - cvclo
Comp. Ro1 | Rez | Res A X Y ‘ B
No.
propyl
A.1.48 Me | Cl |CI C(CH,CHy) - - cyclo-
propyl
A.1.49 Me |Br |ClI CH, - - cyclo-
propyl
A.1.50 Me | Br | Cl CHMe - - cyclo-
propyl
A.1.51 Me | Br | Ci CMe, - - cyclo-
‘ ' propyl
A.1.52 Me {Br |Cl C(CH.CHy,) - - cyclo-
propyl
A.1.53 Me | F Cl CH, - - cyclo-
propyl
A154 Me |F |CI CHMe - - cyclo-
propyl
A1.55 Me | F Cl CMe., - - cvclo-




WO 2006/ 040113 PCT/ EP2005/ 010891 -60 Conp. R9, R92 RO3 A X Y B No.
A 1.94 NBoShosBiogd™e - cyclo- propyl A 1.95 M O Br 2 P3003 | 0
o PR g

propyl Cl Br C(CH2CH2) - cyclo- propyl A 1. CH2 -
- cyclo- propyl A 1.98 Me Br Br CHVRo_ - cyclo propyl A 1.99 Me Br Br
Cve2 - - cyclo- propyl A 1.100 M Br Br C(CH2CH2) - - cycl o- propyl
A.1.101 M F Br CH2 - - cyclo
Comp. Ro1 | Roz | Res A X Y B
No.
A.1.63 cl | Cl |Cl CMe, - - cyclo-
propyl
A.1.64 Ct |Cl |Cl C(CH,CH,) - - cyclo-
propyl
A.1.65 Ci [(Br | ClI CH, - - cyclo-
| propyl
A.1.66 Cl |Br |Cl CHMe - - cyclo-
propyl
A.1.67 Ct (Br |ClI CMe. - - cyclo-
propyl
A.1.68 Cl (Br | Ci C(CH.CHy,) - - cyclo-
propyl
A.1.69 Cl |F Cl CH, - - cyclo-
propyl
A.1.70 Cl |F Cl CHMe - - cyclo-
propyl




propyl WO 2006/ 040113 PCT/ EP2005/ 010891 -61 Conp. R9, R92 R93 A X Y B

o B oMo 0 G % e grcle prom 1 feiihuipl 00
a Br Br CH2 - - cyclo- propyl A 1l.1 C Br Br CHwe - - dyclo- propyl
A.1.115 d Br Br Cw2 - - cyclo propyl® A 1.116 d Br Br C(CH2CH2) - -
cycl o-
Comp. Ro1 | Ro2 | Res A X Y B
rNo.
propyl
A1.79 Br {CI |CI CMe, - - cyclo-
propyl
A.1.80 Br |CI [CI C(CH,CHy) - - cyclo-
propyl
A.1.81 Br |Br |Cl CH, - - cyclo-
propyl
A.1.82 Br |Br |CI CHMe - - cyclo-
propy!
A.1.83 Br |Br |CI CMe, - - cyclo-
propyl
A.1.84 Br |Br |CI C(CH,CHy,) - - cyclo-
propyl
A.1.85 Br |F Cl CH, - - cyclo-
propyl
A.1.86 Br |F |[|Cl CHMe - - cvclo-




A 1.117 d F Br CH2 - - cyclo WO 2006/ 040113 PCT/ EP2005/ 010891

propyl
-62 Co 4;3R93 A XY B No. A1.125 Br d Br %19 propyl
0 2006/049113 CT/ 0 1
A 1.126 E% %ﬂ CHVe - - cyclo propyl A 1.127 Br CH% 8\%@ cyc
propyl A 1.128 Br Cd Br C(CH2CH2) - -60yclo- propyl A 1.129 Br Br Br CH2
- - cyclo propyl A 1.130 Br Br Br CHw - - cyclo- propyl A 1.131 Br Br
Br Cve2 - - cyclo-
Comp. R91 Rgz Res A X Y B
No.
A.1.94 Me |CI |Br CHMe - - cyclo-
propyl
A.1.95 Me | CI | Br CMe, - - cyclo-
propyl
A.1.96 Me | Cl |Br C(CH,CHy,) - - cyclo-
propyl
A.1.97 Me | Br |Br CH, - - cyclo-
propyl
A.1.98 Me [Br | Br CHMe - - cyclo-
propyl
A.1.99 Me |Br | Br CMe, - - cyclo-
propyl
A.1100 {Me |Br |Br C(CH,CH,) - - cyclo-
propyl
A1.101 [Me |F Br CH, - - cyclo-
propyl




propyl A 1.132 Br Br Br C(CHCH2) - - cyclo oropvl WO 21)1)6/041) 113
A1 141 WU o - - cyclor propyl A 1142 v o HTRSRURY .
cyclo- propyl A 1.143 M O OCHF2 G2 - - cyclo propyl A 1.144 Me C
OCHF2 C(CH2CH2) - - cyclo- propyl A 1.145 Me Br OCHF2 CH2 - - cycl o-
propyl A 1.146 Me Br OCHF2 CHWe - - cyclo
Comp. Ro1 | Rz | Ros A X Y B
No.
propyl
A1110 |ClI |CI |Br CHMe - - cyclo-
propyl
A1111 |CI |ClI |Br CMe, - - cyclo-
propyl
A1112 [CI | CI |Br C(CH,CH,) - - cyclo-
propyl
A1113 | Cl {Br |Br CH, - - cyclo-
propyl
A1114 |Cl | Br |Br CHMe - - cyclo-
propyl
A1115 |Cl {Br |Br CMe, - - cyclo-
propyl
A1.116 |Cl |Br |Br C(CH.CHy,) - - cyclo-
propyl
A1117 |CI |F Br CH, - - cyclo-




propyl A 1.147 Me Br OCHF2 Cve2 - - cyclo- propyl A 1.148 Me Br OCHF2
C(CHZCH%,},YOéOOG/OgM%o WD 2006/ 040113 PCT/ EP2005/ 010891 P%/EW/O? o CI

R93 A X A 1.156 Me | OCHF2 C(CH2CH2) cycl o- propy
ad OCHF2 CH2 - - cyclo propyl A 1. 15?8?0(31 a OCHF2 CHWe - - cyclo- propyl
A.1.159 d d OCHF2 Cwe2 - - cyclo- pyl A 1.160 d d OCHF2 C(CH2CH2)
cyclo propyl A 1.161 d Br OCHF2 CHZ - - cyclo-
Comp. Rot | Re2 | Ros A X Y B
No.
A1125 |Br [Cl |Br CH, - - cyclo-
propyl
A1126 |Br |Cl |Br CHMe - - cyclo-
propyl
A1.127 {Br |ClI |Br CMe, - - cyclo-
propyl
A1128 |Br |ClI |Br C(CH,CHy) - - cyclo-
propyl
A1.129 |Br {Br |Br CH, - - cyclo-
propyl
A1.130 (Br |Br |Br CHMe - - cyclo-
propy!
A1.131 {Br |Br |Br CMe, - - cyclo-
propyl
A1132 |Br {Br |Br C(CH.CH,) - - cyclo-
propvl




propyl A 1.162 d Br OCHF2 CHwe - - cyclo- propyl A 1.163 A Br OCHF2
Cve2 CY%%&%R}Q{)&BV\D 2006/ 040113 PCT/ EP2005/ 010891 6§c%m05/ﬁﬂ)s9 R92 R93

AXYB . propyl A 1.172 d | OCHF2 C(CH2CH2) - propy
A 1.173 Br d OCHF2 CH2 - - cyclo- papyl A 1.174 Br CI OCHF2 CHWe - -
cyclo propyl A 1. 775 Br A OCHF2 Cwe2 - - cyclo- propyl A 1.176 Br d
OCHF2 C(CH2CH2) - - cyclo-
Comp. | Re |Rez | Res A X Y | B
No.
propy!
A.1.141 [Me [ Cl | OCHF, CH, - - cyclo-
propyl
A.1.142 {Me | Cl { OCHF, CHMe - - cyclo-
propyl
A.1.143 | Me | CI | OCHF, CMe; - - cyclo-
propyl
A.1.144  Me | ClI | OCHF, C(CH.CHy,) - - cyclo-
propyl
A.1.145 | Me | Br | OCHF, CH, - - cyclo-
propyl
A.1.146 | Me | Br | OCHF, CHMe - - cyclo-
propyl
A.1.147 | Me | Br | OCHF; CMe, - - cyclo-
propyl
A.1.148 | Me | Br | OCHF, C(CH,CHy) - - cydo-




propyl

A 1.177 Br

Pe Er2 g 2Ry

Br OCHF2 CH2 - - cycl o propyl
A1l 179 [Br Br OCHF CMe,
118 91

A 1. 8 [BBr

gc%%ﬁﬂaé/%ﬂﬁ

ccl

-66 Conp. R9, R92 R93 A X' Y

Br

OCHF2
041) 113
187 Br

OCHF2 Cwve2 - - cyclo-. propyl A 1. 1886 | OCHF2 C(CH2CH2) - - cyclo
propyl A 1.189 M O OCH2CF3 CH2 - - cyclo- propyl A 1.190 Me d OCH2CF3
CHWVe - - cyclo- propyl
Comp. Rg1 | Rz | Res A X Y B
No.
A1.156 | Me (I OCHF; C(CH,CHy,) - - cyclo-
propyl
A1.157 |Cl | Cl | OCHF; CH, - - cyclo-
propyl
A.1.158 | CI | Cl | OCHF, CHMe - - cyclo-
propyl
A1.159 | Cl | Cl | OCHF, CMe, - - cyclo-
propyl
A.1.160 |Cl | Cl | OCHF; C(CH.CHy) - - cyclo-
propyl
A1.161 | Cl | Br | OCHF, CH, - - cyclo-
propyl
A.1.162 |Cl | Br | OCHF, CHMe - - cyclo-
propyl
A.1.163 |[Cl | Br | OCHF; CMe, - - cyclo-
propyl




A 1.191 v A C

we o o PR

Conp. R9, R92 RO93 A X Y B No. propyl

- - cyclo propyl

OCH2CF3 CMwe2 cycl o propyl
A 1.193 Me Br

1.192 e C

OCH2CF3 CH2 -

cycl
WO 2006/ 040113 P
A 1.203 Me |

OCH2CF3 C( CH2CH2)

S rELaRKs s

OCH2CF3 Cwe2 - cycl o-

propyl A 1.204 Me | OCH2CF3 C(CH2CH2P®- - cyclo- propyl A. 1.205 C
OCH2CF3 CH2 - cycl o propyl
Comp. Ros | Roz2 | Ros 1A X Y B
No.
propyl
A1172 [CI || OCHF, C(CH,CHy,) - - cyclo-
propyl
A.1.173 {Br | ClI | OCHF, CH, - - cyclo-
propyl
A1.174 | Br [Cl | OCHF, CHMe - - cyclo-
propyl
A1.175 |Br | Cl | OCHF; CMe, - - cyclo-
propyl
A1.176 |Br |Cl | OCHF; C(CH.CHy,) - - cyclo-
propyl
A1.177 |Br |Br | OCHF; CH, - - cyclo-
propyl
A.1.178 | Br |Br | OCHF; CHMe - - cyclo-
propyl
A1179 IRr | Rr | OCHF, CMe, - - cvclo-




A 1.206 O O OCH2CF3 CHVe - - cyclo- propyl A 1.207 O O OCH2CF3 CMVe2 -
- ¢yl o- LA 1208 O O OOH2CF3 C(CH2GHR) - -

A 2 500 RS £ 2 cyclo- propyl A 1.210 d%ﬁ?@ﬁ?@@?”&ﬂm i
- cvclo WD 2006/ 040113 PCT/ EP2005/01¢891 - 68 Comp. R9, R92 R93 A X Y B

No. A 1.218 d | OCH2CF3 CHwe - - cyclo- propyl A 1.219 d | OCH2CF3
Cve2 - - cyclo propyl A 1.220 d | OCH2CF3 C(CH2CH2) - cycl o- propyl
Comp. Rg1 Rgg R93 A X Y B

No.
A1187 iBr |lI OCHF; CMe, - - cyclo-
propyl
A.1.188 | Br || OCHF, C(CH,CH,) - - cyclo-
propyl
A.1.182 {Me | Cl | OCH,CF; | CH, - - cyclo-
propyl
A.1.190 |Me [ClI | OCH,CF; | CHMe - - cyclo-
propyl
A1191 |Me |Cl | OCH,CF; | CMe;, ; ; cyclo-
propyl
A.1.192 |Me | ClI { OCH,CF; | C(CH.CH,) - - cyclo-
propyl
A.1.193 |[Me | Br | OCH,CF; | CH; - - ‘cyclo-
propyl
A.1.194 |Me | Br | OCH,CF; | CHMe - - cyclo-
propyl




A 1.221 Br d OCH2CF3 CH2 - - cyclo- propyl A 1.222 Br d OCH2CF3 CHW -

o oo B D) “ "yl oo propyl A1 225 Br B BBEt

cycl o propyl WO 2006/ 040113 PCT/ EP20Q5/ 010891 - 69 Oorrp. RO, R92 R93 A X

Y B No. propyl A 1.234 Br | OCH2CF3'CHWMe - - cyclo- propyl A 1.235 Br |
OCH2CF3 Cwe2 - - cycl o- propyl
Comp. Re1 | Re2 | Res A X Y B
No.
propyl
A.1.203 | Me |1 OCH.CF; - | CMe, - - cyclo-
propyl
A.1.204 | Me |1 OCH,CF; | C(CH,CH,) - - cyclo-
4 propyl
A.1.205 |ClI |ClI | OCH,CF; | CH, - - cyclo-
propyl
A1.208 [ Cl [ClI | OCH,CF; | CHMe - - cyclo-
propyl
A1.207 |CI |Cl |OCH,CF; |CMe, - - cyclo-
propyl
A.1.208 |Cl |[Cl | OCH,CF; | C(CHyCHy) - - cyclo-
propyl
A1.209 |Cl |Br [OCH,CF; |CH, - - cyclo-
propyl
A1210 IClI |Br | OCH.CF:. | CHMe - - cvclo-




A 1.236 Br | OCH2CF3 C(CH2CH2) - - cyclo propyl A 1.237 M O CHF2 CH2 -

s YD IRNy  rooyT A 1240 M O arp o crporb) PRy T O
propyl A 1.241 I\/E Br CHF2 CH2 - - cvclp WO 2006/ 040113 PCT/ EP2005/ 010891
-70 Conmp. R9, RO2 RO3 A XY B No. AT.249 M | CHF2 CH2 - - cyclo-
propyl A 1.250 M I CHF2 CHW - - cyclo propyl
Comp. Roi | Rez | Ros A X Y B
No.
A1218 |CI |1 OCH,CF; | CHMe - - cyclo-
propyl
A1.219 |ClI |] OCH.CF; | CMe, - - cyclo-
propyl
A.1.220 |CI |1 OCH.CF; [ C(CH,CH,) - - cyclo-
propyl
A1.221 |[Br [ClI | OCH,CF; | CH, - - cyclo-
propyl
A.1.222 [Br | Cl | OCH,CF; | CHMe - - cyclo-
propyl
A1223 |Br |Cl | OCH,CF; |CMe, - - cyclo-
' propyl
A1224 |Br |Cl | OCH,CF; | C(CH,CH,) - - cyclo-
propyl
A1.225 (Br |Br | OCH,CF; | CH, - - cyclo-
propy!




A 1.251 M | CHF2 Cwe2 - - cyclo- propyl A 1.252 Me | CHF2 C(CH2CH2) - -
G2 St o 2 opy AT 255 O a ae aver . PCEEERRSRRE )
A 1.256 d d CHF2 C(CH2CH2) - - cycl% propyl WD 2006/ 040113
PCT/ EP2005/ 010891 -71 Conp. R9, RIPR93 A X Y B No. propyl A 1.265 d
| CHF2 CH2 - - cycl o- propyl
Comp. Ro1 | Re2 | Res A X Y B
No.
propyl
A1.234 Br |I OCH,CF; { CHMe - - cyclo-
propyl
A1.235 {Br || OCH,CF; | CMe, - - cyclo-
propy!
A1.236 |Br |I OCH,CF; | C(CH,CH,) - - cyclo-
propyl
A.1.237 | Me | Cl | CHF; CH, - - cyclo-
propyl
A.1.238 | Me | Cl [CHF; CHMe - - cyclo-
propyl
A.1.239 | Me |Cl | CHF; CMe, - - cyclo-
propyl
A1.240 |Me | Cl [CHF; C(CH,CHy) - - cyclo-

propy!

A 1241

Me

Br

CHF-

CH-

cvclo-



A.1.266 A | CHF2 CHWwe - - cyclo- propyl A 1.267 d | CHF2 Cwe2 - -
cycl 0 pPre®Y¥hosoinils 268 A | CHF2 C(CH2CH2) - - cyclo- p 9 Br
G2 crg Otoeuintas 2l A 1,270 Br O CHF2 Cive - RORE 52“??%135?'

A 1.271 Br A CHF2 Cve2 - - cyclo- prgpyl A 1.272 Br A CHF2 C(CH2CH2)

- cyclo WD 2006/ 040113 PCT/ EP2005/ 010891

-72 Conp. R9, R92 RO3 A X Y B

No. A 1.280 Br F CHF2 C(CH2CH2) - cycl o- propyl
Comp. Ro1 | Re2 | Res A X Y B
No.
A1.249 | Me || CHF, CH, - - cyclo-
propy!
A1250 [Me {1 CHF, CHMe - - cyclo-
propyl
A1.251 | Me |1 CHF, CMe, - - cyclo-
propyl
A.1.252 | Me || CHF, C(CH.CHy) - - cyclo-
propyl
A.1.253 | ClI | ClI | CHF; CH. - - cyclo-
propyl
A1254 |ClI |Cl | CHF; CHMe - - cyclo-
"| propyl
A1.255 |Cl |Cl |CHF; CMe, - - cyclo-
propyl
A1256 |Cl |Cl | CHF; C(CH,CHy,) - - cyclo-
propyl




A 1.281 Br | CHF2 CH2 - - cyclo propyl A 1. 882 Br I CHF2 CHW - -

cyclo 283 Br | CHF2 Cwe2 - - cyclo- propyl PrtSt0%8 CHF2
0(0142045’)08%46/0?%70 oropyl A 1.285 Me O CH2CF3 CH2 _p(_:ﬁgych% /ﬂwprlopyl
A 1.286 Me O CH2CF3 CHMe - - cyclo-_pfopyl A 1.287 Me O CH2CF3 CMVe2 -

- cyclo propyl WD 2006/ 040113 PCT/ EP2005/ 010891 -73 Conp. R91 R92 R93 A
XY B No. propyl

Comp. Ro1 | Rez2 | Res A X Y B
No.

propyl
A1.265 |Cl |I CHF, CH, - - cyclo-
. . propyl
A1.266 |Cl || CHF, CHMe - - cyclo-
propyl
A1267 |CI | CHF, CMe, - - cyclo-
| propyl
A1268 |ClI |1 CHF, C(CH,CH,) - - cyclo-
propyl
A1.269 |Br |Cl |CHF, CH, - - cyclo-
propyl
A.1.270 |Br |ClI | CHF; CHMe - - cyclo-
propyl
A1.271 |Br |ClI |CHF, CMe, - - cyclo-
( propyll
A1.272 | Br |ClI |CHF; C(CH.CH,) - - cyclo-




A 1.296 Me F CHZCF3 C(CH2CH2) - - cyclo- propyl A 1.297 Me | CH2CF3 CH2 -
-, CYCl On RNl § 1. 298 e | CHRGES CHe - - cyclo %[g%{'/?zaﬁs/émg% Me |

CHZCF3 - cyclo- propyl A 1.300 M I CH2CF3 C( - cycl o-
propyl A 1.301 d d CHCF3 CH2 - - -gyclo propyl A 1.302 d d CH2CF3
CHWe - - cyclo- propyl A 1.303 C d 2CF3 Cve2 - - cyclo WD 2006/ 040113
PCT/ EP2005/ 010891 -74 Conp. R9, R92 R93 A X Y B No.
Comp. Rg1 | Ro2 | Res A X Y B
No.
A1.280 |Br |F CHF, C(CH,CHy,) - - cyclo-
propyl
A.1281 |Br (I CHF, CH, - - cyclo-
propyl
A1.282 |Br {1 CHF, CHMe - - cyclo-
propyl
A.1.283 |Br i1 CHF, CMe, - - cyclo-
propyl
A1284 |Br |I CHF, C(CH.CH,) - - cyclo-
propyl
A.1.285 | Me | Cl | CH,CF; CH, - - cyclo-
propyl
A.1.286 [Me | Cl | CH.CF; CHMe - - cyclo-
propyl
A1.287 [Me | Cl | CH.CF; CMe, - - cyclo-
propyl




A 1.311 A F CH2CF3 Cwe2 - - cyclo- propyl A 1.312 d F CH2CF3 C(CH2CH2)
- - cycm&gmﬁhBA 1.313 A | CH2CF3 CH2 - - cyclo- gf?ﬂﬂndﬁsﬂl[o%ﬁ a |

CH2CF3 - cyclo- propyl A 1.315 d | -CHCF3 Cwe - cycl o propyl
A.1.316 d | CH2CF3 C(CH2CH2) - - cyc)p- propyl A 1.317 Br d CH2CF3 CH2
- - cyclo- propyl A 1.318 Br d CH2CF3 CHWe - - cyclo propyl WO
21)1)6/041) 113 PCT/EP211115 /111 118 91 -75 Conp. RO1 R92 RO3 A X Y B
Comp. Rg1 | Rez | Res A X Y B
No.
propyl
A.1.296 |Me |F [CH.CF; C(CH.CHy,) - - cyclo-
propyl
A1.297 {Me || CH,CF; CH, - - cyclo-
propyl
A1.298 {Me || CH.CF; CHMe - - cyclo-
propyl
A1.299 |Me || CH.CF; CMe, - - cyclo-
propyl
A.1.300 [Me |1 CH,CF; C(CH.CH,) - - cyclo-
propyl
A.1.301 | ClI |Cl [CH)CF; CH, - - cyclo-
propyl
A1.302 |ClI |Cl |CHXCF; CHMe - - cyclo-
propyl
A.1.303 |Cl [ClI | CH,CF; CMe, - - cyclo-




No. propyl A 1.327 Br F CH2CF3 Cwe2 - - ' cycl o- propyl A 1.328 Br ::
CH2CF3 6]%—@%:? = - cyclo- propyl A 1. 229 Br 03/0708S € o
propyl C{(& . %alé? | CH2CF3 CHwe - - cyclo- propyl A 1. %5%% 89-1

Cve2 - - cyclo- propyl A 1.332 Br |-@#H2CF3 C(CH2CH2) - - cycl o propyl
A.1.333 M C CF3 CH2 - - cyclo- propyl A 1.334 M CI CF3 CHw - - cyclo
WO 21) 1) 6/041) 113 PCT/ EP211115 /111 118 91 -76
Comp. Ro1 | Rez | Res A X Y B
No.
A1311 |Cl |F | CHXCF; CMe, - - cyclo-
, propyl
A1312 |Cl |F | CH.CF; C(CH,CHy,) - - cyclo-
propyl
A1313 |CI |I CH.CF; CH, - - cyclo-
propyl
A1314 |Cl |I CH.CF; CHMe - - cyclo-
propyl
A1315 | ClI |I CH.CF, CMe, - - cyclo-
propyl
A1316 | CI || CH.CF; C(CH,CHy,) - - cyclo-
propyl
A1.317 |{Br |ClI | CH.CF; CH, - - cyclo-
propyl
A1.318 | Br |Cl | CH,CF; CHMe - - cyclo-
propyl




Conp. R91 R92 R93 A X Y B No. A 1.342 Me O CF3 CH(CMe=CH2) - - cycl o-

PLPs odpiinls O 3 GYGRCEC [ orclo 12), boRehyduiith I
A.1.346 M O CF3 CHCN - - cyclo propyl. A 1.347 Me C CF3 CH(CH2SMe) - -
cyclo- propyl A 1.348 M O CF3 CH(CH2S(O 2 - - cyclo- Me) propyl
A 1.349 M d CF3 CH(CH2OWe) - - cyclo propyl WO 2006/040113
PCT/ EP?E%%”p{“ll" %} Rez | Res A X Y B
No.
propyl
A1327 |Br |F | CH.CF; CMe, - - cyclo-
propyl
A1.328 |Br |F |[CH)CF; C(CH,CHy,) - - cyclo-
propyl
A1329 {Br [l CH,CF; CH, - - cyclo-
propyl
A1330 |Br || CH,CF; CHMe - - cyclo-
propyl
A1331 |Br || CH,CF; CMe, - - cyclo-
propyl
A1.332 [Br [I CH.CF; C(CH,CHy) - - cyclo-
propyl
A1333 [Me |ClI | CF; CH, - - cyclo-
| propyl
A1334 | Me |Cl |CF; CHMe - - cyclo-




-77 Corrp R9, R92 RO93 A X Y B No. propyl

A.1.358 Me O CF3 C(CH2CBr2)

e PR " el o propyl AL 361 we U cRSPETRMEy 2
cyclo- propyl A. 1. 362 Me O CF3 C(CH2CEt2) - - cyclo- propyl A 1.363 I\/E
ad CF3 CH2CH2 - - cyclo propyl A 1.7%664 Me O CF3 CH=CH - - cyclo-
propyl A 1.365 M CI CF3 CHWeCH2 - - cyclo
Comp. Ro1 | Rez | Res A X Y B
No.
A1.342 |Me [Cl | CF; CH(CMe=CHy,) | - - cyclo-
propyl
A.1.343 |Me | Cl | CF; CH(CH,CH=C | - - cyclo-
H,) propy!
A.1.344 |[Me |Cl | CF; CH(C=CH) - - cyclo-
propyl
A1345 [Me |Cl | CF; CMe, - - cyclo-
propyl
A1.346 {Me [ Cl | CF; CHCN - - cyclo-
propyl
A1.347 | Me |ClI | CF; CH(CH,SMe) |- - cyclo-
’ propyl
A.1.348 {Me |Cl [CF; CH(CH,S(0O), |- - cyclo-
Me) propyl
A1.349 |Me |Cl |CF; CH(CH.OMe) |- - cyclo-
propyl




WD 2006/ 040113 PCT/ EP2005/ 010891 -78 Conp. R9, R92 RO93 A X Y B No.

A 1.373 §doo%dids CMe2 N-iso- - cyclo- butyl propyl Ay 4 CF3
CH2 NH c‘%fo oropyl A 1.375 Me 0 CF3 CHVe NMe - cycl o‘.]"T%roB%"’ ! 376
Me G CF3 CMve2 NEt - cyclo- propyl _A-1.377 Me O CF3 CH2 O CH2 cyclo
propyl A 1.378 M O CF3 CHwe 0 CH2 cyclo- propyl A 1.379 Me d CF3 Cwe2
0 CH2 cyclo- propyl A 1.380 M O CF3 C(CH2CH2) 0 CH2 cyclo

Comp. Rs1 | Rez | Res A . X Y B
No.

4 propyl
A1.358 | Me |ClI | CF; C(CH,CBry) - - cyclo-
propy!
A.1.359 |Me |Cl |CF; C(CH.CHMe) |- - cyclo-
propyl
A.1.360 | Me |CiI | CF; C(CH.CMey,) - - cyclo-
propyl
A.1.361 | Me |Cl | CF; C(CH,CHE) - - cyclo-
propyl
A1.362 |Me |Cl | CF; C(CH,CEty) - - cyclo-
propyl
A1.363 | Me |ClI | CF; CH,CH, - - cyclo-
propyl
A1.364 |Me |CI |CF; CH=CH - - cyclo-
, propyl
A.1.365 | Me | ClI | CF; CHMeCH, - - cyclo-



propyl WD 2006/ 040113 PCT/ EP2005/ 010891
No. pro $
A 1.390 M ’0@3

CHt Bu cycl o propyl

A.1.393 M Cl

9 M C
CH2 O CHnPr cycl o- propyl

A.1.392 Me C
CF3 CH2 O CH(CH=CHM cycl o- e) propyl

CF3 CHz O CH-(cycl o-

O CH cyclo (Cve=CH2) propyl A 1.395 Me Cl

Al.31

-79 Conp. R9, R92 1R93 A X Y B
cycl o-

FEPRPLRRY,

A 1.394 v C
CF3 CH2 0 CH(CH2CH= cycl o-

CR37CH2 0 CH(CH=CH2) cycl o- propyl

CF3 CH2

Comp. Ro1 | Re2 | Res A X Y B
No.
A1.373 |Me |ClI | CF; CMe, N-iso- | - cyclo-
butyl propyl
A1374 |Me |Cl |CF; CH, NH - cyclo-
propyl
A1.375 [Me | Cl |CF; CHMe NMe |- cyclo-
propyl
A1.376 {Me | Cl |CF; CMe; NEt - cyclo-
propyl
A1377 |Me |CI |CF, CH, 0 CH, cyclo-
propyl
A1378 [Me |Cl |CF; CHMe O CH, cyclo-
propyl
A1379 [Me [Cl | CF; CMe, 0] CH, cyclo-
propyl
A1.380 | Me [Cl |CF; C(CH,CHy) o) CH, cyclo-
propyl




CH2) propyl Al.396 Me CCF3 H2 0 CH(C=CH) cycl o WD 2006/ 040113

PCT/ EP2QO5504R89}; -80 Conp. R9, R92 RI3 A X Y B No. § o3
cH2 0 C(%Oé-é%%@) ¢yclo- propyl A 1.405 Me O CF3 CH2 0 /gfﬁ@@f—@f@scycl 0
propyl A 1.406 M O CF3 CH2 0 C(CH2HCI ) cyclo- propyl A 1.407 M C
CF3 CH2 0 O(CH2CFC) cyclo- propyi A 1.408 Me O CF3 CH2 0 C(CH2COI 2)

A 1.409 M d CF3 CH2 0 C(CH2CHBr) cyclo- propyl A 1.410 Me

cycl o propyl
A CrF3 (@Bmp. T RF TR ZT YT 0- [A X Y B
No.
propyl
A1.389 |Me [ Cl |CF; CH, o CH-(cyclo- cyclo-
propyi) propyi
A1.390 |Me |Cl (CF; CH, O CHnPr cyclo-
propyl
A1391 |Me | ClI |CF; CH; O CHtBu cyclo-
propyl
A1392 |Me |Cl |CF; CH, O CH(CH=CH,) | cyclo-
propyl
A1.393 | Me |CiI |CF; CH, O CH(CH=CHM | cyclo-
e) propyi
A1.394 [Me |ClI [CF; CH, O. CH- cyclo-
(CMe=CH,) propyl
A1395 |Me |Cl |CF; CH, O CH(CH,CH= | cyclo-
CHy) propyl
A1396 |Me |Cl |CF; CH, (@] CH(C=CH) cyclo-




propyl A 1.411 M O CF3 CH2 0 C(CH2CHwWe) cyclo propyl WO 20
QA8RY; -81 Conp. R9, RO2 RO3 A X Y B NO-P@r/hl)éJ(%

PCT/ EP2Q0g/

06/ 040113
9/01\{§91CI CF3

CH2 - - 1-chloro- cyclo- propyl A 1.420 M O CF3 CH2 - rono- cycl o-
propyl A 1.421 M d CF3 CH2 - - 1-nBjgyl-- cyclo- propyl A 1.422 Me O
CF3 CH2 - - 1-ethyl- cyclo- propyl
Comp. Ret | Rez | Ros A Y B
No.
A.1.404 |Me [CI |CF; CH; C(CH,CHF) | cyclo-
propyl
A.1.405 |Me | Cl |CF; CH, C(CH,CF,) cyclo-
propyl
A.1.408 |Me |Cl |CF; CH, C(CH.CHCI) | eyclo-
propy!
A.1.407 |Me [Cl | CF; CH, C(CH.CFCI) | cyclo-
propyl
A.1.408 |Me [Cl |CF; CH, C(CH:CCl,) | cyclo-
propyl
A1.409 [Me | Cl |CF; CH, C(CH2CHBr) | cyclo-
propyl
A.1.410 |Me |Cl |CF; CH, C(CH.CBr,) | cyclo-
propy!
A.1411 |Me |Cl | CF; CH. C(CH.CHMe) | cyclo-
propyl -




A 1.423 M d CF3 CH2 - - 1-cyano- cyclo- propyl A 1.424 M O CF3 CH2 -
- 1- rret &yqzoomé&ggm 040113 PCT/ EP2005/ 010891 -82 @”ppcﬁ%pzdﬁ?/gm@l?’ AXY

CF3 CH2 - - 2,2- difluoro- cyclo- propyl A '1.430 Me
CI CF3 CH2 - - 2-chloro- cyclo- propyg1A 1.431 M d CF3 CH2 - - 2,2-
di chl oro- cycl o propyl
| Comp. Re1 | Rez | Ras A X Y B
No.
A1419 |Me |ClI |CF, CH, - - 1-chloro-
| cyclo-
propyl
A.1.420 |Me [Cl | CF; CH, - - 1-bromo-
cyclo-
propyl
A.1.421 |Me |ClI |CF; CH, - - 1-methyl--
cyclo-
propyl
A1422 |Me [CI |CF; CH. - - 1-ethyl-
cyclo-
propyl
A.1.423 |Me [ClI |CF; CH, - - 1-cyano-
cyclo-
propyl
A1424 |Me [Cl |CF; CH, - - 1-methyi--




A1432|VECI CF3 CH2 -

ros’ ros HOPGRME 2

propyl
CH2 -

2- brono- cycl o-

propyl

1) 1) 6/ 041) 113 PCT/ EP211115 /111 118,@
A.1.438 M O CFs CH2 - -

2, 2- dlet

'ﬁ/EFZ(ﬁg'/O{ﬂ\?

A 1.439 M A CF3 CH2 - - 2-_gyanocycl o-propyl A 1. 440 Me Cl

2-met hyl -- thiocycl o- propyl

Comp. Ro1 | Re2 | Res A X Y B

No.

A1.429 |Me |Cl |CF; CH, - - 2,2-
difluoro-
cyclo-
propyl

A1.430 |[Me |Cl |CFs CH, - - 2-chloro-
cyclo-
propyl

A1.431 [Me |ClI |CFs CH, - - 2,2-
dichloro-
cyclo-
propyl

A1.432 [Me |Cl | CF; CH, - - 2-bromo-
cyclo-
propy!

A1433 {Me |Cl | CF; CH, - - 2,2-
dibromo-

A 1.433 M C CFSCHZ-

CF3



Al 441 W O CF3 CH2 - - 2- nethoxy- cyclo- propyl A 1.442 Me C CFS

CH2 - \go?(y@(%aﬂ?\bcycl o WO 2006/ 040113 PCT/ EP2005/ Og.}gg,}mm@g/gﬁg

R92 R9s cyclo-butyl A 1.449 Me O CF3
cyclo-butyl A 1.450 Me O CF3 CH2 - -g52,2- di bromo- cyclo-butyl A 1.451
Me. O CF3 CH2 - - 2-chloro- 2-fluoro- cycl o-butyl

Comp. Rg1 R92 R93 A X Y B

No.

A1.438 |Me |Cl |CF; CH, - - 2,2-
diethyl-
cyclo-
propyl

A1439 |Me |Cl |CF; CH, - - 2-
cyanocycl
o-propyl

A.1.440 |Me | Cl |CFs; CH, - - 2-methyl--
thiocyclo-
propyl

A.1.441 |Me | Cl {CF; CH, - - 2-
methoxy-
cyclo-
propyl

A1.442 [Me |Cl |CF; CH, - - 2-hydroxy-
cyclo-




A 1.452 M d CF3 CH2 - - 2-nethyl- cyclo-butyl A 1.453 M O CF3 CH2 -
- 2,2 di q0gyclo-butyl A 1.454 Me A CF3 CH2 - -,2:8b 10891
cycl o- bl}?%%‘mzlgoe/ 040113 PCT/ EP2005/ 010891 - 85 COnp.gT-@, Ryg0m A« v

B No. cyclo-butyl A 1.461 Me O CEg4CH2 - - 3-nethyl- cyclo-butyl
A 1.462 M d CF3 CH2 - - 3,3- dinethyl- cyclo-butyl A 1.463 M O CF3
CH2 - - 3-chloro- cyclo-butyl
Comp. Rg1 | Rez | Res A X Y B
No.
cyclo-butyl
A.1.449 | Me |Cl | CF; CH, - - 2-bromo-
cyclo-butyl
A.1.450 |Me |CI [CF; CH, - - 2,2-
dibromo-
cyclo-butyl
A1451 [Me |ClI |CF; CH, - - 2-chloro-
2-fluoro-
cyclo-butyl
A.1452 |Me |Cl [CF; CH, - - 2-methyl-
cyclo-butyl
A.1.453 |Me |CI |CF; CH, - - 2,2-
dimethyl-
cyclo-butyl
A1.454 (Me |ClI |CF; CH, - - 2-ethyl-
cyclo-butyl




A1464NECI CF3 CH2 - - 3,3 dichloro- cyclo-butyl A 1.465 Me O CF3
- cyclo- propyl A 1.466 Me O CF3 CH obs/dk&r ocycl
W0 5006 b a B PR e 0 PO B Ee 86 Comp. o1 Rs? RO ECKER s A

propyl A 1.472 Me O CF3 CHWe - - 1lggethoxy- cyclo- propyl A 1.473 Me O
CF3 CHwe - - 1-hydroxy- cyclo-

Comp. Ro1 | Rz | Res A X Y B

No.
cyclo-butyl

A.1.461 [ Me [Cl |CF; CH, - - 3-methyl-
cyclo-butyl

A1.462 |Me |Cl |CF; CH; - - 3,3-
dimethyl-
cyclo-butyl

A1.463 |Me |Cl |CF; CH, - - 3-chloro-

‘ cyclo-butyl

A1.464 [Me [Cl |[CF; CH, - - 3,3-
dichloro-
cyclo-butyl

A.1.465 |Me |ClI |CF; CHMe - - " | 1-fluoro-
cyclo-
propyl

A.1.466 |Me [Cl |CF; CHMe - - 1-
chlorocycl




propyl A 1.474 M A CF3 CHW 1-trifluoro- nethyl- cyclo- propyl A 1.475

2-fluoro- cyclo- propyl A 1.476 Me - -
Vo 2006/ A GNBUL Erno0s 010605 - &b Conp. R9, R92 no TRty SlRa

propyl A 1.481 M O CF3 CHW - - 2-gghloro- 2-fluoro- cyclo- propyl
A 1.482 M d CF3 CHWw - - 2-nethyl--
Comp. Re1 | Ryz | Res A X Y B
No.
. propyl
A1472 |Me |CI | CFs CHMe - - | 1-
methoxy-
cyclo-
propyl
A1473 |Me |Cl |CF; CHMe - - 1-hydroxy-
cyclo-
propyl
A1.474 |Me | Cl | CF; CHMe @ - 1-trifluoro-
methyl-
cyclo-
propy!
A.1475 |Me |Cl |CF; CHMe - - 2-fluoro-
cyclo-
propyl
A1476 [Me |Cl | CF; CHMe - - 2,2-




Zycil Zé4propyl A 1.483 M d CF3 CHwe - - 2,2- dinethyl-- cyclo- propyl
- - 2-ethyl- cyclo- propyl A 1. 3 CHI\/e
%%3@:340113 PCT/ EP2005/ 010891 - 88 Conp. Rgﬁ%gfo@m%:

No A 1.4 00 M C CHwe - - 2-trjgjuoro- nethyl-- cyclo- propyl
A.1.491 v d CF3 Cl-ll\/e - - cyclo-butyl

Comp. Re1 | Rez | Res A X Y | B

No.
propyl

A.1.481 [Me |Cl | CFs CHMe - - 2-chloro-
2-fluoro-
cyclo-
propyl

A1.482 |[Me {Cl | CFs CHMe - - 2-methyl--
cyclo-
propyl

A1.483 |Me |ClI | CF; CHMe - - 2,2-
dimethyl--
cyclo-
propyl

A1484 |Me |CI |CF; CHMe - - 2-ethyl-
cyclo-
propyl

A1.485 {Me |Cl |CF; CHMe - - 2,2-




A1l 992 Me C CF3 CHwe - - 2-fluoro- cyclo-butyl A 1.493 M O CF3 CHW

;) butyI WQ%ME%E&E}E cyclo-butyl A 1.494 Me O CF3 CHwe PC /Egzqog/\/%gglocycl

CF3 CHwe - - 2,2- dichloro- cyclo
2006/ 040113 PCT/ EP2005/ 010891 -89 Cgmpn. R91 R92 R93 A X Y B No. A 1.502
2/? ad CF3 CHwe - - 2,2- diethyl- cyclo-butyl A 1. 003 M C CF3 CHW - -

Comp. Rg1 | Roz | Res A X Y B

No.

A.1490 |Me | Cl | CF; CHMe - - 2-trifluoro-
methyl--
cyclo-
propyl

A.1.491 |Me |{CiI | CF; CHMe - - cyclo-butyl

A1492 |Me [Cl |CF; CHMe - - 2-fluoro-
cyclo-butyl

A.1493 |Me |Cl |CF; CHMe - - 2,2-

" difluoro-
cyclo-butyl

A1.494 |Me |Cl |CF; CHMe - - 2-
chlorocycl
o-butyl

A.1495 |Me |Cl |CFs CHMe - - 2,2~
dichloro-
cyclo-butyl




cyanocycl

but yI

thhyl WO 2006/ 040113 PCT/EP2005/010§%\/E -90 Conp. RO, R92 RO3 A X Y B
. cyclo- propyl A 1.514 M d CF3 2 - - 1-brono

Comp. Rg1 | Ro2 | Ros A X Y B

No.

A.1502 |Me {ClI |CF; CHMe - - 2,2-
diethyl-
cyclo-buty!

A.1503 |Me [ClI | CF; CHMe - - 2-
cyanocycl
o-butyl

A.1504 |Me |ClI | CF; CHMe - - 2-methyl--
thiocyclo-
butyl

A1.505 |Me |{CI |CF; CHMe - - 2-
methoxy-
cyclo-butyl

A1.506 |Me | Cl |CF; CHMe - - 2-hydroxy-
cyclo-butyl

A.1.507 |Me | Cl [CFs CHMe - - 2-trifluoro-
methyl-

VJ{iﬁ@ﬁoxy

0- but yl

A.1l. 004 v C
oM sl CF3 CHve - 2- net hoxy
cycl o- but yl

A. 1. 007

CF3 CHWE -

Cl

2-met hyl -- thiocycl o-
cycl o- butyl

CF3 CHwe

Pél"/%

Pﬂﬁgﬁﬂy%,c

tri

UOI’O

CF3



cycl o- propyl
A 1516 W6 > {30

A.1.515 M d CF3 Cve2 - - 1-nethyl- cyclo- propyl

3 OMve2

- - 1-cyano cy%ﬁg§cg$§pil- igiFg{g Rgcgf-CEgOE%LZ é'}lﬁééggﬁyﬁﬁu% Il ocyclo
WO 2006/ 040113 PCT/ EP2005/ 010891 -93%p92 R93 A RConp. X Y B No.
Comp. Rg1 | Rez | Ros A X Y B
No.
cyclo-
propyl
A1514 |Me |Cl | CF; CMe, - - 1-bromo-
cyclo-
propyl
A1515 [Me |ClI |CF; CMe, - - 1-methyl--
cyclo-
propyl
A.1.516 |Me | Cl |CF; CMe, - - 1-ethyl-
cyclo-
propy!
A1.517 {Me |Cl | CF; CMe, - - 1-cyano-
cyclo-
propyl
A1.518 {Me |Cl |CF; CMe, - - 1-methyl--
thiocyclo-




A.1.523 M d CF3 CWe2 - - 2,2- difluoro- cyclo- propyl A 1.524 M O CF3
Chve2 - 'wgéb‘d%{o%l% cyclo- propyl A 1.525 Me O CF3 CNE?CT/EPZO%S/%]EOSM

di chl oro- cyclo- propyl A 1.526 M O CF3 CWMe2 - - 2-brono- cyclo- propyl
A.1.527 M d CF3 CMe2 - - 2,2- dibraymo- WO 2006/ 040113 PCT/ EP2005/ 010891
-92 Conp. RO, RO2 RO3 A X Y B .

Comp. Rot | Rez | Ras A X Y B

No.

A1.523 | Me [Cl |CF; CMe, - - 2,2-
difluoro-
cyclo-
propyl

A1524 |Me [Cl |CF; CMe, - - 2-chloro-
cyclo-
propyl

A1525 |Me | Cl |CF; CMe, - - 2,2-
dichloro-
cyclo-
propyl

A1.526 [Me | Cl |CF; CMe, - - 2-bromo-
cyclo-
propyl

A.1527 [ Me | Cl |CF, CMe, - - 2,2-
dibromo-




No. A 1.532 M O CF3 Cwe2 - - 2,2- diethyl- cyclo- propyl A 1.533 M C
CF3 CMBZyg 2006mafi 8#NO- cycl o- propyl A . 1.534 M d CF3 %/%quosmﬁ)sﬁm hyl -

t hi ocycl o- propyl A 1.535 Me d CF3 CMe2 - - 2- nethoxy- cyclo- propyl
A.1.536 M A CF3 Cwve2 - - 2-hydroxy=ggyclo WO 2006/ 040113
PCT/ EP2005/ 010891 -93

Comp. Re1 | Rez | Res A X Y B

No.

A1.532 | Me |ClI |CF; CMe, - - 2,2-
diethyl-
cyclo-
propyl

A.1.533 [|Me |Cl | CF; CMe, - - 2-cyano-
cyclo-
propyl

A1534 |Me |Cl |CF; CMe, - - 2-methyl-
thiocyclo-
propyl

A1535 |Me |CI |CF; CMe; - - 2-
methoxy-
cyclo-

, propyl

A1536 |Me [Cl |CF; CMe, - - 2-hydroxy-
cyclo-




WO

Conp. R9, R92 RO3 A X Y B No. cyclo-butyl A 1.543 M d CF3 CW2 - -
TGN LI T L R
CF3 CMe2 - - 2-nethyl- cyclo-butyl Aygl.547 Me O CF3 CIVEZ - -
di met hyl - cyclo-butyl A 1.548 M O CF3 Cwe2 - - 2-ethyl cyclo- butyI
2006/ 040113 PCT/ EP2005/ 010891
Comp. Ret1 | Raz | Ros A X Y B
No.
cyclo-butyl
A.1.543 |Me | Cl | CF; CMe, - - 2-bromo-
cyclo-butyl
A1.544 | Me | Cl | CF; CMe, - - 2,2-
dibromo-
cyclo-butyl
A.1.545 | Me {Cl | CF; CMe; - - 2-chloro-
2-fluoro-
cyclo-butyl
A1.546 |Me |Cl |CF; CMe, - - 2-methyl-
cyclo-butyl
A.1.547 |Me [ClI | CF; CMe, - - 2,2-
| dimethyl-
cyclo-butyl
A.1.548 |Me [Cl | CF; CMe, - - 2-ethyl-
cyclo-butyl




-94 Conp. R91 R92 R93 A X Y B No. cyclo-butyl A1555NECI CFa CMe2 -

3-net hylyo oheiputyl A 1.556 Me d --CF- -
cycl o- butyﬁ&}ﬁ 1 é§7 Me O CFa CMe2 - 3-chl oro- cycl o- bg?T;’FPEHXgﬁ{O W -Me
Cl CFa Cwe2 - - 3,3 dichloro- cyclo-hytyl A 1.559 Me CI CFa CIVEZ-

2- hydroxy cyclo-butyl A 1.560 Me O “CFa CMe2 2 trifluoro- nethyl--
cycl o- butyl

Comp. Roi | Roz | Res A X Y B
No.
cyclo-butyl
A.1.555 | Me |Cl [CFs CMe, - - 3-methyl--
cyclo-butyl
A1556 |Me |Cl |CF; CMe, - - 3,3-
dimethyl--
cyclo-butyl
A.1557 |Me | Cl |CF; CMe; - - 3-chloro-
cyclo-butyl
A.1558 |Me | Cl |CFs CMe, - - 3,3-
dichloro-
cyclo-butyl
A1.559 | Me |Cl |CFs CMe; - - 2-hydroxy-
cycio-butyl
A.1560 |Me |CI |CF; CMe, - - 2-trifluoro-
methyl--
cyclo-butyl




WD 2006/ 040113 PCT/ EP2005/ 010891

95 Conp. R9, R92 RO3 A X Y B No.

OB ool O O R0, | Lo ey opchgpante 20 18
- - 1 et hyl - cyclo- propyl A 1.570 Mpgfd CF3 C(CH2CH2) - - 1-cyano-
cyclo- propyl A 1.571 Me A CF3 C(CH2CH2) - 1-nmethyl -- thiocycl o-
Comp. Ro1 | Rez | Res A X Y B
No.
propy!
A.1.567 |Me |Cl | CF; C(CH,CHy,) - - 1-bromo-
cyclo-
propyl
A1.568 |Me | Cl | CF; C(CH,CH,) - - 1-methyl--
cyclo-
propyl
A.1.569 |Me | Cl |[CF; C(CH,CHy,) - - 1-ethyl-
cyclo-
propyl
A1570 |Me |Cl | CF, C(CH,CH) |- . T-cyano-
cyclo-
propyl
A.1.571 |Me |Cl |CF; C(CH,CHy) - - 1-methyl--
thiocyclo-
propyl




propyl

WD 2006/ 040113 PCT/ EP2005/ 010891 -96 Conp. R9j

R92 RO3 A X Y B

cvel o OB 876 e G Gra o(rpa) - - 2o, di chi BEEIeREIEL
propyl A 1.579 Me d CF3 C(CH2CH2) --gg2-brono- cyclo- propyl A 1.580 Me
a CF3 C(CH2CH2) - - 2, 2-
Comp. Regq | Roz | Res A X Y B
No.
difluoro-
cyclo-
propyl
A.1577 |Me |Cl | CF; C(CH,CHy) - - 2-chloro-
cyclo-
propyl
A1.578 |[Me | Cl | CF; C(CH.CH,) - - 2,2-
dichloro-
cyclo-
propyl
A.1.579 [Me | Cl | CF; C(CH.CHy,) - - 2-bromo-
cyclo-
propyl
A.1580 |Me [ClI | CF; C(CH,CHy,) - - 2,2-
dibromo-
cyclo-




di brono- cycl o WD 2006/ 040113 PCT/ EP2005/ 010891 -97 Conp. R9, R92 Rea A

XYB ' - cyclo- propyl A 1.586 Me O CF3 (( )
2-Cyano-N9%§@16§)%&%#opyl A 1.587 Me O CF3 C(CH2CH2) - -%‘?%3’?1."891

t hi ocyclo- propyl A 1.588 Me O CF3 @CH2CH2) - - 2- nethoxy- cyclo-

propyl

Comp.
No.

Ro1

R92

RQS

diethyl-
cyclo-
propyl

A.1.586

Me

Cl

CF;

C(CH,CH,)

2-cyano-
cyclo-
propyl

A.1.587

Me

Cl

CFs

C(CH.CH,)

2-methyl-
thiocyclo-
propyl

A.1.588

Me

Cl

CF;

C(CH.CHy)

2-
methoxy-
cyclo-
propyl

A.1.589

Me

Cl

CF;

C(CH.CHy)

2-hydroxy-
cyclo-

propyl




A 1.589 Me O CF3 C(CH2CH2)
PCT/ EP2Q054 8

y

2- hydr oxy-

cycl o-
91; -98 Conp. R9, R92 RO3 A x Y B

propyl

WD 2006/ 040113

o CH2CHD) bt omo- cyclo-butyl Al.5 7 -Me C o3 @f‘&ﬁ%@ st
dlb{g?gutC¥C|21bggglNbAéIS 88 Me Cl _gk3 C(CH2CH2) chloro 2- quoro-
E{%HZCHZ)y- ] 2;2_ dinethyff? C(CH2CH2) 2- net hyl - 3 Al. 600 M C CF3
Comp. Ro1 | Re2 | Res A X Y B
No.
A1.596 Me | CI | CFs C(CH.CHy) - - 2-bromo-
cyclo-butyl
A1.597 |Me |ClI |CFs C(CH.CHy) - - 2,2-
dibromo-
cyclo-butyl
A1598 |Me [Cl |CFs C(CH,CHy,) - - 2-chloro-
2-fluoro-
cyclo-butyl
A1599 |Me |Cl |CFs C(CH.CHy) - - 2-methyl-
cyclo-butyl
A1600 |Me |ClI |CFs C(CH,CHy) - - 2,2-
dimethyl--
cyclo-butyl
A1.601 Me [Cl | CFs C(CHCHy) - - 2-ethyl-
cyclo-butyl
A1602 |Me |Cl |CF; C(CHCHy) - - 2,2-




cyclo-butyl Al1.601 Me CI CF3 C(CH2CH2) - - 2-ethyl- cyclo-butyl A .602

Me C - 2,2 WD 2006/ 040113 PCT/ EP2005/ 99 Conp.
RO, Roo TOPREIEL * 0 208 €08 v O OF3 C(CH2CHR) - 9&@%9200%/01%%91
cyclo-butyl A .609 M C CF3 C(CH2CHE) - - 3,3 dimethyl-- cycl o- but yl

Al. 610 M C CF3 C(CHzZCH2) 3-chloro cyclo-butyl Al1.611 M C CF3
C(CHzCHz) 3,3 dichloro- cyclo-butyl Al1.612 Me C CF3 CH2 1-nethyl

Comp. R91 Rgz Rg3 A X Y B

No.

A1608 |Me |Cl | CF; C(CH.CH,) - - 3-methyl-
cyclo-butyl

A1609 |Me |ClI [CF; C(CH,CHy,) - - 3,3-
dimethyl--
cyclo-butyl

A1.610 |Me | Cl | CF; C(CH,CH,) - - 3-chloro-
cyclo-butyl

A1.611 Me [ClI | CF; C(CH,CHy,) - - 3,3-
dichloro-
cyclo-buty!

A1612 |Me | Cl |CF; CH, - - 1-methyl-
2,2-
dichloro-
cyclo-
propyl

A1613 |Me |ClI |CF; CH. - - 1-methyl-




2,2- dichloro- cyclo- propyl A1.613 M CI CF3 CH2 - - 1-nethyl WO

21) 1) 6/ Qdd hdokR4fiEF/ EP211115 /111 118 91 -100 Emul si ong-phkpstfd¥ofigsi I €d
concentration can be prepared from such concentrates by dl Futl on wth
water. Exanple F2: Solutions a) b) c),qf_ Active ingredient 80% 10 % 5%
95 % Ethylene glycol nononethyl ether 20 %- - - Polyethylene glycol MV
400 - 70 % - - N-Methylpyrrolid-2-one - 20 % - - Epoxidized coconut oil -
-1 %5% Petroleumether (boiling range: 160-190) - - 94% - The
solutions are suitable for use in the formof mcrodrops. Exanple F3:

G anul esniord) of @hy AbsirdCedntantr D pragaréd HoRveeh céhcentrates by dilution

with water.

Example F2: Solutions a) b) e  d
Active ingredient 80% 10% 5% 95 %
Ethylene glycol monomethyl ether 20% - - -
Polyethylene glycol MW 400 - 70% - -
N-Methylpyrrolid-2-one - - 20% - -
Epoxidized coconut oil - - 1% 5%
Petroleum ether (boiling range: 160-190°) - - 94 % -

The solutions are suitable for use in the form of microdrops.

Example F3: Granules a) b) C) d)
Active ingredient 5% 10% 8% 21 %
Kaolin ' 4% - 79% 54 %

Highly disperse silica 1% - 13% 7%



Kaolin 94% - 79% 54% Hi ghly disperse silical %- 13 % 7% WO

21) 1) 6/ /EP211115 /111 118 91 -101 Sodiuml e 3% -
5% Sod%%]b%@g@gtyl napht hal enesul fonate - 6% 10 % BT RS
Cctyl phenoxypol yet hyl ene gl ycol etheryqq7-8 mol of EQ - 2% - Highly

di sperse silica 5% 10% 10% Kaolin 62% 27% The active ingredient is

m xed with the additives and the m xture is ground thoroughly in a
suitable mll. This gives wettable powders, which can be diluted with
vat er eFigMRIYISHRENnsi ons of any desired coh@entration.5 ¥xanpl e F6:
Ext r udgsdighansoRdylfshtvenddaresitent 10 % Sadi um lg gnosujdgnat e 2%
Car boxynet hyl cel lulose 1 % Kaolin 87 % The active ingredient is m xed
wi th tReyiRhaneype¥ethygae glygoli xturé is ground, noistened with

ether (7-8 mol of EO) - 2% -
Highly disperse silica 5% 10% 10%
Kaolin 62% 27% -

The active ingredient is mixed with the additives and the mixture is ground thoroughly in a
suitable mill. This gives wettable powders, which can be diluted with water to give

suspensions of any desired concentration.

Example F6: Extruder granules

Active ingredient 10 %
Sodium lignosulfonate 2%
Carboxymethylcellulose 1%
Kaolin 87 %

The active ingredient is mixed with the additives, and the mixture is ground, moistened with

water, extruded, granulated and dried in a stream of air.



wat er, extruded, granulated and dried in a streamof air. WO

21) 1) 6/ %&é%}ﬁ@ﬁ%\/ﬁEPlellS /111 118 91 -102 Siliconep@ijepheisodadueous

enul si o ter 32 % The finely ground active ingredient I's m xed
intimately with the additives. SuspeRghons of any desired concentration
can be prepared fromthe thus resulting suspension concentrate by
dilution with water. The activity of the conpositions according to the
invention ca broadened consi derably, and adap to prevailing

ci rcur%'ﬂ%ﬁ@é’ﬂ,(P%% AUMFONS €8t Qn%i nsecticidally, aca gg/f’ dal |y and/or

fungi ajvgdekl y active ingredients. Suitable additions ¢0 active ingredients
here are, for exanple, representatives of the follow ng classes of
active ingredients: organophosphorus conpounds, nitrophenol derivatives,

t hi our.ea j uveni |l e hor.nbon for.mam di n benzopheno deri.vatives,
oo Fanebl S FolR i TRESR BRI L R OE e PR ARRSE G PehtR 0
hydr o cishedsoncaoirbtioreeen beoprepdrgdfeinh jHecthes rasubind suspexsionaoncemicat® by des,

neoni Ca%{.icﬂ*o\h wa{éq Baci |l us thuringiensis preparations. The foll ow ng
m xtures o e conmpounds of formula I with active ingredients are
preferred (the abbreviation "TX" neans "one conpound sel ected fromthe
gr oup Thermitigityi ofghe tomhesitiensaa®cording to.the invention caa be broadenediconsidetably,

and adapted to prevailing circumstances, by adding other insecticidally, acaricidally and/or
fungicidally active ingredients. Suitable additions to active ingredients here are, for example,
representatives of the following classes of active ingredients: organophosphorus
compounds, nitrophenol derivatives, thioureas, juvenile hormones, formamidines,
benzophenone derivatives, ureas, pyrrole derivatives, carbamates, pyrethroids, chlorinated
hydrocarbons, acylureas, pyridylmethyleneamino derivatives, macrolides, neonicotinoids and
Bacillus thuringiensis preparations. '

The following mixtures of the compounds of formula | with active ingredients are preferred
(the abbreviation “TX” means “one compound selected from the group consisting of the
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: . nl -.-J AW 21)1)6/041) 113 PCT/EP211115 /111 118 91 103 [CCN|
+ TX bl‘,f, Q%ﬁﬁ §74) + TX, bifenthrin (76) + TX Dbi napagkprookgigd + TX
BeFEK R

br of enval erate (alternative nanme) + TX bronocyclen (9 ronophos
(920) + TX, bronophos-ethyl (921) , bronopropylate (94) + TX
buprofezin (99) + TX,  butocarboxi m}lOS) + TX, butoxycarboxim (104) +
TX, butyl pyri daben (alternative nanme) + TX cal ci um pol ysul fi de (I UPAC
nane) 6111 + anphechl or, (941) + TX, (& nol at e qS' )r

car balyEN] 1T%) Wefﬁzaf@agﬂb‘FJP(anb'fePﬂB)“ 6k, BBB‘?@%? 16 )6947) + TX,

CGA 5%6*@:%/4&51‘&(5@&% $H8)+ T2 Drorhody Ierp(|9ﬂ Bpmﬂ(hl Bidatophde 69203 +TiX,

chl or bensi de + TX, chlord f di_mgef
hyr odrDRANgE- 211 TR Cw%éprhgﬁa%x&n%& QuerRezEipSr Ehet hol. (968) +

TX, ¢ fb‘uﬂfc&%§ﬂﬂ(1@%ﬁ®ﬁ)¢" waxy@ehb&( h QM'W dQ)Lﬁ)QﬁyJFDdabeﬂ' Yalteniatios hame) Aphos
(131) + TX, chloro

| at e hi
chl or Infet mrgp@mqmﬁﬁéh@%c eﬁmsz aaﬂbb;%f @afgé% ( 77) ; TX%%
(145) (da3h% T)@hlcar%l(ﬁ £5)-4TEX hydar&okér@h (1"1 sw T)Ch|déﬂidi!ih@ﬁd$lﬁﬁ)n((9@7b)+ FXTX,

O Ba5C isap omimeat et L) & X oS TR FRoGhictoepice

Couma +(1h 4)chrer Pﬁef&ﬁp(fgem } X (éﬂlér@fnﬁ@fbr'n’\/g(ydramﬁde[ @64 +XTX,

Rl e s R e Ne Gt AR

r (196) + TX,

chlorfensulphide (971) + TX, chlorfenvinphos (131) + TX, chlorobenzilate (975) + TX,
chloromebuform (977) + TX, chloromethiuron (978) + TX, chloropropylate (983) + TX,
chlorpyrifos (145) + TX, chlorpyrifos-methyl (146) + TX, chlorthiophos (994) + TX, cinerin
| (696) + TX, cinerin Ii (696) + TX, cinerins (696) + TX, clofentezine (138) + TX,
closantel (alternative name) [CCN] + TX, coumaphos (174) + TX, crotamiton (alternative
name) [CCN] + TX, crotoxyphos (1010) + TX, cufraneb (1013) + TX, cyanthoate (1020)
+TX, cyflumetofen (CAS Reg. No.: 400882-07-7) + TX, cyhalothrin (196) + TX,
cyhexatin (199) + TX, cypermethrin (201) + TX, DCPM (1032) + TX, DDT (219) +TX,
demephion (1037) + TX, demephlon-O (1037) + TX, demephion-S (1037) + TX, demeton
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cyhexatin (199) + TX, cypernethrin (201) + TX, DCPM (1032) + TX, DDT

(219) + hi on (1037) + TX, denephi on-0O (1037) hi on- S
(1037) ﬂqu(?% R V0 20061 040113 PCT) ERpO0S! 0i08e1 TR SRR O

(1161) + TX, fenvalerate (349) + TX IO Lor onil (354) + TX, fluacrypyrim
(360) + TX, fluazuron (1166) + TX, flubenzimne (1167) + TX,

fl ucycl oxuron (366) + TX, flucythrinate (367) + TX, fluenetil (1169) +
TX, flufenoxuron (370) + TX, flunethrin 372&(|3 + TX, fluorbenside (1174)
+ TX, Tentifanii(A469 + s dpnvalerste BB 1 187 firteniBEANENK, cBersrypy(in@69) + TX,

f or mret apat o] Gh} O or not hi on
(1192)m fﬁ,a%gﬁmfbggng{ ernnséﬁmrn@ (b;/gi;r)Qﬁ rnu%&;& Q(gi(gta)rx Xflyodl h

(1205)ﬂupytmnater{a‘ﬁ?)ehﬁxoxﬂL{emgul)(1139?7& Tmeémam@plwgg (§ 2 TX, Thameterina@é2)y |

cyclo an P.
h)éxyt E\f g’goxﬁﬁfﬁé}%mé <Ttﬂ%l .éggrrepﬁ\vgr}gﬁ?ﬁ C nane) Pﬁf@de@%i@%m cogé
i socar Gdplos TXal pERFanated4 ORI X ( Avsvetanatxhyd@@lplpné@(40©) +TX, formothion

th h i £y 4
Ver e o) ol DR ERREAL 190t Bl Py HEFCBOTPInG Gkt 12+ 7
j asnol hatfenprox 4y +TX5x heptﬁmpé #3$2] 1 7X8) hexadqrwl CV¢|ﬂ|@r@nén€€0$3®)xylateTX

%L:P&%ﬁAé@@mé&ﬁ&tr 'ltﬂbfgl ? é-X) qﬁy@ﬁggﬁ?ﬁ %Zﬁéaé?rﬂ% | Ve namne)

[ CCN] (4UFr C naeh §42) fFo'@P( ispsenbopha( altﬁmahmmph(dgfs)(sm isopbapyl O-

x: E'y?(?rf)r hdX a&ﬁ‘%@é meoigq%(r}/lﬁ@%\tl Byl%etfljm(éﬁg%e) (a7%) + 1L hR)Q{rlneét%%\ptemat%’
name) [CCN] + TX, jasmolin | (696) + TX, jasmolinll (696) + TX, jodfenphos (1248) +
TX, lindane (430) + TX, Iufenuron (490) + TX, malathion (492) + TX, malonoben (1254)
+ TX, mecarbam (502) + TX, mephosfolan (1261) + TX, mesulfen (alternative name)
[CCN] + TX, methacrifos (1266) + TX, methamidophos (527) + TX, methidathion (529) +
TX, methiocarb (530) + TX, methomyl (631) + TX, methyl bromide (537) + TX,
metolcarb (550) + TX, mevinphos (556) + TX, mexacarbate (1290) + TX, milbemectin
(657) + TX, milbemycin oxime (alternative name) [CCN] + TX, mipafox (1293) + TX,
monocrotophos (661) + TX,” morphothion (1300) + TX, moxidectin (alternative name)



metol carb (550) + TX, nevinphos (556) + TX, nexacarbate (1290) + TX
m | bene 213 + TX mlbenycin oxine (alternativeppfs) @%%% + TX,
m paf ox%’?%’?ﬁ“ %’X nonocr ot ophos (561) + TX, m)rphotﬁl on 8% + TX,
noxi dectin (alternative name) WO 2004940113 PCT/ EP2005/010891 -105
sebufos (alternative nane) + TX, selarnectin (alternative name) [CCN] +

TX, SI-0009 (conmpound code) + TX, sopham de (1402) + TX, spirodiclofen
(738)

i f TX, SSI-121 t d 1404
T oL pephion e Rem e el Phorsbaressi (lermsive saime) (ol o1t 2onodoey )
s uIT;( ot(e@mb&ﬁﬁi) codeﬂ'XtTXS ug&pﬁanﬁuaémotz) I>fo Sggblrdtl%loféld e%ﬂée ntsxla_méggééufeﬂ%ﬂ .
+ n e epur en +
: 738l TR SRS b elaasnteous) CAbo ki SlraBHBLe e nameeCh]

t et r adn ’mn s(umﬁémnu (75@) + EXF aslﬂf@tsprwés@)l + gxnaddifve(raay®eIrx 683)-141 TX,
tetras E'e t hi ocar boxi ne

| t t TX,
( 1431)(3‘-?" m? |°8?'%Qn(8§7)('863) Vg'"la?ﬁr 8”%@1 '\El)ﬁ-x( ngg feppyrrd ({8 dglinox

(1436)TE"PFT mwhumxngteem r(lal{e'mhétﬁém@meye mweétra[cﬁIGMn osT?<77 ty oM phos
(14 triarathene 1443% tria 6fhos triazuron

(al tertﬁta%q'@a (F3te) T4, f%rarﬁq'ere 'tﬂm%we@am( 3rx,T rreft@&smé?@fz@%) + TX,
t ri naghjafenok lteersamélnmemmed 8B baxinhe& (146 A, htm&aﬁ&@@ooyﬁ)’(

vani | i prol e and Yl -530 onpound code) + TX, an algicide sel ected
MR R M A IR - L S QN It M W TR
TX, triamiphos (1441) + TX, triarathene (1443) + TX, triazophos (820) + TX, triazuron
(alternative name) + TX, trichlorfon (824) + TX, trifenofos (1455) + TX, trinactin
(alternative name) (653) + TX, vamidothion (847) + TX, vaniliprole [CCN] and YI-5302
(compound code) + TX,
an algicide selected from the group of substances consisting of bethoxazin [CCN] +
TX, copper dioctanoate (IJUPAC name) (170) + TX, copper sulfate (172) + TX, cybutryne
[CCN] + TX, dichlone (1052) + TX, dichlorophen (232) + TX, endothal (295) + TX,
fentin (347) + TX, hydrated lime [CCN] + TX, nabam (566) + TX, quinoclamine (714) +
TX, qumonamld (1379) + TX, simazine (730) + TX, triphenyltin acetate (IJUPAC name)



TX, copper dioctanoate (lIUPAC nane) (170) + TX, copper sulfate (172) +
TX, cyb + TX, dichlone (1052) + TX, dichl + TX,
endot ha%?%@%ﬁmé} X, fentin (347) + TX hydrated |ine %F%S@%%abam
(566) + TX, quinoclamne (714) + uinonam d (1379) + TX, simazine
(730) + TX, triphenyltin acetate (I UBR% nane) WO 21)1)6/041) 113

PCT/ EP211115 /111 118 91 -106 (alternatlve nanme) [CCN] + TX, kasuganycin
(483) + TX, kasuganycin hydrochl oride drate (483) + TX nickel

bi s( d.(ﬁtt@rngﬂnm 'ﬁ*ﬁ'@% rtat’6) keﬁtwﬁm%w@% ‘(ﬁes’%awg?wcm WFWO&B@P‘F’% (580)

+ 1% @ngge(é 483?& >(5‘%~Pakermlé&mahghnmb&ar@§rhake; @Qﬁ)\c*naﬂ%) @308)ei”r>acycl i ne

(611) assi um hydr oxy iw nol i ne sulfate i ? robenazol e
(658) nitrapyrin (§$Q)épT>6nqutml"(0m $90) +TRX, spplinic aag &P s‘*e?&uu% eirapeing 44y +
1% € o9 SkapdidBlim hyBbodisint SURIBIE) (XL Sro@inayGenesm): DEN ¢

ogl cal agent Sel ecte fromt supst ances ti ng
of Adcﬁt@ptwmecm Gﬂéha Tofv chertamyen |89§qwhfe? <(7i§>)+ IXT%GC'QB?'@%Q% ﬁ(n

radi o A ' TX, Anblyseius spp. (alternative
nane) (19 fon{é}é)él?é,bl\fr?zém%ha fall((::?%grgx-l{va (alternative nanpe) %gq? ?g

Anagrus atabiplegicbagestt seleried freahiie qroe) ofisuptanagheAnsiflad 2b4d
(al ter (ﬂgh OF;Q/t @ﬂgﬁgt,ﬁé’:garg? % +Ac§<h| gbkb‘ba%hﬁmadlobé’dtéﬁ(ém@rhbﬂ\fé r'ihiﬁ@)(1$)34) +

TX, Aphi za (al térnative nane) rP
cal i f ot HKcaANPYs¢/us sep.ra ¢meﬂ\4¢ana@)e) 198y TX, woagmgﬂq fp@g qa.NFfN éter ative

(alt er%é) (QS)n@W? AABIruE atthrusRaferhbiiR RN ]0O)CHEX NeASIRlinus abdominalis
(alternative name) (33) + TX, Aphidius colemani (alternative name) (34) + TX, Aphidoletes
aphidimyza (alternative name) (35) + TX, Autographa californica NPV (alternative name)
(38) + TX, Bacillus firmus (alternative name) (48) + TX, Bacillus sphaericus Neide
(scientific name) (49) + TX, Bacillus thuringiensis Berliner (scientific name) (51) + TX,
Bacillus thuringiensis subsp. aizawai (scientific name) (51) + TX, Bacillus thuringiensis
subsp. israelensis (scientific name) (51) + TX, Bacillus thuringiensis subsp. japonensis
(scientific name) (51) + TX, Bacillus thuringiensis subsp. kurstaki (scientific name) (51) +
TX, Bacillus thuringiensis subsp. tenebrionis (scientific name) (51) + TX, Beauveria
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(scientific nane) (49) + TX, Bacillus thuringiensis Berliner (scientific

name) ( Baci | | us thuringiensis subsp. aizawa name)
(51) + Z@a >§(fl us thuringiensis subsp. israelensis %g@iig%ot%?/ ilofgév nane)

(51) + TX Baci | | us thuringiensis sub@? j aponensis (scientific name)
(51) + TX, Bacillus thuringiensis subsp. kurstaki (scientific name) (51)
+ TX, Bacillus thuringiensis subsp. tenebrionis (scientific nanme) (51) +
TX, Beauveria WO 2006/ 040113 PCT/ EP2005/ 010891 -107 feltiae (alternative
name) [tigg)alierativegiagiaidi4@nal Y adeppmeaiadrsest Plemativieyanedzi2)+ TX,

St ei NeSRMBRNHOREBYe fiaade§r?ertm@hbw@g [vap). 16X 4 Bleirerkeima oBlRS @RERafeLDr avi s

(alternative nane) X, Steinernema scapterisci lternative
name) 0ame)(742TiXTXst sleinsrmeina scagigyisc| @iteraptive n%e)r@ﬂ%“ 2§temem€ma
Tri chogh AR 4Re néﬁJe? EF4% 0 WE W%Fazgréﬁg@sp'b @iemaw@hbm@; gm% TX,

occidentalls (alternative nane) (84 and icilliumlec

(al t er igeggomysaey/derdalis) (allerngiivenams)|(844) and| Varticiliiem deqasd (aliesmtivRe gr oup
of sub,ggrﬁ@c(gggcpﬁxl sting of iodonethane (IUPAC nanme) (542) and net hyl
brom de (53 + TX, a chenosterilant selected fromthe group of

subst ancesd §@P§?@'9Ptrﬁf'%ﬁe<hf§ﬁmltb? grougokpubstancgs cengising of(ledaresthans ve nane)

I I TX, diflub 250
R G P dps e R | T ) e (50
&

[ CCN] + T)Xa chereesier "Pmededfﬁ(omm arioop op aulfstmges Fomsistingeaftapholaisniél
TX, bisazir (alternative name) [CCN] + TX, busulfan (alternative name) [CCN] + TX,
diflubenzuron (250) + TX, dimatif (alternative name) [CCN] + TX, hemel [CCN] + TX,
hempa [CCN] + TX, metepa [CCN] + TX, methiotepa [CCN] + TX, methyl apholate
[CCN] + TX, morzid [CCN] + TX, penfluron (alternative name) [CCN] + TX, tepa[CCN] +
TX, thiohempa (alternative name) [CCN] + TX, thiotepa (alternative name) [CCN] + TX,
tretamine (alternative name) [CCN] and uredepa (alternative name) [CCN] + TX,

an insect pheromone selected from the group of substances consisting of (E)-dec-5-

en-1-yl acetate with (E)-dec-5-en-1-ol (lJUPAC name) (222) + TX, (E)-tridec-4-en-1-yl
acetate (IUPAC name) (829) + TX, (E)-6-methylhept-2-en-4-ol ({UPAC name) (541) + TX,



[CCN] + TX, norzid [CCN] + TX, penfluron (alternative nanme) [CCN] + TX
tepa [ sioe/oddtnz t hi ohempa (al ternative name) [CCN| +PJ’EEP§J&%/@%§$@ g
an

(alternative nanme) [CCN] + TX, tretamne (alternative nane

uredepa (alternative name) [CCN|] + TXggan insect pheronone sel ected from
the group of substances consisting of (E)-dec-5- en-1-yl acetate with
(E)-dec-5-en-1-of (IUPAC nane) (222) + TX, (E)-tridec-4-en-1-yl acetate
(1 UPAC na 829) +. T - 6- - e (1 UPAC nane) ) +
TX, am%m[;?@ 1 1§°§@'|*§' )’ iFC @bﬁ?ﬁan%gssy@m(anefﬁﬁﬂvq é%’ﬂ‘% alin
(al t er@aby vexnag@hdiufe@b 1)+ TX, gepaypd UaRelhatiiehang) Mﬁmam gr,(aﬂame it TX,

dl 421) + dl | t t
o and| @rempive tamodeaac 18 ralreg B istanae TR HADS TX qrandieds i ve
nane) (éﬂé’rh)atlvb H'a?ﬁwe)qfl@‘l)d*l TKE Hkalu@lC@NatKY eipsdasml (4ittdative nme) hecr] +r e

d | “(alt
Egﬂ\“ er Fht |'Q/’i§”ﬁ§(ﬁk§er?’g@©\l?amg)[ﬁ§%ﬁ\]]§e%l U%ﬁo@['lg%\%'&fﬂaivﬁ)@nﬂ@&é§1>(+4@i) + TX,
|'i neatjin@afi(ditefrizdtvé HEmBTON]-CEX] htlur altémtahw:?arﬁ CeJr\r]aITXe xdsadm [ CCN]

+ TX, looplure (alternpative nane malure [ CCN]
megat dﬁﬁ?r@a&\@ reﬁnc%)|l9@M§t iXe n?%ﬂ‘fﬁ?[ & X+ Wgam%?m@@@mtwe name)

(al ter[@@imwer)oamwéthﬁn%ﬂ. éndr ?érném@(h% 639x+ﬂaécauu9é: §F¢arx2 + X
X octadeca- 3

13-di en- acet ate narre)
di en- 1QC§4’d9&ée?t :Y2:S Oﬁ&gﬁiﬂ nhaestates Crname) G8BY ATk eOGtaF’?%ﬁ"ﬁ i hel%rane)
[ CCNl dierl eyl aéHt¥t%t(RJPK@néﬁb)l_§8@¥tHT‘)@ BAFHRIre (Aikfative MM JEERPAK,
(alternative nane)
oryctalure (alterriative name) (317) + TX, ostramone (alternative name) [CCN] + TX,
siglure [CCN] + TX, sordidin (alternative name) (736) + TX, sulcatol (alternative name)
[CCN] + TX, tetradec-11-en-1-yl acetate (JUPAC name) (785) + TX, trimedlure (839) + TX,
trimedlure A (alternative name) (839) + TX, trimedlure B, (alternative name) (839) + TX, .
trimedlure B, (alternative name) (839) + TX, trimedlure C (alternative name) (839) and
trunc-call (alternative name) [CCN] + TX,
an insect repellent selected from the group of substances consisting of 2-(octylthio)-

ethanol (IUPAC name) (591) +TX, butopyronoxyl (933) + TX, butoxy(polypropylene



siglure [CCN] + TX sordi din (alternative nane) (736) + TX, sulcatol

(altern [CCN] + TX, tetradec-11-en-1-yl nane)
(785) q#'?(\éﬁ)f& nmedlure (839) + TX, trinedlure A (al te?zrjlat ?%/Jgglgﬁﬁ) (839)

+ TX, trinmedlure B, (alternative namjb (839) + TX, trinedlure B2
(alternative nane) (839) + TX tri Ur e C (alternative nane) (839) and
trunc-call (alternative name) [CCN] + TX, an insect repellent selected
fromthe group of substances consisting of 2-(oc%§lth| 0)- ethanol (1UPAC

nane) nEBeR)1084n% ThutZpyeherexd/+ TR IByylyloxp)ethanal Gk ASoNape)oBFPleh EXWE-
%2"%% STl Barr i EAC e 1R« D Zhingdachiori AU ECaE) 1
phospr(a225)(*1 URAC-iIsavapryligdan1 + TRX, 3 glonm(lctllé’f& I‘l@mﬁ)eﬁ p4OPACKnatre) (1225) +
-rrn)e(t h§I pr glglrgﬁ-?ryyr&ﬁ%ﬁn%} %@"leﬁ@é aﬁg%:ﬁ& BJP mat e %)P(/(&égﬁr? : T? ; 28121; + TX,
2- t hitbbymmmwuratamwﬁ& 0am9m4ﬁah'e5fX( 13bByma-1-Rjoroprop-1- ene (IUPAC
3. et M9 M Py ParOE i iueRd R At UeAg rar 109,
TX, 4-nEXhyd-(ethylipopy2ryhyamine33 TLXT&-xyEL mgthylcarbairiaje JHPB&Nanee)((1285C
i ot iy Bar b & Pl Saely ch BES Bgh SR ARG dolAK hamey 1088, 1), o
(2) + T, aaemeaum o T X4 yacephiate (2ceTXi avefaiipid (fAtH V6  acetinion @BENtive TX,
acet Oma%eg [égﬁﬁ\l]l- TJX, Técet%ﬁfo@ﬁ‘féﬁ]i+an(,9)achrithﬁrin ?é:)r_,y Jl'?,ni écrr);lJJrﬁtriQ Wﬁ‘&

name) (861) + TX, alanycarb (15) + TX, aldicarb (16) + TX, aldoxycarb (863) + TX,

aldrin (864) + TX, allethrin (17) + TX, allosamidin (alternative name) [CCN] + TX,

allyxycarb (868) + TX, alpha-cypermethrin (202) + TX, alpha-ecdysone (alternative name)

[CCN] + TX, aluminium phosphide (640) + TX, amidithion (870) + TX, amidothioate (872)

+ TX, aminocarb (873) + TX, amiton (875) + TX, amiton hydrogen oxalate (875) + TX,

amitraz (24) + TX, anabasine (877) + TX, athidathion (883) + TX, AVI 382 (compound

code) + TX, AZ 60541 (compound code) + TX, azadirachtin (alternative name) (41) + TX,

azamethiphos (42) + TX, azinphos-ethyl (44) + TX, azinphos-methyl (45) + TX,



nane) (861) + TX, alanycarb (15) + TX aldicarb (16) + TX, al doxycarb

(863) + (864) + TX allethrin (17) + TX al}

(alterna é&%ﬁr?g&n% [CCN] + TX, allyxycarb (866) + TX, @f/ﬁﬁ%{f%/ﬂgg}lﬁeth“ n
(202) + TX, al pha-ecdysone (alter natg &- nane) [CCN] + TX, alum nium
phosphi de (640) + TX, amdithion (87 3{ + TX, am dothioate (872) + TX

am nocarb (873) + TX, amiton (875) + TX, amiton hydrogen oxal ate (875) +
TX, amtraz (24) + TX, anabasine (877) + TX athidathion (883) + TX AV
382 ( dBIRASIRBemisal Apstiacixname) 45Kt TG oﬁ?fb%éﬁ“@&ﬂl@}'d&(WRACaQQm@)r(%@H n
(alter ti 4T SRR +4%2) L HRhogy
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(802) + TX, H/N\,/ 3

the formula A-2
CF,

| N
HC O Nl
N 74
o \=—
Br



t he compound of formula A-1 CF3 H3C O NN C NHNt Cl O (A1) +TX,

H N Y formula A2 CF H3CO | NNC Br
V0 2006/ 1G4 BE) Er2008/ 010891 - 118- Br HBC O N N O CEPASbusI
-118-

Br

H,C O
/@(( : /> (A-4) + TX,

the formula A-5
Cl

H,C O
/@f (A-5) + TX,

CH3

the formula A-6
Cl



/[ N\HN (A-4) + TX, OBr HNOCH3 the formula A5 C H3CO\NNOC NH
N 3 Br - + TX, H NYCH3 CH3 the formula A-
21) 1) 6/ &??ﬁ‘ff@“@@n EP2111105 1111 118 61 119 'tha forSiEEdRatsy

-119 -
the formula A-8
CF,
\
Y
HC O Nl
N 7
H N \; (A-8) + TX,
o \=—
cl
~N_
H™ “CH,
the formula A-9
Br
Y
H,C O Nl
N
H N/ \
cl ° = (A-9) + TX,
_N_ _CH
H j/ 8
CH,

tha farmiila A_10



HBC OINNC / t HN (A-8) + TX, C \ OHNCH3 the formula A-9 Br
H3C O N

N~C \ 1 O(A9) +TX H N/CHB |-1r7
WO 21) 1) 6%{%‘)111 SCTIEPP11115 /111 118 61 150, O rBEVEPR Rt N H N~

- 120 -

Cl (A-11) + TX,

N 7
g NE _\I> (A-12) + TX,

N
H™ “CH,

Cl

the formula A-13
OCH.CF,



Cl 0 (A11) + TX, HNYCH3 CH3 the fornula A-12 d H3ICOf NNOC NH
N O\ (A G 0 HNCH the formula A-13 OCH, 040113
ber) eoodberuEiEE & 2 e o e A1t B 6N TE KLl (A- 15)
+ X - 121 -

the formula A-15
Br

o. M N
Cl N Cl
N< 7
/@ifH Nj\ (A-15) + TX,
o ‘
crr -
~NJ
H CH,

the formula A-16
CF3

\

Y
HC O N cl
N._ é :
H N,/ \
0 \—
NZ (A-16) + TX,
_N_ _CH
O

raY ¥l



C V1l CHN, CH3 the formula A-16 CF3 H3CIN NC NCHN O Nom

(A 16) fy@hWEHs "1 1 V0 21)1)6/041) 113 PCT/ EP2LL3dpebiihdo by O1

-122- Sr NCHN\ O Cd (A-18) + TX,
-122 -

Br

\

CI/©1( (A-18) + TX,
CH
CH3
the formula A-19

CF3

N

|
Cl o N Cl
N
0] — (A-19) + TX,
Cl
Al



CH3 the fornula AA19 CF CCON  NOC NCHN O (A19) + TX

2006/ 04 2005/ 010891 - 123 Cl
H N Yc&éég%@é]lt e formula A-22 C

-123 -
Cl
\
o. M N
Cl N Cl
N
Cl © —
cH (A-21) + TX,
_N
H Y 3
CH3
the formula A-22

Cl

\

Y
o © N ¢l
N« E E
H N/ \
o =" (A22)+TX,
cl
Al

/ P%%0%10%912j



6/ 040113

\N O ONC MHNtU O (A-22) + TX, nl WD 200 |
I 1 N, H N pePrpsdosbhosd YOS

PCT/ EPZQ,g)é -124- Br | NCHON d
CH3 orrm a A-25 d N CH N d
-124 -
Br
\
O / /N
CH, N Cl
= © —
NZ (A-24) + TX,
_N CH,
H
CH

3

the formula A-25
Cl

N

CH3O N Cl
N
o ‘Y (A-25) + TX,
NZ
N



HN p- (A-25) t TX, N WD 21)1)6/041)113 PCT/EP211115 /111 118 91

-125 Fe aRazZohs [114369-43-6] + TX, Fluqui nconazol e +hd-b] +
TX, FI us%lpﬁiazo@ 85509-19-9] + TX, Flutriafol [76674- 5{#%?@?/@?91

Hexaconazol e [ 79983-71-4] + TX, |negalil [35554-44-0] + TX
| m benconazol e [86598-92-7] + TX, Ipconazole [125225- 28-7] + TX
Met conazol e [ 125116-23-6] + TX, Myclobutanil [88671-89-0] + TX

Pr ot L‘%‘éé’@ég&% 14389 A4-6b+ 8. + FRnpg ol s A Sadlr 7% Rusfizole
P h
roc nazol 1 F)I é’g(ogFg%na;f?lT%(%?E 129 RAIGOTRZ %&ak@%?e @@9&817?4?)-(_"[%

Si mec TX, Tebuconazol e
Tet r aboazildB6554-4A2@]1+ TX; Sﬂnlben'h)&inafl'oke £ I98F 92r 7] 43'1(2 1pt®naiole [126225-

v ¢+ ebilons Versrsssisds] Te2nl i e ST 0 B, renart mot
[6016f3e§§az%bteﬂ16¥9031‘$084]3mk [ﬁ&?&%aﬂe $862461&8-0BUITX | TRbidcAAdBRs 43- 6]

TX, Di nethirinol

Dodenb1r7|@92|§3133}@l WX?] Pyrifepex B&E@é% 5% Elér rXI Fgmi)ér@mﬁ]mz (;9(;] . >§X

Fenpr BP plcongzolé ?6703%47 -8&-1‘}11“ ﬁ(,Téimggénra%lgﬂ 5'@5(581-&6-1734 '?)9 8ilebuconazole
[107534-96-3] + TX, Tetraconazole [112281-77-3] + TX, Triadimefon [43121-43-3] +
TX, Triadimenol [55219-65-3] + TX, Triflumizole [99387-89-0] + TX, Triticonazole
[131983-72-7] + TX, Ancymidol [12771-68-5] + TX, Fenarimol [60168-88-9] + TX,
Nuarimol [63284-71-9] + TX, Bupirimate [41483-43-6] + TX, Dimethirimol [5221-53-4]
+TX, Ethirimol [23947-60-6] + TX, Dodemorph [1593-77-7] + TX, Fenpropidine
[67306-00-7] + TX, Fenpropimorph [67564-91-4] + TX, Spiroxamine [118134-30-8] +
TX, Tridemorph [81412-43-3] + TX, Cyprodinil [121552-61-2] + TX, Mepanipyrim
[110235-47-7] + TX, Pyrimethanil [53112-28-0] + TX, Fenpicloni] [74738-17-3] + TX,
Fludioxonil [131341-86-1] + TX, Benalaxyl [71626-'1 1-4] + TX, Furalaxyl [57646-30-7]
+ TX, Metalaxyl [57837-19-1] + TX, R-Metalaxyl [70630-17-0] + TX, Ofurace [58810-



TX, Tridemorph [81412-43-3] + TX, Cyprodinil [121552-61-2] + TX

Mepani pyy Fb“f%"}‘g 35-47-7] + TX, Pyrinmethanil [53112- 2§(£P/};Pf00¥>(210891

Fenpi cl oni

17-3] + TX, Fludioxonil [131341-86

Benal axyl [71626-11-4] + TX, Fural axydg[57646-30-7] + TX, Metal axyl
[57837-19-1 ] + TX, R-Metalaxyl [70630-17-0] + TX, Ofurace [58810 WO
2006/ 040113 PCT/ EP2005/ 010891 -126 [175013-18-0] + TX, Ferbam

Vet i 1 S A0E R Fo o Hebam et (o ts Mensreh B ORISR 157 56 o

+ TX, MEne8I 143221:%2 éaﬁaYTX Metﬁm Zom@mz 1:37TX30Pf'dpereb-|I¥20ﬁﬁ§3-@ @l
[ 2425- 06- 1] + an[133 6 clofluanld[lo @] + TX,
FI uorJﬁWﬁ’Be{wT?ﬁZ@iS* inab R 1 ﬂ+-@§3 Zrpng[137:36:4) "'TB’&yI%’Ri al d

| 2042 PRES XP&,BQE%%peF"oxy@E?lgif | 8%%"59‘%84 b5 "Se ST of Loftafhe

[7758{49!?205—]2144]'F)Q'X cmmmamnn-m&?r)eg MIylfluaanq73W€ﬁﬁpEx [EE3888x93- 5] +

N i r ol RAF=EBEF Bl ¥ oo ompariprotio2092h P al £ " Fobtedmidiogy s,

| pr obaoesrx, | %ﬁB&rsél?at&}'?sB asc7] + FHpr 0bb¢erb>a@{313ﬁ0592!]35?>4] ManE¥pper

Phosdi
Tol cl
TX, A

henﬁg36519 00-3] + F%r azophos [13457-18-6]_ +
53685 tﬁle>E5ﬁb<1%&mﬁP§I[w |+bPﬁzd?'a<PQaB[i‘r%W@ 6]’[1%158 54-2] +

LT ARATEA R B ST K REIBAAIR 171G IARENE, Sydonydd

Chl or {268B7{4Z63] 53-TIX,- 63oprothiolane [50512-35-1] + TX, Phosdiphen [36519-00-3] + TX,

Pyrazophos [13457-18-6] + TX, Tolclofos-methyl [57018-04-9] + TX, Acibenzolar-S-methyl
[135158-54-2] + TX, Anilazine [101-05-3] + TX, Benthiavalicarb [413615-35-7] + TX,
Blasticidin-S [2079-00-7] + TX, Chinomethionat [2439-01-2] + TX, Chloroneb [2675-77-6]
+ TX, Chlorothalonil [1897-45-6] + TX, Cyflufenamid [180409-60-3] + TX, Cymoxanil
[67966-95-7] + TX, Dichlone [117-80-6] + TX, Diclocymet [139920-32-4] + TX,
Diclomezine [62865-36-5] + TX, Dicloran [99-30-9] + TX, Diethofencarb [87130-20-9] +
TX, Dimethomorph [11 0488—70-5] +TX, SYP-LI9O (Flumorph) [21 186 7-47-9] + TX,
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+ TX, Chlorothalonil [1897-45-6] + TX, Cyflufenam d [180409-60-3] + TX
Cynoxani :95-7] + TX, Dichlone [117-80-6] + TX

[ 139920- 3-2%%%9'?&, Di ¢l omezi ne [ 62865-36-5] + TX, Dicl 8?5%0?%{53%1 9] +

TX, Diethofencarb [87130-20-9]+ TX 14 et honorph [110488-70-5] + TX,
SYP-LI 90 (Flunorph) [211867-47-9] + TX, WO 2006/ 040113 PCT/ EP2005/010891
-127- O RaB5 N NJ\ HfFNQCH3 (F-1) CH3 CH3~-- 0 CH3 wherein Ras is
trifluoronmethyl or difluoronethyl (V\020041058723) + TX, the conpound of
formula F-2 O RasNN/HN

CH3 \\ (F-1)

CH,

wherein Ras is trifluoromethy! or difluoromethyl (W02004/058723) + TX, ; the compound of

formula F-2

6 S

Rag N\
H

BENE

|

CH, N (F-2)

CH,



CH3 (F-2) CH3 ru WD 21)1)6/041)113 PCT/ EP211115 /111 118 91 -128 . H 0

or difluoromethyl (W2004/035589) + TX, the conpound of or mu

HCH RadNefilRisN- H(F-4); N1 CH3 wherein Rai i§cﬁk5£d0$@{0%5§t gy:_l
Raj NCH3 CH3 NH (F-5), |

-128 -

Hoy
. Q CH,
N
7% \ CH3
7\ H
N\
)

CH,

(F-4);

wherein Ra;y is trifluoromethyl or difluoromethyl (W02004/035589) + TX,the compound of

formula F-5
H
] CH,
Ra, N

\H CH,

N/ \

N\
|

CH,

(F-5),

which is an epimeric mixture of racemic compounds of formulae F-3 (syn) and F-4 (anti),



~N CH3 which is an epineric mxture of racem c conpounds of fornulae F-3
(syn) a o4fgsi ), WO 2006/ 040113 PCT/ EP2005/ 010891 Rag N H
H(F-7) I g—@ wherein Ras is trifluoronethyl orP(éT/#?%)é)?gﬁjg%

(W003/074491) + TX, the racemc compgund of formula F-8 (cis) OH Rag N
H H(F-8 NWM 1 CH3

(F-7)

wherein Ragis trifluoromethyl or difluoromethyl (WO003/074491) + TX, the racemic
compound of formula F-8 (cis)

wherein Rag is trifluoromethyl or difluoromethyl (WO03/074491) + TX, the compound of
formula F-9



wherein Rag is trifluoronethyl or difluoronmethyl (WX03/074491) + TX, the

conpoun la F-9 WD 2006/ 040113 PCT/ EP2005/ 010884 ppsehafioss? R 10 N
NH ~N 005{9%18?, CH3 wherein Ripis trifluoromathy?/or i

di fl uoronet hyl (W2004/058723) + TX._ e racem c conpound of fornula

F-11 (trans) OH R 11 N CH3 H (F-11), N CH3 WD 21)1)6/041)113
PCT/ EP211115 /111 0891 -131

CH, \\ (F-10),

CH,

wherein Ry, is trifluoromethyl or difluoromethyl (W02004/058723) + TX, the racemic
compound of formula F-11 (trans)




RI11 NRH(F-13), NNCH3 1 CH3 which is a racemc mxture of fornul ae
F-11 (tr -12 (cis), and wherein R11 is trifl r

difl uorgﬁg'?%o?@% 03/074491) + TX, and the conpound oPETRPE st
| HN C 11 (F-14), CH3 CH3 H3 WD_3Q06/ 040113 PCT/ EP2005/ 010891 -132

Protection Council], they are described therein under the entry nunber
given in round brackets herei nabove for the particular conpound; for

exanpl e, the conpound "abanectin” is described under entry nunber (1).
Where "[CCNI" i s added herei nabove he particul ar
o
R N
/i H
N \
\
CH,

which is a racemic mixture of formulae F-11 (trans) and F-12 (cis), and wherein R4 is
triffuoromethyl or difluoromethyl (WO 03/074491) + TX, and the compound of formula F-14

. )
N\
~ H
1"
N" ¢ 4
\ (F-14),
CH, |
&H, CH,



conpound, the conpound in question is included in the "Conpendi um of

Pesti ci §y13 Names”, which is accessible on the i Wood;
Conpend%(r)n 0 esl%i ci de Common Nanes, Copyright (c) 18%@?%%4{%68%10r

exanpl e, the conpound "acetoprole" ig3glescribed under the internet
address http: /| ww. al anwood. net/ pesti ci des/acetoprole.htm . Mst of the
active ingredients descri bed above are referred to herei nabove by a

'‘C vant " anat her
-- conm%J St CoueIl, Hdare cpRG et O Blumees De ST AR Buef i BEREA T 5 ot
" conmppadketAEREinabdve faiaﬂmr;mrtwuiarhbn@eamcg matexamplmﬁmjcomismﬁﬁid abamgttirdn in
round brackets for the parti hat. ¢
oo 18 fesr Bpshendar ety stitist 1o Bhe R THENT s aldhd 1kinSRafeut0 the pareli
"tr adlcbirﬁbﬂail'id niggredmpaéund ' ia @upstiondis fradied o the "Cdmpehdioendf Raxtieide iCommsad or,
if nei e of those designa n co n_n sed, an
" £ oS i S ship oB, B B AR oo R 1 Pesic e K35 or’
Abst r apinsesReBpHigHY ONLBYS2004T;Hor eantpks, ke cmﬁpasumu "agetapmistpodastribéd f or nul a
| and oae % or %i ve |nred| ent s as 2; 1 PCT/ EP211115
/111 ppgeghein T@?t FpY U3y : A=t : Mlhal t eat a Mai ze
seedlings are sprayed with an aqueous enuI sion spray mxture conprising
400 p active, in nt after t ting has d d on,
popul Mast ingrachys Ay SreroPn spde S oBTes obvEa0aYe Bup aoaled
I nt r odgsiRhoh MbMed, thé AsiéVdht CIST €dribn nBm@aysanoliiécorh®dn name” being used
in individual cases. If the designation is not a "common name", the nature of the designation

used instead is given in round brackets for the particular compound; in that case, the IUPAC
name, the IUPAC/Chemical Abstracts name, a "chemical name", a "traditional name", a
"compound name" or a "develoment code" is used or, if neither one of those designations
nor a "common name” is used, an "alternative name" is employed. “CAS Reg. No” means
the Chemical Abstracts Registry Number.

The mixtures comprising a compound of formula | and one or more active ingredients as

.« - a2 . - P T I . e T T SO 1



percentage reduction in the population (%activity) is determ ned by

conpari pper of dead | arvae between the treat at ed
pl ant s. ri)?(r)l é[ﬂﬁl s test, conpounds listed in the Tables a g?/@ps Og/gv{oé%o

activity. In partlcul ar conpounds PRks.P2, P6, P7, P24, P29, P25, P60,
P62, P63, P48, P46, P50, P23, P8, P66, P22, P14, P21, P11l P67, P68 have
an activity of over 80% Exanple B3: Activity against Heliothis virescens
(foliar a pI'(; t'.Q You . soya pl nts are sprayed with an aqueous

emul sEéii‘lg-&% Sizhis ppm of active ingredient and,

?fl t er Mahe s%@dlmgsceoabp@ge@ aith dhizgdeois erﬁ@ipbh apay mixtne tOmprisitgAp0 bbar s
st I pst ar

S virescens f r,oduced .i.nt,0

Cont aPhaAtvenagegien ans aier 524 coawmites Peadtt Porunee i Bhalkslzod and
in thmsf#ﬁéhmgbﬁmgﬁte@%mdmmawedam a masteramnmrb&dampmn thg t he
nunber of dead ca erlo b@ars a, @1 %% %%Ybetween t he t{)eat ed
e S ReiPeneas osalion I theporyayy Gh osta b EOMPR{ing 1F GUMbEr 3,4
Exag})bﬁdéa'ﬁﬁarvé_é%]?tﬁvéteﬁ tAg At i AntrepRt plarts (fol iar aIOpI icati 03) _Pteﬁ
see |nsare|nece rsic uen rayed w a
spray! ﬁttﬁ$te°°r86‘h'ﬂ'lqs§'ﬁ?ﬂ 'ﬁﬁlu?/y%i‘?%? 999‘3 %R 138 'té{n{n %ﬁﬁ@&'?ﬁgn i ncubat ed
at  208empo lﬂf&i@Fﬁl d@yps ramfza. Phe, PZEVRB@nP@gG’%?WBIP%] P30, P28, P®RE6AL i on
(% acti vl t det erm ned \y arin @/er gOJ)unber of dead aphl ds

o kS . P2 Tl PR P AR

Example B3: Activity against Heliothis virescens (foliar application)

Young soya plants are sprayed with an aqueous emulsion spray mixture comprising 400
ppm of active ingredient and, after the spray coating has dried on, populated with 10
caterpillars (1st instar) of Heliothis virescens and introduced into a plastic container. 6 days
later, the percentage reduction in the population and in the feeding damage (% activity) are
determined by comparing the number of dead caterpillars and the feeding damage between

the treated and untreated plants.



In this test, conpounds listed in the Tabl es above show good activity.
Exanpl e Wa8a0cgddiyi ty agai nst Mizus persicae (system cpappbifodhioRsy Pea
seedl i ngs are inflect ed with Myzus persicae, and their roots are
subsequently placed into a spray mnipgyure conprising 400 ppm of active
ingredient. The seedlings are then incubated at 200. 3 and 6 days | ater,
the percentage reduction in the population (%activity) is determ ned by

conpati ng t n.gu@er of gn d aphi ds het ween.the treated and untreated

pl ant E—?@ﬂW—eEgﬁ'— Cey29a S ligr 2pPICASM | s above show good

a?:t I viPky seedﬁ)ﬁggwe;inﬁlteﬁqmm Miyziys paysicas tsubbetguehthaspigledsvith bapiéyunigtucabbage
plants are spraved with. an agyeous epnul sio r mxtu co i §i.ng 400
bpm oFoRRSINKLA (X B & arivedngeciept e i ePapH af 201 ALK o el dhe

SOpul Bé@él‘é 'éi’eoﬂgﬁtimn&ﬂ:é@ﬁﬁﬂl@ﬁdﬁmmacﬂ@yf y iEgéﬂetﬂnfriéd_/blljllc‘bniﬁb&nglhehmtﬂ&f rd

et ernine i aring the n r .of dead caterpillars and the feeding
damag@fWd\/%%‘f?%%rgi‘@e‘?r}g‘&ttfﬁ?t%ﬁﬂmﬁmﬂr‘a@%ﬁdﬁagﬁants. In this test, conpounds
| i st eth thid tb&tecdrapoaRisaibrdan sleoTatgeosbove tshuwigpod lastiyiigr t i cul ar  conpounds
P1, P2, P3, P6, P39, P41, P10, P63, P62, P61, P60, P64, P24, P7, P10,
P67, P68, P29, P31, P25, P8, P32, P30, P9, P23, P14, P65, P66, P21, P11,
PSS, BidmplB3f: ARGy agBid: MRB% pdtieae Ridientty Bobtestboran activity of over

0% .
’ Pea seedlings are infected with Myzus persicae, and their roots are subsequently placed into

a spray mixture comprising 400 ppm of active ingredient. The seedlings are then incubated
at 20°. 3 and 6 days later, the percentage reduction in the population (% activity) is
determined by comparing the number of dead aphids between the treated and untreated
plants.

In this test, compounds listed in the Tables above show good activity.

Example B7: Activity against Plutella xylostella

Young cabbage plants are sprayed with an aqueous emulsion spray mixture comprising 400
ppm of active ingredient and, after the spray coating has dried on, populated with 10
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Exanpl e B9: Activity against Cydia Standard Cydia diet cubes (1.5 cm
wi dt h) gészﬁ'ﬁ(ﬁ?g with a tooth-pick and are inmersed i’BT/Ei’&dﬂE/.bﬂsﬂar affin

(ca. 80 After the paraffin coat has hardened, an aqueous enul sion
contai ning 400 ppmof active ingredijggt is applied using a De Vilbis
sprayer (25 ml, 1 bar). After the spray coating has dried, the cubes are
put into plastic containers which are then populated with two freshly

hot o agerined PRSI bl 2t 8ad sl U R PG el R e
T et B s Lot Pombarnda | ot ed in the Tobl ae
Loy e escest s g in fhetaesdivke shif JBSnAERiss R Bicll, 1° fag ©°
Egg Eﬂrﬁpo@?BP1E€2ﬂ Ta@g?ﬁ H%OP4H’§?1G?P,63P?6I2i,tHBGY]I?6G’,\E/EBr4, éPQ?, PPR1PPH7, P10,
51y 1) B Pa%: 31 52 B85 P31 100 B PRI Phs! beg PR R PH. i Pan e

O ( CpH4MNP6H 862 aesx) RFOtve antdutivist aftose080%he art) O

Example B9: Activity against Cydia
Standard Cydia diet cubes (1.5 cm width) are pierced with a tooth-pick and are immersed in

liquid paraffin (ca. 80°C). After the paraffin coat has hardened, an aqueous emulsion
containing 400 ppm of active ingredient is applied using a De Vilbis sprayer (25 ml, 1 bar).
After the spray coating has dried, the cubes are put into plastic containers which are then
populated with two freshly hatched Cydia pomonella (1% instar). The containers are then
closed with a plastic cap. After 14 days incubation at 26°C and 40-60% relative humidity, the
survival rate of the caterpillars as well as their growth regulation is determined. In this test,
compounds listed in the Tables above show good activity. In particular compounds P22, P6,
P11, P65, P66, P17, P63, P62, P61, P60, P2, P3, P14, P67, P68, P15, P7, P21, P10, P24,
P8, P13, P9, P23, P12 have an activity of over 80%.



HN,v. B10 a: System c Insecticide Test for Spodoptera littoralis (cotton
| eaf wor I} ¢ f ol d mai ze seedlings (Zea mais, varj il le
26N dgy ol d mai gs ( ’ )
are pl a(r?é% 3|):nz?| v]i dual in vials containing 24m water ?ﬁ%‘/ﬁpﬁﬁgﬁﬂ% e
chemcal is diluted at the prescribegggoncentrations (12.5, 3 and
0.8ppm . Seedlings are allowed to grow for six days. Subsequently |eaves
are cut and placed in a Petri dish (5 cmdianeter), inoculated with

twelve to fifteen 1st instar S. littoralis |arvae and i ncubated for four
days in a gihanmber (25C, 50%r.h., 18:6 L:D + rcrn+~nhor of nli,P

i nsectsrP/cniifjhted and nercent aae of dead cal cul ated. Tests WO

2006/ 0401 PUT/ EP2005/ 010891 -137 Tabl e Bl0a shows that conpound No.

P41 accordiNg t'p-+Me i nvEntion exerts a substantially better

i nsecticidal act]i om doptera littoralis than the conpound fromthe
state of _t Xx/Espetially at |ow application rates (3 and 0.8 ppm

t he conpnﬂnd ccording tto the invention is far superior to the conpound
of the state QH the art. This enhanced effect was not to be expected on
the structural simlarity of these conpouynds. ,610 b:

Test. for Hel i ot hiGPdMNe.ES6assordingia thensts ReF) 50- 60 newl y
) cefl's eggs were placed on artificial diet in Petri dishes (5
cm dianmeter)land to@ically treated with 0.8m solution of conpounds at

the foll owi fdNratess |3, 0.8, 0.2, 0.05. Petri dishes are maintained at

26 2C, 50 10%r.h. in a dark room and

B10 a: Systemic Insecticide Test for Spodoptera littoralis (cotton leafworm):

Four day old maize seedlings (Zea mais, variety Stoneville) are placed individual in vials
containing 24ml water into which the-chemical is diluted at the prescribed concentrations
(12.5, 3 and 0.8ppm). Seedlings are allowed to grow for six days. Subsequently leaves are
cut and placed in a Petri dish (5 cm diameter), inoculated with twelve to fifteen 1st instar S.

littoralis larvae and incubated for four days in a growth chamber (25°C, 50% r.h., 18:6 L:D
lamdn mearindY Nimbhar of alive inearte ara ootinted and nercentaae of dead calculated. Tests



assessnment conducted one week after application (two

replica nt). Larvae nortality and effects o

wer e coxéérzseg%ﬁ)ﬁ?he control. Results are shown in F&@E}fﬁg/gﬂ% abI e

1310 b: Insecticide Test for Heliothigyvirescens Corrpound. Concentration

Percent | arvae Percent |arvae WO 21)1)6/041)113 PCT/EP211115 /111 118 91

-138 invention is far superior to the conpound of the state of the art.

Thi s enhanced effec bas

ot uo PR Lanons gt GrnciBe Nog BT sErano 18 18 ab ol Bipts Aqubsantely o

Pl ut e|Hgﬂeﬁ<M%&ﬁtﬂbl acti(odloaurspuwob@m:mws)thaﬂhermmwabmmhpl statt of ther et

sprayed with insectigc m_Five ¢ di anet er

oni droRualieatdod appiaion ftes s T o2 sl M e el Bhe g

(0. 8%s farisMgeridr to mel db‘iﬁpiiuhd of afe\maelommre Tihigt erdchncedi effext avadatot to b shes

and kept at 26 é | g rk room&#) replicates per

t r eat F¥REYted Rt}#b%?a%? Ofatf"?\§ u?tHEaéﬁ'@aWé{r ﬁr?t)gt? & percentage of dead

calculated after three days. Results are shown in Table Bl Oc: Table B10

C: Insect|C|deT IIaonteIIa pound: Concentration (ppm
19k Inagcti : g BbgGes QML e art) 3 25

50-60 newly laid H. virescens eggs were placed on artificial diet in Petri dishes (5 cm
diameter) and topically treated with 0.8ml solution of compounds at the following rates: 3,
0.8, 0.2, 0.05. Petri dishes are maintained at 26 + 2°C, 50 + 10% r.h. in a dark room and
assessment conducted one week after application (two replicates/treatment). Larvae
mortality and effects on larvae growth were compared to the control. Results are shown in
Table B10b:

Table B10 b: Insecticide Test for Heliothis virescens

Compound: Concentration Percent larvae Percent larvae



Conp. 566 (state of the art) 0.8 5 Conp. 566 (state of the art) 0.2 10 WO

2006/ 04 dD 6 2005/ 010891 -139- VWhat is clained i ound of
f or mul a%%o %]R-1 (RL)Nn Z N KRA(X)p-(Y)g-B \ Merg(lj?l&me@g/ﬁﬂg?‘ E and

Z, which may be the sanme or differemagrepresents oxygen or sulfur; Ais
Cl- Coal kyl ene, CzZ- Coal kenyl ene, CZ-Co6al kynyl ene, or a bivalent three- to
ten-menbered nonocyclic or fused bicyclic ring system which can be

e BT e BB g G BrcEh Bl ©
gt . .mgo‘ato bet @@etted on.the basis of ’ehe strM:turatl similaeity. ¢f thesenegtmpaunds.n  rmr hnn
ntn

B10 c: Insecticide Test for Plutella xylostella (diamond back moth):

Chinese cabbage plants were sprayed with insecticide at 3, 0.8, 0.2 and 0.05ppm. Five cm
diameter leaf disks were cut and placed in a Petri dish containing 6ml agar (0.8%). Five P.
xylostella larvae L3 were introduced into Petri dishes and kept at 26 + 2°C, 50 + 10% r.h. in
a dark room (two replicates per treatment). Number of alive insects were counted and
percentage of dead calculated after three days. Results are shown in Table B10c:

Table B10 c¢: Insecticide Test for Plutella xylostella

Compound: Concentration (ppm) | Death rate (%) after 5
days

Comp. 566 (state of the art) 3 25

Comp. 566 (state of the art) 0.8 5

Comp. 566 (state of the art) 0.2 ‘ 10




WD 2006/ 040113 PCT/ EP20115/ 010891 -140 the three- to ten-nenbered ring
system i e nono-, di- or trisubstituted by ha 0,
nitro, kﬁ/@?@%@a(ﬁg Coal kyl , C2-C6al kenyl, C2-C6al kynyl b@%ﬂ@gé@%ﬁ oal kyl ,
C5- Crcycl oal kenyl , C6- C6cycl oal kyny{3g -C1- C6hal oal kyl , C2- C6hal oal kenyl ,
C2- C6hal oal kynyl, C3- C6hal ocycl oal kyl, C5-C7hal ocycl oal kenyl ,

C5- C8hal ocycl oal kynyl , Cl-C4al koxy, Cl- C4hal oal koxy, Cl-C4al kylthi o,
Cl- mwga%al (gg.!_rtegiio,, Cl- C4al kyl sul finyl, Cl-C4al kyl sul fonyl, C1-

C4al k iIh8@MESTadi al kyl ami no, C3- Ceeycl oal kyl ani no,

Cl- C6al kyl - C3- C6cycl oal kyl am no, C2- C4al kyl car bonyl

C2- Co6al koxycar bon C6al kyl am nocar bonyl, Cs-C6di al kyl am nocar bonyl ,
C2- C6 té&é@gy%ﬁﬂva%-l C2- C6al kyl am nocar bonyl oxy,

C3- Codi al kyl am nocar bonyl oxy, C3- C6trial kylsilyl or phenyl, it being
possi ble for the phenyl group in turrqto be substituted by hydroxy,

Cl- Coal kyl, Cl1-C6hal oal kyl C6al Kyl t hi o, C1-C6hal oal kylthi o,

C3- C6al kenyl t hi o, C3- C6hal oal | t hi o, C3-C6al kynylthi o,

Cl- C3al koxy- C1- C3al kyl t hi o, C2-C4al kyl car bonyl - C1- C3al kyl t hi o,

C2- CAal koxycar bonyl - C1- C3al kyl t hiNv—Ryano- C1- C3al kyl t hi o,

Cl- Coal kyl sul finyl, Cl- Cg kyl sul'finyl, Cl-C6alkyl sulfonyl,

Cl- C6hal oal kyl sul fon)(R) ul fqnyl, Cl- C2al kyl am nosul f onyl ,

N, N- di (C1- C2al kyl ) am nogul ( C1- C4al kyl ) ami nofl),hal ogen, cyano or
nitro; and substituents at nitrqQgen atons in the ring systens being ot her
t han hal ogen; X is oxygen, NH Cl- C4al kyl -N; Y is Cl-Coal kyl ene,

C2- Céal kenyl ene, C2- C6al kyriyLene, é\t—a-(bﬁ)kga'l-é\ﬁlq—t‘hBee- to ten-nenbered

wherein

each of E and Z, which may be the same or different, répresents oxygen or sulfur;

A is C;-Cealkylene, Co-Csalkenylene, C,-Csalkynylene, or a bivalent three- to ten-membered
monocyclic or fused bicyclic ring system which can be partially saturated or fully saturated
and can contain 1 to 4 hetero atoms selected from the group consisting of nitrogen, oxygen

R e e d It mt el Emr el i aviatar A Aandain mara than 2 avvunan aftome



nonocyclic or fused bicyclic ring systemwhich can be partially saturated

or full ;(Yé%défo%l"i’? 341- bei ng possible for the three- i’ﬁ{,’tﬂﬁfﬁ"%mﬁr ed
a

ring systemitsel o be nono-; di- or trisubstituted ogen, cyano,
nitro, hydroxy, Cl-C6alkyl, C2-C6al-keoyl;, C2-C6al kynyl, C3- Cscycl oal kyl,
C5- Crcycl oal kenyl , C5-C8cycl oal kynyl, Cl1-Cshal oal kyl, C2-C6hal oal kenyl ,
C2- Co6hal oal kynyl, C3-Cshal ocycl oal kyl, C5-Cr7hal ocycl oal kenyl ,

C5- C3hal ocyc) qal kynyl 1- CAal - | aal - I
Cr- GBS EF Emmisiere g Ry el iy e P18 38 of SHelimiediestd Hiidgeh ©
%Q %@ah?{( mm:,rv:ynr@ﬁ%ﬁfﬁkyﬂsﬁmaﬂmw%mawmwitak@dcadbaibyl, Cg- Co6al kyl - C3-
oa an no, - 0 -
e kTS AR S, RPN 2 BBy
%a@@AﬂéwcygaalhﬂWé—omalocgalo%ahwyd:aﬁ&ha!m:&clbalhww)@;C@B@oxy, Cs-
I a am nocar ho XY - Cotrial Kyl silyl o |y d |
pOSSi bésqag%oxi'h§§ﬁg¥(b |og$;6§gha(1:$%ﬁ3{ltﬁlon&f-gi,%lgylglﬁ%ng{ﬂRﬁa ) yk&lfﬁ@)&?%}-(y,
%- ?%Ma@ﬁ,_—@@@li@@lﬁwlnp, Ci-Cafyaloalkylahiimg, 0GT:alkpHad-Cetykipbikiamino, Co-
PRSP PR ELC i RREb ELC ARyt - 1
g- %@%—E@M&@@B?{}Hog, ngaﬁhllkylbmhio;carbrb?wnmf, C1-CoARbylayiindriadgonyloxy, Cs-
- Cba ul finyl, Cl- Lnyl, C1-. | sul -
Cone Gt Sh] oy L FERGRoRRLIe b e BB Sy B e o
N, L\F dﬂ)}(d?d»g%ﬂgééﬂk?lﬁm-Gsmld)aflmxﬂ:1,—06aﬂ‘iy(tﬁiﬂ!r ChabtayddilithiooCo-aklbgethioc@ano or
T O iy B o8 Bl (¢ SOy LT RS &Ly YR e N
Csalkylthio, C,-Csalkoxycarbonyl-C4-Csalkylthio, cyano-C4-Caalkylthio, C4-Cealkylsulfinyl, C4-
Cghaloalkylsulfinyl, C4-Csalkylsulfonyl, Cs-Cghaloalkylsulfonyl, aminosulfonyl, C4-
C,alkylaminosulfonyl, N,N-di(C4-Coalkyl)aminosulfonyl, di(C4-C,alkyl)amino, halogen, cyano
or nitro; and substituents at nitrogen atoms in the ring systems being other than halogen;
X is oxygen, NH or C;-C,alkyl-N;
Y is C;-Cgsalkylene, C,-Csalkenylene, C»-Csalkynylene, or a bivalent three- to ten-membered

monocyciic or fused bicyclic ring system which can be partially saturated or fully saturated
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gi sOorl; B is cyclopropyl or cyclobutyl which may be nono-di-, or
trisubstituted by hal ogen, Cl C4al kyl, hydroxy, cyano, Cl-C4al koxy or
Cl- C4al kyl thi o. -142- each Rl 'independently is hal ogen, nitro, hydroxy,
Cl- Ceal kyl , C2-Csal kenyl, Cz-Ceal kynyl, C3- Cécycl oal kyl, Cl-Céhal oal kyl ,
C2- C6hal oal kenyl, C2- C6hal oal kynyl, -€84T6hal ocycl oal kyl, Cl- C4al koxy,
Ci- C4hal oal koxy, Cl-C4aIkyIthi0, Cl C4hal oal kyl t hi o,

Cl- C4hal oal kyl sul finyl, C,: C4hal oal kyl sul fonyl, Ci- Cnalkylsulflnyl

Cl- ma'ﬂéﬁgﬁ?{%&; Wfor tl@fg@éacg&?éb%ﬁérﬂﬁere@%m %&bﬁ'l i@lﬁfﬁb@%ono» di- or

Ca- Coecyc am no am no,

C2- c4a|tk§ub§ahutﬁ§mu halogsm, mqwst@mbycb@m qu QEEU(E%QHQGN&WYio@aGkﬂHWM Cs-

S o0 L OBl SRR e -

- Cotri al%yalsalkymyl Cﬁﬂa@malocydeaikw CoCrhstinayolgikenyl, @h@d&elqcybbaﬂ(yhylp& phenoxy

G- ConiGepoReS G bRRbH. bl GOy, O B OMR ot ol Kyt
G Ghmmju T s ol smas yaieariatict e,
CL- AP, Ceb eyt el vk redpeligiaminocatbyl, €|
C3- CoCy:Hiandy bﬁiﬁﬂaWnyQDz@alkbxﬂca%nyﬁﬁﬂW}@@lﬁﬂdrﬁﬁbmbonyloxy, Cs-

N 1oy 3L OB SBI i, FERS TLOER LR
C2- Cealjkyira ﬂ@gaﬁéﬁﬁ.ﬂw BY Hydr&Ry, CIiaRiK ¢ - @ihA168IRYIDCRT. AW, Ci-
- cot résﬁlaigl'kﬁ'thno C-Caalkenylthio, Cy-Cshaloalkenylthio, Cy-Cealkynyithio, Cr-Csalkoxy-Cr-
Csalkylthio, CZ-C4aIkylcarbonyI-C«.—Caalkylthlo, Co-C,alkoxycarbonyl-C4-Ciatkylthio, cyano-Ci-
Caalkylthio, C,-Csalkylsulfinyl, C,-Cshaloalkylsulfinyl, Cs-Cealkylsulfonyl, G- |
Cshaloatkylsulfonyl, aminosulfonyl, Cs-Coalkylaminesulfonyl, N,N-di{C4-C,alkylyaminosulfonyl,
di{C4-Calkylamino, halogen, cyano or nitro; and substituenis at nitrogen atoms in thering -
systems being other than halogen;
pisOori;

qisQor1;

B is cyclopropyl or cyclobutyl which may be mono-di-, or trisubstituted by halogen, C;-
Caalkyl, hydroxy, cyano, C4-Csalkoxy or C;-C,alkylthio.



or each Rl independently is amino, fornyl, ~ C2- Cscyanoal kenyl , :
C2- Ceal kyl carbonyl am no,  phenyl carbonyl am no whi ch can be mono-, di- or
trisubstituted by hal ogen, cyano, nitro, halogen, Cl-Co6alkyl,

C2- Csal kenyl , C2-C6al kynyl, C3- Cchclcg kyl, C1-Co6hal oal kyl , C2-

C6hal oal kenyl , C2- C6hal oal kynyl, C3- al ocycl oal kyl, C1-C4al koxy,

"Cl- C4hal oal koxy, Cl- C4al kyl t hiro, Cl1-C4hal oal kyl t hi o, C1-C4al kyl sul finyl,
Cl- C4al kyl sul fonyl, Ci-C4al kyl am no, C2 WD 2006/ 040113 PCT/ EP2005/ 010891
- 143 %ébﬁlﬂﬂﬂﬁmament% Kfloyen, Oﬁtkdsyrh(mﬂd'}rcsalkyl Cz—Csalkenyl Co-Cealkynyl, Cs-

Cl- Ceal kyl -
G- CoaGeigaiibofy Lo oo Fa b thaedlistit bexyhaloRbih s e tAonm Rl Gny!
g CGCgai‘;FzEzs%p a@nwbamuxy,@% Candylib, am-om&lfag@llwhf)&}’—cmaIoaikylsul?lyl Cs-

I a ca or . ea
i ndeper@@ﬂ%ﬁ@yf‘@%@y{% r(weﬁﬁx%wg%w@ Qg Pﬁg‘/h C%ﬂhé e rmono-, di-
grz tcg ; lfmgiﬁllkPﬁaHﬁW d}%é&i&iﬁﬁﬂﬂamﬁ%ﬁGg-cgé}légfcngJ&%lgﬂggagﬁ(ﬂ% @@&mwcarbonyi
G- Con SledalkenyFrbaoy G IR RRISaEs. Cohli pETORmaRIYH (2 Caal Koxy,
Cl- C4h finyl,
CL- Caare O pbonibx ) Sl nina et driliay Sor SRy amitobartiohploky b0y T | 1Y
C3- Cscy® r@élqylawla@haml beaayl esahwqmg p@@axlcb%ﬂykw phanexy mono-, di- or

G- Ooal S Lo e b halefe Panfs WU hIBERA Gt Sy e Bt E2ERARYy, -

Céal kyICbsnytmﬂHQﬂ tﬁxr@dhalo,alkyt:&%ba@al@mrﬁ:memlqaﬂwwb@ Grhalocycloalkyl, C4-

G- LGB, ol f R B LABINIS, G o
Calkylsulfonyi, C1—C4alkylamlno C-C.dialkylamino, Cs-Cecycloalkylamino, Cy-Cgalkyl-Cs-
Cecycloalkylamino, Co-Cyalkylcarbonyl, C-Cralkoxycarbonyl, Co-Cealkylaminocarbonyl, Ca-
Cedialkylaminocarbonyl, Co-Cealkoxycarbonyloxy, Co-Cealkylaminocarbonyloxy, Ca-
Cgdialkylaminocarbonyloxy or Cs-Cgtrialkylsilyl;
or each R, independently is amino, formyl,'Cz-Cscyanoalkenyl, Cz-Cea'lkylcarbony!amin0,
phenylcarbonylamino which can be mono-, di- or trisubstituted by halogen, cyano, nitro,
halogen, C-Csalkyl, Co-Csalkenyl, C,-Cgalkynyl, Cg—CIBCycloalkyI, C4-Cghaloalkyl, Co-
Cshaloalkenyl, C,-Cshaloalkynyl, Cs-Cshalocycloalkyl, C;-Caalkoxy, C,-Cshaloalkoxy, Cq-
C,alkylthio, C4-Cshaloalkyithio, C,-Cgalkylsulfinyl, C4+-C,alkylsulfonyl, C,-C,alkylamino, Co-



C6di al kyl am nocar bonyl am no, C2-Cshal oal kyl carbonyl or is a group

RYEON=C( %é@%ﬁﬂﬁﬁ?' n Rx and Ry independently are hydr?@f/ﬁpﬂ{gsﬁos@al kyl ;

niso, 1 each of R2 and R3, which nay be the sane or erent,
represents hydrogen, Cl-C6al kyl, C2-145al kenyl, C2-C6al kynyl or

C3- Cscycl oal kyl ; or Ci-C6al kyl, C2-C6al kenyl C2- Céal kynyl or C3-
Coeycl oal kyl substituted by one or nore substituents selected from

Eal 006fg Ilﬂfa%ln&@r@e?:y&éﬂkﬂé{r‘ﬁmg cﬁb allfls: Cs@)‘;élé)éﬂgyférﬂmo hca%*yz%fsébn%[)s)
(D7) do-Gealkexycaripny!, SrGsalkyBnrancareenyl, Re6sdiRlkylaminnsareoayi, Gdependent | y
C1° Cs o ofcaiony B CRELAGRRnEG bRy O CtigRidfinBEbliyion onpe

Caal kel or och FoABIaREM ORI, 2, 3Gm~Papﬁwyl@§mqﬁvI@mnmwmahlcmy beui i ny1,

Cl- 04%4% Sdfﬂ&qﬂé’ﬁbs%tugd g;ﬂhabgéﬂ chw' tkﬁ Liogkn, & f%h@ d%ik nyl;

R5, Rs, ep ndent eac ‘t fer,
C1- @&sﬁ%ynﬂrC&ecycloalwaCk%hamikﬂ Cqu:ehalﬂa'heﬂylsGb@%hé!'m'mmﬁ?maI ogen,

Sy SR PGl o e o BN S gl i
Csa kylsulflnyl C4alkylsulfonyl C1 C4alkylam|no CZ-C4d|alkyIammo C;-Cecycloalkylamino,
C,-Csalkyl-C5-Cecycloalkylamino, C,-Cgalkylcarbonyl, C,-Cealkoxycarbonyl, C,-
Cealkylaminocarbonyl, C;-Cedialkylaminocarbonyl, C,-Cesalkoxycarbonyloxy, C,-
Cealkylaminocarbonyloxy, Cs-Cedialkylaminocarbonyloxy or C;-Cetrialkylsilyl; or each R,
independently is C,-Csalkoxycarbonylamino, C,-Cgsalkylaminocarbonylamino, Cs-
Cedialkylaminocarbonylamino, C,-Cshaloalkylcarbonyl or is a group RON=C(Ry)-, wherein Ry
and Ry independently are hydrogen or C4-Csalkyl;
nis0, 1,2, 3or4;
each of R, and Rj, which may be the same or different, represents hydrogen, C,-Csalkyl, Co-
Csalkenyl, Co-Csalkynyl or C;-Cgcycloalkyl; or C4-Csalkyl, C,-Csalkenyl, C,-Cgalkynyl or Cs-
Cscycloalky! substituted by one or more substituents selected from halogen nitro, cyano,

widldravis £ ™ Allravis 0 D Iaslanallrawvie 0 1 aAallyvididtlhica 0 D lhhalAaailaMHiaias 0 0 Al sl 1€ o1



CAdi al kyl am no or C3-Cscycl oal kyl am no; or are phenyl, 2-pyridyl,
3-pyridyl, 4-pyridyl; or are phenyl, 2-pyridyl, 3-pyridyl. or 4-pyridyl
nono-, di- or trisubstituted by Cl-Csal kyl, C3- Cscycl oal kyl,

Cl- C6hal oal kyl , hal ogen, cyano, Cl1- CAauhoxy, Cl- C4ha|oa|koxy,

Cl- C4al kyl thio, -Cl-C4hal oal kylthio, Cl-C4al kyl sul finyl,

Cl- C4al kyl sul fonyl, Ci1-C4hal oal-kyl sul ffnyl or Cil- C4ha|oa|ky|su|fony|;
R7, R9, Rl13°and Rl14 indepﬁgdently from each other, are hydrogen,

Cl- Csal kyl, C1-Csha|oa|ky| 14 C2- Csal kenyl ,  C2- Cshaloalkenyl C3- Csal kenyl

or C3- Cshal oal kenyl ; and a ronom cally acceptpble N R
salts/is s/ enant i omer s/Maut onmer s/ N- oxi of Yhose co Olﬁrjﬁ Wet h t he
excepti o Q@npou

2- (3-chl pyr|d|n 5 r|fluoro H pyrazol e boxyllc

acid [2-fret hyl - 6- (oiDs)an [met hyl -@&shbanoyll) - pheny(Q7 &h'de. ]A - 145- fDg)A

pesti ci dal cop:{p05| tion, “whi cthorrprl ses aR ] east one conpognd according
"to claim1 of ormJIa I or whiér e approprlﬁte a tautoner tHereof, in

each Cﬁgr«?’n [ RS, BRA R OhabfondR0liPFBR LA 'Atwer éaelnﬁ&e% gaLalil . as

active “énf“ and aux oS AN et or di ng
to cl al%czclmikyl ORCsalidaling haloget syano, Ce1Q4alkex1.t, élﬁGz;laaloaﬂ(oxm@zor der

conpos: weipteEnil i FanBG) G Cib R, P e R ERENY GG PR, °
CT-C4haloaIkylsulf|ny! or G4-Cjhaloalkylsuifonyl; ‘
Rs, Rs, Ra, Ri1, Rz, Res, Rys and R,y independentily from each other, are C4-Cgatkyl or Cy-
Cealkyl mono-, di- or trisubstituted by halogen, cyano, nitro, hydroxy, C4-Caalkoxy, Co-
Calkoxycarbonyl, C-Caatkylthio, C,-Caalkylsulfinyl, C,-Caalkyisulfonyl, CﬁC,;aikylamino, Co
C.dialkylamino or Cs-Cecycloalkylamino; or ére phenyl, 2-pyridyl, 3—pyﬁdyi, 4-pyridyl; or are

phenyl, 2-pyridyl, 3-pyridyl or 4-pyridyl mono-, di- or trisubstituted by C4-Cealkyl, Cs-
Cecycloalkyl, C4-Cghaloalkyl, halogen, cyano, Cs-Csalkoxy, C,-Chaloalkoxy, C1-C4é!kylthio,
C4-Cyhaloalkyithio, Cs-C,alkylsuliinyl, C1-C4aikylsuifony! Ci-Cyhaloalkylsulfinyl or Cy-
Cshaloalkyisulfonyl;

Rz, Rs, Rz and Ry4 independently from each other, are hydrogen, C;-Csalkyl, C4-Cghaloalkyl,
Cx-Cgalkenyl, Co-Cghaloalkenyl, C3-Csaikenyl or C;-Cshaloalkenyl; and agronomically
acceptable salts/isomers/enantiomersftautomers/N-oxides of those compounds with the
exception of the compound 2- (3—ch}oro-pyndm—2-yl)-5-tnﬂuoromethyl~2H-pyrazole-3-

carboxylic acid [2-methyl-8-(oxirany!methyl-carbamoyl)-phenylj-amide.



~

- 5. A nethod according to claim4 for controlling insects or
representatives of the order Acarina. 6. A nethod according to claim
4f or the protection of plant propagation material fromthe attack by
pests, which conprises treating the puboagatlon material or the site, -
where the propagation material is planted. 7 . Plant propagation
material treated in accordance-with the nmethod described in claim6 .
-146- 8. A compound of formula VN, Rz (RaA)nZ NRs \A(X) A(Y)-B M

q V\heleA'besﬂ(ﬂdal c&ngbéitx&iv@ﬁ@'lwh prides| <P @2’t ofd cérapaiRPAdashdingtd éiﬁlm 1 of
Cl- C4al kox al oal koxy, - Cl1- C4al kyl thi o, Cl-CAal k¥l sul finy

C1- Caaforéa Cfrowpwe apPraiRis. G4PNipmen |ﬂa)er9@51 inoAck Gaae iy fren ferhon ‘“or
C1- CAhahrahimicaly (fiRdbie sBR r@Hf] BAcHISLinGHOE 8R4 at least one auxiliary.

3. A composition according to claim 2 for controlling insects or representatives of the order
Acarina. ‘ '

4. A method for controlling pests, which comprises applying a compaosition according to
claim 6 to the pests or their environment. '

5.A method according to claim 4 for controlling insects or representatives of the order
Acarina.

6 . A method according o claim 4 for the protection of plant propagation material from the

attack by pests, which comprises treating the propagation material or the site, where the
-prapagation material is planted. ' |

7. Plant propagation material treated in accordance with the method described in claim 6.



A i-s Cl1-C6al kyl ene which may be substituted by C3-Cscycl oal kyl :

C2- Csal kenyl, cyano, Cl- C4al kylthio, Cl-C4al kyl sul fonyl, Ci-C4al koxy,

hal ogen or Cl-C6hal oal kyl; or A is C3- Co6cycloal kyl ene; p and q are,

i ndependently from each other, 0 or 146X i s oxygen, NH, NCH3 or NC2H5; Y
i s Cl-C4al kyl ene, C2-Csal kenyl ene or Ca-C6al ki nyl ene or, Cl-C4al kyl ene,
C2- Coal kenyl ene or C3-C5al ki nyl ene substituted by hal ogen,

C3- Cscycl oal kyl , Cl-C4al kyl sul fonyl or Cl-C4al koxy; B is cyclopropyl or
cycl obutyl which may be nono- di-, or trisubstituted by hal ogen, Cl1-

Cdal kyl , giydeem¥oursdyaiormidyC4al koxy or Cl- CG4al kylthio; or B is CH(CH20),
CH(CHWeO, CH (Cwe20), CH(CH2S), CH(CH20CH2), CH(CHWVeCOCH?),

CH( CMe20CH2) , CH(CH2S- (0O 2CH2), CH(CHWeS(O 2CH2), CH(Cve2S(0 2CH2),

A Me) - (CH2Q), C(Me) (CHWeO), C(IVE-E( 20, C(Me)-(CHY9),
C(Me) - (CH20CH2) , C(Me) (CHMEQ , ) - (CMe20CH2) , C(Me) -

(CH2S( O 2CH?2) C(Ne)-(w HO) 2CH2) _or C(Me) - (CMe2-S(O 2CH2). 9. A
conmpound according to d"m 8" wheF€in B is cyclopropyl or cyclobutyl
whi ch may be nmono- di-, or trisubgtituted by hal ogen, Cl- C4al kyl,

hydr oxy, cyano, Cl-C4al koxy L1- %ﬁl kylthio. 10. A/gonpound of fornula
111 HN(Ra)-A-(X)P (Y)g B (11113 in A -(M—B Y, p, q and B have the
nmeani ngs given for formula | in claim1l. q :

wherein



- Cl-CGa

11 . A conpound according to claimlO0', wherein R3 is hydrogen; Ais

Cl- Coal kyl ene which may be substituted by C3-Cscycl oal kyl, C2-Csal kenyl,
cyano, Cl- Cdal kylthio, Cl-C4alkylsulfonyl, Cl-C4al koxy, hal ogen or

Cl- C5hal oal kyl; or Ais C3- C5cyc|oa|k Iene p and q are, independently
fromeach other, 0 or 1; -t48- X is o gen, NH," NCH3 or NC2H5; Y is

Cl- C4al kyl ene; C2-CSaIkenerne or C3-C6al ki nyl ene or, Cl1-C4al kyl ene,

C2- Coal kenyl ene or C3-Csal ki nyl ene substituted by hal ogen,

C3- CGCRQisQQ,'—(B‘,}dlky! %m@éﬁl é§¥b§1dl5é]fw|mtﬁtf cﬁrlb4mak9<@qm4-h£oélﬁo>@yel,-opr opyl or
cycl obut yl or trisubsti f hal o%gé\s Cl-
Chal kyP4af'ﬁglfbwoiéyC@?jlﬂﬁdﬁm(thvcﬁﬁWMOwﬂ %Ga@akﬂahv thigj ‘81-%?8! uinyeno)
CH( CH CH( CH2S), CH(CH20CH2), CH(CHMeOCH2),

CH( C\Ve D &M’ (0)2(:142) CH( CHVeS( O) 2CH2) , CH( CMe2S( O) 2CH2) ,

o Me) - Waaﬁ PEHVEO), C(Me) - (CWMe20), C(Me) - (CH2S),

g(( N'Vgg A%O@é%gier%‘k/ﬁbﬁ mﬁgﬁ:‘%ﬂ%%’ntugd'\%) (%&%k‘%) Cz-@fséfﬁ%a, gc% rzg:*ﬁ)g

to cl alekylthio %@n@kﬁsmmnyfscnﬁ@ly@ryobalgg@n oro&-@yhﬁ*@ﬁ%ufw Alsieh may be
nono- .substituted by hal ogen, Cl C4al kyl, hydroxy, cyano,
?&%C'O.Qﬁ‘?ﬂg'?:ér- Csal kyl t hi o.

p and g are, independently from each other, 0 or 1;

X is oxygen, NH; NCH: or NCoH;5; .

Y is Cy-Caalkylene, C-Csalkenylene or Ca-CeaIkinyiene or, C+~-Csalkylene, C-Cralkenylene
or Cs-Cgalkinylene substituted by halogen, Cs-Cecycloalkyl, Cq-Caalkylsulfonyl or C4-Caalkoxy;
B is cyclopropy! or cyclobutyl which may be mono- di-, or trisubstituted by halogen, Cq-
C,alkyl, hydroxy, cyano, C4-Caalkoxy or C-Cgalkylthio; or B is CH(CH;0), CH(CHMeO), CH-
(CMe,0), CH(CH.S), CH(CHZOCHz), CH(CHMeOCH,), CH(CMe,0OCH,), CH(CH,S-(0),CH,),
CH(CHMeS(0),CHj), CH({CMe,S(0),CH,), C(Me)-(CH,0), C(Me)(CHMe0), C(Me)-(CMe:0),
C(Me)-(CH,5), C(Me)—(CHZOCHZ), C(Me)}{CHMeOCH,), C(Me)-(CMe,OCH,), C(Me)-
{CH2S(0),CH;), C(Me)-(CHMe-S(0),CHz) or C{Me)-(CMez-5(0).CH,).

9. A compound according to claim &, wherein
B is cyclopropyl or cyclobutyl which may be mono- di-, or trisubstituted by halogen, C4-
Calkyl, hydroxy, cyano, C-Caalkoxy or C4-C,alkylthio. )

10. A compound of formuia |1}

HNRo)-A-X)p- (VB (IID),
in which Rs, A, X, Y, p, q and B have the meanings given for formula | in ¢laim 1.

H.A c:ompound accordin'g to claim D', wherein

Rsis hydrogen;

Alis C1-Csa!kylene which may be subsiituted by Cs-Cseycloalkyl, Co-Caalkenyl, cyano, Cy-
C.alkylthio, C4-Caikylsuifonvi, Cq—C,;alkoxy, halogen or C;-Cghaloalkyl; or A is C;-
Csoycloalkylene;

p and q are, independently from each other, 0or 1;



48 -

X is oxygen, NH; NCH; or NC Hs; |

Y is C4-Cyalkylene, Co-Cealkenylene or Cs-Cealkinylene or, C4-Cyalkylene, C,-Cealkenylene
or Cs-Cealkinylene substituted by halogen, C;-Cetycloalkyl, C1-C4alkylsuifbnyl or Cy-Caalkoxy;
B is eyclopropyl or cycldbutyl which may be mono- di-, or trisubstituted by halogen, C,-
Csalkyl, hydroxy, cyano, C,-Cgalkoxy or C:-Caalkylthio; or B is CH(CH.0), CH(CHMeQ), CH-
{CMepQ), CH(CH,8), CH(CH,OCH,), CH(CHMeOCH,), CH(CMeOCH,), CH{CH,S-(0).CH>),
CH(CHMeS(0),CH,), CH(CMe,S(0),CH,), C(Me)-(CH,0), C(Me)(CHMeO), C(Me)-(CMe,0),
C(Me)-(CH,S), C(Me)-(CH,OCH,), C(Me)(CHMeOCH,), C(Me)-(CMe,OCH,), C(Me)-
{CH,S(0).CH.), C(Me)-{CHMe-S(0).CH,) or C(Me)-(CMe,-S(0).CHy).

12 . A compound according o claim 11, wherein
B is cyclopropy! or cyclobuty! which may be mono- di-, or trisubstituted by halogen, G-
Caalkyl, hydroxy, cyano, Cs-Caalkoxy or C-Caalkylthio.
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