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I nsecticides The present invention relates to bicyclic
woizeaussis4 der i vati ves, to processes for their PCI/EP2005/002204
preparation, to conpositions conprising those
conpounds, and to their use for controlling insects
or representatives of the order Acarina. Bisam de
derivatives with insecticidal action are known and
descri bed, for exanple, in US 2003/0229050. There
Novelinsectigidas heen f ound novel bi cyclic bisani de
derivatives wth pesticidal properties. The present
invenyion_accordin% rel ates to compounds of for L
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oxygen atom or a sul fur atom is an aryl or
nnsecﬂsaréﬁemass@ntaf@ie@@fbthwmehAﬁv‘%ﬂf@nsubst ituted or
substituted; R2 is hydrogen; or an organlc
substituent; R3 is drogen; or an organi
Bisamjde delivatives with mectgzl%y aglnyeare kspwaRng rdﬁa?ﬁb,ed for example, in US
gtuent; or R3 and R4, taken together, form
200&%59§q er with the nitrogen atom to which they are
attached a ring, which is unsubstituted or

ThereSIHj C{V\P{JS% fopﬁd |'15v %Belﬂ%lsarﬁlﬁe %n%’tﬁlﬁ@ﬁﬁthtdétsﬁ&dél lproperties.

forns, taken together
The pne$ehnt meomomaqcnrcbngmmaﬂas écn@orgmldﬁmwmua ached to
that atomof R6, via which giomR6 is directly
connected with the carbb tdm shown in the formula
I, which carries R5, mne addi ti onal bond; R6 and R,
t aken toget her, forw_ﬁgg@txlﬁzr with {Ihe two carbon

atons, shown in the 7fofmula?, to which atonms they
are attached, a bicR L\rﬁ%@ system which ring

systemis carbocycl i/ or theterocyclic, which ring
systemis substituted,?® i n\.he nmanner shown in the

R;” "R,
in which

Z4 is an oxygen atom; or a sulfur atom;

Z» is an oxygen atom; or a sulfur atom;

R, is an aryl or heteroaryl group, which is unsubstituted or substituted;

R; is hydrogen; or an organic substituent;

Rs is hydrogen; or an organic substituent;

R, is hydrogen; or an organic substituent;

or R; and Ry, taken together, form, together with the nitrogen atom, to which they are
attached, a ring, which is unsubstituted or substituted;

Rs is hydrogen; or an unsubstituted or substituted alkyl group; or forms, taken together
with Rg or with a monovalent substituent attached to that atom of Rs, via which atom Rg is
directly connected with the carbon atom, shown in the formula |, which carries Rs, one
additional bond;

Rs and Ry, taken together, form, together with the two carbon atoms, shown in the
formula 1, to which atoms they are attached, a bicyclic ring system, which ring system is
carbocyclic or heterocyclic, which ring system is substituted, in the manner shown in the



WD 2005/ 085234 PCT/ EP2005/ 002204 -2 formula |, by the

four substituents -N(R2)-C(=21)-Rl, -C(=22)- N(R3) R4,
wWe&30mndsB8, and which ring systemis optional PET/EP2005/002204

further substituted; and R8 is hydrogen; or an

unsubstituted or substitutedgalkyl group; or forns,

taken together with R5 or with a nonoval ent

substituent attached to that atom of R7, via which
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ring s@@i@h{B@@ﬂbndﬂ?ﬂahhdr@ubﬁm@teﬂprm or in salt form where
e to tautoner
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interrfedihfdg@se in which -N(R2)-C(=Z1)-Rl is - N(H-C(=O0-Ri,
can be in equilibriumw th the respective tautoners,
in which the respective substituent has the
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ounds of formula |I herei nabove and herei nbel ow
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hydrd&é é‘or?éb%ﬁ&hg%ﬁmpoﬁﬂc%bftfbma 1lihe thédd iR whidre-NIRL)-C(=Z,)-R; is -
tioned specifically in each indi vidual case,
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or exanple with strong | norgani c acl ds SUC’h
formut hbe%ﬂma@@vqgnd hereinbelayaie toheryidesitped %r%ﬁnelud@elsvefﬂ fautomers,

wheré‘%helglp lter bferfhbigh méléﬁéearé%bgmeﬂtlcﬂ{&%@ﬁléﬁly% b8ciPindividual
a alic acid, wth strong organi c carboxylic

caseaci ds, such as Cl-C4al kanecar boxylic acids which are
unsubstituted or substituted, for exanple by hal ogen,
for exanple acetic acid, such as saturated or
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with strong organic carboxylic acids, such as C;-Csalkanecarboxylic acids which are
unsubstituted or substituted, for example by halogen, for example acetic acid, such as
saturated or unsaturated dicarboxylic acids, for example oxalic acid, malonic acid, succinic
acid, maleic acid, fumaric acid or phthalic acid, such as hydroxycarboxylic acids, for example

ascorbic acid, lactic acid, malic acid, tartaric acid or citric acid, or such as benzoic acid, or



ascorbic acid, lactic acid, malic acid, tartaric acid

or citric acid, or such as benzoic acid, or WO
waQos/883234 PCT/ EP2005/ 002204 -3 wit h or gani BCT/EP2005/002204

sul fonic acids, such as Cl-C4al kane- or aryl sul fonic
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exanpl e by hal ogen, for exanpl e nethane- or p-
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in eaeteq:aﬁees (2) to a conpound according to (1) of formula
[, in which Z1 is an oxygen atom or a sulfur atom
Z2 is an oxygen atom or a sulfur ato

PrefegablyHistipvayitiog relates (@hfodhoaaPaAgACE PO (hh%fﬁeméﬂ! |'5 which
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Csalkdlthno:malzwﬁqsalmihi@ C1 @xalkmuﬁimy{ h@IOt%C@IWulf@yb G ealkysulfonyl;
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in which the two alkyl groups are the same or different or, taken together, form, together with
the nitrogen atom, to which they are attached, a ring containing 1 ring nitrogen atom and 2 to
12 ring carbon atoms and optionally 1 further ring hetero atom, which then replaces 1 ring

carbon atom and is selected from the group, consisting of an oxygen, a sulfur and a nitrogen



the nitrogen atom to which they are attached, a ring
containing 1 ring nitrogen atomand 2 to 12 ring
woaodsmssmstons and optionally 1 further ring hePermP2005/002204

atom which then replaces 1 ring carbon atomand is

sel ected fromthe group, cangisting of an oxygen, a

sul fur and a nitrogen WO 2005/085234 PCT/ EP2005/ 002204
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C6al kyl carbonyl ; R4 is hydrogen; a substituent Rli a
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then rgg\-%gsp 7005 /c882A Uom =BG abik¥ieh Biof the group, conS|st|ng of an oxygen, a
al kyl'thio; a group SRIli dy

sulfurrggida MOmatr@m g/@poh, g is uggubs@ggecp@q :y}ﬂsp’rg;gg mdepen ently by 1 to 4
substﬁ@t%rﬂs gfre téf-{m %r%[liél con@%ﬂﬁ@# &En@”ﬁﬂ@ halogen, C;- Cﬁ«,alkyl and C;-

| am no, in whi ¢

Cialkoxye dt-%'%@k?halﬁﬂm{pwoawh'%tm "@ioadh)'f groMBR aresthe same or
dlffererﬁkénc?cglg%mgfﬁml?]cf Q- g@r' éé%ﬂ@ﬁ éCéACtJ?ckQI‘R IWaFrﬁrQﬂ%rbroup NHR;,

e att ng- cont ai ni ng
whlchrgrngp lsmntlpo@tyrfuﬁlwmu@nmuwdtai tn@nutrpa@n e@ﬂbl@hCaP@whylém aalo -Cy-
I f.
GBI BB CLOMUSLg5 e sfp b
@'e@sup catbonyihd or hgtemcygiyl gmyg,e\mhlcla groymlq‘, monaexelig or bicyclic and is
non- eﬁ’&r&é? 3 u\{vﬁlgf?'&%)g“l 6N b F\% rt) MQ:%HQr%tdré Bgﬁ&a‘mj selected from the

stituents,
groups ebrsisting drrtrmmnoues @Ke@p S(e@ gn@ qu@zmndoylaﬁmgrwm unsubstltuted

r R B I B8 KO e, psons o

cyanaymiup hakvgent (heC@éiﬂ’éam Craalkex nt:

@ﬁ%ﬁ@éfﬁkéﬁf oﬁ%r%g fggn 8t£1|e';w,ts. thae nllwltrq%gen atarrno topwhlch they are

attachdidRai ringwdontstining d)mlpgurmtrmn aiwalanﬁ Z1gr g casber alomi angl optionally

1 furt%%r rfr@wsﬂé aggﬁﬂwﬁ%? w(tf%cgéql }f%lc&ﬂfo&r%&% i IS selected from the

groupCeoBifing aanoxygeu@ Uifucpmea nkeoges a@prﬁawlmgr@y@g yq urtﬁubstltuted or
h I
sursFESARYEL LG o ¢ Sl BBk RHFE o opssin o
cyanaittdydraloigey, GreGisdiand €1épealkoxl |y sel ected fromt he
ISt r
S s EG0 G B b OG0 L en 6l hings ceeo
hereisaftest i t ut ed i ndependently by 1 to 4 substituents,

r s g ’

HEieT, A Bt e dinel ST 01 Ror B "an Ra, " °

t aken tggaw)aer(Rgmr rtﬂsg)ggeeﬂlglﬁ)g Wih the ni trogen atom
re

to whic tit ache a ryng containing 1 ring
nitrogen tom nd 2 tjo 6 rlng car bon atons and

opti onal | 1 further| ring|heterp atom which then
r epl aces-@¢ingcarbop—-atogandgs—selected fromthe

gr oup, co%élstll? of [dn oxjéen, Es sul fur and a
i

nitrogen atom which|ring ijs unsubstituted or
substituted independantly by 1 tb 4 substltueﬂ?g

sel ect ed (Ry9m (M) gr (), B3k S(Ray of




cyano, nitro, hal ogen, Cl-C4al kyl and Cl-C4al koxy; R5
i s hydrogen; Cl1-C6al kyl; or hal o-Cl-Co6al kyl; or has
wonesoBsaishe nmeani ngs defined hereinafter; R6 RaOWERZ005/002204
taken together, are either a group of the fornula
(Rll)a (R21)b (R31)c (R41)d_¢{R51)e GL 12 GG A &b
(la), (R12)f (R22)g (R32)h (R42)1 (R52)] WO
2005/ 085234 PCT/ EP2005/ 002204 -7 in which Gl is
attached to the carpon ato formula | .
in Whigh,zy 1G94 TRE1S SHHROT AOTANEN b MedoR g Lot G astfas: and in
whichC&{ I8 @ftadhdiMo thE @dboh Aitdrh SsHoWnTH tige formufaat thaacdriies RRGr are a
group of the forml a (R1l)a (R21)b (R31)c
QVOUP(%AK'BE"@E'@ &G & (Ib), (R12)f (R22)g (R32)h (R42)i
i n which Reg t e carbon atom shown in
t he form(J@l) tzﬁ)tﬁt 31?? m‘“&S, and in which & is
attached fo thd carbdn ato shown in the fornula I,
that carrfes R, or are a |[group of the formula (Rl1l)a
(RR1Mb (R81)c | _G|2_ —(R12)f (R22)g (R32)h in
which GL |t attjched[®o th carbon atom shown in the
formula || that| carrijes 13p; and in which G is
attached o thel carbin atom shown in tKke)formla I,
t hat carngre } N rrulaela I'b and Ic
ei t her a(l ézs)b!?@?”%gs Q‘;Q‘Q)gnép is a group C(=O); a
in wh@h@ms aft{chB4;to e Catpoe atoat, Gitbwa lrstﬂdfbrmaia(brthatacagm@jﬁg,, and in

WhIChiSé |§a|'§t|a I{uﬁ&gﬁk gm%‘f@%rﬁ §hgorvxﬂ_'1am:¢t§e? EdrTul nWaEﬁarirlgs gg, orare a
groumrtb@fbrﬁﬁjﬂfl’] elther b is 0, gis 0; and @& is a group
C(=0; n oxygen atom a sulfur atom a

gr oup S(Qg))? GRza)b «p S(=0)2; or bis 0; gis 1;

andG2|san|trogenatom or bis 1 gis 1, and &

is a carbpn atjom and either ¢ is 0; his 0; and G3

is agroup C(=Q); a qroup C(=S); an oxygen aton a

sul fuor—at'enr a oupyYs(=0,; or a group S(=02i or c is

0; his 1] and |G3 is|a nitrogen atom or

(lc),

Rz (R)g (Raoy,

in which G, is attached to the carbon atom, shown in the formula I, that carries Rs; and in
which Gj is attached to the carbon atom, shown in the formula I, that carries Rg;

in which formulae la, Ib and Ic either a is O; f is 0; and G is a group C(=0); a group -
C(=S); an oxygen atom; a sulfur atom; a group S(=0); or a group S(=0)z; orais 0; fis 1;
and G; is a nitrogen atom; or ais 1; f is 1; and G is a carbon atom; either b is 0; g is 0; and
G, is a group C(=0); a group C(=S); an oxygen atom; a sulfur atom; a group S(=0); or a
group S(=0),; or b is 0; g is 1; and G is a nitrogen atom; or b is 1; g is 1; and G is a carbon
atom; and either ¢ is 0; h is 0; and G is a group C(=0); a group C(=S); an oxygen atom; a
sulfur atom; a group S(=0); or a group S(=0),; or cis 0; h is 1; and Gj is a nitrogen atom; or
cis 1; his 1; and Gs is a carbon atom;

in which formulae la and Ib either d is 0; i is 0; and G, is a group C(=0); a group
C(=S); an oxygen atom; a sulfur atom; a group S(=0); or a group S(=0),; ordis 0;iis 1;

and G, is a nitrogen atom; or dis 1; i is 1; and G, is a carbon atom;



cis 1l his 1, and G3 is a carbon atom in which

fornulae la and | b either dis 0; i is 0; and 4 is a
wgonresps€30) ; a group C(=S); an oxygen atom &RCTWEPRS/002204

atom a group S(=0); or a group S(=02; or dis 0; i

iIs 1, and A is a nitrogen.gtom or dis 1, i is 1;

and 4 is a carbon atont WO 2005/ 085234

PCT/ EP2005/ 002204 -8 in which forrmula |la either e is

Q, j..is O; u
3 plich ot et s Bafls i B (8 0 BiGtHRYA G3hp 59y an
oxyg§( at@)n?a svﬂfuleatbm @;grbup S(_I)) anaigGinIS( 0),; o Bi©QEjs & amd Gs is a
tl %rlg Qtarbon atom in which
n'trog‘%‘r%ma—rl%\' 1it'f?e gn 5'§a‘§’r?c§1ﬁ Mand R12 and R22,
tlﬂl&mfbhtf@ﬂﬁﬁl@ﬁi ettt € is21 ;tdhier ; and §.oanal B, taken tagethdraare either a
(R71)1 (R81)m (R91)n (R101)0 GB G7 G8 @ GLO
QTOURPH‘j“efOV(fRéaZ)p (R72) q (R82)r (RO2)s (RLO2)t in which Gb

tt h ttached to @&;
7 L AR R (0

or are a

(R91)n GBI 7 (Ie), (R62)p (R72)g (R82)r (R92)s
i n which ' ttached to|Gl; apd in which & is
attached o Ri~or a n the formula (R61)k
(R71)1(Ri)m (|$’?, ~R82)p (R72)q ( R82)r

i n which S ttacr{edtoGl; din which & is
attached tjo &;|or gfis 1; |his and R22 andldR32,

taken tog@t her (R er rQ, pf the formula Id,
in vvhlcghxfg ( €Each§2b1 (R%ég |n which G1O is

in wh'rHH B%ﬂablﬁbtﬁglGh aAd & whigh GB—Iplsthtabh@:i foo® 410k are & grouprof the
&6 is attached to &; and in which @ is
fom"z!ﬁatached to G3; or are a group of the formula If, in

whi ch G5 (Rs.)at t@ =] nd in which &8 is
attached (t ) ( 0?5 d% ) %’%ﬁgﬁ PCT/ EP2005/ 002204

G G

8 9

(le),
(R62)p (R72)q (R82)r (RQZ)S

in which Gg is attached to Gi; and in which Gy is attached to Gp; or are a group of the

formula
(Rsk (R71)i (Rgn

(I),

(Rez)p (Rzo)q (Rga);
in which Gg is attached to Gi; and in WhiCh'Gg is attached to Gy;
orgis 1; his 1; and Ry and Rag, taken together, are either a group of the formula Id, in
which G is attached to Gy; and in which Gy, is attached to Gg; or are a group of the formula
le, in which Gg is attached to Gz; and in which Gg is attached to Gg; or are a group of the

formula If, in which Gg is attached to Gy; and in which Gg is attached to Gg;



-9 or his 1, i is 1; and R32 and R42, taken together,
are either a group of the formula Id, in which & is
wati@oked4t o G3; and in which GO is attached POT/E#20061002204
are a group of the formula le, in which G is
attached to G3; and in whichg® is attached to 4; or
are a group of the fornmula If, in which G is
attachedtoCB and in which &8 is attached to 4; or
orhl%I 'H%P%J‘(bhéﬁ ﬁpdﬁgg,ttﬁg p%%egsq%@ etit Ken %oglﬁetf%ierfogrﬁlrﬂg Id, in which
G is atth@rdaad d.pafdin vﬂﬂ@h Gy l%ttabhéali@ CE4$ oBbitead hrtliptad tKébformaula le, in

whiorE e Ry S Pk et s £ Br. 53 4 rop.of fe formuia

If, in Whieh @08 Qﬂm’:t@ﬁ td tB% érﬂf lﬁu'lrtﬁbh GE is atfacm&ﬂ BGEH is
attached to : attached

or i isghy) B 0 41 Bl AHABHOGES e gfhel agouin Y he TR 8, in which

Ge is BR&hédatsm bAg th\hlﬂéh GQJ;@ aBhEmRy t0dGs; BF arem gfoubhﬂ the formula le, in
formula Id, in which is attached to ¢

which,gs tsratieged %t,@aewwhtca Gegs afpcheghia G g&é@@ %fP'UP (péthe formula
'f in \K/ﬁibmdeas bﬁaCHeﬂ tm;;,céhﬁ WI’ﬁCI’ﬁGE mhé@t@& and I n

is attach are a

rou
ﬂrbwnmhéowula .lth_mw 8 '?é 404 Rorrl Rl ek ok H?ﬂ?“?eﬁ are either a
grou;i"@l1 thB f&ﬁndla?ld #HwRehed id aidehed ¥ CF; arid |ﬂawhlé'h G id att@dh@d to Gy; or

and R82i taken together, are either a group t he
are af%wmpfathﬁaorm%a o OIS 1SS AUAGNSE R Givt A1 WQMUG? ﬁ atthched to
Ga; OM%QII?&%Q of %h@f*olérﬁ@lﬁ@ﬂ irf WhiER G % aldched 18 RUEhPh vtrmm Ge is
“Tor e, which G6 is attached to &; and
attachgd 0G0 i s attached to G3; or are a group of the
org |§ qr H‘#é 1’* elrfd’ Rgg @nWNSE 'i‘al@fﬁ t éetﬁétt %Pé‘gﬁetr@ é%up @ﬂtﬁe'f&anuilq%lzd in

t ached 1
whichiihe 'SF@I'@ChP%\R%ﬁ&t%‘Qé@ Wich Genis Raohes t%tGg:rQﬁ,ﬁé_ 8fgrelpeof the formula

le, in W{JFﬁéélsléttachéH WS rz}md %wh@h @ ligafigshddo &3; of oﬁé}@ d @oup of the

i s attached A or are a group

formul Hiim whieleGs isattaghed ko @s angl i highHaels a@:sed f&r@s i n
orh |§"‘i‘ £ig 193ndi ﬁsﬁéﬁcﬁ?\ﬁeﬂké@tﬁﬁth&rar@r&h&&b@g d?fthé i@)@mula Id, in which
I s attached
Ge is @ﬁa@w@ Cﬁs ag¢ el Grolsattached tRHpe Mﬁ&%ﬂrwpl% ﬂaff forapia le, in
whch;? 5 ditacled %o &i; a%adn Wﬁ%h@gdis B%g?héoﬁb@m bpgRt eggfoup%'f the formula

her a group of fornul a

i, in which & attecheg: toé%adanchmvwhl@h%ﬁﬁtia@ha@t%@hed to Qi or

q,r, ‘\?vhﬁzlhg‘[)ﬁh'lﬂ?‘i’é %EI_IH%_‘? f fsgfg '&i%"’l hﬁd Rh{‘ar\’éhﬂ&htgz@n to°ge§ﬂetr a&’@%‘ﬁher a
grou;gefotm fermulay i, frowkigh Sslig aﬂaqhe@lm & a! ingvhigh @@H%éﬁt"&hed to Gg; or
are a(a'ouﬁ‘gfithgrfom@ré ﬁﬁwhéh G%tlé Qfﬁaﬁt‘ﬁ@dtt@ céndPin vﬂnél'?'GJ-ls ditached to

2, taken together, are either a
Gz; ofara gtuptdh éhe @rmuladf iniwhich Ge/i Atached tp S1aandipngich Gs is
attacﬁ?dt d in which GLO is attached to G3i or are a group
the®fornul a le, in which G is attached to &; and
or g isn; i trardRizandFaa daiean topetiosr, ame eifras aagrg\d@ apthefformida Id, in
. r A i

wic] B R B, 9Bl G, ARSI 16 BB o ormule
le, inavhich Gs tsrattaghentto @ aardn which £ ib ettadnskie Gatlohgredngroup of the

formtﬁéi A \Hﬁt?ﬂl gb %"Q‘tac}bfgb ??Gg @ in Whid 65 E'?:\tttaﬁﬁ?dstoﬁaé

I epf esen t I'tuent, i f
in which formulae Ia Ib and Ic the atoms Gy and Gz can be connected by one

additional bond, which bond, if present, is represented by a first substituent, which is Ry, if

G, is a nitrogen atom, and which is Ry or Ry, if G, is a carbon atom, and a second



GlL is a nitrogen atom and which is R11 or R12, if Gl
is a carbon atom and a second WO 2005/ 085234
WOCHsSER2305/ 002204 - 10 substituent, which is R2BEPRG05/002204

& is a nitrogen atom and which is R21 or R22, if &

is a carbon atom taken taqggther; in which fornul ae

la, Ib and Ic the atons & and G3 can be connected by

one additional bond, which bond, if present, is

represented by a flrst substltuent which is_R22,
substitgentewhich is Rogb fz it @ MIroSAR 2iRR.GNd Whigh s Ry 0Bz, IfiGe | '%;2 carbon

atom,%kéqﬁ%bﬁ%? atom and'a second substituent, which is
CBlsanltro%en ato and which is R31 or

Rewhichfforapilaeslag Ibcadisiihe atoai*ﬁ ¢ 8RS FaCB LPIRONNeStRd QI PR
addltlgﬂél%héewhéh Y o] ||PprEQ&1ta|%Q8§re%t§@ gy %lr&%b%uent which is Ray, if

connect ed by one additional _bond, whjch bond,
G is pmétEagen, aters, arghwhich ift Be d5yiea i Gz | st caIBeY plogend %ﬂceﬂd
%{53@ 93, it &, % a RitloyBH AL wiRas! s, & R, i ts @lcarb
SUbSt'g . |?'C'83§33 s Igééar%onltogt om and awsec:)S\r,FlctilJ sut‘?éztsl| Eae%t caren
atomyiakemtagetRE2, if &4 is a nitrogen atom and which is

Ff?'\;vmﬁlh éﬁ%ﬁ‘"aé f éﬁ‘q lbsth afb‘?ﬁsb@Qaﬁ@ Gmcaﬁ %E%nné&&?bf‘@ﬁe additional

or nu e atons G5 can
bond cwhigle bord nfu@re@mé Iad@nrps@ﬁgqi bbéﬁlﬂs'f sumlttépntbwh@h i§ Roz, if Gais @

nltroq%h%ggrﬁt anc% ﬁ%&ﬁ sented iy, |§ d &dirSdn %h?‘tahﬁ léeiétcond\@u@sﬂltuent

s 4 nitro atom and which is
whictRg Bay,iiff G348 a Ritregernatbon aag wpichdp fsa0isRedh @4@%@@{] @Fﬂm taken
togetﬁ\@i‘:his R52, if Gb is a nitrogen atom and which is
1l or R52, if G5 is a carbon atom taken together; in
vihivblehffompula teethpatoms Gamid|Gs qandegasmeded dypngeadditional bond

whlclft%}ﬁﬁ ?fﬁﬁgse% 58y épggse‘ﬁ %% ﬁgsg ghbstﬁu%hlaw s, | IPG"H‘J @nitrogen

carries t1onal” bond, ic
atompayretiwhich ispite e iz, |f| e |s|eecmrr@qbﬁ'qogu apy aapqcpn@{substltuent which is Rsp,

if Gs %Légr%%§éfﬁé%m gﬁq%dhﬁi@l Zor ng, i, iSa E‘arrbbh R ”taﬁérpfélgether

IS a carpon at om
an wiishridmeulars ta, uand Ic tha |atqm |Gs cRB betagrBacted yith s carbﬁn atom,

showh g-l% fgﬂfnﬁyll e1h%liacatr|h§s Al (Bg‘ % a‘a@ﬁloﬁgl Iﬁ)‘ﬁﬂn\ﬁﬁf'cﬁ%o%tlhpl’eggnt is

car pon om S ormul a , hat carri e ,
repregnted @yaddstsubﬁﬁuemowblchmﬁm if§origia mtfoqw@@rnt ang \yh'Ch is Ryq OF

Rz, iféprseasgeﬂh&g ?gﬁ‘%ﬁangzdoée%oné ggléé;tlt& r\&hlf%’%‘ lgsr, té&%g'?éigéthéli

iis whichdambda |aaﬁ1@rﬁtorarﬁb candicennesigd i the sarboptatern, shown in the
formtﬁ? | thgtkc%pnésoﬁebg Bhe aHHItlﬁﬂélcar EO\K/I%II\ Bohd), | &%séﬁtoi@rgﬁ'resented by a

COﬂﬂEC on atom S own I n
first aubsutuera which braBoc i Gsiles nit®gen ataneanshuhich mam qﬁdﬁm fGsisa

B T e
amahighi fohmula [RME alemiAcani ife @nnested wittethp garhan@ipmashpwn in the
formit i?% é)trb%rﬁé% &%ﬁﬁtaddtfmhﬁ(@?ha mgh bBkE ;Srgg%{thgrrﬁpﬂeﬁented by a

formi can be connecte
first substitoentawbich isRewh Garis & indrogieoraternaand whiblis Baror iRes i@, is a

carbcf}%%tgﬂg gﬁaggsteigcgﬁ%éu&ﬂpu%ht,w?{i%s%P&keﬁ iog%’?e?,e nt, is

in which formula Ic the atom G can be connected with the carbon atom, shown in the
formula |, that carries Rg, by one additional bond, which bond, if present, is represented by a
first substituent, which is Rap, if Gs is a nitrogen atom, and which is Rs; or R, if Gz is a
carbon atom, and a second substituent, which is Rs, taken together;

in which formula la each of those substituents, selected from the group, consisting of
the substituents R1y, Ri2, Ra1, Raz, Ra1, Ras, Rat, Raz, Rs1 and Rsz, which are different from the



first substituent, which is R32, if G3 is a nitrogen
atom and which is R31 or R82i if G3 is a carbon
wabteRossa3d a second substituent, which is R8, PrakaRr2005/002204

together; in which formula | a each of those

substituents, selected from4jhe group, consisting of

the substituents R11, R12, R21, R22, R31, R32, R41,

R42, R51 and R52, which are different fromthe WO

2005/ 085234 PCT/ EP2005/ 002204 -11 subst ent
e A AL e A A
differést, grdﬁaﬁy filst sulﬂéﬁﬁhenﬂhff ﬁr@éc&ﬂtaé diél‘meamerémhséibre for the formula Ia, and

substituent, if present ned E e ore for
from 2eSARINFRSHBSTHET! o BFESPto 8 AR RIPOSIIBR R TR, i
|ndepréh@érﬂwtse|@$eoplre$mm@ foap Stanerking of fhérsdbbmuémsw;l ala,
i ndependent sel ecte u?g fromthe %ﬁ&ﬁg ﬁons i Sti g
1wt Tt [ e these SURSIHERR. PopFiar HoMyhE SkaR, pOsisting of
the stbBRRnELRS! R?Uﬁgt B, B, €61, ¢, éﬁ@ﬁmgt Whlcﬂfe@él Bifferent from the two
consi sting he substituents

substigants, Y ch gakerdREsthen fOFWﬂh@rQra'H%OHﬁhPff%W&‘ﬁ‘ Bﬁ%ﬂﬁ% AR different
from EWﬁrsﬁé{hﬁtlh}eH? r\‘tp?esé’iﬁ' eﬁhdefhéh %rénﬁlﬂa%r'é&br thfe%ﬂmdlélfb and from any

group o formula 1d, le and diff

f
seco%swtfsltlmnt gqu;gﬁqqt lﬁqeﬂnpg hﬁf@gl:@ﬁ@re fggthgé@r Ib Es mdependenﬂy
selechl f?drﬁ e eroﬁpf&fnsfsﬂﬁg Bpfh@guﬁstf ’ttken’t@fl‘ﬂ{}L fromany second

subst it uent present, as defined hereinbefore for

fimwhichfarmua l%eaqhsof |"|?Rf@|®4’?§%tﬁf’m§ saletted frap the gruPngonsisting of
the s%s‘ﬁ%nté:ﬁﬂsh?’ R£‘19 R92t R&h&ncﬁﬁ StvhicHeé aifBfent FromARk @\Klo substltuents

hose stltuents sel ected f

whlcft F@e@rt@g@herc émm f@?.gﬁ@lpo@f the fmulish 19 Qre'ﬁta@dpétfierefﬁlfzom any first
substﬁgént |R§?eseﬁ3 s @@ﬁnéﬁgﬁere%bﬁ% frendidringlaaBt ard f%fhtah? second

two substituents aken together, formth
substjuenipif Bresent ap @lleﬁmcaherrembe@r% for the ol b dideRendertiselected

from grﬁh%%ns@#&bﬁ& thH%[]Bstltuént@ sent, as defined

rei nbefore for the formul a ,andfroman second

scﬁ:ufshyctrgsm or prsupstidRiRe; He ta@i pyBhetRitee RRstiBiepts By, if present,

havmgh&% dpefiind o\‘ § forl égﬂoﬁ?%‘f’ﬂ{%%hlﬁ I§96feﬂb?9 grédp%’f‘tﬁ@ﬁ)rmula Ib; and
roup, consi sti n‘%ﬂ i he substituents
S Wil

of 3 faka gcgg@rpf thg fosmy gle fptalmyimbe; é:ap,djq@[ye'v% ,tpgélfm’r@fj feir@ specific
grouﬁé}ﬂ% 'fém B, ﬁ‘ger lefo Qrvﬁﬁl%%wer hayi *tﬁbgu;%br YRRShertionbd h@ifembefore

group of the formula |a; for a

r
which vaiue @rtham gayay: to tiwwurmer@f ther p%ﬁlt@n@lﬂyaﬁﬁblq Wéﬁf%w%rﬂéﬂﬂon by a
substifent :qdfp i ik g%@,f,mgr can, however, be linited for a

heforrrulala Ib or lc to a val ue

SFEM; mﬁaaitaph%c?t@p@@arbpn alam aed thesrraledied BpmBke graup, consisting of
the sYbHRIENERYE of éréﬂ]%ﬂ t§ QUfrodeh 4tB% dHHRER s@lfectEB €rom the group,

posi t1ons” aval or the substitution by a
Consl§m0ftha§nbstmgeﬂtﬁﬂbhl s specific group; Rg is either
gt %Q%ﬁbétﬂu&t‘ﬁ“ bon atom and t hen sel ect ed from t he
gr’dup, “consi stin the substituents R9 c;
‘%fe@ibj)éh

eﬁgtnae hyahot oitre; G hale-6mGealiyb ﬁ—‘e@a%%{:@e@ealm e Realkenyl;
halo-81-2dBkenyt %‘%dt)sa&gyﬂgleélptd}eCéﬂgﬁgll By @f‘&y%ld%%fl %loFg Fsdyéloalkyl C.-
Cealldoay dalttCeCatlkgry; C@I.ls@@mald@xy CtCedlgilthipt hal@i&ﬁ%@llﬂyl@fmw ©1-
Cealkylsulfinyl; halo-C,-Cealkylsulfinyl; C4-Cgalkylsulfonyl; halo-C4-Cealkylsulfonyl; amino; C;-
Csalkylamino; halo-C;-Cgalkylamino; di-C4-Csalkylamino, in which the two alkyl groups are
the same or different or, taken together, form, together with the nitrogen atom, to which they
are attached, a ring containing 1 ring nitrogen atom and 2 to 12 ring carbon atoms and
optionally 1 further ring hetero atom, which then replaces 1 ring carbon atom and is selected



hal o- C2- C6al kenyl ; C2-C6al kynyl ; hal o- C2- C6al kynyl ;
C3- Co6eycl oal kyl ; hal o- C3- Céecycl oal kyl ; Cl- C6al koxy;
woabiz/823C6al koxy; C3-C6cycl oal koxy; Cl- C6al kyPChiE®2005/002204
hal o- C1- C6al kyl t hi o; Cl1- Cb6al kyl sul finyl;
hal o- C1- Coal kyl sul finyl; CLl-g6al kyl sul fonyl ;
hal o- C1- C6al kyl sul fonyl ; amino; Cl- C6al kyl am no;
hal o- C1- C6al kyl am no; di - Cl-C6al kyl am no, in which the
two al kyl groups are the sq or different or haken
from hGHPHRICONPISHTE Ot BLRIER. AT ERE A 9LRIGFION: WhiehTHG Is

unsub¥diin®Bd by stifti&d ﬁ‘aﬁbﬁéﬁ&eﬂtly By N it6'@ stipsdtaénts Ngkldctéd figm the group,
nitrogen atomand 2 tqg 12 ri nggcarbon ato

consigfiig erﬁé(?l‘? ritre, halagen, Li-frepld e spleptiAnOn Ef?%ér?ea'ky') -amino, in

| BhAS A drentSEL-Epdyetd N-(C-
Whlcffzfgl% 5’[\/@83%%4@%% Epéhélﬁe b réntS€L-6% y% aamino; N-(C,

2005/ 002204 -12 from roup, )
CARBI Ao b Katrentionsh o O SrlsaHEab e
amln&@HrE&hyﬁ ;! a&yldﬂﬁlﬁé&%éﬂyﬁmﬁ) Of-CalldAdrhindt&8onyl; di-Cy-

endent‘i substit uent s, sel ect

Cealkyhmrgx@[ﬁpnyl @bwgicbtthﬁ‘@’%'kﬂﬁws ahe Efreosarﬂ%%@gﬁfem or, taken
togetﬁ% Qﬁﬁi @Qeﬂ?&%{ﬁlth%ﬁ}d@gﬁﬁtom to which they are attached a ring containing

-amno, in which 't
1 rmmetrewmyﬂonga@dj%éo asz @ne FarbeR AOTBY apg PPW@HY 1 friner ring hetero atom,

whlc@ ﬁ@g;?ﬂgcé%a{ l54 @Qﬂb@ﬁ atcm’\ GRd ts selected from the group, consisting of an

oal kyl') - am no;

oxygelL-2CaHiuk ang @mtmﬂw?/atornaweci(cmn@@aﬂlﬂ@@k%ﬁ#@ﬂ&ﬁ;ﬁvbﬁlwted
mdeqieﬁpgﬂgﬂybpn%’h srﬂ‘t@ﬁé @'e@@dﬁﬁﬁﬁﬂ%}ﬁbp consisting of cyano, nitro,

am nocar onyI

haloge®a Ch-aallsy! m@d@t@@moxy i e (o-En- QGH@WW"@QWO"@P guyhich the two
halo{l‘{aﬁ g cﬂgr re t i &f Gf&Rht; @ﬂ~C&R§l§§rboﬁﬂ9ﬁél5@1+C6faﬂ<5/lé$erbonyl tri-

e nltrogen at om
Ci- Caatlltyéﬁtlhletm which thﬁgthmlbyl Brawps ate Fherﬁ?r'ﬂﬁ PW@G@fﬁngtoé mPRgRY!, benzyl,

benzgy(lt &1%1%{(\% bF ﬂwoﬁ@{;ﬁéﬂ@ mﬁﬁ@\z@lc ‘P\@fer&%l' §Bap, whidn Gloup I’eaﬁnsubstl’tuted or

ro ato henre@ aces 1 ring carb
subsnmtawampangee@ e a4 sulestityants, gelegied fméh%emﬁe C@msb?ﬂng of the

a sul fur and a nitrogen atom which ring is
Swsﬁ%éﬁ%ﬁ? tuted or substituted independently by 1 to
Sobeidh foenulee 1d.de end dieithenkist Qi igPoand G@mggqqpr%(—&) a QVOUP

o s P e Ay S o

and Galscanikggeryaton) g %1 xm@‘ 15 ape Ge/isS g,cmbgnéﬁem either | is 0; q is 0; and

Gy e%gr@ C{ﬁ%)gaﬁr @%U[}f lorg_gﬁlaﬂ JdBRbiy b“s@ﬁ@%&!l‘nf algrdup S(=0); or a

|ch e three al kyl groups are
group ﬁﬁ@hm 163 Ot f5f breedG, in A nilrquesiom; @S V1 g is @rg &3 is a carbon

atonﬁﬁﬁ@ it¥e % lé@“}%%%&eo s ep%rgﬁﬁ ldcohet ?r'bgﬁrO(J—Sﬁ BAWRygen atom; a

unsubstrtu slbs
sulfur atd)ﬁp@r@feup IS{=0) ot atgsoup SEHEVE I eistQs r issE) anck Galisfriisegen atom; or

f th bstit ts Ra;
mis el AUF oERSpRNMR, 117 Tlier kTS o p s o

alndlviml fosmalagidapd & sither nds Or dis; a@@&)ls agﬁoqg(g}gqg})’ group

rﬂ)x@ éleltérH QQIWat%%%g% @t rgu % r‘rﬁla%)f sis 1;

and Gg ispa Rigroden amh @B niis 1as isak; laod @atlemcaebqnhﬁaml | s 0;

b e e ORI T e PR yp g
oxygSﬁ a@rﬂ, a mlfur atan (g gnpup§(=1©) and gB?up S( )ei arrooig Ont laﬂg ﬁ'ﬂd Gypisa
C on atom and
"'tro@?q ﬂté?F“ @;Pésb t'?’]' gn% ‘%\ﬁ& céébaqnsﬁéggr oup ¢(=0); a
gihovHicHIorDllaedy, l@angdithatatoms G and G7 can be connected by one
additional bond, which bond, if present, is represented by a first substituent, which is Reg, if



sul fur atom a group S(=0); or a group S(=O2i or mis

O; ris 1l and B is a nitrogen atom or mis 1; r is
wo20@0d5238 i s a carbon atom in which fornul aePCTERD®S/002204

le either nis 0; sis 0; and &® is a group C(=0; a

group C(=S); an oxygen atamg.a sulfur atom a group

S(=0); or agroup S(=0)2i or nis 0; sis 1, and &P

is anitrogen atom or nis 1; s is 1; and G9 is a

carbon atom d either o
Go Is GESHPTER O AT Re b OB R EP, a7t dsardad
substﬁtj@rﬁﬂ wﬁlcﬁlud Iﬁm if 8t 87 nArogen la[br&(af@)whlm iseR,9 100 B, H(GGk 3; carbon
qle is 1, and GIO is a nltrogen atom or o
atom,; "é‘kin’“{get 1: and GLO is a carbon atom in which

fipwidhaermhlae g lagd I thd Alenit@End38; eartibédomrdstidiEby one
_connect ed addi ti onal bond,
addltlﬁpgl

gk PBRT dLERELLl Byaerepoed by AyErLRBIeht, yhich is oz i
Gy is 'aSmt%n atf)mV@leQQﬁh ESR2Ht FBCW @:’@Q{)&(r@&?-&@ﬁ an&l% §dzohd

anitro and which 1s R61 or
SUbSt&H‘?'BoWhg Baaﬁ%s!ﬁ 2 B98N AQTBANG; Wieh '323% N ﬁ‘sa’ Y cgw"é a carbon
atoml{akgi?tdg@t@rnltrogen atom and which is R71 or R72 i f
car bon atong@taken together; in whic

o Mhishdermmgae IEarithia The Siayes Ge BAG CaPAAHE e ecird By one additiona

bond CRRIBE BbRA. idreSEIR, |S¢é’;§1’b§érﬂ6@by Bamnst. supbitGéntbaneh i R 2 |f GB is a
present, is represented Hfoé 2 first substituent,
(3]

n"‘fogeé‘ gom, ancf Wh@? i§ Be1r hfee, agashen alRe RAd @I‘P"*’PQ”‘F‘R?‘.‘P%‘FUGW‘

f d§ 1BRY) aftl WRichAB R ang bon atom, tak
Whlc@éaqsgf’llt(ag%t Kﬁ?ﬁﬁéu S 382 |C C&nggﬁgggm t ?(')Sg%ﬁa%togr?lom aen
togetherd which is R81 or R82, if G8 is a carbon atom

uﬁlﬁﬁfbgtfeﬂﬁﬁlmd thel oMb i ainb @, T ebR Be kenmdtted 65{ bhe aa&ﬁ&'fal bond,

@@ can be connected by one additiona

whictyb@rech TLRSPRETL 5 TopreRaBRT bY & 6 SHRSBRNBAVISh & ey e Is a nitrogen
atomsm%hch @s{‘!lt-{m fEhf GgsRs @&?drbérf ateth, biid @ seBbhd SERinRNY rWhlch is

B is a carbon atom and
Rioz, § &0 i Bit9gEN @@@htand thmfb'ﬁ th qrdhee: if 51@9 g Garhom ?%%d@lf?n
togeth6O@M and which is RI1 or R92, if (@ is a carbon atom
t aken together; in which formula Id the atons ® and

mwh@@rfow@ﬂ@@mq&@%lfﬁ@e 8ioE Gelarn Po AaMNasisteitheg Mithihe atom G,

showR G the fofmBRE F£ M andi?c ‘bgg%@%@ﬂﬁlgﬁ’al%né Whi€s bond, if present, is
substituent, whi @ is anitrogen ato

repregatedipy e |r§t§lpgt1tugrpt NQE:h i$ Rexclh Gods @ Nitenasp Atep oapd ‘Hh'g}" a8 Rer OF
Reo, |§G?%@C&'HQ§ bldnv anb.a SRl slistitlEk, ZNhlbﬁ |s(ﬁ=.9 it Gé% a nitrogen atom,

en atom and which is R o, Is a
and whighhisTaebhhye: f Sedha cahpataien; taken Wﬁe&?ri‘ orrrul ae Id, le

or w.mﬁe htont. ks, ﬁ{om .%é:@nnhraqu na %ﬁ&@@l b?'dh@ed’dd%hﬁlbﬁd?ﬁ which bond,

atom GL in the ornuae y one
if pregenti isireprasenet by adisstenbaigHent, whwb FSeBen'lf Gsiissa nitrogen atom, and

whlcﬂcgm CSPRLEH dYs & cEl‘Ho%tat&Hb§ V\c}]é 468&nd B EehS wRRR s R, if Gois a
antrogen tom and h is R61 or

nitrogen atom, and which is Rz or Ry, if G2 is a carbon atom, taken together;

or with the atom Gs, shown in the formulae la and Ib, by one additional bond, which bond, if

present, is represented by a first substituent, which is Reg, if Gg is a nitrogen atom, and which

is Rg1 or Rep, if Gg is a carbon atom, and a second substituent, which is Rap, if Gz is a

nitrogen atom, and which is R3y or Ray, if Gg is a carbon atom, taken together;

or with the atom G, shown in the formula la, by one additional bond, which bond, if present,

is represented by a first substituent, which is Rey, if Gg is a nitrogen atom, and which is Rg; or



R62, if G is a carbon atom and a second substituent,
which is R12, if GL is a nitrogen atom and which is
we&bdosmssB12, if G is a carbon atom taken togeChar2000002204
with the atom &, shown in the formulae la, |Ib and Ic,
by one additional bond, whicfybond, if present, is
represented by a first substituent, which is R62, if
& is a nitrogen atom and which is R61 or R62, if Gb
Js a carpon atom and a second subst.ituent,. ich is
Ree, 3 4 Garbeh pENS e A S950BR SR oM R ok S0 IS SRa plrogen atom,
and wRich isiF, &R@rf@ﬂ@ar@amoatawm faRketodettge her, or with

grggrm% 3{{1"51 %i@]%% t ggrh e rcgrlﬁjrlrgcgectggfg:[] (\jrvrt}rghe g%n? 82, shown in
the fdrr@rDra@SQ Nbethday, By érid @ddrtﬁiﬂrbﬁ[bdrw Qntch bEndei preseR % rebfesented by a

a nitrogen at which is
st sGotiSer BN 5t B Ty 4 BEIOHRB BT HEAR 1o Ut B T Gro's @
carbdR%dom| 5n<§3§ seSord substitueae Whﬂihqgﬂgéll’fd,?rg\/@laﬂimbgenlﬁérrpénd which is
R82i If IS a carbon at o t aken together; or wth

R21 0f Res, ﬁtel?r'ﬁ agarboRAtem; tekem oge, la la, by one

or withdil hicPnal,, dMeash in WY fomiasds, Ib%nﬂﬂ@&@rﬁne addgional bond, which bond,
rep resented by a fjirst substituent, whi R62

if pregg;‘rt1 ig rePrRFSHEY BN aéF%ﬁHb%tﬁﬁe%WE'ﬁh r%RRgif %w rs,@nrtrogenfatom and
Whrcf?rgQ:ﬁ&Qﬁﬁ?%@‘lrf o] (SEPE06M 822 Athd a JetoR8 Bubstitudm, Wisiciis R, if Gs is

carbon atom and a second substltuent which i s R42i
a nitrpgergatoms agd Mhichgg B @ftem If Ga i GRIPER atam.pakerpioggibsr: | ¢

or wrtﬁ*‘lhé Stofn B3 SHWn3h 848 fohAKIBB 14 86&1H) 8 onkxddioR&l HoRtMWhidh bond, if
d the atom Glo can be connected either_with the at om

preseez is eqpseRented by Adrst ghbaiiturnt which is Ruea IfiGio 1953 ntsfﬁeen atom, and

whictAid &5, ST, hmghs ¥\bdrebn Bl .andfa Sch8BLbstitent, whrch is Ryp, if Gais
represent ed first substituent, which is R0 it

a nitregen atgmy apd wmaeﬁ Rat @frRedh @ A ER0PE atprp ftaken r@eﬁren. f
or wnﬁvl@e hﬁ)n@Gfr, CSHARRNN HOBImaiada %ﬁ&@éﬂhrtﬁiﬁ%ﬁﬁéﬂ& @hioh szahuch present,

Geranrtroenato d which'is
is repreezntercr by 1115 SUbS AR VNG Frerall Gho (SR BTREE am Gnvhich is Ry

or R.J.NE G} kA Sﬁboﬁﬁfé)‘fm a'nEl atslé%oﬁ@ EoEtARenk awhitHisaRd, if G5 is¥nitrogen
one addi ti onal whi bond, if present, is

atom, )5} whigh isBs1y Fiﬁz’f'f ¢s‘f= as%!gqn St iakepipadines’ R102, | f
(ﬂthlcﬁ fBrrilh r@ﬂmt@hm cabt coMnkb6Rdickn&FWih e 48845, shown in

I's a carbon and a second substituent, which
the fqr@ur@sz'a lorandgo; by onp  Secliiongbrenish BChRRICI PESGEN iSppasented by a
first sﬁﬁgtrtuérft $ich$s ﬁg RN ﬁttr‘b?%n iR rhr{cﬂﬂl%rli'%lrﬁm @F R‘@Q WGQ isa

eaomG4,sovvn|nthe rmul ae |a and | b, by o
carbogrcﬁjpml, BAAR seeeRd swastiteNb ¥iieh is Ree @i genitrpgen atom, and which is

r bl ke Wetndruent, which is R102, if
P o B e R o i 5 RioL or R102

or wilaoe P CowsHvH ILEMOTEHAS 42,46 8BHde, SIS0 Agdiana) BRFcWhich bond,
if presRe}zt,Réig?pr’eEerﬁéd by a fﬁ‘st@ubétﬂgéﬂ @Fri@mrs ARdif UQ'I&Q nitr%gBﬂ Jatd?'ﬁ and

L is a carbon atom t aken togeth er, or VVI
which is &lsa©bReacl Gedhawartion ators, anst ageepndsubsijtughte which is Rsz, if Ggisa

nitrog@AGlidh A3 \gfhggfi’s R‘?’%"Hrﬁ?gg, dis d éar96@§ww %keinsloguther'

repr esent e aftirst su St i tuent

or wittstlee Btona Gai shostain the fermulae de and Bk by oniadditiopal bmdzwhlr:h bond, if
prese%qige;r@se?ﬁ%%Waﬁé? QIR FREPRRS qpé\/\#é’ﬁr%ge%{oﬁ‘ and which

. ' S a nitrogen atom

is Ro1RiyRe2,iif G @ sarhore aldbn andteosacond leabstiterpbt wiieh is Raz, if Ga is a
nitrogen atom, and which is Ry or Ry, if G4 is a carbon atom, taken together;

or with the atom Gs, shown in the formula la, by one additional bond, which bond, if present,

is represented by a first substituent, which is Rgg, if Gg is a nitrogen atom, and which is R, or



in which formula I e the atom G can be connect ed

either wwth the atom Qi shown in the fornulae la, Ib
wanawstss23by one addi ti onal bond, which bond, i PCT/EP2005/002204

present, is represented by a first substituent, which

is RO2, if @ is a nitrogen gfom and which is R91 or

RO2i if &® is a carbon atom and a second

substituent, which is R22, if & is a nitrogen atom

and which is, R21 or R22i if . S carbon, ato
Roz, '?‘gk@r? ?%B‘é? Ao, agd q,8qa9nd ﬁléb%%?ﬂt(%h'c dga% ﬁ‘ﬁq;e”'”oge“ atom,
and WK Rg of Bs,, If Bisa61d chﬂoontatomngkaﬂwg‘stmal bond, which

bhond, i rsent § glbesented

f ga fi .
Jaicheranla e aters tonegs o tiferith e ptogp Gy shown in the
form@aélia, Vbhdamhlcl By BAd agditiei¥d bohd, \mch Borﬁ?d ¢fq1rb§é’ht ait eepresdied by a

a second supstitu which is
first SNPF'i‘tB‘aEnWB'PBHﬁ @nﬁ% éiﬁ"tfoéieﬂe@io%f rpésvzh'gﬁ’ 15 %3 O Beyif Ceisa
carbdiP4ibRNadd 8 Becorkibstingat, Rgiich i8R Wift . it Renitbgan eﬁém and which is
shown in the formnul ae Ia and I b, by one addi t i onal

Rz1 op Beedl If Gieti$ 2 IFAMRORRION taKBR QSN i s represented by a

or wnfhlt thétatowg%ﬁqﬁomnh ,théM%ThlabSa RB%ndué neSaownrcbhtarMﬂnwmch bond,
ato ich is or

if prea@rams reprasented £y ﬁcflr%m@ﬁvtya@nwhlcwﬁ Bre: |f§58pa9 mtfq@e@@t?f& and

whickis Fﬂ;‘ bf ﬁ%eﬁ ALi®Fcatsthh AinChnd & sBéIndPsubBtidient, fvhich is R2if Gz is a
carbon a % taken together: or with the atomGB

nitrogarcatam; And Waich s Ren A e, If Gy ISchearaemiatony Aallendgastnetni ch

or withoRE atdnh GQrs%%Whtm thé ﬁ)rﬁwﬁl&b% ﬁﬂél 85! yyone ddditdhal bond, Wthh bond, if
substi tuent, ch RO2 IS a nitrogen ato

presefiids ignresented 'pm Tt wtﬁm/ \@'@sfzmﬁmﬁﬁgnﬁz@wpswz@&n and which

is Re OPRIZAPGs Isfa ERDDS afor, %Ms@oﬁmsugﬁﬁu&tsﬁﬁl@ﬂ% R, if G is a
substituent, which is i f GSlsanltrogen at om

nitroggatom; anrd Wb'CRSQR@rO"F@Q if ‘F‘# 'SGSCQTEO%&"E?&E‘P gafendegathet aken

or withB8bR#A Gl %OWH iffnd ﬂfrﬁﬁlaﬂa' iby M@a@dlﬁﬁﬁa@oﬁcﬁr\}vm&\ bond, if present,
connected either with the atom Qi shown in

is reroseniecily # drstsybsditeentcwhiply isdree, ihidis BWQBG'B@M" aRHiveHeh is Res or

Reo, |p@g% a tdroBh 8&PRtand $sé@RH %S&ﬁ@&ﬁt byhigh i RLSK Gs is a nitrogen atom,
stituent, which is R82, if is a nitrogen atom

and wiigh {5 BT Rs:. &3 1A qagon @"Pm@kpﬁ tegethali pon at om and
an SRR $d b&&?@ﬁthowé%’utu%g@z%lebt%d%rﬁ the G?roup, consisting of

nitrogen atom _and wh IS

the Séhﬁﬁ'éﬁﬂ‘%ﬁ-nﬁezb Bre M7t dlpotieror ,d'-ﬁezmﬁ‘toha'?qw%mat"ﬂﬂ?@re ditferent from
any fﬁ&%’éﬁsﬂtﬂeﬁth? Fé?s’éﬁy |a§‘%1e|nﬁed h&refBeidré forlite Ri?ﬁ‘nuﬁﬂ@' &r‘ldm@:ln any

resent, is r epr esent ted
secongl systitians tf Rféﬁ?ﬂt awée ined; hergigbeforerforthe; formpula .ki ﬂ%@éﬁpef\deﬂﬂy

selecﬁ'écf’m)mE%I'?é]I rdUB' E&hés?m&%hr%rsﬁ%gtuehtfs@ is a carbon

Second substituent, which is R32, if G is
an whlcth(f@g@tpiaé@ eagh gfﬂaoemsupﬁtlt@nm selgetepdom th|e arguR, gopsisting of

the sﬁ%tﬁl%h@ho gL 71(? 72, R ] QEd W, WvHidheare idamaréit from any first

one addi ti onal
substiipeat, lfmaent @@rﬂ@fmﬁﬂ heiﬂ"‘é@&i@ fOfltBe @W&'@nﬁ@@ffﬁm gy second

subsgftu%ﬁntt, |f§% m}#a%ﬁféhpg&‘ﬁ Fethﬂefbégggr th? fo&%]d R, B iRdid eﬂegﬁlly selected

Is a car
fromalne)gqouar@naisﬁwohtﬂleﬁsmbgtmemjeﬁt., which is R42, * |f 4

LR vih hnfbrrﬁl;ﬂ h%ﬁh pﬁﬂtﬁg‘ntb SsdTéeh %d)frﬂllﬁdtﬁe gkfu&%oﬁs?stmg of
a darbon ken or Wt

the sshstitmerits Reh Bsa‘ &mid-a sta ancbijtazo wichduie diffenent figpnany fivst eupstituent,

if prelggﬁ]tgas Héﬁr%rder?e‘?gihbefore for the formula If, and from any second substituent, if

present, as defined hereinbefore for the formula If, is independently selected from the group,

consisting of the substituents Ry;



is represented by a first substituent, which is R82,

if &Bis anitrogen atom and which is R81 or R82, if
wGRoispss3ear bon atom and a second substit uent pCwEP2(95/002204

is R52, if G is a nitrogen atom and which is R51 or

R52, if G5 is a carbon atom1dgaken together; in which

formula 1d each of those substituents, selected from

t he group, consisting of the substituents R61, R62,

0
s o per T gt FeGmel Totede! F SfhestBhf Ak Bresent
havind e upper hieiteif 6Uerfa)gmubauf théiermholara] afnd af,4 fand groumofahy formula If;
i MR B S o ARG I PRS0 or v
valuedeWwercthed ttie oppdrhlmltgnemp)nﬁd ?anﬁiefdsrlg which rk]ralue is then equal to the
t 0 a |le each o
rumegh e iioBs Vaieblh 5 e sbRlite G & siBSgi &b g spocit

groug; he substltuents R61, R62, R71, R72, R81, R82, R91 and

2 ich are djffer rqm any fir sybstit t

B R 38 b M LB g RURBHIEHAL 1 resort,

having&n @per Lmhﬁmf 5nw]t\ﬁﬁwfamumht\1&$>bht hi&vdver,ibde mmmefat a spécific group of
erei nbefore for the

the QT B ey IOBPCIERARE PRRAH TN grErBS MetsTletore yhigh value is
then éd\&al wb&tnmqhmtoﬁ tH8 positionsfavaitabioioftHeasubktileacehbph substigent Ry in

sublst ituents, selected fromthe group, consisting of
this SPRRINGBIOUP] t uent s R61, R62, R71, R72, R81 and R82,

Wicéitrai attacHddab endarbormatoanand iheA semuiesitiidn e ?rou;b fconsisting of
resent, _as defi gﬁg her ei nbefore for. the for

the stlbRityenihRengt QUacHRY e ABLIAgLN &M ap th%%‘é’é’rﬁ?wg@ the group,

cons@ﬁqu mﬁe@abaltmm[e for the formula If, is
ep ent I é ?‘el ected fromthe group, consisting of
t e'SsEb SHYBhBs Rh; WO 2005/ 085234 PCT/ EP2005/ 002204

Firﬁm%sub?st;hmtaggn or a substituent Rj; the total
uents R e ent, . havin

bst i an . .
Bife Blnghatacied 53 aroar ghcgpd thepBlecichiim ol isting o
the sébsﬁnﬂfen@s BY. 9@9aﬂécﬁeﬁ&o batitagen dtbrn andhthéhséleétadl fraqpe group,
owever, lql mted for a specific group of the
CO“S'F"(HPQM' thlsHb%F“q'Tts pva  val ue | ower than the upper
o i éubamﬂen@rmdthleerrrgldmﬁfdm@ attdéHeeio Vivd B@ni S bh@re represented by
o the nunber of the l%Z;\ﬁtlons avai l abl e f

Rez: it %@Issqj@grpg%ﬂogh apg by Ry BE By th&tads RCASQNARTE, %’“ﬁb“é‘?fsﬁﬁond of

whlcrg|e<euaché%| tol the R¥HH CQY A léDfep?eéieréEib)I RENE GRis a hi®gbRb®ImM, and by
r of the substi {agent S resent having an

Ro1 OUéf?e Gojl$yP capRoNRioMy KRN ltqﬁegper n%fﬁbgf’*%gh o1*10\/\/ever be

Inkm.gggu[f,gnuéhtmem fic group of the for rrul ale to a
value | ower than the upper limt nentioned

K ds AsEPSteentflepch value is then equal to the nunber
H, i$ RpdrBgen; t@p@gel@v dr |h§i@>|-®1-(f3é¥lky1 R has BRS of el rﬁ@ar’ﬁb/gsadefmed

substi t uent his specific group; RLis eit
here"él?qf%r@tféd‘elr%“%ﬂ%ar bon atom and then sel ect ed fromthe

G $hRind FANEkEh kbR, alhepaibsti tuents R -c; or

attached to a nitrogen atom and then sel ected fromthe

g¥ithpe proviso, that

(i) a ring oxygen atom, if present, is not directly connected with a further rlng oxygen
atom, if any;

(i) a ring carbon atom, selected from the group, consisting of G,, Gy, Gs, Ga, Gs, Ge,
G, Gg, Gg and Gy, Is, if present, not directly connected with any other atom by a triple bond
or with any other 2 different atoms by 2 double bonds;



consi sting of the substituents Rl-n; R _c is a

substituent Rc; R _nis a substituent Rg n; Rk is
weitdsmssmit ached to a carbon atom and then sel eCTa#2005/002204

fromthe group, consisting of the substituents Rk_c;

or attached to a nitrogen atygm and then sel ected from

the group, consisting of the substituents Rk f; or 2

substituents Rk, the first of which is attached to the

atom G6 andisr prese b , LT (6
il 1S deare dhash ohiHe Ve\ya&si%o Ers; CirCckro §eC G Goo can,
prese% %@seﬂé@:ﬂad s 388 g.{aﬂg O(f;onsi@ﬂhg bf ar$ oﬂ,tgeacdmd & sulflreatehpagroup
IS represente

S(= O)ata(gfpu%%:% anﬂglnlggg%%omi pa@gof tge éerE%\'P'rS‘QrPf él?%rﬁ variables, if any,
beinglsakted @&ﬁtﬂﬁl@érouéf @bns@tlﬂg of 8lcartdn;atdi, & gicupaC(=0) and a group

substituent Rc; a supstit R%d
C(=Shyii 9L HIOCADSART Salf b Vespblos pacHa el Edd orhing Gioup.
cons&fngtéfeanr@@%ém%nﬁj%féumaatohﬁ faﬁgrﬁﬁ)ﬁf‘s@l@) eOfd é‘lgf&lpfﬁ(f:t))‘{ and

taken together, are
Hivbynless Othﬁ%otlset @?f'n&drh%ﬂ"%@"g‘fewedf‘%?ﬂ'”ﬁ! Pf %P’%@%ﬂ? at g 89”3'“

occurﬂéﬂce@'ah%téeYec%‘éH‘lﬂﬁéﬁeﬁ@eM} flod the! fricBfihgdf ik Sar1geAriable at any
atom 1 f any; (ii) a ring carbon atom selected from

otherogeurgansgpif abbnsi sting of Gl, &, G3, &4, G, &6, G,

&8, P and G10, is, if present, not di rectly connect ed

w th any ot her atomb atriple bond or w
Unlesstaiegrwisediefined.dhe gsﬂ@rﬁtteays wSed hePIaRerRIEnd vﬁembelow have the

meang%gﬁ,(,@ﬁﬁi%iﬁngCT/ EP2005/ 002204 -17 (iii) not nore than
e variables G, &, &GBi A, &b, B, G, B, X®

and Go can, if present, be selected fromthe group,

Halo gl‘?ﬂp?er &8 aﬁéﬁg QstRLAMI lerition bt gRoupa ﬂﬁ%ﬁwpounds
2 and a nitrogen atom each of th

such aeha Ak Taffor ﬁé%@pleaﬂuoaeeﬁﬂorm igjnine pipiesie) Ragicp fluorine,

chlon&%%?&ﬁd?ﬁa@,rﬂh'%spé@& | idring o?f)ro?mﬁé” bon atom a group
=0) and a group =S), and not nore than 3 of the

said 6 variables can be selected fromthe group,

Unles‘é%%ﬁﬁéer%fﬂfed %r%gﬁrﬂalﬁh@rﬁ o@psséHcf HmMpYuREs cBmpFiSs! for example

roulﬁ)‘I % and V) unl ess ot herw se
in ea@ha(vaaeaeuumtcr@ﬂdwlﬂé ging, 1 n@fe@aw.w torang ingluding 18, ggpegially 1 up to

and u?:ﬁngin% 8, mﬁ%ﬁ%fa‘? RGH ﬁadhdl?ﬁclﬁcﬁnﬁgt @éi)ebﬁﬂﬁﬁ’%?@eeérbﬁn BfdMs).

ani of the 'sane variable at any oth
occurrence, if any. Unl ess otherw se defi ned, t he

Cyclo%ﬁ@?—r 2 a GRS U Seh et SRRANEI ABHeREs R Yrohd @iEcompounds,
such as halocycloalkyl - is, in each case with due consideration of the number of carbon
atoms contained in each case in the relevant group or compound, for example cyclopropyl,

cyclobutyl, cyclopentyl or cyclohexyl.

Alkyl - as a group per se and as a structural element of other groups and compounds, such
as haloalkyl - is, in each case with due consideration of the number of carbon atoms
contained in each case in the relevant group or compound, either straight-chain, for example
methyl, ethyl, propyl, butyl, pentyl or hexyl, or branched, for example isopropyl, isobutyl, sec-
butyl, tert-butyl, isopentyl, neopentyl or isohexyl.

Alkenyi - as a group per se and as a structural element of other groups and compounds,
such as haloalkenyl - is, in each case with due consideration of the number of carbon atoms



meani ngs which follow Halogen - as a group per se and

as a structural elenent of other groups and conpounds,
weuads/as23hal oal kyl - is, for exanple, fluori nepPCT/EP2005/002204

chl orine, bromne or iodine, in particular fluuorine,

chl orine or bromne, but espggially chlorine or

brom ne. Unl ess otherw se defined, carbon-containing

groups and conpounds conprise for exanple in each

coniaif i i 45 AR LA yrebe cpivouit ey iy’ et branched
and goaidrises inesiach dape Lor amgle it 210 papférablsiparbat-tarbbn @buBle bond(s),

e 3508504 1 R Rt BB o o

compsundl | by prediérablyclt tetlskyhe satusated bardan htom,sandnstfbr dxemple, allyl,
consj derat the n f .carbon cont ai ned
propdr 23 T hallyb Brbe e vob ke S o pogr ef o f or

exanple cyclopropyl cycl obutyl, cyclopentyl or
cl ohex er. se.and as
AkyrgY T30 P el SRRt a5 S ahEet Sl st ns cxpraunos,
such as hb!daﬂ@h%yhs in b&ch ¢d$e@ﬁﬂfﬁdba§cﬁxswdr§tloﬁuﬂ thmn@mﬂ@f cﬁtclaﬂcibn atoms
bon atons contained in

of t.he nunbe I] r ch
contajnedip gaph p@%lﬁtt %Fei @n&gro&l&ﬁg&gmoug@tqﬁ pr stralg t-cham or branched
and o‘étﬁp@abl@trr@db&ldase basr néora fRAre2 oﬁpiéﬁé’rbblyelt darbon- @ér@ﬁﬁ kriple bond(s),

the tqpi%%qqp&};ﬁ ﬁ¥§o%1b§€;ﬁé%§ g@%rgb%rpgpaqtes g'prfn tgé{%almg moiety of the

compoaﬁ@eay ploferABRRE WAkt 0 sataREX ¥arboalsenydnd-is,a6r éx@ﬁ;ﬂé?vropargyl,
se and as a structural elenent of other groups an

bUt‘zc}’@NbQ{Lﬁ%é}' Y-2¥kh as hal oal kenyl - is, in each case
wi th due consideration of the nunber of carbon atons
WO 2005/ 085234 PCT/ EP2005/ 002204 -18 contained in
Arylig denexaapie; naphiy! ?repﬁf%rﬁp{yg%‘iﬁy ‘or conpound, either
stralght chain or branched and conprises in each case
or nore than 2 or preferabl %@Il car bon-carbon doubl e

Heter@éﬁ’é (&g, for @HRiRy AR &EO'ES‘BH%@”%\S flessorngsed Pl2 AP hewngg or 6 ring

memﬁé’@%fr af 8 @ofmbMAibN 6f 419826t vo Ging® helikig M eddhecase MEPEAGertly of one
preferably at |east, one saturated carbon atom

anotheg 5 qrr@rnr&(rgﬁ@p@rs H’P?Sﬂ for efﬁr@a@ﬁ up Eﬂ andrfgq:ngpg §| of the nr?g members

is (ar@a) Be’@?oalom){/d) seldbfed3rapR thb gr)éhp @bnHSiNg- ¢t rfogbn: &bkygen and sulfur,
group per se and as a structura

and '%If%'%/l%???tm%? Ri/f'ﬁ)ér‘hgﬁnbshﬁxraéﬁ'd' Sirdingadiazelyl, frirds oxadiazoly

mdothﬁyloﬁi/HﬁMleI' qumbl?la oriple®f@l. case with due consideration
nmber of carbon atons contained in each case

in the relevant group or conpound, either

Non- %h@me hbtéﬁ&@cﬂ/l @&s sraxa Rk, adithh-S@RHRtiE FiR§ skéle@ﬂ%nﬁfé%@d ofa

or nore than or preferably 1 carbon-carbon trip
ring %W@(%?r 6 ripg, @eme& ® Yohermipatigieafeat igastta U%Q‘Ft@vﬂ& 'R @aCh case

mdep‘éﬁ@é\{t@ﬂcﬂ%nferaﬂmhfehg oF 8HRHgthe8bER! %ﬁ&re‘%r E)&ﬁnplé‘i%%dhncludmg
préferably at |east one saturated carbon atom and

4 of th% ring Frenghesss (@re) F;a)d'pﬁ@@?tom(sbgeglegw Hpm e group consisting of
nitroget o%@éﬂ a%d@ulfuﬁiﬁd is) or exhplEXGPBYiA, pyABISYMME&ydrofuryl or

preferably, pheny
chromanyl.

Halogen-substituted carbon-containing groups and compounds, such as haloalkyl, can be
partially halogenated or perhalogenated, where, in the case of polyhalogenation, the halogen
substituents can be identical or different.



Het eroaryl has, for exanple, an aromatic ring skel eton

conposed of a ring having 5 or 6 ring nenbers or of a
woaodsiossasiion of at | east two rings having in eaClVERa®e/002204

i ndependently of one another 5 or 6 ring nenbers,

where for exanple 1 up to aghincluding 4 of the ring

menbers is (are) (a) heteroaton(s) selected fromthe

group conS|st|ng of nitrogen, oxygen and sul fur, and

The fofjing prgTTerTR B8/ STDscitpy e Wit BEL26Rg Pl e invention:

i ndol i zi nyI pyrim dyl, quinol yI or pteridi nyI
No t h ,
) A Bk S RS LGS PR BL FHoVE) 2 B eragrngrom

5 or 6 ring menbers or of a conbination of at |east

s havi ng in each pend
(@) ASREPRERS o557 0 o AR RRRELALIO (3hoF Bl GMER e ndich Zage i oxvgen
atomand including 4 of the ring nmenbers is (are) (a)
het eroaton(s) selected fromthe group consisting of
ni trogen, oxygen and sulfur and is, for exanple,

(5) Awoﬁﬁbuﬁd hecdmiihg @ kAY bne bEHY i bﬂfHéffblfm@lé 1, i ivhiurBrRyik a phenyl,
gen-substi tuted, carbon-contai ni nI% a?l{%gs and
v AR SR e LAV 2 b
espeBnéll)DQ Bﬁéﬂy‘? Q)yﬂﬂymﬁrpbﬁﬁz@g'ﬁ?}@hﬁ Awhih &Y Qubstititdd iAd&demy by 1 to 3
0

0 enati on en substituen

subs{o tggﬂt@, %eée;ct%q! frgmfthglgécmp, cmlgmgf@g@ggq Cs- esalky?l hal?o Cy-Cealkyl, C-

CeallB@_/ rﬁ%’-@Q@eQQ d a pReniinér Mdﬁpg\fons Vathiéh f;tUubh@Unsubstltuted or
preferred iments within e scope of

prefqrqaﬁ})éﬁqtps@;pteq,g) A conpound according to (1) or (2) of

moreték%eﬁlﬁﬂy@bﬁeﬁyl ch'FdWBr‘b‘?ra%olyl §ro@? WPﬁMI@%LﬁsﬁMedlﬂdep‘éndenﬂy by 1

ound accor t o any one o 3():
to 3 qL&sn‘ﬁﬁgpgcsi sel@q{eq\ﬁpmhg@rq gﬂnqﬁty@éﬁ hag:tgg[gh :(-éyallgyl halo-C,-Cealkyl,
halo @QIGQQING;@I AL bﬁlélﬂﬂl of gynﬂszgx@[lﬁ \Dﬁlclﬁ é)ouprS éﬂﬁstiﬁfteél [Mependently by

fornul a , n C a
1to %wtasz'wems gilelsetﬁd'fwm the érgumr@ua§¥wq oft Qﬁ“ 'cmde@ Colty
prefe?éﬁ??h'phéﬁﬁ@r pPSRE G| Whidh wgméhtutéa/husyéno@hu@w az@layl

S substltuted i ndependent |

subsgtuagtﬁ %m@%fm@ethe@f@tp Powms@f&nﬁﬁalkymh%? Pn&eélf(y' ora

pyraib’[\}l 9951‘1?; whith (9 alidettuteddldep&rkiei@b¥ ¥ lto SQ,ubsﬁﬁé%tg Oéél’ected from the
Coal koxy and_a phenyl yrid gr.ou ch
grOU@rqsmasmg efrralegan; fuCetlyr ha‘ﬁ&f%@ﬁ‘bﬂ 96@:%%6&&%@“ a phenyl or

pynthﬁrSu;?Wﬁ’&i Ly iPsublRaitydd mBé(;iér@)éhtI)DlBy Yo Q%Qbé‘tltuéﬂt@ WRalected from
IS substituted |nd§§en ently by 1 to

the %%PW%H‘?Q@ halogee @8l GiilolVhe group, consi stl ng of

morer}?rlafé@&fl‘y Ogyra‘;@@l §%hp, \Wﬁibms%%{é@f hd((afendently by 1 to 3 substituents,
al o- C1- Coal ko

whi ch
selecéedatﬁ@mt%e Gl mnﬁ%@guqﬁg@samé}ww Kyl hap aoC@alkyl halo-Cy-Cealkoxy

and iHH@ﬂy’l 6#’;?)’?&1?!@@?%%@%%9% &%tlﬁftéﬁ%deﬁg’{&hﬂ& b9 188
al ogen ‘and , preferably a or pyridyl
subs@tnu@nts,L selptethfroe thg tgs@un, gersistinggd @él@a@ntangl beceﬂ?'kb'é

espe %W‘& g#rr‘éﬁ{)\t %I Og? ;F’(Wl'ﬁéh fsrs‘aPEﬁtPt%dgﬁ%%nd&ﬁWysf io@s&ﬂstltuents

o- Cl1- Cba
selected from the group, consisting of halogen Ci- -Cealkyl, halo-C4-Cgalkyl, halo-C4-Cgalkoxy

and a phenyl or pyridyl group, which group is substituted independently by 1 to 3
substituents, selected from the group, consisting of halogen and C;-Cgalkyl;
more especially a pyrazol-3-yl group, which is substituted independently by 1 to 3

substituents, selected from the group, consisting of halogen, halo-C,-Cgalkyl, halo-C;-



pyrazol yl group, which is substituted i ndependently by

1 to 3 substituents, selected fromthe group,
woaonsiess23mg of hal ogen, Cl- C6al kyl, hal o- C1- CoatksEP2005/002204

hal o- C1- C6al koxy and a phenyl or pyridyl group, which

group is substituted indepengently by 1 to 3

substituents, selected from the group, consisting of

hal ogen and Cl- Coal kyl ; nore preferably a pyrazolyl

conGoBls e e S BLEBbb B AP RSEI s Ry 110
substh@érﬂg@élec%ff&ﬁhﬂfé@roub?t@ws@lm@@ﬂh&ﬁ en Aad 0;-Claliddal koxy

oetoRed Pae L e BRSSP S sttt

selecfg%l' f(a%ﬁ ;Br% %f;rbglm ddhg;sﬂm Uphal6@éh§ Ihald-0gCgiky dlagenCaalkoxy and a
al ky

Py G PSSP HIBR ﬁﬁ%ﬁ%@%ﬁ‘&%@f’yﬁv@%&f syl soiRcted from

the g@gbeg&g@t,ﬁg@ﬂhém@e@r oup consi sting of hal ogen,

hal o- Cl1- hal o- C1- C6al kox ar]ld a
more rpn%fﬁgablm pwmlc%ﬂ' AP ﬁvh'%(}wlﬁéﬁbaﬁ%a 'W%Psﬂfg%%"mbut e s
subsﬂuﬁ@lﬁg%rév&iud f)/or’ﬁyhelgﬁdap3cor$émm§ ik Hﬁlegén Hae- @pb@aikﬁrm Ci-

group, consi sti ng hal ogen and Cl- OBaqH% nor e
Cealkegp@ad aPyijd-g-yhgiosp owhigh aroup @&HbSWPé indeperqgidly by ¥R
subsﬂtﬂ‘&ﬁ?es@ﬁ&iﬂéd ﬂ’orﬁ)fhelng&p%or%l’ﬁﬁb'o‘f HeBEen; sel ected from

group, consisting hal o- C1- CGal
espotali PiIagE 0 08B B eThARe0H DepaETiondy Siedanekglo-Cr
Cealkglrkg'sﬁll?gﬁﬁgélk&?eag%ﬂﬂg gét 1%§M8n bg\’@ @hd@fﬂ dRoupS which group is

substituents,
substijuteddndapenseily e @rr%ﬁ‘ﬂps'"&ﬁﬁ%ﬁ seleaigddrom ke arp.gegsisting of
habggﬁ Céal kyl ; preferably a pyrazol 3-yl group, which is
' ubstltuted i ndependently b to 3 substituents
mOfesﬁé‘P@@@'élcﬁ PYrazRlend gsewy ﬁvhl%'ﬁ§u§$tltwied 8t the a-Refitien "By halogen, halo-

Cs- Celaﬁégpo vﬁ??déalkexM@ln%é PaRskien Yoy ansria-2- ‘ﬂ)@'rd)lﬂy Iwh;/chlgroup is

group i s substituted i ndependentl
SUbS'f!tbteg ‘@M P@%@ﬂ'&v halagest ed from the group,

prefeFéUVé ﬁ”:/%z Cf{/l P8l Gfich RRIUBSRURLSH & SLFésnﬁBH Wl%loé’ery lhalo-C;-

i's substituted |Independently by
Cea|k¥|LM§'ta||Q Gefesalkoxyanedn dep 1 mesition by grryiig-2- sd@f&qpswhf?@ %PUP is

substﬂaieﬁgﬁ 'Ehe :F'Bbé?t‘ &ﬂbﬁ%bWé or Bdhfmesl- Cbal koxy and a

pyrid rou group i s _substituted
more.nﬁqf@ww@ nvnayol yljgr@vp Mh'%wpﬁﬁéiﬁ*@én thee3-pesitian by bip-Ci-Cealkyl

and ih fife £ Bé'iﬁmn ?@Q?Vﬁé-bfw Wﬁﬂfuph Whﬂﬂﬁgﬁ@u&%%ﬁéﬁbt@ﬁ ifthe 3-position by

pyr az group, ich’i's substituted in the
chlormembmmm, by hal ogen, hal o-Cl- Csal kyl or

most g‘?éfgragy Vﬁﬁh%}@yl%ﬂ&d r\}vfﬁcg‘gls]suﬁélﬁutbﬂ RS- @o%n‘ ﬁirtﬁflb(éromethyl

tituted i ndependently "by
and inthe1-pasitien bxu@ m@d 29 Detipe Whichaipymis sybeiiipted i His %P@ﬁ@on by

gn, nore especially a pyrazol-5-yl group,
chlor% orﬁ%r@gsubst ituted in the 3-position by hal ogen,

hal o- Cl- C6al kyl or hal o- Cl- C6al koxy and in the
(6) A%oﬁ@%b{w% tggc(i)k? né‘tcﬁé‘ﬁ%gngof” {1 )& P&ng h‘@}bﬁﬁulgf G Rhich Rz is hydrogen or

position al ogen;
C1'Cealky|
preferably hydrogen;
(7) A compound according to any one of (1) to (6) of the formula I, in which Rs is hydrogen or

C,-Cealkyl;
preferably hydrogen;



preferably a pyrazol -5-yl group, which is substituted
in the 3-position by hal ogen, hal o-Cl- C6al kyl or
wbaba/08423C6al koxy and in the 1-position by a pyciraP200$002204
group, which group is substituted in the 3-position
by chlorine or brom ne; noreipreferably a pyrazol -5-yl
group, which is substituted in the 3-position by
hal o- C1- C6al kyl and in the 1-position by a pyrid-2-yl
group, which group is substituted in the 3-position by
chlorine or brom ne; nost preferably a pyrazol-5-yl
(8) A gomppundrbicaoinding talbsdnd oft(e ol (7) vhibe3onpmda t,ilmwhish R, is C,-Cealkyl;
trifluoromethyl ~and in the 1l-position by a pyrid-2-yl
Prefer&?’@da?t ‘?rdﬁ‘)%[f’%‘d*p is substituted in the 3-position by
chl orine or bromne; (6) A conpound according to any

A BBt o a8 SPTE y SEh  ter

togetiteraeuInbowd;cor ding to any one of (1) to (6) of the
formula I, in which R3 is hydrogen or Cl1-Cb6al kyl ;
pref erably hydrogen; WO 2005/ 085234 PCT/ EP2005/ 002204

(10) A ];Edrpb&)r}dﬁamrmﬁ?lftdamm_ dfi(ngtzt(_Q) afgj{ie masrmlull(é : (rilyvhich Rz &nd Ry,
Q e fornul a n [ IS - Cba :
takendpatBin g Ao A1 BF [ OuE 55y £ Srpd olRne IRl
according to any one of (1) to (8) of the fornmula I,
in which R5 and R8i take to her re ond.. (10
(1) Ao THa-ose i 4y G Qi) BHIOLE ha Pyt B hich fi two carbon
atom$,@hBWhan the foPmWail clo wiichratdmB R, arideR £dretabigehdu; lare Bcerig members
ofan%rou .,of the formula | b or a group of the fornula Ic;

foatie W¥hpound according to any one of (1) to (10) of
the formula I, in which the two carbon atonms, shown
inthe formula I, to which ato and R re ..
(12) Aporappiwnd acgosdipgip ?%ﬁ]%ﬂ%%ﬁbﬁaﬁ fQJPB‘Z?aEf'bWP'PR&G and Ry,
taken(tdgethéy, wlim EGShSOMRT 1l Mgo tarban yatdems, shibwh 1y tHeGofrdia 1,ab which
or nu

the f I, in which F nd R7. _taken, together,.
atoms e are aifeciech o0 199ei1eS WindTseRein B 206 O Uiy i fing gystems
showh @ thel 8rrhulaé :}rﬂ&g'rr@h,d oradh@fr/]m qulg hﬁMoﬂh@lfaaw a6 Lr_ed, ealiiqmcbf which ring
toget her wit an £ , e bic ng, .
systeisde sestitudae i thewarwbp itipts b (FeL-GloZh angh-Corrm (Rel-Fe
prefeielbgy l%Rémd%h%beT,lfotrf]rﬁ, tBQAmeegnﬂn_tr@‘tw&ﬁa%brr Agggms, §|’)t§¢rﬁim3hé formula I,
t1tut { ti1t - -C(= -
to whg:ﬁdﬁglltj? gtpfy)arﬂ)(/qﬁgszhe \gﬁd ﬁﬁt&:d@’q Ets ac{lgg\&iﬂ} é@%‘ﬁéﬁ} lhng‘lcyclic ring
syste]fr@réﬁbr\hmlg mehf@fm%é_b hﬂt’ fre, Tmzﬂ argp an@tl‘GB}Seacﬂiﬂw\Mhidgﬁiﬁd‘@stems is
formul a to whic ta they are att o an
substitigdbydhe fwq Rubsitugnts _&(Bg{s %,Z?)O'ﬁba'?ﬁ ?‘\t(ﬁ%‘a&ﬁg@éﬁ ‘¢ ring
more preferably taken together, form, together with the two carbon atoms, shown in the
formula 1, to which atoms they are attached, and together with Rs and with Rg, one of the
bicyclic ring systems shown in the fqrmulae T1 and T7, or shown in the formulae T2, T22,
T75, T76, T78, T79 and T81, each of which ring systems is substituted by the two

substituents -N(R»)-C(=Z;)-R; and -C(=Z)-N(Rs)-Ra.

A further preferred subgroup of the compounds of formula | is represented by the

compounds of formulae Vlla and VlIb



systens shown in the fornmulae T1, T6, T7, T21, T37 and

T38, each of which ring systens is substituted by the
wowrwsaekesti t uents - N(R2)-C(=Z1)-Rl and PCT/EP2005/002204

-C(=Z2)-N(R3)-R4; nore preferably taken together

form together with the twaogarbon atons, shown in the

formula I, to which atons they are attached, and

together with R5 and with R8, one of the bicyclic

ring systems shown in the formulae Tl and T7, orgpshown

in the fornmulae 2, T22, T75, T76, T78, T79 ang ¥81

each of which—+{ng systens is substituted by

substitu INCR2) - C(=Z1)-R1 and - C(=Z2p- N

furg her 2d sBhgroup of the E or miflea

| ik repre nta%:—b;&the conpounds Jof
! “20Q8/ 08523 757 0F 0MHR
oliN R &N/R 04 Vi @ =24/ H VIIP)

/N,OZR,\p\Z R os R 02 R 03 vvherion Rol s _hydrogen;
am nY oRfitia, RO2 is hydrogen or “C1Ral kRg RO3 is
Cl- C4al kyl, Cil-C4al kyl nono- or disubstituted by
cyano, COOH, nitro, Cl-C4al koxy or cycl opropyl;
wher&- C8al kenyl, C2- CBal kenyl substituted by hal ogen;

~Cl1- C4al koxy, C3-C6-alkinyl, cyclopropyl, cyclobutyl,
Ro1 isgpyelregesneino eyishexyl , cycl opropyl substituted by
Roz ij-dﬁb@n@;lor@wkww , phenyl - C2- C6al kenyl or

cyc I ob

opropyl; cyclobutyl substituted by Cl-C4al kyl ;
Ros i ccm&@hd@aﬁlwt arnoAgr digubstisdeg Py 6§80, KORM] i, Ci-Caalkoxy or
Cydoaﬁjg?pi tuted by hal ogen; benzylthio-Cl-C4al kyl,

éin the benzyl groupbymm;iqitself be substituted by

Co-Ceglkenylal Geybealkenylisoppienipd bydiadenut ed by hal ophenyl ;
e

substituted by C4-Cjalkyl, pyridyl, phenyP-/Cz-Sealkenyl or cyclopropyl;

cyclobutyl substituted by C,-C,alkyl,

cyclopentylthio-C4-Cjalkyl, benzyloxy, benzyloxy substituted by halogen;
benzylthio-C4-C,alkyl, wherein the benzyl group may itself be substituted by C;-Caalkyi;
thiophenyl substituted by halophenyl;

phenoxy-C,-Calkyl, wherein the phenyl group may be mono- or disubstituted by halogen;
phenyl-C4-C,alkyl, wherein the phenyl group may itself be mono- or disubstituted by
substituents selected from halogen, nitro, benzothiazol-2-yloxy, C;-Cshaloalkyl, C,-C,alkoxy
and C,-Cjalkyl;

3,4-dihydro-2H-benzo[b][1,4]dioxepinyl, 1,2,3,4-tetrahydro-naphthalenyl substituted by C;-
C,alkoxy;

C.-Csalkenyloxy, isoxazolyl substituted by C4-Calkyl;

thiazolyl, C4-Csalkoxycarbonyl-C,-C,alkyl, phenyl substituted by hydroxy, halophenyloxy, C;-
Caalkyl-silyl(C4-Cy-alkyl); or Co-Cgalkinyl;

pyridyl substituted by C;-C,alkoxy;

C,-Cgalkylthio-C4-Cjalkyl, Co-Cgalkenylthio-C4-Caalkyl, Cs-Cgalkinylthio-C4-Cjalkyl, dioxolan-2-
yl-C,4-Cjalkyl, (C4-Cgalkyl-dioxolan-2-yl)-C;-Caalkyl, triazolyl-C,-Cjalkyl, thienyl-C,-Caalkyl,
morpholinyl-C;-Cjalkyl, C;-Caalkylthio-C4-Cqalkyl, 2,3-dihydro-1H-isoindolyl, halo-substituted-



phenyl - C1- C4al kyl , wherein the phenyl group may itself

be nono- or disubstituted by substituents sel ected
woOnwwossdsegen, nitro, benzothiazol -2-yl oxy, PCT/EP2005/002204

Cl- C4hal oal kyl , Ci1-C4al koxy and Cl-C4al kyl ;

3, 4-di hydr o- 2H benzo[ b] [ 1, 4] 288 oxepi nyl ,

1, 2, 3, 4-tetrahydro- napht hal enyl substituted by Cl1-

C4al koxy; C2-C6al kenyl oxy, isoxazolyl substituted by

; - I i~ LRI | - -1 L.
e HECALN, oL MR L ARG, oA e o
quindidalgkoup-reay be sWistitfaed b {,)Ghaloalkgk Coal ki nyl ; pyri dyl
. SHbst it ut by Cl1- C4al koxy; C1-C6al kylt hi o-Cl-C4al kyl
Ros 'scgl‘éé{aﬁt'iéé'ﬁ&l t hi o- C1- C4al kyl
Ros ig03al6Eal; ki nyl t hi o- C1- C4al kyl, di oxol an- 2-

et P 8y AU P o 58 .,

en

C;-Caathophea rbonyplloxg] -GodadalkylcarbOnyiedda d yly titvixp,- cpbnGAedidgan, or C-Celkoxy;
2. 3-di hydro-1 . soi.ndol yl, hal o-substituted WO
Ror ISEESL BLT B AEREBh0S, opo0a. 23
Yo1 ist GiRag psyur Clitrégad dryd cheGliedMmhly| sul f onyl - C1- C4al kyl or
qui nol yI thi o- Cl< Cdal kyl , wherein the quinoline group
Ros 'W%%%h%’???‘?’kg@aﬂ&ﬂ ¢ hal oal kyl ; RO4 is
Yoz is@HzAhalkcharinlcgl bondRoyisi rdtrdyinagesnlfure antl Ryf isRYGragied, fRaehgl, phenyl
bs %02) Q%Y be t he iSanme or different, represents
su OOy diIogE: e5IRYSM-  c1- csal koxycar bonyl oxy,
C1- C6al kyl car bonyl am no, hydroxy, cyano, hal ogen or
or hal ogen; YOL is

Cl1-.C6| koxy: 7.18 h ogen,, hitro
PrefegieGRTP oLt o e T I BFE toBhatiferdh bands” o 1's
Roi ié‘l}gdi'hawm_ Rrgialhggmgen,ﬁ;og @Gl-@élkyﬂ,rprefdrailﬂ¥ méEdl;i 5{04@(; RQ«_‘D,,fluoroalkyl,
a enm ca on or .i.s nitrogen or su r: .an 0 S
prefefhy it Gl BmeB o Mstisiol Rosit BEBe St Rt cifig: Forta harogen;
Ro1o Ib ﬂbld!@gen, Y%H ﬁ@mo@d R&Oﬁhabgds, p)éfei’étﬂy f)lﬁibm,l N@Q |yU(BOQﬁr£Id Rog is
hvd t hose, wherein ROl is hydrogen; RO2 is hydrogen; RO3
yarq@énes - c4al kyl, preferably nethyl; RO4 is
Cl-CAfluoroal kyl, preferably trifluoronmethyl; RO5 is

chl or o:; 1,s hal ogen, .preferably chloro; RO7 i
EspefglF BBisHo Wil Tt ob Beepon rod fesgipotrgs of be formuia |
mentioabd iyethe Bxaafpirsaed, yPaciamdPoto FOL. i s C(R09), and Rog is

hydr ogen. Especially preferred within the scope of the

i nvention are the conpounds of the fornula I

Individeallyi ppefecret withimethExsaomd efsth@3hvehtioraistbaet of theFolmpounds T1.1, T1.3,

o1t b 74 B T Yo EBhdounas 710 L, T 5,

Also individually preferred within the scope of the invention is each of the compounds T2.1,
T22.3, T75.1, T75.3, T76.1, T76.3, T78.1, T79.1 and T81.1.

The process according to the invention for preparing compounds of the formula | is carried
out analogously to known processes. In the section that follows, the substituents Ry, Ry, Rs,
R4, Rs, Re, Ry, R, Z; and Z, are as defined under formula | in claim 1 unless otherwise
stated.



T6.1, T6.3, T7.1, T7.3, T21.3, T37.3 and T38.3. Also
individually preferred within the scope of the
wonvesssom i s each of the compounds T2.1, T22P8T/EP2005/002204
T75.1, T75.3, T76.1, T76.3, T78.1, T79.1 and T81. 1.
The process according to thepqnvention for preparing
conpounds of the fornmula |I is carried out anal ogously
to known processes. In the section that follows, the
substituents Rl, R2, R3, R4, R5, R6, R7, R8, Z1 and
Z2 are as defined under formula I in claim1 unless
l%gthegw st at ed. V[)ZBQS/ 234 CT/EP2005/0022
R 2R1 R} R§ RN R 77 Y R77: N._
TR Rs OHRs ORs o EBTRE|R RAJRS G B A Con‘poﬂh;ats——/ R,

Rs‘? forrgya A—wherei nRZ{_?J\Tr/Oare oxygetfr—end RB I's
d en, may be made rgmye ring opening of o
R e?zﬂ%zmone of formul BB h an am ne of formJIFq \(Z
NHR3®4. Such anines are eitl2r known or they may bé

made anal ogously to known processes. Benzoxazinoneg " SR

of formula B nay be made fr ami no acids of formula €

by tfeatnment with acarbox%‘nic acid of formula A

R, - COOH and a dehydrati ng reagent such as

nmet hanesul f on chl aoride (optionall n the resence
Compgungs|of fgrma \ggerﬁsp 41 1(ﬂrep¥yggatnr%| aﬁ“lﬁ d ogen, may be made

from Nd @i G3dnitR] of a PaIERXABOTOGESRfla qum&raaralrfé&y i&nula NHR3R,.
obt ai ned b‘¥1 the treatnent of am no acids of fornula C
&

Such\greiResareRiingr kivst Pui@ey Maydienipde RnalegetisyiRd@pwhpspcesses.

Benz64Mhdrie8 % fdrirdifa B XV Emale MBI &thin)acidsicp kérﬁWC'tfy treatment with
necessary by a second cyclisation step

a carhexplie aeld %t@rﬁ@'aa% -G8 Pat arphygieting fQﬂQ(G’E&%HﬁB'I a$ rae*@en%sulfonyl
chlor@@BMﬁfdn@ﬁQ in the bﬂes‘éhbé’ bf & Bﬁsé’éuéfﬁ&sﬂﬂﬁri@m@ m@@hyl&ﬁ%e‘? EAlternatively

from car OX% ic acid formila R
benzexazinears ot HaL i ﬂ@y(heoqbt@saawey thegijeatiepleiANO @PidR of formula C

with éﬂ"‘é&&éhloﬁﬂé Bf foffulR'R,0568LY indet aBicdhditiéy @&')‘éﬂahfpl@ﬁﬂ $igidine),

formula R -COOH are _either known conpounds or t

followasyit BRSARERRY B EFR500 SV GISAUOK BRI B HEAON BN

dehy@fatih§ bgé%thrAexaMk% sbéhozanr@aﬂdé; AQB %hFéHHééJdSﬁ fomeakFﬁ COCI may be
made from conp ds for wherein Z,

madeaﬁ@ﬂorﬁwhc %ﬁtdft ‘PfefSt'Wé'ﬁtRW@@QHd"tcﬁf étaﬂ?%fﬁsqoafim%%g@h%xamp'e by
treatrdBftWillSthionyl chloride or oxalyl chloride). Carboxylic acids of formula R;-COOH are

either known compounds or they may be made analogously to known processes.

Z,

Compounds of formula A, wherein Z; and Z, are sulfur, may be made from compounds of
formula A, wherein Z, and Z; are oxygen, by treatment with a thio-transfer reagent such as

Lawesson’s reagent or phosphorus pentasulfide.



Lawesson's reagent or phosphorus pentasul fide. WO

2005/ 085234 PCT/ EP2005/ 002204 -25 z ~ R Zi~R Re ; NH,
wWe&20d¥08RB4y R3 N~ R7 :i:11i2 7 s O-'" R7 R2 - PCRER00%5/002204

psa R RR ORR sNRRIRI CEDA TRS8LG

R7 Re O Rs R F Alternativeky, conpounds of fornula

A, wherein Z, and Z, are oxygen, may be nmade by

treatment of conpounds of forrmula D, wherein Z, is

oxygen and Ris OH C -Cdalkoxy or d, wth an anine,
of formula NHR3R4. The standard con&iﬁ;dhs for such !

RRB oyl ation reactionsNare as follows, en Ris OH sufhl y
7 |reactions are usudlly Earrl ed_outgri '}'Taqpresence ofts "R,
Rg Ping reagé f as DCC o R; :
Rs N -di cycl ohex¥¢| car bodi i m de) or R/
(ﬁf Et hyl - 3-[ 3- di net ﬁyl am no- propy'lq bodi i m de RN
hydrochl oride) optionally in the presence of a 4 R

rfucl eophi l i ¢ catal §st such as hydroxPbenzotriazole or #
4- (di met hyl am no) - pyridine. Wien Ris O, such

reactions are usuglly carried out under basic

conditions (for exanple in the presence of pyridine or

triethylam ne), aijg optionally in the presence of a
nucl eophilic cat st. It may be possible to convert
esters (whereim S - C4al koxy) directly to am des

by heating the esfer[and am ne together in a thernal
process. Acid chloriRles of formula D, wherein Z, is
oxygen and Ris C ¢ may be made from carboxylic acids
of formula D, wherein Z, is oxygen and Ris OH under
standard conditions (such as treatnment with thionyl

Altem%m/%'dé) g?funei r@L ?@rr]mGIB'A) MHEedin ZCAhQ X ¥td 6xy@ehdpapbe made by
treatment of compounds of formulé D, wherein Z, is oxygen and R is OH, C;-C,alkoxy or Cl,
with an amine of formula NHR3R,. The standard conditions for such acylation reactions are -
as follows: when R is OH such reactions are usually carried out in the presence of a coupling
reagent such as DCC (N,N’-dicyclohexylcarbodiimide) or EDC (1-Ethyl-3—[3-dimethylamino-
propyljcarbodiimide hydrochloride) optionally in the presence of a nucleophilic catalyst such
as hydroxybenzotriazole or 4-(dimethylamino)-pyridine. When R is Cl, such reactions are
usually carried out under basic conditions (for example in the presence of pyridine or
triethylamine), again optionally in the presence of a nucleophilic catalyst. It may be possible
to convert esters (wherein R is C4-Cgalkoxy) directly to amides by heating the ester and

amine together in a thermal process.

Acid chlorides of formula D, wherein Z; is oxygen and R is Cl, may be made from carboxylic
acids of formula D, wherein Z, is oxygen and R is OH, under standard conditions (such as
treatment with thionyl chloride or oxalyl chloride). Carboxylic acids of formula D, wherein Z,
is oxygen and R is OH, may be formed from esters of formula D, wherein Z, is oxygen and R
is C;-Caalkoxy. It is well known for a person skilled in the art that there are many methods
for the hydrolysis of such esters depending on the nature of the alkoxy group. One widely
used method to achieve such a transformation is the treatment of the ester with an alkali

such as sodium hydroxide in a solvent such as ethanol.



Is oxygen and Ris OH, may be fornmed from esters of

formula D, wherein Z, is oxygen and R is C, -C4al koxy.
woORoispssskl known for a person skilled in the acCt/EPh@5/002204

there are many nethods for the hydrolysis of such

esters dependi ng on the natug. of the al koxy group.

One widely wused nethod to achieve such a

transformation is the treatnment of the ester with an

ol s B ARS8 0 T e

of confpolindsofl farnblla B evherein Blis Cs-QAk@8)) bgzdylRios with compounds of
; Cfl C4al koxy, may be made by treatnment of conpounds of
OMYBr rul a E, wherein R is Cl-Cdal koxy, by acylation with

R,—COOJHJ@(LIRIQSOOI undi@rsaidardioddidNsals graviéludly desmliBed. Compounds of

om BT R B TGS,

sequémwnr@@mw LR aﬂfalédbbnuhcﬁar Gcible coﬁamua@tahahhdrff@ahmof the N-R,
dic conditions and th

an al cohol under
bonci iSO GrPATRR ReS! Mt 1t ey o i ¥ e agihods for the
forméiiﬁn|df &¢ls bond H@péﬁcﬁnd Hrathelrfa@ire oR iR STRNtUeAPRS. Y example, reductive
hods for th formati on of this bond dep

amingiRe TAY b S0Vehey SEREIant Belie FONS BB S0,AkRIYES of Retone and a

redudifglHgérit\é8ch a%@@bhm?aﬁﬁb’or&%loﬁ@@' AV Hath)e xélﬂ%ﬁ'ﬂ?ﬂha@f)e achieved
am ne, wi th an al dehyde or ketone an uci n

t he
by "%?@eaﬁhes%wea@t%%?lﬁw?‘&%m PUER/8 Ry é'ky/stvq'@?n%&uovehwn the

presétck \of atbiags, ARndf/efdtyBNGmal e lacRRUENS ftr‘éﬁtn@é’ﬂt%@tﬁ@ drhine with
an al kyl ati ng agent such as an al ky

ha
an arMH'ﬁ"@ﬁ ar F‘}"qnﬁ"‘@t iRdhe pressaer@f %?U'téblﬁa“saéa'yw "tgéPi’l 8Y§tom) gften a
palla@iﬁbﬁ'(@} t&HpleRy be achieved by treatnent of the amne
an aryl halide or sulfonate in the presence of a
sw tabl e catal yst/ligand system often a palladium

Altenﬁeﬁﬁleﬁlo ndé'o‘i‘ ﬂfrﬁﬂﬂd E%Wereiﬁm@P@ﬁaIKfoyf RafBkandde from a
wher el n S - may be nmade froma conpound

compoundl g fammylap, s aiFh i G oA K35 adpRMINGOFoYP UCh as fluoro,

chlorb @RYiilitthaty, Qléﬂuﬁ:lé‘dbhﬂié dfs'plé@ét‘ﬁent &hh@féév% grolip B ah @mine of
Vi a nucleo hilic | acenent of eavi n roup b

y
formylg Raﬂ"l'?esﬁ?h C‘PrBP‘ﬁ‘ﬂﬂdé q:&jormq@ Fapd I@"E"(b‘?ﬁ)%ﬂfﬁﬂﬁgé 2fWaﬁIPz§"the"
knowh cdithoaRiI8ScaM bd RIaBl Ibg kKRswNRRIREER dHvidiRho skf@¥he skllled in the art.
conpounds or can be made by known net hods obvi ous
sonmeone skilled in the art. Conmpounds of fornula A

CompbiLRia8 ioh fofmulaSA SWhdrdin Zné s@f%lr lafid % ¥O8Ygeh Ashrse ARES from

from conpounds of formula D, wherein Z1 is oxygen and
comprunds efjogpulal, @gﬂgrﬁlazy is gxygen aBd RapOH @r EmrCaalkoxy, by treatment
with 4 ml@trbtﬁé?&srfeﬁbeﬁt%@ﬂﬁ Ak | 2WeSseiss ﬂe@@@ﬁtscﬁrbh%sﬁi%9§ Eént%ulflde prior to
&orus pentasul fide prior to” coupling wt
e appenef formuRIMARFRY t er nati vel y, conpounds of
formula D, wherein Ris OH and Z1 is oxygen, may be
dehydrated to benzoxazi nones of fornula B by treatnent

Alterngtively scarenspmogof fRimatpelit wiarein Rals Ol @adi% iapkigen oy be

dehydrated to benzoxazinones of formula B by treatment with a dehydrating agent such as

coupkh

acetic anhydride.
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Al ternatively, conpounds of_.dornula A wherein Z, and

Z2 are oxygen, may be nmade by the treatnent of

conmpounds of fornmula G wherein Z2 is oxygen, with a

carboxylic acid of fornula R -COON or an acid 2 R

chloride of fornula R -COCl as prew ousiy described. ‘Y !
Rg gﬂgounds of for Ia,{,G; wher ei n Z%_Ls/d‘ky:gen may beRg
Rﬁornﬁdfromcom{) s>ef, fornula H, wherein Pis aR—/ R
R abl e protecting grgup and R i §s or ™™ . _ |
R C, {C4al koxy, by bond formatifdn Wjth an ami ne @f \(ZZ

formul a NHR2R3 as? prgvi ously descri the,d’ , compounds °

ofe formula D, followed by renoval of' t he protecting Ry "Ry

group P under st andard conditi ons. C8npounds of A

formula H, wherein Ris OH or C, -C4al ljoxy, may be made

by the protection of the amne functilonality in

conpounds of fornula E, wherein Rigs OH or

C, - 4al koxy. Sﬁxt/abl e protecting.araud§ i ncl ude
carbamat es (sfietrjas t-butyl oxycar Bény

al | yl oxycar bopyl benzy#cxycaﬁ yﬁgﬂ
trial kylsilyl gr/ou s (such as t-butdydi nethylsilyl) and

acyl groups (suchRas acetyl). The fRo H Oon and
removal of such groups is wdely repoered n the

2

Alternatively, compounds of formula A, wherein Z, and Z; are oxygen, may be made by the
treatment of compounds of formula G, wherein Z: is oxygen, with a carboxylic acid of
formula R4-COOH or an acid chloride of formula R;-COCI as previously described.
Compounds of formula G, wherein Z; is oxygen, may be formed from compounds of formula
H, wherein P is a suitable protecting group and R is OH, Cl or C;-C,alkoxy, by amide bond
formation with an amine of formula NHR;R;3 as previously described for compounds of
formula D, followed by removal of the protecting group P under standard conditions.
Compounds of formula H, wherein R is OH or C4-C,alkoxy, may be made by the protection
of the amine functionality in compounds of formula E, wherein R is OH or C;-Cjalkoxy.
Suitable protecting groups include carbamates (such as t-butyloxycarbonyl, allyloxycarbonyl
and benzyloxycarbonyl), trialkylsilyl groups (such as t-butydimethylsilyl) and acyl groups
(such as acetyl). The formation and removal of such groups is widely reported in the
literature and is well known to a person skilled in the art.

For compounds of formula H and compounds of formula E, the esters (wherein R is Cs-
Caalkoxy) may be hydrolysed to the acids (wherein R is OH) by treatment with an alkali such
as sodium hydroxide in a solvent such as ethanol. The acids (wherein R is OH) may be
converted to the acid chlorides (wherein R is Cl) by treatment with thionyl chloride or oxalyl

chloride as previously described for compounds of formula D.

Alternatively, it may be possible to convert compounds of formula E, wherein R is OH, Cl or
C;-Caalkoxy, directly to compounds of formula G by amide bond formation with an amine of



literature and is well known to a person skilled in

the art. For conpounds of formula H and conpounds of
woaoomoss3E, the esters (wherein Ris C - Cdal kegyEPR@F/002204

be hydrolysed to the acids (wherein Ris OH) by

treatment with an alkali sucgg_-as sodi um hydroxide in

a sol vent such as ethanol. The acids (wherein Ris OH)

may be converted to the acid chl orides (wherein Ris

treat ment chl. or or, oxal yl
rormuly N+ LBBe Bl SPod (RrBEs e sl BBt Egppounds of
formilaDyul a D. Alternatively, it may be possible to
convert conpounds of formula E, wherein Ris OH, C or
C, - C4al koxy, directly to conpounds of formula G by
AIterrﬁﬂvdl@ Mﬁpblfrﬂsnﬁfdrﬁmlal\ﬁt Whmurazg i @xﬁenV‘ﬁa&Q%hQﬁéﬁBm

05/ 0 d d
comReH t GHEU R BPEIRIB0s P UBes AR 9 Bl aIRaHRS Y] as fluoro,

chlord oF Bulfomatd), by Alidpticeaicny of He I€LAAPHBAS with of Mpdudd Gf formula
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form@4 onﬁn@lm n?ﬂe}tﬂo;ﬁﬁb@npom’(ds% morﬁfu@wlmcyn@mea it or OH and LGisa
acenent, o e vi.n ou a conpound
leavingsGHRip 5 PROPISY SeRerboani RS B ToRERRIoN fMBr $ 3P condtions
as préﬂQ@sﬂy Basdribed 0BG ddMFoundy @hfdammqumfo%maf@am;mea Known
be made from conpounds of fornmul a ngf Ris

comRghgs SIAKRE Tesq 8 KIoMLiags b Sateaas SHIH BIRF g

descri bed, via am de bond formati on under standard

conditions as previously described. Such co Lﬁr}%zb of
Compaa s ok for iR BRATRINLES SXEeRi ANiese 1k AdikG MER RBSIRHEGFeatment
of coﬁ%ﬁu% Bﬁ‘gﬁn@?ﬁ Jknﬂr“@réWZD@,Qﬁy@éh &Qﬁﬁ@"@a @éwlrig@oum drb@mpounds

npounds_ of f or nul wher ei n i s %%%en and
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Compounds of formula C are either known or may be made by methods known to a person
skilled in the art. For instance, amino acids of formula C may be formed by hydrolysis of
isatoic anhydrides of formula K. Alternatively, isatoic anhydrides of formula K may be reacted
with amines of formula NHR3R, to give compounds of formula G, wherein R, is H, directly.
Isatoic anhydrides of formula K aré either known compounds or may be made by known
methods obvious to those skilled in the art, for instance they made be derived from treatment
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kgown to persons skilled in the art, for exanple theyg
may be derived from am no conpounds of fornula M
wherein R5 and R8 taken together form an additional

Anen%w%&ﬁ@&%dg OPIRALRAS gfgygsgdn%pea iofh %%'trf]é‘ﬁml%nR%tm of
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knowR or HQLX(H &é( E\z me?héﬂgﬁﬁow\l\% ggtéﬁmg gElﬁé& inclﬂé artAer %%mple they

rmul a nown conp
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form %.32 ﬂ@ﬁw_%b d Eg&%ﬁ&%Z%b%ﬂ%tﬁn%rﬁ)g suggltﬁer?ts Fféﬁang_lh% by
treatment for example with oxalyl chloride (optionally in the presence of a Lewis acid
catalyst) or chloral hydrate under various conditions. Amino compounds of formula M are

either known compounds or may be made by known methods obvious to those skilled in the
art.
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R, NO, R, NO, R, N R—Y" 2
T — L — 2 ke
Ry Rg CHO Rg R5\”/

P (o) N c O
R, R ,~__NO,

J\ l
Rg Re/\

Alternatively, compounds of formula C, wherein Rs and Rg taken together form an additional
bond between the carbon atoms bearing substituents Rg and R;, may be derived from the

treatment of an isoxazole of formula N with aqueous base. Isoxazoles of formula N may be
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An alternative synthesis of compounds of formula G, wherein R; is hydrogen, may be
achieved by the reduction of nitro compounds of formula S. There are numerous methods
for achieving such a transformation reported in the literature such as treatment with tin or
iron under acidic conditions, or hydrogenation catalysed by a noble metal such as palladium
on carbon. Compounds of formula S may be derived from compounds of formula T, wherein
R is OH, Cl, or C;-C,alkoxy, via acylation with an amine of formula NHR3;R,4.under the
standard conditions already described for a compound of formula D. Similarly conversion of
esters of formula T, wherein R is C;-C,alkoxy, to acids of formula T, wherein R is OH, to acid
chlorides of formula T, wherein R is Cl, is also described for compounds of formula D.
Compounds of formula T are either known or may be made by methods known to persons
skilled in the art.

It must be recognised that some reagents and reaction conditions may not be compatible
with certain functionalities that may be present in the molecules described. In such cases it
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The compounds of formula B, D and of formula A, wherein Z, is sulfur (compounds of
formula AA) and, where appropriate, the tautomers thereof, in each case in free form or in

salt form, are novel and are also subjects of the invention.



benzyl tri met hyl ammoni um hydr oxi de and
1, 8-di azabi cycl o[ 5. 4. 0] undec-7-ene (DBU). The
woeearstossr3s ar e advant ageously carried out in arPCT/EP2005/002204

tenperature range from approximately -80C to

approxi mately +140C, preferagy from approxi mately

-30C to approximately +100C, in many cases in the

range between room tenperature and approxi nately +80C.

The conpounds of formula B, D and of formula A,

wherein Z2 is sul fur (conpounds of formula AA) and,
Saltswifh eompapmnla)qurfbmméa | tlrebé prepamed & 4 maneafknoin peach. Tasefor
exan{g gif%({dﬁ[o tﬁ%iets :c)ﬂ%%rﬁn§$Jan q,@rgﬁ;@é b4 noé%ﬂr%bdbf{rgatmenf)wnh a
suitalﬂél‘ébERﬁ@Oﬁln@B[éZM exef&ﬁg@aieagemf arcisgtie wittibasés aer ohidiaed by

wear iR W8 SEREIE Cone o Pl B O A R b o ol 0

are obtained by treatnent with a suitable acid or a

suitable io exc er.rea salts with base
saits3 gb@plndrell 138 T8 he S Varled ™ et tistginal ke BF o the free
compatuhds af fw'ntllfab# &oid addlﬁflm: baltyy éor exampi) by él'S_ainhénﬁ @fith a suitable basic
compounds of . mul a e canvert i.n the
comREBH SR aiREP e e Baae AR InULR 5P STy foRample. by
treatrhentawitida adittible acid salvts a dultableXxanptabangsr reagattirent Wit h
a suitable basic conpound or with a suitable ion
exchanger reagent and salts with bases, for exanple,
Saltslw compealﬁdﬁaﬁtfomdldﬂ | 6ars bes b?Meite?lqh d radinnsr kRowan ﬁem $edibtoeother salts
exc er rea al ts conpoun
of COE]QHU%%S g@ﬁ»%@ la é,d':l aé‘dlmﬁ.?éiis nB'@r in otﬁﬁg %m%gﬁ%pﬁon salts, for
exanﬁaﬂi byﬁtreﬂfneﬁt)ﬁp@amdsf lﬁbrgbﬁrcr‘adlcasdch SBHydranibirite Qﬂth&ﬁédlt&ble metal
| xanpl e oott] fadléfonsaIWE
salt Séi%ﬁﬁla SR, rbé"‘ﬂt”f‘r"ecﬁts zs?rsgtsg N 33id, IRLPXAMRAIR Wiip Sives geptate, in a
suitalfle sbivenoiawhidh leinsrddniocsastuiiiebh fe@mepionkbxarfgik tsiNarhlofige ais

neolfe phd g drediates Bomife sSh FE <ol vent i whi ch

an inorganic salt which forns, for exanple silver

ook oRe ot eb Bh e o Btk PP 1 i

have lcaRg¢driiy prRpetties ean ,betdmlﬁmﬁmwﬁ)rrﬁforfrothwbmm bf salbj ch
have salt-form ng properties can be obtained in free
formor in the formof salts. The conmpounds of fornula

The donmnds\/@efo@malaﬂ ramar whée, aptda@ortawtm@wmrhé\e riesreof, ineach case in
rmaqr 1 n sa

each for can be . ,
free fBFB?éH} 58 ‘rfOFH’eC%“g’renR'SPe'Hrﬂ'é the fof 'Hé’tf P8% Rg?rh? SRR v4yigh are possible
or asROHBARIE ©f tHRse dfor axarhplk i thedbrrh hﬂ?ﬁ@r,e |§@ﬁer@X§\Iﬁh| & arflipb&és and/or

formof pure isoners, such as antj podes and

diastefiequeEs Qb A8 FOMes Misliress Siigl aspRantio r @UET‘?Sa@r example racemates,

diastér@afiet AiR{Ire8ior rabesate Wtu@éaﬂﬁﬂ)éhcﬁlwnﬂhb%mber absolute and
di ast ereomer m xtures or racemate m xtures, depending

relativsCerfiguriiRp Of aSHBRBI Gt AR PRISHIG OGS M 18 F’H%'?‘B’r‘? %'?d/ or

depeﬁ&M?’@Sﬁttﬁé @o;ﬁ@nmuanfaf ABB-avbh &l SUDIE boritistWIEcHBERE H tBe molecule;
or depending on the configuration of non-aromatic

the 'WSG‘EQ@%%@ Ll PHP? igermgrs ang @'ﬁ‘é t@l| isempemMixtyrag which are possible

and ié BY/6SLh@tstoBl # Escht &s%hﬁtfﬁ@é@néeﬂ%héb&%%n@' HePeihBel@l] even when
I somer m xtures which are possib
stereochemical details are not mentioned specn‘ically in each case.

Diastereomer mixtures or racemate mixtures of compounds of formula 1, in free form or in
salt form, which can be obtained depending on which starting materials and procedures have
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The invention relates to all those embodiments of the process by which, starting from a

compound obtainable at any level of the process as starting material or intermediate, all or
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di rect . in destruction of the

fsh ag it e GoHY S BerasieTive ROTOHIa KAE VeioB APyagRRa Al or individual

devel%Bn‘ﬁ%nfal SRgbsst fdrARRPSenditfo, BitadRo iRt dritdafsedys | |s§ch as insects
or indirectly, for ‘examp le'in a reduced OHaEOSItI

or reyaeRiativesot merfg'd?%‘@r'nﬁ T bgeglicidal Pt geasisidabagiyiy phige active in-
gredléﬁ’(s %cg(ﬁ%fnb% ?H@ ﬂvénﬂfoﬁ céﬁ‘?ﬁérﬂﬂeéi I)@elforeéﬂy, h. %aﬂ dexruttion of the

n‘p es of the abovenenti oned ani nal ﬂeStS are
pestss pblphGAESS RS SThERITaGIAIAH orsanippiter someatme has plgpsed, for exam-

ple d(ﬁ‘ﬁ‘? é&lx?lge&rqﬁémectlﬁqw éB?an%ﬂ@ﬁr?& hécﬁﬁg@bhpom éﬁ‘?dm?ahatchmg rate, a

., ophi - lus spp., Brevi pus s
good Bty Q@rrss ingstg,a degtiugtien ke (rnartalij of a F"i 593*10
spp., Derma- nyssus gallinae, Eot etranychus carpini,
Eri ophyes spp., Hyal onma spp., Nodes spp., dy-
Exang?(b&wm%ab@\@mlp&ed anirial pesi® AL spp. , Panonychus

from &P orde RYAI3CRPEkAhBIeO! € vora, Pol ypha

Acarus siro, Aceria sheldoni, Aculus schlechtendali, Amblyomma spp., Argas spp., Boophi-

bgg in tﬁe Examples

lus spp., Brevipalpus spp., Bryobia praetiosa, Calipitrimerus spp., Chorioptes spp., Derma-
nyssus gallinae, Eotetranychus carpini, Eriophyes spp., Hyalomma spp., Ixodes spp., Oly-
gonychus pratensis, Ornithodoros spp., Panonychus spp., Phyllocoptruta oleivora, Polypha-



WO 2005/ 085234 PCT/ EP2005/ 002204 -35 got ar sonenus
| atus, Psoroptes spp., Rhipicephalus spp.,

wehomsegiphus spp., Sarcoptes spp., Tar sonenuBCE{EB2005/002204
and Tetranychus spp.; fromthe order Anoplura, for
exanpl e, Haemat opi nus spp.,- 44 nognat hus spp.,
Pedi cul us spp., Penphi gus spp. and Phyl | oxera spp.;
fromthe order Col eoptera, for exarrpl e, Agriotes spp.,

h ,
oIS St B A5 i O e
spp.,sTrwsqneBiLatsppt amchTsippmychipsparhna spp., Eremmus spp.

epti,no ecen | eat a, Li ssorhoptrus spp. ,
from k%qo%rpgr}\ Shérﬁppre&me ephi | us spp., Qiorhynchus spp.,

HaerRitbyiotis spis, kippgnatiiepsgd. | Rediquus sppsyPérnplilgss sggp.and Phylloxera spp.;
Scar bel dae, Sitophilus spp.

fromgrhe[%rggr Gﬁ’g%%%fq‘r eo spp., Tribolium spp. and

Agriolesosppd eAnitorsipus sppr oRtotriagia dinekarts, Dhpéiecaemé tibiakix a8ushmpolites spp.,

Curcll PO oGP o M AIE, oo HIEEIE Sl oD PRinotarsa

decefilifeata, C[Lié;s@th@;?ms sppl Melelbitha pp., Orﬁmphllumfpp,, Otlorhynchus spp.,
ano

Dr osophi |.a . Fan
Phlycglﬁﬁs s&@ ég@{mgpg.pg’syl ?ﬁiﬁﬁoﬁ?@r’ﬁ%’"@ﬁﬁﬁﬁa ﬁﬁ'ﬂrpgﬁ Bgldgﬁ,p&tophllus
b bl b o
fromllt\% Qraer %@%ﬁ’y%éem%'@yan{ Phor bi a spp., Rhagol etis
AedeB @RI Anttbrigdea 8b¢tatd) Bibio Sbﬂmanu§ GHlliphora dithadsephapCeratitis spp.,
Tanni a sp and Ti uIas& H%Pmtheordg I E
ChrySRTWR SpR-eF HIEXRBP-» CAUFHEPE S AEUS 5BP- DFpSaPhiia mefangaaster, Fannia
spp. tdﬁﬁh’@bﬁlﬂﬁ, sphY, Qﬂéésm&smﬂpl-lypcﬂéﬂha sppls H§§;§bbosEal Bgakitiemyza spp.,

LucilafBan Moy A Pk Pe GRS RPl:; CESSR BB Sissingla fr,

Pegomﬁa hﬁi%dyérmi 2heiia SR, Rhdddkststgtendriells, der&lﬁ[spEQ ISemd®s spp.,
ngq Al eurot hrixus floccosus, Al eyrodes brassicae,

TabaﬂHﬁ? el #i3 Spp- anaHPYWR SRR Aphis spp., Aspi- diotus
fromWordeBﬁmemfﬁeﬁaaM@xamgg opl aster spp., Chrysonphal us

Cimeg oy R B s b 3 e 5 ygaster s, Lop

tocorfea)spp!, Ne2HFafspph Piesm&ap6.2 RAbani&P Bpp., Sémd@b@hwmngmans Scotino-
Lecani um corni, Lepi dosaphes spp. MACT OSi phus spp.

pharw%gnggﬁlato%ﬁmt ettix spp., Nil aparvata spp. ,
fromﬁitrd)rabpf/bmopt@raa ,folP&@pfplgus spp., Planococ- cus spp.,
Aleurpfn(?&gg Q(?cggg {f{?ﬁgg%%brgg%%w%lpSpgs A@Etgydae ApRIS spp., Aspi-
dlotuBBﬁpaB@miMwmbéupgeropﬁwt&%@bl @rﬁmmphsmmwdﬁﬁﬁscﬁ@mmphams

iza Si t gbi on sp Trialeuro

d'CtyQ/S?ﬁHPb%OS?W&PPF'@% Empeg mef”Bﬁ%@ﬁll%r 'Q?l"t'rf‘t Enhrgpgura spp.,
Gasdaftfla 85!CLaddPRRRHP!, LecArlim@bAIAlepidosaphes spp., Macrosiphus spp.,

Myzus spp., Nephotettix spp., Nilaparvata spp., Parlatoria spp., Pemphigus spp., Planococ-
cus spp., Pseudaulacaspis spp., Pseudococcus spp., Psylla spp., Pulvinaria aethiopica,
Quadraspidiotus spp., Rhopalosiphum spp., Saissetia spp., Scaphoideus spp., Schizaphis
spp., Sitobion spp., Trialeurodes vaporariorum, Trioza erytreae and Unaspis citri;

from the order Hymenoptera, for example,

Acromyrmex, Atta spp., Cephus spp., Diprion spp., Diprionidae, Gilpinia polytoma, Hoplo-
campa spp., Lasius spp., Monomorium pharaonis, Neodiprion spp., Solenopsis spp. and

Vespa spp.;



Acronyrnmex, Atta spp., Cephus spp., D prion spp.,

Di prionidae, G| pinia polytom, Hoplo- canpa spp.,
woaseisussspp. , Mononori um pharaoni s, Neodi pri onPEPEP2005/002204

Sol enopsi s spp. and Vespa spp.; WO 2005/085234

PCT/ EP2005/ 002204 -36- framg.he order |soptera, for

exanple, Reticuliternes spp.; fromthe order

Lepi doptera, for exanple, Acleris spp., Adoxophyes

er a,sp grotis spp., Al abana argill aceae,
from tilﬁﬁr@?rsls G/ forﬁgi’mﬁ’ sia gemmatalis, Archips spp.,
Retlcﬁrtgyﬁggs'p@m a spp Aut ogr apha spp., Busseola fusca,
03| na ni pponen3| s, Chilo spp.,

caut
from @cﬂr IR gprgdﬁre N)&i a anmbi - guel | a,
Acler@%?ﬁh@ld@%p?fy% sﬁ;ppAegéh'eeWSA@oﬁpr RNapévyihiasgifatieae, Amylois

500 QP ST SR . RS b o PEiEke 59 Busseola

fuscaDCB@JaOd%t‘éltéilaC@é §ifa nigpdhbAss, G- sppE@Héﬁ*sﬂoﬁeﬁrBPapp Clysia ambi-
Eucosnm sp upoecj li a anbi guel | a, 6:groct IS Sp

guellaimghglﬁﬁrOCBQpa_, %ﬁgh@glg sg[?_,pCocrp:ﬂaygpﬂ |qogp%rﬁaspp ‘Crocidolomia
binotdie! Cﬂlp'ibp‘hlébﬁ&’leucckﬂﬁﬂté L(t;fdm\*@ﬂﬁ' Dfatrabi lb@nbfda?o;fsw‘éh%tanea Earias

Kel eria cop ersi cel LeucoBtera scitella
spp., Ephﬁ%t@ofmpet °§3'§B|§PP Fopeesiia ampiodplia. Fuprastis PP% Epypa spp., Gra-

phomh)éppO%Hyénwfbranal\/@leﬂ@m&% SHPé]HJIa ORIERS tHydhBAMaPURBE, Keiferia
nduca sexta, Operophtera spp., Ostrinia nubilalis,

lyCOPﬂréfﬁ%eLeys@terwie@nLgh@weth'a:%npm liobepipfipiFapa, Lymantria spp., Ly-

onetid §|96 ' D@f&'&@é&n&@%ﬂ’ﬂbme@irébr:ﬂé‘dﬁ@r MERQRaQRKLC @p@rdﬂrtera spp.,
Pieris 'rapae ieris s lutelTa xylostella, ays

Ostrinjg pubiladig, l?am@@m] 8 ggbdem|§§§nggnglt§pﬂamr59%rquﬁtfm)pn%a gossypi-
ela, P@:%rma%%%%%tﬁéll@ PieRs rap%)é” er&%‘ﬁﬁn F‘ﬁﬂ@lla \}/Id@"i’éllé”ﬂé%@%%a Scir-

spp., Tortrix spp., Trichoplusia ni ononeut a
pophagsSPP-f PeSAMIR EPHF @I@@fgﬁﬁPm@p?P@gaﬁpoﬁépfe&%ﬁﬁal @ynanthedon spp.,

Thau%@o’eﬁ%ﬁpsﬁgml)@% TTHI&]%EQ@F&trﬁ%nﬁ p@onomfeﬁt‘a@ fohe or der
tera, for exanple, Blatta spp., Blatteli'a spp.,

from Wrﬁ%&’ﬂﬁ/{%’h@% fOVGF;X@HM%haea mader ae, Locusta spp.,
Damaﬁ%é@b&nﬁdafncﬁg@ectég‘gp;scm stocerca spp.; fromt he

order Psocoptera, for exanple, Li poscel is spp.; from
from theorderd@rhagieraotossx@pale. f or exanpl e, Cer at ophyl I us

Blattasﬁﬂy Blgﬁéﬁ%ﬁp@kﬂﬁﬁéa§ ., L@u%pﬁﬁ@é’ﬁw%)ﬂle}a% EHER4 8pp., Periplaneta

om t he order ysanop era, for exanpl e,
spp. fFfidaﬁq‘dT"Ptﬁ?%Pﬂi 8PRpp., Hercinothrips spp., Scirtothrips

from ﬁ‘fércﬁaéﬂlbsocgﬁz%?é %m)éaﬁfplépp . Thrips paini and Thrips
tabaci; and
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

from the order Thysanura, for example,

Lepisma saccharina.

The active ingredients according to the invention can be used for controlling, i. e. containing
or destroying, pests of the abovementioned type which occur in particular on plants, especi-

ally on useful plants and ornamentals in agriculture, in horticulture and in forests, or on or-



fromthe order Thysanura, for exanple, Lepisnma
saccharina. The active ingredients according to the
wonvesssosm can be used for controlling, i. e. PCI/EP2005/002204
contai ning or destroying, pests of the abovenentioned
type which occur in particulg. on plants, especi- ally
on useful plants and ornanentals in agriculture, in
horticulture and in forests, or on or MD 2005/085234
PCT/ EP2005/ 0220 _-37 ns, .such as fr
gansifscb'P‘1 &85 r“(')tﬁ’tf "Y<9§3 ‘%@‘P fuBBHSOr 1BPiss Y cst’r‘c IPEH‘E% angﬁa some ca-
ses eléh plankorgans aBRhexe rbrmlearat adatgppSinviitipfe Rl protededhigainst
a |later point in time remain protected against these
theseResiSs suitable target crops are, in particul ar,
cereals such as mheat barl ey, rye, oats, rice, maize

sor hum beet, h as P ar or fodde eet; fruit,
Suntal?lgrtargg %p%a%%g% an, eefiegls; syghhas wheal {)ar v, glgf pats, rice, maize

or so.@humt be&tSlictpgs @@Ir@ﬁfoda@abéet wuuumo‘r eﬂﬂﬁﬂ@ﬁ&na@édﬂ?@ﬂdﬁ stone
erries or berries, for exa e stravvb rrie
fru'tqraefﬁﬁgmwg a5ranplese RERIF RIWDS, n%faﬁ? AIHENGS. GsiTies g5 Redigs, for

exambl%aét‘l%wbleﬂ@sl Pa%pbe@n@@%r Blacksdtfés; %g*unﬁih@tﬁéﬁcroﬁéﬂ‘shcﬁﬁs beans, lentils,
il seed_rape, nustar 6%dpop pi es, ives, sunflowers,

peas BeaRe Dl rOpRLEYS 2xlbar BPegRUSIAIch RAPBIes collvgp EUnowers, coconut

castoP %Boa’i& SR in0fs; Cl%iﬁbi@@ﬁ&n &4 ptMAbRIAS, cucliMbers dHrAdlbss; fibre
such as cotton, flax, hemp or jute; citrus fruit, such

plants, $UH gf gakon, |ﬂéﬁﬂ?%‘np @rr Jgt%pl,trlygtfrugr suqhaqgg%r@pg@?s lemons, grapefruit or

tangeYﬁQ@tv%Bbl%ﬁlesséﬁﬁh @Sspiitichaieltucé, fishHQus asPBAGER) Barrots, onions, to-
ages, carrots, onions, to- matoes, potatoes or
matogsy |pptag@¢ﬁ>@rtse" ReRRPEE Lataceng: RUEk a5 evRaads, CEnAMaRMm erfamphor;
and a%ro tSIQMOHUts &ttt b§ehlan 2k Garcanb! &a, 6@66&‘?99rapevmes hops, the
ga ants, sugarcane, tea, pepper, grapevines, hops,
P'am‘%"h iy, %@@Plﬁnﬁaﬁﬂdlcgrnamamtéké pl ants and ornanental s.
The active ingredients according to the invention are

especially suitable for controlling Aphis _craccivora
The agr%m@fqdwtﬁ arqasding to thel ipvaniips agg ?&%@Hg suifgpiq,for controlfing Aphis

crach?/%FetS if@stoticd bdiRata I-Pé%tﬂ%t\)ﬂjels@er%n fyzRPpEIRREE! Plutella xylostella and
tforalis. in cotton, vegetable, maize, rice and soya

SPOd@H’t@f?s"’ftol‘?i§ in eptiom, d’ﬁ@%@blep §ajzg, Hee AndIEPR GBRS-as
i ncluding al so crops that have been rendered tolerant
to herbicides Iike bromoxynil or classes of herbicides

The tergy (HORSS is foolpe BRdaTRPad aprolyding #lsp crapsdhat Aaie been rendered
toleranf‘fb' Mrbi‘éfd%s I|f<e9 brcﬁ?f&gm &r Qa4 D hEHiGHes RUSS B, fioF SainE HPPD
trifloxysul furon
mhlbl(ogs eﬁrlr@ mb@ptgwfo:@ﬁampﬁmr@mgﬂﬁym PreUUEANG:tgdgxysulfuron, EPSPS
(5- ean[kWrM Qﬁ|§rmé§3(&4débﬁé¥bf§?ntﬁ)égé)hﬁﬁ|8§@& esrzarukanﬁ.ﬁé Syfifietdse)
convent i onal breedi ng or genetic
lnhlbl@ﬁ‘gﬁﬁ ééﬁ$'-ﬂb°f cmveréb@aﬁ!pn@thgﬂs @f Wﬁ@é‘nﬂ Iﬁ’égeh%@ qhgieering. An
examg%rkq%r@rg 'iﬁ)%t‘f'l%\é'%eﬁ Perio@%ﬂé%lréﬁ% lda%lﬂonéé'f%z@r?ﬂézarﬁé(x by
onventi on edi n t agenesi's)
convepttienalfmethads pf kreating (ma@eeoaﬁoqs earfl @pn@seréqip%m%\@la
{
cran bl 45 RO AR5 Bl LS LA 8anR0 o oo by
geneliendinkerigoypeibods ®C|Udﬁ dlyghogaded ang @lutosinata-tesistany medze varieties

comrr\lle%i'aw 4¥allable under the trade names RoundupReady® , Herculex I® and
LibertyLink®.



commerci ally avail abl e under the trade nanes
RoundupReady(r), Herculex I(r) and LibertyLink(r). WO
waQos/e83234 PCT/ EP2005/ 002204 -38 The term " eCOEP2006002204
to be understood as including also crop plants which
have been so transforned hysg he use of reconbi nant
DNA techni ques that they are capable of synthesising
one or nnre selectlvely acting toxins, such as are
kn 0 r oduci cte
he 408 Boar 15 e DBeGptopH g Fhalp Bl s e fhrbeen so
transfmmeb @yeb(@ ussefenécbmbmanhDNAamme@ tipdtahé s atentdpatie, of
ntheg KR Foor Fefleg 6& t%ﬁtelné el Xa”‘?'e le,
synires B gy 5PBIEEIVRY Pl 18055168 2 e bEO B Teberamlg from
toxinfpoqdiuciney; basterial, aspddligititale gitied @érus BaolllmsBaci | | us
t huringi ensis, such as 8-endotoxins, e.g. CylA(b),
Cryl A(c), CylF, CylF(a2), CyllA(b), CylllA
Toxir@rmhﬂ daB(tim]éxpﬁasss@ﬂ Y9 GuUc transRRicalame mdllmwrcﬂxdﬁiple insecticidal
2,. VI P3 or rﬂ\
protefisoleg erem '&wn%%ﬁa?'s?'w{ﬂnsﬁm Bavilus o eit of hac' lis popliae; or

insecfieidalteiefs ffoph BasitmPIheriffiehss kabees sseHiotdXins, e.g. CrylA(b),
Xenor habdus s such as Phot or habdus | umi nescens,

CwlMéh&lﬁEb@wéF(ﬁghﬁrﬂWb) YllAoLhEB (bl baucedchyr vegietative jnsecticidal
proteﬁ'}ég(v ?CVTFPI' P2, WABE IS viPd A msgcﬁé?ééliﬂ oteiffe P bégéhé‘ golonlsmg
t'her inséct - S ecl f1 c nedrotoXins OoXI NS
nemajgdes; mi@xamﬁlﬁd?hca@rhsbdmmytée@@hapr pﬁuahtas Photorhabdus
IumHe@EéH N&en ditfésné?ﬁéo{)ﬁ%' {3%ins *B?Jdu%)éd lbg%htrﬂéﬁps{)uch as scorpion
sSNo ro ectlns aggumlns protel nase 1 nhibltors,
toxin%uiaafa\cftimyJO oxippswarp fowis lgind ether "’!ﬁ@ﬁi srecifigrmeuectowns; toxins produced by
t r
funglr %\gﬂggdg %F%%r@?ée?}%ét :?%Xéﬁé' La‘?\'é!eﬁgns?%ﬁ@é s bQQ'k%‘t ég brsarle}/ lectins or
snowgtapZectiRspaggluining; prateinase inbipjorsi w@ra&wmmh@ﬂ@\soseﬂne
u d
potoEL B T SBRAT Bt b PR BRSSO QB B i),
such ggirgins é@lze-@fdybwméufihnmappﬂ@ o5 brypiiic: szemmd geiahalise, enizpmes, such

as 3- fé\;}f‘}gﬂ%ker&tﬂﬁg%ez :ec%%r??ilsuﬁﬁméﬁ-t% 1 'Eholggterc%l oxidases,

i‘'um chann ne esterase, d

ecdysmneriphilitaradddBoe OA-redu¢them don channalaeckens, snh pis blockers of sodium
C .
R N S T R R T e
synthgseyriesngyl systhasey chithasapbed glugamgsey, Cryl A(c), Oyl F,
CylF(a2), CyllA(b), CylllA CrylllIB(bl) or Cry9c,
or vegetative insecticidal proteins (VIP), for
In theecanigit of WieRreserit RRentibriPBecr are|t®Bs, undeystaskiyys-ahdatoxins, for

xamiOhir B SHR e BRI o) CollRn ATy, CBMIRBLLS crve, o
vegetivdinsdticiial pffoteimsf {\aPgrér slarplagIFaf V!Ht’mzﬂlggr:@t\/ﬂ?m expressly also

hybnq&%mqsr &anf%‘?{? tg)gms(ﬂpg ng)é) tﬁqgf tgzqg%.I l—,l%pngg;)ﬂgs gfe preduced recombinantly

by a & Uélﬁblhﬁtl(ﬂﬁ@ﬂd‘ ferat ddrfdihd ofthesd Qrféitéiﬁ@@;ee' for %N&ﬂﬁpl@nW'@
| acenment s,  preferably non-natural é% resent

02/15%56} dnthe Gase §f MocifisH 1ok ORe @& Mare amingagigs of the ajurally occurring

toxin h@(ﬁePlacéélQH s86h afrfifo &idrepleniehts], Fﬁafér@%b}l nditnaturally present
| AO55, a cat hepsin reco I on sequence IS

proteﬁ%@cp%thm;}qg%n@s;,arel|p%r{e5|)gntﬁ l?%p@_qw@ch as, for example, in the case
of CrylllA055, a cathepsin-D-recognition sequence is inserted into a CrylllA toxin (see WO

03/018810).



03/018810). WD 2005/ 085234 PCT/ EP2005/ 002204 -39
Exanpl es of such toxins or transgenic plants capable
wohomsysszesi si ng such toxins are disclosed, f®8CT/EP2005/002204

exanpl e, in EP-A-O 374 753, WD 93/07278, WD 95/ 34656,

EP- A-0 427 529, EP-A-451 878gand WO 03/052073. The
processes for the preparation of such transgenic

plants are generaIIy known to the person skiIIed in

.are t? ri.be

Exarnppu%s[ Pl %ﬁ ni ne,r%r glaac pﬁd&e@apa@ﬁlﬁ@ styygmg&smg s%ch toxins are
disclabed)for iekamplel @i EP-Ac) @34 68, WHRIOB/QTeEpWal 9584666 EP-A-0 427 529,

eP-AehS e 43S EIBRETD o0) 13651, The ioxin contal ned | n

the transgenic pI ants inmparts to the plants tol erance

The Qrgg;(%sregs for tae B[ﬁga&tmp ﬁggg%}g ranﬁﬁengrpg arggocc 3¢ qrélllyakr%wn to the
persaroskitizdl iy trfeoam énd aret d!?cgleeﬂ If@&f)(aﬁmle:Or}i)tm;a)bhcattiWSMé‘r@l@ded

' | pt tt {
abovs e BeIoEo R BhFloh e A o Eepri TG ar g BELT forgrample, from
WO 5846560 EPaf-0i 36761714, EPJ®D 408 979t a0 oot 1 3@XIPr ess one

or nore toxins are known and sone of them are

commercially avail able. Exanples of such plants are:
The tkirlcoRmirddrin tHemarrsgeniaplaity iniftais toxXips plasgIoRrdpcy td\baimiul

. oxin): YieldGrd Root variety that |
nsecls S84 Inse s P APy TEp By U 6RPI)C Pk phiaRdS Al afs Fopeciall
comnidrdy findar ihethectibalCaldgptens anoavikged Hesots aDiBtera) and butterflies
é:r [1LB(bl) toxin); Starlink(r) (naize variety that
(Lepi ?5% 'Bdses a Cry9(c) toxin); Herculex I(r) (maize
variety that expresses a CrylF(a2) toxin and the

Trans?‘g%ﬁ?/ ﬁ 0 OS t?i;\ﬂggtegr{el gr{rﬁére%e%%%ftl{% g@l' C}}?{S\gﬁ @éew reglgtance and

expreammelou ﬂ’)qre Nhi@@;l'agde &BB&? and @@tﬁe(éﬁ ltl;#éiﬁ Iagé ils’orhhﬁt'mally available.
resses oxi n) . Bol | gar r

Examp drsyich H%Pt%%ﬁré@’&a %&(V@f'e? &saﬂﬁxpreeépﬁ @a@rulA(b) toxin);

e T e

(malzewpnetystbst exphdsBed axCrp(b)NmaLeafy| B (bd prokiay;cStdainket(shaize variety
t hat expresses a CryllIlA toxin); Nature- Gard(r) and
that eP“P'EﬁSé%?t a@Gry9(cHaxinkdieraiaxi® dvaige vguﬁm that geigeseca Bndpe2) toxin

and tﬁé EB%% @%&%EN@W@@%@E&%&%@%&?&@ %%Aé%hle%qme%ngs to the

herbmeeg ghfosinate® ammoniien); NuEJIQJ'B«SBEB@J(c@toermety that éxpresses a CrylA(c)
i djfi g %ea mays whi ch has been rendered resistant
toxin); Boligard IR TeRftonanet stemrasspn alsy&ic) toxe) Ballgard 1I® (cotton
, | S
vl 5L 801 RN b TNTALY R VR TS B5RE fy pe
expreab@eoa VP 28] R8hL@REIa ALY BaR8tessed@ CrylliA toxin); Nature-
Gard® and Protecta®.

Further examples of such transgenic crops are:

1. Bt11 Maize from Syngenta Seeds SAS, Chemin de I'Hobit 27, F-31 790 St. Sauveur,
France, registration number C/FR/96/05/10. Genetically modified Zea mays which has been
rendered resistant to attack by the European corn borer (Ostrinia nubilalis and Sesamia
nonagrioides) by transgenic expression of a truncated CrylA(b) toxin. Bt11 maize also



transgenically expresses the enzyne PAT to achi eve

tol erance to the herbicide glufosinate ammonium 2.
werdsAsstsize from Syngenta Seeds SAS, Chem n deCT/EP2id5002204

27, F-31 790 St. Sauveur, France, registration nunber

C FR/I96/05/1 0. Genetically gppdified Zea mays which

has been rendered resistant to attack by the European

corn borer (Ostrinia nubilalis and Sesam a

onagy i oi des trans c expressi on of
wansPRRh SoreRrts B G361 bin Sitryer e Bea e heisrbekgfosinate
ammoigiuin. Hobit 27, F-31 790 St. Sauveur, France,

regi stration nunber C FR/96/05/1 0. Maize which has

been rendered insect-resistant by transgenic

2. Btﬂmﬂl@&%ifﬁﬁn S&n@erﬁ@@e@ﬂ_@@A@ Chbinfh a@m%bu Fhirs31 g0 Bt.iSauveur,

3AGS5 nodifie i nsertion of
Franctea¥ :i;gqtlﬁn Bumb@{ gélps%/gp ﬁeingppeg‘lé (ﬁntﬂéjr'f@é' Zegygays which has been
rendeﬁ’é@ PRIAANTAD afBiCISHE the EJr@ﬁ@eﬂﬁéﬁrﬁ bBﬁéré@sﬂﬂthﬂ)ﬂbﬁs and Sesamia
escribed in WD 03/ 018810, Mai ze from
"O”aﬂflff?ﬁg%ﬁ%lb&i BfRgRUC eXptessignoby @WA‘%H i&i%e Ter vuren,

B 1150 Brussel s, Bel gium registration nunber
/9. MON 863 expresses a Cryll1B(bl) toxin and
3. M'R§§4 M%ﬁ%{ﬂ&é'n%ntée‘iqegﬁﬁpém%m"eﬂalHﬁ@é {.4-35 799 S Sauveur,

Franc%3 Jeg%ﬂéﬂ@ﬁ nﬁﬁ%\‘ tE308l08 1@“7\%&% whibh had Baety ernBiRIYRs R resistant

Ter vur en, 150 Brusse ium reglistration
by tranggeie emregl%;ob@ mc@lﬂeﬂfﬁmlllpeatozné This rﬁ@xm isrfeysAQREMeditisd by

msert%hr B SHth&bin-DYHBiasd ?ﬁ(ﬁcﬁgfﬁon [4 ﬁéér{]cﬁoﬂﬁ;é %ﬁgteﬁlgg of such

gium registration
transmq:mag@ Rients és describeineWe) @¥018%100f the protein CryI

4. MON 885 Mfifld ﬁ&h%oﬁ&%’tosté BS dR. éﬁf 57 Rvéﬂﬁ:% SOPLGERN, B-1150

I nsects and rotein for achieving
Brussets, Belgivre, neglqrhbomeumben GBOEDYD NONBE3 @tmemaeam Cry)lIB(b1) toxin

and n%@&%%né\@}l %ﬁ% BofctomsMapsant o Europe S. A

Avenue it en, -1150 Brussels, Bel gium
regi stration nunber C/ GB/ 02/ MB/ 03. Consists of :

5. IPE 88Y %‘tio%”fﬁér% Yor i al%l.{r@ﬁé g dd[’?%?fé"%ﬂ(\}eﬂpé o %%n,asﬁy 50

ene varietres
BrusSﬂS\lBeEgllﬁn m&@ﬂatlom nmmbeﬂQ’El%%iQZt ransgeni cal |y
expresses the protein CP4 EPSPS, obtained from
Agr obacterium sp. strain CP4, which inparts tol erance
6. 150'1) Maize firom Hiariese ORetseda forporaij@n mvahmesngiqgchB 8t 060 Brussels,

s ML INL BB, BB PG B e g sorossion o

the prtotéue Cayidefot aclievihgrasidiamiettogeana, Leprdblptmle inskeetskEundap deenPAT
bar er

P (o 4 (N oTo) T eV\D 0200% E r§)34 P (SOEP 05/002204 -41
proteip gl AGHISY Q:q Olefacep the bgdcided CHNNEYr e al so

descri bed in BATS (Zentrum fur Biosicherheit and

ent m BAT 13, 4

7. NI & WO i Waize T Maisantp Bawers Seh et (27 2uidbud s Tervuren
B-1150 Brussels, Belgium, registration number C/GB/02/M3/03. Consists of conventionally
bred hybrid maize varieties by crossing the genetically modified varieties NK603 and MON
810. NK603 x MON 810 Maize transgenically expresses the protein CP4 EPSPS, obtained
from Agrobacterium sp. strain CP4, which imparts tolerance to the herbicide Roundup®
(contains glyphosate), and also a CrylA(b) toxin obtained from Bacillus thuringiensis subsp.
kurstaki which brings about tolerance to certain Lepidoptera, include the European corn

borer.



The term "crops" is to be understood as including al so

crop plants which have been so transforned by the use
wohorsesssibi nant DNA techni ques that they are capamiPeooso2204

synt hesi si ng anti pat hogeni ¢ substances havi ng a,

sel ective action, such as, fgf.exanple, the so-called

"pat hogenesi s-rel ated proteins" (PRPs, see e.g. EP-A-0

392 225). Exanples of such anti pat hogeni ¢ subst ances

and_transgenic pI abl e of nt hesi si uch .
TranSgRnIGAIOR GUNFC Comar A e AFcn oaRemegin BAL 2B P &
Blosnﬁ%rﬁelf)ur%i?ﬂamng\e@t %dn&ﬁ&ﬂBATS,aOldrdéﬂ'aéeéH 35058 Basel I$witzerland)

net hods of roﬂL;ci ng such transgenic plants are

RepogicaiVsa hitp:/h “to the person skilled in the art and

are described, for exan‘pl e, in the publications

ment i oned above C, Subst nces whi C
The (58N SBPEs KiDByLSIEOH AR NG S15p SHRE RIS URE Fevg been 0
transPFHABR IS thé 08 6M@beabinBhODKASchrifdis thst tbép@b&fa@abl@rof

sodi um and cal ¢ci um channels, for exanple th

synthgpisingigoiipgthogesic puhgiarces V'I”Séh\'?'%‘iﬁ'ﬁf’ 215N .su%f B%rfgwxample the

so- caﬂ&@t'ﬁﬁﬁﬁﬁenes%t}bhtéﬁﬁ@fémsg|(PRPB&$&%SG L BR-ASO sgalzizs)d Examples of
genesi s-rel ated proteins

such @nB@GZhQ%B)'G suhstansss ABY & ﬁP%Q%B'?éﬁ&éga?JP 83 ﬁ%ge%?“g such
antup%fé@@mé dapdiantes dr@knSWRITHY &Mé I #ebn EROAIOEIRId2GS WD 95/33818,
het érocyclic _antibiotics (see e.q. WO 95/33818) or
and Egfp- 61'%3%5 dP1 e pethers ef Prodeeing §“ah%“§9€8'°| Ranss éFﬁ generally known
to thepéélgeﬂ §R‘illé’c?fn@tﬂé arteha-#rabbsdiben! \%ﬂbxéih?@alﬁ&hé pabIRbASHEMentioned
genes descri bed in WO 03/ 000906 O her fields
aboveyf appl [ catl on of the active ingredients according to
the invention are the protec- tion of stored products
and stores and of materjal, such as wopod, textil
Antipafhegenie sibstrRRS Which B PeIrRIessechiY SYGh transaeRis P@h‘és include, for

exarrﬁ)‘?& §&H ehdiiel bl@éﬂe‘?é |¥ich BE bRICRERGHF S3Hieth alt BBIBRIM channels for
donmestic animals and productive |ivestock agains

exampissthe el KRE i&%%lﬁ%ﬁfqmat'lwp%syrﬁﬂrr@eﬁn%?mybwnthases

chitina8&¢; @lwaﬁaéés‘-‘ the &3-8dIRY "b&th@? dsf-itlted proRass t(PRIPS; S3£8.g. EP-A-
as enul sifiable concen- tra suspensi on

0 39%%2@eﬁmtmﬁtlwen@, s‘uggqapge%@rpgy%qﬂ Ry @crcacprggmgrpﬁefor example peptide
antlb%%é‘&‘ ﬁ&éroc?cﬂfc%ﬁ&@h@s aé "eet? ’WOCQEJ/(BG@ S?BiJﬂ)r’étéWéﬁ polypeptide

sol ub owder s, IS ersib ers wettab

faCfO[Eﬁo'ﬂM@V%d '“cR!@itspat@gﬁﬁ GP@@CG &‘1"0'6‘?4@9 Blankdiseane rPﬁ'S"ance genes”, as
desc%ym@ogmmes whi ch conprise - at |east - one

of the active ihgredients according to the invention

and which are to be selected to suit the intended ains

Othelaﬁgyjé BEa Ii@é{ﬁ"dd d)friﬁe ‘a‘bﬁ\%qﬁﬁﬂeéféﬁ%saccmll?d)@%@ ﬁ‘@gﬁﬁon are the protec-
I'n" these conpositions,

tion gf siqred prngxp@oqr@rﬁtorpg a@ph@[f Umlql rpu'gt],aé wogﬂnqexyeg,ﬂqoa coverings or
bundﬂrﬁé' A, 'imﬁl%?\gpleng '%Ectfoprpaﬁm@fy?hé Prthec‘ilgtﬁ & hlifaRedolfdsBc animals

Y, \c;)get hef wth_ | east - one
and pypdudiwe ha@stmk %gei"t% Pedls wé e hmyementienad type-t he art of
formul ati on, such as extenders, for exanple sol- vents

or solid carriers, or such as surface active conpounds
The ipwentiondhenefase 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 polymeric 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.



Exanpl es of suitable solvents are: unhydrogenated or

partially hydrogenated aromati c hy- drocarbons,
wonefsassishy the fractions C8 to Cl2 of al kyl bereemes005/002204

such as xylene m xtures, al- kylated napht hal enes or

t et rahydronapht hal ene, aliphgtic or cycloaliphatic

hydr ocar bons, such as paraffins or cycl ohexane,

al cohol s such as ethanol, propanol or butanol, glycols

and their ethers and esters such as propyl ene glycol,

di propyl ene gl ycol ether, ethylene glycol or ethylene

In theBb}e/poBrioRs Bhé Hbtivet Ih@'@d@h'i |@teh)ﬁl@%@ iy buelormipa eelidwydtive ingredi-
et her, ketones,. such i SO, hortﬂne or

ent 1041 BPI5H 8 ReaTIG PAIS 7 Y. RISICEAhS PR L i ot Zone of the

auxilibtié®cori/bifianally akédlindhe ag of eHrikidtivh, mhfa@@md@rs, for example sol-
N, N-di meth Iforn%gl de, wat er,, une oxi di z

r
ventsysRlidi FHEETS, Qp YL SIAcE; Gl PPTRROTIS | wgercz%ra%r
epoxi di zed rapeseed, castor, coconut or soya oil, and
silicone oils, Solid carriers which ar

Examplesgf|suitakle salyspts aimdniydisapaatsd ar B%Rm@f %ydi?%enaa%d gromatic hy-

drocefrHél% prad&RBYtha Hablicts (D’Qt6@1§lb§al§}ll§éhz@ﬁe§&.Ju@hhﬁ,xykﬂé @nixtures, al-
kaolin, montnorillonite or attap To im

kylatecheaniyaleras oriPERBIcre @htha{enpsalmhég Bb%'%"@h?t& Hgipoarbons,

such Bk @BFa#fic &Q'E%Fbﬁe%ﬂé GRShAE shtrphd ¥thehel: pfb@éﬁ@l or butanol, glycols and
absorbtive polymers. Suitable art|cufate adsor ptjve

their gthers ardsestene sglpa@amé%oyéﬁr@ qwob@sorowmglvgqj efheszethylene glyool or
ethyl I9@ol nriofetioy 'efher%?@ih?iehé Slyebl rREM3cAN! lether Aktlones, such as

sul I e non- sorptive carrier material's are caIC|te

cyclobexamna, ispphosers e diacetang alpgfolraiienel Refargiolienisapech as N-me-

thylpRIiRLZ-8he d%e’éh?%t%ﬂlﬁ@ or NrN-@TrﬂétﬁﬂllfbrMQFﬁﬂee wadl, BfepbxRiked or
In particular dolomte or conm nuted plant residues.

epoxidize ypgetablergilgceuchcas Wxéﬁiﬁﬂﬁfﬁoé\d@edd@mp'nﬁa% coconut or
soya bliGaridydifeont oife active ingredient to be formlated,
non-ionic, cationic and/or anionic surfactants or
surfactant m xtures which have good enul sifying,

SolidEafRFE Fhi a@@@s&@f&r'éﬁngfquteﬂdét@&nd Eﬁ@ﬁer‘éiﬂilé ﬁ&h@é"ré re, as a rule,
nment i oned bel ow are be consi dered

groundaatprab inefals sugh ag Gaiste, té'f’ lfﬂﬂl&ﬁ@?ﬂ*&iﬂf#'%tea%%tamigsﬂ Toim-

prov@fh% &9&&9%roéérﬂé‘§hﬂ i¥ alé%%sélﬂletts‘ 8d@high®f dibesrsd %méésp& highly dis-
sui tabl e accordlng he i nvent1 on are descri bed

persq absariveREIVGSIR SHIBbLE e tizto SUPYBRYECATHALS fohpianules are porous

typesS dpépgd Bu%%eabﬁck g?rﬁ jichtd o be‘h@ﬂrh‘t@' A§PuikbRERon-sorptive carrier
derivatives of atic or cyc- |oaliphatic al cohols
mategals §gg oaleiteer %ﬁndu quicutroals eéprgaﬂtlmba&?fo@raewa@ﬂ rgptgyals of inorganic
or orég}ﬁ@ﬁétﬁré/‘éﬁr%b U%ed, %Q%é%ﬂe g@nﬁﬁ%@% QQ&Z@éldues
=43 contai n approxi nately 3 to approxi nat el y 30 glycol
et her groups and approximately 8 to approxinmately 20

Suital:)%r cétaemia d:cﬂné(&ﬁld(s |o‘éb§t‘1dn9§‘3ﬁ kife B8 'bf’ﬁfér 5&1’% g1rgkr)ed|ent to be

| mat e roxi mat e
formlda@dsncpmlonl?e caillqn}q amdﬁorearyorm Surfeé‘taglt&yl Stﬁf?@m}gﬁmxtm%cwhlch have
goodsé%q]ﬂgkrrq/ @fsg %Iﬂ? b?oggﬁ,ye}é:ﬁltleﬁ/d%%ﬁ%ﬁ% fi’%nﬁgﬁéﬂ:ﬁéow are

only 1o5,lpa'@:pv,$ld@r@ @¢ 9xﬁjhple$, alhtge nypekley of tisthiee ﬁ@rf@qtgmg which are conven-
t|ona§ﬁ{§%3% Jrhé St %P %Hﬁ@ﬁ ghéf s&%b?ea%&gml %e.lﬁ\/enilpﬁ arzes%escnbed in

chai n an approxi mat e to approxi mately
thereeie\?ayitbheeatgn‘wcol et her groups and

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



approximately 10 to approxi mately 100 propyl ene gl yco

et her groups. Normally, the abovenentioned conpounds
woanisass3d to approximately 5 ethyl ene gl ycol BOTER261002204

propy- |ene glycol unit. Exanples which may be

menti oned are nonyl phenoxypokyet hoxyet hanol, castor

oi | polyglycol ether, polypropyl ene

gl ycol / pol yet hyl ene OXIde adducts, tributyl pheno-

X oI etho t hanol , eth | ene gl ycol or .
contal RRPPSKIERERY fdP FEP Ry SRGTycohsiar diorps ANd apgrosimately 8 to
apprcﬁﬂhéﬁélyazn €hrBsh 8lotnsah tine dyyt@Pé F)hé{ﬂlcetﬁy@r@daﬁ'lbbd @ﬂhcaSb'Mbpﬁ&lmately 6
ro

to ap B BRI IS, Staun it Heh 151 Teial O ez gy R so sutable are
watesgémtsle\pbly@ihy@ﬂe %&@b'a)ddh@%%lthéﬁol)hﬁ@ﬁﬂe@@ycﬁil kathylé@stiigiainopo-

pr oxi mat el 22 C atons as

roxi mat e
lyprogx]gge? Blyg@ﬁ( glké{lrgvplypégo)flg{)q @hu¢ol bayag I1 t'n @pproximately 10 carbon atoms in
the awmﬁlmmé’é;ﬁ%%t%ﬂb@ ﬂﬁ&éﬁr@ﬁ}nak&y\@so alhdneYlycol ether groups and

ydroxyal kyl or benzyl radicals. The salts are
appr@grgg@}yam tp apﬁrwmatﬁb(rmod?ro%ﬁn@je@col eeanareynss hicggaly; the

abov%@ﬁilcﬁ'lé'dfc@h%undmhQstoadp%ré&rﬁé‘t%w ! émgrahsbly@mwa propy-

| ori de_and benzyl bi s(2-chl oroeth g
lene Blbl?ﬁ’huﬂé Examanies \@Q'CBF"%MPQ EenEonad a5h |n@n‘$'9 nyRelyethaxyethanol,

castofa}l ?)blyﬁf%él@tfﬁarsﬂﬁfr)&oﬁ}ﬂeﬁ@ngolﬁféi)}émyﬁan%mtd@éddbcts tributylpheno-

surface-active conpounds I"'es "of suitabl e soaps
xypolyeiaoxypihaiiok é’loiyeﬂb{i%ﬁl glyge! ea@Qthanpplyemwemmnpb d\lgy suitable
are faHPGd bstbRDy &Wt%@éérﬁltéﬂ sfué'i‘i by Eéﬁbﬂ%tﬁw’éﬁen&rbltan trioleate.

approximately 10 to appr o- xi mately 22°C atoms, such

as the sodiumor potassiumsalts of oleic or stearic

The (?a%ﬂlc Bffa@hntsé Lgsﬁlemgw (ViaAeindryBniiBhfh %ﬁs%léﬁ §enerally have

obt ai nabl e for exanple from coconut or tall oil;
at leagbane gyl ragisal of approynaialys f@fanpmlmafeW%@|aéorn%ﬁﬁ§ubstltuents and

as fuﬁﬁé&"s‘ﬂb@ﬁtuer’ﬂ@‘@ﬁ’ﬁ%"lo eﬁ&@J&tHa%g%Héfe@f fovat §Ik9fcﬁ' Ié/@ﬁg(]yalk}ll or benzyl

nore frequently, 1™h particular sul f onat

radicalg) The sajts agg PfQiﬁ@Ph’dn Besntorm of atides, mmyﬂs\wéf@te&@g eavylsulfates
Exanﬁilé@’ér@fdéarﬁmnﬁé%ﬁ;ﬂ&r‘ﬁﬁwon&?n ghibHi&and B@nzlnyngél(li _chidy i&ﬁﬁ}eﬁ?yl-

d fatty sulfates are pre- sent as
mﬂméﬁﬂﬁﬂméﬁmﬁéubstltuted or unsubsti t ut ed) annonlun1salts
and they ge- nerally have an al kyl radical of
approximately 8 to approximtely 22 C atons, alkyl
Examglesooftsyitglele aum&ssﬁ@@%né%arﬁrv@tawqh@l@ Heans Mryvatapsulle synthetlc

surfaé’é a@ﬁ)@ odnfbunas. SExaﬁ%@J)@s%ﬂ%l%“s@aH@Xretiﬁ? AR élf@ﬁﬁiue e% (un-

sodi um or cal ci um salts o nosul foni ¢ acid
Subsftth@ddméwlt@ad)r nmeniekn saltspf faity @pu#Salna\@ng aprexiplately 10 to appro-

x1mat%ﬁ/] Zfzaé%tcmlé(ts%ﬁ aBt %églgmforr ?IhH’lr Qlt];; oﬁﬁfe}’c &<i&sic acid, or of

IS group asom e sulfuric
naturébftaﬁy QCldrﬁ@IthltﬁSfWGfE ammgmableff@t Q)sarrmlesim@lqo@owlczm@l oil; mention

must %392 o i ggé' 6f ﬁng f%tgﬁm mn@%ﬁ%ﬁ%égﬁg@eﬁp%gwlg ggﬁ%tants are used

onat e erivatives
moredaquantily, In particwarnfatty sdignates) atly suliatey, wpdatedmnclmldaﬁole

deriv%ﬁ@é%b'ﬁgf;aﬁ{l ¥ulﬁ%ntgge§?g\§ agr?&ﬁemfljaﬁg %élfo%a%soéfﬁi faﬁ%@ﬂﬂtgsc‘ are pre-
sent ag alsalh aﬁ@ﬂnamm anfsshstitstedfor desybstited meynoiomi saltaaind they ge-
el Bt R b IAHIA L o ey PE e, s oo be
unde;smmi a lecladleg trﬁejalkﬂencmatyeqf asyllradlbdile ehopidsaviash maydie mentioned
are th%ssoséﬂ!rﬁ Br Qélcibp]esaﬁ}g % ﬁ&%siuﬁor%é tagl{d gffthg dgaecylsulfuric 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



nonyl phenol / (4-1 4) ethyl ene oxi de adduct, or

phosphol i pids. As a rule, the conpositions conprise
wonoH0858B001 to 99.9999 % in particular 0.1 teCoEPA05/002204

of active ingredient, and 0.0001 to 99.9999 % in

particular 5 to 99.9 % of -4pat least - one solid or

[iquid auxiliary, it being possible, as arule, for O

to 25 % in particular 0.1 to 20 % of the

nposi tions to be surfactant qéﬁ@l ch case is

sulfongied beZimiERgele Klenvaives Pedprabli sobial 2 sBRRb SaLPs R0 &gty acid

radicdl®f 8pProfieitélg @ ta%ppﬂmmét@lyadzl G afhid. |E3<bh'©l®<m @&yleﬂlﬁjlfonates are
end user uses, rule, dilute coEg03|t|

the sogiye, %ﬂgmdértaﬁmncr'@mron&%e@mfﬂw nﬁnea@{]qn%ac'g Of dibutyl-

naphﬂhﬁ%@gjlﬁ)ﬂb acid Bﬁofaéiﬁébﬁtﬁéde&fsuﬁbﬁc ‘“a@ﬂﬁ@ﬁmdldélﬂ/ﬁe condensate. Also
accord to the invention can be broa

possiplgrase, d‘gft re, Sifgolg PhesRIAteS s'yplé@glspﬁt%gp tﬁe phosphoric ester of a p-
nonylBh&rdiEk )’éﬂ%ﬁenebd/xlcﬁéjé’dldl@:t O pRbspHYgiEE] ci dal Iy or
acaricidally active i ngred| ents. Suitable additions
to active ingredients here are, for exanple,

As a fuid rtﬁ@@d%?éélﬁcﬁfs é?fmprfsB@rcfn@b loovh R99s. |99§§%3 |mf)arﬁ§l§lar\/@1 to 95 %, of
I ngredi en orus conpounds, nitrophe

0sS ol
aCt'VQi'égfed'%tqr\ﬂé%:oo %%‘EQ%; inRastigUarfpiofgR &, of - Patieast - one sold

or ligli@ raﬁﬁﬁ&r?' ifB&ing %ggg@hg@gm@ed@; b\M8bbeSh pbll‘t%al%r 0.1 to 20 %, of the
pyrrol e derivatives, carbamates, pyrethroid

compghitions Waheewrl%ﬁr&% Kl tibAach erspl i pepEent BymeeghtL While concentrated

comp@gggﬂé §r’éerﬁ8i‘erk§}eﬂ3‘?lreb\éétdo\‘r?rﬁercl£ﬂ§ bRAilaBRSgoode b &Akiuset Gi§es asa
Bacillus thuringiensis preparations. Examples of

rule, e eerappsitiang whish Bava sansislepiily CPWRﬁ”U@%OQScﬁﬁ?GHYﬂi@Qred'e“T
selected fromthe following group M Goup M

especially suitable m xing partners for the conpounds
The astivityodf e ompositionsnaachIdirbie: the ivepHmeambh prpadened conS|derany,

and ag%BfeHrfStpPé\}aﬂmg%YrB%%hbéé By rél'dah‘fg(iitﬁer iGECREBAIY SR acancndally active
nt hi uron; di azi non; dichlorvos; dicrotopho
ingredipaipc Sitatle a@@mw@acbve noRdients here grarfef ﬁxqge%{%representatlves of
the fdll%@ﬁgfdpa%seé %fjéﬁﬂlﬁhﬁéred|'éhﬁ°9fg%ﬂ§phé§rbf18mérc‘éﬁ1pounds nitrophenol deri-
cri hi on; = nonocr ot opho
vatlvqaahstaas,d@\reml@h@fWo@rmam'@%|b§ﬁzopéleeefm)6%waﬂ'ves ureas,
pyrro%tﬂe?i'vgﬁ\@secérbgma{&ep r@ﬁﬁblhé %Iérméfémd%&'r&r%t A&Idteas, pyridyl-
fromstrain 1; pynetrozine;
methwemn@@yrlmte/es rﬁé@rﬁbﬂﬁeen@ommtmqs(ﬁr@@a%'uﬁ Hripatsesis
| uval i nate; thiocyclanm thioneton; aldicarb,;
prepér?ll'bnr%hos nmet hyl ; benfuracarb; bifent hri n; buprof ezin;
car bof uran; di butyl am not hi o; cartap; WO 2005/ 085234
R d%rd%)é’c'tefooﬁo th
crarfi SERRRGLADGHA nd Porkl el TS SampSie ko e
followirg QIOUQMer met hrin; dettamethrin; d| fl ubenzuron;
endosul fan; ethiofencarb; fenitr ot hi on; fenobucar b;

f enval erat e; fornothion; methiocarb; hept enophos;
Group : st : gi raiXing axtaans for therdompounds of fognwadcar b:

azanfé%&fcﬁl gﬂBhQ&lW}h%s {gﬁ}él &?@%?ﬁhggﬁ t‘BIQ'Ee%o)zrlljarz;me,
dnafemhﬁjmzm@lmmamphc_h@r\m_f disrotoptiosz dieyalanil; feneuynaceirflyazuron;
furatl#ig&%'qggfolfgﬁ ;iodzférﬁ{h%gf iih?ﬁgég‘ lﬁﬁéf‘uhll&hHe‘fhacﬁbljl&f Hé%&é‘chlon

enpyroxi mate; pyri dabern; "fé&naza
monocrotophos; phosphamidon; profenofos; dlofenolan a compound obtainable from the

Bacillus thuringiensis strain GC91 or from strain NCTC11821; pymetrozine; bromopropylate;
methoprene; disulfoton; quinalphos; tau-fluvalinate; thiocyclam; thiometon; aldicarb;
azinphos-methyl; benfuracarb; bifenthrin; buprofezin; carbofuran; dibutylaminothio; cartap;



pyri proxyfen; pyrimdifen; nitenpyram acetam prid,

emanectin; emanectin-benzoate; spinosad; a plant
wextrsass23that is active against insects; a preparaPRms/002204

that conprises nenmatodes and is active agai nst

i nsects; a preparation obtaijgable from Bacillus

subtilis; a preparation that conprises fungi and is

active against insects; a preparation that conpri ses

viruses and i s active agal nst insects; chl orfene“)

chlorfiueapieat ehlorpyrioaa@itthiin: Bmbsacypglothrig] %‘HB%EYFPﬁrFW rin; zeta-
cyperﬁi@tﬁrfnaéeltﬁ\zetﬁﬁ@%flub%%kﬁﬁhoénd%su% REHIGrenddrb; fenltrothlon

azocyclotin; bendi ocarb bensul tap; beta-cyfl uthr
fenobapab; fepvelpEaipTERmOtBionBIsHRcar; NeptapReARs; imidacioprid; ‘thiainethoxam;

clotthMB@Ci@E) DiR¥Aib; mhHnfiiByidsd ﬁ@%mﬂﬂqéﬁﬁﬁ%; p&l@lﬂ’ﬁ@ﬁ )Harathlon-

car bophenot hi on; chl oet hocarb; chl oret hox%f 0S; | or-
methylepfiRsglone; RItMCaRRs tIPRGIUrAEIBPDAYIPR; telaUiess ﬂ%fm?ée fenobucarb;

' Bbéh; f
tebuf%%%b%oh&%nll 35@? t@gfi]&@m @M&&?&P%@X&%@?@ﬁ@ &h; fenazaquin;
pyriprekyfen;eisiditene niteryrarg; sastapiRis: emameinh pMaNesHekenzoate;

[
spmo%ﬁ%%@%{raﬁqhaﬁg rl%%p oa@ﬁﬁsgﬁéﬁhﬁhéb%pagﬂg%qg%t comprises
nemattedes.andtis actyei against insectsi @@eaparaﬂpéw@mwwpw Bacillus subtilis; a
prep%r? tfﬁfjcl a{ﬁ'@eg:ﬁﬁ# and id84103 m%ﬂ iHE44; @dHePAration that comprises

enoxur on; enp I ox; fonophos;
wrusésnanchls aetivecagainsifissais: oRlorferaRyr: w@ﬁalnatan@nr@ﬁthrm alanycarb;

alpharﬂr‘?éipfﬁr{]ﬁﬂﬁt‘f’%(z A%OS%%Oazlhﬁ{d%%'yzﬁﬁhoé ﬁ/PfaE&R)&Eﬁn bendiocarb;

I'ver nect nmecarb

bensulzgs bétarpfliniBRHCS émf@morom@h@mqss AU enss biufpoarboxin;
butylgg}??&ég Husaﬁ}?@ %grb 6opr%’ﬁ5{m9tcﬁloe%@%L chlorethoxyfos chlor-

pernmethrin;  phent hoat e;
mepmnlsocnatr@smgthors,rmcytmmgﬁofﬂntq;ilne, AY3IRPEOM cyplpmqwrﬁh ¥hexatin;

demé%ﬁ) Wﬁ%rngho gﬁ-‘shmgfhgf' BICﬂfO‘f’é‘tthlBﬁ Qilﬂ@%@ ‘diethion; dimethoate;

yrac ent hron; pyresnet
d.mewwwhowwom&mn addenrths;eesfga\ralqrmeoﬁthl@b@mqf@prox ethoprophos;

etnm?llijtlﬁf (f)%rﬁr]r?l%ﬁéél %&L@ﬁwo%&%%&@%é% fBI%}HPétthBﬁﬁyrad fenthion;

t ene am tetrach orvin
fluazinhina Bleystoxdront ﬂuuamfe'rr@ie, ﬂufﬂn@mr@mfbﬁenm%ffamnbos fosthiazate;

fubfeb?#ognl-aléhl bhexa{flﬂ”ﬁ:’r&g 'h%Q?’(hi%zo%i RY- ?!53 'iﬂ?Blbé}}fﬁ lid AP NBoxathion;

riazuron; tric unmur on,
lverntelctlmmftlddatbm'rb mwathrmsmﬁenNWSymw@hWB, a3 gilbemectin;

mox% ‘%‘@2@% 'NE 15%%@5@@%& oké}ﬁg@&?%rg?g]é)@e M%;?’B%‘ B&methrin;
phenfhmgimhpmm@@emewmamm pirmwm Mo@rlmmos \ @rareedasN RigPaphos;
prothbc,}fé #&ﬁ?%%béﬁ %%“Eﬂég?éhgnﬁ%ﬂ‘ tpgrésp’/%tﬁrrhwﬁgl%tﬁmﬂ@?ébufeno-
zide; Isafithiongsebulds; Bﬂbﬁotepméprnf@abt@but@epwedetebﬂmumphm tefiudlyin; teme-
oot S-ARIRLRER 02 a2 ¥oaPladt g
thuriniglerising tm{lorﬁ&hﬁh +ridviathend; thiazophos TidiadurenNyichigrian;-trifigmuron;

trime;"rlt}gaiig??r ya d %1 é(yl_yl\%ft;rﬁé ]"_;%91 /§§/¢{% %%hrlmﬁﬂ_}#g@fﬁ —M'\/Tdoxacarb

methEﬁﬁeﬁozlddVbnféﬁ‘ﬁaﬂe KNIC (T,53yH1 metitylcaibaate)r oMheTurg® pathogen
207 .+ M _T72.273 + M_T73.1 + M_T73.3 + M
Metaf5uBGRphle 173 575 + M 74 1 % M T74.3 3 M 1751
+M T75.3 + M T76.1 + M T76.3 + M T77.1 +

The following mixtures of the compounds of formula | with one member of the group M are

preferred ( in the following listing, “M” means one member selected from the group M. )



M T77.3 + M T78.1 + M T78.3 + M T79.1 + M T80.3 +
M T81.1 +M T81.3 + M T82.1 + M T83.3 + M T84.3
wo 2005208823985.3 + M P2.001 + M P2.002 + M P2r00&P20050002204
P2.004 + M P2.005 + M P2.006 + M P2.007 + M
P2.008 + M P2.009 + M P2.04H-+ M P2.011 + M
P2. 012 + M P2. 013 + M P2.014 + M P2.015 + M P2.016
+ P2.017 + pP2.018 + M P2.019 + M P2.020 + M

ST ﬁan%apa i szf%*r%%efin s M 2 W2 M T+ o
T6.1 PM:0B8)3 + MW TRP2 +031TA3M MPP21032 M; 182.3 RAMOBSS. # +NM1; T46.3 + M;
T50.1,+ i 169 3 o2 M T8 P £ My 580 DM To275 % My T &Mt 3.3 + M;
T72.P2 .r\%4|372+3 Mwm; RZ 220 #MMT7P27845V1+TM A1 RAMOERB.3-+M; T73.207 + M;
170,875 M6 7880 Ve i MBS 753N 45 gl (5.1 e MoBEb 3 i 7.1 +
M; TH23 Qa9%; F7eM +RE. 1073373 F MIT7821 938 T8old + WE 1@591 #MVITSH’?B D60 T82.1 +
M; T@ZBMGM;P'&S% }'M a@%g 8§ 3 6@52%—} P2 S/{@g 09§ gﬁgfiﬁ;“;‘ + M; %2 004 + M;
P2.00%+ 85 P2t0d8 + BB P@7c§b7++ M; PBD08 71N PRM00B2- 1372261 M+ WP@75$1 +M;

P2.0&2¥M5322}81&4+ -&bl}%ﬁ 4.+ & ?gé)1§8bﬁng40%2 'WBEEEM M P%1 8+ M;

|t>2.of§5b|</l %Ef%%df RE. P@&%gtb zhsds PEZ)@QSAMZ Pglgggl M8H2. ﬁQMgOPWZP@.S% +M;
+ . + . + + ; +

P20y P + B s, B Pt P985 MLREBo{ L heeAbaz + i

P2.033 Mii; F220806 Mk F.0332+ A0 P2io38l + M2 P87+ M PR23899M; P39 + M;
P2.100 + M P2.101 + P2.102 + M P2.103 + M

P2.043+ My £ 204 + Phi PRoit2,+ Mi PBD480sM: Pi%104ﬁ>2*.2"1'bg2~94§4+ BoP3.946 + M;

P2.047 Mm:22 3484+ wi; M2, 0492+ MLE2i050 + M2 P21+ N PPD52 12v;PMD53 + M;
P2.113 + P2. 114 + P2. 115 + M P2.116 + M

P2.0pb+ §-P21034 + b PEIG56.+ M FBDSTTOM: PRI0SB: Mg PSRy 14pPa.960 + M;

P2. 061 MM Fi&deé‘& glz Mlzzc‘y;é%;l% P2.0¢4 + WP@%S‘} M PPR66 29M;HPMD67 + M;

P2 0 ety e PR3 M go DTl M PEDTos Wy Pbr Y sAoP A +

p2. Oﬂ?"*i\g’gsz:OM + K2 P37 74 M: PR 7837 M PM079R2MLE8.080 M M; P2.081 + M;

140 + gI/L P2.141 + M_P2.142 + M P2, 143
P2.082 pM;32.9: +M:ra2-0aﬁz+ 152,085 + My P26 ¢ N PRH8{ 4 M, PR088 + M;
P2.08%+ M-2r09d + RE2-FRA 1+ M: PRk OM PM09B2- (iS22 09N+ M; P2.095 + M;
P2. 152 + %;7 P2. 153 + % P2.154 + M P2.155 + M P2.156
P2.096 1M;g22.997+ M i2.G98 4 ¥ P2.G49 + My P290F N PRI 01 ggViPR4102 + M;
P2. 16§+W1P2*1M +R‘2 P]26ﬁ)5++ M: P|22101=36+3M+PM10|?2+ M6A241 08saMdP2.109 + M;

rrp03|t| ons can al. so C

P2 11y PRRE. 11 0 211D PR + 65 Pach AP 155 M; P2116 + M

P2.1$% 3 PZ 816 M ;#2. 1Xamlre, ww%umd W PeRezictiizel 123+ M;
vegetabl e oi | or exa | e _epoxi di zed coconut

P2.1 2 6 2 b2+ a4 M 2. PR geeagn My 2. 180 + M;

P2.15PY.a1:P3.) 32 2M: 'Ffzom@r lvf @i, ﬁ?ﬂaﬂm ﬁzsﬂsbwmnﬁz%m M; P2 137 + M;
reservat i vVes, Vi scosi t)é&re U at or bi nder s and/

P2.1 8 MR 180 + MG 140,60 P8 14Jh bk PRGTR eV RaridaiH §2.144 + M
P2, 12‘1§+ M‘Cth exd P, Fﬁzoﬁﬁ fi tvF P%ff‘zt%cl R, Pb%genxmmab%o +M; P2.151 + M;

bact eri ci des, lcid nemat oci d Ieli
P2152;ﬁM;R2;i@’3+M P2 54+M P2155+M P2156+ P2157+M P2.158 + M;
P2.159 + M; P2.160 + M; P2.161 + M; P2.162 + M; P2.163 + M; P2.164 + M and P2.165 +

M.

The compositions can also comprise further solid or liquid auxiliaries, such as stabilizers, for
example unepoxidized or epoxidized vegetable oils (for example epoxidized coconut oil,



nol | usci ci des or herbicides. The conpositions
according to the invention are prepared in a manner
wenossgss se, in the absence of auxiliaries POI/EP2005/002204

exanpl e by grinding, screening and/or conpressing a

solid active ingredient and7i-n the presence of at

| east one auxiliary for exanple by intimately m xing

and/ or grinding the active ingredient with the
apecB PR ST T oML PSS B b e escosny
regul&torsp bindds arfd/dr@achﬁieas Ifefftiizers e other egtivedngredieots fohagdeving

specii s v ortoas paeSRifes HoEioss bopAfelde b .

mollus&tibelsr lgrbicidesr ol | i ng pests of the abovenentioned
type, such as spraying, atom zing, dusting, brushing
on, dressing, scatte- ring or pouring - which are to
The d@mp‘@glltlenﬁ &ctotding to thetimention aregepaieasn afmarner known per se, in the

abse Vg’lléllf(lk? gfIOIF %}lfjam 3 ?g;'%ﬁ ng %cggggnqeﬁ}@/ﬁr c%m[&%gsmg a solid active
lngre@bmﬁthmdeﬁm at fyast ondanxileupja exampfe yhietimately mixing

nventi L cal f co e between
ancop Y HEAIVG AT TE T By B Ber R GR 2950 ThES Bl Etee for the
prepdi’étldh(‘dfltwéécdnﬂgdiﬁfbr\%rﬁnd thé esdé at meal‘onm@phdsaftfocmulp& ffor the

hectare i s generall to g ) activ |ngred|ent
prepajion i iSRS Pk ISP 3 F00I 008 M

preferably 10 to 600 g/ha. A preferred met hod of

Ilcatlo e field, of 0 [ IS .
The a&,ﬁﬁq‘qﬂeatm% 09oF ﬂ\@ 90@9055@"&*&1{1 f @*epmsﬁtogs Of gprtglling pests of the
abovéRghtiohat de) sudd adpraging aasinkiirey, dostieg, BﬂIshfrigeﬂ[uelms}s;ng, scatte-

and rate of applicati an
ing § RPWGTG WO A1 1 Heneaded B sITEE Qe AR 13k Proupijng iroum-
stanckBe afg the/gsd STARE dbMPbsiticrRiTor e@rﬁl‘bllmbq)episao’itme sbaveintentioned type

are olgeY EMISoHp PRIEIATUAP TR s B RRICPRT S e pgtvesh :F and 1000
ppm, |p‘i’é¥@fdb®rt§l§tw&9@1 b h%r@CBOCMﬁJnh rtﬂfa%ﬂ\l'eehgreldmrﬁ of hedafeodsfrapplittallon per
he 1ocus e plants,. for, exa

noctay s GaREiA 4 1P 20D 4TI PO PRLNSLeIR) 1 paricular 10't0 1000

g/ha, deéTbiabit 1001)600 gthd.he case of paddy rice crops, such
granul es can be netered into the fl ooded paddy-field.

The conpositions according to the invention are al so

A pre‘FéHécﬂhbtlhoB?f abﬂilﬁtaﬁé@trﬁﬁb fflénl d!fcrcni mfecﬂdsmrs dppliedtionno the foliage of
ria or _exa

the pL@Qan(gpllgr ameﬁmrgelFBevﬁg gﬁ{sgble t%ﬁﬁ'ieﬁgf eo&rgg?%élacﬁ ra?i;1 8? apphcatlon to

matcRBRY tr bpunf%%tdtﬁbﬁ QVIth-EHQ pB&an agaéﬂdhnAm@hawew th&aﬂcﬂsye mgredlent
treat OSItIOﬂS pri.or

can rgm;aglag@%ua&%rq% systemy @estgmccﬁctl?@ ébﬁf | anlng ﬂgé locds of the
plantﬂnﬁtﬁ RNRALIMMposkiGh %@ng &%ﬁﬂﬁéﬂ £ERRROR @@%@ﬁﬂ soli@8orm into the

he conpositions can to seed kernel
'00US(Qfé%€t PiAgYs; fos .empleupto%%&?' éort%mpéﬁ e Tqri ¢f gr?m&%ﬁ goil
appllé‘aQi'EFHP% {HeWhsBlof Bﬁd@pﬁ’éé’éraﬁs BubRYRnURSs an btered into the flooded
osition. It is also possible to apply the
paddmfj osi tions when the propagation material is planted
to the site of application, for exanple into the seed

furrow during drilling. These treatnment nethods for
The gsirepositions paepidingo 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
compositions prior to planting, for example seed can be treated prior to sowing. Alternatively,



materi al and the plant propagation material thus
treated are further subjects of the invention. The
weoexesses4whi ch follow are intended to ill ustraceErhm®s/002204
invention. They do not |limt the invention.
Tenperatures are given in dagrees Cel sius. The
abbreviation W P." neans "nelting point'.
Preparati on Exarrpl es Exanple P1 C NH2 C& COOH 1.9 ¢
n
the odysishigig Bah b8 ap P TEEBHERAAN [Beindl” kP e 2ofiing the komels i a
liquid cbmposition Orli3y aommg R layfer pf amhﬂ;c@npwmy-m a||§ﬁlpﬁa$lblﬁé0 apply
0 r e
the oqribestop? i e FigpRG! RN Bianlolf d 8 5ho BPaatit for
exampletifito26@seed fofroacfieiog siriiodi Tinesstifeatingst methads & péand propagation
th e
mater3) i s e D) cPESHA LR oo Bl by subfiss of the invention.
sulfate and filtered, and the flltrate IS

conc ntrat n_va
The eiaRPRE W 2l e iRed 3t PySkeRing Pieddy TrgPERRHn the
inventidn. Ténﬁ)%re(tdceshrémweﬁf irv8edrdes Celdjys. TheabbreyialiomfM. R.” pieans
. ﬁ Exanple P2 CF3 CI \NC GOt NNN In a
melti QtpP'S'Sen at nosphere 0.5 m (5.75 mmol) of oxalyl
chlori de are added dropwi se at room tenperature with
Stirrj t.o a suspension of 295 ng (1.0 nmol) of
Prepata les (3
chl oropyrid-2-yl)-3-trifluoronethyl-pyrazole in 2 m
of djchloronmethane. The reaction m xture WO
Exampigde} 085234 PCT/ EP2005/ 002204 -49 is stirred for 1
hour and then added dropwi s€lto a solution of 0.25 g
(1 mmol) of the title undnef Exanple Pl in a
m xture of 20 m of di xf hafe and 0.38 nl of
triethylam ne. The rea ture i s subsequently
stirred for 3 hours. 0. 204H of tri et hyl am ne
are_added, foIIovvedb the ditio a.single . .
1.9 9447 RO N-oploragucpising 3q 0o She BhafSaie itgle are added to

a sus?@hgoﬁ B 25iEs. 3g|hﬁ100QﬂQtdrﬁ|ﬂoIE -¥4rB68/-hapHihaenesihi 100awl of
hours an
tetrachloromethane. The reaction mixture is stirred for 18 hours at room temperature, treated

with 250 ml of aqueous sodium chloride solution and extracted with ethyl acetate (3 x 250
ml): The combined organic layers are dried over magnesium sulfate and filtered, and the
filtrate is concentrated in vacuo. This gives the title compound in the form of a brown solid
['H-NMR (CDCly): 8.53 (s, 1H), 7.98 (d, 1H), 7.73 (d, 1H), 7.55 (t, 1H), 7.25 (t, 1H)].

Example P2

CF,

Ci N

i LN
X N
o Cl

N7 \

e} ~

In a nitrogen aimosphere 0.5 ml (5.75 mmol) of oxalyl chloride are added dropwise at room
temperature with stirring to a suspension of 295 mg (1.0 mmol) of 5-carboxy-1-(3-

chloropyrid-2-yl)-3-trifluoromethyl-pyrazole in 2 ml of dichloromethane. The reaction mixture



concentrated in vacuo, and the residue is purified by

columm chromat ography [silica gel; hexane/ethyl
weacetsass3§3: 1)], which gives the title conpound@Ci/EPRMNEBD2204

(CDCl3): 8.78 (s, 1 H, 861 (m 1H, 830 (m 2H,

8.03 (dd, 1 H, 7.78 (m 1.Hp- 7.67 (m 1 H, 7.56 (m

2H); M5 (electrospray): 477, 479, 481 ((MtH) +)].

Exanple P3 CF3 O\N O NCd NIHNo OHNCH3 (T1.1)

s 5, T SO P TRORY e B s el oo

comp¥iiidlofEiafipleB1 irpaanisolaiti 20nmbéf diciotometiGnesaneb8g mbof

e o or SRS TN 0 e AT o

triethyi&Hhind ah®Hddedafdllowed bydhe additidroof @ sinylequpiaratfi.22 goh (.8 mmol) of

concentrated. in. vacuo nd the r.esidue. | i fi
metharg AE R RITEATS oot el € e iR Phfd ho§py
concehEradah gh&l)d, afd etatesidud:id plrifietbycdolughv elsrotriedodraphiyesilica gel;
o SR e o S B B oy s 1
8.61 ((779,11 H3H8.30 (m8ZHY, 8.03L(dk) 1HY, 7788 (0, 1H), FIB7 (m7 1AY 7.56 (rd, 24)); MS

. 64 %dd 1. H, .2 70 (d, 3H); M (electrospray): 508,
(electrppprayy 47 7¢ fRAHBH (MHE anpi e P4 NI-12 0 0CHB N CH3

0.91 m (8.46 mmol) of nethyl acetoacetate and 1.98 ni

(16.9 mmol ) of tin tetrachloride are added to a
Examplg 3 on of 1 g (8.46 nmml) of 1

- am no- 2-cyano- benzene in 200m, of toluene. The WO

2005/ 085234 PCT/ EP2005/ 002204 -50 reaction m xture is

heated to reflux for 2 hoiffrsSyallowed to cool to room

tenperature and co&c@ RO i mpvacuo. The residue is

suspended in 250 m jof aqueoys godi um car bonat e

sol ution, and S ¢ j stirred for 30

mnutes, allo i and_oV

extracted w t hxetf 2 x 250 m). The

conmbi ned organic layerslare dried over nagnesium

sulfate and fil tered,Ht’HeCﬁi Itrate is concentrated in

vacuo, and the yellow solid® (T1.1)

In a nitrogen atmosphere 1 mi of a solution (2.0 M) of methylamine in anhydrous

tetrahydrofuran is added with stirring to a solution 6f 0.07 g (0.15 mmol) of the title
compound of Example P2 in 5 ml of anhydrous tetrahydrofuran. The reaction mixture is
heated to 50° for 1 hour, ailowed to cool to room temperature and concentrated in vacuo,
and the residue is purified by column chromatography [silica gel; hexane, followed by
hexane/ethyl acetate (3:1)], which gives the title compound T1.1 ['H-NMR (DMSO-dg): 10.80
(s, 1H), 8.53 (d, 1H), 8.45 (br s, 1H), 8.21 (m, 2H), 8.08 (m, 2H), 7.87 (s, 1H), 7.78 (t, 1H),
7.70 (t, 1H), 7.64 (dd, 1H), 2.70 (d, 3H); MS (electrospray): 508, 510, 512 (M+H)M)].

Example P4
NH, O
| A OCH,
o
N CH

3
0.91 ml (8.46 mmol) of methyl acetoacetate and 1.98 ml (16.9 mmol) of tin tetrachloride are

added to a solution of 1 g (8.46 mmol) of 1-amino-2-cyano-benzene in 20 mi of toluene. The



residue is triturated wth diethyl ether. This gives
the title conpound in the formof a yellow powder [’
woRNgRs§BDCl 3): 7.88 (d, 1 H), 7.77 (d, 1 H), PCBEPLWS/002204

1H, 743 (m 1 H, 7.06 (br s, 2H), 3.96 (s, 3H),

2.82 (s, 3H); Ms (electrosprsy): 217 ((MrH) +)].

Exanple P5S FSC-NCO N~ N~ NOO NCH3In a

nitrogen atnosphere 4 drops of N, N-di net hyl f or man de

; 0 [ r

react e heplbel o rolaciir BB, afndl itk E1bPinapBlsfye ana
conceispbehini \AanucmeheQrE@dug ig @s&éndnd)lh)QSOfml of aqueous sodium carbonate

solutlgn C@fﬁﬂélé%oéﬁ%m%% 8{{?&% or §8 r@ﬁﬁ%ﬁ lltoxrf)ﬁ tc%I gtrggg%&ﬁ%lgrﬁ%nd then

xtraa:tedtvmtheatmyt asétater(8ck I56r mm Tioricombihed sjanieriayers are diackover
in. e.is co-e oratedtre .
magntelswe\/‘rig%f)ait%alt‘?é] ﬁlbeé%g th ﬁl’trfaﬁ Sls cgng%g Xe n;vacuo, an (}Ee yellow solid
residueisugiteated with diethyh etreustrésn gives tHeAltle cbfiipoamd {rDth838rm of a yellow

o oA B ST IBSAI L9 25 oSSAES SR, 1,705 ore

2H), 206719 8H), 282 Ex @] MSHRélectrosphray): 20f (MaH)Y®he to give the

suspensi on "B". The suspension "A" is added to the
suspension "B", for a conplete transfer of the
Examplsspensi on "A" into the reaction flask the vessel
cont ai ni ng the suspen3|,98 "A" being rinsed out with a
smal | amount of a m xturé gf &Iol @ene and a few drops
of N, N-di net hyl f ormam de. Jhe\readtion m xture is
heated to reflux for 3 hou al l owed to cool
to roomtenperature. The yel gipitate is
filtered off and washed w (Sjl ethyl ether. The
filtrate is washed with 10, Ml pf water, and the water
i s back-extracted w it tate(2x50 m). The
conbi ned organic |ay are dried over nmagnesi um
sulfate and filtere rhgy? cf{l_r,ateis concentrated in
vacuo, and the residue is purifi%d by colum

Ina nﬁmgéﬂﬁitmgé;ﬂr@i*é’ aldpdpd SN mechlmeh@rlfaﬂﬁdrﬁibsﬁhdmms ml (0.93 mmol)

whi ch gi ves the title conmpound ['H WD

of o)y EJtle S SRS EPDSS PO R e PRI it 4 2 sysension o
250 n(7éigo .86 h‘)mol)gefQﬁcdrﬂogh 8- chl&;_c'i)b%n&-@ryl)ls Eﬂ)fluo%n%?h)(lg)yra]zo@ in 10 ml of

dlchlo(r%ethfnpb Th%?eggtlc(rgmlx is Wgre(defpééppgrs H]%%lvenjf isgremoved in vacuo,
and tid Msidub)id co-B¥asRhed RreBTtimesvifNoluene and then suspended in 3 ml of

toluene to give the suspension “A”. 105 mg (0.858 mmol) of 4-dimethylaminopyridine are

added to a suspension of 185 mg (0.858 mmol) of the title compound of Example P4 in 3 ml
of toluene to give the suspension “B”. The suspension “A” is added to the suspension “B”, for
a complete transfer of the suspension “A” into the reaction flask the vessel containing the
suspension “A” being rinsed out with a small amount of a mixture of toluene and a few drops
of N,N-dimethylformamide. The reaction mixture is heated to reflux for 3 hours and then
allowed to cool to room temperature. The yellow precipitate is filtered off and washed with
diethyl ether. The filtrate is washed with 10 ml of water, and the water is back-extracted with
ethyl acetate (2 x 50 ml). The combined organic layers are dried over magnesium sulfate
and filtered, the filtrate is concentrated in vacuo, and the residue is purified by column

chromatography [silica gel; hexane/ethyl acetate (1:2)], which gives the title compound ['H-



Nd | H3C HNY CH3 CH3 (T38.3) 0.022 m (0.262 mmol)

of i sopropylamne are added with stirring to a
weuspassizon of 40 ng (0.087 mol) of the titl @CT/EP2005/002204

conmpound of Exanple P5 in 1 m of anhydrous

tetrahydrofuran. The reactson mxture is heated to 60

for 90 mnutes, allowed to cool to roomtenperature

and concentrated in vacuo, and the residue is

NMR @%@%g%ﬁg tﬂqm one gﬁg%t(%%i;lqm %éék ﬁq{?es t(ﬁe } 67 (d, 1H),

7.45 (0Q Ep U4 m 181),[3.68 (dyRH) @ﬂﬁl(el)ectrosplaquas((mwml 8. 42
(d, 1 H, 809 (s, 1 H, 7.81(d, 1 H, 7.71 (t, 1 H),
7.70 (d, 1H), 7.60 (d, 1 H, 7.48 (t, 1 H, 7.36 (m

Examplel®s 6.31 (d, 1 H), 4.23 (m 1 H, 2.30 (s, 3H, 1.16
(d, 6H; M5 (electrospray)se517 ((MrH)+)]. Exanple P7
Nl-12 0 OCH3 N CH3 Startipng ¥rom1
-am no- 2- cyano- cycl opentfIN\-ene, the title conmpound
can be prepared neN anal ogous to the
procedure desq | eCb4 [" HHNMR (CDCI 3):

5.77 (br s, 2 : , 2.97 (m 2H), 2.70 (m
2H), 2.15 (m 2K trogpray): 207 ((MrH)+)].
Exanpl e P8 WO 26 EP2005/ 002204 -52 CF3
O\N N XN C NCH N H3C OCH3 I n a nitrogen

at nrosphere 4 dro ;met hyl f or mam de and t hen

0.16 M (1.86 of oxal yl chloride are added

dropwi se at roomtenperd&iyre with sti ”(J'1':§‘£93)t° a

suspension of 0.5 g (1.72 mml) of )
0.0225mlqes2B2xyman ©Bvsopdopylem}ne areadgie) vathtstirfriguiioracsuspagsionpegir 40 mg

(0. Osm)r’rlf%?)rg%é Qge ?rﬁgguqdo I%%%SH E‘WFT‘ ml otF gn@?ﬁ%ﬁ% t%ﬂ'ahydrofuran The
reactioe mixtend is heated to 60° for 90 minutes, allowed to cool to room temperature and
concentrated in vacuo, and the residue is purified by column chromatography [silica gel;
methanol/dichloromethane (1:9)], which gives the title compound T38.3 ['H-NMR (CDCly):
11.17 (s, 1H), 8.42 (d, 1H), 8.09 (s, 1H), 7.81 (d, 1H), 7.71 (t, 1H), 7.70 (d, 1H), 7.60 (d, 1H),
7.48 (t, 1H), 7.36 (m, 1H), 6.31 (d, 1H), 4.23 (m, 1H), 2.30 (s, 3H), 1.16 (d, 6H); MS
(electrospray): 517 ((M+H)")].

Example P7
NH, O
~
N~ ~CH,

Starting from 1-amino-2-cyano-cyclopent-1-ene, the title compound can be prepared in a
manner analogous to the procedure described in Example P4 ['H-NMR (CDCly): 5.77 (br s,
2H), 3.90 (s, 3H), 2.97 (m, 2H), 2.70 (m, 2H), 2.15 (m, 2H); MS (electrospray): 207
((M+H)")].

Example P8



vacuo, and the residue is co-evaporated three tines
with toluene and then dissolved in 10 m  of
woebrsakyds of uran to give the solution "A". 0.22CWEP2005/002204
(1.72 mol ) of triethylam ne are added to a
suspension of 195 ng (0.95 .l ) of the title conpound
of Exanple P7 in 10 m of tetrahydrofuran to give the
suspension "B'. 5 mM of the solution "A" are added in
portions over a period of 30 mn&ges to the
suspension "B". The reaction mxtur’e is stirred for
2.5 hours, treated with 10 nml O\ aqueous sodi um
hydr ogen car bonate sol uti eNtracted with et hyl
acetate (2 x 40 nl). organi c | ayers are
dried over magnesiu at el t\ltered t he
filtrate i s concentratléd in v&b , d the residue is
purified by colum chngQ phy—{si |l i ca gel; ethyl
acetate), which gi ves tHe tiftl e conpound [ 1H NMVR
(CDCI3): 10.15 (s, §|) 804:£H3(d 1 H, 7.92 (d, 1
H, 7.45 (m 1 H), 72({3 3.96 (s, 3H), 2.99
Ina r{lt%gen%l’f%os&ae?é A(drop2bh N l\?dlﬁ'?eﬂ(ﬁforrﬁérﬁnde%naﬁhérﬁm 13h91l (1 )8 mmol)
(el’ectrospray): 480 ((MtH) |l e P9 CF3 N N
of oxalyl cm@rﬁeﬁrwa@ﬂeq_g@pwsq@tm@ t@ger@ggq \A@y stiging 4o ﬁl suspenswn of
0.5 g((@ 7% BB bl 5-%Erﬂo§9ﬁt(‘3mﬂlcﬁ8bﬂ@i A 8-3adfestombt QWazole in 20 mi of

enperature wt iLrring t m xture of 24

d'Ch'%fogﬁFhﬁn?o'ﬁh% @99"'% ”tb?ftu"ler'ﬁ A ?ﬂ/i%lgg IR 1R Sﬁ@’?ﬁ'ﬁ% f%ﬂaved in
vacud, did A& ré&@@@b%ﬁﬁ%te%qﬂééﬂmm%&%e aneithen dlssolved in 10 ml

di chl oronet h ane. he reaction m xture is stirred

of tetrahygiohiyrae 4o gine dhg ﬁ‘?'Wdﬂf‘ @Y. Q.26 mig1.74 mpol) %p}hy@mlp% @re added to
a susg'eﬁ iSn 6PTRPHEd0 Y5 rﬁ?ﬁégmé Qneﬁﬁle' ddmibotihd of Example P7 in 10 ml of

| 'oronmet hane is added,_ and the reactjgn mxtur i s
tetralmisaieiaTt o PG USHEBNSIOR "B B oLie Selbkion S GEBIACEe ngEsfions

over 5?@98& 8t (‘r!;g Rirgs {the %h%@wsib‘ﬁe‘Bn"métreé&ﬂ)nt MRture w&ﬁl@d for 2.5

water. The m xture is extracted W t

hourgj |T@ﬁFQ9r‘MFPe1Q1mh@f 2quepuggodium hyrhegenRPINAe BPIHHAN %nd extracted with
ethyl |a%¥l%$ ﬁzas{ £o dHi)l §fe %B%m‘%gﬂ@érhé‘ Ry &idl dréldfed BV& hhgiRipsl sulfate

trate is concentrated in vacuo, and the residue
and fpltgrqq,, ﬁhqﬁl@@tewcw%ﬁﬁteddﬁ VaPHS: @@q;l glﬁ]ryzs[dgppq Eléﬂf@éﬂ by column
hrorﬁ& %élﬁéaedéreéiﬁﬂeacé%té)) whicA 'gli\/é%ﬁ’e e o@fdfm NMR (CDCls):

| Ves e COo
101?E(§H.1N {Qﬁﬁ;ﬂ@)? (c@;grt)874§(m)1Hg7@Qsd1HH_ge (s73H} 2.99 (m,

2H), Ié_l)% (A«n Lz")-l (287 %.03(-9 266&;91 oH); ‘fv?s §é€2ctrlé>§|bl)a%r)’.5uzs§bfi’mgﬂ)4%
(s, 3H) 202(m 2H) 119(d 6H); M5

Exan(ﬁé pet rospray): 507 ((MrH) +)].

CF,

Y
o N
0 \—
N._ _CH,

H,C H~ Y

CH,

(T37.3)
0.04 ml (0.47 mmol) of isopropylamine are added at room temperature with stirring to a
mixture of 0.24 mi of a solution (2.0 M) of trimethylaluminium in hexane and 3 ml of



Exanpl e P10 The conpounds |listed in the Table P1 and

P2 can be prepared in a manner anal ogous to the
wonosadse3es described in the Exanples Pl to P9PCHEPRI08G02204

points are given in C. In the follow ng structures,

tertiary hydrogen atons att-&Shed to carbon atons are

not drawn, e.g. the group NHNNH Ois drawn as

follows: 0 H3C CH3 H H3C CH3 Table P1: Corrpound

e e T

mmolpof th‘emtlg c@nmundng@an@m ig:3 gl afgilqrdpromeﬂ)ane-;s 9ddgri@nd the

react@ﬁ%ﬁ%&iﬁ |s]hf'%egd ’% ré&g{_ﬁér 6]]1 gp { alIgv%Ad to%%SEEbQOQ&N@F%)Qature and to

standrvernigitt. ar@l then pouneyl intg 209nl(ahwaterHyt he mixiuNg is exgagted with

duchlo?!;l}[betﬁég%zg 53%‘%05% %Eéqs@)%ﬂﬁgé%% ?%ié%\ﬂeﬁ’ niSium sulfate

and filigeed| (heitratp.is Zorg@n{rated in ¥)cuoy and thedresitiupijs purdjed)iy column
chrorgstgal?gal%} [%llcg)gﬁ_bet%ﬁ ﬁgﬁb%@ﬁ\( q:) /f%j%lvelggg nezat %ﬁ\y écetéte] which
gives the title compound T37.3 ['H-NMR (CDClg): 10 69 (s, 1H), 8.49 (d, 1H), 7.88 (d, 1H),
7.70 (s, 1H), 7.42 (m, 1H), 5.89 (d, 1H), 4.24 (m, 1H), 2.87 (1, 2H), 2.57 (1, 2H), 2.49 (s, 3H),
2.02 (m, 2H), 1.19 (d, 6H); MS (electrospray): 507 ((M+H)")].

=4

Example P10

The compounds listed in the Table P1 and P2 can be prepared in a manner analogous to the
procedures described in the Examples P1 to P9. Melting points are given in °C. In the
following structures, tertiary hydrogen atoms attached to carbon atoms are not drawn, e.g.

the group
N
I'\IH h NH
O ]
is drawn as follows: 0]
H,C CH J\
H ° Hsc CH,
Table P1:

Compound Structure | MS 'H-NMR M. P.




H3CCH3 T2.1 El ectrospray: DVMSO-d6: 10.82 (s, 1 H),

584, 586, 8.52 (dd, 1 H), 8.47 CF3 588, 590 (d, 1 H),
we.24i/08s2341 H), 8.20 O 'IN ((MH+). (d, 1 H) pc8EP4005/002204

(d, 1 H, 805 d Y-CN d (s, 1 H, 7.89 (m 1 H,

7.87 NHN- (s, 1 H, 7.6484d, 1 H, Br O- 2.69 (d,

3H). H-N~-CH3 WD 2005/ 085234 PCT/ EP2005/ 002204 -55

Compound Structure Ms "HNWVRR M P. T2.3 H ectrospray

PDMEOd6—10-80(s, 1 Hj,— 6146167850 (dd,—1H);
CongnodpdCF3 618 ((Mufjtule |MS 1 H), 8'MANNR, 1 H), 8.19 [M.P.
N(d—1 H)y 814 (d 11H 801 CON O (s 1 H)
T1.%.89 (s, 1 H), 7.88 N HehdroSp ?1 tdfbls 874c6@ 69?7@1
). 1.06 (d % 1%3 H_gH;
885382 75/ (%, TH, 1481 (.40l 7846
540 3 d,NF?DTBg 82089 A88 1
8.3 (m’ﬁ I(—|) é g 0
7.55 H Nt | (h 23y 222(”891"()d
5. 3 El ectr0>gr1@yd ﬂh}ﬁ@-ﬂﬁmlﬂ.{ 5%
.90 (d, 1 H 2 (s, %& )
118(d HJ.
T1.121 Electrospray: | CDCls: 10.95 (s, 1H), 8.43
' 522, 524, (dd, 1H), 8.01 (s, 1H),
CF
3 526 (M+H)"). | 7.82 (d, 1H), 7.64 (d, 1H),
o M N 7.52 (s, 1H), 7.35 (m, 3H),
cl N O 7.16 (t, 1H), 2.77 (s, 3H),
TRV 271 (s, 3H).
0 \—
/N\
H,C™ “CH,
T2.1 ‘ Electrospray: | DMSO-ds: 10.82 (s, 1H),
584, 586, 8.52 (dd, 1H), 8.47
CF
3 588, 590 (d, 1H), 8.40 (d, 1H), 8.20
o N (M-H)"). (d, 1H), 8.14 (d, 1H), 8.05
Cl N G (s, 1H), 7.89 (m, 1H), 7.87
Ny 7 N\ (s, 1H), 7.64 (dd, 1H),
o = 2.69 (d, 3H).
Br
/N\
H™ CH,




CF3 ((MtH) +). 8.59
(d, 1 H, 7.94 (d,
wOIGhsNSs3ad, 1 H),
1.23 (d, 6H).
PCT/ EP2005/ 002204
P.

7.

(d, 1 H), 8.43
1H, ONC
55 (m 3H),

(s, 1 H, INS8.31
7.90 (d, 1 H), 7.73

1 H), 552,

0 - 4.21 (m RBCHEP2005/002204
HA y CH3 CH3 WD 2005/ 085234

-56 Conmpesind Structure M5 '"H NVR M
T7.1 El ectrospray: DWVSO d6: 10.80 (s,

554, 8.52 (d, 1 H), 8.42 (s, 1H) CF3 556 ((MrH)+).
820-{m—2H)-+—81+(s;7 1+ H) BfTNSOO (o1
Compol@ (s, 1 H), St@ckir€l| MS75 (t 1 'HNMR 64 (m 2H), |[M.P
cti NHN \ 270 (d]l 3 O ol H N - CH3T7.3
El ectrospray: CDCl 3: 1%5& F!)MS@—&@&O@@QS 2,
T2.3 rospra
(d, 1 H, 7.98 (s, 1 H), C(S%yls éégg%ﬁ?dl
H, 7.71 (s, 1 H, 7. ecﬁ%NGé@, 1 +§,50f?d 4
I- ’i‘l;l ErZOO E?l SH)ZH) ) %g&%ﬁﬂ)z 1Hf3833’é (dN1H) PzHgJI
T21.3 H Nay: COCI3: 10.97 |(6) 1% 81 ‘8’ 1@) @o%
504 (i N.84Qm| 2H), 7.75 BH{, EMeHE A H), 88 1
H ., 7.J12 (§ {7.49 N (m 2I-(§Fé g rﬁ_‘
RTENANA (m 1H), 7. 3(dd1 ),
5 0 = 3.92 (m, 1H), 1.06 (d, 6H).
r
LN
CH,
T6.1 Electrospray: | DMSO-ds: 12.75 (s, 1H),
474, 476 9.13 (d, 1H), 8.69 (s, 1H),
FFa ((M+H)"). 8.60 (d, 1H), 8.44 (s, 1H),
o N 8.31 (d, 1H), 7.91 (m, 2H),
N O 7.74 (dd, 1H), 7.55
Mg N (m, 3H), 2.89 (d, 3H).
o \—
/N\
H™ “CH,
T6.3 Electrospray: | DMSO-ds: 12.55 (s, 1H),
502, 504 8.90 (d, 1H), 8.62 (s, 1H),
FFa ((M+H)"). 8.59 (d, 1H), 8.43 (s, 1H),
o N 8.31 (d, 1H), 7.94 (d, 1H),
N L 7.90 (d, 1H), 7.73
Ney o N (dd, 1H), 7.55 (m, 3H),
O 0 = 4.21 (m, 1H), 1.23 (d, 6H).
LN CH
CH,




OC 7.11 (d, 1 H, 6.15 (d, 1 H, NCHN- 4.23 (m 1
H, 1.19 (d, 6H. O H\y CH3 CH3 WD 2005/ 085234
WOeCHsER2305/ 002204 -57 Conpound Structure M5 perMRROSM002204
P. T22.3 Electrospray: CDClI3: 11.00 (s, 1 H), 8.43
536, 538 (d, 1 H), 7.96 (d.sg-H), 7.87 -CF3 ((MtH)+).
(s, 1 H, 7.81 (m 2H), 7.58 \N(m 2H), 7.36 (m 1
H, | ONdJd 7.05 (s, 1 H, 6.12 (d, 1 H, / NCHN

AN O

. | \ LI1A LI LI
420 (-m—+H-—320(e—6H-—06 E——HAy—CH—CEH3

= = II/, y
Compébnd 261 263 Swhdu@ | MSN G S NJHHNMRO HEN,, CH3 | M.P.
T46.3 246 - 248 CF3 QXN N d

T7.1 Electrospray: | DMSO-ds: 10.80 (s, 1H),

552, 554, 8.52 (d, 1H), 8.42 (s, 1H),
556 ((M+H)*). | 8.20 (m, 2H), 8.11 (s, 1H),
8.05 (d, 1H), 7.88 (s, 1H),

| N
O 7
Br N O 7.75 (t, 1H), 7.64 (m, 2H),
AN 2.70 (d, 3H).
o 3_§
H CH

3

CF,
\

17.3 Electrospray: | CDCls: 10.65 (s, 1H), 8.43
580, 582, (d, 1H), 7.98 (s, 1H), 7.81
FFa 584 ((M+H)*). | (d, 1H), 7.71 (s, 1H), 7.60

N (d, 1H), 7.56 (d, 1H), 7.34

oo M N
Br N © (m, 2H), 7.21 ¢, 1H), 6.12
Nn N;/ \I> (d, 1H), 4.20 (m, 1H), 1.17
o = (d, 6H).
_N__CH
HOY

CH,
T21.3 Electrospray: | CDCls: 10.97 (s, 1H), 8.46
502, 504 (d, 1H), 7.84 (m, 2H), 7.75
FFa (M+H)"). (s, 1H), 7.72 (m, 1H), 7.49

o M n (m, 2H), 7.37 (m, 2H),
O N o 7.11 (d, 1H), 6.15 (d, 1H),
ATENZ 423 (m, 1H), 1.19 (d, 6H).
0 \—
NS CH




S KIXONHN NyCH3 CH3 WO 2005/ 085234

PCT/ EP2005/ 002204
w0.200508634 145- 147 CF3 O'IN N C
HCH3 T50.3 143- 145 CF3 O

\N N d

-58 Conmpound Structure Ms 'H NVR M
C) ~N NCHPHIT/E®2005/002204
N NCH C N JLro

HN /CH3 CH3 T51.1 165 16%- CF3 O\N N d N NCH N
I O
Compound Structure | MS 'H-NMR M. P
T22.3 Electrospray: | CDCls: 11.00 (s, 1H), 8.43
536, 538 (d, 1H), 7.96 (d, 1H), 7.87
FFs ((M+H)Y). (s, 1H), 7.81 (m, 2H), 7.58

(m, 2H), 7.36 (m, 1H),
7.05 (s, 1H), 6.12 (d, 1H),
4.20 (m, 1H), 1.20 (d, 6H).

NS CHs
CH,
T46.1 261 -
263
CF,
A
N Cl
N.
\ 0 =
/N\
H™ “CH,
T46.3 246 —
248
CF,
o N
N Cl
N
S | H N/ A\
\ 0 =
N CH;




H-N, ~ CH 3 WD 2005/ 085234 PCT/ EP2005/ 002204 -59

Conmpound Structure M5 "HNVR M P. T51.3 146- 148
wORas@ss?s4+ N C HN OyCH3 O ~CH3 T52.1 21pC2EPR2005/002204

CF3 Ol \NNdJd YI\ NNHN O HNCH 3 T52.3 269 -

270 CF3 OYII \NNCO NNa@gN \ 1 O

Compound Structure | MS "H-NMR M. P.
T50.1 145 —
147
CF,
o N
N Cl
N N
NN @) —
~N{
H™ CH,
T50.3 143 —
145
CF,
o M N
N Cl
N N.
’ | H N/ \
™ @) —
H/NYCHa
CH,
T51.1 165 —
168
CF,
o N
N Cl




HN(CH3 CH3 WO 2005/ 085234 PCT/ EP2005/ 002204
Conpound Structure M5 "HNWVRR M P.

T53.1 183- 185

wQaBEs@s52s4+ N C NH N O C O CH3 T53.3 259 - 260T/FEE®B52204
Il \NNO NHCH3 ~CIOCH3 T72.1 226 - 228 CF3
\N OYji NA "HN CII45¢HO H-N, ~ CH
Compound Structure | MS 'H-NMR M. P
T51.3 146 —
148
T52.1 211 -
213
CF,
o M N
N Cl
T52.3 269 -
270
CF,
o M Y




3 WD 2005/ 085234 PCT/ EP2005/ 002204 -61 Conmpound

Structure MS "HNWVR M P. T72.3 229 - 232 CF3 0 'N
w0l2005/08523¢4 H H N ~I O HNyCH3 CH3 T72.207 230PC2EB2005/002204

CF3 01 "INNC N ,,, HHN ,.HO HEN\ 7 T72.273

184- 186 CF3 0 'INO [/ -gp-H-HN,HO -

H~N~C( CH3) 2CH2SCH3 WD 2005/ 085234 PCT/ EP2005/ 002204

-62 Compound Structure Ms "HNVR M P.

Compound Structure | MS 'H-NMR M. P.
T53.1 183 -
185
CF,
o. M Y
N Cl

T53.3 259 -
260

T72.1 296 —
228




T73.1 205 - 207 CF3 HBC ON N C
T73.3 223 - 225 CF3 H3C ON\ N C

CIHN O HCH 3
/| HRHN,,,,HO

wollhos/o8#34 CH3 T73. 207 192- 194 CF3 C O N H3POTIEP2005/002204
,,HHN ,,,,HOHN'V WO 2005/ 085234

PCT/ EP2005/ 002204 -63 Compeynd Structure M5 'H NVR M

P. T73.273 Electrospray: 580 ((MfH)+). CF3 HC O N
Compound Structure | MS 'H-NMR M. P
T72.3 229 —

232
CF,
o N
N Cl
T72.207 230 -
233
CF,
o M N
N Cl
NJ 3 S
.,,,H H N/ \
-\\‘H O hemm—
p
T72.273 184 —
186
CF,
o TN
N Cl
7 N\

N
H”™ ~C(CH,),CH,SCH,




3NAd HHNO HCCH3)2CH2SCH3 T74.1 133- 135 CF3 O
N VN d SNHN O- H3CO HCH3 T74.3 206 - 207 CF3
wo20039/08%3€1 S | NCH N\ O2 H3CON H yCH3 pCHEPYO5/002204

2005/ 085234 PCT/ EP2005/ 002204 -64 Conpound Structure

M5 'HNWR M P. T75.1 El ectgeaspray: CDC13: 11.97 (s,

1 H, 850489 ((MtH)+). (br s, 1 H, 8.49 (dd, 1 H),

CF3 8.00 (d, 1 H, 7.87 N(dd, 1 H, 7.69 (m 1 H),

[\ [N [N =

[HoYaliaWea Z 61 (m 1 LN Z 45 (o |
\> = 5 T~

1 A
TG O A T+ LNILLA] E RN o (Y LILY I CTINOAT TN l.'-rl

ConfpoundH) , 3. 09 (8rudtde, | MS 'H-NMR M. P.
T73.1 205 -
207

T73.3 223 -
225

T73.207 192 —
194
CF,
A\
Y
HC O N c
No z S

"'IH H N/ \

n\‘H O —_

_N




&N ) O- 2.52 (s, 3H). HCH3 T75.3 El ectrospray:
CDCl 3: 12.06 (s, 1 H), 8.49 517 ((MtH)+). (dd, 1 H),
woé.2088/08Mm341 H), CF3 8.04 (d, 1 H), 7.99 (d, 1p&/EP2045/002204
7.87 (dd, 1 H, 7.69 BCN~-C (m 1 H), 7.61 (m 1
H, NCHN-7.44 (s, 1 H, %1l (m 1 H, ANO- 4.30
(m 1 H, 2.52 (s, 3H, 1.35 (d, 6H). HNCH 3 E-3
T76.1 CDCl 3: 847(d, 1 H, 817 (s 1H) 8. 3(d 1
LN O NOo CEQ LN Z QA (A N—£ A
57— O. U0 A\ mre) \||| 11 T I U ] I_I, l U\J r\l\ J.
Corrlrﬂ)o,und. 73 (s, 1 ShructdresMSTI O N O (lrhNMRH) 48 (m 1M.P.
prhl NHN 2 93 (d  3H) OIO?HN(‘H?\/\D
T7322995/ 085234 PCT/ EP2005 @Q2284pray S Conpound Structure
M5S'HNWR M P. T76.3|Electrospray: CDC13: 10.95 (s,
1 H), 8.59 CF 581 ((M-HP8Y (M) )1|H), 8.47 (dd, 1 H),
8.39 (s, 1 H)C,338 33 (df 1 H, ONBS8.30 (d, 1 H, 8.04
(d, 1 H, \NCI789 s, 1 H, 7/84 (m 1 H, p6l
. 4{02 O- (m|1 H), 1.11 (d, 6H).
T74.1 133 -
135
CF,
o TN
N Cl
N
S| ~H N/ N\
\ 0 \=
H,CO
/N\
H™ “CH,
T74.3 206 -
207
CF,
o M n
N Cl
SI N, Nz/ \S
\ 0 =
H,CO
LN,
CH,




NO2 HNrCH3 CH3 T77.1 Electrospray: CDCl3: 10.29 (s, 1
H, 8.47 600 ((MtH)+). (dd, 1 H), 7.85 (dd, 1 H), CF3
W@ 286/0852341 H), 7.71 (s, 1 H, O/N7.70 (d, RCHEP2005/002204

7.63 (d, 1 H, I Nd 7.40 (m 1 H), 7.38 NCHN (m
1H, 7.33(m 1 H, O06.266gm 1 H, 2.96 (d, 3H).
HCH3 T77.3 El ectrospray: CDCI3: 10.61 (s, 1 H, 8.45
CF628((I\/H—|)+) (dd 1H, 7.93 (s, 1 H, 3 7.83 (dd,

Hy— 7780 YN8y 57— —t—Hy—7—36—N-6
Com(aﬁuno‘?H) 7.24 ($truc1urlel) MSN'H N 6. lh—I-NMRl H, 4.20 (mM.P.
1 H. 01.16 (d, 6H) H NyCH3 CH3 WD 2005/085234
T75.8CT/ EP2005/ 002204 - 001 ERmauiaSt Lo, 1 ete
g(wH) +). 8.50 (d, 1 wi%(?(g’ﬁ(l-g‘é) lﬁbrﬁ)“;)@:@(ﬂ géde
02N O N O { ), 7.45 N, 48|db(d§1@)57 7 28
(Sio . 1"y, 2 Do ar 39 i -
7.61 (m, 1H), 7.45 (s, 1H),
% 7.41 (m, 1H), 3.09 (d, 3H),
\ 252 (s, 3H).
N
T75.3 Electrospray: | CDCls: 12.06 (s, 1H), 8.49
| 517 (M+H)"). | (dd, 1H), 8.33 (m, 1H),
FFa 8.04 (d, 1H), 7.99 (d, 1H),
Y 7.87 (dd, 1H), 7.69
HiG O N o (m, 1H), 7.61 (m, 1H),
ANy N 7.44 (s, 1H), 7.41 (m, 1H),
Sy I o \= 4.30 (m, 1H), 2.52 (s, 3H),
N, 1.35 (d, 6H).
CH,
T76.1 CDCly: 8.47 (d, 1H), 8.17
(s, 1H), 8.13 (d, 1H), 8.08
FFs (m, 1H), 7.94 (d, 1H), 7.85
o N | (d, 1H), 7.73 (s, 1H), 7.67
cl NS (m, 1H), 7.48 (m, 1H),
Np N 2.93 (d, 3H).
I s
NO, H/N\CH3




T78.3 El ectrospray: CDCI3: 11.02 (br s, 1 H), 547
((MtH) +). 8.47 (d, 1 H, 8.07 (s, 1 H, CF3 7.88 (d,

wo 2650852382 (d, 1 H, IN7.73 (d, 1 H), 7.59 ¢auEb20d5/002204
02NOd 7.53 (m 1H, 7.48 (s, 1 H, N OHN\ 7.40
(m 1H), 6.20 O- (br s, 1 Hy5.4.27 (m 1 H), HNYCH3
1.27 (d, 6H). CH 3 T79.1 Electrospray: CDCI3: 9.15 (s,
1 H, 853 514((|\/Hr|—|)+) (dd 1H), 8.22 (dd, 1H)

P mto Ml o YT I, DR ADN | /I/nl H'l\llQQLC 1

Co—o 14 (05 J.I_I), 804 &3 ,,
Cop@éid m 1 H), SHGeQME 47 (M |ZHNMR 77 (S, 3H) . |wm.p.
NCH Nf S 0 - H-N_CH3 W) 2005/ 085234 PCT/ EP2005/ 002204

7 Co d St t M ~ .
T8 oo, croé"si”io.“%dg;f@ COGk I, 15,859
1H, 843 (d 1H, 8 81 (QesHY'Y. /I+(H)1+|jl).,8(4i’,(dm,1-l)i),

C
G758 (mXn: 6 orlia 1 ry (ARG

T4 (3(; ( ONHNy COHB [OHB T81. 1 | M. 0braig4 (CDE)3:
10. 2@ { , &l46 7.89 (s, 1H), 7.84 (m, 1H),
OO ATV 7.56 (m, 1H), 4.02
0 = (m, 1H), 1.11 (d, 6H).
No,  N_CH,
CH,
T771 Electrospray: | CDCls: 10.29 (s, 1H), 8.47
cr. 600 ((M+H)"). | (dd, 1H), 7.85 (dd, 1H),
7.81 (s, 1H), 7.71 (s, 1H),
o M N 7.70 (d, 1H), 7.63 (d, 1H),

7.40 (m, 1H), 7.38

N
OO H N, N (m, 1H), 7.33 (m; 1H),
0o \= 6.26 (m, 1H), 2.96 (d, 3H).

H/N\CHs
177.3 Electrospray: | CDCly: 10.61 (s, 1H), 8.45
oF, 628 ((M+H)"). | (dd, 1H), 7.93 (s, 1H),
' 7.83 (dd, 1H), 7.78
o M N (s, 1H), 7.57 (d, 1H), 7.36
| N Cl

(m, 2H), 7.24 (m, 1H),

No
OO H N N 6.10 (d, 1H), 4.20 (m, 1H),
o =/ 1.16 (d, 6H).




489 ((MtH)+). (d, 1 H, 7.94 (d, 1 H, 7.87 CF3 (d, 1
H, 7.84 (s, 1 H, 7.76 | "IN(t, 1 H, 7.74 (d, 1
Welpoosﬁ)sﬁm HBC ONO (t, 1 H, 7.41 (m 1 H), p6TAD2008/002204
NHN(m 1H, 3.04 (d, 3H, 1.94 O- (s, 3H. HN,
CH 3 T81.3 El ectrospray: CD@e3: 10.49 (s, 1 H), 8.44
517 ((M+I—|)+). (d, 1 H, 7.93 (d, 1 H, 7.92 CF3 (s, 1
H, 7.85(d, 1 H, 7.75 | N(t, 1 H, 7.74 (d 1 H,
F-54—H3G-O-N—CG—{t+——H+—F39{m—+H—629— NN
ComiNo(ifld 1 H), 4. 28trfowrel{ MS 1.81 jHNa\AR 3H), 1.18 (d|M.P.
6H). 1J HEN (CH3 | CH3 WD 2005/ 085234
CT/ EP2005/ 002204 - 68| EizReskigy-S
T78. 8 CB@ "168 br &1
E. T82.1 El ectrospray DI\/fS(}élpEJI}6y Mé Ig)
(( MrH) +) . 10.&:5 (s, 1 Hp19EMsH) )0-§5Pda ”i) By05 (8, 12'6)
(dd, 1 H), 1 s7.87 (s} 1 H, 7.84 @@]dh 7.84 dN‘l
7.68 (m 1-H§, 7.44 (d| 1 H, NcH ( @gQwﬂ
7.2%, . [ H)N 779(d 1H), 7.65 (m, TH),
N c 7.52 (m, 1H), 7.45
N, N (m, 1H), 7.28 (s, 1H), 6.58
0 = (br s, 1H), 2.98 (d, 3H).
/N\
H™ “CH,
T78.3 Electrospray: | CDCls: 11.02 (br s, 1H),
547 ((M+H)"). | 8.47 (d, 1H), 8.07 (s, 1H),
CF3 7.88 (d, 1H), 7.82 (d, 1H),
7.73 (d, 1H), 7.59 (m, 1H),
o O (d, 1H), 7.59 (m, 1H)
7.53 (m, 1H), 7.48 (s, 1H),
z /> 7.40 (m, 1H), 6.20
(br s, 1H), 4.27 (m, 1H),
1.27 (d, 6H).
CH
T79.1 Electrospray: | CDCls: 9.15 (s, 1H), 8.53
514 (M+H)"). | (dd, 1H), 8.22 (dd, 1H),
CFa 8.14 (d, 1H), 8.04 (d, 1H),
7.83 (s, 1H), 7.66 (m, 1H),
7.47 (m, 2H), 2.77 (s, 3H).
“H
0




NO7.03 (t, 1 H, 2.82 (s, 3H. HCH3 T83.3
El ectrospray: CDClI3: 11.22 (s, 1 H), 8.90 503, 505
wOmosbssds4 8.44 (d, 1 H), 8.14 CF3 ((MtH) +). edI/EP2045/002204
7.85 (d, 1 H, 7.78 \1 N(s, 1 H, 7.54 (d, 1 H),
7.40 ON-C (m 2H), 7.3044d, 1 H, 6.22 N/ NCH N~
(d, 1 H, 4.25 (m 1 H, 1.22 O- (d, 6H. H3 CH3
T84.3 El ectrospray: DVSO- d6: 13.48 (s, 1 H), 496, 498
S—S54—d—t+—+H)-—810(eh—+—H-—CF3—MH+H—8-062(m
Conddund7. 56 | N (Struttukd | MS46 (s, 1"TWINMR. 29 O N O |M.P
(s, 1 H 600 (s 2H | 428 O/|Il NHN (m 1 H)
Teol3 26 (d, 6H. 0 O H\Y g LG H), 8.87
BCT/ EP2005/ 002204 - 69 | Conpoli gVl GO T, 1) 887
M P.  T85.3 220 - 224 56835@® | N KdNF@L84ﬁ(NHHN809o
© ? (M+H)"). | (d, TH), 7.85 (d, TH), 7.58
I (m, 2H), 7.49 (m, 2H),
X 0 N Cl
l N 7.38 (m, 1H), 6.01 (d, 1H),
oy N 447 (m, 1H), 1.14 (d, 6H).
o \=—
H/N CH,
CH,
T81.1 Electrospray: | CDCl3: 10.20 (s, 1H), 8.46
489 ((M+H)*). | (d, 1H), 7.94 (d, 1H), 7.87
(d, 1H), 7.84 (s, 1H), 7.76
(t, 1H), 7.74 (d, 1H), 7.55
(t, 1H), 7.41 (m, 1H), 6.45
(m, 1H), 3.04 (d, 3H), 1.94
(s, 3H).
T81.3 Electrospray: | CDCls: 10.49 (s, 1H), 8.44
517 (M+H)%. | (d, 1H), 7.93 (d, 1H), 7.92
(s, 1H), 7.85 (d, 1H), 7.75
(t, 1H), 7.74 (d, 1H), 7.54
(t, 1H), 7.39 (m, 1H), 6.29
(d, 1H), 4.28 (m, 1H), 1.81
(s, 3H), 1.18 (d, 6H).




Fi HEN CH3
FCH NF \ |

"H3 T88.3 261 263 OH3~CCH3 SHNOH
F C T88.1 264- 266 0 CH3 S N HO N

we258s3H3 U ,s. N NN F F O W 2005/ 085234 PCT/EP2005/002204

PCT/ EP2005/ 002204

-70 Conmpound Structure M5 'H NVR M
P. T89.1 274- 276 OCH3 H3-O/ N X HO H3IC ONHF

Compound Structure | MS 'H-NMR M. P
T82.1 Electrospray: | DMSO-ds: 11.58 (s, 1H),
463 (M+H)"). | 10.65 (s, 1H), 8.57
CFs (dd, 1H), 8.26 (dd, 1H),
o M N 7.87 (s, 1H), 7.84 (m, 1H),
N o 7.68 (m, 1H), 7.44 (d, 1H),
a N N\ 7.40 (d, 1H), 7.21 (t, 1H),
\ 0 = 7.03 (t, 1H), 2.82 (s, 3H).
/
H N
H™ ~CH,
T83.3 Electrospray: | CDCl3: 11.22 (s, 1H), 8.90
503, 505 (m, 1H), 8.44 (d, 1H), 8.14
(M+H). (d, 1H), 7.85 (d, 1H), 7.78

(s, 1H), 7.54 (d, 1H), 7.40
(m, 2H), 7.30 (d, 1H), 6.22
(d, 1H), 4.25 (m, 1H), 1.22
(d, 6H).

T84.3
CF,
o M N
N Cl
No
& S
0 o
_N.__CH,

Electrospray:
496, 498
((M+H)").

DMSO-ds: 13.48 (s, 1H),
8.54 (d, 1H), 8.10 (d, 1H),
8.02 (m, 2H), 7.56

(m, 1H), 7.46 (s, 1H), 7.29
(s, 1H), 6.00 (s, 2H), 4.28
(m, 1H), 1.26 (d, 6H).




Br NNNNF F C T90.1 242- 244 OCH3 HBC ONH O
HBC~-ONHF CH3 NNF N\ I F d T90.3 256 258
wolRws08sB38BC ONCH3 X HO H3C ONF H CH N RCNEP2005/002204

Cl WO 2005/ 085234 PCT/ EP2005/ 002204

-71 Conpound

Structure M5 "HNVR M P. _F3L. 1 265- 267 0 CH3 F O N
Compound Structure | MS 'H-NMR M. P
T85.3 220 —

224
T88.3 261-
263
T88.1 264-
266




F~ 1

HOONF d H~NNNF F C T91.3 251- 253

HBC O FOHCH3 XFO ONHF d /NNNF \ I F
Structure Phys.

wGChooshakdze P2: Conp. Nr.

Dat a PCEEBP2005/002204

NVRy, MPinC P2.001 d 524 (MHH)+) OF\ N F NN
H N f\ ONHO O CH3 W22&P05/ 085234
PCT/ EP2005/ 002204 -72 Conp. Nr. Structure Phys. Data
Compound Structure | MS 'H-NMR M. P
T89.1 274-
276
Q  .cH,
HC O N
3 HO
HC o m _ e
Br /
N N. F
= l N E
x Cl
T90.1 242-
244
0]
HC ©
HC o N
H
CH,
"
X
T90.3 256-
258
HC ©
HC o




(MB., NV\R}' MPin C P2.002 532 ((MHj)+) OCH O NH
HN ON141 NNO FF F P2.003 538 ((MH+) O

wo2005M8F23N-N HN ONH i A O CH3 P2. 004 547pCtTMPR05002204
NN CI OONH N NdOd FF F W 2005/085234
PCT/ EP2005/ 002204 -73 -71 -
Compound Structure | MS 'H-NMR M. P.
T91.1 265-
267
O  CH,
F o N
X "o
F o H _
c _N N\N/ F
| F
X Cl
T91.3 251-

253

F><o
F o
Table P2:
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)

P2.001 524 (M+H)+)
o¢ O




Conmp. Nr. Structure Phys. Data (Ms., NV\RR, MP in O
P2.005 548 ((MtH)+) Od I i FNI i FNNH N O
woOlodd/os€d34 CH3 P2. 006 550 ((MtH)+) H CH2 ~ O CpCOEPOBIoN2204
N N FF F P2.007 - 560 ((MHH)+) d ON- ONH

N HBCNH %A N H3C CHE7B-

Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.002 Q 532 (M+H)+)
O
p CH
74
X
=

P2.003 538 (M+H))
oC O

/
9

N
\
F  N-N NH
o)
B
Cl _ Oﬁ
CH,
P2.004 O 547 (M+H)+)
H T
”“\\“
cl O




F WD 2005/ 085234 PCT/ EP2005/ 002204 -74 Conp. Nr.
Structure Phys. Data (Ms., NV\R, MPin )C P2.008

woads(ogsdsk) +) O zzz( 0.NCI NH O N 11 N N CpCTEPE005/602204
62 ((MrH)+) P2.009 AN~ 5 C1 N ONHHNOC HICNN
FF F P2.010 562 ((MtH+) - 88-0 HF HNONNFF

c CH3
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.005 548 ((M+H)+)

OO

-N

IJ K
= CH3

P2.006 550 ((M+H)+)
; N

/

\

P2.007 560 ((M+H)+)

\
N
NH N

HSK /\
N
c N 7

3 CH
F

I




WO 2005/ 085234 PCT/ EP2005/ 002204 -75 Conp. Nr.

Structure Phys. Data (Ms., NVRR, MPin C P2.011 562
woQedMskps2B4 0 A FN FNNH N JUWO NH O CHBCTRR203/202204
566 ((MMH)+) A d ONNN HN ONHOF F F H3C
CH3 P2.013 566 ((MtH)+) OG74~N F NNH N 0 NHC
OCH3 Hs H3C CH3 WO 2005/ 085234 PCT/ EP2005/ 002204

-76
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.008 O 562 ((M+H)+)
L
NH HN Nl X
=
T
=N Ci
F
F
F’
P2.009 O 562 ((M+H)+)
oo
O N \
O ﬁ —
NH N
H,C [ &
F——F
F
P2.010 O 562 ((M+H)+)
Cl
Qi
N~ N F
HN } N7 F
x Cl
CH,




Conp. Nr. Structure Phys. Data (M5., NVR, MP in Q
P2.014 566 ((MtH)+) CIl ONCI NHONHF NF HCF

wO20HA8sB2. 015 568 ((MrH)+) C N CH C H OptirMR2005/002204
Il , NCO FF F P2.016 574 ((MtH)+) C O NH HN O N

-Nd FF F -75-
Comp. Nr. | Structure Phys. Data
(MS., NMR,

M.P in °C)

P2.011 O 562 ((M+H)+)

P2.012 O 566 ((M+H)+)

F
P2.013 566 ((M+H)+)
‘




WD 2005/ 085234 PCT/ EP2005/ 002204 -77 Conp. Nr.

Structure Phys. Data (Ms., NV\R, MPin C P2.017 F
wozas(ogsds) +) F F N C N O t NHN O O H3CPOrMPRN0s5/002204

P2.018 N576 ((MrH)+) F I F\ N H FNNMN ONHAC

CH3 P2.019 "N 576 ((MtH)+)-76C1 F 1 F N F NNHN O

NH d CH3 CH3 WD 2005/ 085234 PCT/ EP2005/ 002204 -78

Conmp. Nr. Structure Phys. Data

Comp. Nr. | Structure - Phys. Data
(MS., NMR,
M.P in °C)

P2.014 O 566 ((M+H)+)

P2.015 568 (M+H)+)

cl 5
UL
|
/N
— N Cl
F
F

P2.016 O 574 (M+H)+)
HN-© N




(M., NWR,

MPin C P2.020 577 ((MH)+) / C

zz-( NHHNOSN Nd FF F P2.021 0 580 ((Mm+
woQddsi8ssiH O,,~ CH3 Cd F OCZNNNF d |
586 ((MtH)+) Od FI . FNH F NN)_ -
WO 2005/ 085234 PCT/ EP2005/ 002204 -79 Conp. Nr.
Structure Phys. Data (Ms., NVR, MP in C
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.017 575 ((M+H)+)
Nt
P2.018 576 ((M+H)+)
F
\
N-— N
3
P2.019 576 (M+H)+)
F
\
F N— N
CHS

FPER/FR21D5/002204
NONH O OH




P2.023 592 ((MtH)+) OO d NHHN-/"'S Nit NN

d FF FP2.024 594 ((MFH)+) °~ S C ONHHNON {
wol2@sNsd34 O F F F P2.025 594 ((MrH) +) O Cl  RerTHER@5a02204

CH NN\ Nd FF F W 2005/085234 PCT/ EP2005/ 002204

-80 Conmp. Nr. Structure Physzg Data

Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)

P2.020 O 577 (M+H)+)

o0
N\(NH HN N| X
— =
Q\/S 7 N
=N Cl
F
F
F

P2.021 o) 580 ((M+H)+)

P2.022 586 ((M+H)+)




(M5., N\RR, MPin C P2.026 594 ((M+tH)+) 1 Cd O NH
HNON NOd FCHF F P2.027 594 ((MtH+) O CH2 CO
wolloddns£238 N Ni N O F F P2.028 s 596 ((I\/bél;rm?zoo@bozzm
ONI NOd PNHNONHF FF S\/ CH3 CH3 WO

2005/ 085234 PCT/ EP2005/ 002202 - - 81

Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.023 Q 592 ((M+H)+)
0
T N s CH
@) NT X
|
/N
=N Cl
F
F
F
P2.024 O 594 ((M+H)+)
»e o
NH HN Nl X
SN
o =N 0Ol
Q/o F
F
F
P2.025 O ' 594 ((M+H)+)
(o
Cl
O N‘ X QCH
7
—N Cl
F
F
F




Conmp. Nr. Structure Phys. Data NVR, MPin C
P2.029 596 ((MtH)+) | O ONN t NHN ONHF
W 260508583 P2. 030 596 (( M+H) +) 1.273) \
NGO NHI N ONHH3CF F CH3 S-CH3
((MFH)+) 0 d NHHNO ONSNO FF FW
2005/ 085234 PCT/ EP2005/ 002204
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.026 o 594 ((M+H)+)
gos
HN
NH NTX
|
/NN
=N Cl
\ F
CH F
F
P2.027 594 ((M+H)+)
(e
» CH
I~ %
O N
! Z
Cl
P2.028 596 ((M+H)+)

| PCI/EP2005M02204
F P2.031 1 600




-82 Conmp. Nr. Structure Phys. Data (Ms., NVR, MP in
C) P2.032 CH3 601 (MiHH+) O/ 0 NNHCO NHN N
wGOl00%08%5234F F F P2.033 O 1 N N 603 ((MtH) +) PCNER2008002204
O ONHN NO FF F P2.034 N604 ((MH+) F 0 O

I , . FAN FNNHNGO NH-H1S WD 2005/ 085234
PCT/ EP2005/ 002204

Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)

P2.029 596 ((M+H)+)
g \
o)

O I\q
S
P2.030 596 ((M+H)+)
T1.273 O AN
( ) cl N/
O .
g o
N N
H l N
O™ "NH

P2.031 Q 600 ((M+H)+)




-83 Conmp. Nr. Structure Phys. Data (Ms., NVR, MP in

C) P2.035 604 ((MHH)+) Od FI FAN FNNHNONH
wWGCR005/8518C -1S/ P2.036 607 ((MtH) +) O d NHPENER2008002204
N\~1 NNC FF F P2.037 607 ((MMH)+) d N NN

d HOHI CCH3 1l e N NHFRSNF F F

Comp. Nr. | Structure Phys. Data
(MS., NMR,

M.P in °C)

P2.032 601 ((M+H)+)

P2.033 N 603 ((M+H)+)
Q H N—7
Q N \/\/
ci 0

O NHN X
|
S
7N
=N Cl
F
F
F

P2.034 604 (M+H)7)
oC O *




OCH3 P2.038 608 ((MtH)+) FI FFCH HNN3 NON
O~ _ Q) WO 2005/085234 PCT/ EP2005/ 002204 -84 Conp.
woORoos®ss3et ure Phys. Data (MS., NVR, MP in erTRR203002204
FFJ 608 ((MkHH+) F- N \ NNHOONH / 1 0 d s
"o \'\ H3 P2.040 609 ((Mrig3) C ONHHNO N NO
gNFF F

Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.035 604 ((M+H)+)
AT
F AN N
FN-N NH
] O "NH
O N= he ™ N\=
s/

P2.036 O 607 ((M+H)+)
°
Cl HN

P2.037 607 ((M+H)+)

P2.038 608 ((M+H)+)




P2.041 610 ((MtH)+) C ON\V 1 ' NN HN ONHF

L FF S CH3 WO 2005/085234 PCT/ EP2005/ 002204 -85
wG@am3/0sh34 Structure Phys. Data (Ms., NVR  MPETIER2005/002204
P2.042 610 ((MrH)+) O Col NHHNO OON HIC F NC
CH3 F F P2.043 610 ((MtH)+}84Cl ON/ \ N- d NHN
ONHSCH3B F \--~FHICCH3 F

Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.039 F_ F cl 608 ((M+H)+)
LD
S \
N7
o

ol

P2.040 O 609 ((M+H)+)

0
nn FN NS
-
a
=N«
N, E

P2.041 610 (M+H)+)




P2.044 610 ((MtH)+) ~\ O NNC NHN ONHF FF

S H3C CH3 WD 2005/ 085234 PCT/ EP2005/ 002204 -86 Conp.
woORoos®ss3et ure Phys. Data (MS., NVR, MP in erTRP204/5602204

611 ((MH)+) d o NNHHNON\ | N/ | -NO FF

F P2.046 611 ((MrH)+) 0 1 @52z~ NH N HN N\

Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)

P2.042 O 610 ((M+H)+)

P2.043 610 ((M+H)+)
@ \

P2.044 ‘ 610 ((M+H)+)
9 \




N NCO FF F P2.047 614 ((MtH+) NO O O O NH |

NN/ i N FF F W 2005/085234 PCT/ EP2005/ 002204
woaus0ssm34 Nr. Structure Phys. Data (MsS., NVRPCTMPE05/02204

C) P2.048 \ 616 ((MtH)+) 0 F NI i FNNHNNHO

A F \ 1 P2.049 F .616 ((Mgd-+)

Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)

P2.045 O 611 (M+H)+)

==N\0 cl
Ne | BN NS
l
=
7/ N '
=N Cl
F
F
F

P2.046 O 611 (M+H)+)

0 Cl
\/ NHHN ON\
N I/
/N
=N Cl
F
F
F

P2.047 614 ((M+H)+)




OCH3I I'i HNNH d ONC INF FF P2.050 618
((IMH+) Od I s FFH-~~ --~TAHFNNNONH
w@al200d4885234¢ 0 F WD 2005/ 085234 PCT/ EP2005/ 002202CTA®8005/002204

Conp

Nr .

Structure Phys.

Dat a

(M5, ,

NVR,

MPin Q

P2. 051 622 ((MHH)+)

H--S-87-C0 O ONHN NC

F

F

Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.048 616 ((M+H)+)
e
DNl
F N-N H
N O
7 N) NH
Cl —
F
P2.049 F 616 ((M+H)+)
F
P2.050 618 (M+H)+)
Cl O
0]
WL ‘
~ N
F \ N H
FooNTTO N 07 NH
/ N\
Cl =
H,C—_ o
F




F P2.052 H3C 622 ((MtH)+) O HNO HN/-C N AN C

OF FFP2.053 624 ((IMMHH+) d FFOF NOHNN
wOlbh@B/8E84N ~ C S CH3\ H3C WO 2005/ 085234  PCT/EP2005/002204

PCT/ EP2005/ 002204 -89 Conp. Nr. Structure Phys. Data

(MB., NWVR, MPin O P2. 0588625 (MHH+) d OS--'

d NHHN ON NN FF F

Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)

P2.051 622 (M+H)+)

P2.052 622 ((M+H)+)

P2.053 624 (M+H)+)




P2.055 H3C 0 628 ((MtH)+) H3C NCH3 O-- NHNCO O

ad NN FF FP2.056 0629 ((MfrH+) N o /1 NH C
wOlbhiyd/85230 NI N F F F WD 2005/ 085234 PCT/EP2005/002204

PCT/ EP2005/ 002204 -90 Conp. Nr. Structure Phys. Data

(M5., NV\R, MPin C P2 057§l 630 ((MrH)+) 1 ~ F

NNN FO FA HNH3C/ " NCH3 CH3 O

Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.054 625 ((M+H)+)
P2.055 628 ((M+H)+)
P2.056 629 ((M+H)+)
Cl




1~0d NH HN O N\ N N d F
OHNdA OHNN ~~F dO
0 C NHHNS ON\ PCTHP20058D2204

P2. 058 636 ((MH) +)
F F P2.059 642 ((MH)+)
WO 200sRR5B60 644 (( M-H) +)

cd FF F WO 2005/085234 PCT/ EP2005/ 002204 -91
Conp. Nr. Structure Phys. Dag@- (M5., NVR, MP in O
P2.061 C 646 ((MrH+) HN
Comp. Nr. | Structure Phys. Data
(MS., NMR, -
M.P in °C)
P2.057 cl ~ 630 ((M+H)+)
\ o
F N-N N
%
F = O
M Cl
HN
1 I
HsCWN
CH, CH, 0
P2.058 O 636 ((M+H)+)
L
HN
_~_ _NH N o
/N
=N CI
F
F
F
P2.059 642 (M+H)+)
P2.060 644 (M+H)+)




CH3 Nd FIV NOd N- |
((MrH) +)  d
woeMskpsss O N | O

F P2.062 654

HFF OPNNNNFHICOC | P2. 063 658
NN HN ONHF F F SCCHR2008002204
Structure

2005/ 085234 PCT/ EP2005/ 002204 -92 Conp. Nr.
Phys. Data (MS., NVR, MRgin O
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.061 Cl 646 (M+H)+)
L
CH,
eMee
N
=
Cl \ HIN
Cl
N ©
\
F.‘
F
F
P2.062 654 ((M+H)+)
H,C

3 \o

P2.063 658 ((M+H)+)




P2. 064 664 ((MrH) +)

N o

woOl205/085234H N / ~NO O F

OCLFI F\ NCH3 FNNC

NOF 1: 11 F P2.065 670 ((MH+) Od F |

Br d OONHN N NOd F F W 2005/085234
PCT/ EP2005/ 002204 -93 Conp.g2Nr. Structure Phys.
(MS., NWR
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.064 O 664 ((M+H)+)
A
\ N CH,
N-N
LT
— O F
P2.065 O 670 (M+H)+)
: O
Y
N- N
\
\ s
P2.066 676 ((M+H)+)

_~D
F\

s P2.066 676 (( M-PEFEP20§5/002204

Dat a



MPin C P2.067 d 680 ((MFH+) ,NNNNF\ F O\

add FF NHF '\ H~ NF O43 CCH3 P2.068 o 684
woQedMskps2B4 C F Fy N FNNHNCH3 O NH CHBCTAEP2005/002204
Si-CH3 CH3 P2.069 686 ((MrH)+) F I F\ NCH3 F NNS
NoNd I , HH3C CH3 P2.093 690 ((MtH+) oI C F

0 \HHNON F/ NF #F F N C

Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)

P2.067 fi/ 680 ((M+H)+)

9*

P2.068 684 ((M+H)+)
o® O
F [
FWH
CH

P2.069 O 686 ((M+H)+)
Cl
F LT
\ ” CH,
F N-N S
N\ /%

F X

NN
CI— N\ Fhc’ CH,
P2.070 O 690 ((M+H)+)
_NH HN__O
F O =
F Py
F NV




F F F WD 2005/ 085234 PCT/ EP2005/ 002204 -94 Conp. Nr.
Structure Phys. Data (Ms., NV\RR, MPin C P2.071 C
wo2ens(ogsdsk) +) F NNNNC H F N F OO H3C RCI/ED2005/002204
P2.072 H3C CH3 ((M+tH)+) 3 0 OINIl O H3C CH3 NHN F

ad F~NoFNNN O P2.083-730 ((MtH+) O d NHO
ONV/ V' F NF NO F FF F

Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)

P2.071 695 ((M+H)+)

P2.072 699 ((M+H)+)

P2.073 730 ((M+H)+)




WD 2005/ 085234 PCT/ EP2005/ 002204 -95 Conp. Nr.

Structure Phys. Data (Ms., NVR, MP in C P2.074 747
woQeNMsHEs234 C ONC NNHN ONHI1ICHs F F  PCT®PM65/002204
P2.075 749 ((MMH)+) F NS F F d O ONHN Nd
F F WO 2005/ 085234 PCT/ EP2(8%/ 002204
Structure Phys. Data (Ms., NV\R, MPin C P2.076 CF3

459 ((M+H) +)
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
747 (M+H)+)

'

P2.075

749 ((M+H)+)

-96 Conp. Nr.




(T85.273) oil HAO O0OOHHNHHSCH3 3 C 3 P2.077

488 ((M+tH)+) (T78.1) . ~CH3 OF HF n ONONNNF
wolRWsoks23P2. 078 F , 507 ((MtH)+) CH3 O N, FPCHEP2008002204

N~N NN H3C CI WD 2005/ 085234 PCT/ EP2005/ 002204 -97

Conp. Nr. Structure Phys. Daisa (MS., NVR, MP in Q

P2. 079 H3C 522 ((M+H) +)

Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.076 CF, 459 (M+H)+)
(T85.273) oil

P2.077 488 ((M+H)+)
(T8.1)
P2.078 F 507 ((M+H)+)

Z
Z I=z
ZE
/




d O1) FHF ONNNNFHCO P2 080
((MMHHY) ~1 C OF H~F ONNN NF
F

wWO20:38%52084 533 ((MrH)+) (T5.1) C OF | O RCNER2045/002204
3d HCF F 535 ((MPH)+) P2.082 HCf 3 Fo FNHFN
NONH C -97 -
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.079 522 ((M+H)+)
P2.080 524 (M+H)+)
P2.081 533 ((M+H)+)
(T5.1)
P2.082 535 ((M+H)+)




H3C CH3 WO 2005/ 085234 PCT/ EP2005/ 002204 -98 Conp.

Nr. Structure Phys. Data (M5., NVRR, MP in C P2.083
wolRus/8284((MtH)+) A 0 H-~n F C N N N N F PCTHB®D0S002204

P2.084 O 544 ((MtH)+) (T20.1) I A OF I F O N,N

NNNFH3COA P2.085 N\ b8®- ((MH)+) (T5.207) O

C HNONHN NCO FF

Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)

P2.083 538 ((M+H)+)

P2.084 544 ((M+H)+)

(T20.1)

P2.085 559 ((M+H)+)

(T5.207)




WO 2005/ 085234 PCT/ EP2005/ 002204 -99 Conp. Nr.

Structure Phys. Data (Ms., NMR, MP in C P2.086 N
woados(ogsdsk) +) (15.3) C ONC N NHN O NHPEBEPLHS/002204

FF P2.087 A 568 ((MrH) +) (T20.207) O C NH HN ON

NNCA FF F P2.088 A 57®9q{MH)+) (120.3) Od X

N FI i FNNHN\ ONH cj_~, H3C CH3 WO
2005/ 085234 PCT/ EP2005/ 002204
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.086 561 ((M+H)+)
(T5.3)
P2.087 568 ((M+H)+)
(T20.207)
P2.088 570 (M+H)+)
(T20.3)




-100 Conp. Nr.
in C P2.089 0 581 ((MtH)+)
wolkR®sOsR3F F P2. 090 HC 10 0 582 ((MtH) +)

r-)+ Hi F NNN NF/

Structure Phys.
N O NNC

(M., NWR,

((MrH)+) HN CION H3CO \ -MHoB-N C HI N O NHF H3C
CH3 F F P2.092 HN CH 602 ((MrH)+) (T2.2) Br 3
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.089 581 ((M+H)+)
I N
O™ "NH
Hac;/k
P2.090 HSC’OW/ 582 ((M+H)+)
O
P2.091 593 ((M+H)+)
HN
HaC/gQ
P2.092 602 ((M+H)+)
(T2.2)

NHN O NH
3 17POT/EP2005/602204
H3C \ O P2.091 593




I '\ O NHNP/ d d ON NF F F W 2005/085234

PCT/ EP2005/ 002204 - 101 Conp. Nr. Structure Phys.
woa@/0s§8B., NVR, MP in C P2.093 B r 612 ((REL)EP005/002204

(T2.207) O G NHHN ON N i N FF F P2.09%

Br 612 ((MtH)+) 1 Os CHC4gtONHHN NO FF

Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)

P2.093 612 ((M-1)-)

(T2.207)

P2.094 612 ((M+H)+)

P2.095 614 ((M-1)-)




F P2.095 NBr 614 ((M1)-) Od I i FI FN H F

NNNNONH d CH3 WO 2005/085234 PCT/ EP2005/ 002204
wo20B/0883p. Nr. Structure Phys. Data (MsS., NVRCT/ERR(85/002204

in C P2.096 Br 614 ((MrH)+) O CNHHN/ CH2 ONd

FF F P2.097 Br 627 ((MtH 4p2-0 g CNHHNN ON |

N'qg Nd
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.096 614 ((M+H)+)
P2.097 627 ((M+H)+)
P2.098 628 ((M+H)+)




FF F P2.098 Br 628 ((MtH)+) d N \ Od NNH O

I N NHF F F CH3 WD 2005/085234 PCT/ EP2005/ 002204
wo208/0883p. Nr. Structure Phys. Data (MsS., NVRCT/ERR(85/002204

in C P2.099 Br 628 ((M1)-) VI G \' N O\ I ' C

NN HN ONHF H3ICFF -Gpg-P2.100 Br 628 ((M+H)+)

Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)

P2.099 Br 628 ((M-1)-)

P2.100 Br 628 ((M+H)+)

P2.101 Br 628 ((M+H)+)




1~0d ONHHNOiIi N Nd
((MFH+) d NHHNON 11 B/
WOoQ0B/0885234 PCT/ EP2005/ 002204

FF P2.1 01 Br 628
N- N FF FW
-104 Conp. Nr. PCT/EP2005/002204

Structure Phys. Data (Ms., NMR, MP in C P2.102 Br
630 ((MH)+) d NOCL NfgsqHN ONHF CH3 FF CH3
P2.103 Br 630 ((M+rH)+) d N, \ O
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.102 Br 630 ((M+H)+)

P2.103 Br 630 ((M+H)+)
P2.104 Br 632 ((M+H)+)
(T9.1) O
Br
o)




d NNHN O NHHICCH3 F F CH3 F P2.104 Br 632

((MH) +)  (T9.1) Br OF H~F O/NNNNF HCCd
wWORVBARR3085234 PCT/ EP2005/ 002204 -105 Conp. RCT/EP2005/002204

Structure Phys. Data (Ms., NMR, MP in C P2.105 Br

632 ((MHH+) A ONOC N-Nog-,N ONHF FF OCH3

P2.106 \ Br 642 ((MtH+) O d

Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.105 632 ((M+H)+)
P2.106 642 ((M+H)+)
P2.107 646 ((M+H)+)




| FNI i FNNH N NHdO H3C-JD P2.107 Br 646
((MMH)+) & Nd NNH~N ONHHI CFF OCHI W
waQos/883234 PCT/ EP2005/ 002204 -106 Conp. Nr. PCT/EP2005/002204
Structure Phys. Data (Ms., NMVR, MP in C P2.108 Br
646 ((MtH)+) \1 C N-p ONigs- NHI N ONHF FF

Ol CH3
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
pP2.108 Br 646 (M+H)+)
o)
P2.109 1646 (M+H)+)

(T9.2) Br

648 ((M+H)+)

P2.110 Br. ‘
O




P2.109 HN 646 ((MH)+)

Br C

(VB.

(T9.2) Br CH3 |
N O~-NF FF P2 110 Br

wo2als/0883N HN ONHF F F S, CH3 WO 2005/ 08B2B4P2005/002204

PCT/ EP2005/ 002204 -107 Conp.

Structure Phys.

., NV\R, MP in C P2 113gBc 656 ((MH)+)
NH HN / CH2 N

Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.111 Br 656 (M+H)+)
iO
@) AN
=
F
P2.112 Br 656 ((M+H)+)
(79.207) O
(e
Br
HN
0= NH W
=
P2.113

656 ((M+H)+)

\'\ O NHN
648 (( M-H) +)




| N-NC FF F P2.112 Br 656 ((MH)+) (T9.207) r

O Br N\HHN ON N-'" NGO FF F P2.113 Br 656
woQeMsHEs234 OCH Br ONHHN N NC F F F VWCT/EP2005/002204

2005/ 085234 PCT/ EP2005/ 002204 -108 Conp. Nr.

Structure Phys. Data (M5 1R,  MP in C) P2.114 Br

660 ((MtH) +)

Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)

P2.114 Br 660 ((M+H)+)
(T9.3) O
W e

-N

/(/Nyo

P2.115 Br 670 ((M+H)+)

oBr
HHN
/N
=N Cl
F
F
F

e
—Z
Y

g

P2.116 Br 670 (M+H)+)

2

-

o
—Z
/

D\Z




(7T9.3) DBr FNI i N FNNH/ ONH d H H3CCH
P2.115 Br 670 ((MtH)+) Br ONHHNO N\ | N- NGO

we 2605/08582. 116 Br 670 ((MtH)+) Br O NH HN N @OCEEP2045/002204
cd FF F WO 2005/085234 PCT/ EP2005/ 002204 -109
Conp. Nr. Structure Phys. Dapg. (M5., NMR, MP in Q
P2.117 Br 671 ((MtH)+) O

Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)

P2.117 Br 671 (M+H)+)

0] N X
|
=
7N
=N cl

672 ((M+H)+)

F
P2.118 Br
e
"
Qe

N N‘ Cl
H | N

O™ "NH

F
F
F

CH,

P2.119 Br 672 ((M-1)-)
(T9.145)




Br NHHNN N N O
l p\'d NN HI
WO eMshpsB4 ( T9. 145)

F F CH3 F WD 2005/ 085234 PCT/ EP2005/ 002204
NVR MPin C

FF F P2.118 Br 672 ((MH)+)
N ONHF FF CH3 P2.119 Br
NNHN 0 NH HBCI/EPEItS/002204
- 110

Comp. Nr. Structure Phys. Dayg. (MS.,
P2.120 Br 674 ((MtH)+)
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.120 Br 674 ((M+H)+)
% )
N
0
“sCJ\
P2.121 Br i . 674 (M+H)+)
o]
P2.122 Br !I 676 (M+H)+)
P2.123 686 ((M+H)+)




Br ONPNN\ I C HI N ONHF H3ICFF CH3

P2.121 Br 674 ((MFHH+) Br N ONdOd | HNONHF
wGOIBsPsF234 CH3 P2. 122 Br 676 ((MrH)+) Br N r p- PCI/ER2045/002204

HI 'N ONHFFF 0 CH3 P2.123 Br 686 ((MH+) O

Br I F I -111 -
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.124 Br 688 ((M+H)+)
O Br
] ;
0]
P2.125 Br ' 690 ((M+H)+)
% )
o
HaC/S
0
P2.126 Br 692 (M+H)+)
O TN
Br
O 0 N@
Cl
0]




NHNONH C H3C WD 2005/ 085234

-111 Conp. Nr. Structure Phys.

MP in C P2.124 Br 688 ((MpEXAEP2008002204
690

FN F, N-
PCT/ EP2005/ 002204
woa@E/08§285. , NVR,
ONNPCO NHN ONHF FF O1 CH3 P2.125 Br
((MH)+) Br NC NNHJ-M20 NHH3ICF 0 CH3
P2.126 Br 692 ((MrH)+) Br N O

Comp. Nr.

Structure

Phys. Data
(MS., NMR,
M.P in °C)

P2.127

Br

0.82-0.86 (1,
3H), 1.37-1.46
(m, 2H), 3.07-
3.12 (m, 2H),
7.64-7.66 (m,
1H), 7.87-7.89
(dd, 1H), 7.88
(s, 1H), 8.07
(s, 1H), 8.13-
8.15 (d, 1H),
8.19-8.21 (d,
1H), 8.41-8.42
(d, 1H), 8.48
(br, 1H), 8.51-
8.52 (d, 1H)

P2.128

NH

1.07-7.08 (d,
6H), 3.90-3.97
(m, 1H), 6.10
(br s, 2H),
6.79-6.80 (d,
1H) 7.33-7.35
(d, 1H), 7.39-
7.43 (m, 1H),
7.63-7.66 (m
1H), 7.88 (s,
1H), 8.00-8.02
(d, 1H), 8.19
(s, 1HO, 8.19-
8.21 (d, 1H),
8.51-8.52 (d,
1H), 10.67 (s,




\ C
PCT/

NN HI N ONHF FF S CH3 W 2005/085234
Structure Phys. Data

EP2005/ 002204 -112 Conp. Nr.
WO REB)IS/08MSR,
1.37-

M PinC) P2.127 Br 0.82-0.86 (t,
1.46 (m 2H), 3.07 EH3.12 (m 2H),

7.64-7.66 (m ONH O 1 H437.87-7.89 (dd,

ECBEP3I5/002204
FN- NN

1H,

8. 48

(d, O

7.88 CH3 (s, 1 H), 8.07 (s, 1 H), 8.13- 8.15 (d, 1
H, 8.19-8.21 (d, 1 H), 8.41-8.42 (d, 1 H),
(hr 1 _H) 851 852/d’1l_l\ p2 1298 1 Q7-7-68

Compd\lrﬁ}ﬁtru@ugao 3 ) Phys. Data

(MS., NMR,
M.P in °C)
1H)

P2.129 CF, 220-224°C

(T85.3) D

O
H
E Ci
P2.130 503 ((M+H)+)

HSC/K ¢
CH,
P2.131 /~0 496 ((M+H)+)
o)
(T84.3)
o
N NG
H N7 F
07 “NH N "N F




FNR2 (m 1 H, 6.10 FH (br s, 2H, FN- NN
6.79-6.80 (d, ONH ~1H 7.33-7.35 d H3C CH3 (d,
W 2605/0872389- 7.43 (m 1 H), 7.63-7.66 (m 1 PET/EP288/002204
(s, 1 H, 800-8.02 (d, 1 H, 819 (s, 1 HO 8.19-
8.21 (d, 1 H), 8.51-8.52 (d441 H), 10.67 (s, WO
2005/ 085234 PCT/ EP2005/ 002204 -113 Corrp. Nr .
Structure Phys. Data (Ms., NVR, MP |n C) 1 H)
P')_ 12Q CE2 ')0L224(‘ (TSS 3\ l_l I\Il—l f‘| (] HI‘! \\ /
Comesly. | GBI 130 N 503 ((Nig o) | © | Pve. Data
(MS., NMR,
M.P in °C)
P2.132 CH, 517 ((M+H)+)
N/
N
HC/\
P2.133 Br 658 ((M+H)+)
e
NH Q
NO/
H,C ~N
F
P2.134 Br 630 ((M+H)+)
O /
Cl
S Ss
Cl
N N
H N
O™ “NH ¥
F
@)




\'l _F HF ONHNNNF HC' d CH3 P2.131 (- O
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Example P11

The other compounds listed in the Tables 1 to 85 can also be prepared in a manner
analogous to the procedures described in the Examples P1 to P10.

The Table A discloses 338 meanings of the variables Z,, Z,, Ry, R, Rzand R; in a

compound of the formula 1.

Table A
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~OO0OCH ONV A NN HL4PM . OHN HICIlil CHB FF
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O NHHCHCH3)2 Br 0 NN A 16 0 0 HH CH3

FSC N A 150

Line Zy | Zo | -Ry Ra Rs R
F3C /N\ N \
Azs | |s QN—Q H |H | CHCH,
cl
FSC /N\ N \
A27 |S |S \%N‘Q H H CH(CHs)2
Cl
Cl
N N
“N— N\
A28 [S |S ~ — H H |CHs
.\l
cl
N N
“N— N\
A29 |S|S =~ — H H | CH,CHs
cl
cl
N N
“N— N\
A30 S |S ~ — H H | CH(CHa),
Ci
Br
N N
SN/
A31 |S|S =~ — H H |CH,
Ci
Br.
N N
“N— N
A32 |S ]S ~ — H H | CH.CHs
Cl
Br /N N
W\
A33 S |S ~ — H H | CH(CHa).
cl
FOHCO N N
N\
A34 [S |S S — H H CHs
cl




Br WD 2005/ 085234 PCT/ EP2005/ 002204 -126 Line Z, Z2

-RR R RBRA C NN A17 00 HHCHCH3 Br CI A 18
w0 2005/085231 CH(CH3)2 Br Br N A .19 O O N\ H HrpCHREP2065/002204
A2000Br N\ - HHCHCH3 Br Br A 21 00 - HH
CH(CH3)2 Br F3CH2CO N N A.22g8Q 0 HH CH3 Br F3CH2CO
NNA23 00 HHCOCRCH3 Br F3CH2CONN A 24 0 0O HH
CH(CH3)2 Br F3C N NA25 SSN/\ HHCH3

Line Z1 Zg -R1 Rg Rs R4

F,CH,CO

N N
T N— N
A35 |S|S =~ —/ |H |H |CHCH;,
cl
F,CH,CO

N N
TN\
A36 |S|S SN — H H CH(CHy),
Cl
F3C N N
T N— N
A37 |S|S =~ — H H CH,
Br

FSC N N
“\N— N ‘
A38 [S |S = —/ H H CH.CH;
Br
F.C
N N
A39 (S |S = — H H CH(CH:s),
Br
Cl
N N
S VI/ A\
A40 (S |S S — H H CH;
Br
Cl
N N
S /2
A4l |S |S S — H H CH.CHg
Br
Cl

N N—\ -
T N— N
Ad2 {S|S S — H H CH(CHz).
Br

Br

N N
TN\
A43 |S |S =~ _ H |H |[CHs
Br




Cl WD 2005/ 085234 PCT/ EP2005/ 002204 -127 Line Z1 Z2

-RR R RBRA F3C TNA.26 S S HHCHCH3 C F3C NN
wO2005/08584N -P HH CHCH3)2 C C A 28 S S - peTHPEHS/002204

'\ NP NA29 SS- HHCH2CH3 C NA30 S S -

HHCHCH3)2 G Br NN "N.A29-A. 31 SS- HHCH3 dC

Br N/ \ A32SS- HHCHRCH3 C Br "N/ \ A33SS

_ HHCH(CH3)2 C F3CH2CO N N

Line Z4 Zg

-R,
Br
N N
TN\
A44 |S |S S — H H CH.CHj5
Br
Br
N N
“N— N
A45 |S |S S — H H CH(CH;)
Br

Ro Rs Rs

F3CHZCO N N
TN\
A46 |S |S S — H H CHj
Br
F,CH,CO N N
W\
A47 |S |S = — H H CH.CHs;
Br

F,CH,CO

N N
S VEV/A\
A48 [S |S S — H H CH(CHa)»
Br
F,C N N
N\
A49 |O|S \L<N‘§;> H H CH;
o]

F3C /N\ N \
A50 |O |S L{“‘Q H H CH.CHj;
Cl

F.C

3 N N
=Nt/ \
A51 [0S L<N‘§;> H H CH(CHa)2
Cl
cl
N N
TN N\
A52 |O|S S — H H CH,
Cl




N A34 SS -
PCT/ EP2005/ 002204
woa3aHARA3N N \N/ A 35 S S -
NN A36 SS -

CH3 Br

HHCH3 CI WD 2005/ 085234
128 Line Z1 72 -RL R2 R3 R4
HHCHCH C
H H CH(CH3)2 K Cl

F3C N\ N% A. 38 S N&%OH CH2CH3 Br

FBCHEEL)08/002204

F3SC N~ A37 SSHH
F3C N A 39

SS- HHCHGCH3) 2 Br A 40 SSHHCH Br C
NON/ ~A41 S S - HHCH2CH3 Br CI NON/ ~
Line 21 Zg hintl Rg Ra R4
Cl
SV
A53 |O|s ~ _ H |H |CH.CH,
Cl
cl
N\
A54 |O|S \E< ‘§:> H H CH(CHs)2
Br
N\
A55 |0 ]S \£< ‘Q H |H |CHs
Br
-\
A56 |O|s \l< ‘Q H |H | CH.CH,
Br N N
/AN
A57 |ols ~ _ H |H | CH(CHs
F.CH,CO
NN N
A58 |O]s ~ _ H |H |CHs
cl
F30H2CO N N
TN\
A59 |O|s ~ _ H |H |CH.CHs
Cl
FCH,CO o N
NN\
AB0 |O|s ~ _ H |H | CH(CHa),
cl
c
N
A61 [O|s ~ _ H |H |CH,
Br




A 42 SS- HHCHCH)2 Br Br v\ N A43SS- HH
CH3 Br WD 2005/ 085234 PCT/ EP2005/ 002204 -129 Line Z
W@200sR35B2 R3 R4 Br NN A 44 S S HH CH2CH3 PBI/EBR005/002204
NN A45 S SHHCHCH)2 Br F3BCH2CON A 46 S S\ N

- HHCH3 Br Br T'j F3CH2¢giN A 47 SSN-P - HH
CH2CH3 F 3CH2CON A 48 S S HH CH(CH3)2 Br F3C N N
A49 0 SNHHCH O F3C TN NAS500SN/\ HH

f‘LI') f‘
NJ

MI

Line Z1 Zg - 1 R. R3 R4

F.C -N N
TN N\
A.62 O|S S — H H CH.CH;
Br
F.C N N
“N— N
AB63 [O|S SN — H H CH(CHy),
Br

Cl
N N
“N— N
A64 (O |S S — H H CHs3
Br
Cl
N N
“ N N\
A65 [|O|S S — H H CH.CH3
Br

Cl

A6 |O|s \£< ‘§:> H  |H | CH(CH)

Br

N\
A67 |O]s p‘Q H |H |CHs

Br

N N
TN\
A68 O |S S — H H CH,CHj;
Br

Br

N N
N N\

A69 [O}S = — H H CH(CHa).

Br

3~ N N

“— N

A70 [O|S S —_ H H CHs
Br




FSCTMN NAS5L0SN\HHCHCH)2 C C NN/ \

A520S- HHCH3 C W 2005/ 085234
WOGTISERZ305/ 002204 -130 Line Z1 Z2 -RlL R2 R3 RET/ERR(N5002204
A53 0 S Cl HHCHRCH A.54 0 S HH CH(CH3) 2
Cl Br wW/ \ A5 0SHH ».Cl Br W/ \ A5 0 S H
HCH2CH3 C Br \N\ A 57 0S- HHGCHCH3)2 C
F3CH2CON N A58 0 SHHCH3 C F3CHCON N
Line Z1 Zg -R Rz Rs R4
FCH CO
A71 |0 |s \£< ‘§:> H |H | CHCH,
FCH,CO N N
N\
N
A72 |O|s \L< ‘§;> H H CH(CHa)
Br
F3C /N\ N \ )
A73 |S |O \I;<N—Q H H CHs
cl
F3C N N
TN\
A74 |S |O — . H H CH,CHs
Cl
FaC /N\ N \
A75 [S |O \|;<N‘Q H H CH(CHa)z
cl
cl
/N\ N \
N/
A76 |S |0 S _ H H CHs
Cl
cl
N N
“W— N\
A77 |S |0 S _ H H CH,CHs
cl
cl
-\ /
N
A78 |s |o \E< 4@ H |H | CH(CH
Br.
/ \N /
A79 |S |0 H H CHj;




A.59 0 S N -
CH(CH3)2 C

HHCHRCH «C
F3C N |

waQoB/883234 PCT/ EP2005/ 002204

R RBR4 F3SCN A 620 SHHCOCHRCH Br

-131 -

FSCHZCO NN A 60 0O SHH
\ A61 0 SN-PHCH3 Br W

Li ne Z1pZ2/EPRDS/002204
F3SC N / \

A 63 0 SN HHCHCH3)2 Bnggl A 64 0S- HHCH
Br QI NN A650SHHCHRCHS Br C "1I'N/ \ A 66 O
S- HHCHCH3)2 Br A67 OSBr N\ - HHCH3 Br Br
Line Z1 Zg -R1 Rz R3 R4
Br
N N
TN N\
A80 |S 1O S —_ H H CH,CHj5
Ci
Br
N N
N\
A81 |S|O S — H H CH(CHa).
Ci
FaCH2CO N N
TN\
A8 |S|O S — H H CH;
Cl
F,.CH,CO_ N
TN\
A83 |S IO S — H H CH.CHs;
Cl
FSCHQCO N N
TN\
A8 |S |O = — H H CH(CHa),
Cl
Fsc N N
TN\
A85 |S |O = — H H CHj3;
Br
F.C
PNl N
N
A8 (S |O = - H H CH2CHs;
Br
F3C N N
TN\
A87 |S |O = — H H CH(CHj5),
Br
Cl
N N
A VV/N\
A88 |S |O SN — H H CHs;
Br




VN A680O0OS- HHCH2CH3 Br Br A69 OS- HH
CH(CH3)2 Br F3CH2C0 N A 70 OSHHCH3 Br W
waQoB/883234 PCT/ EP2005/ 002204 -132 Line Z, ZBCTRP2(82/002204
R3 R4 F3BCHZCON N A 71 0 S HHCH2CH3 Br F3CH2CO N
NA720 SHHCHCH)2 Brgfg3C N NA73 SON-PH
HCH3 C F3C N NA74SONHHCH2CH3CIF3CN\N

A.75 SONHHCHCH3)2 C C NN/ \ A76 SO - HH
CH3 —Cl L NN/ \

Line Z1 Zg -R1 Rg Rg R4
cl
N N
TN\
A89 |S |O =~ _ H H CH,CHs
Br
Cl
N\
A% |s|o \E< —Q H |H |CH(CHys
Br

/ \
A.91 S10 H H CHs

Br

PN
1ag2 |s |0 \li< ‘§:> H |H |CH.CHs

Br

— N\
A3 |S |0 p ‘Q H |H | CH(CHa):
F3CH2CO N N
TN N\
A94 s |O| - =~ —/ |H |H |CH,
Br
F,CH,CO_ N
I/
A95 |S |O =~ ./ |H |H |CHCH,
Br
F,CH,CO

: L") N N
N N\
A.96 S |0 S —_— H H CH(CHs).
Br
FSC /N\ N \
A97 (O[O L<N‘§;> CH; [H CH,
Cl




A77 SO- HHCHRCH3 C C N~\ A78 S0O0- HH
CH(CH3)2 C Br -NN/ \ A79 S0- HHCH d W
waQoB/883234 PCT/ EP2005/ 002204 -133 Line Z1 ZBCTRP2(82/002204
RBR4 Br NN/ N\ A8 SO0- HHCHCH3 C Br NNN
A.81 SO HHCHCH3)2 d F%%IZCONN N A8 SOHH
CH3 A F3CH2ZCON N N A 83 0 HHCHCH d
FSCH2ZCON NN A 84 S0 HHCHCH3)2

Line Z1 Zg "R1 Rz R3 R4

F.C /N\ N \
A98 |O|O \%N‘Q CH; |H CH.CHs
Cl

Cl

"\
A100 |0 | O \E<A§:> CHs |H | CHs
Cl
7\
A0l |o |0 \E<‘§:> CHs |H | CH.CH,

Cl

A102 |0 |0 \E< ﬁ CHs |H | CH(CHy):

Br

/ \N /
A103 (0O | O CH; | H CHs

Br

At04l0 |0 \£< ‘§:> CHs |H | CH.CHs

Br

N
N 2\
A105 O |O = — CHs |H | CH(CHy)
Cl

F,CH,CO

3-ilp N N
“N— N
A106 O | O S — CH; |H CH;
Cl




CC N "N A8 S0- HHCH3 Br FSC N A 86 SO0 - H
HCH2CH3 Br FBC N A 87 SO HHCH(CH3)2 Br CI NN/

w0 2805885840 - HH CH3 Br WO 2005/ 085234 PCT/EP2005/002204
PCT/ EP2005/ 002204 -134 Line Z1 Z2 -R1 RR R3B R4
NN A8 SO0- HHCHRCH3.18-C NN A9 SO HH
CH(CH3)2 Br Br NN A91 SOHHCH3 Br Br A92 SO0

- H H CH2CH3
Line Z4 22 -R1 R. Rs R4
FCHCOL N N
“ N\
A107 J]O | O S — CHs; |H CH.CHj,
Cl

F,CH,CO

N N
T N— N\
A1081O0 | O S — CH; | H CH(CHj3),
Cl
F3C N N
“N— N\
A109 1O O SN — CH; | H CH;
Br
Fsc N N
T N— N
A110 O | O S —_— CH; [H CH.CH;
Br
Fsc N N
“W— N
A111 10| O S — CH; [H CH(CH3),
Br

Cl

N N
“N— N
A112 {O | O S — CH; |H CH;
Br
Cl
N N
TN\
A113 {0 | O = — CH; |H CH.CH;
Br
Cl .
N N
TN/ N\
A114 O | O = — CHs; |H CH(CHa).
Br
B

“ N\
A115}1 0 {0 =S —_ CHs; | H CH;
Br




Br Br
H CH3 Br

CH3 HCH3 C

CH2CH3 C F3SC NNA99 OO

A.93 SOHHCHCH3)2 Br A 94 S O F3CH2CO N H

F3CH2C0 N N A 95 S0 HH CH2ZCH3 Br
wOl2005A8984S 0 H H CH(CH3) 2 Br

F3CH2CO

F3C N N A. 97 0rQOTMP2005/002204

WD 2005/ 085234 PCT/ EP2005/ 002204
Line Z1 Z2 -R, R RB R4 F3

-135

NA98 OON \ CH3 H
\ CH3 HCHCH3)2 C C

M \ :zz~ A100 OONCH3 HCH3 C C ',"N/ \ A 101
00 CH3 H CcH2CH3_Cl
Line Z1 22 'R1 Rg R3 R4
Br
N PN
A116 |O |O = — CHs; |H CH,CHj
Br
Br
N 2N
A117 |0 | O S — CH; |H CH(CHs),
Br
F,CH,CO_ N N
“ N\
A118 (0O | O S —_ CHs; |H CHs
Br
F,CH,CO_ N
S V/
A119 {0 | O S — CH; |H CH.CH;
Br
F,CH,CO__ N N
VIV
A120 |0 |O S — CH; | H CH(CHs).
Br
‘ F30 /N\ N \
A121 |0 |O L<N—§;> H CH; | CHs
Cl
FsC /N\ N \
A122 (0 |0 L<N‘§;> H CH;z | CH,CHs
Cl
FSC /N\ N \
A123 |0 | O \I;<N—§;> H CHz | CH(CHa),
Cl
Cl N
/N\N 7 N\
A124 |0 |O S — H CHs; | CHs;
Cl




c N\ A 102 00 N -

O 0N -
wahoBrosHds4 i

NNAI106 0 0 CH3 HCH3 C
PCT/ EP2005/ 002204

CH3 H CH(CH3)2 O Br

N\ A 103

CH3 HCH3 C Br \_p A 104 0 0 N CH3 H CH2CH3

\ A105 0 0 N -

-136 Ling

F3CH2CO N N A. 107 0 O N CH3 H CH2CH3 Cl
N A 108 0 0 CH3 HCH(CH3)2 dC

CH3 H CH(CH3) 2 Cl PEBEP208002204
WD 2005/ 085234

2§l Z2 -Rl1 R2 R3 R4

F3CH2CO N N

FSC N\ TA 109 0 O -

CH3H CH3

Br—T\

Line Z1 Zg Rg Rs R4
Cl
e N\
A125 |0 | O ~ _ H |CHs | CH.CHs
cl
Cl
— \
A126 |0 |0 \E< 4@ H | CHs | CH(CH.).
Br.
"\
At27|o | o \E<‘§:> H |CHs | CHs
Br.
— N\
A28 |0 |0 \£< ﬁ H |CHs | CH.CHs
Br.
/N N
e N\
A129 |0 | O ~ _ H | CHs | CH(CHy):
FLCH,CO__N_ M\
N
Ai30 |0 |O \I;<‘§;> H |CHs; | CHs
Cl
FLCH,CO N N\
N
Ai31 |0 |0 \‘;< Q H | CHs | CH.CHs
cl
FLCH,CO. N N
N
A132 |0 |0 \L< ‘§;> H |CHs | CH(CHa).
Cl
F3C /N\ N
N\
A133 |0 |0 ~ _ H |CHs |CHs
Br




FSC N A 110 0 0O NCH3 HCH2CH3 Br FSC N \ A 111 0 0

- CH3 HCH(CH3)2 Br C NON/ \ A 112 0 0 - CH3 H CH3
wano@losMAIN A 113 0 0 CH3 H CH2CH3 Br A 114 OPOT/EP2048RD2204
- CH3 HCH(CH3)2 Br Br NON A 1150 0 - CH3 HCH3 Br
WO 2005/ 085234 PCT/ EP2005/ Q33804 -137 Line Z1 Z2 -R1

R R3R4 Br NN A 116 0 O CH3 H CH2CH3 Br Br N\N ~

\ A117 0 0 - CH3 HCH(CH3)2 Br F3CH2CO TN NN

Line Zy | Z> | -Ry R2 Rs R4

F,C N N
~ =\
A134 |0 |0 ~ _ H | CHs | CHsCH,
Br
A135]0 |0 p -g:> H | CHs | CH(CH).

cl
— N\
A136 |0 |O \li<‘§:> H |CHs | CHs
Cl
N N
“N— N
A137 |0 |0 ~ _ H | CHs | CH.CHs
Br '
cl
"\
A138 |0 |0 \[< ‘Q H | CHs | CH(CHa).

Br

N\
A139 |0 |0 p‘Q H |CHs | CHs

Br

N N
“N— N
A140 |O | O =~ — H | CHs | CH,.CHs
Br

Br

N N
S/
A141 |0 | O S — H CH; | CH(CHs)2
Br

F,CH,CO

3>ila N N
N\
A142 10 | O S — H CH; | CHs
Br




A 118 0 0 - CH3 HCH3 Br F3CH2CON N A 1 19 0 0 CH3
HCH2CH3 Br N\ A 120 00 - CH3 HCHCH3)2 T "* Br
wEa®sNs#23121 0 0 N\ H CH3 CH3 C F3C N\ N A. 1PeT@pmokl002204
P\ HCH3 CH2CH3 C!' F3C NN A 123 0 0 N \ H CH3
CH(CH3)2 O C NN A 124.G,9 HCH3 CH8 O WO
2005/ 085234 PCT/ EP2005/ 002204° -138 Line 71 72 -Rl R

RBR4 C NN A125 0 0 HCH3 CH2CH3 C C N NN/ p
A 126 0 0 z - H CH3 (‘H{(‘HQ)?

Line Z1 Zg -R1 R2 Rs R4
FCHC0_ N N
“ N— N\
A143 (O | O = — H CHs | CH2CH3;
Br
F,CH,CO

N N
TN/ \
A144 |0 |0 SN —_ H CHz | CH(CHa)
Br

FSC N N
TN\
A145 |0 | O - . H |H | C(CHa)s
cl
W\
A146 |O | O =~ — H H C(CHa)s
Cl
Br N N
“N— N\
A147 | O | O SN _ H H C(CHj3)3
Cl
F,CH,CO_ N
“N— N
A148 |0 | O =~ — H H C(CHy)s
Cl
FSC N N
“— N
A149 |O | O S —_ H H C(CHa)s
Br
Cl
N N
TN’ N
A150 |0 { O =~ — H H C(CHa)s
Br

Br
N N
SN/
A151 |O | O S — H H C(CHs)3
Br




Cl Br

A 128 0 0 HCH3 CH2CH3 (I Br
FSCHZCO NN A 131 0 0 H CH3 CH2CH3 Cl

NN A 127 0O HCH3 CH3 C Br

N\ N N/ p

NN N A 129 0 0 H CH3
wOBH8334 Cl F3CH2CO N N A 130 0 0 H CH3 CH3 PCI/EP2005/002204
F3CH2CO N N

A 132 0 0 - HCH3 CH(CH3)2_444. FBC N A 133 0 0 H CH3
CH3 Br WD 2005/ 085234 PCT/ EP2005/ 002204
Z2 -RL R RB R4 A 134 OOF3C N N _QH CH3 CH2CH3

-139 Line Zi

Br—F3 - N+—A135-606—-+1N H CH3 - CH(CH3)2—Br—Cl
Line Z1 Zg "R1 RQ RS R4
F.CH
sCH,CO /N\ N \
N—’
A152 |O | O = — H H C(CHs)3
Br
F.C
3 /N\N
A.153 10 | O SN H H CHs
H,C
F.C
3 /N\N
A154 |0 | O S H H CH.CHs
H,C
F,C N
= \N
A155 |0 |0 \L< @ H |H | CH(CHy)
H,C
Cl
/N\N
A156 |O | O = H H CH;
H,C
Cl
/N\N
A157 |O | O S8 H H CH,CHj5
H,C
Cl
/N\N
A158 |0 | O =~ H H CH(CHs).
H,C
Br /N\N
A159 10 | O S \ H H CH;
H,C
B
r /N\N
A160 |O | O = H H CH.CHj5
H,C




NNAI136 0 0 HCH3 CH3 Br

CH2CH3  Br

J’N A 141 0 0 H CH3 CH(CH3)2 Br

C NN A 137 0 0 H CH
Cl - A138 00 HCH3 CH(CH3)2 Br
wa2069830 H CH3 CH3 Br Br

Br Br

Br "I'N

N'N A 140 0 0 H CPBTEP2GB02204
FA142 0 0 N
-P CH3 CH3 Br WD 2005/ 085234,4CT/ EP2005/ 002204

- 140

Line Z1 Z2 -R1 R RB R4 F3CH2ZCON N A.143 0 0 H CH3

CH2CH3 Br N A 144 0 0 H CH3 CH(CH3)2 Br
Line Z1 Zg -R;4 Ro R3 R4
Br /N\N
A161 |0 | O ~ H H CH(CHg).
H,C
H.CO
FaC 2C /N\N
At162|0 |0 ~ H |H |CHs
H,C
F,CH,CO_ N
AN
N
A1e3|0 |0 p@ H |(H |CHxCHs
H.C
F,CH,CO_
AN
: N
At64 |0 |O p@ H |H |CH(CH): -
H,C
FaC N
— \N
A165 |0 | O Q‘Q H |H |CHs
Cl
F.C
3 /N\N
Ate6 |0 |0 ~ H |H | CH.CHs
Cl
F3C N
- \N
A167 |0 |0 \L< ’Q H |H | CH(CHa):
Cl
Ci /N\
N
Ale8 |0 |0 p@ H |H |CHs
Cl
Ch N,
N
A169{0 |0 R‘Q H |H |CH)CHs
Ci




FSC NNA 145 OO0 N/\ HHCCH3)3 Cl C N N A 146
O0OHHCCH)3 C Br Ni \ A147 00 N- HHCCH3)3
WCRBASFBCO N N N A 148 0 0 - H H C(CH3)3 C PCT/EP2005/002204
FSCNA 149 0 0 - HHC(CH3)3 Br CI NN A 150 0 O -
HHCCH3)3 Br Br NN A 1%130 0 - HH C(CH3)3 Br WO
2005/ 085234 PCT/ EP2005/ 002204 -141 Line Z, Z2 -R, R2
R3 R4 F3CH2ZCON N A 152 OON HHCCH3)3 Br F3C

NON
TNOY

Line Z1 Zg

Rz Rs Rs

_R1
Cl N
- \N
A170 |0 | O \L< ‘Q H |H | CH(CHss
Cl
Br. N
— \N
A171 10 | O R‘Q H |H |CHs
Cl

Br

N
-\
N
A172 |0 | O E‘Q H |H |CH.CH,
Cl

Br

/N\
’ .
A173 |0 |0 p@ H |H | CH(CHy),
Cl

F,CH,CO

N
— 0\
N
A174 10 | O \|;<‘© H |H |CHs
' Cl
F.CH,CO
3 2 /N\N .
A175 10 | O SN H H CH.CH;4
Cl

F,CH,CO

/N\
A176 |O | O QN‘Q H |H | CH(CHy),
cl
FEC N, -
A177 |0 | O HN‘Q H |H |CHs
F
FiCu_N
A178 |0 | O QN@ H |H | CHCHs
F




A153 OOHHCH3 H3C FSC N A 154 0 0 HH CH2CH3 H3C

FSC N A 155 0 0 "N -

HHCHCH3)2 H3ICOA A 156 00

wOl2005H8523CH3 H3C CI NN ~ ~ A 157 0 O - H H CPRTEB2005/002204

H3C C

N

OO0ON-PHHCH H3C Br N_

-RLR2 RBR4A Br N

A 158 0 0 N H H CH(CH3) 2
14,160 0 0
H3C WD 2005/ 085234 PCT/ EP2005/ 002204

H3C Br N A 159
N HH CH2CH3
-142 Line Z1 72

Line Z4 Zg -R; R» R3 R4
FC N
— \N
A179 |0 |0 \l;< —Q H |H | CH(CH),
F
Oh_N,
N
A180 (0 |O ~ _4§:::> H H | CH,
F
Oh__N,
N
A181 |0 |0 R—Q H |H | CH.CHs
F
SN
N
A182 o |0 ~ -Q H H | CH(CHa)
F
Br. /N\
N
A183 |0 |0 \L< @ H |H |CHs
F
Br. /N\
N
Atss|o |0 \I;<_{;:> H |H | CH.CHs
F
Br. /N\
N
A185 |0 | O \L< @ H |H | CH(CHs),
F
F.CH,CO
3> i /N\N
A186 |0 | O ~ H H | CHs
F
F.CH,CO
3> 2 /N\N
A187 O |0 ~ H |H |CH.CHs
F




A.161 0 0O NHHCHCH3)2 H3C F3BCH2ZCON N A 162 00 T
HHCH3 H3C F3CH2CO TN A.163 0 0O N H H CH2CH3 H3C
wO3aHARA3IN A. 164 0 O N HH CH(CH3)2 H3C F3C RCTAP1®5/002204
OO0OTN- HHCH3 O F3CN N- HHCHCH3 A 166 0 0

T C FA167OOHHCH(CH3}_§_CICINN A.168 0 O H
HCH3 C C NN A 169 0 HCHCH3 d WO

2005/ 085234 PCT/ EP2005/ 002204 -143

Line Zy|Zo| -R Ro Rs Ra
F.CH,CO
A188 |0 |0 \£< @ H |H |CH(CH):
3 /N\
N—CH,.CH
A189 |0 | O S zms H H CH;
F.Co N
"\
N—CH.CH
A190 |O | O S 2 s H H CH,.CH;,3
FCo N
"\
N—CH_CH
A191 |0 |O S 2= H H CH(CH,),
A192 |0 |0 —@cg H |H |CH
A193 |0 |0 @—cg H |H | CHGCH,
A194 |0 | O '—QCF3 H H CH(CHa)-
A195|0 |0 g > CFs H |H |CHs
H,C
A196 |0 |0 g > CFs H |H | CH.CHs
HC
Ad97 |0 |0 g > CFy H |H | CH(CH),
H,C




Line Z, Z2 -R R RBRA CI N A170 00 ONHH

CH(CH3)2 C Br MNNp A171 00 : - HHCH3 C Br NON
wO.2008528630 H H CH2CH3 Cl Br N\N A. 173 0 0 H PCT/EP2005/002204
CH(CH3)2 C A 174 0 0 F3BCH2CO TN\N - HH CH3 C
F3SCH2ZCO N A 175 0 0 - HH ChgeH3 C F3CH2CO TN N
A.176 0 0O HH CH(CH3)2 C F3C N\ A 177 OO - HHCH
TN F

Line Z1 Zg 'R1 F{2 RS R4
AN
A198 |0 |0 » H |H |CHs
HC™ N CF,
AN
A199 |0 |0 » H |H |CHCH
HC™ N CF,
AN
A200 {0 |O | P H H CH(CHg)2
HC™ N CF,
A201 |0 |0 j@ H |H |cH,
H,C
A202 |0 |0 t@ H |H | CH.CH,
H,C
A203 |0 |O j@ H |H | CH(CH)
H,C
A204 |0 |0 g > CF(CFy), Ho1H on,
H,C
A205 |0 |0 g > CF(CFy), H |H |CH.CHs
H,C
A206 |0 |0 é > CF(CFa), H |H | CH(CHs),
H,C
F3C /N\ N \
A207 [O | O N /_ H H Cyclopropyl
cl




F3C TN\ A 178 0 0 N -P H H CH2CH3 F WD 2005/ 085234

PCT/ EP2005/ 002204 -144 Line Z1 Z2 -RL R2 R3 R4 F3C p
WO.205@8630 N H H CH(CH3)2 C NON H H CH3  A. 180T@PD05/002204

Cl z NON A 181 0 0 HHCH2CH3 C NO A 182 0 0 N H

H CH(CH3)2 F Br NON A 18318,0 HH CH3 F Br NO

A 184 00 N HHCHCH3 FBr N A 1850 0 N HH

CH(CH3)2 F F3CH2CO N

Line Zi | Z>| -R

1
Cl
M0\
A208|0 | O = — H H Cyclopropyl
Cl
Br
/N\'N PN
A209 0|0 S — H H Cyclopropyl
Cl
F.CH,CO
TP
A210 |0 | O S —_ H H Cyclopropyl
Cl
F.C
PNl N
A211 |O | O S — H H Cyclopropyl
Br
| cl
M 0NN
A212 O | O S — H H Cyclopropyl
Br
Br
M0 NN
A213 10 | O = — H H Cyclopropyl
Br

F,CH,CO

0 T/
A214 10 | O S — H H Cyclopropyl
Br

F3C /N\ N \
A215|S |S QN‘Q H H Cyclopropyl
Cl
Cl
/N\ N \
N—(
A216 |S | S = — H H Cyclopropyl
Cl

Rz Rs Ra




A.186 OOHHCH3 F F3CH2CO N A 187 0 0 - H H CH2CH3

F WD 2005/ 085234 PCT/ EP2005/ 002204

-145 Line Z1 72

WORp0SRRSB8 R4 F3CH2CON A. 188 0 O H H CH( CH3) 2PCEEPE®DS002204
NA189 0 0 NCH2CH3 HH CH3 F3C N A 190 0 O N-CH
2CH3 H H CH2CH3 F3C N A 19348.0 N-CH2CH3 H H CH(CH3) 2
A192 0 0 CFS HH CH3 A 193 0 0 CF3 H H CH2CH3 A. 194
00 CFS HHCHCH3)2 A 195 0 OCF3 HHCH3 H3C A 196

00 -P-CF3 HHCRCH3 HIC A 197 00 P-CF3-H-H
G CHBY2 | ZHBCRWO 2005/ 085234 PCT[ BR200H,002Q4 - 146
line ¥ ¥2 'R R2 R3I RA A 108 010 H H CH3! H3C NCEF3
A 199(0 O (|G CHBN—
N
A217 [S | S = ‘§;> H H Cyclopropyl
Cl
FCHCO N N
TN N
A218|S |S = — H H Cyclopropyl
Cl
FSC N N
T N— N\
A219 | S |S S — H H Cyclopropyl
Br
CI /N\ N
N— N
A220 (S | S S — H H Cyclopropyl
Br
Br
N N
“N— N
A221 1S |S S — H H Cyclopropyl
Br
F,CH,CO N N
TN\
A222|S |S S _ H H Cyclopropyl
Br
F.C
PN
A223 |0 |S N H H Cyclopropyl
Cl
Cl
N N
TN N\
A224 O[S S — H H Cyclopropyi
Cl
Br
N N
“N— N
A225 |0 | S S — H H Cyclopropyl
Cl




H3C N CF3 A.200 0 0O HH CH(CH3)2 H3C NCF3 A 201 00

\ ( HHCH3 H3C/ A 20200 H Q HHCHRCH /
wo20338830 H3 QO H H CH(CH3)2 A 204 0 0 CF( CFBYE®/EPR235/002204

CH3 H3C A.205 0 0 CF(CF3)2 HH CH2CH3 H3C A.206 0 O

-p-CF(CF3)2 HH CH(CH3) 2 H3ggE3C N\ A.207 0 O NNHH

Cycl opropyl CI WD 2005/085234 PCT/ EP2005/ 002204 -147

Line Z, Z2 -R R RBR4 CI NNNA208 0 O HH

Ol Aany anavg Cl D__» " \ NA 200 0O--0 L1
Vy\." Ur.'ury A2 | T . . N 7'\« ZYJ \vJ \¥ LML L

]
Qyed oprpyd, | -BI F3CH2CO N N A .21 |®R,0 ORY -PR4 H

Ovel o o \I!

Y OO I E CH,CO

N N
VIV
A226 |O |S S — H H Cyclopropyl
Cl
F,C N N
T N— N\
A227 O |S S — H H Cyclopropyl
Br
Cl
N N
T N— N\
A228 (O |S S — H H Cyclopropyl
Br
Br
N N
“N— N\
A229 |0 |S S — H H Cyclopropyl
Br

F,CH,CO

N N
“N— N\
A230 O |S S — H H Cyclopropyl
Br

F,C N N
D= H c
A231|S |0 — L H yclopropyl
Cl
Cl
N N
N\
A232 S | O = — H H Cyclopropyl
Cl
Br.
N N
NI/
A2331S |O S J— H H Cyclopropyl
Cl

F,CH,CO

N N
R VIV/\
A234 (S | O S — H H Cyclopropyl
Cl




a ko

0 0 H H Cycl opropyl
F3CH2CO N N A. 214 0 0 H H CycPropmepys/002204

wORelsmesopY |
Br

PCT/ EP2005/ 002204

N A 211 00 "' -

Br Br v' N

Br

H H Cycl opr opyl

Br G A 212

A213 00 HH

FNNA215 S S N/\ HH Cycl opropyl

p A 216 S S HH CyclopropylL 156L WO 2005/ 085234
-148 Line Z1 Z2 -R1 RR R3 R4 Br

C G NN/

N\

i \ A217 SS N- HHCyclopropyl C F3CH2CO N N
A218TS—p N=—tHHCyctopropr—CE—FE3EN—~A219-S S N -
iHine Cy & ¢@ge ppi R Rs R4
FC N N
VIV
A235|S |O S — H H Cyclopropyl
Br
Cl
S YA
N
A236 |S | O S — H H Cyclopropyi
Br
Br
SN\
N
A237 S |O S — H H Cyclopropyl
Br
FCH,CO N N
N N\
A238 (S |O : S — H H Cyclopropyl
Br
TN
A239 |O | O \I;<N‘§;> CH; |H Cyclopropyl
Cl
Cl
NI
A240 |O | O S — CH; |H Cyclopropyl
Cl
Br
S A
N
A241 |O [ O = _ CH; | H Cyclopropyl
Cl
FSCHZCO /N\ N
N\
A242 10 | O S — CH; (H Cyclopropyl
Cl
FsC N N
VA
A243 (O | O S —_ CH; | H Cyclopropyl
Br




Br CI NN A 220 S S HHCyclopropyl Br Br A 221 S S
H H Cycl opropyl Br F3BCHRZCO N N A. 222 S S HH
wapalsmssopyl Br F3C N\ N A 223 OS N\ HH PCI/EP2005/002204
Cycl opropyl C C I NN‘N/\A.224OS>==" HH
Cyclopropyl C Br NN/ N451.A 225 0 SHH
Cycl opropyl CI WD 2005/ 085234 PCT/ EP2005/ 002204 - 149
Line Z1 Z2 -R1L RR RB R4 F3CH2ZCON N A 226 0 SN- HH
oycl-opropH—C—N-N—A2270-SH-HEctopropyt—Br—
=y o Y o = cyt
Line Z4 22 R, Rs R4
Ch N N
N\ :
A244 |O | O S — CH; | H Cyclopropyl
Br
BN N
e\
A245 10 | O = — CH; |H Cyclopropyl
Br
F,CH,CO_ N N
TN\
A246 |O | O S — CH; | H Cyclopropyl
Br
FaC /N\ N \
A247 |O | O L<N‘§;> H CHs | Cyclopropyl
Ci
Cl
N N
SN/
A248 [O | O = — H CHs | Cyclopropyl
Cl
B
I /N\ N \
N—(
A249 |O | O = — H CHs | Cyclopropyl
Cl
F,CH,CO
A250 |0 | O \E< ‘Q H |CHs | Cyclopropyl
FSC N N
“N— N
A251 |O | O S — H CH; | Cyclopropyl
Br
Cl
N N
“N— N\
A252 |0 | O S — H CH; | Cyclopropyl
Br




a N\ A228 0 S -

a d

PCT/ EP2005/ 002204

Br FSC N N A 231 S ON H H CycPopmepys/002204

H. H Cycl opr opyl

Br
S - HHCyclopropyl Br FaCH2CO N \NN A. 230 0 S- HH
wORelsmesopY |

N'N >==J A 232 S 0 H H Cycl opropyl
I p A233 S0 - HH Cycloprgpyl
A 234 SO -

H H Cycl opr opyl

Br. NA229 0

Cl Br N NN
Cl F3CH2ZCON N N

==1 WD 2005/ 085234
-150 Line Z1 Z2 -R, R R3 R4 3CN

A 235 SOF\ N- HHCyclopropyl Br C—N—_A.236 S0
UndV 1 21| 2, PeRl opropy! R. |Rs |Ra
Br
N N
N/
A253 |0 | O S — H CH; | Cyclopropyl
Br
F.CH,CO N N
TN\
A254 10 | O = — H CH; | Cyclopropyl
Br
FiC /N‘N
A255 |0 | O = H H Cyclopropyl
H,C
cl /N‘N
A256 |0 |O | S5 H H Cyclopropyl
H,C
B
3 /N\N
A257 10 | O = H H Cyclopropyt
H,C
F{OH,C0_N_
A258 [O | O L<N H H Cyclopropyl
H,C
F,C /N\N
A259 |0 | O S H H Cyclopropyl
Cl
Cl _N,
A260 |O | O RN‘Q H |H | Cyclopropyl
Cl
Br /N\
A261 |0 |0 RN‘Q H |H | Cyclopropyl
Cl




Br NN A 237 SO Br\ N- HHCyclopropyl Br F3CH2CO N
NA238 SO\ N- HHCyclopropyl Br F3CNA?239 00
woOl2003/085834 H Cycl opropyl C ClI A 240 0 O N - €EB/EP2005/002204
Cyclopropyl C Br N - A 241 0 0 NCH3 H Cycl opr opyl

Cl F3CH2CON N A 242 0 0 CH3 H Cycl opropyl d

F3C N /\A24300N-CH§]’3—|C,yclopropyl Br WO

2005/ 085234 PCT/ EP2005/ 002204 -151 Line Z, Z2 -R R2

R3 RA_Cl N | \ A 244 0 0 N CH3 H Cyclopropyl—Br N
ILine A{ 249Z0|OrBr N CH3 H Cycl opropyl |B, F3@HCO TN N
F,CH,CO

A262 |O | O \':< ‘Q H H Cyclopropyl
F.,C N
— \N
A263 10 |0 L< @ H H Cyclopropyl
F
Ci N
— \N
A264 |0 | O \L< ‘Q H |H | Cyclopropyl
F
Br N
- \N
A265 |0 | O \L< @ - {H  |H | cyclopropyl
' F

F,CH,CO

A266 |O | O \l< _Q H H Cyclopropyl

3 /N
N—CH_CH
A267 |O | O S 28 H H Cyclopropyl

A268 |0 | O

-—< >——CF3
CF
A269 1O | O g > 8 , H H Cyclopropyl
H,C

AN
A270 {0 | O Ij\ H H Cyclopropyl
H,C~ "N~ TCF,
A271 1O | O j@ H H Cyclopropyl
H,C

H H Cyclopropyl




A.246 0 O N- CH3 H Cyclopropyl Br F3C N N A 247 0

O N-P\ HCH3 Cyclopropyl C CI A 248 0 0 N H CH3
woyalsmgsopyl C Br " N/ N\ A 249 0 O N H EEB/EP2005/002204

Cyclopropyl C FSCH2ZCON N A.250 0 O N- H CH3

Cycl opropyl d F3C T\ A d, 0 0 H CH3 Cycl opr opyl

Br G A 252 00N - Cycl opropyl Br WO
2005/ 085234 PCT/ EP2005/ 002204 -152 Line Z1 Z2 -R1 R2
R3 R4 253 0 0 N H CH3 Cyclopropyl r E3CH2CO-N
Nnd 2p4, Pz0| k,CH3 Cycl opropyl Brr, F3(QRyN { R, 255 0 0 H
H Cycl opr opyl
Cycl 1
Ao7o lolo ‘Q-CF(CFS)Q H H yclopropy
H,C
A273 |0 |0 p ‘$:> H |H | C(CHa).CH:SCH,
N
=N 7\
A274 10 | O S — H H C(CHj3).CH.SCH;
Cl
Br
N N
“N— N
A275 10 | O = — H H C(CHa3).CH2SCHj4
Cl
F,CH,CO_ N N
I/
A276 |O | O = — H H C(CHg3).CH.SCH;
Cl
F.C N
TN N
A277 1O | O == — H H C(CHj3)>,CH,SCHj3
Br
Cl
N N
“N— N
A278 (O | O = — H H C(CHa;).CH>SCH3;
Br
B
I /N\ N \
N—
A279 |0 | O = — H H C(CHa).CH>SCHg
Br
FCH,CO__N_ }\, \
N
A280 | O |O = — H H C(CHa),CH>SCHg
' Br




H3C CI N NN A 256 0 0 HH Cyclopropyl H3C Br A 257

0 0N HHCyclopropyl H3C FBCH2ZCON N A. 258 0 0 HH
woyalsmgsopyl T\ H3C F3C N A 259 0 0 H H Cycropmepons/002204
C A N A26000N- HHCyclopropyl C Br NN J
A.261 0 0 - H H Cyclopropyl 45K C WO 2005/ 085234

PCT/ EP2005/ 002204 -153 Line Z1 Z2 -R1 R2 R3 R4

F3CH2CO N A. 262 0 O N -P- HH Cyclopropyl <C F3CN

A 263 0 N H H Cyclopropyl
Line Z4 Z> "R1 R, Rg R4

Fac /N\ N \
A281{S |S L<N‘€;> H H C(CHg),CH,SCHs
cl
ci
ST\
A282 (S |S =~ _ H |H | C(CHs).CH:SCH;
cl
B
SEN A
A283!S | s =~ — H |H | C(CHs)CH:SCH,
cl
FCH,CO N, AN
N
A284|S |S \L< -§;> H |H | C(CHg).CH.SCH,
cl
F.C
N N
T N N
A285 (S | S =~ _ H |H | C(CHy):CH,SCHs
Br
cl
NI
A286|S | S =~ _ H |H | C(CHs):CH:SCH;
Br
Br
S0 I\
A287 |S |S =~ _ H |H | C(CHs):CH:SCHs
Br

F,CH,CO

N N
“N— N
A288|S |S S — H H C(CHs),CH,SCH;
Br
FsC N N \ .
A289 |0 |S L@ﬁ H H C(CHs),CH,SCH;4
cl




FC N A264 00N- HHCyclopropyl FBr N / \

A.265 0 0 HH Cyclopropyl F F3CH2ZCO N A.266 0 0 N H
wol2@sossssopyl F F3C N A 267 0 0 N-CH 2CH3 HPEIT/EP2005/002204

Cycl opropyl A 268 0 0 J CF3 H H Cycl opropyl A 269 0

0 CF3 H H Cyclopropyl H3C f££70 0 0 H H Cycl opr opyl

H3C N CF3 A 271 0 0\ H H Cyclopropyl H3C W

2005/ 085234 PCT/ EP2005/ 002204 -154 Line Z, Z2 -Rl R2
R3 R4 A 272 0 0\ CF(CE3)2 H H Cyclopropyl —HIC E N/

B
Nre |Az2[73, .M} N H H O(CH3) 2CH2SORB (R, CI | N, N
Cl
N N
~ T W— N
A290 |0 |S ~ _ H H C(CHa),CH.SCHj
Ci
Br
N N
/AN
A291 |0 |S =~ — H H C(CHa),CH.SCHs
cl
FSCHZCO N N
TN N
A292 |O |S ~ — H H C(CH3),CH.SCH;
Cl
FsC N N
T N— N
A293 |0 | S =~ — H H C(CHa)-CH»SCHj
Br
Cl
N N
N\
A294 |0 | S =~ _ H H C(CHa):CH»SCHj
Br
Br
N N
“N— N
A295 |0 |S =~ — H H C(CHa):CH»SCH3
Br
F,CH,CO_ N N
N\
A296 |O | S =~ — H H C(CHa)2CH-SCHj
Br
FSC /N\ N \
A297 |S |0 \L<N [ H |H | C(CHs):CHsSCHs
Cl
cl
N N
TN N\
A298 |S | O =~ _ H H C(CH3),CH,SCH;
Cl




A.274 0 0 NH H C(CH3)2CH2SCH3 C p Br " N\ N

N A 275 0 0 HH C(CH3)2CH2SCH3 ClI F3CH2CO TN\ N P
wo.200568830 H H C(CH3) 2CH2SCH3 CI F3C N A. 277POT@PR008/002204

- HH C(CH3)2CH2SCH3 Br G A 278 0 O N HH

C(CH3) 2CH2SCH3  Br Br A 279:9_0 N- H H C(CH3) 2CH2SCH3

Br FSCHRCON N "N A 280 0 % C(CH3) 2CH2SCH3  Br

WO 2005/ 085234 PCT/ EP2005/ 002204 -155 Line Z1 Z2 -R1
R2 R3 R4 F3ICNNA281 SSNHHCCH3)2CHSCH3_Cl

OineN | 20| 2 | &2,282 S S H H C(CH3) pEERSDHR | R,

Br /N\ }\l \
N
A299 |S | O \L< 4§;> H H C(CHa)2CH,SCH;
cl
R WA
A300 (S | O S _ H H C(CH3).CH,SCHs
\ g
F.C N
NN N
A301|S |0 =~ _ H H C(CHa3),CH>SCH3
Br
AN
N
A302|S |O \|;< Q H H C(CH3)2CH>SCHs
Br
B
LA
A303|S |O =~ — H H C(CH3),CH>SCHs
Br
TN
A304 |S |O =~ — H H C(CH3),CH>SCHs
Br

F3C /N\ N \
A305|0 |0 QN@ CH; |H C(CHs),CH,SCHs
Cl

Cl
: N N
Y/
A306 |O |O SN __ CH; | H C(CH3),CH,SCHs
e
Br
N N
“N— N
A307 |0 | O S __ CH; |H C(CHs).CH,SCHs
cl




Cl Br

A.283 S S Np

H H C(CH3)2CH2SCH3 CI F3CH2CO N

A28 SSNNHHCCH3)2CH2SCH3 Cl F3BC N A 285 S S

wOl2005K8523€( CH3) 2CH2SCH3 Br Cl A . 286 S S N H PICT/EP2005/002204

C(CH3) 2CH2SCH3 Br Br N A 287 S S H H C( CH3) 2CH2SCH3

Br FNA288 SSN HHCC
A.289 OS N-PHHCCH3?2
PCT/ EP2005/ 002204

2CH2SCH3  Br
CH3 CI WD 2005/ 085234
-156 Line Z1 72 R1R2R3R4 C N

F3SC N N

I\lA?Q()WQI—lI—l(‘/(‘I—R\?(‘J—DQ(‘J—R ClL_ B r * N
Air91) §, BzN HRH C{ CH3) 2CH2SCH3 CR, |Rs | Rs
F,.CH,CO__ N
N\
A308 |O | O =~ — CH; |H C(CH3)>,CH.SCHs
cl
FSC N N
“N— N
A309 [0 |O S — CH; |H C(CHg)2CH-SCHj
Br
ChoN N
=N N\
A310 [0 |0 = _ CH; | H C(CH3)2,CH,SCHj
Br
Br
N N
“N— N
A311 0|0 = — CHs |H C(CH3),CH-SCHj
Br
F,CH,CO
N N
TP N N
A312 |0 |0 =~ — CH; |H C(CH3)2CH-SCH3
Br
A313 |0 |0 p ‘§:> H CHs | C(CHg):CH,SCHs
N
NI
A314 |0 |0 = — H CH; | C(CH3)2CH»SCHs
cl
Br
N N
N\
A315|0 |0 S — H CHs | C(CH3),CH,SCHs
cl
F,.CH,CO_ N
SN/
A316 |0 | O =~ — H CH; | C(CHa),CH-SCH;
cl




F3CH2CO N N A 292 0 S N H H C(CH3) 2CH2SCH3 I \
A.293 0 S N -P H H C(CH3)2CH2SCH3 Br M

wQ@hods/08584 H C( CH3) 2CH2SCH3  Br

C( CH3) 2CH2SCH3  Br

N N
~\ A294 0 S

N A 295 0 BCHEPR2005/002204
F3CH2CO N N A.296 0 S HH

C(CH3) 2CH2SCH3 Br F3C N N_A5¢97 SO N-P\ HH
C(CH3)2CH2SCH3 CI Cl A.298 SO N- HH C(CH3)2CH2SCH3
CI V\D 2005/ 085234 PCT/ EP2005/ 002204

157 Line Z, 22
R3-PR4 Br N-NN-/_A 200 S (O o K
c(,@re oH2s0, CIF3N/A300§?_O RH H R,
L‘( {"I—IQ "_vm v
F:C
A.317 0 \E< _g_:> H | CHs | C(CH),CH-SCHs
Ci
N N
TN\
A.318 o) =~ _ H | CHs | C(CHg),CHoSCH,
Br
Br.
N N
TN\
A.319 o) =~ __ H | CHs | C(CHg)sCHoSCH;
Br
FCHCO N N
TN\
A320 |O | O =~ _ CHs | G(CH3):CH»SCH,
Br
aC _N,
N
A321 |0 |0 L< _Q H | C(CHa).CH-SCHs
H,C
Ch N,
N
A.322 | O \L< @ H | C(CHs):CH,SCHs
H,C
Br /N\
N
A323 | O \L< ‘Q H | C(CHa).CH,SCHs
H,C
F,CH,CO_
"\
N
A324 | O L< ‘Q H | C(CHs),CH.SCH;
H,C
3C /N\
N
A325 |0 L< —Q H | C(CHs),CH-SCH,
cl




FSC NT ° A 301 SO\ N- HHCCCH3)2CHSCH3 Br C

A.302 SO 1N HHCCH3)2CH2SCH3 Br Br A 303 S0 N
WoOI2b05@8AIB) 2CH2SCH3 Br F3CH2CO N N A 304 S 0 PICHEP2005/002204

C(CH3)2CH2SCH3 Br FBC NN A 305 0 0 N/ \ CH3 H

C(CH3)2CH2SCH3 CI N/ N~1§030600 N-P CH3 H

c(cH3)2CH2sCH3 C Br ', ., N\ NN/ \ A3070

0 - CH3 H C(CH3)2CH2SCH3 CI WO 2005/ 085234

PCT/ EP2005/ 002204 -158 line 71 72 -R_R2 R3 RA

e N 43308 0 0 CH3 H O( CHBR2CHPR ROl F3C
iﬁ‘%&%% N - CI—BHC(CI—B\ZhQ(‘ 943_ g N

Cl
N
A326 |0 | O \I;< ‘Q H |H | C(CHs).CH,SCHs
Cl
B
£ /N\N
A327 |0 |0 ~ H |H | C(CHs)sCHsSCHs
Cl
F.CH,CO_ N
— N\
N
A328 |0 | O L< ‘Q H |H | C(CHs):CH.SCHs
Cl
F,C N
- \N
A329 [0 |0 L< ‘Q H |H | C(CHs):CH,SCH;
F
Ch N,
N
A330 |0 | O \L< @ H |H | C(CHa):CH.SCH,
F
Br /N\
N
A331 |0 |0 \L< @ H |H | C(CHs):CH:SCHs
F

F,CH,CO

A332 0|0 \E< —Q H H C(CHg):CH>SCH

3 /N

N—CH,CH :
A333|0 |0 S e e H H C(CHs)2CH2SCHs

A334 |0 |0 —ch H |H | G(CHs).CH,SCH;
CF
A335 |0 |0 g > 2 H |H | C(CHs).CH,SCH;

H,C




A 310 00 N CH3 HC(CH3)2CH2SCH3 Br Br A 311 0 O N

-p CH3 H C(CH3)2CH2SCH3 Br A. 312 0 0 F3CH2CO T% - p
WCRIBSHSBCH3) 2CH2SCH3 Br F3C N N A. 313 0 O N PCTHPEZHIS/002204

C(CH3)2CH2SCH3 C C N h A.314 0 0 N- HCH3

C(CH3)2CH2SCH3 C Br ' , _ '\ N "N/ A31500 - H

CH3 C(CH3) 2CH2SCH3 Cl FSCI—& N NA316 0 0 HCH3

C( CH3) 2CH28CH3 Cl WD 2005/ 085234 PCT/ EP2005/ 002204

-159 72 -R R R3I R4 N - A 317 0 0 N-H CH3
g,Q'B %CH% ChHig Br G N'N A 318/ &,0 HRGH3| R,
C(CH3 PSO) Br Br
N
A336 [|O O l / H H C(CH3).CH,SCHj3

A337 (O {0 H H C(CH3)>.CH,SCH3

A338|0 |0 é > CF(CF,), H |H | C(CHs)sCH.SCHs

Table 1: This table discloses the 338 compounds T1.1 to T1.338 of the formula

(T1),
in which, for each of these 338 specific compounds, each of the variables Z,, Z,, Rs, Rz, R3
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

For example, the specific compound T1.23 is the compound of the formula T1, in which each
of the variables Z;, Z,, Ri, R», Rz and R, has the specific meaning given in the line A.23 of
the Table A. According to the same system, also all of the other 337 specific compounds
disclosed in the Table 1 as well as all of the specific compounds disclosed in the Tables 2 to
85 are specified analogously.

Table 2: This table discloses the 338 compounds T2.1 to T2.338 of the formula
Z R
cl 1§/ 1

No
Br 2

/ ~
R (T2),



NN A 319 0 0 HCH3 C(CH3)2CH2SCH3 Br A 320 0 O
F3CHZCO T% P H CH3 C(CH3)2CH2SCH3 Br FSC N A. 321 0 0
wOR0d4/08523¢ CH3) 2CH2SCH3 H3C Cl A 322 0 0 N HPEIT/EP2005/002204

C(CH3)2CH2SCH3 H3C Br A. 323 0 0 - H H C(CH3) 2CH2SCH3

H3C F3CH2CO TN A. 324 0 0 -_ 1 C(CH3) 2CH2SCH3 H3C F

"N A 325 00 HH C(CH3)2 Cl WD 2005/ 085234

PCT/ EP2005/ 002204 -160 Line Z1 Z2 -R1 R RB R4 C N

N A 326 00 HHC(CH3)2CH2SCH3 CI Br N / \ A 327 0

in whigh, Npr-paghcyf ¢ comppards eacinof the variables Zy, Z,, Ry, Rz, R3

and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 3: This table discloses the 338 compounds T3.1 to T3.338 of the formula
R
CIZ1§/ 1

No
99
O,N z
N
/ ~
R (T3),
in which, for each of these 338 specific compounds, each of the variables Z,, Z,, Ry, Rz, Rs

and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 4: This table discloses the 338 compounds T4.1 to T4.338 of the formula
Z R
Cl 1Y 1

N
S9y:
F,C

N<
R (T4),

in which, for each of these 338 specific compounds, each of the variables Z;, Z,, R+, Rz, R
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 5: This table discloses the 338 compounds T5.1 to T5.338 of the formula
Z R
cl 1§/ 1

No
999
NC 2

N
Ry R, (T5),

in which, for each of these 338 specific compounds, each of the variables Zi, Z, R+, Rz, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.



A.328 0 0 HH C(CH3)2CH2SCH3 CI F3C N - HH
C(CH3)2CH2SCH3 A 329 O ONF C N A 33000 N7/ \
Wol26050838) 2CH2SCH3 F Br N\ / \ N H H C( CH3) 2€EipBerids/002204
A 331 00 F F3BCH2CON A 332 0 O N- HH

C(CH3) 2CH2SCH3 F F3C /N A4383 0 0 N-CH2CH3 H H
C(CH3)2CH2SCH3 A. 334 0 0 / 3 H H C(CH3) 2CH2SCH3

A. 335 0 0 DCF3 H H C(CH3) 2CH2SCH3 H3C WD 2005/ 085234
PCT/ EP2005/ 002204 -161 Line Z, Z2 -Rl1 RR R3 R4

A.336 0 0 HH C(CH3)2CH2SCH3 H3C N CF3 A.337 0 0 \ H

Tablehb: GHid b REEIS th&B8B AodB8uttisOre.1 t¢d-t6B33 &f the formula

3 (T®6),

in which, for each of these 338 specific compounds, each of the variables Z;, Z,, Ry, Ry, Ra
and R4 has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Tabie A.

Table 7: This table discloses the 338 compounds T7.1 to T7.338 of the formula

N<
R R, (T7),
in which, for each of these 338 specific compounds, each of the variables Z;, Z,, R;, R», Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from

the 338 lines A.1 to A.338, of the Table A.

Table 8: This table discloses the 338 compounds T8.1 to T8.338 of the formula

H,C Z1YR1

N
R;” R

s (T8),

in which, for each of these 338 specific compounds, each of the variables Z, Z,, Ry, R,, Rs
and Ry has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 9: This table discloses the 338 compounds T9.1 to T9.338 of the formul‘a



H H C(CH3) 2CH2SCH3 H3C Table 1: This table discl oses
the 338 conpounds T1.1 to T1.338 of the fornmula
wWChaEWBR234N, R2 2 /N, R4 R3 (T1l), in which, forceaemosno2204
these 338 specific conpounds, each of the variabl es
Z1, 72, Rl, R2, R3 and RA_Qgg_the speci fic meani ng
given in the corresponding l'ine, appropriately
selected from the 338 lines A1 to A 338, of the
Tabl e A. For exanple, the _specific conpound T1.23 is
the conpound of the forngf Riin which each of the
variables 71, 72, Rl, R2| R3land R4 has the specific
nmeani ng given in the 7.53Rof the Table A
According to the sa pm afso all of the other
337 specific compou gSed in the Table 1 as
well as all of the specific onpounds di scl osed in the
Tables 2 to 85 are specifH€d &pal ogous #é Tabl e 2:
This table discloses the 338 conpounds )1 to T2.338

in whigh, foReaélpbMikae 388 §dadiic cothpounde, eddh o2thé\bariaéle§iz(zgh1, R., Rs
vg%ﬁ005/085é24 PCT/EP2005/002204 W@§62 in which f
and Fu 15 B¢ sperlicmeaning gvenin the qomssareiing %EPB‘PF’{'W@YSQ'GC"GC’ from
the 338 ihedbA 830 Al3382f tHdtTab®A. R3  and R4 has the specific
meani ng given in the corresponding line, appropriately
selected from the 338 lines A 1 to A 338, of the
TableTﬂﬂT%s“t-ab-Ea@é&os%s &858 bapsurttisSE1006 85T 10183868 he formula
~ conpounds T3.1 to T3.338 o the formula ClZ1YRL N,
RR ®@N2 /N R4 R3 (T3g7 %I/FH

No
999
O.N 2

2

N
/ ~
RO R (T10),

in which, for each of these 338 specific compounds, each of the variables Z;, Z,, R4, Ra, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 11: This table discloses the 338 compounds T11.1 to T11.338 of the formula
Z R
Br 1§/ 1

No
999
F,C 2

N
/ ~
RO R (T11),
in which, for each of these 338 specific compounds, each of the variables Z,, Z,, R4, Ry, Rs
and R4 has the specific meaning given in the corresponding line, appropriately selected from

the 338 lines A.1 to A.338, of the Table A.

Table 12: This table discloses the 338 compounds T12.1 to T12.338 of the formula



in which, for each of these 338 specific conmpounds,
each of the variables Z1, Z2, Rl, R2i R3 and R4 has
woOhersggesifi ¢ meani ng given in the correspondi RGTIEPR®S/002204

appropriately selected from the 338 lines Al to

A. 338, of the Table A TabLZG§; This tabl e discloses

the 338 conpounds T4.1 to T4.338 of the formula

CIZ1YRL N, R F3C ,N, R4 R3 (T4), in which, for each

of these 338 specific co ounds each of the variables

Z1, 72, Rl, R2, R3 and the speci fic meani ng

given in the correspondi ne, appropriately

selected from the_ 338 c Nﬁgl to A 338, of the

Table A. Table 5: bl e discl oses the 338

conmpounds T5.1 o It of e formula ClZ1YRL N, R2

NC2 R4 NR3 (TH), |n which, for each of these 338

speci fic conmpounds, each e the, varlable Z1, Z2, Ri,

R2i R3 and R4 has the speC|f|c neanln gpven in the
in which! fof 8REMEH thBsd BB speHiity APfifcuhas Yeash ot tieevhriab®mZ,f BIg Ry, Ry, Rs

338 lines A, 1 to A 338, of the Tabl WO ZOOS/OggEi
and Fhcbpsihe oesHlisyRoRning Jilen inthg rigsParing g, PRPGPYaTeNSselected from
the 39@%&&81&@%@16&@&@@ R. T6.338 of .the formula Z1YRL

Ra N\Rs (T6), in which, for each of

these 338 speC|f|c conpounds, each of the vari abl es
TablZs: T taBik difoseB3he 888 chfpb@mist . SRET13.838 sEMBIfdENula

~ given in the corresponding |ine, appropriately

sel ected from the 338HIG 11 to A 338, of the

Table A Table 7: This t di scl oses the 338

compounds T7.1 to O 3 Trez formul a
3 (T13),

in which, for each of these 338 specific compounds, each of the variables Z;, Z,, Ry, Rz, Rs

Br

N
R R

and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 14: This table discloses the 338 compounds T14.1 to T14.338 of the formula
H,C Z1YR1
N<
s
2

N
R R

O,N

3 (T14),

in which, for each of these 338 specific compounds, each of the variables Z;, Z,, R4, Rz, R3
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 15: This table discloses the 338 compounds T15.1 to T15.338 of the formula



Br ZLY RLNR \' \' 1 z 2 Ra MRs (T7), in which, for
each of these 338 specific conpounds, each of the
woaoisasiss Z1, Z2, Rl, R2, R3 and R4 has the BOE®PL1I06/002204
meani ng given in the corresponding |ine, appropriately
selected from the 338 lineggh.1 to A 338, of the
Table A. Table 8: This table discloses the 338
conmpounds T8.1 to T8.338 of the formula H3C Z1 vR1 N
R2 R4 NR3 (T8), in which, fgor each of these 338
speci fic conpounds, eadhC tvariables Z1, Z2, Ri,
R2i R3 and R4 has the SHeQTErc nmeani ng given in the
correspondi ng | i negapp ratgly selected from the
338 lines A1l to A the,Table A Table 9: This
tabl e di scl osesF the~838~0onpetintls T9.1 to T9. 338 of
the formul a WO 3005/ 085234 PET/ EP2005/ 002204 - 164 Br
1Y RL N'R \ '\ 2 Br 2 ,R/7RERR3 (T9), i whi ch, for
each of these 338 specific conpounds, L% of the
in whica[ forlhels ofZthese?338 HiecifitZconfifbunas Cedsh dhdise VdrabRER| £4, By, Ry, Rs

ani iven in the corresponding i ng, appropriatel
and F 83 aPra iinmeatind SN HiEconerpansing hies aPBroplinigly seldoted from
the 33@has A1 t1d A3, bOtheThibse Aabl e di scl oses the 338
conmpounds T10.1 to T10.338 of the formula BrrlYRL

NIl R2 O2N 2
Table 16: This table discloses the 338 compounds T16.1 to T16.338 of the formula

(T16),

in which, for ea’ch of these 338 specific compounds, each of the variables Z;, Z,, R4, Rz, Rs
and R4 has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 17: This table discloses the 338 compounds T17.1 to T17.338 of the formula

H,C Z1§/H1

N
Ry TR

8 (T17),

in which, for each of these 338 specific compounds, each of the variables Z;, Z,, R4, Rs, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 18: This table discloses the 338 compounds T18.1 to T18.338 of the formula



R4 N,R3 (T10), in which, for each of these 338
speci fi c conpounds, each of the variables Z1li Z2, Ri,
we&2005R8523and R4 has the specific meani ng gi venPCIEPH®S/002204
corresponding |ine, appropriately selected from the
338 lines A1 to A 338, of tphe Table A Table 11: This
tabl e di scl oses the 338 conpounds T11.1 to T11. 338 of
the formula B rilYRL NR2 F3C 2 ,N, R4 R3 (T11l), in
whi ch, for each of these 338 specific conpounds, each
of the variables Z1, ZZ,mﬁﬁﬁgﬁg, R3 and R4 has the
speci fic meaning given i correspondi ng |i ne,
appropriately sele d T te 338 lines Al to
A. 338, of the Tabl e : This table discloses
t he 338 conpoung 2 72338 of the fornmula WO
2005/ 085234 PCT/ EP2005/0D22Q4 -165 Br 1YRL | N, R2
NC N R4 \R3 (T12), in whReh, “Ror each Of these 338
speci fic conmpounds, each of the variab‘é§L21, Z2, Ri1,
in whigh, foR8actaBfthBée B38s spésficariidunts @R ion thedvarRbldsIZ, t AL Ry, Ry, Rs
corresgondLng i ne, gpﬁto riately selected from }he
and Fydips|the, sReCICIMERNIAG JAEN inyihe;qoEresapIdingiiner 3ppropiiately gojected from
the 35@Phes AlH 36 1408835 of fe Bable AOMPOUNds T13.1 to T13. 338 of
the formula H3C ZlyR1 I N, R2 Br 2 R4AN R3 (T13),
in which, for each of these 338 specific conpounds,
Tablee RS T tablR&liscddedthe 838 bompaundsty 190 .33k R4 fdtafila
the specific neaning given in the corresponding |ine,
appropriately selected(j%sﬁyﬂhhe 338 lines Al to
A. 338, of the Table A

N
L
2

Br. N
Ry R

¢ (T19),

in which, for each of these 338 specific compounds, each of the variables Z,, Z,, R4, Rz, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 20: This table discloses the 338 compounds T20.1 to T20.338 of the formula
Z R
Cl 1Y 1

N
SYU:
Cl

N
/ ~
RT R (T20),
in which, for each of these 338 specific compounds, each of the variables Z,, Z,, R+, Ro, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from

the 338 lines A.1 to A.338, of the Table A.

Table 21: This table discloses the 338 compounds T21.1 to T21.338 of the formula



Tabl e 14: This table discloses the 338 conpounds T14.1
to T14.338 of the formula H3C Z1YRL | N, R2 2N 2
We&ANSR8523§ T14), in which, for each of these 338CT/EP2005/002204

speci fic conpounds, each of the variables Z1, 72, Ri,

R2, R3 and R4 has the specik §c meani ng given in the
corresponding line, appropriately selected from the

338 lines A.l1 to A 338, of the Table A Table 15: This
tabl e di scl oses the 338 conpounds T15.1 to T15. 338 of

the formula WO 20 57-2%/ CT/ EP2005/ 002204 -166 H3

CZz vR 1IN-R | - N, R(T15), in which,
for each of these 5 |\h| c conpounds, each of the
variables 71, Z2, * and R4 has the specific
meani ng given in the pondi ng | i ne, appropriately
selected from the 338 liges A1 to A 338, of the
Table A Table 16: Thi gRtabkke disclo t he 338
conmpounds T16.1 to T16. 338 of the fd& H3C Z, \/R

in whichNor Bach diGhEée 888 edifitldom Cr;odnﬂs V&ﬁcﬁ hxf tHeorariablels Z?J‘ Zo, Ry, Ro, Ra
t hese 338 s oun each {he vari a

ecific co
and Rz fashe srpac'f%@eaw SRl 'wewgéreﬁn@dér&'m Pepfﬁaaﬁﬁeﬁfgse'ected from
the 388 Nfds AR 16 AS3IBOBT Bis PRI AJ l'ine, appropriately
selected from the 338 lines A1 to A 338, of the
Table A. Table 17: This tabl e discloses the 338

TableCTAPEEBIe Ulsbickel thel 338 88Rplindshe PioTrH22338-HGh& offhuld
TONR2

(T22),

in which, for each of these 338 specific compounds, each of the variables Z;, Z,, Ry, Rz, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 23: This table discloses the 338 compounds T23.1 to T23.338 of the formula

3 (T23),

in which, for each of these 338 specific compounds, each of the variables Z, Z,, Rs, Ra, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 24: This table discloses the 338 compounds T24.1 to T24.338 of the formula



ad Ra NN R3 (T17), in which, for each of these 338
speci fic conpounds, each of the variables Z1, Z2, Ri1,
we&2005R8523and R4 has the specific meani ng gi venPCIEPH®S/002204
corresponding |ine, appropriately selected from the
338 lines A1 to A 338, of _tjgg.Table A Table 18: This
tabl e di scl oses the 338 conpounds T18.1 to T18. 338 of
the forrmul a WD 2005/ 085234 PCT/EP2005/002204 -167
ClzlYRL NR Br 2 Br E# R3 (T18), in which, for
each of these 338 ' @npounds each of the
vari ables Z1, Z2, and R4 has the specific
nmeani ng given in th espapdi ng line, appropriately
sel ected from the 33 nes A 1 to A 338, of the
Table A Table 19NCThI¥ 't akte* di scl oses the 338
conmpounds T19.1 to T19.338yof the formula d 1YRL
NR2 2 Br N, R4 R3 (119R;I nRyhi ch, fg%)each of these
338 specific conmpounds, each of the 6 ables 71, Z2,
in whigh, fdrR2acliRaf thenel 388 shexsfid dwempsqedsf éachros aine V@”le@les@n 75 R4, Ry, Rs

ot Y385 SERTR i e SR SRl b ot rom
the 338 lised Alllie AIB3S; lob HesTdBeA338 conpounds T20.1 to

T20.338 of the formula ClzlYRLI N RR d N R4 R3

(T20), in which, for each of these 338 specific
Tablee2Brbis@ble disddsasfthé B8 vampalndssTa5l1 1oZP25.838 oRBe Ghula

and R4 has the specifi clireanhng given in the

corresponding |ine, ately selected from the
338 lines A1 to A the Table A Table 21:
This tabl e disclose 8Rgorrpounds T21.1 to

T21. 338 of the formul 20 5/ 085234

PCT/ EP2005/ 002204 ,C

N
/ ~
R R, (T25),

in which, for each of these 338 specific compounds, each of the variables Z;, Z,, Ry, R», Rs
and R4 has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 26: This table discloses the 338 compounds T26.1 to T26.338 of the formula

8 (T26),
in which, for each of these 338 specific compounds, each of the variables Z;, Z,, Ry, R, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 27: This table discloses the 338 compounds T27.1 to T27.338 of the formula



-168 Z1\R1L INN 2 2 ,N, R4 R3 (T21), in which, for
each of these 338 specific conpounds, each of the
woaoisasiss Z1, Z2, Rl, R2, R3 and R4 has the BOE®PL1I06/002204
meani ng given in the corresponding |ine, appropriately
sel ected from the 338 lines,f.1 to A 338, of the
Table A. Table 22: This table discloses the 338
conmpounds T22.1 to T22.338 of the formula Z1 T Rl
I[ITN\NR2 C 2 N R4_R3(T22), in which, for each of
these 338 specific cpnpounds, each of the variabl es
Z1, Z2, Rl, R2, R3 aundz s the specific neaning
given in the correp di ng} | i ne, appropriately
sel ected from the Aes_A 1 to A 338, of the

conpounds T23.1 t¢ S o> the formula Z1Y R1L NCR

2 Br 2 R4 NR3 ( 53), ich, for each of these 338

speci fi c conmpounds, eacﬁ/o'ﬁx,g‘he vari ables Z1, Z2, Ri,
R3 and R4 has the specific nean{TRy)given in the

R2 ! . . .
in w8 FT R0 61 Mo 398 sndfifl QhpALERIeRE dHE b Mz: 25 ). P e
and Raltdsethdispediticmsanihe gB®8 it trepeurespoiding line, apPrpridBey sdlected from

the 3%,9&&0)%\\“%!()%\_%,%991@10380&}3% PCT/ EP2005/ 002204 -169 71

Table 28: This table discloses the 338 compounds T28.1 to T28.338 of the formula

N
/ ~
&R (T28),

in which, for each of these 338 specific compounds, each of the variables Z;, Z,, Ry, Rz, Rs
and R4 has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 29: This table discloses the 338 compounds T29.1 to T29.338 of the formula

N
R "R

8 (T29),

in which, for each of these 338 specific compounds, each of the variables Z;, Z,, Ry, Rz, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 30: This table discloses the 338 compounds T30.1 to T30.338 of the formula



2NC2 N R4 R3(T24), in which, for each of these
338 specific conpounds, each of the variables Z1, Z2,

we&00sRR523R3 and R4 has the specific neani ng gPCEMPR0V5/002204
the corresponding line, appropriately selected from
the 338 lines A1 to A 338,,af the Table A Table 25:
This table discloses the 338 conpounds T25.1 to
T25.338 of the formula Z7Y R NCR2 F3C 2 ,N, R4 R3
(T25), in which, for each of these 338 specific
conpounds, each &kCHie variables 71, Z2, Rl, R2, R3
and R4 has the speﬁif' &, RBing given in the
corresponding |i ng a prﬁ?i ately selected from the
338 lines A1 to A ~oN~phe Table A Table 26: This
tabl e discloses the|338||conpdunds T26.1 to T26.338 of
the fornula il\ z1~-N b R2 H3C 2 /N, R4 R3
(T26), in which, for gachlof these 338 specific
conpounds, each of tieqafigbles z,, 72, R, R2, R3
and R4 has the specific*meanfng gi vei3Ph t he

_ - . . . ' )
in Wb SRR 1bel d3¥5nBfB ORPb PSS XaPR bR SEIEEY, R, Ra R
and Rj, hb$ thedipecifio seeaningegisgindbensoueasontipg. linet appromriadgp seipcted from

- the 3%@9%%(% R340 5AReAABRAR4 PCT/ EP2005/ 002204 - 170-

Table 31: This table discloses the 338 compounds T31.1 to T31.338 of the formula

(T31),

in which, for each of these 338 specific compounds, each of the variables Z;, Z, R4, Ra, Rj
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 32: This table discloses the 338 compounds T32.1 to T32.338 of the formula
(H;C),C

HsCR{N\R

8 (T32),

in which, for each of these 338 specific compounds, each of the variables Zi, Z, Ry, Ra, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 33: This table discloses the 338 compounds T33.1 to T33.338 of the formula



2 CO N R4A\R3 (T27), in which, for each of these 338
speci fic conpounds, each of the variables Z1, Z2, Ri1,
we&2005R8523and R4 has the specific meani ng gi venPCIEPH®S/002204
corresponding |ine, appropriately selected from the
338 lines A1 to A 338, of_{pe Table A Table 28: This
tabl e di scl oses the 338 conpounds T28.1 to T28. 338 of
the formula Z1IR1 NRdO 2 C 2 R4 NR3 (T28), in
whi ch, for each of these 338 speC|f|c conmpounds, each
of the vari abl es ZlN 4 RR2, R3 and R4 has the
speci fic nmeani ng QN en\in he corresponding l'ine,
appropriately sellect ™prthe 338 lines Al to
A. 338, of the Table @ 29: This table discloses
the 338 conpounds T29: D.338 of the formula C
\ ZIyR1 C ' N R2 2yR4 N, R3 (T29), in which,
for each of these 338h§p§6|FRg conpo%ﬂgé each of the
variables Z1, 7Z2, Rl, R2, R3 and R4 the specific
in whige a0t egchobfiegsd 3138 ér%cm@rdommoﬁah @gcih bhibhe vappblep 7, at.eRy, R, Rs
lected from the 338 _ges Al to. A 33

and HTE‘BF &eSpepifiG Reatt ¢iKeR 'rt SICerS?%O&dBQéE‘et ﬁ%org@,%aqe'y selected from

the 330U %o A8 loftthe TaBIe388 of the fornula WO
2005/ 085234 PCT/ EP2005/ 002204 -171 H3CH2C N Z1Y R1

N, R
Table 34: This table discloses the 338 compounds T34.1 to T34.338 of the formula

HC HiC

N
H CR/ \R
¢ 4 3 (T34),

in which, for each of these 338 specific compounds, each of the variables Z;, Z,, R4, Ry, Rs
and R4 has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 35: This table discloses the 338 compounds T35.1 to T35.338 of the formula

H,C R{N\R

8 (T35),

in which, for each of these 338 specific compounds, each of the variables Z,, Z,, Ry, Rz, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 36: This table discloses the 338 compounds T36.1 to T36.338 of the formula



2 NT 2 H3CRa N\R3 (T30), in which, for each of these
338 specific conpounds, each of the variables Z1, Z2,
we&00sRR523R3 and R4 has the specific neani ng gPCEMPR0V5/002204
the corresponding line, appropriately selected from
the 338 lines A1 to A 338, _the Table A Table 31:
This tabl e discloses the 33?3 conpounds T31.1 to
T31.338 of the formula H3C N Z4~/Ri S NR 2 N 2 H3C
R4 MNR3 (T31), in which, for each of these 338
speci fi c conmpounds, N@ach of the variables 71, 72, RI,
R2, R3 and R4 has tle ecRfic nmeaning given in the
corresponding |ing ppropri ately selected from the
338 lines Al to 3 ON.the Table A Table 32: This
tabl e di scl oses the 338j[co punds T32.1 to T32.338 of
the formula (H3C) 38 pZ, R 2 N2 H3CR4A N\R3
(T32), in which, for g¢achjof these 338 specific
conpounds, each of tje v,aNi\abI es Z1, 72, Rl, R2, R3
and R4 has the specifi E<meahe ng gi vegm3én t he

i wnRefor BRATEHGeq Bens BB SRHRbSY st CREShgERE . ey R Py
and H,aakehd spaliftsasaring gd8k irciberormasontdy) line, epidpri@dy sefected from

e oS oA, SRR L 3, 0720 172

Table 37: This table discloses the 338 compounds T37.1 to T37.338 of the formula

HCR,~ "R

° (T37),

in which, for each of these 338 specific compounds, each of the variables Z,, Z,, Ry, Rz, Ra
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 38: This table discloses the 338 compounds T38.1 to T38.338 of the formula

N
HsCR4/ R

8 (T38),

in which, for each of these 338 specific compounds, each of the variables Z;, Z5, Ry, Rz, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 39: This table discloses the 338 compounds T39.1 to T39.338 of the formula



in which, for each of these 338 specific conmpounds,

each of the variables Z1, Z2, Rl, R2, R3 and R4 has
woOhersggesifi ¢ meani ng given in the correspondi RGTIEPR®S/002204

appropriately selected from the 338 lines Al to

A. 338, of the Table A Tabl$€§4 This tabl e discloses

the 338 conmpounds T34.1 to 4,338 of the formula H3C

H3C Z1jR1 ,R2 H3C R4 N\R3 (T34), in which, for each

of these 338 specific conmpounds, each of the variables

Z1, 72, Rl, R2, ®&S ‘ii ) t he specific meaning

given in the correspondlng | ine, appropriately
selected from the 3% res ). 1 to A 338, of the
Table A. Table 35: This dabl e 2di scl oses the 338
conpounds T35.1 to T gf-2t he formula Zi VR S
1IINR2 NH RA NR3 ( in which, for each of
t hese 338 specific cohgbgnat R, each ofgﬂég vari abl es
71, 72, Rl, R2, R3 and R4 has the sp€d®ic neaning
in whﬂ:’an%P ehéh 6ﬂﬁe§@8(§@§;§&ﬁﬂ:‘ dotndouR@s, eaRROPRid wiridbles Z,, Z,, Ry, R, Ra
lected from the 338 lines A 1 to A 338, of the
and mdeéhexspem‘lﬂ reegyEng TiYES in WBIGOMTEPRAUIINLINS, ﬁ@pr@ggately selected from
1o 8 of the formula WO
the 3%%%8%%3%?%&/%@2@%%/%%2204 -173 NO% 2 2 H3C R4
MR3 (T36), in which, for each of these 338 specific
f 1y ¢ offthe féfthula
Tebi R e R ee ??%“@n%%ﬂ%sfg"ﬁe TR
corresponding |ine, ppr opriately selected from the
338 lines A 1 to A 238.7 Bhe Table A Table 37: This
tabl e di scl oses t 8 %ﬁpounds T37.1 to T37.338 of
the fornula Zi yRN M

3 (T40),

in which, for each of these 338 specific compounds, each of the variables Z,, Z,, Ry, Rz, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 41: This table discloses the 338 compounds T41.1 to T41.338 of the formula
H,C

H,C RA/N\R

8 (T41),

in which, for each of these 338 specific compounds, each of the variables Z,, Z,, Ry, Rz, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 42: This table discloses the 338 compounds T42.1 to T42.338 of the formula



N2 HCR4A NNR3 (T37), in which, for each of these 338
speci fi c conpounds, each of the variables Z1li Z2, Ri,
we&2005R8523and R4 has the specific meani ng gi venPCIEPH®S/002204
corresponding |ine, appropriately selected from the
338 lines A1 to A 338, of theg Table A Table 38: This
tabl e di scl oses the 338 conpounds T38.1 to T38. 338 of
the formula N, 2 N2 H3C R4 N\R3 (T38), in which, for
each of these 338 specific conpounds, each of the
vari ables 71, Z2, 1 and R4 has the specific
meani ng given in ponding |ine, appropriately
sel ected from th A1 to A 338, of the
Table A Table 39: & di scl oses the 338
conmpounds T39.1 to ) OB the fornula WO
2005/ 085234 PCT/ EP2005/ 002204 -174 C ZIRL NCR 2 N
1-13CR - MR3 (T39),HiGryhiw), for e ﬁE of these 338
speci fi c conmpounds, each of the varlé- bs Z1, 72, R1,

in whigh; fdR@acliBfthBée Ba3s spé@nmﬁp&m@s N&Gzeon di%@va/r%lblds%!i he Ry, Ry, Rs
corresgondl ng |ine, Q}é riately selected from

and Fydies| e gReci{IoMegNIng § & G ePHRRIn ey appioPABielyFiected from
the33@%@@1&5%@%&&@%A.onpounds T40.1 to T40.338 of

the forrula C Zz 1j/R1 IINR 2 N~ H3CR4 N\R3

(T40), in which, for each of these 338 specific
TablSRIPHNEBIe ®8beafthé B8 ¥ainbatMRST48l1 107743888 ofRe f&fthula

and R4 has the specific meaning given in the

corresponding |i nﬁ/ p?éﬁ[mﬂat ely selected from

N<
H.CR 4/ R

8 (T43),

in which, for each of these 338 specific compounds, each of the variables Z, Z,, R4, Rz, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 44: This table discloses the 338 compounds T44.1 to T44.338 of the formula

HyC R{N\R

8 (T44),

in which, for each of these 338 specific compounds, each of the variables Z,, Z,, R4, Rz, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 45: This table discloses the 338 compounds T45.1 to T45.338 of the formula



the 338 lines A.1 to A 338, of the Table A Table 41:
This table discloses the 338 conpounds T41.1 to
wo200583830f the formula H3C Z1 T RL / 111 N RPCEER2002/002204
H3 R4 NNR3 (T41), in which, for each of these 338
speci fi c conmpounds, each of %Ee vari ables Z1, 72, Ri,
R2, R3 and R4 has the speC| I'C meaning given in the
corresponding |ine, appropriately selected from the
338 lines A1 to A 338, of the Table A Table 42: This
tabl e discloses B Bnds T42.1 to T42.338 of
the formula WD 2005//085 3 CT/ EP2005/ 002204 - 175
ZIYRL NN 12N N},;RS (T42), in which, for
each of these 338 specifilt cogpounds, each of the
variables 71, 72, Rl1,NRe; 2and R4 has the specific
meani ng given in the cofresponding |line, appropriately
selected from the 33&;Cigne ~R, 1 to A 338, of the
Table A Table 43 This tAble Hiscl oskUdhe 338
in whﬁ,‘ﬁnm? léﬁgﬁ of ﬂr%sé 3@9 sEé@ﬂc?’@cﬁnBéuﬁd@eeé&lrdf‘gi‘rl@\e/%idm%lz( Fize,smh, R., Rs
and %G@%tbe @pw&c er@a*p@g (SHNeN g ﬁ&cq;rewﬁ%d%FN%\@pegopm’felxz%elected from
the3§’%1:n£é2A1F%§A§§§io?ﬂwé“?§blét&e specific meaning given in
the correspondi'ng |ine, appropriately selected from
the 338 lines A1 to A 338, of the Table A Table 44:
M@& rg§9:1|bfe %gséfé%stﬁé 3%,5%0%%&%&19 5746438 of e formula

or mul

N
/ ~
R R (T46),

in which, for each of these 338 specific compounds, each of the variables Z,, Z,, Ry, Ry, Rs
and R4 has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A. '

Table 47: This table discloses the 338 compounds T47.1 to T47.338 of the formula

Z xR,
OYS N

N<
/4 I R,
S 2
N
S .
R& R (T47),

in which, for each of these 338 specific compounds, each of the variables Z;, Z,, Ry, Ry, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 48: This table discloses the 338 compounds T48.1 to T48.338 of the formula



NNR2HCRSI NNR3 (T44), in which, for each of these
338 specific conpounds, each of the variables Z1, Z2,
we&00sRR523R3 and R4 has the specific neani ng gPCEMPR0V5/002204
the corresponding line, appropriately selected from
the 338 lines A1 to A 338,48f the Table A Table 45:
This table discloses the 338 conpounds T45.1 to
T45. 338 of the formula WO 2005/ 085234
PCT/ EP2005/ 002204 -176 BrYN Z1\ /RL N NCR | 2 N2
H3C R4 N\R3 (T45 R which, for each of these 338
speci fi c conpoung acg of ﬁhe vari ables Z1, 72, Ri,
R2, R3 and R4 ha > Sp&eific meaning given in the
corresponding |i ner o?i(at ely selected from the
338 lines A 1 tooA 388, “ef The Table A Table 46: This
tabl e di scl oses the 8 unds T46.1 to T46. 338 of
722 R4 NR3 (T46), in

the formula Z1~Y Rl , R

whi ch, for each of these 338 specific conmpounds, ' each
of the variables Z1, Z2R/RIRR2, R3. ﬁﬂg R4 has the
specific nmeaning given in the correséon ing line,

in whielpfoogddhadfehesestdsespeeific fcompoubdss ead@Bof theesriables g, Z», Ry, Rs, Rs

o SN T B AR o
the 338LIHaE A/lNto AS3814f tR2 TaBleA.R4 N, R3

Table 49: This table discloses the 338 compounds T49.1 to T49.338 of the formula

N
/ ~
R& R (T49),
in which, for each of these 338 specific compounds, each of the variables Z;, Z», R4, Rz, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from

the 338 lines A.1 to A.338, of the Table A.

Table 50: This table discloses the 338 compounds T50.1 to T50.338 of the formula

N
/ ~
R R (T50),

in which, for each of these 338 specific compounds, each of the variables Z;, Z,, Ry, Rz, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 51: This table discloses the 338 compounds T51.1 to T51.338 of the formula



(T47), in which, for each of these 338 specific
conpounds, each of the variables Z1, Z2, Rl, R2, R3
wandsrR4s3as the specific neaning given in the PCI/EP2005/002204
corresponding |ine, appropriately selected from the
338 lines A/1 to A 338, of 9 Tabl e A. Table 48: This
tabl e di scl oses the 338 conpounds T48.1 to T48. 338 of
the formul a WD 2005/ 085234 PCT/ EP2005/ 002204 - 177 \
R/ Z1~-" NROI 22 N R4 R3 (T48), in which,
for each of these 338 sﬁ% £#1€ conpounds, each of the
vari ables Z1, Z2, Rl, RZ, and R4 has the specific
nmeani ng given in ~ ding |ine, appropriately
sel ected from t A.1 to A 338, of the
Tabl e A. Table 49: e&2di scl oses the 338
conpounds T49.1 to Y. f the formula Z1 \ /R Br
NNR2 /N R4 R3 'TZ«)R/’fTHMu ch, for each of these
338 specific conpo‘n dg/ éach of the variables Z1, z2:
Rl, R2, R3 and R4 has the specific dgéﬁ}ng given in
in whtchefcﬁ QbR EPMRGE BYS |sbé7c§hc GRS UL 26 RhYof 3188 @4rt®ibsi2,0M. Ry, Ro, Rs
8 lines A'1 to A 338, of the Table A Table 50:
and F1’4I‘h9ﬁ§5 the speciig %‘@ﬁ@'ﬁ@éﬂ"’leﬁé” W%'&%ﬁ%’ﬁm@% lings @apgrquately selected from
the 33Bfe38.1b AL, LPirELtable ALY R N NCR 2 RaN RS (T50),
n which, for each of these 338 specific conpounds,
each of the variabl es Z1, Z2, Rl, R2, R3

Table 52: This table discloses the 338 compounds T52.1 to T52.338 of the formula

(T52),

in which, for each of these 338 specific compounds, each of the variables Z;, Z,, R4, Rs, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 53: This table discloses the 338 compounds T53.1 to T53.338 of the formula

(T53),

in which, for each of these 338 specific compounds, each of the variables Z,, Z,, R;, Ry, R3
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 54: This table discloses the 338 compounds T54.1 to T54.338 of the formula



and R4 has the specific nmeaning given in the

corresponding line, appropriately selected from the
wGe2tsiossss A. 1 to A 338, of the Table A Tabl er61/EPT5802204

tabl e di scl oses the 338 conpounds T51.1 to T51. 338 of

the formul a WD 2005/ 085234 ng EP2005/ 002204 -178 z

ly R NNR2 2 R'-' 4 3 (T51), in which,

for each of these 338 SpeCIfI c compounds, each of the

vari ables Z1, Z2, Ri, and R4 has the specific
meani ng given in the c nding line, appropriately
selected from the 338I| s A1 to A 338, of the

Table A Table 52: Th e discloses the 338
conmpounds T52.1 to } the formula Z1YRL NR
2 2 R" N R4 A whi ch, for each of these
338 specific conpd h of the variables Z1, Z2,
Rl, R2, R3 and R4 ¥Was Mfe\sqgec:lflc gging given in
the correspondi ng |ine, appropriat eﬁ% | ected from
in whichefo? 38ct ohes\338 spediiccdimpainds heachalbhite Yariabidd 2, 23R, Ry, Rs
and F-{:,Q'I?S%E% tsﬂgﬁecﬁiolnrirg%rgﬁ&%p}gnelg 38 Conﬁprpgp tggs II%S%p%ngn%ly selected from

the 363 idds A.1 to A.338, of the Table A.

Table 55: This table discloses the 338 compounds T55.1 to T55.338 of the formula

ClZ‘IYR‘]
N<

N
/ ~
RT R (T55),

in which, for each of these 338 specific compounds, each of the variables Z,, Z,, R4, R», R3
and R4 has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 56: This table discloses the 338 compounds T56.1 to T56.338 of the formula

CIZ1YR1
N<
RZ

N
/ ~
TR (T56),
in which, for each of these 338 specific compounds, each of the variables Z;, Z, Ry, Ro, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from

the 338 lines A.1 to A.338, of the Table A.

Table 57: This table discloses the 338 compounds T57.1 to T57.338 of the formula



in which, for each of these 338 specific conmpounds,

each of the variables Z1, Z2, Rl, R2, R3 and R4 has
woOhersggesifi ¢ meani ng given in the correspondi RGTIEPR®S/002204

appropriately selected from the 338 lines Al to

A. 338, of the Table A Tabl$ §4 This tabl e discloses

the 338 conmpounds T54.1 to § 338 of the fornmula WO

2005/ 085234 PCT/ EP2005/ 002204 -179 I \ /R NR 1 2

/' N, R4 R3 (T54), in whigh, for each of these 338

speci fi c conmpounds, eaehﬁe\ e variables 71, 72, Ri1,

R2, R3 and R4 has the |spedjfic nmeaning given in the

corresponding |i Ogpt qiely selected from the
338 lines Al torlg\.;,

tabl e discloses t S 3 . .

the formula CZ R NR / R--'N,R43(155) in
whi ch, for each of thesqqg%ﬁpec:lflc co ounds each
of the vari abl es Z1i Z2, ‘Rla I52 R3 dRd)'R4 has the

in whithefor faéh BRMRLE 838 by&difid SorhPeurie! &R gk m.dble@,%, Zo, Ry, R, Rs
ap proerateI selected from the 338 lines A 1t

and Py hsghe gpegitiemeaning gvena Hiecosepspangiag It PEPiPSEiesssected from
the 3@3@%@&&1%@%@%&@%@ T56.338 of the fornula
adZ YR NRZ O/ 2 R4 NR3 (T56), in which, for

each of these 338 specific conpounds, each of the
Table/58:1 1M @®|Zdibcldebs thd 3388omB3undy & 1d1858.85€ ofiRe Gbriifla

~  neaning given in the corresponding line, appropriately

sel ected from thbs 38 Iz es f\. 1 to A 338, of the

Table A Table 57: TN tabfe di scl oses the 338

conpounds T57.1 {,6-N57..338 f the fornula WO

2005/ 085234+ PCT/ EP200 204Rz

8 (T58),

in which, for each of these 338 specific compounds, each of the variables Z,, Z,, Ry, Rz, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from
‘the 338 lines A.1 to A.338, of the Table A.

Table 59: This table discloses the 338 compounds T59.1 to T59.338 of the formula

Z s R
3T

2

2

N
/ ~
RZ R (T59),
in which, for each of these 338 specific compounds, each of the variables Z;, Z,, R4, Rz, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from

the 338 lines A.1 to A.338, of the Table A.

Table 60: This table discloses the 338 compounds T60.1 to T60.338 of the formula



-180 C1Z \ /R R20g1Z2Z2 OR-"N R(T57), in
whi ch, for each of these 338 specific conpounds, each
wohodasiesasar i abl es Z1, Z2, Rl, R2, R3 and R4 haeTmEre005/002204
speci fic meaning given in the correspondi ng |ine,
appropriately selected fromg ghe 338 lines A1l to
A. 338, of the Table A Table 58: This table discloses
the 338 conpounds T58.1 to T58.338 of the formula 3C
NZ'R Ft--NNR 2 RA NR3 (T58), in which, for each of
t hese 338 speC|f|c conp Ri each of the variables
Z1, 72, Rl, R2, R and R4lhas the specific nmeaning
given in the correspopdi .Nhhne appropriately
sel ected from t A 1to A 338, of the
Tabl e A. Tabl e 59: pf &2 di scl oses the 338
conpounds T59.1 to T59. 338Nof t he fornula _OZ YR O
4R2 1 2 R4 NR3 (T59)R//|hayh| gé each of these
338 specific conmpounds, éach the ¥5$Dabl es Z1, Z2,

in whidh, foR3acIFSf thasyladdt shatsiic &mm&ag fdaeh e & Vagiabiesen), ) Ry, Ry, Rs
the correspondi ng |i ne, @Pro priately selected fr

and Rigfias d0 ShegTELBaIing Ghah JSBe correphRItaZine. APPFPRERIENRsiected from

the3§é‘ln$est@blt@Ad3%Cbpﬁw%Sratb|r@A338 conpounds T60.1 to
338 of the formul a WO 2005/ 085234

PCT/ EP2005/ 002204 -181 z \ /R ~"
Table 61: This table discloses the 338 compounds T61.1 to T61.338 of the formula

C121YR1
N<

R R

8 (T61),

in which, for each of these 338 specific compounds, each of the variables Z;, Z,, Ry, Rz, Ra
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 62: This table discloses the 338 compounds T62.1 to T62.338 of the formula

N
/ ~
R R (T62),

in which, for each of these 338 specific compounds, each of the variables Z;, Z,, Ry, Rz, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 63: This table discloses the 338 compounds T63.1 to T63.338 of the formula



/I NCROI 2 \ 2 R-" N R(T60), in which, for each

of these 338 specific conpounds, each of the variables
W@r00sA48523R1l, R2, R3 and R4 has the specific nmeamiERgo05/002204

given in the corresponding |ine, appropriately

selected from the 338 lines; A1l to A 338, of the

Table A. Table 61: This table discloses the 338

compounds T61.1 to T61.338 of the formula dz1lR1 O

NMR2 Ol N R4 R3 (T61), |n whi ch, for each of these

338 specific conpounds,Z Rof the variables 71, Z2,

Rl, R2, R3 and R4 hasNthe specific nmeaning given in

t he correspondi ng AL, ~ap rﬁgri ately selected from
the 338 lines A w the Table A Table 62:
This tabl e discl oSes zonpounds T62.1 to
T62. 338 of the formula Z1yR, N NR2 R NR4 3
(T62), in which, for eagh oFR{hese 338 %peCIfl c
conmpounds, each of the vari abl es Z1, Rl, R2, R3
in whigh %oFéadpsr thbg sawesicbific cORPOLAGS, HakR Bf ine \Iahables Z1, Zz, Ry, R, Ra

corresponding |ine, appropriately selected from
and R3 ggs theereckicTneaning giue ind epﬁaemd@%nemmﬁrepfe%e'vmlegted from

thesésaime%/&jh%&!AQ%‘B%MH@T%BI%NOWDOUMS T63.1 to T63.338 of
Formul a WO 2005/ 085234 PCT/ EP2005/ 002204 - 182 Z|

\ / R NR2 R4 NR3
Table 64: This table discloses the 338 compounds T64.1 to T64.338 of the formula

Z R,
H3

]

N
N R
N\

2

2

N
/ ~
R R (T64),
in which, for each of these 338 specific compounds, each of the variables Z;, Z,, Ry, Rz, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from

the 338 lines A.1 to A.338, of the Table A.

Table 65: This table discloses the 338 compounds T65.1 to T65.338 of the formula
Z xRy
5
N “R
N\

2

2

N
R;” "R
FaC £ (T65),
in which, for each of these 338 specific compounds, each of the variables Z;, Z,, Ry, Rz, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from

the 338 lines A.1 to A.338, of the Table A.

Table 66: This table discloses the 338 compounds T66.1 to T66.338 of the formula



(T63), in which, for each of these 338 specific
conpounds, each of the variables Z1, Z2, Rl, R2, R3
wanwsR4s3as the specific neaning given in the PCI/EP2005/002204
corresponding |ine, appropriately selected from the
338 lines A1 to A 338, of g _Table A Table 64: This
tabl e di scl oses the 338 conpounds T64.1 to T64. 338 of
the formula Z1IR1 H3C NjR2 ¢:'~2 /N R4 R3
(T64), in which, for ea%h of _these 338 specific
conmpounds, each of the yabl es Z1, 72, Rl, R2, R3
and R4 has the spe
corresponding |i ne PP T@tely selected from the
338 lines A1 to A33 bf thie Table A. Table 65: This
tabl e di scl oses the 338 coppcdunds T65.1 to T65. 338 of
the formula Z1~Rl HE , " RR2 2 N F3C R4 R3
(T65), in which, for eaah/oTR{hese 3 pecific
conmpounds, each of the variables Z1, 7 Rl, R, R3
in whwhgfoRéablasf thbse SP&epédific mﬂmsgéaoamf ithie Varables Z,, Zo, Ry, Rz, Rs

corresponding |ine, pr.opri at el tedfrom e
and Fchgs i GReGG MRS SR 1o e G oplpi ind ey appiopgatelypiepted from
the 388 A& AlH 36 IAQSEES of e Bafle AONPOUNds T66. 1 to T66. 338 of

the formul a WO 2005/ 085234 PCT/ EP2005/ 002204 -183 z

I\ /RR, NCR2 N2 3 R4 NR3 (T66),
Table 67: This table discloses the 338 compounds T67.1 to T67.338 of the formula

/

N 2
¢
3 R 4/N\R3

(T67),

in which, for each of these 338 specific compounds, each of the variables Z,, Z,, Ry, Rz, Rs
and Ry has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 68: This table discloses the 338 compounds T68.1 to T68.338 of the formula
H,C

(T68),

in which, for each of these 338 specific compounds, each of the variables Z, Z,, R4, Rz, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 69: This table discloses the 338 compounds T69.1 to T69.338 of the formula



in which, for each of these 338 specific conmpounds,
each of the variables Z1, Z2, Rl, R2, R3 and R4 has
woOhersggesifi ¢ meani ng given in the correspondi RGTIEPR®S/002204
appropriately selected from the 338 lines Al to
A. 338, of the Table A Tabl.gg@7: This table discloses
the 338 conmpounds T67.1 to T67.338 of the fornula F
ZI\ /R, NR2. NH3I R4 NR3 (T67), in which, for
each of these 338 specific conpounds, each of the
variables Z1, Z2, Rl, RY,_ R3 and R4 has the specific
meani ng given in th ing line, appropriately
selected from the A1 to A 338, of the
Tabl e A~ Tabl e §8¢ Ne-di scl oses the 338
conmpounds T68.1 t°0 T6 fhe formula H3C Z1,yRl
OHICN R 2 NR\ 08F; 21 n which, for each of
t hese 338 specific conpoundg, each of the variabl es

hag the specific meaning
gi ven in the correspondl ng liné, apprdﬁ' )ately

in which, 51e@ieh bf Pike tsgs séﬁxﬁhd tdifiSouhdd, éébh'%f3l$é3var£§blésha Z>, Ry, Rz, Rg

Table A. Table : is table discloses the 3
and %@'?ﬁ?o‘ﬂﬁ greciipmeanipg piendn fhessoriasaondingriine appy Op”ate'y selected from

the 3?,9@5«4&&2%64[\&“ %@T /oE{?%Oﬁaifl&QZZM -184 H3C Z1YR1 O H3C

Table 70: This table discloses the 338 compounds T70.1 to T70.338 of the formula

8 (T70),
in which, for each of these 338 specific compounds, each of the variables Z;, Z,, Ry, Ra, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 71: This table discloses the 338 compounds T71.1 to T71.338 of the formula

8 (T71),
in which, for each of these 338 specific compounds, each of the variables Z;, Z,, Ry, Rz, R3
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 72: This table discloses the 338 compounds T72.1 to T72.338 of the formula



in which, for each of these 338 specific conmpounds,
each of the variables Z1, Z2, Rl, R2, R3 and R4 has
woOhersggesifi ¢ meani ng given in the correspondi RGTIEPR®S/002204
appropriately selected from the 338 lines Al to
A. 338, of the Table A Tabl 0: This table discloses
t he 338 conpounds T70.1 to .338 of the fornmula Z\
/IRCH2 NFNR2 2 R4 MR3 (T70), in which, for each of
t hese 338 specific conpounds, each of the vari abl es
Z1, 72, Rl, R2, R3 and Bs the speci fic meaning
given in the correspondlng line, appropriately
selected from t 1eSpA. 1 to A 338, of the
Table A Table 7 e® di scl oses the 338
conpounds T71.1 t ‘ 2the formula z |y R CH2
NNR2 2 R4 NR3 (T71), ip which, for each of these
338 speci fic compounds, FgachRof t he ﬁig'ables Zl, Z2,
. Rl, R2, R3 and R4 has tfie SpeCIfIC Png given in
in whfcﬁ Stof 85&?@998@@ 858 Spdiflic RRIPYoRRAS, &eh Bf HRl \%@hsldsfzn czg, Ry, Re, Re
[tnes A.1 to A 338, of the Table A Tab
and Rythias th%ﬁp@ﬁm r9paEG §IVER N %‘savoa&ﬁ&%m&""?ﬁpam%ate'y Slected from
t 2005/ 085234
the 3%%%%%%86576‘ O%Q%thwa%e\ép Z1yR, N, ""HR2 2 N R4
R3 (T72),

Table 73: This table discloses the 338 compounds T73.1 to T73.338 of the formula

H,C Z1§/R1

* ® (T73),
in which, for each of these 338 specific compounds, each of the variables Z,, Z,, R4, Ry, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 74: This table discloses the 338 compounds T74.1 to T74.338 of the formula

H,CO

¢ (T74),

in which, for each of these 338 specific compounds, each of the variables Z;, Z, Ry, Rz, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 75: This table discloses the 338 compounds T75.1 to T75.338 of the formula



in which, for each of these 338 specific conmpounds,
each of the variables Z1, Z2, Rl, R2, R3 and R4 has
woOheosggexsifi ¢ nmeani ng given in the correspondi RGTIEPR®S/002204
appropriately selected from the 338 lines Al to
A. 338, of the Table A Tab[$ %3: Thi s tabl e discl oses
the 338 conmpounds T73.1 to § .338 of the fornula H3C
2, R N "HR2 2 RAN,R3 (T73), in which, for each of
these 338 specific conpounds, each of the variabl es
Z1, 72, Rl, R2, R3 the specific neaning
given in the correspondinglline, appropriately
sel ected from t FNABSEA 1 to A 338, of the
Table A. Table 7 i e?di scl oses the 338
conmpounds T74.1 tU ‘ 2the formula ZlyR1 S
NNR2 2 H3CO,N R4 R3 (J74), in which, for each of
t hese 338 specific compgurdsy each of _the vari abl es
Z1, 72, Rl, R2, R3 and R4 had the sgdérkic neaning
in whighV R ehéh b BeSO8SESRANE dngdunts, RAMPIHE wrRbles Z,, Z,, R, Re, Rs
selected from the 338 lines A'1 to A 338, of the
and Reisisghaspecifia reeating gives in Hig| corgreilcdikine, RrPrepgately selected from
the 360 RQURYSo R8sl of Be TiliBic3R8 Of the fornula VO
2005/ 085234 PCI/ EP2005/ 002204 -186 H3C Z1lyR1 N, R2
\ N2 N R4 R3 (T75),

Table 76: This table discloses the 338 compounds T76.1 to T76.338 of the formula
Z R
Cl 1§/ 1
N<
s
2

NO, 4/N\R

8 (T76),

in which, for each of these 338 specific compounds, each of the variables Z,, Z,, Ry, Ro, Rs
and R4 has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 77: This table discloses the 338 compounds T77.1 to T77.338 of the formula
Z R
I 1§/ 1
NJ
s
2

NS
R TR, (T77),
in which, for each of these 338 specific compounds, each of the variables Z;, Z,, Ry, Rz, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from

the 338 lines A.1 to A.338, of the Table A.

Table 78: This table discloses the 338 compounds T78.1 to T78.338 of the formula



in which, for each of these 338 specific conmpounds,
each of the variables Z1, Z2, Rla R2, R3 and R4 has
woOhersggesifi ¢ meani ng given in the correspondi RGTIEPR®S/002204
appropriately selected from the 338 lines Al to
A. 338, of the Table A Tabh$ 76: This table discloses
the 338 conpounds T76.1 to ;6.338 of the fornula
CCZ\R N RR2NON 2R R3(T76), in which, for
each of these 338 speC|f|c conmpounds, each of the
vari ables 71, 72, R19: SﬁRﬁﬂ and R4 has the specific
meani ng given in the gorresponding line, appropriately
é&;A 1 to A 338, of the
Table A Table 7 ¢ di scl oses the 338
conmpounds T77.1 1 3 of2 the fornula Z YR
OINR RA N R3 (T77), in,which, for each of these
338 specific conpounds, Rgactrof t he jables Z1, Z2,
Rl, R2i R3 and R4 has the speC|f|c ﬁ@éﬁing given in
in whuérh forGRich &% RRdigng shbdific cappows, saeH of the lvamtmals z;, @mR,, Ra, Bs
he 338 lines A1 tqQ A 338, of the Table g q
and Rypessine sppenamean B e f%%f&%ﬁ?ﬁea'ﬁag “ﬁ‘ﬂ?r’iowte y selected from
the 338 (iReS RS Hf A BBE, dJididwhise WO 2005/ 085234
PCT/ EP2005/ 002204 -187 02N ZiyRi N, R 2 N R4 R3
(T78), in which, for each of these 338 specific
Table 98¢ ?QWQ% d%@@@e@ﬂwe@% obaipoahieF7& 1ito 229.388 of B foffBula
R4 has the specif |c nmeani ng given in the
correspondlng l'ine, wpﬁh Rately selected from the
338 lines A1 to the Table A Table 79: This
tabl e di scloses t Ungounds T79.1 to T79. 338 of
the formula C ZYWRY N|R2

sel ected from t

4 8 (T79),
in which, for each of these 338 specific compounds, each of the variables Z;, Z,, Ry, Ro, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 80: This table discloses the 338 compounds T80.1 to T80.338 of the formula

(T80),

in which, for each of these 338 specific compounds, each of the variables Z;, Z,, Ry, Ry, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 81: This table discloses the 338 compounds T81.1 to T81.338 of the formula



Sz RANR3(T79), in which, for each of these 338

speci fic conpounds, each of the variables Z1, Z2, Ri1,
we&2005R8523and R4 has the specific meani ng gi venPCIEPH®S/002204

corresponding |ine, appropriately selected from the

338 lines A1 to A 338, of the Table A Table 80: This

tabl e di scl oses the 338 conpounds T80.1 to T80. 338 of

the forrula N Z1IYR NR2 2 N R4 R3 (T80), in

whi ch, for each of these 338 specific conmpounds, each

of the variabl es z1H "2§ RiR2, R3 and R4 has the

specific nmeaning given inlthe correspondlng l'ine,

appropriately sel eced th the 338 lines A1 to

A 338, of the Table|A [fable®81: This table discloses

t he 338 conpounds A8 FT81.

2005/ 085234 PCT/ E ,/00 204 -188 1-13C Z1YR1 N N R

2 2 /N R4 R3 (T8 h, for h of these 338

speci fi c conmpounds, each of he varﬂgg es Z1, Z2, Ri,

in whidB; foR8actsdhé&¥e ﬁ@@sﬁéwlmcpohhas rgaen bnmeg:avebles Iz, ,tz;e Ry, Ra, Rs
correspondi ng |line, appropriatel g selected from

and Fi ds thagReciicTneaing gagh iercree cfginorappEPapel Fjegted from

thesé@m%eemwh@%e%ﬂheﬁ%nonpounds T82.1 to T82.338 of
he formula ZR1 NR2 N2 HI/N

Table 82: This table discloses the 338 compounds T82.1 to T82.338 of the formula

4
N 2
H
N<
Ry R,
(T82),
in which, for each of these 338 specific compounds, each of the variables Z,, Z,, Ry, Rz, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from

the 338 lines A.1 to A.338, of the Table A.

Table 83: This table discloses the 338 compounds T83.1 to T83.338 of the formula

AN Z1§/R1
N<

¢ (T83),

in which, for each of these 338 specific compounds, each of the variables Z;, Z, Ry, Rz, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 84: This table discloses the 338 compounds T84.1 to T84.338 of the formula



R4 R3 (T82), in which, for each of these 338 specific
conpounds, each of the variables Z1, Z2, Rl, R2, R3
wandsrR4s3as the specific neaning given in the PCI/EP2005/002204
corresponding |ine, appropriately selected from the
338 lines A1 to A 338, of the Table A Table 83: This
tabl e di scl oses the 338 conpounds T83.1 to T83. 338 of
the formula \ Z1yRI NN, 2 2 R4 NR3 (T83), in
whi ch, for each of these 338 specific conmpounds, each
of the variables 71, Z24R/BR2, R3 and R4 has the
specific nmeaning given in flhe corresponding |ine,
appropriately sel ~pthe 338 lines Al to
A. 338, of the Tabfe ble_84: This table discloses
t he 338 conpounds 084 4,338 of the formula WO
2005/ 085234 PCT/ EP2005/ 002204 -189 Zi \ /R %Il N R2
O2 N RA\R3 (T84), inpmiich, for eggh of these 338
speci fic conmpounds, each of tﬁe vari abP®s Z1, 72, R1,
in whigh, fdRzachBflthBde B3S spE&iSHRApdUnes N&RAI dl thevarRblds'Z,{ A8 R, Rz, Rs
corresponding line, appropriately selected from She
and Fidins thh seealid meannb giieh I e qairepeding ner appopsatelysglected from
the 38@hhés Ai1Se1 0838 of e bk AoNpPounds T85.1 to T85.338 of
the formula HZIRL HNCR2 HR4 NR3 (T85), in
whi ch, for each of these 338 specific conpounds, each
TableP85:1THs W4bld @ibdieses4he 388 coMbourkts TE831 118k 548 bAhetibenula
speci fic meaning given in the corresponding |ine,
appropriately sel ect 1

1
L

N
/ ~
R R (T85),

in which, for each of these 338 specific compounds, each of the variables Z;, Z,, Ry, Rz, R;
and R4 has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 86: This table discloses the 338 compounds T86.1 to T86.338 of the formula

H3C\O Z1YR1

o) N
< by
O 2
N
R;” "R

¢ (T86),

in which, for each of these 338 specific compounds, each of the variables Z;, Z,, Ry, Ry, Rs
and R4 has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 87: This table discloses the 338 compounds T87.1 to T87.338 of the formula



the 338 lines A.1 to A 338, of the Table A Table 86:
This table discloses the 338 conpounds T86.1 to
woaeasadsg3ef the formula H3C. 0 Z1 \ /R1L 0 N, R PCI/ER2®5/802204
N R4 \R3 (T86), in which, for each of these 338
speci fi c conmpounds, each of 16he variables 71, 72, Ri,
R2, R3 and R4 has the speC| I cC meaning given in the
corresponding |ine, appropriately selected from the
338 lines A1 to A 338, %f the Table A Table 87: This
tabl e di scl oses the nds T87.1 to T87.338 of
the formul a WO 2005/ CT/ EP2005/ 002204 -190 /-0
zlyRL O NR 2 H3C O Ng, R (T87), in which, for
each of these 3§§Cspec cogpounds, each of the
variables 71, Z and R4 has the specific
meani ng given in the correSoondlng line, appropriately
selected from the 338 Innés\ 1to A ig% of the
Table A Table 88: This table dlsclosé he 338
in whl%:ﬁnlb@ @B%oﬁi&&é%@sﬂ&ﬁh@%pﬁunﬂ@ Qaafcﬁfdﬂﬂeﬁlvarlab%s Z| ZNR,, Ry, Rs
S2 NRA\R3 (T88), in whig for each b
and R4H@§éh% seedifico®panind gbp auW&SCOfr@aewda?g 1 agRTOPHBiedsselected from
the 33-1indB2A. 173 A &8, oRfhe b R4 has the specific nmeaning
given in the correspondlng line, appropriately
selected from the 338 lines A 1 to A 338, of the

Table!@® idtable discloses the 338 compounds T88.1 to T88.338 of the formula

85934

(T88),

in which, for each of these 338 specific compounds, each of the variables Z;, Z,, Ry, Rz, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 89: This table discloses the 338 compounds T89.1 to T89.338 of the formula

HSC><O N > Rz
H,C o) 2
N
R TR (T89),

in which, for each of these 338 specific compounds, each of the variables Z;, Z,, R1, R, Rs
and R, has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 90: This table discloses the 338 compounds T90.1 to T90.338 of the formula



Tabl e 89: This table discloses the 338 conpounds T89.1
to T89.338 of the formula BrzlyRlL H3C o NCR 2 H3C 2
wWe&200%0BR3§ T89), 1in which, for each of these 3B8T/EP2005/002204
speci fic conpounds, each of the variables Z1, 72, Ri,
R2, R3 and R4 has the speci§jc neaning given in the
correspondl ng |ine, appr oprl ately selected from the
338 lines A.1 to A 338, of the Table A Table 90: This
tabl e di scl oses the 338 cgnpounds T90.1 to T90. 338 of
the fornula WO 2005/ 085234\RCH, EP2005/ 002204 -191 z
CH3 H3c p NRR H3ICp R R(T90) in which, for
each of these %%g Speci ounds, each of the
vari ables Z,, : , nd R4 has the specific
meani ng gi ven |,r,1?% LI 'S Jing |line, appropriately
sel ected from the 338 [ nes A 1 to A 338, of the
Table A Table 91: This tablN discloses the 338
con‘pounds T91.1 to T91. 33 of Tshe forngies), ClzIyR F,

\ R4 T91 n wh
i wnholegebetbolpts Mt e heeaeit LRefaPach o2 P P P
and Ryhas4Re sﬁ@omoriﬂea% gﬁ@ﬁ irhelafrebpéndimelrid, kppipasielbelected from

he correspondlng line, appropriately
the 3%%"%%& te AotaS: PHiBeIeB!a fnes A 1 to A 338, of the
TabI e A For mul ati on Exanples (% = per cent by weight)

r_Fp Enul si on concentrates a? b_?, c%
Table 91: This table discloses the 338 compounds T91.1 to 191.338 of the formula

>< R,

(T91),
in which, for each of these 338 specific compounds, each of the variables Z,, Z,, Ry, R, Rs
and R4 has the specific meaning given in the corresponding line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Formulation Examples (% = per cent by weight)

Example F1: Emulsion concentrates a) b) c)
Active ingredient 25% 40% 50%
Calcium dodecylbenzenesulfonate 5% 8 % 6 %
Castor oil polyethylene glycol ether (36 mol of EO) 5% - -
Tributylphenoxypolyethylene glycol ether (30 mol of EO) - 12% 4%
Cyclohexanone - 5% 20%
Xylene mixture 656% 25% 20%

Emulsions of any desired concentration can be prepared from such concentrates by dilution

with water.



Active ingredient 25 %40 %50 % Cal cium
dodecyl benzenesul fonate 5% 8% 6% Castor oil
woabosasigh ene gl ycol ether (36 nol of EO 5% - PET/EP2005/002204

Tri butyl phenoxypol yet hyl ene gl ycol ether (30 nol of

EO - 12 % 4% Cycl ohexano_n$92-_15% 20% Xyl ene m xture

65 % 25 % 20 % Enul sions of "any desired concentration

can be prepared from such concentrates by dilution

with water. WO 2005/ 085234 PCT/ EP2005/ 002204 -192
Exampledras|Selutipns Sol utions a) b) & d) bPActiv&)ingr &i ent
Aotivé?ﬁg%’d?é?w% 5% 95 % Ethyl ene glggepl nRprEMeBhy| eiheyr 20

o- - - Polyethylene glycol MW400 - 70 % - -
Ethylene\glydey mepersthliethebne - 20 @9-%- Epoxi dized coconut

[\A o YnoPet rol eum et her (bepley,ng.-range.
Polye%e_nfé%yé%lwtf‘g% % - The sol uti onsqgr}g sui table for
N-Metiwipyiralid-B®nBor m of ni crodrops. Exadfl% F3: Granul es a)

el tive ingredient 9% 10%8% 21 1%, Kagld,n 94%
Epox@@g!%)gaﬁ%éﬁﬁ ghly disperse silica 1 % - 115%@% 7?})(’/
Petroleutragtheiibpiting rameys! 60-1805)The -act i ve i ngr &di%ent -i s

di ssol ved in dichl oronethane, the solution is sprayed

onto the carrier(s), and the solvent is subsequently
The selutipos atecaditablevacugs intvefgymeof paicropippss a) b) Active

ingredient 2% 5% Hi ghly disperse silica 1l %5% Talc

97% - Kaolin - 90 % Ready-to-use dusts are obtai ned by

Examiptet F3rddrahylesi xi ng the carrieed andbbhe a®dive d)

. jent. Exanple F5: Wettahle der g ) bhqG
AC“VéA@‘gfe\?’gé”?ngredi ent 25 % 50 %E?gp% ReWier 3 4) Pp1%

Kaolin 94 % - 79% 54 %
Highly disperse silica 1% - 183% 7%
Attapulgite - 90 % - 18 %

The active ingredient is dissolved in dichloromethane, the solution is sprayed onto the

carrier(s), and the solvent is subsequently evaporated in vacuo.

Example F4: Dusts a) b)
Active ingredient 2% 5%
Highly disperse silica 1% 5%
Talc 97 % -
Kaolin - 90 %

Ready-to-use dusts are obtained by intimately mixing the carriers and the active ingredient.

Example F5: Wettable powders a) b) C)
Active ingredient 25% 50% 75%
Sodium lignosulfonate 5% 5% -
Sodium lauryl sulfate 3 % - 5%
Sodium diisobutylnaphthalenesuifonate - 6 % 10 %

Octylphenoxypolyethylene glycol
ether (7-8 mol of EO) - 2% -



Sodi um i gnosul fonate 5% 5% - Sodi um | auryl sulfate 3%
- 5% Sodi um di i sobut yl napht hal enesul fonate - 6% 10%
waorosioghsmoxypol yet hyl ene gl ycol ether (7-8 noPCOEPEDF/002204

- 2% WD 2005/ 085234 PCT/ EP2005/ 002204 -193 Highly

di sperse silica 5% 10 % 109 aolin 62 %27 % The

active ingredient is mixed wwth the additives and the

m xture is ground thoroughly in a suitable mlIl. This

gi ves wettabl e powders, which can be diluted wth

ngh%ﬂﬁ@?m@é‘“@@ve suspensi ons of any 8&&ired0 % "10%
Kaolifoncentration. Exanple F6: Extrudepgpgsangyes Active

I ngredi ent 10% Sodium |ignosul fonate 2%

Car boxynet hyl cel lulose 1 % Kaolin 87 % The active
The abfid lﬁgl‘e%ﬂatnt Issmi%€§ Githhe Qd&lh?esaé?ﬂ'tﬁé Widure38 drdu thoroughly in a

m xture 1s ground, noistened wat er, extruded,
suitabdg gl Falsezyveéwwtmhlee@ow@ra w,lwhaaaﬁ logr diljted With Materdo give
d gh iy ArbbMEatiRgr edi ent 3% Pol yet hyl ene
SUSpeggl%g %I\)@V (50) 31:l Kaol |Hn 94 %In a mxer, the finely
ground active ingredient is applied uni form y to the
i j been noi stened with the
; Eixt
Exarn e st ésI. This gives dust-free coated
Activegingradiesd.  Exanpl e F8: Sd9pensi on concentrate Active
a0 % Ethylen | ycol 10%
SOd'ukrlg%r]%gHenoxypol yet hyl ene%g(%ycol ether (15 nol of EO
Carb@@imeButtieliutiose gnosul f onat d 0% Car boxynet hyl cel | ul ose
.1 % 37 % aqueous fornal dgehyde solution 0.2 %
Kaohréi licone oil (75 % aqueo(l?z )érml sion) 0.8 %

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.

Example F7: Coated granules

Active ingredient 3%
Polyethylene glycol (MW 200) 3%
Kaolin 94 %

In a mixer, the finely ground active ingredient is applied uniformly to the kaolin, which has
been moistened with the polyethylene glycol. This gives dust-free coated granules.

Example F8: Suspension concentrate

Active ingredient 40 %
Ethylene glycol 10 %
Nonylphenoxypolyethylene glycol ether (15 mol of EO) 6 %

Sodium lignosulfonate 10 %
Carboxymethylcellulose 1%

37 % aqueous formaldehyde solution 0.2%
Silicone oil (75 % aqueous emulsion) 0.8 %

Water 32 %



Water 32 % WD 2005/ 085234 PCT/ EP2005/ 002204 -194 The
finely ground active ingredient is mxed intimtely
wonods/o8ks4 addi ti ves. Suspensi ons of any desi r edT/EP2005/002204

concentration can be prepared fromthe thus resulting
suspension concentrate by gjjution with water.
Bi ol ogi cal Exanples (% = per cent by weight, unless
ot herwi se specified) Exanple 131: Activity against
Aphi s craccivora Pea seedlings are |nfected it h I S .

The fmacgrqmdaactyab@@r@gi@ntuwym jratmajehhwih dhe éydi%ﬁAﬁgéspe”S'ons of

Lisin 0 |

any FRIRY sPoGoat BT B STEPHELIDE! € Rl Bt Eepension

concdritfitethyodijutiontwith pagar ation (% activity) is detern ned
by conparing the nunber of dead aphids between the
treated and untreated plants. In this test, conpounds

- q mblbst(He= pabéat b HRBurBB I e escistl

Biote @a‘iE%’e s l%e FI vity %ggfgnst Di abrotica balteata M ze

seedl i ngs are sprayed with an aqueous enul sion spray

Examgggt(ﬁé#rﬁﬁ:tl(?@!@dlr%t AGhidQPadeidra Of active ingredient and

ray coating has dried on, ul at .
Pea seadinge\ase T stel Wi GPRR oIS BB FEIeT L PREAT Wi Spray mixture
comphé]ﬁ agy ggﬁ'u 6fr§cﬁv@m8f&§ém &n8 Hrdhbfiate®attznyss bat & dayé Mer the

per ent ere uctlonlnothe popul at i oné(gactlw b
perceﬁ@g@rrﬁﬁm@@nwtr@d}ﬁwwm@(@f?@tlw%qetegrpm % CPrRpaL the number

of de&?éﬂlﬁ&@béﬂféeﬁ J?@l‘ré‘éie@ﬁﬁd Uﬁiréﬁ@& pfngd.ants. In this

npoun [1sted in the Tables 1 to .85 show good
In thnsa@st @pmoundﬁ lisied indlg Fpbles Héo BEShRYIRS agiviy. T1 3,
T7.1 and T7.3 have an activity of over 80 % Exanple
B3: Act I Vi ty agal nst HeI [ ot his virescens (foliar
ratics DAeAas are sprayed with an

Malzea%él%@gﬁl %gr &?jé)%@ with é}V ad’ﬂe’gug PSSP Epral. Wxtﬂﬁéocorﬁ;msmy‘ 400 ppm

I'ent and, after the spray

of actiheiiogredient pesh et e SR B3 SF B Pf‘a‘?%o“{aig‘? wifdp daryae (2nd
instar} bt b‘%]b'r&lfcﬁ' lt¥ét5%§8 %ﬁ?od%Bé’d i B pHstie dontainer.® ddyagbtef, the

ontal ner. ter, the percentage reductiqn in
percemmep@guq:tmm 1) ﬁwwujaﬁlop N"é: chléléu)@dgtgﬁ:ﬁlggd P%cgappwg y')e number

of dedl fagélﬂﬁ%v@bﬁg% dtpééhé‘d)m{lhﬁ’&té@ﬁlaﬂtmber of dead

ars feedi ng damage bet

In thlss te@ammrmad@ ligted intthe Tgblgstisio %’shom %que%ctt'v'tyc Eﬂrﬂ%ﬁtjﬁ%’ the

4N STA3 havéan abiy pederdpidevi ty. In
°°mp6’gﬁ{j£?ﬂl1érﬂ @eﬁqucngnpounds o1 3 121, T7.1,
T7.3, T75.1, T75.3, T76.1, T76.3, T79.1, T81.1, T2.2,

q@i%_é%xawﬁ adainstH %91 slwre-g%gr@ foI-Ea? Ilc-Eth and T9. 2

ctivi t
Younggaya otanmeanecapmwdwmhmoyaﬁmw%% sRIAY th%gqm%mg 400

ppm gpe(\)cgf{vg %éé’ eﬁ%d?gﬁaqﬁé gBl?a%%atmg 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, compounds listed in the Tables 1 to 85 show good activity. In particular, the
compounds T1.1, T1.3, T2.1, T7.1, T7.3, T75.1, T75.3, T76.1, T76.3, T79.1, T81.1, T2.2,
T8.1, T5.1, T5.3, T20.1, T20.3, T9.1, T9.3 and T9.2 have an activity of over 80 %.

Example B4: Activity against Heliothis virescens (application to eggs)




-195 Heliothis virescens eggs, which have been

deposited on cotton, are sprayed with an aqueous
wenisgss34 spray m xture conprising 400 ppm of RCTIEP2005/002204

ingredient. After 8 days, the percentage hatching

rate of the eggs and thei18drvival rate of the

caterpillars (% activity) are evaluated in conparison

with untreated control batches. In this test,

Heliothis {i Ps!tgggﬁ@ggt’gg WhicRthavB bteEﬁ d@?@il@‘él oh dodtofl 5ar©h§p>\ra3ga@0ﬂith an

parti cul ar ounds
aqueous gulbjonEpray, mrprlzurg clor]nl]Jogsmg 499ppm o leg nngﬁ% é A;r ter i? days, the
1 & ofthe BatbrillarE4% &ctivity) are
e
evaluatedEnaapiperi®s witk thti¢ated sgaird Satlps-us persicae (foliar
In this tesqpégrﬁp%%hbg Pt),t & ﬁﬁh@ﬁ%%ﬁésngﬁ & Qﬂdvﬁ?@é‘d &élivity .tk phitieusr, the

I'cae, se ue ure

compoundsffpﬁl gi m@gTZOOTﬁﬂmTé’ﬁ ad 11v§751$g?r3@|1 eﬁ?géﬁ%W F@Iﬁ” 1,122,
T8.1, T5. ggﬁgtl 391,74 02% T931 aﬂf:s Qn&’#ﬁ% hat€hn atiifty dPeU&esty age

ation (%activity) is determ ned
by conpari ng t he nurrber of dead aphi ds between the

_E__E|_|_‘5r,_55 2 ap BiiddiibA) t est, COWDOUI’ldS

Xame'e - Tow good activity.

Pea seedliagé a[whmctedtWIth Mymﬂj@mﬁq@e Eybgewtlywprfyﬁg\wgh afhspray mixture
Yhinf bt ; | tigVi 4 ¥n@EayS later, th

compnsnrmlé(i%p og a%tgl\éqli%rég ﬁmargd(g‘%g nl%:élggfegﬁ%?t Bea sg e EE er, the

percentagé eeducfi@cingtie wopiiatigiv(is aplivity) saleterginpd PesomMpgyinad %“ngmber

of dead q%@%&%ﬁeg% eq e%‘fe%paﬁdqﬁrgrea?eosﬁ%ﬁﬁg m xture conprising

ctiveingre seedllngs are _then
In this tesmecbt’ﬂﬁdilﬂdis IlatedZI(DthéBT@i@B GM&@@}”“P‘MQ@PC’ aP‘I%tYp rReglinuigy et the

compouqxj%t a%qﬁavs a?moé%ll’il/y%f%e( gpagtivity) is

he nunber of dead aphi ds
betmeen the treated and untreated plants. In this

mm_e;@it i ichB (Y ieridRbBcatiohp 85 show good

S lutella

Pea seedl}ﬂg@&tealnlfentétbwmlg Ntyabds)agelcpeaan thair s0adp agg,géps\ggpwtg{rplaced into
eous_enu fibated

a spray rg@? o 8°mﬁ[:]?'8§ 4@ %yac %%pFﬂéﬁgﬁéaéé{&%ggég@ tﬁé’mr@ bate

at 20°. 3cHridesldays, latpn nluldz aeredntage hedugtion it e piophiakian ( "é%rﬁ?’"Y'W% t5ar)

determlr@grﬁyga%hg:{alnﬁ% l?%lj c? d"égﬁi HIEIE BElRRM the trRadsint@ated

e percentage reduction in
plants. the popul ati on and in the feed| ng damage (% activity)

d
it 1e2h Eairpindy B £ 8BS 1A eogRemIBOacnEneT, o

treated and untreated pl ants In this test, conpounds

ted in_the I 85 show good act|V|ty In
AMM%W Yo °§”aT11 T1.3, T2.1, T7.1,
Young Ja?bb%(?oeg@anfs arb/dprayed Whth3an agoedys SMallsion Fpgay mixtage gomprising

/1 085234 PCT/ EP2005/ 002204
400 ppm of active ingredient and, agter ’31e spray coatmg?‘:as dried on, populated with 10

I
Exampl

caterpillars (3rd instar) of Plutella xylostella and introduced into a plastic container. 3 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, compounds listed in the Tables 1 to 85 show good activity. In particular, the
compounds T1.1, T1.3, T2.1, T7.1, T7.3, T22.3, T75.1, T75.3, T76.1, T76.3,T78.1, T79.1,



T81.1, T2.2, T8.1, T5.1, T5.3, T20.1, T20.3, T9.1,
T9.3 and T9.2 have an activity of over 80 % Exanple
w82005A48523¥i t y agai nst Spodoptera littoralis YOROGEP200&/002204

plants are sprayed with an aqueous enul sion spray

m xture conprising 400 pﬁl‘ﬁ “of active ingredient and,

after the spray coating has dried on, populated wth

10 caterpillars (1st instar) of Spodoptera littoralis
T81.1, T2ad 8. hiTotuced, T20 b TROB, a4 1,TXDandileer ha’d amagtivity of over 80
% | ater, the percentage reduction in the popul ati on and

in the feeding damage (% activity) are determ ned by

comparing the nunber of dead caterpillars and the
EXamIeB. 3 he treated and untreated

SRSounds listed in the Tables 1
Young sbya Elﬁnﬂ;ﬂ are gpntayedcmﬂv ahyaqueousarhilsidnespray Ingixture compnsmg 400
oun 3, T12.1, T7.1, T7. T75.1, T75.
PP of aEHgS Ti0Tedions andpaier the Qoraysopiingag driesefr Apopriaied with 10

caterpile3 {5 32450, S st ol i Hihduha e sl edftainer.

days latarsthelpergeotageonaadiction tifnthé population zingRa tiRS féddinRdaRTage (%

scy) 8 e bRl i Sy Sh LS5 o reccng
damage Pétléén HOtFealdd Afd ahtrdhidd Flanket eroaryl group, which
is unsubstituted or substituted; R2 is hydrogen; or

In this tesjreontpanie ligiad §1 thedables RR 8fsshwd9@g:bapnvw I pagicglanitioe
[ [ eR e Qr o]
compounﬁ’s‘ﬁ’% m%:re 16&&3%5%%%’?7?%”?%&?% f';%z T8.1, T5.1, T5.3,
T20-1,T200'3;;ért9h‘efr% and 788 havereoggativiit ofgvet 80 ¥hi ch they are
attached, a ring, which is unsubstituted or
substituted; R5 is hydrogen; or an unsubstituted or
substituted al kyl group; or forns, taken together




with R8 or wwth a nonoval ent substituent attached to
that atomof R6, via which atomR6 is directly
woams®sssd with the carbon atom shown in the PoTmRR@®S/002204
I, which carries R5, one additional bond; R6 and R7,
taken together, form togethgf-with the two carbon
atons, shown in the formula |, to which atons they
are attached, a bicyclic ring system which ring
mis. carbocyclic or heterocyclic, which ring
Mi%@é&%ﬁ'%substitut ed, in the manner shown in the
formula 1, by the four substituents -N(R2)-C(=Z1)-R1,
-C(=72),- -R4, R5 and R8, and which ring systemis
1’A08§iﬂ°§ﬂélollf\|§"%f3f)ﬁwwgr substituted; and R8 is hydrogen; or
an unskhstisRfed or substituted alkyl group; or forns,

taken together with R5 or with a npbnoval ent
substFﬂi ue attached to that atom of R7, via which

at oR ISSRirectly connected with the carbon atom
showd ih the Formula I, which carries R8, one

addfi d, or, where appropriate, a tautoner

t her , iln each case in free formor in salt form WO
2005/ 08528¢_PCT/ EP2068/ 002204 -198 2. A conpound
accordRgg tdRglaim1 of the fornula |, in which Z1 is

_ an oxygen atom or, where appropriate, a tautomer
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or, where appropriate, a tautomer thereof.

8. A compound according to claim 1 of the formula |, in which R, is C;-Cgalkyl, or, where
appropriate, a tautomer thereof.

9. A compound according to claim 1 of the formula |, in which Rs and Rg, taken together, are
a bond, or, where appropriate, a tautomer thereof.

10. A compound according to claim 1 of the formula I, in which the two carbon atoms, shown
in the formula 1, to which atoms Rg and R; are attached, are two ring members of an
aromatic ring, or, where appropriate, a tautomer thereof.

11. A pesticidal composition, which comprises at least one compound according to claim 1 of
the formula | or, where appropriate, a tautomer thereof, in each case in free form or in
agrochemically utilizable salt form, as active ingredient and at least one auxiliary.
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12. AGBfPobifioh besording P caim M1 $@ldontroliing insects or representatives of the order

Acarina.

13. A method for controlling pests, which comprises applying a composition according to

claim 11 to the pests or their environment.

14. A method according to claim 13 for controlling insects or representatives of the order

Acarina.

15. A method according to claim 13 for the protection of plant propagation material from the
attack by pests, which comprises treating the propagation material or the site, where the
propagation material is planted.

16. Plant propagation material treated in accordance with the method described in claim 15.
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in which R4, Rs, Rs, R; and Rg have the meanings given in claim 1 for the formula |, or, where

appropriate, a tautomer thereof, in each case in free form or in salt form.

18. A compound of the formula D

Z1\I/R1
Rg
N<
RA/ R2

RSRTYO (D),

X

in which Z;, R, R», Rs, Rs, Ry and Rg have the meanings given in claim 1 for the formula |;
and R is OH, C,-Caalkoxy or Cl, or, where appropriate, a tautomer thereof, in each case in

free form or in salt form.
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19. A compound of the formula AA

H
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R; S
;57\( (AA),
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3
in which Rs, Rs, Ra, Rs, Rs, By and Rg have the meanings given in claim 1 for the formula |,

or, where appropriate, a tautomer thereof, in each case in free form or in salt form.



