WO 2 00 510 8 5 23 4 PCT/ EP20051002204 -1- Novel Insecticides The present
invention relates to bicyclic bisam de derivatives, to processes for their
preparation, to conpositions conprising those corrpounds and to their use
for contr&¥® PHyU8S2sect s or representatives of the order PATEPEN&NIBIS AN de
derivatives wth insecticidal action are known and described, for exanple,
in US 2003/0229050. There have now begn found novel bicyclic bisam de
derivatives with pesticidal properties. The present invention accordingly
relates to conpounds of formula |l Zi ~/R Re 11N (1}, A7 R2 R6 2 R5 ,N,
R4 R3 in ;nglCh Z, 1s an oxygen atom or a sulfur atom Z2 is an oxygen
atom 9 ipid om R is an aryl or heteroaryl group, which is
unsubstituted or substituted; R2 is hydrogen; or an organic substituent; R3
i's hydrogen; or an organic substltuent R4 is g/dro en; or_an organic
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There have now been found novel bicyclic bisamide derivatives with pesticidal properties.

The present invention accordingly relates to compounds of formula |

in which

Z, is an oxygen atom; or a sulfur atomn;

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;

R4 is hydrogen; or an organic substituent;

or Rz and R., 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 Rg, via which atom Rg is
directly connected with the carbon atom, shown in the formula I, which carries Rs, one
additiona! bond;

Rs and Ry, taken together, form, together with the two carbon atoms, shown in the
formula |, 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



carbocyclic or heterocyclic, which ring systemis substituted, in the manner
shown in the WO 2005/ 085234 PCT/ EP2005/ 002204 -2 fornmula I, by the four
substituents -N RZ% C(=Z,)-R, -C(=Z22)-N(R3)-R4, R5 and Rs, and which ring
syst em i sWEhIWHPERSY further substituted; and RII is hydP@HéﬂZﬂﬂﬁiBUZalH
unsubstituted or substituted al kyl group; or forms, taken together with R5
or with a nonoval ent substituent attaclmd to that atomof R, via which atom
Rr is directly connected with the carbon atom shown in the formula I, which
carries Re, one additional bond, in free formor in salt form where
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phosphorus acjd or a hydr ohalic acid, wth st rong organi c carboxylic acids,

such as&rmedidigSanecar boxyl i c aci ds which are unsubstituted or substituted,
for exanple by hal ogen, for exanple acetic acid, such as saturated or

unsat urated di carboxylic acids, for exanple oxal i ¢ aci d, malonic, acid,
succi ni [ some cases, the'compounds of formula 1 can exist as tautomers. For example, if in the’

compounds of formula 1 the substituent -N(R2)-C(=Z,)-R, is -N{R)-C(=0)-R; and R; is
hydrogen, corresponding compounds of formula |, i. e. those in which -N(Ry)-C(=Z,)-R, is -
N{H)-C(=:0)-R4, can be in equilibrium with the respective tautomers, in which the respective

. substituent has the tautomeric structure —N=C(OH)-R,. Accordingly, the compounds of
formula | hereinabove and hereinbelow are to be understood as including such tautomers,
where appropriate, even though the latter are not mentioned specifically in each individual
case.

Compounds of formula | which have at least one basic centre can form, for example, acid
addition salts, for example with strong inorganic acids such as mineral acids, for example
perchloric acid, sulfuric acid, nitric acid, nitrose acid, a phosphorus acid or a hydrohalic acid,
with strong organic carboxylic acids, such as Cy-Cjalkanecarboxylic 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



acid, maleic acid, fumaric acid or phthalic acid, such as hydroxycarboxylic
acids, for exanple ascorbic acid, lactic acid, malic acid, tartaric acid or
citric acid, or such as benzoic acid, or WO 2005108, 234 PCT/ EP2005/ 002204
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Preferably the invention relates (2) to a compound according to (1} of formula [, in which

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

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

Ry is a phenyl or naphthyl group, which is substituted independently by 1 or 2
substituents R, and optionaily further substituted independently by 1 to 3 substituents Ry;

Ra is cyano; nitro; halogen; C4-Csalkyl; halo-Cy-Csaltkyl; C-Csalkoxy-Cy-Cgalkyl; Co-
Cealkenyl; halo-C,-Cealkenyl; Co-Cgalkynyl; halo-C.-Cealkynyl; Cs-Ceeycloalkyl; halo-Cs-
Cecycloaltkyl; hydroxy; Cs-Cgalkoxy; halo-Cy-Cgalkoxy; Cs-Cecycloaltkoxy; mercapto; C;-
Cialkyithio; halo-C,-Cealkylthio; Ci-Cealkylsulfinyl; halo-C,-Cgalkylsulfinyl; Ci-Cealkylsulfonyl;
halo-C,-Cealkylsulfonyl; amino; C-Csalkylamino; halo-C,-Csalkylamino; di-C,-Ceatkylamino,
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 opticnally 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



in which the two al kyl 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 atomand 2 to 12 ring carbon atons and

optionally 1 further ring hetero atom which then replaces | ring carbon
atom and 'S0 8¥PEEYt from the group, consisting of an oxPgEMFP2WSEANLr and a
nitrogen WO 2005/ 085234 PCT/ EP2005/ 002204 -4 atom which ring is
unsubstituted or substituted independently by 1 to 4 substituents, selected
fromthe group, consisting of cyano, nitro, halogen, Cl-C4al kyl and

01- CG4al koxy; di- (halo-C, -Csal kyl)-am no, in which the two hal oal kyi groups
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het eroajméfegfoup, which is unsubstituted or substituted independently by 1

to 4 substituents Rd; Rd is _a substituent Ra; or a phenyl, benzyl. benzoyl,
phenoxy or SnBpiueaisdh bPidhare atapadipasiapentrashert 2 kkgndagether. aro
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R, is halogen; Cy-Cgalkyl; C,-Cgalkenyl; Co-Cgalkynyl; Cs-Cgeycloalkyl; Cy-Cealkoxy; Cy-
Cealkoxycarbonyl; or a phenyl, benzyl, phenoxy or monocyclic or bicyclic heteroaryl group,
which group is unsubstituted or substituted independently by 1 to 4 substituents, selected
from the group, consisting of the substituents R,;

or Ry is a monocyclic or bicyclic heteroaryl group, which is unsubstituted or substituted
independently by 1 to 4 substituents R,;

A. is a substituent Ry; or a phenyl, benzyl, benzoyl, phenoxy or monogyclic or bicyclic
heteroaryl group, which group is unsubstituted or substituted independently by 1 to 4
substituents, selected from the group, consisting of the substituents R,;

R: is hydrogen; a Cy-Cealkyl, Co-Cealkenyl, C,-Cralkynyl or Cs-Cecycloalkyl group,
which group is unsubstituted or substituted independently by one or more substituents,
selected from the group, consisting of the substituents R,; a group C(=0)Rg; or a group
C(=S)Rg;

Ry is a substituent Ry; Cy-Csalkyl; hala-C,-Csalkyl; Ci-Cgalkoxy-Cy-Csalkyt; a group
CHzR,; a group CH,OR;; a group CH,SRy; a group CHNHR,, which group is optionally
further substituted at the nitrogen atom by C,-Cgalky! or halo-Cy-Cgalkyl; C,-Cealkenyl; halo-



R2 is hydrogen; a Cl-Csal kyl, C2-Csal kenyl, C2-C6al kynyl or C3-Cé6cycl oal kyl
group, which group is unsubstituted or substituted i ndependently by one or
nore substituents, selected fromthe group, consisting of the substituents
R3; a gr OYP2¢0Y82RH; or a group C(=S)Rd; Rd is a subst PEHEREINRVI2204

Cl- Csal kyl ; hal o- C1- Csal kyl; C1- Coal koxy C -Csalkyl; a group CH2R,; a
group CH2OR1; a group CHZSRl; a group-&H2NHRL, which group is optionally
further substituted at the nitrogen atom by Cl-Csal kyl or hal o- Cl1- Csal kyl ;
C2- Csal kenyl ; hal o WD 200511185234 PCT/ EP2005/ 002204 -5 C2- C6al kenyl ;
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which then replaces’ 1 ring carbon atom and is selected trom the group, consisting of an

oxygen, a sulfur and a nitrogen atom, which ring is unsubstituted or substituted

independently by 1 to 4 substituents, selected from the group, consisting of cyano, nitro,

halogen, C;-Cjalkyl and C,-Caalkoxy; di-(halo-C,-Cgalkyl)-amino, in which the two haloalkyt
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R. is hydrogen; a substituent Ry; a substituent Re; a C1-Cgalkyl, Co-Cgalkenyl, C,-

Csalkynyt or C3-Cgeycloalkyl group, which group is unsubstituted or substituted independently

by one or more substituents, selected from the group, consisting of the substituents R,, the

substituents B, and a phenyl, benzoyl, phenoxy or monocyclic or bicyclic heteroaryl group,

which group is unsubstituted or substituted independently by 1 to 4 substituents, selected

from the group, consisting of the substituents R; a group CH,OR;; a group CH,SR;; a group

CH:NHR,;, which group is optionally further substituted at the nitrogen atom by C,-Csalkyl or

halo-C,-Cgalkyl; Cy-Cealkoxy; halo-Cy-Cgalkoxy; Ca-Cecycloaikoxy; a group ORy; Cy-



am no; C, - Csal koxycar bonyl ; hal o-C - Ceal koxycar bonyl ; Cl1- Csal kyl carbonyl or
hal o- C1- Co6al kyl carbonyl; R4 is hydrogen; a substituent Rl; a substituent
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bi cyclic heteroaryl group, which group is unsubstituted or substituted

i ndependently by 1 to 4 substituents, selected fromthe group, consisting
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group C(=SHzes aB@rboay@yi@ahbmﬂcwl grUp hebien gﬂmhyho@bomc owmcqa.cgarrm@ is
nonocyclic or bic and arona é?of t he
g, nERerSat TREBaiR 1 867 B e A GHTORE o1 BTN SRS DI t he
gr oups grdupObensktmglot w?@ﬁg@b%:omg =ONhAA SBEOY ParidSwhibS ghﬁ.tp it Wheebstilted

substituted i ndependent n%/ substityents, selected fromthe group,
consi st©f ﬁ@b%@te‘é%ﬁ@e“cﬁ YBWHQI“O%@ﬁmU@ﬂtS(ﬁ%?%W framdthe prevm cRBRIINGRA R3 and

R4, talegihd, ddeS, R8fogeh Q131cr(1;45\t|;@,q;gﬁgju@;r1 -OhaikBxy;he nitrogen atom to which they are
attached, a ring containing ring nitrogen atomand 2 to ri nghcar bon

atoms and ©pFGAEA:ytakan ﬂﬂeih%ffofmn@gﬁ@ﬁé\”&h Hreomrogdn 2Rm h@whwé eed¥e 1 ring
car bon ;b HBARYi| %oﬁ%‘wﬁﬁd ¢SGR Eator R 1o AR SirbB9 ag:fm§§nc95]¥t%@}!y

sul fur and a n|t ogen atom é:h ring i s unsubstltute
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 atom, which ring is unsubstituted or
substituted independently by 1 o 4 substituents, selected from the group, consisting of
cyano, nitro, halogen, C,-Cjalkyl and C4-Cjalkoxy;

Rs is hydrogen; C-Cgalkyl; or halo-Cy-Cealkyl; or has one of the meanings defined
hereinafter;

Res and Ry, taken together, are either a group of the formula
(Rﬁ)a (R21)b (R31)C (H41)d (RST)Q

Gr—Gr—G;—G——G;

(la),
(Rizk (Ralg (Razdn (Razhi  (Rso);



substituted i ndependently by 1 to 4 substituents, selected fromthe group,
consisting of cyano, nitro, hal ogen, Cl-C4alkyl and Cl-C4al koxy; R5 is
hydrogen; Cl-C6al kyl; or hal o-Cl- C6al kyl; or has one of the meanings defined
her ei naf t%P2°RESRIY R7, taken together, are either a gr SGF/EFRISHEZRGr mul a
(R71)a (Re1)b (R31)0 (R4l)d (Rs1)e hi | | | -i 1-2 @B GG I | | I I
(la), (RI2)f (R22)g (R32)h (R42)i (R5271 WO 20051085234 PCT/ EP2005/ 0022114
-7 in which G is attached to the carbon atom shown in the formula |, that
carries R5; and in which G is attached to the carbon atom shown in the

(Raty o Ty iish 67 ks SRS o oRboR bl sppb BBy rolis IR RITIL |
at t achethichdz4 ib @ttechdubp the eatbosiatem, showtrhie the faroiuka 1|, that haltrleaﬁarmwe% and in

whi ch .S to the carbon atom shown in the fornmula I, that
carr'egd%c’fgéég)r?@%% group of the formula (Ric)a (R1)b (R31)c 1113 (lc),

(R12)t (R22)g (R321[h”|)a W%hégm)l S{( }al1yaached to the carbon atom shown in

the formula I, th carries which G3 is attached to the carbon
at om shovvnlnthe ormulla 1, t{hat crrles R8; in which formulae la, I'b and
lc either ais 0; flis O; and i's group C(=0O; a group C(=S); an oxygen
atom a sul fur—_atormg_a gy =) . MwL.a-group S(=0)2; or ais O0; f is 1,

either bis 0; g isj0; an K |is a group C(=0); a group C(=S); an oxygen
atom a sulfur atonf a grjoup S(=0O; or a (Ib),

(Rig)y (Raady (Ragdy (R,

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

and G is a nitrogeﬂ1aton[: or Isis 1%” is 1l, and G is a carbon atom
d

which G, is attached to the carbon atom, shown in the formula |, that carries Rg; or are a

group of the formula

(Ri)a (Raidy (Rgy),

Gr— GG

(le),
(Ry2i (Rasdg (Raoy

in which Gy is attached to the carbon atom, shown in the formula |, that carries Rs; and in
which Gz is attached to the carbon atom, shown in the formula |, that carries Rg;

in which formulae la, Ib and Ic either a is 0; f is 0; and G, is a group C(=0); a group
C(=5); an oxygen atom; a sulfur atom; a group S(=0); or a group S(=0); orais 0;fis 1;
and G is a nitrogen atom; or ais 1; fis 1; and G, is a carbon atom; either b is 0; g is 0; and
G is a group C(=0); a group C(=8); 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; orbis 1; gis 1; and Gy is a carbon
atom; and either cis 0; his 0; and Gy is a group C(=0); a group C(=8}); an oxygen atom; a
sulfur atom; a group S{=0); or a group S(=0),; or cis 0; his 1; and G is a nitrogen atom; or
cis 15 his 1; and Gy is a carbon atom;

in which formulae la and |b either d is 0; i is 0; and G, is a group C(=0); a group
C(=3); an oxygen atom; a sulfur atom; a group S(=0); or a group S(=0),; ordis 0; i is 1;

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



group S(=0)2; or bis 0; gis 1, and & is a nitrogen atom orb is 1; gis
1; and Q is a carbon atom and either c is 0; his O0; and G3 is a group
C(=0; a group ((=S); an oxygen atom a sulfur atom a group S(=0; or a
group S(0P2N0YWSB4is 0; his 1; and G is a nitrogen atPSFVERINSH2308 1; h is

1; and G3 is a carbon atom in which formilae la and Ib either d is O; i is
0; and 4 is a group C(=0O); a group Cg=S); an oxygen atom a sulfur atom a
group S(=0); or a group S§(=0)2; or dis 0; i is 1; and G4 is a nitrogen
atom or dis 1; i is 1; and 4 is a carbon atonm NVO 2005/085234

PCT/ EP2005/.0022 I he is a
group C(= O)'Q i' 8'%8{55‘5]%”%)%’— Sg)ui/ gn83$§[HS£g?o pfs%e_’ozgtor%%% %Ergjparé( =0); or
a groum)@ge@&m @rsuffut atodh; agroap 5= @hdr@rwws( =i;tor @ge ®; pisdmandGsés s 1; |
is 1; and |sacarbona{? é |chfotrrrulalae|therf|sl gis 1;
and le'%?ﬁf”F@?m PL% 5n! 0 Sy bt Cs $ALAPYHAP™S  group of the formula (Rsl)k
(Rr1)1 (%lhmh(dRabbnmlélfﬁL@ﬂﬁeﬁflﬁ §3608 ahdgﬁémngl telkbd togdthér? b ¢iRé2hq (R82)r
(R92)s (8102)1 in WhICh 6 is attached to GL; and in which GL6 is attached
to 02; QfPU%Ptaf@fPB{ﬁ) of the formula (R61)k (871)1 (R81)m (Rei)n Gs G7 Ge
@111 (le), (FE2)q ) | which G is attached to Gi;
and in which & |s pécm )'to@);z g Xﬁ r°oup of the formula (R81)k
(BEINR71)1 (Rsl)m Gs |Gr Gs|(If), (R6 )p (R 2)qg (R82)1 in which G is
attached to Gl; and|in wh{ch is atftached to &; or gis 1; his 1; and R22
and R32, taken_togepfher, are eik her gro of the formula Id, in which O
is attached to G; &ad i nfwhic laEGl e attptthed to G3; or are a group of the

f ¥

formula le, in whigdh Gs Is attfached|to G2 and in which & is attached to
G3; or are a group of the (Id),

Redp (Rra)q (R, (Ro)s (Rigzh

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

formula
(R61)k (R71)I (RB‘.)m (R91)n

(le),
(R62)p (Rm)q (R82)r (Rgz)s

in which Gg is attached to G;; and in which G is attached to Go; or are a group of the
formula

(Rgh (R (Raidm

(H),

(Rez)p (Ryzdq (Reo)r
in which Gg is attached to G;; and in WhiCh.Gg is attached to Gy;
orgis 1; his 1; and Ry, and Ra,, taken together, are either a group of the formula Id, in
which Gg is attached to Gp; and in which Gy, is attached to Gg; or are a group of the formula
le, in which Gg is attached to Gy; and in which Gy is attached to Ga; or are a group of the
formula I, in which G is attached to Gy; and in which Gg is attached o Gg;



formula If, in which G6 is attached to &; and in which Gy is attached to
G3; WD 2011511185234 PCT/ EP2005/ 002204 or h is 1; i is 1; and R32 and A42,

t aken together are either a group of the formula Id, in which G5 is
attached to G3; in which Gp is attached to 4; or are a group of the
formul a "9 2P'h‘”"‘09r‘7!‘ch Ge is attached to G3; and in whi cﬁcﬁng"é’t’%ﬂthed to
4, or are a group of the formula |If, in which GEis attached to G3; and in
which G6 is attached to 4; or i is 1;—9j- is 1, and R42 and R52, taken
together, are either a group of the fornula Id, in which G5 is attached to
4; and in which Glo is attached to G5; or are a group of the fornmula le, in
whi ch {:1 ac

ar oup ghlitealf%?h%lﬁgﬂ an% 3‘(\'/3\’88!\ %g@le?harg%thérﬁg h%ihé :gé{a Iﬂm%tﬁct& s
at t ach&i is ett@8ed tn Gehaoth infwhiot Gay istattethettto G, ios afe a grawp of thafrmRiedieaind R22,
taken t t r er_ a.; o

att achaleoaeaBbefld GRiad indhRHB aldfe i lr df b O LR,

f or mul &, Irewhich Qatis attadBedits camm:hemcnmeﬁb atmcdedto(b‘/ﬁu ch GQ is attached to

&; or are a.grpu th or mul nvvhlchG6 nd in

o o et R i PRy £ s e dogeng?, B Blyfel a haly® el 3R 1 i i

t oget haﬂ’a,is éﬁ@ct@rdtthe%;, an@rrourmcrﬁta 5|benboméﬁ4ﬂoaag @r arena gwhlpodfﬁ tﬁifdrmu'&d l'eamhefl to
@&2; and in i C is_ att ed. oup of t e

2 it s AeCaeh LG Gnaan Wieh oo e G BE S Rlaybts ooy, oy

group of .rthmohfegn@uﬁ@cﬂetjtom aMumtwr@n G§lsaétta@ﬁ8@@b &g &; and in which Ge Is

attached to : and R32 and R42, taken together, are

either a gﬁ'bWb'CBffot”Héaf‘bHﬂﬂ_a'q H d 7S AR Bre anshRies taken Aegrdler aregithesad in
whi ch g@d & tﬁetf&?rﬂﬁéild il &ﬁhcp o, idhRached O ER: Ad |h%|étPG”}ils%ttb@hed @ GYi-ch Go

is att B is attached 4; or are a group of the
f or mul @re afgroulmofvmaécwrr@la les lf’awhlah Feds eitaahed taﬁ‘:d @rh:l inmwiieh Ga i %ﬂaézhedéched to

G4, 'nQWbFQrefé){;@E%f k% ehhiant, in h/ﬁuc Ge9s ?ﬁacﬂ'ﬁdq \%gd ﬁ»ng% d aken

t oget her® ~are e group of 't ormul a IS attached to
Gl; andchttaphathiocBz; GO i s attached to &; or are a group of the fornmula le,

aroup & Snd FoF TS e o8 i bl o5 ol o BbbBF ok fua i 1" &7, 2
at t ac hexhithoGe; attnchgd lcsGa;;anld in svhich Gy db Rehad do R320r draleegrovpgbtiedormulae
o oh e Guisitfiob B2 sip Wiion S B Bhafe R ¥ ch 5
i s att dotada lfQInGﬂ)lClaG@ ig gttashed o G, arel inwhicbh@glistatta@Bed marGgre a group of the
e B Pernarager s, e oty Hesiber St e Rrmbe Yo Rditha by
one G is attached to Gg; and in which Gy, is attached to Gg; or are a group of the formula le, in

which Gg is attached to Ga; and in which Gy is attached to Gy; or are a group of the formula

i, in which Gg is attached to Ga; and in which Gj is attached to Gg;

in which formula lc either f is 1; g is 1; and R4, and Ry, taken together, are gither a

group of the formula Id, in which Gg is attached to Gy; and in which Gy is attached to Gg; or
are a group of the formula e, in which G, is attached to G4; and in which Gg is attached to
Gp; or are a group of the formula I, in which Gg is attached to Gy; and in which Gg is
attached to Gy;
orgis 1; his 1; and Ra, and Rap, taken together, are either a group of the formuta Id, in
which Gg is attached to Gy and in which Gy, is attached to Gs; or are a group of the formula
le, in which Gg is attached to Gy; and in which Gy is attached to Gj; or are a group of the
formula I, in which Gg is attached to G,; and in which Gy is attached to Gg;

in which formulae la, b and lc the atoms G, and G, can be connected by one
additional bond, which beond, if present, is represented by a first substituent, which is Ry, if

G, is a nitrogen atom, and which is Ry or R4y, if G4 is a carbon atom, and a second



addi ti onal bond, which bond, if present, is represented by a first
substituent, whichis R 2, if G is a nitrogen atom and which is Al, or
R12, if G is a carbon atom and a second WD 20051085234 PCT/ EP2005/ 002204
-10 substYPIEWY8%Hich is R22, if G is a nitrogen at omPCAEPMTVOROEs R21 or
R22, if & is a carbon atom taken together; in which fornulae la, |b and
I c the atons & and G3 can be connecteth by one additional bond, which bond,
if present, is represented by a first substituent, which is R22, if @& is a
nitrogen atom and which is R21 or R22, if & is a carbon atom and a second
substltu which i s _R32, is anitrogen ato a Lch is 1 or
|fS”EeT”P%”taWB'&Pb%ﬁ22» é%ﬁaﬁ@ﬁ”%‘a@t%ﬂ“ﬁ?ﬁ %Aﬁ]wccﬁ 23r'niir §& $HPYKd | b
the at qiism RBramtbgethegan be connected by one additional bond, which bond, if
present, is represented b)( a first substituent, which is R32, if G3is a
ni trogen atoWhichiermifee a ikarsic B afesns GeangiisicanbeCarpERtedineand a second

subst i taifional BMAUCRKiCA bBAd, if bloskth, |ssre§re@bﬁtb@%@rh %Pﬁ]bsﬂﬂfén\/‘mm i |1 or

R42, if G4 Is a carbon atom taken together; whi ch fornul a In the atons
G4 and %S@mrwnﬁﬁrﬁe@m@whw 9 Rer A dtpt!t ‘ém@a%ﬁan atqmuam HEHPdi f present,

is T eprﬁg%;&ghﬁ?ﬁgﬁ #5:4 el Sk Gé gé Hth@%H%toMrﬁWhéh RAR,, drfﬁgr?ﬁf bSisk &erér‘Pgen

atom an is a carbon atom and a second
subst i taiens takeintagethies; Rye, it GB is a nltrogen atom and which is A51 or

22 1O i RinRndanfie AL AfH 1ok B B LRTE, caf BUHRRLOHRYIA] dBiiohd) and T

the atom G can bé connec atom la I,

t hat cdraondeshiEd bobty mresaddlstremeabntbdbgl a fiskti ipstitordt, wihichgs €k iitG; B s
representedb ubtlt whi ch 2, 1f. 4 _is i,t.,r ogen atom
o i eheaee Bard apd Bhiod 1R 4P gt A Bk e e S oBe B BEE T St
whi ch ivehidRbis R.gKed, Istglatrb@am atom, \ahid ehidhois Ry ar R, If s ish eartEh aam, taken
connect.ed th the carbon atom shown in the formula |, that carries RB, by
one addP?9'B%al bond, which bond, if present, is represented by a first

substi t uentip wWithGBrrivsia Rbthe atém%deﬁ\da{imdrftﬂg@dhr@bw@ byamb av!mt&:lmat bodaﬁl or
R52, if Gq'l S%ﬂ carbon atom and a 3econd substi t uent i s _RB, en
t oget hethic if oresest, HﬁF%PfPW”(t%b?é? Fat @bgpelawhish l‘ﬁa%i?etfi G\M‘st A ”tt'ﬁ’@eﬁ ar bon

atom  sienandwhies is BRronH,.2 if G, isfhaéarsaﬂ éio% aR@ a $860R8 8uBstldrit ORFkh tmg

whi ch bond if present, is represented first substltuent whi [

R42, ifi @L'S@nlﬁogﬁﬁ @t@gbﬁnamlﬁh iR %R@h¥ﬁ§ i@ gagonaio, takewiogethes; car bon
o 35 BRCAIERIBSIG B c WD R0 B SURBLRUMIE kBT,
shown in the formula |, that carries Rg, by one addmonal bond, which bond, if present, is
represented by a first substituent, which is Ry, if G is a nitrogen atom, and which is R, or

Rz, if Gy Is a carbon atom, and a second substituent, which is Rs, taken together;

in which formula la the atom Gs can be connected with the carbon atom, shown in the
formula |, that carries Rs, by one additional bond, which bond, if present, is represented by a
first substituent, which is Rsy, if Gs is a nitrogen atomn, and which is Rsy or Rsp, if Gsis a
carbon atom, and a second substituent, which is Rg, taken together;

in which formula ib the atom G4 can be connected with the carbon atom, shown in the
formula |, that carries Rs, by one additional bond, which bond, if present, is represented by a
first substituent, which is Rz, if G, is a nitrogen atorn, and which is Ryy or Rap, if Gais a
carbon atom, and a second substituent, which is Rs, taken together;

in which formula I the atom Gz can be connected with the carbon atom, shown in the
formula [, that carries Rs, by one additional bond, which bondg, if present, is represented by a
first substituent, which is Rag, if G3 is a nitrogen atorn, and which is Rz or Ba,, if Gz is a
carbon atom, and a second substituent, which is Rg, taken together;

in which formula la each of those substituents, selected from the group, consisting of
the substituents Ry, Riz, Ra1, Raz, Rar, Raz, Ras, Baz, Bsi and Rs,, which are different from the



formula 1, that carries RB, by one additional bond, which bond, if present,
IS represented by a first substituent, which is R32, if G3 is a nitrogen
atom and which is R31 or R32, if G3 is a carbon atom and a second

subst i t uew,200jiI88H+4i s RB, taken together; in which formAG/EREAOR208T t hose
substituents, selected fromthe group, consisting of the substituents R11,
R12, R2 , R22, R31, R32, R41, R4Z, R5,1and R52, which are different fromthe
WO 20051085234 PCT/ EP2005/ 002204 -11 two substituents, which, taken
together, formthe group of the formula Id, le or If, and different from

any first substituent, resent, .as defined rei nbefore for, the fornula
la, andWosHBRHIERRSS, "Q'E@Jh fopFEk Aerm | %PB@@E&'QQQ@@%%? ﬁ% h nbef or e
for t heyftemitdn bay flfs$ sulbéiﬁﬁﬁ?ﬁﬂﬂ@'@bbm g€ hefricrhdreabefoheicy tiesormaRNg] &id ng of
the substituents R ; which formula b each, of th?sesbstltuents

sel ect deP ﬁﬁhﬁ@%dﬁu@ﬁtﬂue%ﬁﬁ@@ﬂhé‘séﬁe ingghhewinbefare frdbe iggla g 5 ro1, R22i
R31, mgdeﬂsﬂder% inGhe chﬁjpdb&ﬁs%%gtofftﬁ,cpguﬂshﬁjehw, substi tuent S,

whi ch, taken to ther ormt roup of 'the fornmula Id, le or and
different inmdishdagmyla ity ea@uwhos@whsﬂtqeﬂts@ﬁ@@@ﬁeﬂ fr%twrp%cﬁméa&bﬂm@%f ore

for t heth% Qﬂﬁ’gﬁk@enﬂ)ﬁg P&, Hﬁf"ﬁ amy F?sz, Qnéﬁgentr\qdﬁeﬂé diffdreRt ﬁﬁ*ﬁme defi ned

her ei nbefore tor t i ndepen sel ecte fromthe group,
consi stsubgtituéntshehishildskén lwgﬁﬁ‘@rﬁ\orm lhﬁ Wﬁup lof ﬂ@rfnﬁhda @, leacH, atd diferant

subst [ R11,
R By RSk el A GibedHRAGhEOptobine R B S AR BB S
V\/m ch sieakmlsmm:sgamlmenf pressnm a&eefgiedumr-hbefbm foothmibemild Ib,lis inolepéfiderdind
dlfferee§ }‘?{ﬁ r?% irst su stl EL? \ B{?ﬁent, as defined hereinbefore
for theSGHYNe ‘?g%ﬂll'ﬂ FIHRSAY c%‘{l?a‘ug fituent, if present, as defined
her ei nbef orig whh fbheuth ¢ BakdteofliBesd @Usﬂtﬂ@a&nd@ie&tbu fioe mt@dup,fcbaabﬁdrgeofgr oup,

consi sting of, the substituents Rl ; |s hydr o or a substit ent R.: the
t ot al ‘?rg%‘i’s“é}ﬂl'erl*%@ﬂsﬁmﬁztuﬁ%ht% BI%‘ %%f%\‘}f%sr&r?wﬁ stitpenlsy of 5
for a gﬁmyrp t&ent tbgether, ithatheajro@s oﬁhfe%mwwrcpw@opff drieedifieretiréml dvy fingtd  of 3
for agroup of thé fornula Ic. whi al nunmber can however , bellmted

for a speeitupint. If greRgpt. @6 qeﬁ@eq B?rﬁiﬂb&fqrﬁ foqtbe HIMUR \cpatd FaMANY S8kEPD t han t he
upper |d Bfitus®nf 'p%ls%ﬁt f&%ro@nﬁ@@ﬁ&reﬁmefde@ kGiny ®rifid R, shedeRAHaht Sbiddigy number

of the positions avallable for the substitution by a substituent Rg in this
speci f iforpthagrourgeansiséng peinepubsidnetis s a carbon atom and then sel ected

fromthe grl%@h%dé%ﬁﬁe%tr LNGbSfituehtte HEABI BHﬁBEFoﬁhe %ubﬁftu(ﬁ'ﬁé ﬁchﬁﬁretsgnta

nitrogen atom a n sel ected fromthe group, consi st
subst i thaeimgsanRe;per limikef € fpra grasiplsd the ipemulara; of 4 for a group of the formula Ib; and

of 3 for a group of the formula lc; which total number ¢an, however, be limited for a specific
group of the formula la, b or lc to a value lower than the upper limit mentioned hereinbefore,
which value is then equal to the number of the positions available for the substitution by a
substituent Ry in this specific group;

Ry is either attached to a carbon atom and then selected from the group, consisting of
the substituents R,.; or attached to a nitrogen atom and then selected from the group,
consisting of the substituents Rg.p;

R;-¢ is a substituent R;

Rg.n is cyanao; nitro; Cy-Cealkyl; halo-Cy-Cealkyl; C-Cralkoxy-Ci-Csalkyl; Co-Cealkenyl;
halo-C;-Cgalkenyl; Cp,-Cealkynyl; halo-C,-Cgalkynyl; Cs-Csoycloalkyl; halo-Ca-Cecycloalkyl; Cy-
Cealkoxy; halo-C,-Cgalkoxy; Ca-Cecycloalkoxy; C;-Cgalkylthio; halo-Cy-Cealkylthio; Cs-
Csalkylsulfiny; halo-C,-Cealkylsulfinyl; C,-Cgalkylsulfonyl; halo-C,-Cgaltkylsulfonyl; amino; C,-
Csalkylaming; halo-C4-Cgalkylamino; di-C4-Cgalkylaming, 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



Re.,, is cyano; nitro; C, -C6al kyl; halo-C, -Csal kyl; Cl1-C6al koxy-C, - C6al kyl ;
C2- Coal kenyl ;  hal o- C2- C6al kenyl ; C2- C6al kynyl ; hal o- C2- Csal kynyl ;

C3- CGoycI‘ggle%_l - _hal o- C3- Cécycl oal kyl; C1- Caal koxy; hal o-C, - Ceal koxy

c3- ceeycl BRARBYFS2E “csal kyl thio; hal o-C, - Csal kyl thi o; ®CT/RAPIREM] f i nyl ;
hal o- C, - C6al kyl sul finyl; C1-C6al kyl sul fonyl; hal o-C1-C6al kyl sul fonyl; am no;
C, - Co6al kyl am no; hal o- CI - Coal kyl am not2 di - C, - Csal kyl am no, in which the two
al kyl groups are the sane or different or, taken together, form together
with the nitrogen atom to which they are attached, a ring containing 1
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group S(=0),; orlis 0; q is 1; and G7 is a nitrogen atom; or lis 1; g is 1; and Gy is a carbon
atom; and either mis 0; r is 0; and Gg is a group C(=0); a group C(=8); an oxygen atom; a
sulfur atorm; a group S{=0); or a group S(=0),; ar mis 0; ris 1; and Gg is a nitrogen atom; or
mis 1; ris 1; and Gg is a carbon atom;
in which formulae Id and le gither nis 0; s is 0; and Gg is a group C(=0); a group
C(=S); an oxygen atom, a sulfur atom; a group S{=0); or a group S{=0);; ornis 0; sis 1;
and Gy is a nitrogen atom; ornis 1; sis 1; and Gy is a carbon atom;
in which formula Id either 0 is 0; tis 0; and Gy, is a group C(=0); a group C(=8); an
oxygen atom; a sulfur atom; a group S(=0); or a group S(=0),; 0r0is0;tis 1; and Gy is a
nitrogen atom; or o is 1; tis 1; and Gy¢ is a carbon atom;
in which formulae 1d, le and If the atoms Gg and Gy can be connected by one

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



atom and either mis O; r is O0; and GB is a group C(=0; a group C(=S); an
oxygen atom a sulfur atom a group S(=0); or a group S(=0)2; or mis 0; r
is 1l, and GBBis a nitrogen atom or mis 1; r is 1; and G3 is a carbon
atom in which fornulae Id and le either nis 0; s is O; and & is a group
C(=0; aYPeUF8TELs); an oxygen atom a sul fur atom apﬁﬂ"@rfﬁ‘"@(””@j“ or a
group S(=02; or nis 0; sis 1, and @ is a nitrogen aton or nis 1; s is
1, and Go is a carbon atom in which f®@+yula Id either ois O0; t is 0; and
Glo is a group C(=0); a group C(=S); an oxygen atom a sulfur atom a group
S(=0); or a group S( 0)2 jr ois O0; t is 1, and GIO is a nitrogen atom or
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i f Ggrsanrtrogen atom and @@ is a carbon atom
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one add| | onaA WR H(Tis Rs; orﬁgg,lﬁoél is ai ct,argcgnegt%nmt, ’antii% second substituent, which is

Rioz, if Gyo is a nitrogen atom, and which is Ryo1 or Ry, if Gip is a carbon atom, taken

together,

in which formulae Id, le and If the atom Gg can be connected either with the atom Gy,
shown in the formulae la, b and lc, by one additional bond, which bond, if present, is
represented by a first substituent, which is Re, if Gg is a nitrogen atom, and which is Rg, or
Rs2, if Gg is a carbon atom, and a second substituent, which is R,p, if Gy is a nitrogen atom,
and which is Ry or Ry, if G, is a carbon atom, taken together;
or with the atom G, shown in the formulae la, b and le, 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 Rgy or Rgp, if G_a is a carbon atom, and a second substituent, which is R, if Gois a
nitrogen atom, and which is Ry or Ry, if Gz is a carbon atom, taken together;
or with the atom G, shown in the formulae la and Ib, by ene additicnal bond, which bond, if
present, is represented by a first substituent, which is Re, if Gg is a nitrogen atom, and which
is Re1 Or Ree, if Gg is a carbon atom, and a second substituent, which is Ra, if Ggis a
nitrogen atom, and which is Rs; or Ra, if G is a carbon atom, taken together;
or with the atom G, shown in the formula ta, by one additional bond, which bond, if present,

is represented by a first substituent, which is Rez, if Gg is a nitrogen atom, and which is Rs; or



represented by a first substituent, which is R62, if Gs is a nitrogen atom
and which is R81 or Rs2, if &G is a carbon atom and a second substituent,

which is R12() if G is anitrogen atom and which is R11 or Al2, if G is a
carbon atbPPMs4R®A t ogether: or with the atom G2, shownPEAEPRUSHBIANI ae | a,
Ib and Ic, by one additional bond, which bond, i f present, is represented

by a first substituent, which is R62,-14- G is a nitrogen atom and which
is R6, or R62, if G6 is a carbon atom and a second substituent, which is
R22, if QR is a nitrogen atom and which is R2, or R22, if G is a carbon
atom k ] i nd Ib
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atom wdNergarcjerheand whichip far @rH&zatGm@carbﬁammﬁat%tqg@mml ae la, Ib and
I c, by poanagdiihoaal sh%%qn t%@huragwagdlﬂ bgro‘a%%%mohér Horif %%th%\ﬂﬂw a

flrst substi tuent, which nitrogen atom an
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substit i f | O, or
R102, —E%gffahé,\goﬁgérsbon a%ﬁrﬁfoa @aaltgs con ééﬁgo%??%%nt“ﬁ‘n%n \?@ﬁgrﬁ}ﬂﬁ f A4
is a mtemtmt@rmfrmndubmmﬁmtivmr@m:ﬁ gz, RA2,o |sein|®4;gesammaa‘rtoiamat @Rt aken
t oget her ; shown iin th
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booet "B e o (a0 ana R Bl e i, P RS rBRER ' O
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carbon at Oriﬂ wﬁ ﬂ formu a ?e t(?'re algo Stdgtc%% g Covr\tkr]rlegted e?th§5wrth the actagmI ég, QM rnogen

the formulae la, Ib and Ic, by one additional bond, which bond, if present, is represented by a

first substituent, which is Ry, if Gg is a nitrogen atom, and which is Rgq or Ry, if Ggis a
carbon atom, and a second substituent, which is Rz, if G, is a nitrogen atom, and which is
Rz or Rag, if Gz is a carbon atom, taken together;

or with the atom Gz, shown in the formulae la, 1b and lc, by one additional bond, which bond,
if present, is represented by a first substituent, wnich is Rgp, if Gg is a nitrogen atom, and
which is Rgy or Ry, if Gg Is a carbon atom, and a second substituent, which is Rap, if Gz is a
nitrogen atom, and which is Ry or Ra, if Ga is a carbon atom, taken together;

or with the atom G, shown in the formulae la and Ib, by one additional bond, which bond, if
present, is represented by a first substituent, which is Rgp, if Gg is a nitrogen atom, and which
is Rg1 or Rgy, if Gg Is a carbon atom, and a second substituent, which is Ry,, if Gsis 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 Ia, by one additional bond, which bond, if present,

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



atom and which is R51 or R52, if G5 is a carbon atom taken together; in
which formula I's the atom & can be connected either with the atom G, shown
in the fornmulae la, Ib and Ic, by one additional bond, which bond, if
present, VO 2PEABEdnt ed by a first substituent, which iPETERFRO§MMY i s a
nitrogen atom and which is R91 or R92, if & is a carbon atom and a
second substituent, which is R22, if GPBis a nitrogen atom and which is

R2, or R22, if & is a carbon atom taken together; or with the atom G3,
shown in the fornulae la, Ib and le, by one additional bond, which bond if
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atom IhpiESeRi SHepresemed by arBst substilgeny, yh@hdeﬁmﬁ Céetl@mnmreg@éwt@@gen%er in
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pr esentnltrowrrsﬁpmesemvéuthbyﬂa Off[‘ﬁd’zslt Gswb&catrbuentomvthk@htqgsﬂRBZ it Gis a
nitroge -

second Qu\@‘fhtol%ggoﬁg& QW i t%ﬂ{uﬁ%ﬁé@nbﬁb ‘a’ni %r%dgg%%afgﬁﬁgﬁ?hﬁghﬁi S

R21 or R2&ntjik réﬂesaﬁted baabiost sabetihientawbich iBgt ih@a,is amitwigeh atdre, aidwhics,
shovvnln lae la, Ib, and b ne bagnd ich bond, it
present boréﬁﬁ g@‘éfﬁ%aafﬁ’ ngtqm’r%qdciﬁ%éslqnlgts’b@%ﬂq ﬁﬁ'ﬁh' R Ed,‘}‘lr? AB is a

ni t rogermtrg@mtomndnd Wh!ohEs Rs &Bg@slf fGB&Za carbofSBtdrs, takeatdyetheat om \c’md ﬁ _
second suhstjtuent ich i , is a n|tr gen t, a ichis
o1 or St hp SEh P Sk ipde il akere ufond BOGY. lithbeRh taeinGa,
shown i réfresdrdsdiby agirdt@uBstitud, whigh @Ry, it i id @ﬁaﬂogbﬁ@%mvﬁ'ﬂ@hmb@fmm iok

pr esent is R82, if Bis a

represented by a flrst substituent,
nitr oge‘ﬁﬁza‘? @m'sp%l%fb%?@rﬁ” y"i”é’ Raecand Eﬁgﬁt't”‘?m wpich & 55205%6?'1&5‘?6’#9;9”%“61

second gibghk .bﬁworntg @I58 aRddborl dtoftHdkenadogdihés 0gen atom and which is

R4l or R42, If is a carbon atom taken t oget her
in wh|ch formula Id each of those substituents, sélected from the group, consisting of

the substituents Rgy, Rez, R71, R72, Ra1, Raz, Ro1, Reo, Rigy and Ry, which are different from
any first substituent, it present, as defined hereinbefore for the formula Id, and from any
second substituent, if present, as defined hereinbefore for the formula Id, is independently
selected from the group, consisting of the substituents Ry;

in which formula le each of those substituents, selected from the group, consisting of
the substituents Rg1, Rez, R71, B7z, Bs1, Raz, Rg1 and Rgp, which are different Ifrom any first
substituent, if present, as defined hereinbefore for the formula le, and from any second
substituent, if present, as defined hereinbefore for the formula le, is independently selected
from the group, consisting of the substituents R;;

in which formula If each of those substituents, selected from the group, consisting of
the substituents Rgy, Rsz, R71, Ryz, Rer and Rgp, which are different from any first substituent,
if present, as defined hereinbefore 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;



or with the atom G, shown in the fornula Ia, by one additional bond, which
bond, if present, is represented by a first substituent, which is R82, if
GB is a nitrogen atom and which is Raj or R82, if &8 is a carbon atom and
a second VSQBYS0BIESHt , which is R52, if GS is a nitrogenP&TERIOSEARMNI ch s
R51 or R52, if Gs is a carbon atom taken together; in which fornula Id each
of those substituents, selected fromdite- group, consisting of the
substituents RB,, R62, R71, R72, RO1, R82, R91, R92, Ri o, and R102i which
are different from any first substituent, if present, as defined
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consi sty f\g;0f the substituents R ; in which fornula If each of those
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limt alﬁls@pé@ﬁcgroglpoup of the formula Id; and of 4 for a gr oup of the
formula if; ot.al ., .nunbe ho ver |1 m edfor a.s cif'

aroup of 1 b5 Sed Ao P TEibqt Bm, AR SrsPRanigth e b forRfRb o

ment | onﬁ@lsuhtﬁanmambaemr e, atvdeheb walnumgea andmranewai sdlected dommthsigesumpf  t he
positions ava H for the substltutlon by a substituent R in this

speci fi%" S'Stt"lﬂj‘fﬁ B SIS a substituent Rk; the total number of

t he substi tmgr@t@s@gtnuefmggesent havi ng an upper Iim't of 5; which total
nunber can, however, be linmted for a specific group of the fornula le to a
val ue fewerPit FahSyidt UAPbEe~l i nit nentioned hereinbefore, which value is

then equal g,0s bf&%r"dﬂé@ﬁéd & a Eé\%oﬁ%drﬁ BRI heR\ldctdd fomnGhe GRRIPS é&ﬁéth@tdfon by

a substituent RK his specif group; R is either attached car bon

at om anfe ﬁ%\‘éﬁ‘i‘“@é‘l‘%@t ce& eRehedHe ag’%@ﬂ?“ alemansither selected from the group,

consisting of the substituents Ry.,;

or 2 substituents Ry, the first of which is attached to the atom Gg and is represented by
Rez, if G is a nitrogen atom, and by Rg; or Re, if Gg is a carbon atom, and the second of
which is attached to the atom Gy and is represented by Ry, if Gy is a nitrogen atom, and by
Ro1 Or Rey, if G is a carbon atom, taken together, are -CHy-; or -O-;

Rx.c is a substituent R;

Ry.n is @ substituent Rg.q;

Rs is hydrogen; C,-Cgalkyl; or halo-C,-Cgalkyl; or has one of the meanings defined
hereinbhefore or hereinafter;

or BRs and Rg, taken together, are a bond,;

with the proviso, that .

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

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



the substituents Ri; or attached to a nitrogen atom and then selected from
the group, consisting of the substituents R.,,; H _, is a substituent R ;
Ri-a is a substituent R9.,; Rk is either attached to a carbon atom and then
sel ect ed WPOMYHW&23dr oup, consisting of the substituent POUERNH2H8t ached
to a nitrogen atom and then selected fromthe group, consisting of the
substituents Rk.fl; or 2 substituents &, the first of which is attached to
the atom G and is represented by R62, if GBis a nitrogen atom and by R61
or R62, if G is a carbon atom and the second of which is attached to the

atom @ and..is ,represented. by R9 [ LS i txogen.at d by .R91 or
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or hal §(O - Coal kg{l; (ﬁr qggs one of the msan%ggs def i ne her ei rg??g ore or

her ei nakteh:2 YPURS ZHE 3062 RURE! #iogeenAeh O BFLeRaRYIdL! thGee Kanabiesp 80 so,
that (ibbing deidtedPHdiBaRe giUp, codsifingof Blcarioh 216, digi@g Cl=-Craresgrapwi th a
further_ring oxygen ato I f any; (|!@£ a ring carbon atom selected from
the gr &iﬁ,s)’@@ﬁﬂogfﬂoﬁ@“@f‘@(ﬁf,th@??‘d@\far les@gn bggelectgd frem thegrelid Gic, is, if
presen bel i 18 dpl. ond or

N L h Ay e e B o S e T B S E B s

PCT/ EP2005/igbriegs othemvige Hefjnaddieraitbefoten e meaning peavaripliplaés cemain?, 3,

04, G5, , ; ! t he group,
consi sﬂm%”%r}%acr?ﬁ?fy%a;%&%?g%g %@ﬁf“f Lr{:matﬁ %?ﬁ%%g‘rgr%ﬁ%égé?%é% ﬂaé&é%ﬁr‘g% S(=0) 2
and a mnitharegeuwrrenoenyf asach of the remmi ning of these variables, if any,

bei ng selected fromthe group, consisting of a carbon atom a group C(=0
and a group C(=S), and not nore than 3 of the said 6 variables can be

sel ect athidssaihdrivdsegiadingd, the@rees iengs abed he@inaere ahd merantsaidw havathem a

group Eﬁ.:q?% anqﬂ&%oup S(=0 2; and (iv) unless otherw se defined
her ei nB&FAIWS ¥ Ming of a variable at a certain occurrence can be
sel ected i ndependently fromthe neaning of the same variable at any other
occurr e, 1f any.

?—Pa?ogen -asa 5roup per se and as a structural element of other groups and compounds,

such as haloalkyl - is, for example, fluorine, chlorine, bromine or iodine, in particular flfuorine,

chlorine or bromine, but especially chlorine or bromine.

Unless otherwise defined, carbon-containing groups and compounds comprise for example
in each case 1 up to and including 15, preferably 1 up to and including 10, especially 1 up to

and including 8, in particular 1 up to and including 5, especially 1 or 2, carbon atom(s).

Cycloalkyl - as a group per se and as a structural element of other groups and compounds,
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.

Alkenyl - 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



Unl ess ot herw se defined, the general ternms used herei nabove and herei nbel ow
have the neanings which follow Halogen - as a group per se and as a
structural elenent of other groups and conpounds, such as hal oal kyl - is,
for exanPY@2006408f&384 ne, chlorine, bromine or iodine, in ﬁﬁiﬁ?@&ﬁ@ﬂnﬁ4luorlne
chl orine or brom ne, but especially chlorine or brom ne. Unless otherw se
defined, carbon-containing groups and i@npounds conprise for exanple in
each case 1 up to and including 15, preferably 1 up to and including 10,
especially 1 up to and including 8, in particular 1 up to and including 5,
especi | .oal as a
otruct ﬁlrmlji %lnjefj% eggh &T?geqﬁher e%Uaﬁ %rou%@ 0% %%c(ijseﬁﬁér &rﬁéﬁ’t%ﬁlﬂ] ocycp% Kyl -
i's, inasdchmpdses widashdage emnmcnlertt&m dar prfefetrhelynmdnlam -odrboadboble bamd(u}

cont ai ed n, e C rel t r

cyei opranyreb Bl e sns b ReREgY of-ryfBr SratfF e Mosd & Broup per
se and campaumd rbgcpnmﬂahblg lag maat ored saitifadad mrbumatommchmiosrﬁouaxtsnplemm as

hal oal k C Wt onsi deratio f the nunber of carbon
at ons i?ﬂ?f‘aé “He eﬂ?‘??'al EHt 33{' bqtﬁjéerﬂ ﬁryé%ﬂ?”‘ ‘#’8'&'3”& conpound, either
straight-chain, for exarrple met hyI ethyl, propyl, butyl, pentyl or hexyl,
or branched for exanple is prop |so utyl, ,sec- but ert - but
|sopenl‘°§f}1}’“y[nél§p%ﬂwp 2 d 5?@83&?@1 rugfusal ?mgme@ oépedr%(’fﬂyﬁfé'f‘} és a
struct 4ugH a&heBBRYNAL IDINSdcHHRBRGHAIUE &HRRIBAAGA of tiIGImMBSr &aﬂaﬂﬁirkaamls i's,
in each case with due consideration of the nunber of carbon atons

20051088D'3MepdT pERD OIS I A2 (Rievant arpup o campednd. pitbacHraighlectipm emHuapeash ant
group Qg %BH%%'&% e%ech f&@ée étorrmcgafmmbn?@ferms@ﬁ%@on @moﬁwmé ?éﬁ’@( sj,n each

case 2 or nore than gre erab bon-car bon doubl e bond zmﬁ?
doubl e thgolsigle Qﬁndﬁhpéﬂ“@s@@b §ﬁltt1Wﬁtbglnﬁeﬁeﬁgr%@bﬁﬁf@ttbﬂ rérpaimngHacie it ng rml ety

of the .60 Hﬂr‘i’é’rﬁ{/%re@é{raﬂlg%ft%ragp&ﬁe Q&tu#aﬁ@cﬂzarpaﬁg rfatlquP?JEEQﬁ a]%t%g%rl] Pd ' S

for exanple

pent - 4-begh24ynylor bak-Bymy2-yt. as a group per se and as a structur aI el enent of
ot her groups and conpounds, such as hal oal kynyl - is, in each case wth due
consi deration of the nunber of carbon atons contained in each case in the

r el evamtrylgs, dompexamptemaptithg] ore pteienablyt plagrght - chai n or branched and conpri ses
in each case 2 or nore than 2 or preferably | carbon-carbon triple bond(s),
the triple bonds of these substituents being separated fromthe remaining
noi ety Hﬂtefoh@l hax lfrqnoemmdle lay epomfa&a: Eibg ykdétohe:aamoee\@osmnug aﬂaeldg Gagriforingat om
and is, merr?bers or gpa cmema [e]g] g\y at’ least%lfwo rlnasn Kavmg lnbéje;[ch ca)ée mde%endently of one

another 5 or 6 ring members, where for example 1 up to and including 4 of the ring members

is (are) (a) heteroatom(s) selected from the group consisting of nitrogen, oxygen and sulfur,

and is, for example, pyridyl, thienyl, pyrazolyl, thiazolyl, thiadiazoly!, furyl, oxadiazolyl,

indolizinyl, pyrimidyl, quinolyl or pteridinyl.

Non-aromatic heterocyclyl has, for example, a non-aromatic ring skeleton composed of a
ring having 5 or 6 ring members or of a combination of at least two rings having in each case
independently of one another 5 or 6 ring members, where for example 1 up to and including
4 of the ring members is {are) (a) hetercatom(s) selected from the group consisting of
nitrogen, oxygen and sulfur and is, for example, piperidyl, pyrrolinyl, tetrahydrofuryl or

chromanyl.

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

substituents can be identical or different.



Aryl is, for exanple, naphthyl or, preferably, phenyl. Heteroaryl has, for
exanpl e, an aromatic ring skel eton conposed of a ring having 5 or 6 ring
menbers or of a conbination of at |east two rings having in each case

i ndependeWPIX0¥ESBde another 5 or 6 ring nenbers, V\herg’CchS‘FPz@'k‘élW”é 1upto
and including 4 of the ring nenbers is (are) (a) heteroaton(s) selected
fromthe group consisting of nitrogen; 19xygen and sulfur, and is, for
exanpl e, pyridyl, thienyl, pyrazolyl, thiazolyl, thiadiazolyl, furyl,

oxadi azolyl, indolizinyl, pyrimdyl, quinolyl or pteridinyl. Non-aromatic

het er ocygd %\I%\Dig§ ’aéé R{rth%}(ﬁ'ﬁ% d 8mBAd; hm%ﬁtﬁé %ﬁé'&? ﬁUerﬁBﬁposed of a

ring having ring ers or o a conbi natl o  east two rings
having in each case independently of one another 5 or 6 ring menbers, where

¢ Cinel udi . :
net or oathcebind BeZRrb G M8} oftnllohbi L IMEHER P8 1 bR dmieh ana

SEIfur and IHZI Ofg:} g)ljzgrrﬂ 1(_'au'[gijpgglirdyl:pr'[r;)I|nyI tetrahygrofuryl or cuch
e hat ot Ao e B BB SRV PR o R R o5 el B RRl s R EEn 2 e

case ofatpol yhal ogenati on, the hal ogen substituents can be i dentical or
different. WO 20051055234 PCT/ EP200. 5/ 002204 -19 The followi ng are further
preferred enbodi nents within the scope of the invention: (3) A conpound

accor di gy At@drpbun®acéatiingftotahg cheohi)ao (4) df theMdingllad, ini whigin ROy eiNergd,om  (4)
A conpound accordi ng to any, one of of the formula 1, In which Z2

is an oRXftj’&Pr pé[fa&ﬁ‘iy?@@}JpAW SR Uy E'%z'lﬁdd?rri’defﬁ@bé)h?-‘t@%‘t : (1) to (4) of the

for mul agdpecially Wohehyi Fi)yrau | & @h&z&sh ?rouﬂ)’{vhi@bfhs besﬂﬁﬁ@d?rﬁéberﬂfeﬂﬂpby Wb @h i's
unsubstltut ed or prefera Subst’i tut ed; especially a E henyl , agl d
i 8

pyr azol $4bsiiugnis, swﬁte%fmm QIEOYR, GOBYSHNeR hainaen: Oy Qogkyl, ho5r alﬁ'muents
| ect | | kyl ,
o oA W CACHRaf 9R0% PHEANoF bk SR wen Gt me I o22,1)

unsubst prefaralely substipitedier abl y substituted; nore especially a phenyl, pyridyl
or pyra n : ;

substi t@gne%’ésp%'&% Wgh)ﬁ hpo)} ly Ee réogl?m ﬁg)gh,s\ﬂggﬁ?E@&lﬁués?%géﬁ?é@eﬁ%gy llyl ,
hal o- C, to@aluswupntsha@lectenimthmyummnaswmﬁhalmgenpﬁﬁicdﬁikyighaig'fﬁh (wdaikyh

010Ut TP Tieh i BERREDSE Ay Bl b B PR AR "
pyri dyI 1 ¢ B wphstindentd) semcmnh‘sctmttmﬁ gibup nobesisting nt h@iog@n and 61-Eﬁalkyl
preferably a phenyl or pyridyl group, which is substituted independently by 1t0 3
substituents, selected from the group, consisting of C;-Cgalkyl and halo-C+-Cealkyl; or a
pyrazolyl group, which is substituted independently by 1 to 3 substituents, selected from the
group, consisting of hatogen, Cy-Cgalkyl, halo-C;-Cgalkyl, halo-C,-Csalkoxy and a pheny! or
pyridyl group, which group is substituted independently by 1 to 3 substituents, selected from
the group, consisting of halogen and C;-Cgalkyl;
more preterably a pyrazolyl group, which is substituted independently by 1 to 3 substituents,
selected from the group, consisting of halogen, C4-Cgalkyl, halo-Ci-Cealkyl, halo-Cq-Csalkoxy
and a phenyl or pyridyi group, which group is substituted independently by 1 to 3
substituents, selected from the group, consisting of halogen and C;-Cgalkyl;
especially a pyrazol-3-yl group, which is substituted independently by 1 to 3 substituents,
selected from the group, consisting of halogen, C,-Cgalkyl, halo-C,-Csalkyl, halo-C,-Cealkoxy
and a phenyt or pyridy! group, which group is substituted independently by 1 to 3
substituents, selected from the group, consisting of halogen and C;-Cgalkyi;
more especially a pyrazol-3-yi group, which is substituted independently by 1 to 3
substituents, selected from the group, consisting of halogen, halo-Cy-Cealkyl, halo-Cs-



substituents, selected fromthe group, consisting of C, -C6al kyl and

hal o-d - Csal kyl ; or a pyrazolyl group, which is substituted independently
by 1 to 3 substltuents selected fromthe group, consisting of hal ogen,

C - Cfi al RYP NRAPHSE, - CBal kyl, hal o- C1- Ceal koxy and a ph@6SFIERSH0S/083203 dly |
group, which group is substltuted i ndependently by 1 to 3 substituents,

sel ected from the group, consisting gfg-hal ogen and C, -Csal kyl; nore
preferably a pyrazolyl group, which is substituted i ndependently by 1 to 3
substituents, selected fromthe group, consisting of halogen C - C6a|ky|,

hal o- Cl- | k hal o h d

Droun CetkBosHld 2 PBE RtRrRRLERES, whER Rl s Mg Rl fetha BB B3 {1 o,

t he gr eupstiteams,iseldora fodmhizd g@ep, eortbising Gs ahlisyén aes fedsaklly a pyrazol - 3-yl
0ronrs i B RS A P B HUR e Blaebelfory Tl 4 W™ o'
haljo C’sgl@ﬁ?ﬁ”%theﬁg}duﬁ craimeismltn torh@?gmdmblogmfcémb;wvfhatrctlcmgamoxﬁawbstl Eut ed
i ndependen su I.tuen sel ecte romthe ou consi stin
of 1ot By S w%@%éawts%@ﬁ@u@%e RPstY 5}t PUSIH LS SRlsotatiren | o
subst i the § ,@anQﬁ@%ﬂﬂgathmogyn 1 to substituents, selected from t he group,
consi stin hal ogen, hal o- C -CGaI Kyl , hal o-C, V\D 2005/ 085234

PCT/ EPZMBPO@E@@W a pﬁaz@@a}'lmsz@p thF}hlsﬁﬁEﬁWtegr'nd@?ﬁﬂ@%ﬂ“YdWob@ 3whi ch group
I's subgfpdiiss, i&ﬁﬂﬁ’ﬂrﬂjlé’ IQXIB Cér%@m%;%‘f’ﬁél%%éﬁ’%‘@& @%éiﬁﬂt gslodd,om the

group, consi sting al ogen~an referably a pyrazol-3-yl
gr oup, Gailkexy ad %Gb@ii Eﬁ’hﬁ@@lpl Wh@b@ﬁd@@lsybﬁvli@d inslegesddiglyityilemt s, sel ected

fromt ggygm&ﬁs %\%ﬁéoswrﬂghé) rd{l@l Qﬂﬁ%t“‘put ealgperQGal kyl , hal o- Cl- Caal koxy and

a pyri group, grou ndependently by 1 to 3
subst i eapedialy spyrezdédy! fgraup, whind igsobgituted irsihet3-pasiton hahalggan, hator@,-

B © subCerureleAE Rty P, LBaston by ARRa bl WRERSREGSS Y ™ 1 1O
hal o- 0tub&aditiey linddpahder@y-byGeard X sutystituethis splﬁmed-f&mytheg;;roup,,con{alsnhg gfoup is

SUbStI% ed |ndependently by 1 or 2 substituents, selected fromthe group,
consi s P ©Bt hal ogen; especially a pyrazol-5-yl group, which is substituted

the 1o ”ﬁ"s"??? béaigly sbpyrbed! SR rodp vihidhlis sl ieg e Tpenitel (PmIegeny hand 1 n
R o AN P AR R B L 2 4:PostipB By P PR R, POURY SR st i ng of

hal oge@ubmut@dgﬁsm@q; poditorebyoidiagen; - 5- yI group, which is substituted in the
hal ogen, hal o- C1- CBal k or hal o- Cl- C6al koxy and in_the

3- p05|t|on
1- posi pquﬁragi}l/ %pﬁﬁ‘f’-‘?'tﬁ ¥ _gycpupg,mglﬁgl ls\ﬁHpgtﬁutﬁpahWel%posmon by halogen, halo-C,-
Csalkyl or halo-C,-Cgalkoxy and in the 1-position by a pyrid-2-yl group, which group is

substituted in the 3-position by chlorine or bromine;

more preferably a pyrazol-5-yl group, which is substituted in the 3-position by halo-C,-Cgalkyl
and in the 1-position by a pyrid-2-yl group, which group is substituted in the 3-position by
chlorine or bromine;

most preferably a pyrazol-5-yl group, which is substituted in the 3-position by triflucromethyl
and in the 1-position by a pyrid-2-yl group, which group is substituted in the 3-position by

chiorine or bromine;

(6) A compound according to any one of (1) to (5) of the formula 1, in which R, is hydrogen or
C1-Csalkyl;
preferably hydrogen;

(7} A compound according to any one of (1) to (6) of the formula 1, in which R is hydrogen or
Cy-Cealkyl;
preferably hydrogen;



substituted in the 3-position by hal ogen; preferably a pyrazol-5-yl group,
which is substituted in the 3-position by hal ogen, hal o-Cl- C6al kyl or

hal o- C1- C6al koxy and in the 1l-position by a pyrid-2-yl group, which group is
subst it utW8 ¢ EBMB43- position by chlorine or brom ne; nmPE/ER2846020HY a
pyrazol -5-yl group, which is substituted in the 3-position by

hal o- C1- C6al kyl and in the 1-positiomeby a pyrid-2-yl group, which group is
substituted in the 3-position by chlorine or brom ne; nost preferably a
pyrazol -5-yl group, which is substituted in the 3-position by
trifluoronmethyl and in the 1-position by a pyrid-2-yl group, which group is
substituted in the 3-position by chlorine or bromne; (6) A conpound

accor di (B)gA tomanyndaecading 19 anpoliddf (0f td (7& of terfutrauld ), innvhidh BhisR2-Csilyydr ogen
or ferabl hydrogen; (7) A conpound according to any one of
(1) to p?%?raﬁy ?"ﬁg.' i g 'ﬁ?ﬁrg&i’ in which R3 is hydrogen or Cl-Csal kyl;
preferably hydr ogen; WO 200511)88234 PCT/ EP2005/ 002204 -21 (8) A conpound

di t
&< Shal @ SRl ASHTYi AT ot b Gbis B gl e LRl e ORI e o any
one of fdethérpafela beihd;t he formula I, in which RS and R8, taken together, are

a bond; (10) A corrpound accordi ng to any one of (1) to (9) of the forrrula I,
in which Rs and R7, taken together, are a group of the formula Ib or a

group qﬁotmorhgéma @cdcﬁdm%H%nfoﬁ&@fﬁ%’ﬁﬂ%@ﬁ%%ﬂﬂjlé‘P mm&ms éﬁd gL) to (10)

oftheforrrula 1, in he two carbon’ atoms, shown in the formula 1, to
whi ch defarglopethgh@rea ciped al thadorewia Wrar a gioup iohliefermerds; of an aromatic
ring; (12) A conpound according to any one of (1) to (11) of the fornula I,
in which Rs and R7, taken together, form together with the two carbon

at ons, mo%momnommbawﬂr@hmg@p any one o1 b1e (18) ofntbe fereylatk.én whichdhe tivo earion -

o9t ool A0, T A Bl BENCL o S o " L1

syst en®tiap asabstid ting;ed by the two substituents -N(R2)-C(=Z,)-R, and
-C(=22)-N(R3)-R4; preferably taken together, form together with the two
carbon atons, shown in the formula I,

{12) A compound according to any one of (1) to (11) of the formuta |, in which Hs and Ry,

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 Rs, one of the bicyclic ring systems
shown in the formuilae T1 to T85, or shown in the formulae T1 to T71, each of which ring
systems is substituted by the two substituents -N(R,)-C(=Z1)-R; and -C(=Z,)-N(R3)-Rj;
preferably taken together, form, together with the two carbon atoms, shown in the formula |,
to which atoms they are attached, and together with Rs and with R, one of the bicyclic ring
systems shown in the formulae T1, T6, T7, T21, T37 and T38, each of which ring'systems is
substituted by the two substituents -N(R,)}-C(=Z;)-R; and -C(=Z,)-N{(Rs)-Ry;

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 formulae T1 and T7, or shown in the formulae T2, T22,
T75, 776, T78, T79 and T81, each of which ring systems is substituted by the two
substituents -N(R,)-C(=2,)-R, and -C(=2Z,)-N{R3)-R,.

A further preferred subgroup of the compounds of formula | is represented by the
compounds of formulae Vlila and VIib



to which atons they are attached, and together with R5 and with R8, one of
the bicyclic ring systens shown in the fornmulae T1, T6, T7, T21, T37 and
T38, each of which ring systens is substituted by the two substituents

-N(R2) - C( %2 Y0852 Hd - C(=22) - N(R3) - R4; nore preferably tRKERPLOEHERHEr, form
together with the two carbon atons, shown in the forrmula 1, to which atons
they are attached, and together with RB2and with R8, one of the bicyclic
ring systenms shown in the fornmulae T1 and T7, or shown in the fornulae T2,
T22, T75, T76, T78, T79 and T81, each of which ring systens is substituted
by the two substituents -N(R2)-C(=2Z,)-R and -C(=22)-N(R3) 4. A further
preferred subgroup of the fenpounds of formula | is represgnted by the
conmpounds of formnul ae and VI1 b WD 20051085234 PCT/ 05/ 002204 -22 RN
Ro4 O\NO\N N NRos Ror NN H R010 / g 01N Rlo1 N\ (Vila),
NH\ (MIb),RRos R'6 RFy, /N RO1 /-NRR C2 RY3 RN02 M3 wherein
Raj isI gfgrogn; @q?*i | m;d RO2 'gs hydrl “}Q%; Ro3 is
C, -C4a , A h 0- Or dj st peltEd b no, , Ui t

C, - C4al koxy \de OprOPY== -de\gtéi’enyl , losu 'tut(ggb)by
hal ogen;R & al kOXy, - C6- al ki nyl, cyd? gpropyl, pbut yl , cycl opentyl,
cycl ohexyl, cyclopropyl substituted by C -C4al kyl, pyridyl,

phenyl - C2- Csal Rengl ;0or “®ycl opropyl ; cycl obutyl®subgsitiRed by C,-Cdal kyl ;
cycl opentyl t hi o- C1- C4al kyl, benzyl oxy, benzyl oxy substituted by hal ogen;

wherein

R is hydrogen; amino or nitro;

Rz is hydrogen or Cy-Cjalkyl;

Res is Cy-Caalkyl, Cy-Caalkyl mono- or disubstituted by cyano, COOH, nitro, Cy-Cjalkoxy or
cyclopropy!;

Co-Cealkenyl, Cx-Cgalkenyl substituted by halogen;

Ci-Cqalkoxy, C5-Ce-alkinyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropyl
substituted by C,-Caalkyl, pyridyl, phenyl-C,-Cealkenyl or cyclopropyl;

cyclobutyt substituted by C,-Caalky!;

cyclopentylthio-Cy-Caalkyl, benzyloxy, benzyloxy substituted by halogen;
benzylthio-C,-Caalkyl, wherein the benzyl group may itself be substituted by C,-Cjalkyl;
thiopheny! substituted by halophenyl;

phenoxy-Cy-Caalkyl, wherein the phenyl group may be mono- or disubstituted by halogen;
phenyl-C4-Caalkyl, wherein the pheny! group may itself be mono- or disubstituted by
substituents selected from halogen, nitro, benzothiazol-2-yloxy, C,-Cshaloalkyl, Cy-Ciatkoxy
and C,-Caalkyl;

3.4-dihydro-2H-benzo[b][1,4]dioxepinyl, 1,2,3,4-tetrahydro-naphthalenyt substituted by C;-
Casalkoxy;

Co-Cealkenyloxy, isoxazoly! substituted by C,-C,alkyl;

thiazolyl, Cs-Cialkoxycarbonyl-C,-C,alkyl, phenyl substituted by hydroxy, halophenyloxy, C;-
Calkyl-silyl{C,-Cs-alkyl); or C,-Cealkinyl;

pyridyl substituted by C;-C,alkoxy;

C4-Cgalkylthio-C4-Caalkyl, Co-Cealkenylthic-Cq-Cjalkyl, Cs-Cealkinylthio-C,-C,alkyl, dioxolan-2-
yI-C;-Cialkyl, (C4-Caalkyl-dioxolan-2-y1}-C4-Cialkyl, triazolyl-C,-Caalkyl, thienyl-C,-Cjalkyl,
morphoiinyi-C,-Caalkyl, C;-C,alkylthio-C,-Cqalkyl, 2,3-dihydro-1H-isoindoly!, haio-substituted-



benzyl t hi o- C, - C4al kyl , wherein the benzyl group may itself be substituted by
C, - CQal kyl ; thiophenyl substituted by hal ophenyl; phenoxy-Cl-C4al kyl
wherein the phenyl group may be nono- or disubstituted by hal ogen;

phenyl - OW@2¢5#4§3234 wherei n t he phenyl group may itsel f BETHBAYSOGIZ04

di substituted by substituents selected from hal ogen, nitro,

benzot hi azol - 2-yl oxy, C, - C4hal oal kyl ,- &3l- C4al koxy and Cl1- C4al kyl ;

3, 4-di hydr o- 2H benzo[ b] [ 1, 4] di oxepi nyl , 1,2, 3, 44et rahydr o- napht hal enyl
substituted by Cl- C4al koxy; C2-C6al kenyl oxy, isoxazolyl substituted by

ryor on AN SEHERIVE Sy CRastE SRR R RN st o 0 MO Ve BRR ° ™

pyr i dylgugiehsd gtawpeﬂa)bye elbsiaabd by ¥, -CohalGhlikat kyl t hi o- C1- C4al kyl ,

C2- Csal eny tel Aal kyl, C3-Csal ki nyl thio-C,-C4al kyl, di oxol an- 2-

yl -C, al kyl - di oxol an-2-yl)-Cl-4al kyl, triazolyl-C, -C4al kyl,
t hi enylﬂgglls-r@welnyl nmor phoI i nyl - C1- 4al kyl, C,-Cfial kyl t hi o-Cl1-C4al kyl,

2, 3-di hydr o- H- i s0i n | 0- substi t yted V\DZO h- 1085234

pcT Ep2eh Polzas Ho shidh sk Py fieciaen T RYEererepEranRy VO HABrgI-Ceual kyl

or qui rmlg, Jatkbkf(ta% KYD,-CfRglcibdn Iﬁﬁuncﬂlh agémg@b’or@ cuhsyi t ut ed
by Cl- t4hal oal '%z% 31C16 C?lhal oafl oy j|/;U?hal ogen; each of 6 and

Roj o, \ﬂw@ﬁ‘yﬁ’ﬁweﬁe”'ﬁﬁé’fs%ﬁ{%g%‘r dlfferent represents hydrogen, Cl-C6alkyl,

C1- %alwo%mﬁrﬁg?ogmhpwmg@% &@a&ﬁ%l%rbgﬁ@yl am no, hydroxy, cyano, hal ogen or
Cl1- Csl kox nitro or hal ogen; Yol is C(Ro8), sulfur,

ni t rogéhs & rhygjrqgﬁl@nhﬁaﬂefb oC4a“<Rb@' Nigohydr ogen, hal ogen, Cl-C4al kyl or nitro;

O o Gk B 2 BTG orkO Bels rifadeh dYIsfiA08Ha BF, & Hybigenditbggnbiy

hydrogeﬁ al ogen, halogen erred
corrpouﬁdbsidtﬂtetilbe Wamgml@rhﬂid@ef‘are t hose, wherein Rol is hydrogen; RO2 is
hydr ogen; RO3 is Cl-C4al kyl, preferably nethyl; Roo is Cl-C4fl uoroal kyl,
preferably trifluoronethyl; Ros is chloro; R0O5 is hal ogen, preferably

chl or o;Préfetred sompdundged; the Rojraila ¥llawdy higea, whédtini s C(Ro6); RO6 is hal ogen,

prefer OL S hylalro%re% RIo_Olg hygrogén; 0)3 is éﬂ&,aﬁ?ﬂ prefersmf gre e Rm is Cy-Cyfluoroalkyl,
preferably triflucromethyl; Rgs is chloro; Res is halogen, preferably chloro; Rey is hydrogen;
Roso is hydrogen; Yo is C{Res); Ros is halogen, preferably chloro; Yo, is C{Ro}, and Rpg is
hydrogen.

Especially preferred within the scope of the invention are the compounds of the formula |
mentioned in the Examples P3, P6 and P9 to P11.

Individually preferred within the scope of the invention is each of the compounds T1.1, T1.3,
T6.1,T6.3, T7.1, T7.3, T21.3, T37.3 and T38.3.

Also individually preferred within the scope of the invention is each of the compounds T2.1,
T22.3, 7751, T75.3, 1T76.1, 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 R, R;, Rs,
Ra, Rs, Rs, Ry, Rs, Z1 &and Z; are as defined under formula | in claim 1 unless otherwise

stated.



Especially preferred within the scope of the invention are the conpounds of
the formula | nentioned in the Exanples P3, P6 and P9 to Pl11. Individually
preferred within the scope of the invention is each of the compounds T1.1,
T1.3, TAYQ2005@8%34T7 1 T7.3, T21.3, T37.3 and T38.3. RCIEPRMWINI8Lal |y
preferred within the scope of the invention is each of the conmpounds T2.1,
T22.3, T75.1, T75.3, T76,1, T76.3, T784; T79.1 and T81.1. The process
according to the invention for preparing conpounds of the formula | is
carried out analogously to known processes. In the section that foll ows,
the substituents Rl, R2, R3, R4, R5, R6, R7, RB, Z1 and Z2 arg as def i ned
1

under formula I in claim21l unless otherwse stated. WO 2005/0
PCT/EPZO(EBGIOOZ]%%A -24 7 /IR RBN NRRe ~ RR~N~7RRR2 R OH Rs
0 Rs Ry RS\R'020 5 NRR4 3 LB ds of formula A swhemein Z, and
Z, are oXyggn and R, is hydrogen,” may be de fromthe rify; ni ngRof a
benzoxazi of dhgrmul-a=SB—mi thrg 1 ne formuFa—NHR3R4.  Sugh am nes are
ei t her kfio N%Trthey may be nmade 4ndl 6 Usly to known procéssey. 5
Benzoxazihones||lof formula B nmay b8 {madd| from ami no aci ds of nmulia C by

treatment withQ a carboxylic acid of fé&nmula R -COON and a deRydr gfi ng
reagent such as net hanesul fonyl chloride (optionally in the egeheg of a
base such as ;E%ri dine or triethylam nﬁré Alternatively benzoxa%i nones® of
formul a B nay *be obtained by the trea nt of am no acids of for aC wth
an acid chloride of fornmula R, -000J under basic conditions (for exanple in

pyridine), followed if necessary by a second cyclisation step E)wm ch may be
achi evéempaungs &f formula A, wherein Z;"and Z, are oxygen and R; is hydrogen, may be made

from the ring opening of a benzoxazinone of formula B with an amine of formula NHR3R,.
Such amines are either known or they may be made analogously to known processes.
Benzoxazinones of formula B may be made from amino acids of formula C by treatment with
a carboxylic acid of formula R,-COOH and a dehydrating reagent such as methanesulfonyl
chloride {optionally in the presence of a base such as pyridine or triethylamine). Alternatively
benzoxazinones of formula B may be obtained by the treatment of amino acids of formula C
with an acid chloride of formula R,-CQOCI under basic conditions {for example in pyriding),
followed if necessary by a second cyclisation step (which may be achieved using a
dehydrating agent for example acetic anhydride). Acid chlorides of formula R;-COC] may be
made from carboxylic acids of formula R{-COOH under standard conditions {for exampie by
treatment with thionyl chloride or oxalyl chioride). Carboxylic acids of formula R,-COOH are

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

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.



dehydrating agent for exanple acetic anhydride). Acid chlorides of formula
R -COCI may be made from carboxylic acids of formula R -COON under standard
conditions (for exanple by treatnment with thionyl chloride or oxalyl

chl ori de) WOCHPHM44 ¢ acids of fornmula R -COON are eit he¢T/RPzwhvopounds
or they may be made anal ogously to known processes. Conpounds of fornula A
wherein Z, and Z, are sulfur, may be megle from conpounds of formula A
wherein Z, and Z2 are oxygen, by treatnment with a thin-transfer reagent such
as Lawesson's reagent or phosphorus pentasul fide. WO 2005/ 085234

PCT/ EP2005/ 002204 -25 z~ft Z,\ R ,. Re NRg N ARBYNHZ RRB N | R6
Di A~-Rp -r R fti R6RsPﬁSRR RRa R 8.F3 CEDAIi "R R6
O RS I%__ Hlsernatlvely, nds of forrrulﬂa , Wherein Z, antZ, are
oxygen, be nade by tr‘*’ea ment? of conpourd ~Rornul a Db, , IS
oxygen gn 8 OH,~ C - C4a Qr d, Wltfl]‘ a amone of TOr mu; 4. The
st andar diicondi ti ons for suth acyl ati on reactionsyéare as fO||OV\,$' en Ris

OH such reactions are usuall y tarried out in'the ppresence of a cogplu ng
reagent such as DCC (N, N -dicycl ohexyl carbodlim de) or EDC Rs
(f-Ethyl -3-¢3-di net hyl am no- Bropyl ] carbodii m de? hydrochl ori de) opt4 onal ly
In the presence of a nucleophilic catalyst such as hydroxybenzotriazol e or
4- (di met hyl am no) - pyri di ne. %en Ris O, such reactions are

Alternatively, compounds of formula A, wherein Z, and Z, are oxygen, may be made by
treatment of compounds of formula D, wherein Z; is oxygen and R is QH, C;-Cjalkoxy or Cl,
with an amine of formula NHRsR,. 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-EthyI-S-[3-dimethy!amino-
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-C,alkoxy} directly to amides by heating the ester and

amine together in a thermal process.

Acid chiorides 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 Cy-Cqalkoxy. 1tis 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 fransformation is the treatment of the ester with an alkali

such as sodium hydroxide in a solvent such as ethanol.



usual ly carried out under basic conditions (for exanple in the presence of
pyridine or triethylamne), again optionally in the presence of a

nucl eophilic catalyst. It nay be possible to convert esters (wherein Ris
Cr - Cdal koOXQPOHSEBH y to ami des by heating the ester andCTHRIAEWESEt her in
a thermal process. Acid chlorides of fornmula O, wherein Z, is oxygen and R
is O, may be nade from carboxylic acggls of fornmula D, wherein Z, is oxygen
and Ris OH, under standard conditions (such as treatnent with thi onyI

chl oride or oxalyl chloride). Carboxyllc acids of fornula D, wherein Z, is
oxygen f [ r IS
oxvgen gt A D g A4 B ogh BT T Ak e Be She ] Fllrfi ¢ e

art t hatf domeoends ef fisemyla i, tWhedsin Ff1erC,tGhaIkbmrtxyle;wlaﬁoofwﬂﬁummp@ﬂnds sf dependi ng
on the {E)at ur e of the al koxy group. One widely wused nethod to achieve such a
transf o M8t fon is the treatnment of the ester with an alkali such as sodium
hydr oxi Hecomkaosa |-Ce8I updehstasdat Randitions\3 ;a@%uaﬁaaaénm CEI?%OM@@QZM
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conditions as previously described. Conpounds of fornula E, wherein Ris

C, - Chal ROy !t isovARiomBersep (§H'%Wp‘5@l agdharthergrara many reportedglinds der the
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N- R2 is known to a person s in the art that there are rany
r epor t egmimgtieroaay perachipred by tieatrmen obthetainise Mb’fﬁcﬂrdﬁﬁéwer@ "@prleh@drﬂat ur e of
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treat nent e amne wt e or et one an cl ng agent SUCh
as sodi unirestegdhe aoineiwitan ahdyta@n@agemalyh ab lapladitl balideappiienadig i @eed by

treatin

ot onafies e el AR ML AR BARURUED 1 ARrb K Bl
achi eveah byl haleatomenforafte tdﬁemmcmthsuﬁblacgﬂbhﬂeﬁlngaﬂm systasmloiftenat e in the

presence ||o @gl t ab & catal ystfligand system often a palladium (0)

conpl exP@ B\P'ﬂJg]' PPVB ; conpounds of formula E, wherein Ris C, -C4al koxy,

may be nmade from a corrpound of formula F, wherein R is Cl-C4al koxy and LG

is a leaying group such as flu chl o fonate, via. nucleophilic
i spl achleRt B! PRBP R Souah . wySEn Bk feCei<oRh Fiavioe FasRiEm Soch
conpoungsmgduntiat mrhﬁ:laFFawﬁea@m ResSCEC dikuxynang LR isNHeaging gebditnsuch dethwro,
corrpouncﬁ or caln tfg lm v&n met hods Pgw ous to sont’)eone skilled in the
art . chloro or su onate v1a nuc ophilic displacement of the leaving group by an amine of

formula Ry-NH,. Such compounds of formula F and amines of formula R,-NH; are either

known compounds or can be made by known methods obvious to someone skilled in the art.

Compounds of formula A, wherein Z4 is sulfur and Z; is oxygen, can be made from
compounds of formula D, wherein Z, is oxygen and R is OH or C;-Cqalkoxy, by treatment
with a thio-transfer reagent such as Lawessen’s reagent or phosphorus pentasulfide prior to

coupling with the amine of formula NHR3R,.

Alternatively, compounds of formula D, wherein R is OH and Z, is oxygen, may be
dehydrated to benzoxazincones of formula B by treatment with a dehydrating agent such as
acetic anhydride.



Compounds of fornula A, wherein Z, is sulfur and Z2 is oxygen, can be nade
from conpounds of formula D, wherein Z, is oxygen and Ris OH or

C, -C4al koxy, by treatment wth a thio-transfer reagent such as Lawessen's
reagent oWOPHGY(¥ABHuUSs pentasul fide prior to coupling WRHE/EREHAEWE of
formula NHR3R4. Alternatively, conpounds of fornmula D, wherein Ris CH and
Z, is oxygen, may be dehydrated to bepzoxazi nones of formula B by treatnent
wi th a dehydrating agent such as acetic anhydride. WO 2(105/085234

PCT/ EP2005/ 002204 -27 PHZ\ /R, R N\7l NRBR\Re R RN~ Rz R7T ;Re R
HRE RRGORRFLIN RRRaR/NEHRARa G AReLORLG R RRORS
RRS N-_Ra Ra J JK Alternatiwvely, conpounds;of fiornula A wher ef , and

72 are oXygeN, nmay be rmadeRh e treatnent rounds of forgula G

wher ei M Z27i shﬁxygen, wi t R-ayCartmgxyl i ¢ aci dof| forhul a R -0 am, aci d
chl ori desef f gonul aR™=00Q1_ds previ ousty désci "2 Compoun fornul a
G wheregsd ZZ is oxygen, nﬁy et or med from cdbhpounds of fornul wher ei n

Pis a suitable protecting grogp and Ris OH, ,Q/'BFRBCl-MaI koxy, * byyam de
bond formatd on with an anmine of fornula NHR2R3' as previously desgri bed for
conmpounds of H G A

N
R Ry TR
J JK
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Aliernatively, 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 Ry-COOH or an acid chloride of formula R,-COC! 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 C4-Cjalkoxy, by amide bond
formation with an amine of formula NHR:R; 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 C,-C,alkoxy, may be made by the protection
of the amine functionality in compounds of formula E, wherein R is OH or C;-Cyalkoxy.
Suitable protecting groups include carbamates (such as t-butyloxycarbonyl, altyloxycarbonyl
and benzyloxycarbenyl), 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 t¢ a person skilled in the art.

For compounds of formula H and compounds of formula E, the esters {wherein R is Cy-
Caialkoxy) may be hydrolysed to the acids (wherein R is OH) by treatment with an alkali such
as sodium hydroxide in a solvent such as ethancl. 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

C4-Caalkoxy, directly to compounds of formula G by amide bond formation with an amine of



formula D, foll owed by renoval of the protecting group P under standard
condi tions. Conpounds of fornmula H wherein Ris OH or C, -C4al koxy, may be
made by the protection of the amne functionality in conmpounds of fornula
E, wher eiWOR§MISE4or C, - C4al koxy. Suitabl e protecting P§ITHRE0FMZI0Gde
carbamates (such as t-butyl oxycarbonyl, allyloxycarbonyl and

benzyl oxycarbonyl ), trialkylsilyl groups-(such as t-butydinethylsilyl) and
acyl groups (such as acetyl). The fornmation and renoval of such groups is
widely reported in the Iliterature and is mell known to a person skilled in
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by treabmeuwia DM th an al kali such as sodi um hydr oxi de in a solvent such as
et hanol. The acids (wherein Ris OH) may be converted to the acid chlorides
(wherein RIs C) by treatment with thionyl chloride or oxalyl chloride as

previ OUﬁI{eYnaiﬁét?rc@ﬁﬂoers m@mﬂumsmfaré‘@zml &, Hnayeus@aiauwloyn lt may be
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standard condi tions previ ously descr or conpounds of fornula D).
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Compounds of formuta 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 are 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



R~-RLRT YR ROREORO R R4 NRBR5 ORS OH G K C Conpounds of
formula C are either known or may be made by net hods known to a person
skilled in the art. For instance, am no acids of forrmula C may be forned by
hydr ol ysi $O0aP5488BH 0i ¢ anhydri des of formula K. Al ter natAGIEIRZI0Y 92304 ¢
anhydrides of forrmula K may be reacted wth am nes of formula NHR3R4 to

gi ve conpounds of fornmula G wherein RR8ts H directly. Isatoic anhydrides
of formula K are either known conpounds or may be made by known nethods
obvious to those skilled in the art, for instance they nade be derived from
treat / g@%’é/ = ] [ formula C
wth gﬁdgégﬁ}@eg‘%}g g{%?/raﬁ%gf F’g&ﬁﬁ. a e%%z%%%ﬁﬁ'gs%égﬁéle?&%%Qgﬁ%ffgtcar bonyl
di i m dazehw)e caRbehyNHimRakbig).R7 NR7 2 RE RROHRRORO ML

Al ternatively, conpounds of fornmula C may be derived fromthe treatnent of
an isatin of formula L wth hydrogen peroxi de under basic conditions.

| satins formula L are either kgownl_pr may be nmade by mnet Hags kg wn to
per sons skiy | jn the art, for exa they nmay be derive%ﬂm’ B NO
conpound formula M wherein ken together for'man additional
bond between the carbormatons bep strtuentsTR6™and RR; tr ment
for exanple with oxalyl chloride ally in the presenceigf a ffews acid
catal yst R or chloral hydrate undefsvaripus conditions. Am no cénpoinds of

formula Mare either known conpounds or nmay be nmade by known net hods
obvious to §fose skilled in the art. ,RRNH :12 RR6 5 P ONL O

Alternatively, compeounds of formula C may be derived from the treatment of an isatin of
formula L with hydrogen peroxide under basic conditions. Isatins of formula L are either
known or may be made by methods known to persons skilled in the an, for example they
may be derived from amino compounds of formula M, wherein Rs and R taken together
form an additional bond between the ¢arbon atoms bearing substituents Rs and R, 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 obvicus to those skilled in the

art.
Ray NH
R~_ _NO, R ~_ _NO, R, N R
j/ - I - =~ © Rg \H/OH
Ry R CHO Ry R/
P o N c ©O
R, R~ NO,
J\ I
Rg HE/\
R Q

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

treatment of an isoxazole of formula N with aqueous base. [soxazoles of formula N may be



R7 R-XNOZ R6 3 R6 R Q Alternatively, conpounds of fornmula C, wherein R5 and
RB t aken together forman additional bond between the carbon atons bearing
substituents R6 and R7, may be derived fromthe treatnent of an isoxazole
of for mul WORKBA23Aqueous base. |soxazol es of fornul a NRMIYERIBONND2204
20051085234 PCT/ EP2005/ 002204 -30 derived from nitroal dehydes of formula O
by treatnment with a reduci ng agent sucBoas zinc in acetic acid.

Ni t roal dehydes of fornmula O are either known or may be nade by net hods

known to persons skilled in the art, for instance they may be derived from
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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 formufa T, wherein
Ris OH, CI, or C;-C,alkoxy, via acylation with an amine of formula NHR3R, 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 deseribed for compounds of formula D.
Compounds of formula T are either known or may be made by methods known o 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



esters of formula T, wherein Ris C, -C4al koxy, to acids of formula T,
wherein Ris OH to acid chlorides of fornmula T, wherein Ris O, is also
described for conpounds of formula D. Conpounds of fornula T are either
known or ‘?"rﬁf”‘biéﬂsggde by nethods known to persons skil | d§TIH2PHER0 |t
must be recogni sed that sonme reagents and reaction conditions may not be
conpatible wth certain functionalitt@&s- that may be present in the

nol ecul es described. In such cases it WO 2005/ 085234 PCT/ EP2005/ 002204 -31
may be necessary to enploy standard protection/deprotection protocols
conpre i f J | d ; n

ki 1 od ThoF pevessp PR ol Mabid fr R o A oL SR brh o B R

f ur t herrepotied indhe {iteratiens andswelpknavat to aleersen bigilechiortes Artt o conpl ete t he
synthesis of the desired conpounds. An artisan will also recognise that it
may be possible to achieve the synthesis of the desired conpounds by
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al kyl si NSFRRP dwduge R Madifnedsting SUPsKYEMEM nes, free or N al kyl at ed
saturated or unsaturated cycloal kyl am nes, basic heterocycles, amoni um
hydr oxi des and carbocyclic am nes. Exanples which nmay be nmentioned are
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pot assi um car bonate, potassium hydride, “I'lthiumdiisopropylamde, potassium
bi s(t riimgstridgs$, silkajilnetat atelkading eramntstalrdroiges, tatiad st o alkgline earth metal
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f r om apprisaxiragtieyyicalkfd@ires, bage befenadyelky, arm#oGumpmefrexiadd snd carbocyclic

appr oxi %ltngls.y E)Ea%)p?est vovhi%r?%a% ien%te%{igned are sodium hydroxide, sodium hydride, sodium
amide, sodium methoxide, sodium acetate, sodium carbonate, potassium tert-butoxide,
potassium hydroxide, potassium carbonate, potassium hydride, lithium diisopropylamide,
potassium bis(trimethylsilyl)amide, calcium hydride, triethylamine, diisopropylethylamine,
triethylenediamine, cyclohexylamine, N-cyclohexyl-N,N-dimethylamine, N,N-diethylaniline,
pyridine, 4-(N,N-dimethylamino)pyridine, quinuclidine, N-methylmorpheline,

benzyltrimethylammonium hydroxide and 1,8-diazabicyclo[5.4.0Jundec-7-ene (DBU).

The reactions are advantageously carried out in a temperature range from approximately
-80°C to approximately +140°C, preferably from approximately -30°C to approximately

+100°C, in many cases in the range between room temperature and approximately +80°C.

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.



+100C, in many cases in the range between roomtenperature and approxi mately
+80C. The conpounds of formula B, D and of forrmula A wherein Z2 is sulfur

(conpounds of fornula AA) and, where appropriate, the tautoners thereof, in

each caseVPRMER3formor in salt form are novel and ZCA/EN2A08IMf ects of
the invention. WO 20051085234 PCT/EP20 O 5/00 2 2 0 4 -32 Salts of
conpounds of formula | can be prepared3Zn a manner known per so. Thus, for
exanple, acid addition salts of conpounds of forrmula | are obtained by
treatment with a suitable acid or a suitable ion exchanger reagent and
salts with bases are obtai ned by treatnent with a suitable base or with a
sui tabl e i on exchan reaqent Salts of conpounds of fornmula I can be
conver t&altsiah comeorn AhAAR PeiPRRATeth in 4 masnerdmepourRISeof hiferul a |,
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per se o 0t Rer S'0 addi tion salts, for
exarrpl e, into other acid add|t| on salts for exanple by treatnent of a salt
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R g R T A D LU L S
acet at ezompovuads stiohablad, sad wedition ealm ferrexampld) oy geatrnerstatith avbiicanld bagis, for
exanpl e silver, chl | ubl e and t hus ipitates fromthe
R oE ] e HOLTH 8 B AP R ABORT eoa asea N B G e ons. € he
conpoungst@bnt witha kaitdble WhH o withav&uitbletioh 8xdRaRgefeagent i es can be obtai ned
infree formor in the formof salts. The conpounds of formula I and, where

appropriate, the tautomers thereof, in each case in free formor in salt
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or as a mxture of these, for exanple in the formof pure isoners, such as
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i nvention rela e pure I somers an I'somer m xtures which
are poss$dilide andthussprecpimes froar tbeoeabtion neigicke.case in this sense herei nabove
and herei nbel ow, even when stereochem cal details are not nentioned
specifically in each case. D astereoner m xtures or racenmate m xtures of

c onpoundsperidingoymihkerdcedure értee réation@onditions, the compounds of formula |, which

have salt-forming properties can be obtained in free form or in the form of salts.

The compounds of formula | and, where appropriate, the tautomers thereof, in each case in
free form or in salt form, can be present in the form of one of the isomers which are possible
or as a mixture of these, for example in the form of pure isomers, such as antipcdes and/or
diastereomers, or as isomer mixtures, such as enantiomer mixtures, for example racemates,
diastereomer mixtures or racemate mixtures, depending on the number, absolute and
relative configuration of asymmetric carbon atoms which occur in the molecule and/or
depending on the configuration of non-aromatic double bonds which occur in the molecule;
the invention relates to the pure isomers and also to all isomer mixtures which are possible
and is to be understood in each case in this sense hereinabove and hereinbelow, even when

stereochemical details are not mentioned specifically in each case.

Diastereomer mixtures or racemate mixtures ot compounds of formula |, in free form or in

salt form, which can be obtained depending on which starting materials and procedures have



salt form which can be obtained depending on which starting materials and
procedures have WD 2005/ 085234 PCT/ EP2005/ 002204 -33 been chosen can be
separated in a known manner into the pure diasteronmers or racenmates on the
basi s of YRSWIMPSIHochem cal differences of the conponer&I/ERSS/ @Ml e by
fractional «crystallization, distillation and/or chromatography. Enantioner
m xtures, such as racemates, which can3be obtained in a simlar manner can
be resolved into the optical antipodes by known net hods, for exanple by
recrystallization from an optically active solvent, by chromatography on
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solvents, for exanple thos ve been used for th
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t hose enbodi nents of the process by which, starting froma conpound
obt ai nabl e at any |l evel of the process as starting material_ or internediate,

all or Ryesnstoreanersormnpnipdessragdeeiainedaccording to the invention not only by

separating suitable isomer mixtures, but also by generally known methods of diastereose-
lective or enantioselective synthesis, for example by carrying out the process according 1o

the invention with starting materials of a suitable stereochemistry.

It is advantageous to isolate or synthesize in each case the biologically more effeciive iso-
mer, for example enantiomer or diastereomer, or isomer mixture, for example enantiomer
mixture or diastereomer mixture, if the individual components have a ditferent biological ac-

tivity.

The compounds of formula | and, where appropriate, the tautomers thereof, in each case in
free form or in salt form, can, if appropriate, also be obtained in the form of hydrates and/or
include other solvents, for example those which may have been used for the crystallization of

compounds which are present in solid form.

The invention relates 1o 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



sone of the m ssing steps are carried out or a starting material is used in
the formof a deri- vative and/or salt and/or racenmates or anti podes thereof
or, in particular, is forned under the reaction conditions. Those starting
mat eri al SYROIMEedi ates, in each case in free form GICTBPMEIH0236r m
which lead to the corrpounds of formula | or salts thereof which have been
descri bed at the outset as being part3qul arly val uable are preferably used
in the process of the present invention. In particular, the invention
relates to the preparati on processes described in the Exarrpl es Pl to P1l.

Startin r ach al t
Form  wrEre are HSuR o Y8 b A e i lan o d Bne ReMiadie  on
of t he vetwpantidssaif arfdfsrmatemates or aafifcsles tingeeiadr, mrghridulah isdoensdyveder the
process fcgr thEIE reparation, and their use as starting materials and
i nt er meETAPESOPGTI% e pr eparation of the conpounds of fornula | are also a

subj ect of the |nvent|on in particular, this applies to the conpounds of
formula 11, ounds of fornula | accordin the invention
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favorabl e biocidal spectrumand are well tolerated y war m bl ooded speci es,

fish afd qﬂ!%@@ncumy \@dwa%arwe@m@hugeca@dbe araggst 61 e esRM Ktviestoract
against all or individual devel opnental stages of normally sensitive, but
al so resistant, animl pests, such as insects or representatives of the

or der Acaaiticular, The invagtat ielsteinlo e paeraratitindabcesses diesgritet! in e Bxamplesi n-

gr edi e s, afpﬁordl ng to the invention can nmanifest itself directly, i. e. in
destructl on of the pests, which takes place either inmmedi ately or only
after sone tine has el apsed, for exam ple during ecdysis, or indirectly,
for lLe in ovi posi tion . and/ ar hatchl rate. a. good activity
cor r e pORANAGE S BUEFReraBRER. In R Bisedn B85 Ooed o, ueMEF uiH!

Exanpl as aofortieceabithv@pemicntoe tbr aine p'mparwshsﬁ afeecom[ﬁdmeBtolﬂﬁarmu@lror/kaasl na,

for exanple, Acarus siro, Aceria sheldoni ul us hl.echt endali, Anmbl yorma
spp. H‘% @Hﬁwﬁlcégbepﬂqwe!,mgrog% orgpg\ﬂr%%qr L@‘ §’B§%he'@r’%ﬁ St@PiNYet i osa,
Cal i pl trhektﬁﬁélg%nﬂ PRermddiftbs ﬂﬁftl% p&pBratioPef tHe- comyERings @ﬁfdrhﬂ%el, arBQigt4 anychus

carpini, Eriophyes s Hyal omma sp Nodes nychus pratensis,
Ot 1 nGUBIEELOE TPl iy EHGSU 8 s apesI'e dupearibangel J IR oy v
20051085234 PCt/EP20051002204 -35 got arsonenus | atus, Psoroptes spp.

Rhi pi ¢ 1phal us spp., Rhi zogil phus spp., Sarcoptes spp., Tarsonenus spp. and
Tet r anyldeuRoysynds of formula 1 according to the invention are preventively and/or curatively

valuable active ingredients in the field of pest control, even at low rates of application, which
have a very faverable biocidal spectrum and are well tolerated by warm-blooded species,
fish and plants. The active ingredients according to the invention act against alt or individual
developmental stages of normally sensitive, but also resistant, animal pests, such as insects
or representatives of the order Acarina. The insecticidal or acaricidal activity of the active in-
gredients according to the invention can manifest itself directly, i. e. in destruction of the
pests, which takes place either immediately or only after some time has elapsed, for exam-
pte during ecdysis, or indirectly, for example in a reduced oviposition and/or hatching rate, a
good activity corresponding to a destruction rate {(mortality) of at least 50 1o 60%.

Examples of the abovementioned animal pests are:

from the order Acarina, for example,

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



fromthe order Anoplura, for exanple, Haenatopi nus spp., Linognathus spp.,
Pedi cul us spp., Penphigus spp. and Phyl | oxera spp. fromthe order

Col eopt er a, for exanpl e, Agriotes spp., Ant honorus spp., Atomaria linearis,
Chaet ocneWf 2091i8813s, Cosnopolites spp., Curculio spp. ,PUdERBEYW4pp.

Di abrotica spp., Epi I achna spp., Eremmus spp., Leptinotarsa decenlineata,
Li ssorhoptrus spp., Ml olontha spp., ©syeaephilus spp., OQiorhynchus spp.,
Phl ycti nus spp., Popillia spp., Psylliodes spp., Rhizopertha spp.,

Scar abei dae, Sitophilus spp., Sitotroga spp., Tenebrio spp., Tribolium spp.

and Tro f

Ant heri %%%IEBE;%@@%% s, g’sgfggt[%e ul anﬂl%&éaﬁasp%gérgge@mlg’oé@ﬁﬁl%o%?%er atitis
spp. , ,y@maqneamqupp, aQuTelrasyyhus sGuit er ebra spp., Dacus spp., Drosophila
mel anog p rophl | us spp., G ossina spp., Hypodernma
spp. , l_@t%rbg%%grg% HB@”’{UF{?%%%@ a’'spp., Lucilta spp., Melanagronyza spp.,
Musca slﬁ@emat@BmUs 8sp $pmognﬁﬁsee|bp aPsdipulus €. Reinbbiglis ispp. arteRioiiykera spp.;
hyoscy etis pom)nel la, Sciara spp., Stonobxys spp.,

TabanusTrT1%’B|5he OFPghﬁPE%Q 3. 05%’6”'1*?' Bul a spp.; fromthe order Heteroptera, for
exanpl epglata®¥ps Pnthohdrat@sp. eAMomndriaeipba T habyRdemnaumidiB PCosribsdita 4bp.,SPP. |,

Eurygaster spp., Lep- tocorisa s , Nezara spp., PLesma spp., Rhodni us
spp. , S‘éH’ICHE‘?% 2 %eréf'%&%ﬂ%ﬂpi DiakICYER BR2- EW&CQ”%EBP &FRINAYS %ﬁpo&e?%wafsar rom
the or d@écqu.he%t E’%@orh&&?u aoloﬁ{r% { fwﬂyéé@hmb@g.s@sgﬁom@w&ws%@s
brassi cae, Aonid | a_ spp. hi s”spp | us s
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Erythroneura s Gascar spp., Lao pp., Lecani um corni,
Lepi dos&@hé&e stdepD;pfmcfcmwpmmﬁ spp., Ivyzus spp., Nephotettix spp.,

Ni | apar x S%]?yg, Antil?& do B%E@atﬁp@bro fmhg ?I\?&Fb ra eRJﬁ’éB?;\S}fandﬁ’ez @%ﬁﬁ%p, ca,

Pseudau aca seu ococcus spp
Quadr ashgsonyia sspp QuleRhsnwl @ﬂe;ﬂbtmsmpDamSaap@séeraowplp melmtﬂrdléam& pp. ,

o Lol R b3 CRsSbF e FUREMIPIIE BB e e
spp., CepiasspppMeglatigromera spp, MuBigspmDestais Sppl, rﬂ)nseallaomw,t@mtazlhidm o-
CaTP s e SR AR R BRSSP S OP!
Tabanus spp., Tannia spp. and Tipula spp.;
from the crder Heteroptera, for example,
Cimex spp., Distantielia theobroma, Dysdercus spp., Euchistus spp., Eurygaster spp., Lep-
tocorisa spp., Nezara spp., Piesma spp., Rhednius spp., Sahlbergella singularis, Scotino-
phara spp. and Triatoma spp.;
from the order Hormoptera, for example,
Aleurothrixus floccosus, Aleyrodes brassicae, Aconidiella spp., Aphididae, Aphis spp., Aspi-
diotus spp., Bemisia tabaci, Ceroplaster spp., Chrysomphalus aonidium, Chrysomphalus
dictyospermi, Coccus hesperidum, Empoasca spp., Eriosoma larigerum, Erythroneura spp.,
Gascardia spp., Laodelphax spp., lLecanium corni, Lepidosaphes spp., Macrosiphus spp.,
Myzus spp., Nephotettix spp., Nilaparvata spp., Parlatoria spp., Pemphigus spp., Planccoc-
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., Sclenopsis spp. and

Vespa spp.;



-36- fromthe order Isoptera, for exanple, Reticuliternes spp.; fromthe

or der Lepidoptera for exanple, Acleris spp., Adoxophyes spp., Aegeria spp.,
Agrotis spp., abama argill aceae, Anylois spp , Anticarsia gennatalls

Ar chi ps éﬁ@?@”ﬁ?ﬁ§+otaenla spp., Autographa spp., Busse8f HEPRHEH%20Cadr a
cautel l a, Carposina ni pponensis, Chilo spp., Choristoneura spp., Cysia
anbi - guella, Cnaphal ocrocis spp., Cagghasia spp., Cochylis spp., Col eophora
spp., Crocidoloma binotalis, Cryptophlebia | eucotreta, Cydia spp.,

D atraea spp., Diparopsis castanea, Earias spp., Ephestia spp., Eucosna

spp. , ﬁUﬁb’ﬂﬁgiolr&é} I%%,gu@rggamggpr octis spp., Euxoa spp., Ga- pholita spp.,

Hedya nu erana, 1ot hi , Hellula undalis, Hyphantria cunea,
Kei f er Raticulysgoyeersppcel | a, Leucoptera scitella, Lithocollethis spp., Lobesia

bot ranﬁgmgxggp% L%Pf;é@ﬁ{e’ra lfé)ergﬁ%%a spp., Ml acosona app., Manestra

brassi c ‘era app., Ostrinia nubilalis, Pamene
spp., Raledesps., sgpxophPamepp.sAégaimsm,, Reolis sphbiabargassyiboeae) .@mylah;t hor i maea

oD et At TR, AFgl Bt OO b B

Synant h&d@rcwa cautela aCHRbSing BRbPSAensis, '@?lerst mpnstoiiéur@f@pl CHysha BbRN
Yponone fromthe %rder Mal | op or t| nea app. and

Tri choﬂ%@%egﬁ‘%’ba'ocm?‘ﬁ SRP+ BeBIERR S@tﬁ@ Yli§ §PP-f 'eg’BE\‘PFﬁI #P- 8?"6"&'05%

Bl at t ebin@ta‘ﬁ@ﬂ)ryp@pﬁ'eb%tI@b&ﬁre‘?@@ydld—%0@%@5@3 gﬁﬁiebib%rods%éh%iﬁe‘épl?anas
Peri planeta spp. and Schi stocerca spp.; fromthe order Psocoptera, for

exanpl 80P-, EPhrssiaspps Eyppsma spynEtiBreciiacrimbiguelife RHPIOSHR SPR-0 EUXIasHR. «Gra-
Cer at O@ﬁaﬂlté 4Sp S PRdy a@m%%pﬁ%l.m%% DRHelB %r?é%f‘é)ﬁ‘%hbﬁtnﬁ%ﬂ@ KeitehinOom the

or der anopt era, for exa l'iniella spp Her ci not hri ps spp.,
Sci rtotyhﬁwglcatﬁ,éﬁumpterﬁaﬁ@ﬁellﬁt hﬁh@wlleﬁb;ﬁ SDPTrhobpgla;b»@trﬁﬂa LatveRriie s, babaci ;

L s ol e e
cont ai Qistrgia pubildés tHaoyhens spresPandsmis lspp aBan@mmromad’EtG‘jdp@hMa ghssypeur in
parti C%l bhﬁ]%rlma%g Berc%?e‘ﬂg Clblerls rapae, Pieris spp., Plutella xylostella, Prays spp., Scir-

pophaga spp., Sesamia spp., Sparganothis spp., Spodoptera spp., Synanthedon spp.,

Thaumetopoea spp., Tortrix spp., Trichoplusia ni and Yponomeuta spp.;

from the order Malfophaga, for example,

Damalinea spp. and Trichodectes spp.;

from the order Orthoptera, for example,

Blatta spp., Blattella spp., Gryllotalpa spp., Leucophaea maderae, Locusta spp., Periplaneta

spp. and Schistocerca spp.;

from the order Psocoptera, for example,

Liposcelis spp.;

from the order Siphonaptera, for example,

Ceratophyllus spp., Ctenocephalides spp. and Xenopsylla cheopis;

from the order Thysanoptera, for example,

Frankiiniella 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. . containing
or destroying, pests of the abovementioned type which cccur in particular on plants, especi-

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



ally on useful plants and ornanentals in agriculture, in horticulture and in
forests, or on or WD 200511185234 PCT/ EP2005/ 002204 -37 gans, such as
fruits, flowers, foliage, stalks, tubers or roots, of such plants, and in
sone ca- Ys@30Us{ER3IPl ant organs which are forned at a | aPEF/ERHIA00I2H t i me
remai n protected against these pests. Suitable target crops are, in
particul ar, cereals, such as wheat, ba&7l.ey, rye, oats, rice, naize or
sorghum beet, such as sugar or fodder beet; fruit, for exanple pomaceous
fruit, stone fruit or soft fruit, such as apples pears, pluns peaches,

al nonds, cher rri for, .exapple str raspherries or

b1 ackoarrtaieh pETuE e gl Stk QBBdriho® Sehdm] N5 so0E " o
crops, sesievenasanct drgaesiwhizhare farsicdratia I510pPséiesin titld Ne@sin pwnédt@afvagainstcoconut
castort cocoator ground nuts; cucurbits, such as punpkins, cucunbers or

mel onsNSEPREE!S: pl ant's, such as cotton, flax, henp or jute; citrus fruit,
such as oranges | enrons, grapefruit or tangerines; vegetables, such as

Spi nac ttuce, aragu cabbages, carrots, onjons, to- matoes, potatoes
or bel “B%tg igrget CE%‘E1$ gepa@%"l'f gereaouas \Weatah YuﬁieoPaGaWiﬁ\(S'ﬁa'ZG and

al so t 8paGgRUMNBES, sl 4 L8gap BERIGABE Seet StHEBFSAI@MPIEAomBERRA  ruUtJERABVI Nes,
hops, the 'plantain famly. latex plants and ornamentals. The active

i ngr ediT8hPE St e.dEUsH ae@pphaé PRR/BrRIVBR RAAShES RATPRYS. whetiies g Perriesy for
cont rOlekérﬂae/é&awserrersafa%buarn@so BBk HER | RlifdiPoro b8 suh Bb%e¥h§ TSNS

Myzus persicae, Plutel xylostella and "Spodoptera I'ttoralis in cotton,
veget abbas olngsy2e0il £1ope, Sueh asgyjfaeed @wps, Mupiard, opniesr @ip@s susflpwetsecoamiwt.st 0od

as 'n%aappg(r:,@aqs Eenépagg %J‘u%‘%ég sucﬁ“”ﬁ@( ﬁg cuEernSEI%rbtr rﬁﬂgﬂ%rﬂmé:' des |ike

br onoxyni es 0 1 Ci or ~exanp nhi bi tors,
ALS i nhlabis; eush as$ omtthélapl ey oy bitrus dnojt, probsas cﬁrangms &nnlonsr gfdpekyg ol f ur on,

EPSPS .- shiki - t

ot ut 2o R By SR Gl BR0G AbEDUE BB det bl ShondRs o

br eedi ngtass, geuamdsmremyipeeeerisngaurémeaeesm‘rpdasaawﬁcadop@mpambammasomr
rendered . tplerant to |m zanpx, b conve tlon met hods
of " br o8 ABC (AL ge b & RN uBapne SR AR e R AR R BpPS Bcanpl oc
of croprntdatarigy Rtdegantsemdernesméabier ant to herbi ci des or cl asses of

her bi ci des by genetic engi neering nethods include glyphosate- and gl uf osi
n ate- resistant maize varieties comrercially avail able under the trade

names Rey radmmﬁgtad(ern)ts atirGing &xthklnanton kidesdeldiipllitable WPcIRPSIIAPARBRS
PCT/ EP2005/ 002 Oﬂb 38
craccivora, rofica balteata, Heliothis virescens, Myzus persicae, Plutella xylostella and

Spodoptera littoralis in cotton, vegetable, maize, rice and soya crops.

The term "crops" is to be understood as including also crops that have been rendered
tolerant to herbicides like bromoxynil or classes of herbicides (such as, for example, HPPD
inhibitors, ALS inhibitors, for example primisulfuron, prosulfuron and trifloxysulfuron, EPSPS
(5-enol-pyrovyl-shikimate-3-phosphate-synthase) inhibitors, GS (glutamine synthetase)
inhibitors as a result of conventional methods of breeding or genetic engineering. An
example of a crop that has been rendered tolerant to imidazolinones, e.g. imazamox, by
conventional methods of breeding (mutagenesis) is Cleartield® summer rape {(Canola).
Examples of crops that have been rendered tolerant to herbicides or classes of herbicides by
genetic engineering methods include glyphosate- and glufosinate-resistant maize varieties

commercially available under the trade names RoundupReady® , Herculex [® and
LibertyLink®.



The term "crops" is to be understood as including also crop plants which
have been so transfornmed by the use of reconbi nant DNA techni ques that they
are capabl e of nt hesi sing one or nore selectively acting toxins, such a

are knomﬁ"ofztb‘f‘f"é%ér‘rpl e, from toxin-producing bacteria, P&4 éi"ﬁ‘f"l"?”f hose of
the genus Bacillus. Toxins that can be expressed by such transgenic plants

i nclude, for exanple, insecticidal pr@eins, for exanple insecticidal
proteins fromBacillus cereus or Bacillus popliae; or insecticidal prot ei ns
fromBacillus thuringiensis, such as 5-endotoxins, e.g. CGylA(b), GCy!A(c),

naect | SIAET perope 16 bEhders oW dey i pish B g vﬁ@a\’e"“”eé“?%iéii oi da
pr ot ei d@r@forb@dtbérthfaU@@Dbﬂﬁcgmﬁ'@anh@Hﬁttemua‘sdhatd%mreecmmfhabdus sop. or
ot h;aﬁ%p%s gwooxqe?\%}%g?r%&ceg&%g ggt%#éfmé LQHCH%E%?Q%OM 1 QQEP?S frDmar achnid

nemat o uch as scorpion

t oxi ns,toxiagpodusKigrzacaTeh, es;bmaliynstmetefstpmgeriuscBamlwsot OXI ns; toxins produced
by fungi, such as Streptomycetes toxins, plant |ectins, such as pea

| ectins, barley lectins or snowdrop |ectins; agglutinins; proteinase

i nhi bi tTdéns thaicdandse daxpqu'edebyisnhhlniah@gmcbﬁanﬁsnmmw , Gbreagenple hductioyal, ( ).
patatin, cystatin pal n ors; ribosone-inact ain roteins (RP
Bich. adrpiEiion s BRAR oL soletiom RCRan gaies G BEFUE Prlgt & o; o

met abol ih&dptena insSHETH BadMusS tHiiFGiRX YIS L RIcAIad X KHRS&4ins, e.g. CrylA(b),
ecdyst er oi d- UDP- gl ycosyl -transferade, chol esterol oxi dases, ec ysone

i nhi bi tQ‘aWb"\(chlFIﬁMHdablGISléA(bi) Sryliha BndliBibi ok Brdc, gumgmwbummisalof
S0l UM Bl RSN Bs MDA TR SOLiT ARG diibalbboarRne

receptODr syrit ase I sy as nases an
I n t he rcomtedds, &dr Etxlamppzr Bs@nthabdue spp. on Xehethebdne s, mm@ncﬂomwm

8- end F(a2), CryllA(b),
& o USRS et sa ST aPBes pamHtephits, telb e Ry e dychdtteorRy 1 b
for ex aﬁghteoa\{hﬁgud MixiAz2, wNéprbxﬂfs éﬁdl%%bﬁbr mept—e;s@icn)r;cl @ LR Otoximg proiishs heodused by
truncat.e X1

oo gk P B SRR e e TR e U S P e o Sgms 5F of i ns
(see, f@fomwl@bmms \ﬂ%luﬂ%:iiﬁ@tb)nasb Fhhibiers; agéh 8¢ rpsihé irbbifoRsisBEne One or

nore am no aci ds e naturally occurrin toxin are replaced, Ip such

am no afap@aﬁémh&terﬁaﬁ?gatmp?s@ﬁaémaﬁeﬁ"ww Ma?%rla@wﬂ%ﬂ@amt ngRrgieingdBIP),

recogni édcﬂfbssrﬁtﬁﬂﬂ{w&sﬂﬁf @bliRsefihesaddih@r bRRdINY $tdtoid THEAbEIBM ERfynsadide, i n
the case of CrylllA055, a cathepsin-D-recognition sequence is inserted into

a Cryllag %hv@f?mf%@@éxwe P@QWSQ%‘IUPP ghsospdsshease. beiestasolouitase204 - 39
Exanpl esccbordifRibiosi AMCRECA-AREEREE GoR bRiHne| SRBRES Esith SYMbAGSE Sf RinFkCh

toxins aré
or calcium channels, juvenile hormone esterase, diuretic hormone receptors, stilbene

synthase, bibenzyl synthase, chitinases and glucanases.

In the context of the present invention there are to be understood by -endotoxins, for
example CrylA(b}, CrylA(c), CrylF, CrylF(a2), CryllA(b), CryllIA, CryllIB(b1} or Cry9c, or
vegetative insecticidal proteins (VIP}, for example VIP1, VIP2, VIP3 or VIP3A, expressly also
hybrid toxins, truncated toxins and modified toxins. Hybrid toxins are produced recombinantly
by a new combination of different domains of those proteins (see, for example, WO
02/15701). In the case of modified toxins, one or more amino acids of the naturally occurring
toxin are replaced. In such amino acid replacements, preferably non-naturally present
protease recognition sequences are inserted into the toxin, such as, for example, in the case
of Cryll1AQ55, a cathepsin-D-recognition sequence is inserted into a CrylllA toxin {(see WO
03/018810).



di scl osed, for exanple, in EP-A-O 374 753, WD 93/07278, WD 95/ 34656, EP-A-0
427 529, EP-A-451 878 and WD 03/052073. The processes for the preparation
of such transgonic plants are generally known to the person skilled in the
art and aYQ@24B4ENPbed, for exanmple, in the publicationsPhEAFPYNEEhbove.
Cryl -type deoxyri bonucl eic acids and their preparation are known, for
exanple, from WO 95134656, EP-A-0 367/3%v4, EP-A-0 401 979 and WD 90/ 13651.
The toxin contained in the transgenic plants inparts to the plants tol erance

to harnful insects. Such insects can occur in any taxonom c group of
i nsect g QueR eHED s Hh% RERIIRA ¢ ptera),
t wo-wi n xgﬁ%ﬁeriéé‘ctus psati)arrta nsg l[;gn}ttlse%b%‘l Fejes(5 S gﬁt era) &)gﬁgr%%sgem c

pl ant s ddﬁmsai:lnfonganpleom EfyAe0 §ehés3.t WED 988dE78, dNCh%/Bﬁ@Qﬁ;tEPeAdhAIQT’r@’& st ance

and e are known and sonme of themare commercially
avai | abl e’ a%éx éjswcgs‘r’s‘@g%dﬁants are: YieldGard(r) (maize variety that

expresses a CryI A(b) toxin); YieldGrd Rootworn(r) (mai ze variety that

Cr ty. that
xpr os0 2 Ho gl S nisea el i bl st e ety o TReBRin 6% ar ety
that eperemsskiited iOIheS{rt aind ard dgscribied, ol exarnple, )in (hmmrl:acata:msenqntbhad expr esses

Cryl F(a2 hasphi not h tylt f
(PAT) E5oRraPe SRBruReR T8 HES e B P BeRtGb atr Ralis Bt oy
336(r) WOod/346562EPeA-p daTa74e EprResas I 9Gnd W(OCY0/1865d.n) ; Bol I gard 1(r)

(cotton variety that expresses a Cryl A(c) toxin); Bollgard II1(r) (cotton
variety that expresses a Cry]A(c) and a Cryll A(b) toxin); VIPCOT(r) (cotton

vari et yrehakin csmlir%‘a%%@tréﬂs@eh%mﬂts uﬁi%Msetaftﬁé plahRObREahceab ingknful hat
expresses a Crylll Atoxin); Nature- Gard(r) and Protecta(r). Further

exarrpl asagts. %@h!ﬁﬁeaﬁst‘@émceuwwg tasapomic giguR of Nsests. Pulsie Syrrpiaiba Seeds

SAS, t B ks ON
nunber C E%'g%;dgg%mee%%g? ﬂ%&eg‘%%ﬁ? t]yvlo?ﬁ H%eer”ﬁgi’fg ( ﬁ')@@ra) %'g(gb%tgerenbérendered

resi st dhepigeptatatack by the European corn borer (Ostri n| a nub| lalis and
Sesam a nonagri oi des) by transgenic expression of a truncated Cryl A(b)
toxin. Bti t maize also WD 211051085234 PCT/ EP2005/ 002204 - 40

t r ans gemanggenic m&rpira eopladinthencerzyate gUNEstiataote durean ighestigivebrasistariee and

Lo b SRR S BB Bl 25 LEAPDER g ece 05
Cl FR/ 9@x@bibldés ofGask biantd hng: MizthGard® (Meﬁmfﬂmmatéume&eb%@rym(b) toxin);
YieldGard Roctworm® (maize variety that expresses a CryllIB(b1) toxin); YieldGard Plus®
(maize variety that expresses a CrylA(b) and a CryllIB(b1) toxin); Starlink® (maize variety
that expresses a Cry9(c} toxin); Herculex 1® (maize variety that expresses a CrylF(a2) toxin
and the enzyme phosphinothricine N-acetyltransterase (PAT) to achieve tolerance to the
herbicide glufosinate ammonium); NUCOTN 33B® (cotton variety that expresses a CrylA(c)
toxin); Bollgard 1® (cotton variety that expresses a CrylA(c) toxin}; Boligard 1I® (cotton
variety that expresses a CrylA(c) and a CryllA(b) toxin); VIPCOT® (cotton variety that
expresses a VIP toxin); Newleai® (potato variety that expresses a CrylllA 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 1o attack by the European corn borer (Ostrinia nubifalis and Sesamia

nonagrioides) by transgenic expression of a truncated CrylA(b) toxin. Bi11 maize also



rendered resistant to attack by the European corn borer (Ostrinia nubilalis
and Sesam a nonegrioides) by transgenic expression of a CrylA(b) toxin. 3.
M R604 Mai ze from Syngenta Seeds SAS, Chenmin de |'Hobit 27, F-31 790 St.
Sauveur, WERHI§#8S34egi strati on nunber C/ FR/ 96/ 05110. MaiP£d/BRRIEROREE been
rendered insect-resistant by transgenic expression of a nodified CrylllA
toxin. This toxin is Cry3AC65 nodifiedadpy insertion of a

cat hepsi n- D- prot ease recognition sequence. The preparation of such
transgeni c mai ze plants is described in WO 03/018810. 4- MON 863 Mai ze from

"ot ot rATERHTING PR BB R e BlincE e o B SRR anc

has resinshamiom.t o certain Col eoptera insects. 5. ]PC 531 Cotton from
Monsant o Europe S. A 270-272 Avenue de Tervuren, B-1150 Brussels, Bel gium
regi stration nunber C/ ES/96/02. 6. 1507 Mai ze from Pi oneer Overseas

Cor por 3, iBai76 KvpzeLRonT @tgbag@ﬂa s7eeas Sh@o oﬁbﬁﬁﬁ;eé $riobiBe? BF-8i790 €8] Sduvalif, on
nunber C/ NUOO/ 10. Ceneti cal mai ze for the expression of the

pr ot ei rFT&NGH, EYIFERIOR ERMbEr ¥R@§i’®f%é«“@n@a¢%mﬁlfﬂﬁ%ﬁ aGye wihigh |fﬁ*§é{§3@§ and
of the rgﬁ?-ere@i‘égi&éﬁi th %ﬁaé@%fﬁé’ @@rob%rﬁé@r GordrQ s Fidiags S8 gl;k'érﬁfé' hat e

ammoni um 7. x MON 8 Mai ze nsanto Europe S. A 0-272 Avenue
de TervmnegnosdmezS@Hwg@k@ressengfaﬁﬁwlﬂﬁzjngxmat| on nunber Cl GB/ 02/ M3/ 03.
Consi sts of conventionally bred hybrid maize varieties by crossing the
genetically nodified varieties NK603 and MON 810. NK603 x MON 810 Mui ze

t ransgehiMiBBM' mm&;ngbetapﬁaﬁcei%meEMESI Hobit ar ned1 #0dEh dauaact eri um

o, phodaplse editol SuRF oy AalbB A Mt b 155 bans e aok T ps B lna o

subsp, bykrHrshamt extvicgsioh bl AgsodiialICri mmntrﬁ:stt@xuﬁw@e,asnossmdﬂml@ﬁef a,

i ncl ude the E% g gn corn borer. WD 2105/085234 PCT/ EP2005/ 002294 -41

Tr ans geRFEtiQry BPORSEDRrofeaSP L PSRUNItN S8AWENGC THE PEPRASRIGT YT n BATS
(ZentrLtFansQémcﬁ%&@ﬂ%@dés@lﬁdd"ﬂﬁﬂﬁ@éﬁ/bﬂ%ﬂ)t Zentrum BATS, C arastrasse
13, 4058 Basel, Switzerland) Report 2003, éhttp [/ bats.ch). The term

" cr ops"4-iMON §6B Majzei pat Measamo Exiped-Ag24l-262 Avenpiaiianeauigy Bl ¥ve been so
t f bl
ransf g fedyd¥adh &nulég,.sqﬁaz]&ﬁmn%bp BMHE/BH0. MEADBEALRSSLIA 5 ERANB®A ProsiPab! ©

of synthesising anti pat hogeni ¢ substances Ing a se act such
as, forargdwspeeistanereio ertabalColegptasainsegiénesi s-rel ated protei ns" (PRPs see
e.g. EP-A-0O 392 225). Exanpl es of

5.1PC 5§31 Cotton from Monsanto Europe S.A. 270-272 Avenue de Tervuren, B-1150
Brussels, Belgium, registration number C/ES/96/02.

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

protein for achieving tolerance to the herbicide glufosinate ammonium.

7. NK603 x MON 810 Maize from Monsanto Europe S.A. 270-272 Avenue de 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 giyphosate), and also a CrylA{b) toxin obtained from Bacillus thuringiensis subsp.
kurstaki which brings about telerance to certain Lepidoptera, include the European corn

borer.



such anti pat hogeni ¢ substances and transgeni c plants capabl e of synthesi sing
such anti pat hogeni ¢ substances are known, for exanple, from EP-A-O 392 225,
WO 95/33818, and EP-A-O 353 191. The et hods of produci ng such transgenic
plants ar Y0882y known to the person skilled in t heG/EPAKAIANL

descri bed, for exanple, in the publications nmentioned above. Anti pathogenic
substances whi ch can be expressed by sdath transgenic plants include, for
exanpl e, ion channel bl ockers, such as bl ockers for sodium and cal ci um
channel s, for exanple the viral KP1l, KP4 or KP6 toxins; stilbene synthases;

blbenzy th : s; Lhb .

bat hooUADRTY R0s shSpbBARER PSSO RRE Uos RN B Bpymn g

ant i patBiogieérbeis ubsmnmnm«eudzeruwmmrfec Ctoagieasise 1S, 4050 BesalnPhvitzeplaptl) de
antibiotics erpocycljc antibiotics (see e.g. WO 95/33818) or protein or
pol ypegﬁ Qd@ﬁg@sﬂ?ﬂ\i%@ved in plant pathogen defence (so-called "plant

di sease resi stance genes", as described in WO 03/000906). O her fields of
appl i cation of teactlve' edj ent cco ding t he .inyentjon are the

P bt ec- e BAmgF 0Bt oiodh B COHAGI ARG Slser it p At Kh PANSVS hth 38 “wood,
texti| eganstdRid ﬁ;ﬂﬁeruls@%r@bmdmnk DNRORchifigdss that thee ahy eieibee skect or,
particularly the protection of humans, domestic animals and roductl ve

| i vest o%d@”tﬁﬁﬁ'ﬂ?s@nttﬁ’éﬂ"t%eﬂp suBglaneRs vt ¢ selgeiveyAsEON ﬁ’éhlﬁv@ﬁﬁ?‘%‘ﬁ‘ppnmeef ore

al so r eé@ééﬂ%dt“ﬁatﬁ@?érﬂe?s'@@lat&@Hfb@ﬁhé"' (PSS Hedlo 85 EPIMOSiohi Alt) e RaeRor L rat es,

suspension concentfates, directly sprayab | ut abl e soOl ution

spr eadapich ansipatbegenig sutuﬁiencasmnsmtﬁm@ger@@ Pl@lﬂlsecaﬁ@m@eQ@yﬂ@ﬁ@ﬁ@Qsﬁuﬁhe powder s,

wet t ab'&t@%ﬂ@ﬁéﬁ:ﬁ sﬁHétBﬁcesgér%%b%ﬁ fo%x&ﬂ@@pﬁb’ﬁpﬁ# R%s b PR Y EPEL 8381

subst ance Irch conprise - he ac ive’ ingredients

accordi ang:l EB-A-DS85B neenrm@memsusm pulduaing siuoh ransganicpledtstase ganeratii kndvm ended

ai ns i 0

“a2 1 Crit BB Skbe e S G TbRRE e, KrsRaRpI B BR Byl e MR

solid amtiavee i ngredi- ent for exanple in a speC|f| c particle size, or,

preferably, together with - at least - one of the auxiliaries

conventionally used in the art of formulation, such as extenders, for

(ex arr?I e;f-\rsatqialfhc)gehrc$an)lt;tasn:»ieafc @hiehrcth ;be&explwssédlbiﬂ sach B&rﬁé@gb—pﬂ@rﬂh mémcrmunds
surfactants). Exa 0 swt sol vent s r r ogenat or

parti al ?’S?"‘T‘Rj%l ’Bbﬁﬁr@gglﬁf’%ﬁ@ %]%?(85%{5 % ?rfﬁ tions CB

to Cl12 @,a‘angiiémeb@m&mswa@ekpesomé ;0B eft éPMhQ@s Bibenkwls%tﬁdsé@pht hal enes

or tetrahydronapht hal ene, al |g hatic or cycloali hatl C hé:drocar bons, _such as

par af fi Qﬁseﬁ'y@'i"iﬂﬁ@ﬁ%éhe gp-carsl ‘vathogpnesis- Eﬁ"'f‘fﬁﬁ@FOte'ﬁﬁo Afor SEP %t‘%“’nér
gl ycol sg 898l 225); antipathogenic substances produced by microorganisms, for example peptide

antibiotics or heterocyclic antibiotics (see e.g. WO 95/33818) or protein or polypeptide
factors involved in plant pathogen defence (so-called "plant disease resistance genes®, as
described in WO 03/000906).

Other tields of application of the active ingredients according to the invention are the protec-
tion of stored products and stores and of material, such as wood, textiles, floor coverings or
buildings, and, in the hygiene sector, particularly the protection of humans, domestic animals
and productive livestock against pests of the abovementioned type.

The invention therefore also relates to pesticidal compositions such as emulsifiable concen-
trates, suspension concentrates, directly sprayable or dilutable solutions, spreadable pastes,
ditute 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.



their ethers and esters such as propyl ene glycol, dipropylene glycol ether,
et hyl ene glycol or ethylene glycol nononethyl ether or ethylene glycol
nonoet hyl et her, ketones, such as cycl ohexanone, isophorone or diacetone
al cohol , @ 2Y’REPIR3pol ar sol vents, such as N-ne- thyl pyr PEITEREISHARN di et hyl
sul foxide or N, N-dinethylformam d a, water, unepoxidized or epoxidized
vegetabl e oils, such as unexpodi zed orggepoxi di zed rapeseed, castor, coconut
or soya oil, and silicone oils. Solid carriers which are used for exanple
for dusts and di spersible powlers are, as a rule, ground natural mnerals
such as calcite, talc, kaolin, nontnorillonite or attapulgite. To im prove
t he physical properties, it is also possible to add highly disperse silicas
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prove the physical propernes it is also possub!e to add highly disperse silicas or highly dis-

perse absorbtive polymers. Suitable particulate adsorptive carriers for granules are porous
types, such as pumice, brick grit, sepiolite or bentonite, and suitable non-scrptive carrier
materials are calcite or sand. In addition, a large number of granulated materials of inorganic

or organic nature can be used, in particular dolomite or comminuted plant residues.

Suitable surface-active compounds are, depending on the type of the active ingredient to be
formulated, non-ionic, cationic and/or anionic surfactants or surfactant mixtures which have
good emulsifying, dispersing and wetting properties. The surfactants mentioned below are
only to be considered as examples; a large number of further surfactants which are conven-
tionally used in the art of formulation and suitable according to the invention are described in

the relevant literature.

Suitable non-ionic surfactants are, especially, polyglycol ether derivatives of aliphatic or cyc-

loaliphatic alcohols, of saturated or unsaturated fatty acids or of atkyl phenols which may



xypol yet hoxyet hanol , pol yet hyl ene gl ycol or octyl phenoxypol yet hoxyet hanol .
Al'so suitable are fatty acid esters of polyoxyethylene sorbitan, such as
polyoxyethylene sorbitan trioleate. The cationic surfactants are

especi al | YO 4034%&Hnary anmoni um sal ts which general |y HAEEPHIS(0R¥d; one

al kyl radical of approximately 8 to approximately 22 C atons as substituents
and as further substituents (unhal ogedat-ed or hal ogenated) |ower al kyl or
hydr oxyal kyl or benzyl radicals. The salts are preferably in the form of
hal i des, nethylsulfates or ethylsuifates. Exanples are
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of - at least - one solid or liquid auxiliary, it being possible, as a
rule, for 0 to 25 % in particular 0.1 to 20 % of the

Examples of suitable anionic surfactants are water-soluble soaps or water-soluble synthetic

surface-active compounds. Examples of suitable soaps are the alkali, alkaline earth or {un-
substituted or substituted) ammonium salts of fatty acids having approximately 10 to appro-
ximately 22 C atoms, such as the sodium or potassium salts of oleic or stearic acid, or of
natural fatty acid mixtures which are obtainable for example from coconut or tall ofl; mention
must also be made of the fatty acid methyl taurates. However, synthetic surfactants are used
more frequently, in particular fatty sulfonates, fatty sulfates, sulfonated benzimidazole
derivatives or alkylaryt sulfonates. As a rule, the fatty sulfonates and fatty sulfates are pre-
sent as alkali, alkaline earth or (substituted or unsubstituted) ammeonium saits and they ge-
nerally have an alkyl radical of approximately 8 to approximately 22 C atoms, alkyl also to be
understood as including the alkyl moiety of acyl radicals; examples which may be mentioned
are the sodium or calcium salts of lignosulifonic acid, of the dodecylsulfuric ester or of a fatty
alcohol sulfate mixture prepared from natural fatty acids. This group also includes the salts

of the sulfuric esters and sulfonic acids of fatty alcohol/ethylene oxide adducts. The



conpositions to be surfactants (% in each case is per cent by weight). Wile
concentrated conpositions are nore preferred as commercially avail able
goods, the end user uses, as a rule, dilute conpositions which have

consi derably | ower concentrations of active ingredient. The activity of the
conposi t iI¥ALMUEYRHi ng to the invention can be broadenedCEGHIVEEPRBIy, and
adapted to prevailing circunstances, by adding other insecticidally or
acaricidally active ingredients. SuLhabJe additions to active ingredients
here are, for exanple, representatives of the follow ng classes of active

i ngredi ents: organophosphorus conpounds, nitrophenol deri - vatives
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conpri s@fves, thioureas, juvenile hormones, formamidines, benzophenone derivatives, ureas,
pyrrele derivatives, carbamates, pyrethroids, chlorinated hydrocarbons, acylureas, pyridyl-
methyleneamino derivatives, macrolides, neonicotinoids and Bacillus thuringiensis

preparations.

Examples of especially suitable mixing partners include compounds selected from the

following group M:

Group M: especially suitable mixing partners for the compounds of formula 1

azamethiphos; chlorfenvinphos; cypermethrin, cypermethrin high-cis; cyromazine;
diafenthiuron; diazinon; dichlorvos; dicrotophos; dicyclanil; fenoxycarb; fluazuron;
furathiocarb; isazofos; iodfenphos; kinoprene; lufenuron; methacriphos; methidathion;
monocrotophos; phosphamidon; profenofos; diofenolan; a compound cobtainable from the
Bacillus thuringiensis strain GC91 or from strain NCTC11821; pymetrozine; bromopropylate;
methoprene; disulfoton; quinalphos; tau-fluvalinate; thiocyctam; thiometon; aldicarb;

azinphos-methyl; benfuracarb; bifenthrin; buprofezin; carbofuran; dibutylaminothio; cartap,



viruses and is active against insects; chlorfenapyr; acephate; acrinathrin;
al anycarb; al phanethrin; amtraz; AZ 60541; azinphos A, azinphos M
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s, RTS8 Aod AT iy L 808 ol 200N 50y ek 72 05 002204
M  T2. Jenshitap; PétaicyHutfrinTBPBIG: bkdfeiiod; brotvpbpids B; bufbhcdf@lhBocarddxim22. 3 + M
a2, ot e lRed by uadodnbagboBuaholibh; st enfpdudyTofhnbe
T72. 273mephds; dig3edmethh; dd@alxint chdfentddnd @yaroptos; dycBp2diBrin; dyhedatih; 1 + M
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M T83.drmethyivinbB4s ajldxakﬂllamcbdﬁéﬁpﬁoﬁehﬂen%er@&i ethidd; diaofoMrox; dhofdphésd + M
2 008 kb et eSS oot o Bl 1
P2. 016 fualinal2 f1Qdyélokubdn; Rdey@ddhate;Mufenoxuron; flufenprox; fonophos; fosthiazate;
fubfenprox; HCH; hexaflumuron; hexythiazox; IKI-220; iprobenfos; isofenphos; isoxathion;
ivermectin; malathion; mecarbam; mesulfenphos; metaldehyde; metolcarb; milbemectin;
moxidectin; naled; NC 184; omethoate; oxamyl; oxydemethon M; oxydeprofos; permethrin;
phenthoate; phorate; phosmet; phoxim; pirimiphos M; pirimiphos E; promecarb; propaphos;
prothiofos; prothoate; pyrachlophos; pyradaphenthion; pyresmethrin; pyrethrum; tebufeno-
zide, salithion; sebufos; sulfotep; sulprofos; tebufenpyrad; tebupirimphos; tefluthrin; teme-
phaos; terbam,; tetrachlorvinphos; thiacloprid; thiafenox; thicdicarb; thiofanox; thionazin:
thuringiensin; tralomethrin; triarathene; triazophos; triazuron; trichtorfon; triffumuron;
trimethacarb; vamidothion; xylylcarb; Y1 5301/5302; zetamethrin; DPX-MP062 — indoxacarb;
methoxyfenozide; bifenazate; XMC (3,5-xylyl methylcarbarmate); or the fungus pathogen
Metarhizium anisopliae.

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. )
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P2.417 + M; P2.118 + M; P2,119 + M; P2.120 + M; P2.121 + M; P2.122 + M; P2.123 + M;

P2.124 + M; P2.125 + M; P2.126 + M; P2.127 + M; P2.128 + M; P2.129 + M; P2.130 + M;

P2.131 + M; P2.132 + M; P2.133 + M; P2.134 + M; P2.135 + M; P2.136 + M; P2.137 + M;

P2.138 + M; P2.139 + M; P2.140 + M; P2.141 + M; P2.142 + M; P2.143 + M; P2.144 + \M;

P2.145 + M; P2.146 + M; P2.147 + M; P2.148 + M; P2.148 + M; P2.150 + M; P2.151 + M;

P2.152 + M; P2.153 + M; P2.154 + M; P2.155 + M; P2.156 + M; P2,157 + 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,



and/or grinding the active ingredient wwth the auxiliary (auxiliaries).
These processes for the preparation of the conpositions and the use of the
conmpounds of formula | for the preparation of these conpositions are also a
subj ect oWQHEMENWENtion. The application nethods for theCHERposHt2REns, that
is the nethods of controlling pests of the abovenentioned type, such as
sprayi ng, atom zing, dusting, brushing4pn, dressing, scatte- ring or pouring
- which are to be selected to suit the intended ainms of the prevailing
circum stances - and the use of the conpositions for controlling pests of

t he abo nent V. on ical rates
of conce e dog’r}ﬁ%ogé(g@f aﬁ'ﬂgarg.tsh%'iﬁgﬂﬁelg%ﬁ}%oﬁ’é Oﬁ ‘?e%@r’%ﬁ;‘e S e%o-gﬁgn 0.1 and
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genera redient per ctare articular 10 to
1000 ket stefer p fyop s olis GRHE b b Bn B R il 2RI cat i on i 1
the fiehdl@kickicepr pedicgdds.on |s application to the foliage of the plants
(foliar application), it being possible to select frequency and rate of
application to match the danger of infestation with the pest in question.

Al t er nathe/@ntpodittPs agtordmgi to 3@ fiveRtion £8MréRasdin dmaphankowt gertdaein gt
system (system c action), by drenching the | ocus of the plants wth a

1§ qui d 3Rsepes Pt awvliages [ sxaTeiader &’ﬂficmﬂ SREEREY ang/qriTgFIPSNG 2 goldAGtdef or m

into thgg re'd%k’ﬁn@fn th@%ré&eﬁﬂé of atf !@ést@ﬁ%rmlleﬁal‘yqbpei%@‘B‘yllntlrﬁ&ﬂél exiapgl e in the
f or m of granu es (soil application) n € case 0 rice crops, such

gr anul exndéengrivdingghe petive ingrediemé with @wwllla@a@wﬂmi@)ﬁhwr@mg feritaps
aCCOfd'&QP&%n&#Sf {h@‘(:%fﬁdogmoﬁé Endl %s%%rgﬁé’b *b?rwt £Fidr ¢k of pl ant

pro- pagation materia or exarrp e see suc ubers or kernels,
or nur s;yepaqatamotsthesaganpesltlcpwrsaia‘oaﬁmeMé‘mnvermed type. The
propagation material can be treated with the conpositions prior to

pl anting, for exanple seed can be treated prior to sowing. Aternatively, WO
2005108&%dpﬁeaﬂmemﬁﬂgﬂﬂzwcompasmm mmsblrmgihsds:@‘mdneomp@bbetd of theseed
kernel s soakin

at| ke |s.in.a Qsition or
by ot ScaMenTdec Vs, Son 8F s S ot Subfing Srle oo hodteRy S0 RaTE ! o
t heI comm,smrt c;ﬂiﬁ&gmhmmhtére t@b@@@@ﬁt@dﬁﬁ sgm]ghy m@ndg@ aph@agmdlpltr@udmmg cic@- of
application, for X Into the see urrow auri rillin
D restanths 176G S50 Bl GeooRSEREs [ fon ol peite ahireiihevaralionkadWsyat i on
mat er i aretditst subatsadt 16d RivbidM aypisalthRetos coficdnbatibmyrRtdt@Ben 0 Rhanheirgomp! es
which follow are intended to illustrate the invention. They do not |limt the

i nvent i B W@Wﬁ@?‘épﬁ?@_@”@rba@‘i’ vE% PPm. %@9‘@8@%‘[’@”%@91‘?{8 BBPlSaligR Pen w
P." nMeaRstare®hEAPPIIB000 g of active ingredient per hectare, in particular 10 to 1000

g/ha, preferably 10 to 6800 g/ha.

A preferred method of application in the field of crop protection is application to the foliage of
the plants (foliar application), it being possible to select frequency and rate of application to
match the danger of infestation with the pest in question. Alternatively, the active ingredient
can reach the plants via the root system (systemic action), by drenching the locus of the
plants with a liquid composition or by incorporating the active ingredient in solid form into the
locus of the plants, for example into the sail, for example in the form of granules {soil
application). In the case of paddy rice crops, such granules can be metered into the flooded
paddy-field.

The compositions according to the invention are atso 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 pricr to sowing. Alternatively,



Preparati on Exanples Exanple P1 O / NH2 \ D(CQGH 1.9 g (14.7 mmol) of
N-chl or osucci nim de and 10 ng of 2,2'-azoisobutyric nitrile are added to a
suspension of 2.5 (13.3 mmol ) of 2-am no-3-carboxy-naphthal ene in 100 m
of tetra® BOYMSEHane. The reaction mixture is stirred PGHERBOROURE at room
tenperature, treated wth 250 m of aqueous sodium chloride solution and
extracted with ethyl acetate (3 x 250-48t): The conbined organic |ayers are
dried over magnesium sulfate and filtered, and the filtrate is concentrated
in vacuo. This gives the title conpound in the formof a brown solid [°

H NVR ( g i - AN : :

7 25 ((rorpppsifo e degls S Rinal (atnb) EnbEey Song he iBride )

(5. 75 rigpid)coptpasitienydr by lepplyinge layer efddealiddoopwisitienalt isralempossériptr atRly e wit h

chi or ope PATRoSHIREMerd R Hrodatiub piateli BBl o i AP Ableesn for o 1 ane.
The r eac@impe hnmmerseemmﬁﬂmmmg?m@ﬂ%ﬁmmmﬂhodsf@@piast sopagatonf or 1
compountesherBAF B BRifaGer el BLbL e e M ShoRER ¥ nldfshg o

of triethylamne. The reaction m xture is subsequently stirred for 3 hours.
Furt her

0.7 m of triethylamne are . added, fallowed t he ditjon of a
i hol o TB el S woich e 38 e Bl mdne R Dl RAtimbe  de. “rhe
react i gfvdtitish UTémpsratuienatdivereifl de@feck8AIGUE STHRNEbbréRaReMv. &t 'eshehRs vacua,
and the residue is purified by colum chromat ography [silica gel;

hexane/ B8R0 PA¢Bt-ate (3:1)], which gives the title conpound ['H NMR (COCl 3):
8.78 (s, 1'H, 8.61(m 1 H, 830 (m 2H, 8.03 (did, 1 H, 7.78 (m 1 H,
7.67 (m 1 H, 7.56 (m 2H); M5 (electrospray): 477, 479, 481 ((MtH)')].
Exanpl €rpramation ExammiesN Cf

Example P1
Cl

o9
COOH
1.9 g (14.7 mmo!) of N-chlorosuccinimide and 10 mg of 2,2’-azoisobutyric nitrile are added to
a suspension of 2.5 g (13.3 mmol) of 2-amino-3-carboxy-naphthalene in 100 mi of
tetrachloromethane. The reaction mixture is stirred for 18 hours at roem 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, tH)].

Example P2
CF,
|
v N
D N
3 Cl

N7 \

O T

In & nitrogen a{mosphere 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



NHN-\\ 1 O HNCH 3 (T1.1) 1In a nitrogen atnosphere 1 m of a solution
(2.0 M of nethylam ne in anhydrous tetrahydrofuran is added with stirring
to a solu of 0.07 g (0.15 mml) of the title conpound of Exanple P2 in
5 m of %P?{W‘sﬁz:ﬂetrahydr of uran. The reaction mi xture FET/ERsgYe@d2to 50'
for 1 hour allowed to cool to roomtenperature and concentrated in vacuo,
and the resi due is purified by col unm4Shr omat ography [silica gel; hexane,
foll owed by hexane/ethyl acetate (3:1)1, which gives the title conpound
T1.1 ['H-NWR (DVMSO-d6): 10.80 (s, 1 H), 8.53 (d, 1 H), 8.45 (br s, 1 H)

g’ é}l (%stﬂ@d&oﬁﬂ%u(&ﬂd%adaegérc(p'iwseeétor@oss,oggtgﬁl‘?bf(d25E_; E%rbmolggﬁtﬂ }“Ig\l/i?rl-b )]

Exanpl éoppoNpg oDEX@DHIe AN imaamixtuge of20 (TBOﬂélchiﬂtﬂ@efbﬁn%'ﬂ%giI38aﬁleflfoacet ate and
1.98 f1g

(5 6 (eilaBpE]Phe réotiph kel REBbgid fiufGfroiiBRobft, BubReiy M
20051086@3%8@(59/8&92@0@ Toldremuby the@ddidiao of esinglexpartien ps0 B8artldd.8tromobfdfux f or

2 hour%ﬁ?t@énj]eog\ﬁ@ 8ea(§? algrge ﬁ%%écﬁi%ﬂ%lgt P@rslg &ﬁg}gsﬁrp&g@ﬁg?reh%h dEfu vacua. The

resi due susp aqueo i'um car ion, and
t he suspecaitated ia vatua, remdl theres3@uenis rputlfaaa:l byatdlomwe dhtenstogragphe yelicai gt and

th t t at 3..x 250 m )1, T Lpe ic |
" FESERTRP i 0 oGRS i Ao Lot R REBLES A R | s
ITE vac g6 (Emmgm )h8.3pem, awW) 03 id, I‘IBI?\ITU?@ msﬂ?)r i?ta?rr(lalt a@l)y\?B\?\dﬂlﬂ, er[:ihyxhlf ﬁl}vger.

is gives the ou e formof a yellow powder [°
(cmg)ee?"%s@fftyé ’97 ﬁ)g(gngﬁ W‘ HL) , 7.68 (myl H, ot (m 1 H, 7.06
(br s, 2H), 196 (s 3H), 2. 82 (s, 3H); M5 (el ectrospray): 217 ((MtH)')].

Exarrple P5 F3CCI N NO N CH3
Example P

CF,
B

CIO N Cl
N
H N/ \
o 2.._5
N
H CH, (T1.1)

In a nitrogen atmosphere 1 ml of a solution (2.0 M} of methylamine in anhydrous
tetrahydrofuran is added with stirring to a sofution of 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, aliowed to cool to room temperature and concentrated in vacuo,
and the residue is purified by column chrematography [silica gel; hexane, followed by
hexane/ethyl acetate {3:1)}, which gives the title compound T1.1 ['H-NMR (DMSQ-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)")].

Example P4
NH, O
l = OCH,
o
N CH

0.91 ml (8.46 mmol} of methyl acetoacetate and 1.98 ml (16.8 mmol) of tin tetrachloride are
added to a solution of 1 g (8.46 mmol} of 1-amino-2-cyano-benzene in 20 ml of toluene. The



In a nitrogen atnosphere 4 drops of N, N-di nethyl formam de and then 0.08 ni
(0.93 mml) of oxalyl chloride are added dropw se at roomtenperature with
stirring to a ension of 250 ng (0.86 mmol) of

5- car box%@lﬁ@m&?ﬁgér opyrid-2-yl)-3-trifluoronethyl -pyr&sd¥&E2YRNBMN  of

di chl oronet hane. The reaction m xture is stirred for 1 hour, the solvent is
renoved in vacua, and the residue is ®b-evaporated three ti nmes with toluene
and then suspended in 3 m of toluene to give the suspension "A". 105 ny
(0.858 nmol ) of 4-dinethylam nopyridine are added to a suspension of 185 ng
(0. 858 rgamioh ritktukd R Hdatd FroGempoapd h%ﬁrdzéﬁmcﬁto%olﬂ&r%omtenﬁ;erétgéﬁﬁﬁ to give

t he suspension "B". The_suspension "A" is added to the suspension "B", for
a coanC@f"éerttfaéﬁ’%We“iaCé‘P Ih?erewgﬁeﬁw%usmndw i 3P0t H@apeaes ﬁ%umwagmmawe vessel

contai i, ggoﬁ Wehd mg%e%ﬁsw@é s Btir&@td @o%méfeg QBmewtf, RichaRhh J% %

m Xture tol uene and a dr ops N di met hy[ f or mam reactlon
m xt ur exirgctpd attbcetiiy acetntaud X 250 @l)hﬁm sorahmed hmmcdavefme med@mr to room

eTEer A R LRI RS P PAGR e TR O

back- exesices sdritratad with ljdthd etiteat Eig gives B titie)conTremndombiienednart gaellow| ayer s

are dried ov jAIm f at fi e et f centrated
in vackg" dghgﬁf ”@ﬂ'}g@d@ ;Bé %ﬁ_pf ?22 I-i)o?gigﬁm BEI M%&@r a'b'h?ti%g Pta gel ;
hexane/2ehhy b6 ds e3Hyl .82 15,23H); Nﬁfetdmtrgsms) ehe (M«H)8].conpound [' H \ VO
20051055234 PCT/ EP2005/ 002204 -51 NMR (CDCI 3): 8.66 (d, 1 H, 8.09 (d, 1
H, 803 (d 1H, 7.8 (t, 1 H, 7.67 (s, 1 H, 7.67 (d, 1 H, 7.45 (m 1
H, 7. 4Gatge P H, 3.09 (s, 3H) I\/B (el ectrospray): 458 ((M:tH)')]. Exanple

P6 Cl= O~NCI NHN/-~ N~ [ NYCH3 H3 ! CH3 (T38.3) 0.022 ni
(0.262 nmmol ) of isopropyl am ne are ded wiglh stirring to a suspension of 40
mg (0.087 mmol) of the title conpou anple P5 in 1 m of anhydrous
tetrahydrofuran. The reaction m xtu d to 600 for 90 m nutes,
allowed to coal to roomtenperature an trated in vacuo, and the
residue is purified by colum chromat silica gel;

= O

I o

N “CH,

In a nitrogen atmosphere 4 drops of N,N-dimethylformamide and then 0.08 ml (0.93 mmol)
of oxalyl chloride are added dropwise at room temperature with stirring to a suspension of
250 mg {0.86 mmol} of 5-carboxy-1-(3-chloropyrid-2-yl)-3-trifluoromethyl-pyrazole in 10 ml of
dichloromethane. The reaction mixture is stirred for 1 hour, the solvent is removed in vacuo,
and the residue is co-evaporated three times with toluene 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 mi
of toluene to give the suspension “B”. The suspension "A” is added to the suspension "B, for
a complete transfer of the suspensicn “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
ethyt acetate {2 x 50 ml). The combined organic layers are dried over magnesium sulfate
and filtered, the fiitrate 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-



met hanol / di chl oromet hane (1:9)], which gives the title conpound T38. 3
["HHNWR (CDCI3): 11.17 (s, 1 H, 8.42 (d, 1 H, 809 (s, 1 H, 7.81 (d, 1
H, 7.71 (t, 1 H, 7.70 (d, 1 H, 7.60 (d, 1 H, 7,48 (t, 1 H, 7.36 (m 1
H, 6.31 (d, 1 4.23 (m 1H), 2.30is, 3H), 1.16 (d, 6H); M
(el ectros 'Pa?wﬁf‘wé% ((MrH)')]. Example P7 NH2 0 OCH3 N REFZERPUYHRHG from 1
-am no- 2-cyano-cycl opent-1 -ene, the title conpound can be prepared in a
manner anal ogous to the procedure des&lihed in Exanple P4 [' H NVR (CDCl 3):
5.77 (br s, 21-1), 3.90 (s, 3H), 2.97 (m 2H), 2,70 (m 2H), 2.15 (m 2H);
M5 (el ectrospray): 207 ((MtH)')]. Exanple P8 WO 20051085234
PCT/ Epﬁ@ﬂﬁ@@é )8.66 @2 14),f8.90 4, 1N) @ .03 by, My Bg (N1R *'}3697(&;%01‘% I Ng# (dliH)ogen
ere{ o @'N,Nd y I) . g a?g(' % 0.16 'm )'(1.8515 ’mngl) of

at nosp 4 drops o i met hyl f or mam d t he

oxal yl 7% (% i1t af@ (didét, P8 h%idh: ME (elsstrosrapeddd (MHI-h stirring to a
suspension of 0.5 g (1.72 mmol) of 5-carboxy-1 -(3-chloropyrid-2-yl)-3-trif
| uor onet hyl - pyrazole in 20 m of dichloronethane. The reaction mxture is
stirrefxaémpledtP ni nutes, the solvent is renoved in vacuo, and the residue is
co-evaporated three times with toluenggand then dissolved in 10 m  of
tetrahydrofuran to give the solution/A'. 0.24 m (1.72 mol) of

triethylam ne are added to ion of 195 ng (0.95 mmol) of the title
conpound of Exanple P7 i t.8t rahydrofuran to gi ve the suspension
"B'. 5 m of the solutig ' arfe adyed h portions over a period of 30

m nutes to the suspensio < ion mxture is stirred for 2.5
hours, treated with 10 ni duN'sodpum hydr ogen carbonate sol ution and
extracted with ethyl aceta O 4 The conbi ned organic |ayers are
dried over magnesi um sul f at

3 (T38.3)
0.022 ml (0.262 mmol) of isopropylamine are added with stirring to a suspension of 40 mg
(0.087 mmol) of the title compound of Example P5 in 1 ml of anhydrous tetrahydrofuran. The
reaction mixture is heated to 60° for 90 minutes, allowed to cocl to room temperature and
concentrated in vacuo, and the residue is purified by column chromatography [silica gel;
methanol/dichloromethane (1:9)], which gives the titie compound T38.3 ['H-NMR (CDCls):
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 (1, 1H), 7.36 (m, 1H), .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~ TCH,

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)7)].

Example P8



and filtered, the filtrate is concentrated in vacuo, and the residue is
purified by colum chromatography (silica gel; ethyl acetate), which gives
the title compound [' H-NWR (CDCI3): 10.15 (s, 1 H), 8.49 (d, 1 H, 7.92
(d, 1 H), WA H), 7.22 (s, 1 H), 3.96 (s, 3H), 2.F/ERROSARRRNS 2. 75
(m 2H), 2.67 (s, 3H), 2.06 (m 2H); M (electrospray): 480 ((MH)'")].
Exanple P9 CF N ONOC N}{ NL N ©&6H3C HNYCH3 CH3 (T37.3) 0.04 m
(0.47 mol ) of isopropylam ne are added at roomtenperature with stirring to
a mxture of 0.24 mM of a solution (2.0 M of trinethylalumniumin hexane
and 3 nml of WD 20051085234 PCT/EPZOOS/OOZZO@F -53 dichl oronet hane. The
reaction mixture is stirred for 40 minutes./ A’solution of 110 nmg (0. 22

mol ) of the title conmpound of Exanple P§ M 3 m of dichloronethane is
added, and the reaction m xture is theated £o reflux for 6 hours, allowed to
cool to roomtenperature and tg i and then poured into 20 m
of water. The m xture is extra dic onethane (2 x 30 m). The

[ [ [ idmsulfate and filtered, the
Idue is purified by colum
chromat ography [silica gel; ethyl &acetHfte/ hexane (2:1), followed by neat
ethyl acetate], which gives theF{ tleocmgpound T37.3 ["H NWR (CDCl 3): 10.69
(s 1 FD 8.49 (d, 1 , 7.88 (d, 3] 70 (s, 1 H, 7.42 (m 1 H, 5.89

op ity gt bty vy bk v 6 B (7
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vacuo, and the res'i'due is co-evaporated three times with toluene and then dissolved in 10 ml

of tetrahydrofuran to give the solution “A”. 0.24 ml {1.72 mmol) of triethylamine are added to
a suspension of 195 mg (0.95 mmol) of the title compound of Example P7 in 10 ml of
tetrahydrofuran to give the suspension “B”. & ml of the solution “A” are added in portions
over a period of 30 minutes to the suspension “B”. The reaction mixture is stirred for 2.5
hours, treated with 10 ml of aqueous sodium hydrogen carbonate solution and extracted with
ethyl acetate (2 x 40 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; ethyl acetate), which gives the title compound ['H-NMR (CDCl,):
10.15 (s, 1H), 8.48 (d, 1H), 7.92 (d, 1H), 7.45 (m, 1H), 7.22 (s, 1H), 3.96 (s, 3H}), 2.99 (m
2H), 2.75 (m, 2H), 2.67 (s, 3H), 2.06 (m, 2H); MS (electrospray): 480 ((M+H)")].

Example P9

CH, (T37.3)

(.04 mi (0.47 mmol) of isopropylamine are added at room temperature with stirring to a

mixture of 0.24 ml of a solution {2.0 M) of trimethylalurminium in hexane and 3 ml of
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as follows: 0 HBCCH3 HH S CC H 3 Table P1: Conpound Structure

M5 'HNVR M P. WD 2005/ 085234 PCT/ EP2005/ 002204 -54 Conpound Structure M
"HNW M P. T1.3 Electrospray: CDCI3: 8.43 (d, 1 H), 7.91 536, 538, (s, 1
H, 7.81 ‘(‘92”‘1‘“}’%)‘2347 64 F3 540 ((MtH)'). (s, 1 H), 7.5PUWEP220500220433 O |
(m 2H), 7.22 (m 1 H, I'1 6.19 (d, 1 H, 419 (m 1 H, ~ .1 N11.18 (d,
6H . HNH3 CH3 T1.121 E ectrospray1533DCI 3: 10.95 (s, 1 H), 8.43 522, 524,
(dd, 1 H, 8.01 (s, 1 H, CF3526 ((MH"'). 7.82 (d, 1 H, 7.64 (d, 1 H),
O\N7.52 (s, 1 H, 7.35(m 3H, d NdO 7.16 (t, 1 H, 2.77 (s, 3H, N H
g’s‘62 gjdl&rﬁoroﬁﬂé}han@e‘ﬁ@” éa'é%on F?rxt@:rel-:tls %ﬁﬁé@?ﬁ@hln%%%lutéﬁ 0$31l§$n8q (%9@2 284,
(( M H) }rymoé)@f the t!llbe C%”Dfltl“@d?f Eggarpqple 8 (0153 rntpf qnpmpromethqnq_p)s ad¢98,98f(dﬁ'191 ,
7.87 N CHB
VO 200/ g‘g&'log BrH&P (ET;S I_:xlil;%aé%cg &%gg)ggvr tho'd}s a!lc?tK/ea to' cool Q) %oﬁ?teﬁ'ﬁberg‘t'd}e antHON~

stand overnight and then poured into 20 ml of water. The mixture is extracted with
dichloromethane (2 x 30 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; ethyl acetate/hexane (2:1), followed by neat ethyl acetate], which
gives the title compound T37.3 ['H-NMR (CDCls): 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, BH); MS (electrospray): 507 ((M+H)")].

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 P8. Melting points are given in °C. In the

following structures, tertiary hydrogen atoms attached to carbon atoms are not drawn, e.g.

the group
~.

W ™ NH

!

O |

is drawn as follows: O
H,C™ | "cH l
H ° H,C CH,

Table P1:

Compound Structure | MS 'H-NMR M. P.




-55 Conpound Structure M5s "HNVR M P. T2.3 Electrospray: DWVSO d6: 10.80
(s, IH), 614, 616, 8.50 (dd, 1 H), 8.42 CF3 618 ((MH"'). (d, 1 H), 8.32 (d,
1H, 819 O~N(d, 1 H, 814 (d, 1 H, B.0O1 C NdO (s, 1 H, 7.89 (s, 1
H), 7.88WORMINIEHS+1H), 7.63 (d d, IH, Br \ \ 1 O 3.92PCHEPIOM2244 06 (d,
6H). HM,~CH3 ICH3 T6.1 Electrospray: DVMSO-d6: 12.75 (s, 1 H), 474, 476
9.13 (d, 1 H), 8.69 (s, 1 H, CF3 ((-@H)'). 8.60 (d, 1 H, 8.44 (s, 1 H,
O\N&8.31(d, 1 H, 7.92 (m 2H, NdOA 7.74 (dd, 1 H, 7.55i1 NHN7 (m

3H), 2.89 (d, 3H. \ \ OH<N~CI—|3 T6 3 Electrospray DMSO-d6: 12.55 (s, 1

H, 5p2 564 8-90—(th—tH 862 s+ H EF3 (M) 7859 (ch—H)
8.43 (sCofpend j N 8. 31 $tlyctdreH] Msr 94 (d,|HMMR ONC 7.90 (d4.FL H]
7.73 :)I\IHI\I7(rIr| Il—h 7';';( ’%H\ 04 ’I(Jm 1|—h 1?'-2((1 ﬁH)
R 10 S T T ot A ¢
536, 538, (s, 1H), 7.81 (d, TH), 7.64
540 (M+HY"). | (s, 1H), 7.59 (¢, 2H), 7.33
(m, 2H), 7.22 (m, 1H),
I 6.19 (d, 1H), 4.19 (m, 1H),
1.18 (d, 6H).
T1.121 Electrospray: | CDCls: 10.95 (s, 1H), 8.43
522, 524, (dd, 1H), 8.01 (s, 1H),
“Fa 526 ((M+H)"). | 7.82 (d, 1H), 7.64 (d, 1H),
o W 7.52 (s, 1H), 7.35 (m, 3H),
c N Cl 7.46 (t, 1H), 2.77 (s, 3H),
“ i N 2.71 (s, 3H).
0 \=
HSC/N“CHS
T2.1 , Electrospray: | DMSO-ds: 10.82 (s, 1H},
584, 586, 8.52 (dd, 1H), 8.47
CFs 588, 590 (d, 1H), 8.40 (d, 1H), 8.20
o | \,N ((M-H)". (d, 1H), 8.14 (d, 1H), 8.05
c N o (s, 1H), 7.89 (m, 1H), 7.87
Noy N (s, 1H), 7.64 (dd, 1H),
o “ o = 2.69 (d, 3H).
H”N“‘CH3




552, 554, 8.52 (d, 1H), 8.42 (s, 1H), CF3 556 ((MH)'). 8.20 (m 2H), 8.11
(s, 1 H, 0jN805(d 1 H, 7.88 (s, | H, Br NO 7.75 (t, 1 H, 7.64
(m 2H), N2.70 (d, 3H. 0 H NALH3 T7.3 El ectrospray: CDC13:

10. 65 (s, “1%5‘""’%?2&43 580, 582, (d, 1 H), 7.98 (s, 1 H), PCBEP2CFBIBEY4

((MtH)"). (d, 1 H), 7.71 (s, 1H), 7.60 ON(d, 1 H, 7.56 (d, 1 H, 7.34
Br O (m 2H), 7.21 (t, 1 H, 6.12 Q%-NHN/ 3 (d, 1 H, 4.20 (m 1 H),
1.17 O(d, 6H. H NCH3 CH3 T21.3 Electrospray: CDCI3: 10.97 (s, 1 H)
8. 46 502 504 (d, 1 H, 7.84 (m 2H, 7.75 CF3((I\/H—I)) (s 1H) 7.72
1H, A9 N 28— 7 37T {m 21— AW N7 (d T M7 6-151(d,
H, N 4C2aponndiH), 1.19 Btuctsrd | MS | 0 HNYOHENMBHZ WO 2005/ 085284P.
PCT/ EPR005/002204.... - 57 (“nnhnlmd Structure M8 ''H NMR-M._. B J22 . 3

El ectr ogpraay: CDCl 3. 11. 00 (s, 1 'E)ectl%sgl% o3 @)Mé@&iﬁ(fb8é &)1Hy 7 d6 (d, 1 H),
7.87 CF3 ((MPH)'). (s, 1 H, 7.81 o 17

(m
1

616 850 (dd 1H), 8.42
“Fa 618 ((M+H)"). | (d, 1H), 8.32 (d, 1H), 8.19
o M N (d, 1H), 8.14 (d, 1H), 8.01
cl N (s, 1H), 7.89 (s, 1H), 7.88
Ny, Né (m, 1H), 7.63 (dd, 1H),
B “ 0 V= 3.92 (m, 1H), 1.06 (d, 6H).
N CH
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),

\}N 8.31 (d, 1H), 7.91 (m, 2H),

7.74 (dd, 1H), 7.55

[
© N Cl
AN, N (m, 3H), 2.89 (d, 3H).
o 3_3
N
H™ “CH,

T6.3 Electrospray: | DMSO-ds: 12.55 (s, 1H),
502, 504 8.90 (d, 1H), 8.62 (s, 1H),
CF
3 ((M+H)Y"). 8.59 (d, 1H}, 8.43 (s, 1H]),
\

8.31 {d, tH), 7.94 (d, 1H),
7.90 (d, 1H), 7.73

(dd, 1H), 7.55 (m, 3H),
4.21 (m, 1H), 1.23 (d, 6H).
Ny

CH,




1j ~N(m 2H), 7.36 (m 1H, f NC 7.05 (5 1 H, 6.12 (d, 1 H, / NH
N-~4.20 (m 1H), 1.20 (d, 6H. O \ OHNCH3 CH3 T46.1 261 263 CF3 O

Yd NNO | SNHN-~O HNCH3 T46.3 246 248 CF3 O\NY NCO S NHN
H~N\  / CH3WSH Y2905/ 08523-1 PCT/ EP2005/ 002204 - 58 ConPOrRE2088/002e04Ur € NS
"HNVR M P. T50.1 145- 147 CF ON NCO ONNCHN ~1 O HNCH3 T50.3
143 - 56 -
Compound Structure | MS 'H-NMR M. P.
T7.1 Electrospray: { DMSO-ds: 10.80 (s, 1H),
552, 554, 8.52 (d, 1H), 8.42 (s, 1H),
CF
s 556 ((M+H)"). | 8.20 (m, 2H), 8.11 (s, TH),

N 8.05 (d, 1H), 7.88 (s, 1H),

o M N
|
Br N C 7.75 (t, 1H), 7.64 (m, 2H),
Nl NE/ \S 2.70 (d, 3H).
o \—
~N<
H” “CH

3

T7.3 Electrospray: | CDCls: 10.65 (s, 1H), 8.43
580, 582, (d, 1H), 7.98 (s, 1H), 7.81

CF
8 584 ({(M+HY"). | (d, 1H), 7.71 (s, 1H), 7.60

\ (d, 1H), 7.56 (d, 1H), 7.34

o. M ON
N Ci
Br (m, 2H), 7.21 (t, 1H), 6.12
A NE/ \/> (d, 1H), 4.20 (m, 1H), 1.17
0 == (d, 6H).

N -CHs
CH,
T21.3 Electrospray: | CDCla: 10.97 (s, 1H), B.46
. 502, 504 (d, 1H), 7.84 {m, 2H), 7.75
F
8 {{(M+H)). (s, 1H), 7.72 (m, 1H), 7.49

) (m, 2H), 7.37 (m, 2H),

o. M N
N ol
O 7.11 (d, 1H), 6.15 (d, 1H),
‘ Neyy NE/ \S 4.23 (m, 1H), 1.19 (d, 6H).
o ==




145 CF 01N N C

M5'HNWM P

213 CF3VOPHS8EY N N, H N

N NCH N-\ \ O H-NCH3 CH3 T51.1 165- 168
NNHN O HN CH3 WO 20p5/ 1185234 PCT/ EP2005/ 002204
T51.3 146- 148 CF3 OIN N C

/ICFS C1 N

-59 Conpound Structure
N Oy HCH3 CH3 T52.1 211-

PCT/EP2005/002204

-57-
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
CF
8 ((M+H)"). (s, 1H), 7.81 (m, 2H), 7.58
o M \,N (m, 2H), 7.36 {m, 1H),
‘ A 7.05 (s, 1H), 6.12 (d, 1H),
‘ N NE/ \; 4.20 (m, 1H), 1.20 (d, 6H).
0 \—
Cl
N._ _CH
U
CH,
T46.1 261 -
263
CF,
N
N Cl
N
S i H ”2/ \S
\ 0 \=
AN
H™ “CH,
T46.3 246
248
CF,
o N
N Cl
N. z E
\ o =
N CH,
CH,




O

N C

QHN' CH3  T52.3 269 -
WD 2005/ 085231 PCT/ EP2005/ 002204 -
T53.1 183- 185 CF3 ON N O
H NyCHS CH3 T72,1 226-

N NG NoS/§528

270 CF3 0 1 \NNC
NNHN O d

NNHN I

HCH3 T53.3 259 -

O H\\ /CH3
60 Conmpound Structure MS "HNVR M P.

\ / CH3
260 CF3 \ N

PCT/EP2003/002204

- 58 -
Compound Structure | MS 'H-NMR M. P
T50.1 145 —
147
CF,
O
N Cl
N N.. E E
X o
~N<
H™ “CH
T50.3 143 —
145
CF,
A\
A
N Cl
N N.. E E
- l H N/ \
SN O —
_N_ _CH
o
CH,
T51.1 165 —
168
CF,
o. M N
N Cl




228 CF3 ON N C oc HNCHD CVO 20051085234 PCT/EP2 O O 510 0 2 2114
Conpound Structure MS "HNWR M P. T72.3 229 - 232 CF3 ON NOC 11,
N~t oco Hy CH3 T72207 230 - 233 CF3 'IN ONC N HHo NN\ N Hv
T72.273 184- 186 CF3 Of \NN O HHN \

WO 2005085234 PCT/EPZOOS/ 002204

-89 .-
Compound Structure | MS 'H-NMR M. P.
T51.3 146 —
148
CF,
D
N Cl
T52,1 211 -
213
CF,
| N
O N o
T52.3 269 -
270
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i

N



H( NTC( CH3) 2CH2SCH3 WD 20051085234 PCT/ EP2005/ 002204 -62 Conpound Structure
M5 ' H-NVR M P T73.1 205- 207 CFH3COINN O N, H, " :~H""HO Nt
HEN CH3 T73.3 223 - 225 CF H3C'N NO N-HNJ H\~-r CH3 CH3 T73.207
192 194 t‘ﬁ%@"ﬁ’-% d "Ho N\ HNV W 2005/ 085234 PCUEPRDOBIQRYH2 2 0 3
-63 Conpound Structure M5 "HHNVR M P. T73.273 El ectrospray:

-80 -
Compound Structure | MS "H-NMR M. P.
¥53.1 183 -
185
CF,
\
A
N Cl
T53.3 259 -
260
CF,
A
N Cl
T72.1 226 —
228
CF,
o M Y
N Cl




ol

80 ((MrH)'). CF3 H3CON N O H NTC(CH3)2CH2SCH3 T74.1 133- 135 CF3 \N
NC S NCHN HSCOHCH3 T74.3 206 - 207 CF3 N Od SNHN \ O
CO H-NyCH3 CH3 WD 20051085234 PCT/ EP2005/ 002204 -64 Conmpound Structure
' H NVRYRRUUS/08S2395 1 El ectrospray: CDCl 3: 11.97 (s, 1PHN/EPSBO0R89

MH) ). (br s, 1 H), 8.49 (dd, 1 H), CF 8.00(d,1H),7.87 N (dd, 1 H),
69 (m 1 H, HICONGC 7.61 (m e#), 7.45 (s, | H),

N2Z L O

Compound Structure | MS 'H-NMR M. P.
T72.3 229 -
232
CF,
\
o N
N Cl

T72.207 230 —
233

T72.273 184 —
186

/N“N.
H™ “C(CH,),CH,SCH,




7.41 (m 1H), 3.09 (d, 3H, ~NTly O 2.52 (s, 3H). HCH3 T75.3
ospray CDCI3 12.06 (s, 1 H, 849 517 ((MtH)'). (dd, 1 H), 8.33 (m
CF3 8. }3341H) 7.99 (d, 1 H, N7.87 (dd, 1 H, 7.69 HBC ON C

H N

tr

H , WP ?éi"f‘ L/ /I NHN7.44 (s, 1 H), 7.41 (RQT/EPRYS002204 O 4. 30
H)

1

/]
El ec
1 H)
(m
(m , 2.52 (s, 3H, HyCH3 1.35 (d, 6H). CH3 T76.1 CDCI3: 8.47 (d, 1
7 (s, 1 H, B13 (d, 1 H, 8082-CF3 (m 1 H), 7.94 (d, 1 H, 7.85
d 1 H, 7.73 (s, 1 H, 767 d NA (m 1 H), 7.48 (m 1 H, / NHN
d, 3H. O NO2 H~N CH3 WO 2005/ 085234 PCT/ EP2005/ 002204 - 65 Corrpound
St P——T763TEectrospray. COCH3— 10795 (s, +H—8§. 59

581 (( MEgmpoundd, 1 H), gSpciul | MSH), O §.8NMR 1 H), 8. 33 (oME Hl, O

j N8.20(d—1H) 804 (d1H) |G- NC 7 89 (s 1 H 784 (m N H
N7.56 (m7sy H), 4.02\ \ | O(m |1 H, 1.11|(d, 6H. N2 H~NyCI—l32[@-B

207

1
1
8.

O'N
.93
ruc

(
(
ct
(

173.3 223 -
225

T73.207 192 -
194




T77.1 Electrospray: CDClI3: 10.29 (s, 1 H), 8.47 600 ((MtH)'). (dd, 1H),
7.85 (dd, IH, CF3 7.81 (s, 1H), 7.71 (s, IH, OIN7.70 (d, IH), 7.63 (d,
1H, { N 7.40(m 1 H, 7.38 NH(m 1H), 7.33 (m 1H, \ \ | O06.26 (m
1 H, 2, 900508134 H(NNCH3 T77.3 El ectrospray: CDCl 3: PCO/EBI00640220+ H) , 8. 45
628 ((MtH)'). (dd, 1 H, 7.93 (s, 1 H, CF3 7.83 (dd, 1 H, 7.78 ON (s, 1
H, 7.57 (d, 1 H, 7.36 NO1 (m 2H-863~24 (m 1H, NHN 6.10 (d, 1 H,
4.20 (m i H, O1.16 (d, 6H). H NyCH3 CH3 WD 2005/ 085234 PCT/ EP2005/ 002204
- 66 Corrpound Structure M5 ' HNWVRR M P T78 1 El ectrospray CDC13: 10.82 (br

s, 1 H57—519 (W) H)—86850(d;—tH)+—8085(s;, T+ —C3—7F9S—e-—1H,

7.84 (dCompeynd 02N O N 7Stectgr, | MSH), 7.65( (MeNMRH), N C 7.52.@n L H),
(b

==

7.45 OO NHN¢t (m | H 728 (s 1 H 658 0 (br s _1H _2{98 (d |3H).
H N, CHB1#4873 El ectrospray: CDCl BE&%an s, 1 H, 547 ((MH ). 8{47
(d, 1 H), 807 (s, I H, CF37. 1 7.82 (d, 1 H, j 'N7.73 (d, |
H, 7.59 (m 1 |-|), 580(M+H

T74.1 133 -
135
CF,
\
oo M
N Cl
N
S o N\
\ o =
H,CO
N
H™ TCH,
T74.3 206 -
207
CF,
N
Cl
N
s o N2
\ 0 ==
H,CO
NS -CHs




02NONd 7.53 (m 1H), 7.48 (s, 1
s, 1 H), 427(m 1 H, H-NCH 1.27
CDC13: 9.15 (s, 1 H), 8.53 514 ((M+H)
8.14 (d, WOHSK$SBY (d, 1 H), COCN 7.8
7.47 (m 2H), 2.77 (s, 3H. NCHN SO H
PCT/ EP2005/ 002204 67 Conpound Structus

H) NH N--~ 7.40 (m 1H), 6.20 O (br
H. CH3 T79.1 El ectrospray:
d 8.22 (dd, 1 H), CF3

|_\
<

d

( H, 7.88/Epg00s00Rgos Y N d
| N~CH3 WO 20051085234
-M5 "HNWVR M P. T60.3
5

El ectrospray: CDClI3: 10.10 (s, 1 H), 8. 03, 505 (d, 1 H, 8.43 (d, 1 H),
8,09 CF3 ((M+tH)'). (d 1H) 785(d, H, 7.58 '"N(m 2H), 7.49 (m :
Q\lH 73’8‘(m 1H), 664 \u, 1||}, N7= A4—1+F f +—Hy-—114 (l'flI 6H) o+

2H)
CH3
H),

£ N
CH3 T8CToidduedt rospray: ©GBGtBre 10420 (s, 1 I—|)1N!8H46 489 ((M+H)')M. Rd, (1
4 (d,

7.94 (4_ 1 H, 787 CF3 (d, 1 784 (s, 11 H, 776 N(t_1{H, 77

) (
1H, [198 HC ONT (1 1 W, [Eiddcfilay! ncl-ifo7 f Wideg | (m 1 1),

489 ((M+H)"). | (br s, 1H), 8.49 (dd, 1H),
: 8.00 (d, 1H), 7.87

(dd, 1H), 7.69 (m, 1H),
7.61 (m, 1H), 7.45 (s, 1H),
7.41 (m, 1H), 3.09 (d, 3H),

2.52 (s, 3H).
T75.3 Electrospray: | CDCls: 12.06 (s, 1H), 8.49
517 ((M+H)"). | (dd, 1H), 8.33 {m, 1H),
CF '
° 8.04 (d, 1H), 7.99 (d, 1H),

7.87 (dd, 1H), 7.69

hG O | \,N
: N fl (m, 1H), 7.61 (m, 1H),
Z ] Ny NE/ \/> 7.44 (s, 1H), 7.41 (m, 1H),
Sy 0 = 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
CFs (m, 1H), 7.94 (d, 1H), 7.85
o N (d, 1H), 7.73 (s, 1H), 7.67
cl NGl (m, 1H), 7.48 (m, 1H),
“ AN 2.93 (d, 3H).
o \o=




o
0

3H). HCH 3 T81.3 El ectrospray: CDCI3: 10.49 (s, 1H), 8.44 517

((MH)'). (d, 1 H, 7.93 (d, 1 H, 7.92 CF3 (s, 1H) 785(d 1H) 775
JN(t, 1 H, 7.74(d, 1 H, 7.54 H3CONO (t, 1 m 1 .29
N NCH N-wrkoosods3+ 4.28 (m 1 H), 1.81 O (s, 3H), 1. 18 l(‘an’E f"“zﬁ‘*N\ /
CH3 WD 2005/ 085234 PCT/ EP2005/ 002204 -68 Conpound Structure MS 'H NVR M P.
T82.1 El ectrospray: DVMSO-d6: 11.58 (s,658- H), 463 ((MrH)'). 10.65 (s, 1 H),
8.57 CF3 (dd, 1 H), 8.26 (dd, 1 H, Of N7.87 (s, 1L H, 7.84 (m 1H, N
G 7.68 (m 1H, 7.44(d 1H, NHN-~740(d 1H, 7.21 (t, 1H, NO
7.03 (3 H-—282(s—3Hh—FHAINFEH3—TF83—-3—FEectrospray—EbghH3—341, 22
(s, 1 mpnﬁ;oaﬁd 503, 505 StuctlieH) MSB. 44 (d, | MRS, 14 COF3 ((Wﬂ MIP. (d, 1
H, 7. 1 H . 778 11 N(s 1 H, 7.54 (d 1 H 740 ONC (1
gt?)’ 7 ?r%.(sd 1H, 6.22 N/ NH 1 rospral) 06@3516!@5(%, iy, gls2 \ 1 O (d,
' . 581 (M+H)"). | (d, TH), 8.47 (dd, 1H),
C
® 8.39 (s, 1H), 8.33 (d, 1H),
o M N 8.30 (d, 1H), 8.04 (d, 1H),
Ci N 7.89 (s, 1H), 7.84 (m, 1H),
Neyg NE/ \; 7.56 {m, 1H), 4.02
0 = (m, 1H), 1.11 (d, 6H).
NO, | M CH,
CH,
T77.1 Electrospray: | CDCls: 10.29 (s, 1H), 8.47
- 600 ((M+H)"). | (dd, 1H), 7.85 (dd, 1H),
C
3 7.81 (s, 1H), 7.71 (s, 1H),
o M N 7.70 (d, 1H), 7.63 (d, 1H),
| N o 7.40 (m, 1H), 7.38
Ny NE/ \; (m, 1H), 7.33 (m, 1H),
0 \= 6.26 (m, 1H), 2.96 (d, 3H).
/N"\.
H™ CH,
T77.3 Electrospray: | CDCla: 10.61 (s, 1H), 8.45%
o 828 ((M+H)"). | (dd, 1H), 7.93 (s, 1H),
8 7.83 (dd, 1H), 7.78
oo M n (s, 1H), 7.57 (d, 1H), 7.36
' N G (m, 2H), 7.24 (m, 1H),
Nt NE/ \/> 6.10 (d, 1H), 4.20 (m, 1H),
0 = 1.16 (d, 6H).
N CH,
CH,




H\\ /CH3 CH3 T84.3 Electrospray: DVSO-de: 13.48 (s, 1 H), 496,498 8.54 (d,
1 H), 8.10 (d 1 H, CF3 ((MH'). 802 (m 2H), 7.56 O] N(m 1 H), 7.46
(s, 1 H, 7.29 Nd (s, 1 H, 6.00 (s, 2H), 428 / NCHN~ (m 1 H), 1.26
(d, 6H). ‘é‘f)\?ﬂﬂ*@f‘*m -t GH3 CH3 WD 20061085234 PCT/ EP208%] 1052911022089
Compound Structure MS "HNWR M P. T85.3 220 - 224 CFS HONO HNHN
HHHM /CH3 ~OH3 T88.3 261 263 HBBONCHS SN HO SHF CH3 N N F
F

Compound Structure | MS "H-NMR M. P.

T78.1 Electrospray: | CDCls: 10.82 (br s, 1H),

519 ((M+H)"). | 8.50 (d, 1H), 8.05 (s, 1H),
7.93 (d, 1H), 7.84 (d, 1H),
7.79 (d, 1H), 7.65 (m, 1H),

Y
ON O .
2 N O 7.52 (m, 1H), 7.45
N, Nz/ \§ (m, 1H), 7.28 (s, 1H), 6.58
0 \= (br s, 1H), 2.98 (d, 3H).
~No
H™ T CH,

T78.3 Electrospray: | CDCly: 11.02 (br s, 1H),
547 ((M+HY"). | 8.47 (d, 1H), 8.07 (s, 1H),

CF,

CF
3 7.88 (d, 1H), 7.82 (d, 1H),
Y 7.73 (d, 1H), 7.59 (m, 1H),
ON O N cl
7.53 (m, 1H), 7.48 (s, 1H),
(

Ney “E/ \/> 7.40 (m, 1H), 6.20
0 = (br s, 1H), 4.27 (m, 1H),

H”N\(CH" 1.27 (d, 6H).
CH,
T79.1 Electrospray: | CDCla: 9.15 (s, 1H), 8.53
514 (M+H)*). | (dd, 1H), 8.22 (dd, 1H),
CF
3 8.14 (d, 1H), 8.04 (d, 1H),
co. M \,N 7.83 (s, 1H), 7.66 (m, 1H),
N Cl 7.47 (m, 2H), 2.77 (s, 3H).
N.
74 | HN N
S o,




UCI T88.1 264- 266 OCH3 SN HO NHF CH3 NNNF F C W 20051085234
PCT/ EP2005/ 002204 -70 Conpound Structure M5 "HHNVR M P. T89.1 274- 276 O
CH3 HBC ON x0 HO H3CO NHF Br NNNF F\ C T90.1 242- 244 0 CH3 H3C
OHO HY®O 23R4 HCHAN NF N PCT/EP2005/002204
<67 -
Compound Structure | MS 'H-NMR M. P
T80.3 Electrospray: | CDClg: 10.10 (s, 1H), 8.87
503, 505 (d, 1H), 8.43 (d, 1H), 8.09
CF
8 ((M+H)"). (d, 1H), 7.85 (d, 1H), 7.58
B (m, 2H), 7.49 (m, 2H),
= O N Cl
| N 7.38 (m, 1H), 6.01 {d, 1H},
Ny NE/ \; 4.17 (m, 1H), 1.14 (d, 6H).
o \=
_N_ _CH
Y
CH,
T81.1 Electrospray. | CDCls 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:
517 ((M+H)").

CDClg: 10.49 (s, 1H), 8.44
(d, 1H), 7.93 (d, 1H), 7.92
(s, 1H), 7.85 (d, 1H), 7.75
(t, 1H), 7.74 (4, 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).




F\ C
\ d
"HMRM P.

T90. 3 256- 258 H30 H3C O CH3
WO 2110 510 85 2 3 4 PCT/ EP2005/ 0022114

T91.1 265- 267 O CH

/' H OH3CO0\

NHF CH/NF NF

-71 Conpound Structure M

FCN xHO FNF d HNNNF F d

T91.3 25M028B/08H3€ O F O/ H CH3

-68-

PCT/EP2005/002204

3

Compound Structure | MS 'H-NMR M. P
T82.1 Electrospray: | DMSO-dg: 11.58 (s, 1H),
463 ((M+H)"). | 10.85 (s, 1H), 8.57
s (dd, 1H), 8.26 (dd, 1H),
o Y 7.87 (s, 1H), 7.84 (m, 1H),
N o 7.68 (m, 1H), 7.44 (d, 1H),
a Ne, NE/ \; 7.40 (d, 1H), 7.21 {t, 1H),
N 0o = 7.03 (t, 1H), 2.82 (s, 3H).
/
H N
H” ™CH

783.3

Electrospray:
508, 505
((M+HY").

CDCls: 11.22 (s, 1H), 8.90
(m, 1H), 8.44 (d, 1H), 8.14
(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

Electrospray:
496, 498
{((M+H)).

DMSO-dg: 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, B6H).




X1 O FpNF d HNNNF Ul Table P2: Conp. Nr. Structure
Phys. Data (MS., NMR, MP in C P2.001 524 (MfH)+) OC ~FJ F~/\VN

1 ~-NFNNHNONH G O CH3 W 2011 /1185231 PC T/ EP2005/ 002204 -72

Conp. Nr.WOZPHEWBH% Phys. Data (MS., NVR, MP in C PPQEPIEMNIOMH)+) O
CH d NHHNON r

-69 -

Compound Structure | MS 'H-NMR M. P.

T85.3 220 -
224

CF,

T88.3 261-
263

T88.1 264-
266




-Nd FF P2.003 N538 ((MH+) OO FN FNNHO NNH C 0 CH3 P2.004
[ 547 ((MrH)+) ~ NCO O ONH NdO F F F W 2005/055234
PCT/ EP2005/ 002204 -73 Conp. Nr. Structure Phys. Data (Ms., NVRR, MP in O
P2.005 530 pome$eH) OCl Nf i !'r ~\~ HF NN N | O NPCT/EPZ(UF{GI2204
-70 -
Compound Structure | MS 'H-NMR M. P
T89.1 274-
276
O cH,
HC © N
3 HO
HL © N
Br H o
A
= Cl
T90.1 242-
244
Q cH
HC © Ho
HL o N
H
CH )
= Cl
T90.3 256-
258
HC O
HC ©




P2.006 550 ((MtH)+) HCH OCl O ONH NN i NC FF F P2. 007 560

((MMHH+) CCN CHNHaCNCO ~N H3ICCHFF F W 20051085234
PCT/ EP2005/ 002204 74 Conp. Nr. Structure Phys. Data (Ms., NMR, MP in C
P2.008 562 ((MrH)+) | ~O1 / ¢ NHHNN NI Ct - "' N F
WO 2005/085231 PCT/EP2005/002204
-71 -
Compound Structure | MS "H-NMR M. P.
T91.1 265-
267
Q  CH,
F O N
X "o
F O H _
Cl /N N*N/ F
i F
= Cl
T91.3 251-

253

Table P2:

Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)

P2.001 524 (M+H)+)
o¢ O




FFF P2.010 , 562

MPin C
C(E%’ZU[P@"@H 566

F P2.009 - 562 ((MtH)+) ¢cO N~ 1 OHNH N/ C HaC~ N
((MMH)+) ¢l O I F HNONN, / FNF C CH3 \/\02005/085234
PCT/ EP2005/ 002204 -75 Conp. Nr. Structure Phys. Data
P2.011 58%OWEN¥ Od 1 FFN H FNNNONH C
((MH)+) / O ON
i
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.002 Q 532 ((M+H)+)
0
//CH
Ci
NH HN\/
0O N~ ™=
I
N
=N Cl
F
F
F
P2.003 538 ((M+H)+)
o I
A
H
F N-N N
B
Cl - oj
CH,
P2.004 547 ((M+H)+)




C NNHN ONH/ QFF H3CCH3 P2.013 \ 566 ((MtH)+) OC F F N F N
-NF HNUONH d OCH3 H3 X CH3 WD 2005/ 085234 PCT/ EP2005/ 002204 -76
Conmp. Nr. Structure Phys. Data (Ms., NMR, MP in C P2.014 566 ((MH)+
O N ~ Y@RUWSHBRH N ONH H3C F F 0 CH3 P2.015 568 PCTAERPORF/002204
-73-
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.005 548 ((M+H)+)
: o
. 0
F \
-N

P2.006 ‘ 550 ((M+H)+)

P2.007 O 560 ((M+H)+)

CI

\ /

N7 \
N
NH
H,C 78R
= ~N
Hac \CH
F




C 1NCH2 O OONH NN\ | ~ | -NO FF P2.016 574 ((MH+) } 0 d
N /XNHHNQ N -NdO FF F W 2005/085234 PCT/EP2005/002204 -77 Conp.
Nr. Structure Ph%éj Data (Ms., NVRR, MP in C P2.017 F 575 N C3
N |

N F kl o NQ4pe0gps _0O- PCT/EP20 '\fU(]Z 4
-74 -
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)

P2.008 O 562 ((M+H)+)

O
<j 2
=N Cl
F’
F
F

P2.009 O 562 ((M+H)+)

P2.010 562 (M+H)+)




P2.018 N 576 ((MH)+) 1 ~0d FFN ~~\\~~11 H FN-NNONH C | f
CH3 P2.019 N576 ((MH)+) OoC ! i Ff N HFNNNONH C / CH3 CH3
WD 20051085234 PCT/ EP2005/ 002204 -78 Conmp. Nr. Structure Phys. Data (MS.,
NVR, M P¥QA00808§34 020 - 577 ((MrH)+) C 1 C NH HN D NPCT/ER2@5/0220N I F F
-75-
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.011 O 562 ((M+H)+)
\)[\\/VU\ _
\
N-N
A,
CH
P2.012 O 566 ((M+H)+)
P2.013 566 ((M+H)+)
e
F -9 _
FWN
F N-N A
N N
[N
Cl e OXCHS
HC CH,




F P2.021 0 580 ((M+H) +)
,F F4j-/ N 1 ~~H FNNNCNH d
Structure Phys. Data (M5

586 (( M-H) +)

od

PCT/EP2 0 O 510 02 20 4 -79 Conp. Nr.

in C P2VO23005885264 MrH) +)

\'V“NCH NHC~CH Cd oF NNNF C P2 022
OH WO 20051085234

., N
OCONHHNT S/ _CH NN N CPCTEPRIOS{§02204

_76_
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.014 O 566 ((M+H)+)
C
N
H
07 "NH
HSCJ\
0
N
CH,
P2.015 Q 568 ((M+H)+)
Cl
S
Cl o
0. NH BN
I
=
7N
=N ¢l
F
F
F
P2.016 O 574 (M+H)+)
o%
%NH AN NTS
p
7N
=N  Cl
F
F
F

M P



P2.024 - 594 ((MrH+) 0°
((MfH)+) OC NH FiNON\ NCH
PCT/ EP2005/ 002204
P2. 026 SOMOCLNINS2Y O 1 / C

-80 Conp. Nr.
NH HN O

C HNON dNH N N
i N Nd
Structure Phys.

-77 -

FF F P2.025 594
F F F W 2005/085234
Data (MS., NWR
N N .41 N C POI/EBRGS/001204

Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.017 575 ((M+H)+)
C‘C‘N{/
O
P2.018 O 576 ((M+H)+)
Cl
A )
F ( i N
N-N N”
/ WP TNH
o VL\\
CH
P2.019 576 ((M+H)+)
F
\
F N-— N
( CH,

MPin C



P2.027 594 ((MrH)+) O~CHz O NH HN~/S ON |

NI NC

Dat a SI\/B . NVR M
CT/EP2005/(42204

F F P2.028 596

Pin O

((MMH)+) d ON NNFCO HONHF FS° _CH3 CH3 W 200-/085234
PCT/ EP2005/ 002204 -81 Conp. Nr. Structure Phys.
P2.029 S8 IO/MFPH C / \ ONNC HN ONH
-78 -
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.020 O 577 ((M+H)+)
Uk
TR 0 N7
N:(
-
Q\/S 7N
=N  Cl
F'
F
F
P2.021 O 580 ((M+H)+)
o]
N
o wy
NH ~-CH,
Cl
0N b
/ F
N N‘*N F
T
= Cl
pP2.022 ‘ 586 ((M+H)+)
Cl
A
F \*\ N
F on-n N
N
7 N\O NH
CI™"N\= i _OH




FFF sl CH3 P2.030 596 ((MrH)+) (T1.273) N1/ CCON NN HI 'N ONH
H3G' F F CH3 5-CH3 F P2.031 600 ((MrH)+) 0 C NHHNO ON -Nd FF
F WD 20WA\5234 PCT/ EP2005/ 002204 -82 Conp. Nr. Structure Phys. Data (MS.,
NVR, M PPRYE"P31032 C H3 601 ((MFH)+) N~ H G N HNPCIYEB2¢§5/003304
-79 -
["Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
"P2.023 Q 592 ((M+H)+)
(e
o N s e
O NT ™=
|
i
=N Cl
F
F
F
P2.024 O 594 ((M+H)+}
NH HN o Nl RN
2
O =N Ci
Q/o F
F
F
P2.025 O 594 ((M+H)+)
(Lo
Cl
C —
TS =CH
N
=N Cl
F
F
F




FF FP2.033 N603 ((MfH)+) HNC O ONHN\ N NCO FF F P2 034 604
((IMMH+) OO f i FNFNNHNONH C H3C S\10 2005/085234
PCT/ EP2005/ 002204 -83 Conmp. Nr, Structure Phys. Data (M., MPin C
P2.0 55 BOX206MR4) 0 O F czz~-rAN FNNH Nj O NPCH@IPZ*HQ/@ZS(" P2. 036
607 ((MtH+) O
-80 -
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.026 O 594 ((M+H)+)
L
HN
NH NTX
I
/N
=N Cl
! F
CH F
F
P2.027 594 ((M+H)+)
(o
CH
o~ F
CF g NS
0 N7
i
P
7N
=N  Cl
F
F
F
P2.028 ! 596 ((M+H)}+)
N
O ﬁq
S




T-CIQ
e 2

0

N
H
H

40

H HN
F

F
@)

0O NN
O CH3
WO

609

N |
P

2.038 O d 608 ((MH)+)

2005/ 085234 PCT/ EP2005/ 002204
NVRYO 284583244 ) P2.039 F F O 608 ((M+H) +)
((MrH) +)

Cd NHHNON N

-89 -

-~0 Nd FF F P2.037 607 ((MH)+)

ad N \'H NNFd

F\ NFNNHCH/ NN ON~/> Cl

-84 Conp. Nr.

) Struct ure Phys.
F 0 NHC @W’"*@Pz?@* _ HaC

Dat a

[ Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.029 O 596 ((M+H)+)
O l\q
P2.030 596 ((M+H)+)
T1.273 O N
{ ) ot N/
O ———
Cl
T N
N
O™ “NH Z
HSC% "
CH, S-CH F
P2.031 Q 600 ((M+H)+)
(Jo
cl
hy HN-
0] N7 =
|
JNT
=N Cl
F
F




N-NO FF F P2.041 610 ((MFH)+) ~C Ngcl NNHN NHHFF S CH3 WO
2005/ 085234 PCT/ EP2005/ 002204 -85 Conp. Nr. Structure Phys. Data (MS.,
NVR, MPiri C P2.042 610 ((MrH)+) C NHHNOIr N~ 0 O-' NHICFE NC
CH3 F F P2.043 610 ((MfH)+) O NO HNONH CH3 F

WO 2005/085234 PCT/EP2005/002204
- 8D .-
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.032 601 ((M+H)+)

P2.033 603 ((M+H)+)

P2.034 604 ((M+H)+)




-~ F H3C CH3 F P2.044 610 ((M- H)+)
F S H3C CH3 WD 20051085234 PCT/ EP20051/ 002204

I I

c

/[ N d NN HI
-86 Conp. Nr.

N ONHF F
Structure
Od NolNHHNDO

N NH HN OPNI{HE2@s/002204

Phys. Data (MS., NVR, MP in C) P2.045 611 ((MH+) i
N X N RQ@ROEES23E P2 046 611 ((MH)+) O O
_83_
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.035 O 604 (M+H)}+)
Cl
A
F N
\ ¥
F N-N N
I &O7 TNH
ClI "\ = HC™ N
S/
P2.036 O 607 ((M+H)+)
(o
Cl HN
NH
@] N ‘\l
SRy
a8
=N  CI
F
F
F
P2.037 ‘ 607 {((M+H)+)
O
P2.038 608 (M+H)+)
F
F




FF F P2.047 614 ((MtH+) N--//O0Cd O Of/ N = NdO F F W 2005/085234
PCT/ EP2005/ 002204 -87 Conp. Nr. Structure Phys. Data (Ms., NMR, MP in QO
P2.048 616 ((M+tH)+) 0d Ff~ F'YNJ/ FN- NHNNHO d F P2.049 F
616 ((I\/H;Q&) 1\ OCH3 NHN NHO ONO N F
' 2005/085234 PCT/EP2005/002204
-84 -
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.039 F_F o 608 ((M+H)+)
F ,—N‘N —=
. \
N
0
0 NH
NH
oY
G
H,C
P2.040 O 609 ((M+H)+)
(e
0
\\NH BN C N
l
N
=N Ci
N E
F
F
F2.041 ’/\ 610 ((M+H)+)
N f TN
Cl N
O —
/LK/ Cl
Ny
N
O%\NH /
% F
F
F
SK
CH,




FF P2.050 618 ((MfH)+) O Fy~~9 F\ HFNNO-NH O | ~~ H3C~O/ F
WO 20051{) 85234 PCT/ EP2005/ 002204 -88 Conp. Nr. Structure Phys. Data (M.,
NVR, MPinC P2.051 622 ((MFH)+) NS C 0- NHN/ NdO F F P2.052 H3C
622 ((M-MJOIOOSO803H N OI HMN O / NNNGC 0\ ) F PETEP2005002204

- 85 -
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.042 610 ((M+H)+)
P2.043 610 (M+H)+)
P2.044 - 610 ((M+H)+)
f
M
lII
S
H,C




P2.053 624 ((MFH)+) O FFFC x HN 0 NHCH3 N C
2005/ 085234 PCT/ EP2005/ 002204
NVR, MP in C P2.054 625 ((MH)+)

-89 Conp. Nr.

Dat a
N i

~CH~ 1 S H3CG- WO
Structure Phys.
OSN Od NHHNJ

(MS.,
N Cl

F F P2. 0932443893828 ((MrH)+) S O H3C N CH3 O N HNPCIVEPZHUS/02204

- 86 -

Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.045 = 611 ((M+H)+)
|/
|
==\ 0 7 ~c
Ne I hy BN ® NS
|
NN
=N O
F
/> F
F
P2.046 N 811 (M+H)+)
\ -
0 c
N [y AN-© NN
/N
=N Cl
F
F
F'
P2.047 @ 614 ((M+H)+)
H
W N0
—
Cl
0]
NH
OQ_{/ NI/N
200
=N Gl
F
F
F

F



G NN FF F P2.056

0 629 ((MH)+)

20051085234 PCT/ EP2005/ 002204 90 Conp. Nr.

0 NH d

NHNC N 0|

Structure Phys. Data

F F W
(Ms.,

NIVR,

MPin C P2.057 Cl 630 ((MH)+) F NN NFi O FCO HN HH3CN CH3
CH3 0 P2.“058106r3€’:52€{ M+H) +) oal NHHN ONI N PCT/EP2005/002204
- B7 -
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.048 616 ((M+H)+)
F
FW
&
F N-N
Cl
2\/[:
I
g
P2.049 F 816 ((M+H)+)
0 ; CH,
|' A N
' /4
- H N N
NH _
¢ o*/ N
| N
¥/
F
F
F
P2.050 618 ((M+H)+)
Ct
O |
F i
P
= N
FWH |
F N7 N 07 NH
T
Cl e
HC—
F




C FF F 642 ((MH+)

P2.060 644 ((MrH)+) o CIO NH HN~/~5 N
PCT/ EP2005/ 002204 -91 Conp. Nr. Structure Phys. Data M5., NMR}, MP in

O P2. 06 WVERVGAR2EL MrH) +)

- 88 -

P2.059 Q0 HN -~ C

N N

HN CH3 N HN\ \ I’

N HNN'~-1F \ COFF
ad F 1F F WO 2111151085234

Cl | N PCHESROOSHOZL F F

Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.051 622 ((M+H)+)
P2.052 HSC7\m 622 ((M+H)+)
0
0
\&H
N.
s
O
N
Ny
Cl
OMF
FF
P2.053 e 624 ((M+H}+)
|
X cl FF
W "
a
4( ﬁ N
O "NH A
S CH, /
HBCJ




P2.062 654 ((MtH)+) ~1 ¢l OF i F ONo NNN~F H3C\ Cj , C1L 0 P2.063
658 ((MMHH+) d 1 CNNr d NHN ONHF FF S CH3 W 20051085234
PCT/ EP2005/ 002204 -92 Conp. Nr. Structure Phys. Data (Ms., NVR, MP fn O
P2.064 66VORUMIHRE CcINFn F M F NNNCH N CN Cl PCTEP2003402204

-89 -
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.054 625 {((M+H}+)
P2.055 628 ({(M+H)+)
P2.056 o 629 ((M+H)+)
N




F P2.065 670 ((MtH)+) O F F1\ Ni FNNHNNOGC F P2.066 | 676
((MH+) N~1 ~Br d OONHN N NG FF F W 20051085234
PCT/ EP2005/ 002204 -93 Conp. Nr. Structure Phys. Data M5., NMR MPin Q
P2.067 , W9 208082 H) +) | NNNFF OC F F NH OH3BCEHEB2BHE8! 684
((MH) +)  d
- 90 -
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.057 630 ((M+H)+)
F
HGCW\/
CH,
P2.058 636 ((M+H)+)
0!
o
F
F
P2.059 ij 642 ((M+H)+)
!
QO
HN 7 N\
N
e H N"'N
/ NM
cl © £ F
P2.060 Q 644 ((M+H)+)
G
cl
NH HN\/\S/\Q
Oﬁ R
L
a
=N  Cl
F
F
F




O YN f ~\ N FNNNCH3 NHCH3 C !CH3 CH3 P2.069 686 ((MtH)+)
Focd PFyH" HHFNNNNOSH O H3C CH3 P2.070 690 ((MtH)+) i O F
0 NHHNO FN FFFNO FFF W 2005/085234 PCT/ EP20 05/00 2 2 04 -94
Comp. Nr W&EH§#8328€ Phys. Data (MS., NVR MP in C PPCHEP2@PABEES (( MHH) +)
FNNHOJ FIIl i N FI OcND
- 91 -
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.061 646 ((M+H)+)
P2.062 654 (M+H)+)
P2.063 658 {((M+H)+)




H3CN~, C  P2.072 H3C CH3 699 ((MtH) +)

FII-\/Zi~ 0F NNN

FF N FFF L F 1%O0 2110 /085234 PCT/ EP2005/ 002204 .
MPin C P2.074 747 @PCVHERAOSAOZNI N~ C

d P2.073 730 ((MH)+) N J

0O0ONO H3CCH3 N/

Struct ur eYPRYSEIE[Ea (MS., NWR
NIHN
-92 -
Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
' P2.064 664 (M+H)+)
P2.065 670 (M+H)+)
P2.066 676 ((M+H)+)

/O ONHN

-95 Conp

Nr .

\

H HN\ \ F C

1

N



ONHF CHs Ff F 0 NS P2.075 749 ((M+H)+)
F F WD 2005/ 08. 5234 PC T/ EP2005/ 002204
NVR,

YN d
Dat a

(M5, ,

‘ MPin C P2.076 CF3 459 ((MtH)+)
/ 110 H PARPSNEMUSS23H3C CH3 P2. 077 488 (( M+H) +)

- 03 -

NFN/SFF d OONN-~ N

-96 Conp. Nr.

(T85.273) oil

Structure Phys.
Hd NH

(18.1) CRETEPEMSOF20C NN N N

Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.067 AN\ -l 680 ((M+H)+)
&
P2.068 684 {(M+H)+)
P2.069 X 686 ((M+H)+)
o P
O o
F T
FWN = CH
F L—N‘ NH A /\/{s
07 "N
R
m’@ HHGC CH,
P2.070 690 ((M+H)+)




HC 3 O P2.078 F 507 ((M+H)+)
234 PCT/ EP2005/ 002204
in C P2.079 H3C 522 ((MkH)+)

-97 Conp. Nr.

CH3ONF CNNN F HF HCC
(MS.,

Structure Phys. Data
1d oF H~F NNNF ONUJU

WD 200/ 08
NVR, MP
H3C P2. 080 HO

524 ((MrRyepogosge3F HF O NN.N F H3C C P2.081 N 533 ECIVHHRa)5/002204
-94 -
Comp. Nr, | Structure Phys. Data
{(MS., NMR,
M.P in °C}
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07 "NH ¥ Ny F
2 N F
e
cl
HC™ e,




\ 1 d
NHN N-N F O/

H3C |

NN HN ONHHICCH3 FF F P2.163 F 272-274 C
) c WD 201151085234 PCT/EP2 005 /0 0 2 2 0 4

-1/"OO0OCH3 F H
-123

Comp. Nr. Structure Phys. Data (Ms., NMR, MP in C P2.164 F 234-236 C
F -~ O BBIWEs234 ONH NNNF F H3C Llicr P2.165 F PEWEBHE W22 - O O
-122 -
Comp. Nr. | Structure Phys. Data |
(MS., NMR,
M.P in °C)
P2.161 265-267 °C
o
0 CH,
0]
N7 N -
o N F
N/N \ N
S
Cl
HC™ en,
P2.162 254-255 °C

P2.163

272-274 °C




Bro N\ f d NN IHN ONHHICCH3 FF Exanple P11 The other conpounds
listed in the Tables 1 to 85 can al so be prepared in a manner anal ogous to
t he procedures described in the Exanples P1 to P10. The Table A discl oses
338 neanyisM8¥At variables Z1i Zz, Rl, Rz, R3 and R4PCHER0§EM3BUND of
the formula |. Table A WD 20051085234 PCT/ EP2005/ 002204 -124 Z1~Y Rl Re
NR7 2 R Rs R5 (I) R4 R3 Line Z, Z223R, RR RB R4 F3ICNNA10O0 1IN/ \
HHCH3 C F3CN NA2O0ON/\ HHCHCH3 C F3BCNNA3O0OON/_\ HH
CH(CH3)2 C G N / A400HHRCGCH

Comp. Nr. | Structure Phys. Data
(MS., NMR,
M.P in °C)
P2.164 , F 234-236 °C
o
0
Br
O _
N e 3
H / F
0 NH N N~ N
/ ¢ \ F
RN Ct
P2.165 284-286 °C
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, Rz, Ryand Rsin a
compound of the formula I.

Table A



a d
OOHHCH O

A5 OOHHCHRCH Ca C

R RQ Bf A\ \ A8 00 HH CH2CH3 C
F3CH2CONWYO 709508583410 O O HH CH3
F3CH2CON N/ 21 A.12 0 0O HH CH(CH3)2 C

- 124 -

N/ 21 A6 00 HHCHCH)2 CL Br
WD 200 5/ 085234 PCT/ EP2005/ 00 2204

NI A7
-125 Line Z, Z22 -R, R2

Br NNA9O0OOt NHHCHCH3)2 dC
F3CH2CO N N A 11 OPQOT/EPHOFAECHACH3 Cl

R TR,
Line Zi| 2 -RH; R Rs R.
F3C /N\ N \
A1 0|0 \L{\"Q H H CHs
cl
FSC /N\ N \
A2 |0 |0 A $ . H |H | CHxCH,
Cl
F3C N N
=Ny N\
A3 1010 AN H H CH(CHa),
Cl
Cl
N N
FNe /N
A4 |O|O S . H H CH,
Cl
Cl
N N
/A
A5 |O|O SN — H H CH,CHj
Cl
o
N N
SN/
A6 0!0 S — H H CH(CHs)»
Ci
Br
N N
SRR/
A7 |00 = — H H CHs
Cl




FBCN // A13 00 NCHHCH O F3CN --(/ ~A 1400 VvNY HH CHZCH3
O FBCN/ A 150 0 NDHHCHCH3)2 Br C 'NN/ A16 0 0 HHCH3 O WO
2005/ 085234 PCT/ EP2005/ 002204 -126 Line Z, Z2 -R, RR RB R4 C NN/ N\

A 17 0 OWPHEMSEY Br & NN/ \ A 1B 0O 0 H H CH(CH3) PCTEP2045007%049 0 O Br
N N-pHCH3 Br Br tN %\ A 20 00 NHH CHCH3 Br Br

- 125 -

Line Z1 Zg Rg Ha Hg

_R1
Br
N N
e \N / \
A.8 0|0 S — H H CH.CH;
Ci
Br N N
o \N / \
A9 o0 2 — H H CH(CHa),
Cl

F,CH,CO N N
T N— N
A10 |0 R . H H CHj,
Cl
FSCHQCO N N
- \N / \
Al 10 ) — H H CH,CH;
Cl
F,CH,CO

N N
TN N
A12 (010 S — H H CH(CHa}.
Cl
F.C N N
NN\
A13 10 |0 S _ H H CH,
Br

FC

N N
SN/
A1d 100 e — H H CH2CHg@
Br

F.C

3 N N
T \N / \
A15 {0 |0 = — H H CH(CHz).
Br
Cl
N N
- \N / \
A.186 Q10 o _ H H CH;
Br




NN/ \ A21 00 HHCHCH3)2 Br F3CH2ZCp NN A 22 00 HHCH3 Br F3CHZOO N
pN A23 00 NHHCHCH Br F3CH2ZCp NN N A 24 00 HHCH(CH3)2 Br F3C
N NA25SSN~\ HHCH3 C W 2005/085234 PCT/ EP2005/ 002204 -127 Line
Z, Zz -RWRPORESA4 FSC NN A 26 SS NHHCHCH C FBCTHPMOANOZ0E S N H H
CHCH3)2 Ca C NN A28 SSHHCH3 -21C G NN A29 SSt NHH CHCHS

C -126 -

Line Zi| Zs

-R,
TN\
A7 Q|0 R —_— H H CH>CH4
Br
Cl

N N
SN/
A18 |0 | O SN — H H CH(CHgs),
Br
Br
N N
e N\
A19 |O|O SN _ H H CH,
Br

Br

N N
=4 |
A20 (O |0 S — H M CH.CHs
Br

Br

N N
e N
A21 |C|0O S — H H CH(CHs)
Br

A22 OO S — H H CHa

Rs R; R

A23 |00 2 — H H CHCHg

SN/
A24 |O|O =S — H H CH{CHa)z
Br
FaC /N\ N \
A25 |S |S N ! H H CHa




O A30SSHHCHCH)2 C Br ~I'N% A31SSHHGE C St NN/ A 32
SSHHCHRCH3 C ST N 'NN/ A33 SSHHGCHCH)2 C F3CH2CON N N/

A 34 SSHHCH d WO 2ul)5/ 085234 PCT/ EP2005/ 002204 -12B Line Zi Z2 -R1
R2 R3 RAWGFBOMISON N A. 35 S S H H CH2CH3 Cl  F3CH2C0 NPRIVEPIOS/M238 S S H H
CH(CH3)2 C F3CN/ A37 SSNPHHCH Br F

- 127 -

Line 21 Zg -R1 Rg Ra R4

FOLN. N \
Cl
FSC /N\ N \
A27 |s |s \%N*Q H H | CH(CHa)»
c

cl
NN
T N— N
A28 |S S = - H |H |CHs
SV ocl
cl
NN
TN/ N
A29 |S |S = — H |H | CHCH,
cl

Cl

N N
= N |
A30 |S |S = — H |H | CH(CHs)
Cl

Br

N N
TNl N\
A31 |S|S = — H |H |CH
Cl

Br

N N
TN N\
A32 1S |S = — H |H | CHCH,
G

Br

N N
N/
A33 IS |8 S — H H CH(CHg),
Cl

F,CH,CO

N N
/A
A34 |S |S = _/ |H |H |CHs
Cl




/ A'38 SSHHGCHCH Br FSC NN A 39 SSHHCHCH)2 Br CL NN/
SSHHCH B C A4l SSN Q@ HHOGHRCH B CLN/ A42 S S HH

(CH3)2 Br Br N A 43 SSD2HHCH Br W 2005/ 085234 PCT/ EP2005/ 002204
29 né\(Z2”“Z/28“2H1 R2R3 R4 Br JNN1 A 44 S S HH CHREBEPHOS/HINON / A 45
S HHCHCH3)2 Br FaCH2C0 N N

N "N
A 40
CH

-1
S
-128 -

Line 21 Zg -R HQ Hg R,
F,CH,CO

A35 |S |8 \E‘ 43) H |H | CHCH,
FCHCOL N N
TN N
A36 |5 (S = — H H CH(CHa),
Cl

FSC /N N
N/ N
A37 |S|S SN — H H CHs
Br
FsC N N
SN/ '
A38 |S|S =N —/ H H CH,»CH,
Br

FBC N N
N\
A.39 S5 = — H H CH(CH,),
Br

“N—ld N
A.40 S|S T — H H CHs
Br
Cl
N N
SR/
A.41 S8 e — H H CH,CH,
Br

i

N N :
TN— N
Ad2 |8 |S S . H H CH(CHs),
Br

Br

N N
T N—C N
A43 |S | S BN — H H CHs
Br




N> >>>

2

gaobhbh
' NO OO
EOOU‘)(})

g

SNHHCH3 Br F3CH2CON N A 47 S SN HHCHRCH3 Sr F3CH2O0 N N
SNHHCHCH3)2 Br F3BCTNNA49 0 SN/ \ HHCH3 C F3C NN
SNHHCHRCH C F3GMNM NAS510S"TN HHCHCH3)2 C C ' NON
SYD2PPSEH3 Cl WO 2 011510 8 5 2 3 4 PCT/ EP2003/ TR0 022040 Line z1
RRBHA C N\ A5 OSNHHCHRCHS C C N A5 OSHH
2 C Br-,,.N N - 129 -
Line Z1 Zg 'H1 Rg Ha R4
Br N N
TN— N
Ad44 1S |S S — H H CH,CH,
Br
Br N N
-y \N y \
Ad5 (S |S = — H H CH(CH:).
Br
FGCHch N N
SN/ A\
Ad6 |85 |8 S . H H CH,
Br
TN N\
A47 (S |S S _ H H CH,CH,
Br
F,CH,CO_ N
T W— N
A48 |S IS S — H H CH(CHa)»
Br
FGC N N
SN/
Ad49 1O |S — - H H CH,
cl
BC N N
TN— N\
As0 [O|S — . H H CH,CHs
Cl
F30 N N
TN N\
A5l (O[S — . H H CH(CHa),
Cl
ChoN N
YA\
As2 lO|S S . H H CHs
Ci




N/ A55 OSHHCH3 C Br v A5 0S21 HHCHRCH3 NP O Br N/ A 57
0 SHHCHCH3)2 C F3CH2ZOO NN N A 580 SHHCH3 C F3CHCO NN/2A.59
0 SHHCHCH3 Cf FaCH2C0 NN A 60 0 SNHHCHCH)2 O F3CN A610S
H H CH3 W 20081334 085234 PCT/ EP2005/ 002204 -131 Li ne PAT/EB2WRGIEM R3 R4
F3SC ~/ A 62 OSNHHCH?.CN3 Br F3BC N N A 63 O S\
-130 -
Line 21 22 -R1 Ra Rg Ra
Cl
N N
TN\
AB3 |O|S =N — H H CH.CH,
Cl
Cl
AS4 |0 |s \R AQ H |H |CHCH,),

Br

=N \
ABs |[O | S H H CHs

Br

N N
T \— N
AS6 |O|S = — H |H |CHCH,
Cl

Br

N N
"N N\
A57 1O |S S _ H H CH(CHz).
Ci

F,CH,CO

3~ N N
= \N /4 \
ABB |C S e — H H CHs
Cl
FSCHch N N
W= N\
AS9 |O |8 S — H H CH,CH;
Ci

F.CH,CC

g=tla N N
“WN— N\
AB0 |O|S o — H H CH(CH:s}),
Cl
FC N N
AN/
A.61 Q1|8 e — H H CH;
Br




HHCHCH3)2 Br CNIN A 64 0SHHCHS Br C

Br I NN A66 0S/ HHCHCH3)2 Br Br
N A68 0 SHHCHCH Br Br Afi9 0 SHHCHCHa)2 Br F3CHZCO "N N N/
A 70 O SWMQ MUIIE234Br WO 2[ 3051085234 PCT/ EP2005/ 002204 PCHBR2OPIMR2ZRE 72 R

A2 R3 R4

NN/ A 650 SHHCHCH3
NN/ A67 0O SHHCH3 Br Br" N

- 131 -
Line |(Zi|2Z]- Rz Ra R4
—
) N N
TN N
AB2 O 1S T — H H CH,CH,
Br
3C /N N
NI/
AB3 |01iS SN — H H CH{CH3),
Br
Ci
N N
“N—? N\
AB4 {O1S S — H H CH,
Br
Cl
N N
TN/ N
AB5 |O|s S _ H H CH,CHs
Br
o
-
A86 | O[S \E(ﬁ H o |H | CH(CHs)
Br
A67 |o|s \Rﬁ H |H | CH,
Br
N N
TN N\
A68 10(S S — H H CH,CH;
Br
Br.
N N
SN/
AB63 [O!S S _ H H CH(CHa)z
Br
F.CH.CO
S AN
A70 |O|s S _ H H CHj
Br




FSCHRCON N A 71 OS NHH CH2CH3 Br F3CH2CON N ..N /-\
CH(CH3)2 Br F3CNNA73SON/\ HHCH3 C F3BCNNA.7 B
CH2CH3' Cl F3C A 75 SO NHHCHCH3)2 C C CH3 HN2 A 76 SOHHC
NN/ \ R8I HacHs o Cl/ \ A 78 S OH H CHEHEFB20EEM N
A'79 SONHHCH C WD 2005/085234 PCT/ EP2005/ 002204

132 -
Line 21 Zz 'R1 Rg Ra F{4
FsCH,CO N N
TN N
AT O}S = — H H CH.CH;
Br
F.CH,CO

N N
N’ N
A72 |0 18 = — H H CH{CHa);
Br
F,C N N .
T\
A73 1S |O — o H H CH,
cl

F.C

I AN
A74 |5 |O \LKNQ H H CH,CH;
cl
FBC /N\ /N \
A75 |S |O \%N—&-D H H CH{CH3),
Cl
Cl
N N
/A
A76 |S |O S5 — H H CH;
Cl
Cl
N N
Nl N
A77 |S |O S — M M CHyCH;
Cl '
Cl

=N
N
AT8 S1{10O S — H H CH(CHs),
Cl

Br

N N
NI/
A79 |S |O = — H |[H |CH
cl




e Z Z2-R RRERRA Br/ N NNPABOSO 21 HH CH2CH3 T Br
SOHHCHCH)2 C F3CHZOO NN~ A8 SOHHCH C F3CH
OYNHHOCHRCH3 2 C F3CHRCONN A 84 SO0 NHH CH CH3)?2
BO8S283§ N/ HHCH3 Br F3C N A 86 S 0 HH CPOEEB2EFHZHIC ' NN N
HHCHCH3)2 Br C N/ A8 SO0 HHCH
-133 -
Line 21 22 'R1 Hg R;; R4
Br
N N
/A
A80 |S|O S _ H H CH,CHj
Ci
Br
N N
“N— N\
A8l [S|O SN — H H CH(CHaz)
Cl
F,CH,CO_ N N
TNl N
AB2 [8 |0 = - H H CH,
Cl
F,CH,CO_ N N
TN N
A83 |S|O S — H H CH,CH,
Cl
F30H200 N N
/A
Cl
F.C
PN N
N
A85 {S|O S _ H H CH,4
Br
F.C N
RN/
A8 |S|O S _ H H CH.CH,
Br
FaC N N
e N\
A87 |S |0 S _ H H CH(CHa)»
Br
Cl
N N
SR/
A88 |S |O S — H H CHs
Br




Br WD 2005/ 085234 PCT/ EP2005/ 002204

A.89 SO/ HHCHCH3 Br C

A91 SO HHCH Br

Br

-134 Line Z, Z2 R RR RBRA CENMN

1NN A9 SO/ HHCHCH3)2 Br
NN/ A 92 S0 HHCHCH Br
CH( CH3) 2WBHORaEPIC0 NN N A 94 S OH H CH3 Br

Br NN/ N
Br N A93 SO0/ HH
F3CH2BT/RPNOXIG2HS 0 N H H

CH2CH3
-134 -
Line 21 ZQ "R1 Rg Rg R4
Ct
N N
SR/
ABY [S|O S — H H CH-CH;
Br
Cl
N N
SR/
AS0 [S|O S _ H H CH{CHa)
Br
Br
N N
“ N\
A9l |S IO S — H H CH,
Br
Br
N N
e N\
1Aa92 |8 |0 = _ H H CH,CH;
Br
Br
N N
SN/
A93 (S |O SN — H H CH(CHa)2
Br
F30HECO N N
e\
A94 IS O = - H H CH,
Br
FLCHCO N N
“N— N
A95 |[S |0 S _ H H CH,CH,4
Br
F,CH,CO_ N
TN N
A96 [S|O =S8 . H H CH(CH)-
Br
FBC /N\ N \
A97 |O|O N /_ CHy | H CHs
Cl




Br F3CHZCON N A 96 SO HH CHCH3)2 Br F3CNNA97 OO0 NCH3 HCH3 C
WD 2005/ 1185234 PCT/ EP200 5 /002 2 04 -135 Line Z1 Z2 -R R2 R3 R4 F3C N N
A 98 00/ \ CH3 HCH2CH3 C FaCNNA. 99 0 0 CH3 HCH(CH3)2 C C A 100
0 0 N CHYGRWHESS2ZE C1 N NP A 101 O O CH3 H CH2CH3 CPCUEPROfII20402 0 O

CH3 HCH(CH3)2 O Br NON A 103 OO/ CH3 HCH3 Cl

-135-

Line Z, Zg -R, R. R3 H4

FSC ___,.N\ N \
ass |00 \%NQ CHy |H | ChCH,
Cl
PO My
A99 (O[O \LKN—Q CHy | H CH(CHa)e
Cl

Cl

N
/N*N 7 N\
A100 |O | O S — CH, | H CHs
Cl
Cl
N N
T N— N\
A101 |0 | O S _ CH; | H CH.CHj
Cl
Cl

N N
N N\
A102 {0 {O = — CHy |H | CH(CHa)
cl

Br

N N
“N— N\
A103 |0 | O = _ CHy |H | CHs
cl

Br

..»'N N
e/ N
A104 |0 | O = — CHy |H | CH.CH;
C

Br

N N
S/
A105 [0 | O = — CHy |H | CH(CHa)
cl

F,CH,CO

LRl N N
TN N
A106 |O 1O s — CH; [H CH;
cl




Br "N A 104 0 0 CH3 HCH2CH3 Cl Br" N

F3ICHZCON N A 106 0 0 CHB HCH3 2 C
-136 Line Z1 Z2 -R1 R RB R4 F,CH2CON N A 107 0 0 CH3 H CcHzCH3 (I

N N A 1090020054858H3 H CH(CH3)2 Cl F3C N

NN A110 0 0/ CH3 H CH2CH3 Br

-136 -

/ 21 A105 0 0 CH3 H CH(CH3)2 Cl

WD 2105/ 085234 PCT/ EP2005/ 002204

F3CH2CO

/ A 109 0 0 BRH/EPRRIMEHI Br F3C

Line Z1 ZQ 'Rj Rg Ha Rd
F,CH,CO N N
N\
A107 (O | O = — CH; iR CH.CH;
Cl
F,CH,CO N
=N W\
A108 (O | O Sy — CH; | H CH(CHa),
Ci
FiC N N
T N— N
A109 10 O T — CHy | H CH;,
Br
F.C
NN
A110 | O | O S — CH; | H CH,CHs
Br
F.C
PN N
A111 O O o — CHy [H CH(CH3),
Br
Ci
N N
T MN—? N
A112 (O | O T _— CH; |H CH,
Br
Cl
N N
A VI/AA\
A3 |0 | O = — CH; |H CH.CH;
Br
Cl
N N
TNl N
Br
Br
S\
At1t510 0O = _— CH: [H CH;s
Br

FSCN A 111 0 ON/ CH3 H CH(CH3)2 Br



N A 112 0 0/ CH3 HCH3 Br
A 114 OO/ CH3 HCH(CH3)2 Br Br %

20051085234 PCT/ EP2005/ 002204

C "NN/ A113 0 0 CH3 HCHCH3 Br CI N
NAil500\ CH3 HCH3 Br W

-137 Line Z, Z2 -R, RR R3 R4 Br

N A 116 0 O

N CH3 H &fQaus08sp+gr IN/ \ A 117 0 0 CH3 H CH(CH3)2 BrTESTFem2 P N

A.116 0 O N CH3 H CH3

- 137 -
Line 21 Zz 'H1 RQ Ra R4
Ty /
N
At1610 |0 = _ CHs |H | CH.CHs
Br
BN N \
L N /
N
A117 |0 |0 = _ CHs |H | CH(CHa)
Br
F.OH,CO_
TN N
A8 |0 |0 = _/ |cH, |H  icCH,
Br
F.OH,CO
AN/
A119{0 |0 = —/ |CHs |H | CHsCHs
Br
F.CH,CO
T *’N\N 7 N
A120 (0 |0 = _/ 1CHs |H | CH(CHy),
Br
FSC /N\ N \
A121 [0 |0 B H |cHs | CH
cl
FSC /N\ N \
A122 |0 |0 B H | CHs | CHCH,
cl
FBC /N\ N \
A123 |0 |0 D H | CHs | CH(CHa),
ol
P /
N
A124 |0 |0 = _ H {CHs | CHs
Ci




Br F3CH2C0 NN N/'\ A 119 0 0 CH3 H CH2CH3 Sr F3CH2CON N A. 120 0 0 ZN
CH3 HCH(CH3)2 Br FSCNNA 121 00/ ) HCH3 CH3 C FSCNNA 122 0 0 Y
N/ \ HCH3 CH2CH3 C FaCN N A 123 0 0 /\ HCH3 CH(CH3)2 C C A 124 0 0
/ VTN H $B2008885288 WD 2005/ 085234 PCT/ EP2005/ 002204 - REBEPRWE0IRIZ2 -RI R2
RSRA C NN P2N A 125 0 0 HCH3 CH2CH3 C C ~\ A 126 0 0 H CH3
CH(CH3)2 Cl - 138

Line Z1 Zz 'R1 Rg Hs Ra

Chon N
TAN— N
a125 |0 1o = _ H |cH, | cH.CH,
C)
Cl
A126 |0 | O \E(‘Q H | CH; | CH(CHy),

Br

=\
at27 o 1o \E(ﬁ H | CHs; | CH,
Br
=N
A128 |0 |0 \[(483 H | CHs | CHCHs
. |
A129 |O | O I‘AQ H | CHy | CH(CHy),
FCHCO. N N
SR/
A130 |0 | O = _/ |H |cHs |CHs
Cl
FOHCOL N N
VIV
A131 |0 |0 = _/ |n | cHs | CH.CH;
cl

avls N N
TN N
A132 (O | O o — H CH; | CH(CHg).
Cl
F3C N N
“N— N
A133 |0 | O S — H CH; | CHas
Br




Br N / A127 00 HCHB CH3 C Br ' J’NA 128 0 0 NH CH3 CH2CH3 C Br N/
A.12900HCH30H(CH3)2 Cl F3CH2CON N A 130 0 ON H CH3 CH3 Cl F3C|—|2CO\IN
/ 2\ % H CH3 CH20H3 O FPOHRCON N A 132 0 ON H O3 ﬁ QJ‘)2

FSC N MIEY N H CH3 CH3  Br WD 2005108523- 4 PCT/ BPYERMEEIFIHD 2 o 4
-139 Line Z, 72 -R Rz RB R4 F3CH CH3 CHZCH3 A. 134 OO Br FC NN/ A 135 0
0 H CH3 CH(CH3)2 -~ 139 -

Line Zy | 2z | -Ry Ra R Ra

F3C N N
D/ A\
A134 | O | O 2 — H CHz | CH.CHs
Br
F,C N N
NI/
A135 [0 | O = — H CH;3 | CH(CHa),
Br

Cl

N N
S/
A136 |O | O = — H CH; { CH,
Br

Cl

N N
AN/
A137 |0 O S — H CH; | CH.CH,
Br '

Cl
N N
TN N
A138 |O | O = — H CH; | CH{CHs),
Br
Br
N N
T N—? N\
A139 |O | O s — H CHs | CH,
Br
Br
N N
TN N\
A140 | O[O S — H CH; | CH.CH;
Br
Br
N N
NV
A141 1O (O " — H CH; | CH(CHs),
Br
N N
e N
A142 1O 1O S — H CHas | CHs
Br




N/ A 136 0 0 HCH3 CH3 Br C NN %HCH3 CH2CH3 A 137 0 0 Br @
ON Q@ HCH3 CH(CH3)2 Br Br N NA13900NHCH30H3 Br Br
O NHCH3 CH2CH3 Br Br A 141 0 0 NP H CH3 CHS%Z Br FSCH2COYN
FNOUPPREB CcH3  Br WD 2005/ 085234 PCT/ EP2005/ 0BSBER20054%E i ne 71
R R3 R4 FaCH2CO NN N/ A 143 0 0 H CH3 CH2CH3 Br
- 140 -
Line |Z,|Z, | -Ry R2 Rj R4
F.CH.,CO N
o *’N‘N 7 N\
A143 |0 10 = _ H CH; | CH,CH;
Br
F,CH,CO_ N
“N— N
A144 10 | O S —_ H CH; | CH(CHj3)2
Br
FOL N
“— N
A145 |0 | O - L H |H | C(CHy)s
i
Cl
N N
“N—¢ N
A146 |0 | O = — H H C(CHa)3
Cl
Br
N N
— \N / \
A147 |0 10O S _ H H C(CHa)s
Cl
F,CH,CO_
AT/
A148 |O | O S — H H C(CHa)s
Cl
FSC N N
=N N
A149 |0 | O S _ H H C(CHa)s
Br
C!
=N, 7N
N
A150 |0 | O S — H H C{CHa)3
Br
Br
SANI/AR
A151 {0 |O S — H H C{CH3)s
Br




F3CH2CON A 144 0 0 N N H CH3 CH(CH3)2 Br
Cl C A146 00 HH C(CHa)a C Br N P12\~

F3CHZC0 N N A 148 O C]\IHHC(CHS)S Cl

c A150 0 0 N--Q H

21115/ 08B BHWOBSF2EP2005/ 002204

HC(CH3)a Br Br 'N

A 152 0 0 TN -p H G(CH3)3 Br F3C N,N

~141 -

FSCNNA 145 0 0 N H H C(CH3) 3
A 147 0 0 HHC(CH3)3 cl
0 HH C(CH3)3 Br
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R R2 R3 R4 F3CH2C0 "N/ A 308 0 0 CH3 H C(CH3)2CH2SCH3 CE F3C N/ A.309 0
0 CH3 H CYeRy#8PEcHs Br € A 310 0 0 / CH3 H C(CHS) PEMEBEHMS/VBH+ Br N N /
A 311 0 0 CH3 H C(CH3)2CH2SCH3 Br F3CH2CON N N /-~ A 312 0 0 CH3 H

C(CH3) 2CH2SCH3 Br F3C N N A 313 0 0- Nsgl CH3 C( CH3) 2CH2SCH3

Line Z Zz - Rg Rg R4
F,CH,CO

A308 |0 |O \[< Q CH; |H | C(CH2):CH,SCHs
A309 |0 | O \E< _Q CHs |H | C(CH4),CH,SCH;

N
Y A
A310 |0 |0 S — CH; |H C(CH4),CH-SCH,
Br
Br
N N
N N
A311 {0 |0 = - CH; | H C(CH3)2CH>SCHj
Br
F,CH,CO N N
TN’ N
A312 |0 |0 = — CH; |H C(CH3),CH,SCH,

FBC N N

- \N / \
A313 (0O (O — . H CHz | C(CHz3).CH>SCH;
Cl
Cl
N N
/A
A314 10 (O S — H CHs; | C(CH;3).CH.SCH;5
Cl
Br
N N
I/
A3iI5 (0O |0 e — H CH; | C(CH3),CH>SCH;
Cl
F.CH
NI
N




O O M ~-P A31400NHCH C(CH3)2CH2SCH3 C Br NN N/ 21 H CH3
C(CH3) 2CH2SCH3 P2 A.315 0 0 G F3CH2CON N /- A 316 0 0 H CH3

C( CH3) 2CH2SCH3 Tl W O 200n/ 085234 PCT/ E P2 005102 204 -159 Line Z, Z2 -R,
R2 R3 RAWOFBOS/NN234 A. 317 0 0 -p H CH3 C(CH3) 2CH2SCH3  BPCUEPIONE/002404318 0 0 \
N H OH3 C(CH3)2CH2SCH3 Br Br A.319 0 0 N _Q@ H CH3 C(CH3) 2CH2SCH3  Br
F3CH2CON N A. 320 0 0 H CH3 C(CH3) 20H28@H3  Br

Line Zi| Zs: | -R
F,C

)
N N
TN\
A317 1O | O = o H CHs | C(CH;),CH,SCH;
Br
Cl
N N
SN/
A318 |10 10O S — H CHa | G{CH3),CH,SCH;3
Br
Br
M PN
A3 0[O =N — H CHa | C(CH3).CHSCH,
Br
FOHCOL_n, N
N
A320 0|0 L< ‘gD H CH; | C(CH3),CH-SCH;
8r
F.C
3 /N\N
H.C
]
C )\l\N
H,C
Br /N\
N
A323 [0 |0 \% @ H |H | C(CH:).CHSCH,
H,C

F,CH,CO

N
=\
N
A324 |0 10O \% @ H |H | C(CH)CH:SCH;
H,C
FCo N
- \N
A325 |0 |0 L{ @ H |H | C(CHs),CH,SCH,
cl

Rz Rs R4




F3C A 321 0 0 \NHH C(CH3)2CH2SCH3 H3C CI A. 322 0 0 N/\ HH

C(CH3) 2CH2SCH3 H3C Br A.323 0 0 N/_ \ H H C(CH3)2CH2SCH3 H3C F3CH2CO N
A.324 O0 N/\ HH C(CH3)2CH2SCH3 H3C F3C N'N A 325 0 0 H H C(CH3) 2CH2SCH3
Cl WO 200%9 4%448%44 pPCTI EP2005/ 002204 -160 Line Z, ZR RPCREPRYSOGI20A 326 0 0
N/-\ HH C(CH3)2CH2SCHa C Br N A 327 0 0 , %!\ H H C(CH3)2CH2SCH3 Cl
F3CH2CON A. 328 0 0 N H H C(CH3) 2CH2S@#. C FBC N A 329 0 0 -P H H

C(CH3) 2CH2SCHa F C

Ling Zi 1 Z2| -R
Cl

1
=N,
A326 |0 |0 = N@ H H C(CHj3).CH,SCH,
Cl
Br /N\
A327 |10 |0 \LKNAQ H H C(CH3),CH.SCH,
Cl
FSCHZCO\E?N
A328 {0 |0 = ;:: H H C(CH3),CH,SCHj;
Cl
F,C N,
A3290 |0 (O \%NAQ H H C{CH3).CH,SCH,4
F
Cl _N,
A330:0 (O \[\*«(N‘Q H H C{CH,).,CH,SCH;
F

Br /N\
N
A331]{0 [0 \LK @ H |H | C(CH:).CH,SCH,
F

F,CH,CO

R» Ha R4

/N
N
A332{0 |0 L< @ H | H | C(CH)sCHSCHs
F
F.C
k! '____N\
N—CH,CH, |
A333 |0 |0 = H |H | C(CHg)2CH:SCHs

A334 |0 |0 ~©—cg H |H | C(CHg)CH,SCH,
—</ >——cu:
A335 |0 | O 3 H |H | C(CHs):CH:SCH,

H.C

3




MN/-~A330 00 HHC(CH3)2CH2SCH3 F Br A 331 00 _ N- HH

C(CH3} 2CH2SCH3 F F3CH2CON A. 332 0 O N/-\ HH C(CH3)2CH2SCH3 F F3C -IN
NNCHCH A 333 00 2 3 HH C(CH3)2CH2SCH3 A. 334 0 0 CF3 H H C(CH3) 2CH2SCH3
A. 335 0 VO 24056833+ H C(CH3) 2CH2SCH3 H3C WD 2005P08523BCPEPREPII%1002204
-161 Line Z1 Z2 -R R2 RB R4 A336 00 f HH C(CH3)2CH2SCH3 HC N CF3 A. 337
00\ HHC(CH3)2CH2SCH3 H3C A 338 04¢4/ \ CF(CF3)z H H C(CH3) 2CH2SCH3 H3C
Table 1: This table discloses the 338 conpounds T1.1 to T1.338 of the
formula CzIYRIL R \' \ /N R4 R (T1l), in which, for each of these 338
speci fi c corpoupds,—each-of—t-he—variables 721 22 R R2-R3 and R4 has the
speci fic pemei ngzgj Zen-A,n the correspondi ngrli neRr,apprepriately sel pcted
from thel338 lLlines 1 to A 338 of the. Table A

~
A336 |0 | O w H {H | C(CHg):CH,SCH,

A337 (00

H,C” N7 e,
Hao: :

A333 |0 |0 i > CFCFy), H |H | C(CHy),CH.SCHs
H,C

H H C(CH;3},CH.SCH;5

Table 1: This table discloses the 338 compounds T1.1 to T1.338 of the formula

C|Z1§/R1

(T1),

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 fine, 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, Rs, Rz, R; and R4 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 ‘ﬁ/ ‘

N.
Br 2

N.
Ry R, (T2),



For exanple, the specific conmpound T1.23 is the conpound of the fornmula Ti,
in which each of the variables Z,, 72, R, R2, R3 and R4 has the specific
meaning given_ in the line A 23 of the Table A According to the sane
system 1COMAP52t the other 337 specific conpounds dPSEEBIWE VI he Tabl e
1 as well as all of the specific conpounds disclosed in the Tables 2 to 85
are specified anal ogously. Table 2: .Hgos tabl e discloses the 338 conpounds
T2.1 to T2.338 of the formula ClZIYRL R2 *2 Br 2 N~ Rg R3 (T2), WO
20051085234 PCTI EP20051002204 -162 in which, for each of these 338 specific

conmpound e |able Z1, 72, R speci fi
neani na@%ﬁoﬁeﬁcgﬁi%ﬁ ép%’ﬁa' 8°mPﬂLé’J'dsa8%‘?'b8fqjgtvgf@gg%agggg“w t he
338 I MRﬁhés tlh@ sﬁe&ﬁB me@hu‘td‘g&vél‘alhltlﬁ?e éorrdapbheing lind happropidiely dblgcledgesn t he
338 co oun §g§§§ ﬁf the formula CZtY RLNR2Z QRINN R4 \R3
(T3), § Eﬁs f1ott0 3 he @kl A338 specific conpounds, each of the
variabl es Zl Z2, Rl, R2, R3 and R4 has the specific nmeaning given in the
corres-Pondl n_P Ilne |propr| ately selected from the 338 lines A.1 to A 338,
of thelaRi®BeThs aﬁé%ﬂ@cﬂseqme@%”@%‘ﬂg%ﬁaéé§ FWBS%fgh%?fﬁB{ﬂwds T4.1 to
T4.338 of the fornula CZ YRI N R% F3& \ N R4 R3 (T4), in which, for
each of these 338 specific conpoungs; ach of the variables Z1, 72, R, R2,
R3

(@]

¢ : (T3),
in which, for each of these 338 specific compounds, each of the variables Z4, Z;, Ry, Ry, B3
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 4: This table discloses the 338 compounds T4.1 to T4.338 of the formula

oyt

* > (T4),
in which, for each of these 338 specific compounds, each of the variables Z,, Z;, R4, Ro, 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

: : (T5),
in which, for each of these 338 specific compounds, each of the variables Z4, Z», Ry, Rz, Rs
and Ry has the specific meaning given in the corresponding line, appropriately sefected from
the 338 lines A.1 to A.338, of the Table A.



and R4 has the specific nmeaning 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 conpounds T5.1 to T5.338 of the
formula WO P0¥RS23Y / N~R2 NC\ \ Y /N, R4 R3 (T5), in RATERFE¥I2ELch of

t hese 338 specific conpounds, each of the variables Z1, Z2, R, R2, R3 and
R4 has the specific nmeaning given in.ige. corresponding |line, appropriately
selected from the 338 lines A1 to A 338, of the Table A. WD 20051085234
PCT/ EP20051002204 -163 Table 6: This table discloses the 338 conmpounds T6.1
to T6.338 of the formula Z1-YRL NR \'\ z N~ R4 R3 (T6), in which, for
each of these 338 specific conpounds, each of the variables Z,, Z2, Rl, R2,
R3 anttal?é4 endsistthsle seiisbs chaBENLEEpEind8 6. Ntd TER38® b diegenaulag | i ne,
appropriately selected from the 338 lines A1 to A 338, of the Table A
Table 7: This table discloses the Sarébnpounds T7.1 to T7.338 of the
formula BrZYRI 4R 2 2 /N~ RQR3 &g{) in which, for each of these 338
speci fic conmpounds, each oftF i es Z1, Z2, Rl, R2, R3 and R4 has the
specific meaning given in t glsponding |ine, appropriately selected
from the 338 lines A1 to AZ338%10
di scl oses the 338 conpounds T8.1 to .338 of the formula H3C Z1YR, N, R2

R R, (76),

in which, for each of these 338 specific compounds, each of the variables Z,, Z;, R,, 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 7: This table discloses the 338 compounds T7.1 to T7.338 of the formula
Z R
Br ‘\{/ !
N.
999
2

N
/ s
R (T7),
in which, for each of these 338 specific compounds, each of the variables Z,, Z3, 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 8: This table discloses the 338 compounds T8.1 to T8.338 of the formula

H,C Z1YH1

N
R;” R

’ (T8),

in which, for each of these 338 specific compounds, each of the variables 24, 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 9: This table discloses the 338 compounds T9.1 to T9.338 of the formula



N R4 \R3 (T8), in which, for each of these 338 specific conpounds, each of
the variables Z1, Z2r Rl, R2, R3 and R4 has the specific nmeaning given in
the corresponding line, appropriately selected from the 338 lines Al to

A. 338, oW H@ymﬁg¥b A. Table 9: This table discloses t hRCBBB2EHHPESUNds T9. 1
to T9,338 of the formula WO 20051085234 PCTf EP20051002204 -164 Br 'R1L [/ /
NCR Br )Ob N R4 R3 (T9), in which,1dpr each of these 338 specific
conpounds, each of the variables Z1, Z2, R, R2, R3 and R4 has the specific
meani ng given in the corresponding |ine, appropriately selected from the
338 lines A.1 to A 338, of the Tablg A Jable 10: This table discloses the
338 conpounds T10.1 to T10. 338 of g4 ormula Brr'YRL N R2 02N\ N R |
R3 (T10), in which, for each of thp 38 specific conpounds, each of the
variables Z,, 722, R, R2, R3 asrthe specific meaning given in the
corresponding |ine, appropriBh ected from the 338 lines A1 to A 338,
of the Table A Table 11: gfhi S oses the 338 conpounds Tl1l1.1 to
T11.338 of the formula NCR FSC\ z R' \R3 (T11), in which, for each of
these 338 specific conpounds, each mf"the, vari abl Z1, Z2, R, R2, R3 and
R4 has the specific neaning given in the corresp& tng line, appropriately

sel ect pdvHictoTor d4th F3Redd TBBsphciticlcdmpodnds, cath bhehalbBled 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 10: This table discloses the 338 compounds T10.1 to T10.338 of the formula
R
BrZ‘IY 1

N
949

AN

O,N

i'd

8 (T10),

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 11: This table discloses the 338 compounds T11.1 to T11.338 of the formula

N
P
R; Ry (T11),

in which, for each of these 338 specific compounds, each of the variables Z;, Z;, Ry, Rz, 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 Table A.

Table 12: This table discloses the 338 compounds T12.1 to T12.338 of the formula



Tabl e 12: This table discloses the 338 conpounds T12.1 to T12.338 of the
formul a WD 20051085234 PCl /EP20051002204 -165 BrzZ' \ /R j3 b "R2 NC\ f
R4 NVR3 (T12), in which, for each of these 338 specific conpounds, each of
the variables 71, 72, Rl, R2, R3 and R4 has the specific meaning given in

t he corré@%éﬁﬁﬁﬁ§3flne approprlately sel ected from th&CIGP2ISHBROA. 1 to

A. 338, of the Table A Table 13: This table discloses the 338 conpounds
T13.1 to T13.338 of the fornula H3C.4d5\/ RLI N, R2 Br 2 R4 NNR3 (T13),
in which, for each of these 338 specific conpounds, each of the variables
Z1, Z2i Rl, R2, R3 and R4 has the specific meaning given in the
corresponding line, appropriately s Iectﬁd from the 338 lines A 1 to A 338,
of the Table A Table 14: This tabg t+Scl oses the 338 conmpounds T14.1 to
T14.338 of the formula H3C Zl\/Rl N~, 2N 2 NRA\R3 (T14), in which,
for each of these 338 specifi yrpounidsy, each of the variables Z1, Z2, R1,
R2, R3 and R4 has the speci gi ven in the correspondi ng I|ne
approprlately sel ected fruy )5 A1 to A 338, of the Table A
Tabl e 15: This table discloses the 338 conpounds T15.1 to T15, 338 of the

fornmul a WO 2005/ 085234 PCT/ EP2005/ 0&22'82%:{ - 166 H%C 4] 1YR1 NR

in which, for each of these 338 specific compounds, each of the variables Z,, Z,, Ry, R, 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 13: This table discloses the 338 compounds T13.1 to T13.338 of the formula

H,C Z1§/R1

3 (T13),

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 14: This table discloses the 338 compounds T14.1 to T14.338 of the formula

N
/ e
R Ry (T14),

in which, for each of these 338 specific compounds, each of the variables Zy, 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 15: This table discloses the 338 compounds T15.1 to T15.338 of the formula



z F3ICR N R3 (T15), in which, for each of these 338 specific conpounds,
each of the variables Z,, Z2, Rl, R2, R3 and R4 has the specific neaning
given in the corresponding line, appropriately selected from the 338 |lines
A 1 to AWIBHIOSHYS24he Table A. Table 16: This table di scPEoBER2OHEI23BIE
conpounds T16.1 to T16.338 of the formula H3C Z1\ R iNR NCI z N R4
R3 (T16), in which, for each of these1@36 specific conpounds, each of the
variables Z,, Z2, R, R2, R3 and R4 has the specific neaning given in the
corresponding |ine, appropriately selected from the 338 lines A1 to A 338,
of the Table A Table 17: This tabIE d|§%205es the 338 conpounds T17.1 to

: N, RA4 R3 (T17), in which, for
each of these 338 specific co pounts, ach of the variabl es 71, 722, R, R2,
R3 and R4 has the specific pe® vem, i n the corresponding I|ne
appropriately selected from es A1 to A 338, of the Table A
Tabl e 18: This table dis¢ S¢CHnpounds Ti 8.1 to T18.338 of the
formul a WD 20051085234 PCT/ EP20051002 -167 Gzl /R [/ NCR Br \ \ I 2
8r N, R4 R3 (T18), in which, for eapp”OfR} hese B?ﬁgﬁpecific conpounds, each
of the variables Z1, 72, Rl, R2, R3 and R4 has speci fic nmeani ng given

int helrpwm.m@sr@pé@hm the@esssﬁ@ﬁcﬁbrdom@wd@, @Bk bethelVadilibles Z,, Z,, R+, 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 16: This table discloses the 338 compounds T16.1 to T16.338 of the formula

N
/ S~
R R (T18),

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 17: This table discloses the 338 compounds T17.1 to T17.338 of the formula

H,C Z1YR1

(T17),

in which, for each of these 338 specific compounds, each of the variables Z,, Z,, Ry, Ry, 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 18: This table discloses the 338 compounds T18.1 to T18.338 of the formula



the 338 lines A1 to A 338, of the Table A Table 19: This table discloses
the 338 conpounds T19.1 to T19.338 of the formula CIZ1YRL R2 \ Br N R4
R3 (T19), in which, for each of these 338 specific conmpounds, each of the
vari abl ed¥F00598523R1  R2, R3 and R4 has the specific rrEﬁ"ri’iEHa’”é/i”%W in the
corresponding line, appropriately selected from the 338 lines Al to A 338,
of the Table A Table 20: This table-¢dgmcl oses the 338 conpounds T20.1 to
T20.338 of the formula ClzZ1\ /R RR C \ \ RA \NR3 (120), in which, for
each of these 338 specific conmpounds, each of the variables Z1, Zz, Rl, R2,
R3 and R4 has the specific meaning,given in the corresponding Iine,
appropriately selected from the 3;3%‘ fnés A1 to A 338, of the Table A
Tabl e 21: This table discloses the 33§ conpounds T21.1 to T21.338 of the
formul a WD 20051085234 PCT/ BF~- AR, -168 ZIH NR2 z N R4 \R3
(T21), in which, for each of peci fi c compounds, each of the
vari ables Z1, Z2i Rl, R2rBrf as “t he specific neaning given in the
correspondi ng |ine, appropriately qgel geted from the 338 lines A1 to A 336,
of the Table A Table 22: This tabl®/di gl oses tﬁq8§38 conmpounds T22.1 to
T22.338 of the formula Z11R1 N, RP ’

in which, for each of these 338 specific compounds, each of the variables Z,, Z,, Ry, 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 19: This table discloses the 338 compounds T19.1 to T19.338 of the formula
R
C|Z1Y 1
N
99

Br N
/ e
R; Ry (T19),

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 20: This table discloses the 338 compounds T20.1 to T20.338 of the formula
z R
cl ‘\[/ ‘

N.
LI
Cl
(T20),

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 21: This table discloses the 338 compounds T21.1 to T21.338 of the formula



Ck N R4 \R3 (T22), in which, for each of these 338 specific conpounds, each
of the variables Z1, Z2, Rl, R2, R3 and R4 has the specific neaning given
in the corresponding line, appropriately selected from the 338 lines A1l to
A 338, oG HEMEBHe A Table 23: This table discloses tPeI/BBBIFHRPGuUNdS
T23.1 to T23.338 of the formula Z1,YRL i MR2 Br Ra MR3 (T23), 1in
whi ch, for each of these 338 specificiggpnpounds, each of the variables Z1,
Z2, Rl, R2, R3 and R4 has the specific meaning given in the correspondi ng
| ine, appropriately selected from the 338 lines A1 to A 338, of the Table
A. Table 24: This table discl osez t he, 338 conpounds T24.1 to T24.338 of the

% /

th

formul a WD 2005/ 085234 PCT/ EFP28( 04 -169 ZtYRL N, R NC1 2 ~N, RA
R3 (T24), in which, for eac se 338 specific conpounds, each of the

variables Z1, Z2, Rl, R2, R3 mas the specific nmeaning given in the
corresponding |ine, appropria ected from the 338 lines Al to A 338,
of the Table A Table 25: This ="M scl oses the 338 conpounds T25.1 to

T25.338 of the formula Z1lyRl1 |IN z F3C 2 ,N, R4 R3 (T25), in which, for
eRglch of these 338 specific conpoppds reach of (‘Hﬁ variables Z1, Z2, Rl, R2,

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 22: This table discloses the 338 compounds T22.1 to T22.338 of the formula

: (122),

in which, for each of these 338 specific compounds, each of the variables Z,, Z3, Ry, Rz, R3
and R, has the specitic 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

{T23),

in which, for each of these 338 specific compounds, each of the variables Z4, Z,, Ry, 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 24: This table discloses the 338 compounds T24.1 to T24.338 of the formula



and R4 has the specific nmeaning given in the corresponding |line,
appropriately selected from the 338 lines A 1 to A 338, of the Table A
Tabl e 26: This table discloses the 338 conpounds T26.1 to T26.338 of the
formula WATHEOSSEMMR 2 H3C 2 ,N. RA R3 (T26), in whi chSVEB"¥YEAMof t hese
338 specific conmpounds, each of the variables Z1, 7Z2, Rl, R2, Ra and R4 has
the specific nmeaning given in the cortésponding |ine, appropriately selected
from the 338 lines A1 to A 338, of the Table A Table 27: This table
di scl oses the 338 compounds T27.1 to T27.338 of the fornula WO 2005/ 1155234
PCT/ EP20( S/ 002204 -170- C +\ /L RF . NfR z OCNg(r,4 R4 ,R3 (T27), in which,
for each of these 338 specifj pnporinds, each of the variables 71, 72, Ri,
R2, R3 and R4 has the speci geamyng given in the corresponding line,
appropriately selected from 38 Ifnes A1 to A 338, of the Table A
Tabl e 28: This table discloses 32corrpounds T28.1 to T28.338 of the
formula Z1~R1 C N R2 C1LMC Ry™N, B3 (T28), in which, for each of these
338 specific conmpounds, each of th?/w@riabl es Z1, Z2, Rl, R2, H3

R& R (T24),

in which, for each of these 338 specific compounds, each of the variables Z,, Z,, Ry, Bz, 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 25: This table discloses the 338 compounds T25.1 to T25.338 of the formula

(T25),

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 26; This table discloses the 338 compounds T26.1 to T26.338 of the formula

(T26),

in which, for each of these 338 specific compounds, each of the variables Z,, Z,, R;, 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 27: This table discloses the 338 compounds T27.1 to T27.338 of the formula



and R4 has the specific nmeaning given in the corresponding |line,
appropriately selected from the 338 lines A 1 to A 338, of the Table A
Tabl e 29: This table discloses the 338 conpounds T29.1 to T29. 338 of the
formula WA205486234 R1 O / IINR2 O \ 2 N R4, R3 (ACHEP2NHOGEHMHCh, for
each of these 338 specific conmpounds, each of the variables Z1, 72, Rl, R2,
R3 and R4 has the specific nmeaning gixen in the corresponding |ine,
appropriately selected from the 338 lines A1 to A 338, of the Table A
Tabl e 30: This table discloses the 338 conpounds T30.1 to T30.338 of the
formul a WO 2005/ 085231 PCTI EP2005/ 002201 -171- H3CH2ZC N ZlyRl CN, R N
H3C Ra N\R3 (T30), in which, fjor each of these 338 specific conmpounds, each

of the variables Z1, Z2, R1, R, @Qg/ﬁmd R4 has the specific nmeaning given
in the corresponding |ine, pri tely selected from the 338 lines Al to
A. 338, of the Table A Tabl ] hils. + abl e di scl oses the 338 conpounds
T31.1 to T31.338 of the forrrul 2 Z1~-R1 N, R2 N H3C Ra NR3 (T31), in
whi ch, for each of these 3 gect N.eg“eonpounds, each of the variables Z1,
Z2, R1, R2, R3 and R4 has the specilfic neaning given in the correspondi ng

i ne, appropriately selected frorﬁ{ﬂ\hﬁ3338 i n((_ars 50\ 1 to A 338, of the Table
A 27),

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 28: This table discloses the 338 compounds T28.1 to T28.338 of the formula

(T28),

in which, for each of these 338 specific compounds, each of the variables Z;, Z, Rs, Rz, R
and R, has the specific meaning given in the ¢orresponding 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 729,338 of the formula

N
R;” TR

8 (T29),

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 fine, 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 formuta



Tabl e 32: This table discloses the 338 conpounds T32.1 to T32.338 of the
formula (H3CQ)3CZ~-RL S N R Z NHICR MNR3 (T32) in which, for each of
t hese 338 specific conpounds, each of the variables Z1, Z2, Rl, R2, R3 and
R4 has tﬁ‘éog(ﬂéfei*sfz?ﬁ nmeani ng given in the correspondi ng PCREP2WHBIBHY i atel y
selected from the 338 lines A1 to A 336, of the Table A Table 33: This
tabl e di scl oses the 338 conpounds T337% -to T33.338 of the formula WO

2005/ 085234 PCT/ EP20051002204 -172 N ZiYRI HNN, z H3Cp4 MR3 (T33),
in which, for each of these 338 specific conpounds, each of the variables
Z1, 72, R1, R2, R3 and R4 h the specific neaning given in the
correspondi ng |ine, appropﬁP ﬁ selected from the 338 lines A 1 to A 338,
of the Table A Table 34: Thjs_{t btl\\.ﬁ/'ai scl oses the 338 conpounds T34.1 to
T3423B of the fornula HBCQBC 1IYRL O NR 2 NHICR4A NNR3 (T34), in

whi ch, for each of these 33 'l*‘eacorrpounds, each of the variables Z1,
Z2, Rl, R2, R3 and R4 has th sp| cifit nmeaning given in the corresponding

| i ne, appropriately sel ected ¥ 338 lines A1 to A 338, of the Table
A. Table 35: This table disclosées the 338 conmpounds T35.1 to T35.338 of the
formila Zz1\ /RL S HCa, R

3 (T30),
in which, {or each of these 338 specific compounds, each of the variables Z,, Z,, Ry, 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 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, Ry, Rz, Rs
and R, has the specific meaning given in the carresponding 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

H,C H{N“F{

8 (T32),

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 Tahle A.

Table 33: This table discloses the 338 compounds T33.1 to T33.338 of the formula



NR2 H30Ra N\ Rs (T35), in which, for each of these 338 specific
conpounds, each of the variables Z1, Z2, Rli R2, R3 and R4 has the specific
meani ng given in the corresponding |ine, appropriately selected from the
338 lines A.1 to A 336, of the Table A Table 36: This table discloses the
338 comp¥Uh¥SFEEIN t o T36.338 of the fornula WO 2005/ OBEDER2005/102204
PCT/ EP2005/ 002204 -173- NO2 Z, R MRl 2 NH3IC R4 NNR3 (T36), in which,
for each of these 338 specific conmpouwds, each of the variables Z,, Z2, Ri1,
R2, R3 and R4 has the specific nmeaning given in the corresponding |line,
appropriately selected from the 338 lines A 1 to A 338, of the Table A
Table 37: This table discloses the 338, conpounds T37.1 to T37.338 of the
he 3

formula 1 /RLz N R N2 (T37), in which, for each of these
338 specific conpounds, quhNof ariables Z1, 7Z2, Rl, R2, R3 and R4 has
the specific neaning given'in e rTnspondlng I|ne approprlately sel ected
from the 338 lines A1 to A the Table A Table 38: This table

di scl oses the 338 conmpounds T38: .338 of the formula | / N\R2 2 H3C
RQ N\R3 (T38), in which, for eac othhese 338 specific conpounds, each of
the variables 71, Z2, Rl, R2, ﬁ33ﬁ d*®R4 has t qszemflc meani ng gi ven in

t he correspondlng I|ne approprlately selected

in which, for each of these 338 specific comnpounds, each of the variables Z,, Z,, Ry, Rp, 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 34: This table discloses the 338 compounds T34.1 to T34.338 of the formula
H,C HC

N
HCR T
SRR (T34),

in which, for each of these 338 specific compounds, each of the variables Z4, 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 35: This table discloses the 338 compounds T35.1 to T35.338 of the formula

H;C HKN\H

3 (T35),

in which, for each of these 338 specific compounds, each of 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 36: This table discioses the 338 compounds T36.1 to T36.338 of the formula



the 338 lines A1 to A 338, of the Table A Table 39: This table discloses
the 338 conpounds T39.1 to T39.338 of the fornula WO 2005/ 1185234
PCl ' / EP2005/ 002204 -174 C ZR1 I N, R NN H3CR4 \R3 (T39), in which,
for eachVd! 283838 specific conpounds, each of the vBETEBRWE 002204 70 R |
A2, R3 and R4 has the specific nmeaning given in the corresponding |ine,
appropri ately selected from the 338 {#ignes A1 to A 338, of the Table A
Tabl e 40: This table discloses the 338 conpounds T40.1 to T40.338 of the
formula O %~ H3CR4 MR3 (T40), in which, for each of these 338 specific
conmpounds, each of the varial:}\ll(gqs Z1, Zt, Rl, R2, R3 and R4 has the specific
meani ng given in the correspo ng |ine, appropriately selected from the
338 lines A1 to A 338, of 2. T4 B\, Table 41: This table discloses the
338 conpounds T41A to T41. 38 the formula H3C\ Z1IR1 / IINNR z N H3C
Ra N, R3 (T41), in which, for_each M _these 338 specific conpounds, each of
the variables Zir 72, Rl, R2, R3| andR2R4 has the specific nmeaning given in
t he correspondi ng Ilne appr dpxd.a el ected from the 338 lines Al to
A. 338, of the Table A Table 42 Th s tabl e di scl oses the 338 conpounds
T42.1 to T42.338 of the for rruly@c}:/‘\D«PQOFQS/ 085234 PC): | / FP2005/ 002204 -175
(T36
in which, for each of these 338 specific compounds, sach of the variables Zi, Z,, Ry, R, Rs

and R, has the specific meaning given in the correspending line, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 37: This table discloses the 338 compounds T37.1 to T37.338 of the formula

N.
H,C B 4/ R

3 (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 Tabhle A.

Table 38: This table disclioses the 338 compounds T38.1 to T38.338 of the formula

N
H,C F{4/ R

8 (T38),

in which, for each of these 338 specific compounds, each of the variables Z,, Z,, By, 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 38: This table discloses the 338 compounds 739.1 to T39.338 of the formula



, I'iYN/ ,RR N2 H3CRq N\R3 (T42), in which, for each of these 338
speci fi c conpounds, each of the variables ZI, Z2, R, R2, R3 and R4 has the
speci fic meanin iven in the corresponding line, appropriately sel ected
from thé”%@%mwgﬁgé A1 to A 338, of the Table A Tabl ePGBEPTHFGIRAD] e

di scl oses the 338 conpounds T43.1 to T43.336 of the formula 1IN Znmp 1 R1 N
/ NR2 N H3CR4 N R3 (T43), in which,4fpr each of these 338 specific
conpounds, each of the variables Z,, Z2, R, R2, R3 and R4 has the specific
meani ng given in the corresponding |ine, appropriately selected from the
338 lines A.1 to A 338, oflthe TaQ%e A Table 44: This table discloses the
338 conpounds T44.1 to T44§ L 6rmula H3Q\ N Z1yR, 7N/ | NMR2 N
H3Cg N, R3 (144), in which, achhpf t hese 338 specific conpounds, each
of the variables 71, 72, R, ~ am] R4 has the specific neaning given
in the corresponding |ine, appgggriatel selected from the 338 lines Al to
A. 338, of the Table A Table 45: I bl e di scloses the 338 conpounds
T45.1 to T45.338 of the fornula 2@QP5/ 085234 PCT/ EP2005/ 002204 -176 Br. -
NZl\y/R kI 1" NNRz N2HCr7 R, (T39)

in which, for each of these 338 specific compounds, each of the variables Z;, Z,, Ry, Rz, Ra

f

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 40: This table discloses the 338 compounds T40.1 to T40.338 of the formula

N
HLCp~ ™
TREOR (T40),

in which, for each of these 338 specific compounds, each of the variables Z;, Zs, 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 41: This table discloses the 338 compounds T41.1 to T41.338 of the formula

HSCRI‘/N\'F{

3 {T41),

in which, for each of these 338 specific compounds, each of the variables Z,, Z,, Ry, Ry, B3
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



H3C R4 N\R3 (T45), in which, for each of these 338 specific conpounds, each
of the variables Z1, Z2, R, R2, R3 and R4 has the specific neaning given
in the corresponding line, appropriately selected from the 338 lines A1l to
A 338, ofYQRYSPEBPE A Table 46: This table discloses tRRETEEBEHMEBUNS
T46.1 to T46.338 of the formula Z1~Y R, S c:1:2 R3 (T46), in which, for
each of these 338 specific conpounds,ygach of the variables Z1, Za Rl, R2,
R3 and R4 has the specific meaning given in the corresponding |ine,
appropriately selected from the 338 lines Al to A 338, of the Table A
Tabl e 47: This table discloses t 33% conpounds T47.1 to T47.338 of the
formula d z,IR N, S 4T R4 , R3 (T47), in which, for each of

t hese 338 specific conpound f the variables Z1, Z2, Rl, R2, R3 and
R4 has the specific neaning N R)e corresponding line, appropriately
selected from the 338 lines A 0 A338, of the Table A Table 48: This
tabl e di scl oses the 338 conpoun -1 to T46.338 of the fornmula WO

2005/ 085234 PCTI EP20051002204 -1177,Z1~-R1 OO0/ NCR 2 \ 2 R4 R3 (T48), in
whi ch, for each of these 338 dhédif1 CRgonpounds,, each of the variables Z1,
Z2, R1, R2, R3 and R has the specific neaniﬁg46Lven in the correspondi ng
l'i ne, appnhiehyfoateattyofsthbéac838lshaoif® compounds, each of the variables Z4, Z;, Ry, 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 43: This table discloses the 338 compounds T43.1 to T43.338 of the formula

N
HCR.~ ™
SRR, (T43),
in which, for each of these 338 specific compounds, each of the variables Z,, Z,, Ry, Bz, 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 44: This table discloses the 338 compounds T44.1 to T44.338 of the formula

(T44),

in which, for each of these 338 specific compounds, each of the variables Z, Z», R+, 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 45: This table discloses the 338 compounds T45.1 to T45.338 of the formula



the 338 lines Al to A 338, of the Table A Table 49: This table discloses
the 338 conpounds T49.1 to T49.338 of the fornula Z1\ /R Br NN, R4 MR3
(T49), in which, for each of these 338 specific conpounds, each of the
vari abl e®020059823421  Rp R3 and R4 has the specific nBaHERPIGMEH in the
correspondi ng |ine, approprlately selected from the 338 lines A.1 to A 338,
of the Table A Table 50: This table. @?@CIoses t he 338 conpounds T50.1 to
T50.338 of the formula Z,yR, N NCR 2 Ra N,3 (T50), in which, for each of
t hese 338 specific conpounds, each of the variables Z1, Z2, R, R2, R3 and
R4 has the specific neaniqg gl%Fndin t he correspondi ng I|ne appropriately
selected from the 338 |lin of the Table A Table 51: This
tabl e di scl oses the 338 conp to T51.338 of the formula WO

2005/ 085234 11C1/ EP200510022 , /RL ~-NR 2 2 as (T51), in which,
for each of these 338 specific , each of the variables Z1, Z2, R1,
R2, R3 and R4 has the specific 2given in the correspondi ng I|ne
appropriately selected from the 133 ines A1 to A 338, of the Table A
Tabl e 52: This table discloses Hifér; FgonpoundﬁuE?Z.l to T52.338 of the
formula Z1-/R1 IN-R 2 :

in which, for each of these 338 specific compounds, each of the variables Z,, Z», R+, Rz, R

nds T5

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 46: This table discloses the 338 compounds T46.1 to T46.338 of the formula

4 8 {T48),
in which, for each of these 338 specific compounds, each of the variables Z,, Z,, By, 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

0 5 ZtY&
T

N
P )
RT R (T47),

in which, for each of these 338 specilic compounds, each of the variables Z1, 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 48: This table discloses the 338 compounds T48.1 to T48.338 of the formula



R4- N R3 (T52), in which, for each of these 338 specific conpounds, each of
the variables Z1, 7Z2, Rl, R2, R3 and R4 has the specific neaning given in
the corresponding line, appropriately selected from the 338 lines Al to

A. 338, oA HWEHEEEe A Table 53: This table discloses tREeVESBIEBIEOUNS
T53,1 to T753.338 of the formula Z1 yRIL NNCR 2 C Ra N ~R3 (T53), 1in

whi ch, for each of these 338 specifi-g7ganpounds, each of the variables Z1,
Z2, Rl, R2, R3 and R4 has the specific meaning given in the correspondi ng

| ine, appropriately selected from the 338 lines A1 to A 338, of the Table
A. Table 54: This table disc|loses the 338 conpounds T54.1 to T54. 338 of the
formul a WD 2005/ 085234 PCTt'EP20051002204 -179 z,\yR, NCR 2 N R4 R3
(T54), in which, for each |0 hesg 33§ specific conpounds, each of the
variables Z3, Z2, R, R2, R ! ds the specific nmeaning given in the
corresponding |ine, approprila ) sq{gcted from the 338 lines A1 to A 338,
of the Table A Table 55: Oni ' scl oses the 338 conpounds T55.1 to
T55.338 of the formula ClZ' YR R4 R3 (T55), in which, for each of
t hese 338 specific conpounds, ea tthe variables Z,, Z2, R, R2, R3 and
R4 has the specific meaning given irngthe corresponding line, appropriately

/ S
sel ected from R; R, - (T48),
in which, for each of these 338 specific compounds, each of the variables Z,, Z,, Ry, 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 49: This table discloses the 338 compounds T49.1 to T49.338 ot the formula

N
/ S
R R (T49),

in which, for each of these 338 specific compounds, each of the variables Z,, 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.

Table 50: This table discloses the 338 compounds T50.1 to T50.338 of the formula

N+
Ry TR,

(T50),

in which, for each of these 338 specific compounds, each of the variables Z;, Z,, By, 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



the 338 lines A1 to A 338, of the Table A Table 56: This table discloses
the 338 conpounds T56.1 to T56.338 of the formrula CZ YR -R p\ (z N
R4 \R3 (TSQQ in which, for each of these 338 specific conmpounds, each of
the vari WO WES88523477 R R2. R3 and R4 has the speciﬂﬂEHE%QHWHﬁﬂﬁiven in
the corresponding line, appropriately selected from the 338 lines Al to

A. 338, of the Table A Table 57: Thisitgbl e discloses the 338 conpounds
T57.1 to T57.338 of the formula WO 20091085234 PCT1EP20051002204 -180 Co /
i NN RRZYR N R4 R(T57), in which, for each of these 338 specific
conpounds, each of the variables 21, 72, R, R2, R3 and R4 has the specific
meani ng given in the correspondi ng"™ne, appropriately selected from the
338 lines A1 to A 338, of the T, blq“A. Tabl e 58: This table discloses the
338 conmpounds T58.1 to T58 S egRormula N NZYR F~N/ NRz 2

, N, R4 R3 (T58), in which, of ,t hese 338 specific conpounds, each of
the variables Z1, 72, R/, R4 has the specific nmeaning given in

t he corresponding |ine, apprqpcLi y selected from the 338 lines Al to

A. 338, of the Table A Table Raf s~ mabl e di scl oses the 338 conpounds
T59.1 to T59.338 of the for /-0 Z1YRI O N%ﬁﬂ)

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 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, 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 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;, Ry, Rz, R3
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 54: This table discloses the 338 compounds T54.1 to T54.338 of the formula



/i RR\ 2 N R4A\R3 (T59), in which, for each of these 338 specific
conpounds, each of the variables Z1, Z2, R R2, R3 and R4 has the specific
meani ng given in the corresponding |ine, appropriately selected from the
338 |ine¥¥ORUISHE2N 338, of the Table A Table 60: This PEHEB2AFEERYses t he
338 conpounds T60.1 to T60.338 of the formula WO 20051085234

PCT/ EP2005/ 002204 -181 zr~Y RL NCR 4=~ z N R' R3 (T6d), in which, for
each of these 338 specific conmpounds, each of the variables Z1, Z2, R, R2,
R3 and R4 has the specific neaning given in the corresponding |ine,
appropriately selected from the 38 blnes A1 to A 338, of the Table A
Tabl e 61: This tabl e discloses thé conpounds T61.1 to T61. 338 of the
formula O1YRL NN OR2 RQNR3 ({61), in which, for each of these 338
speci fic compounds, each of the variables Z1, Z2, R, R2, R3 and R4 has the
specific meaning given in the ! gndi ng |ine, appropriately selected
from the 338 lines A1 to g e Table A Table 62: This table

di scl oses the 338 conpounds y» T62.338 of the formula Zi\RL N NR2 /
Ra R3 (T62), in which, for ea o hese 338 2 g@lfic conpounds, each of the
variables 71, 72, R1, R2, R3 and ‘rRa has t he g rfic meaning given in the

corres Mﬁibtﬂ,@oi e4t®, of AYeEBE Sickific opipRuhes bR BT the variables Zy, Zo, Ry, Rz, Ry
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 55: This table discloses the 338 compounds T55.1 to T55.338 of the formula

oy
T

N
/ S
R R (T55),
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 58: This table discloses the 338 compounds T56.1 to T56.338 of the formula

CIZ'YFH
N.
R

0
< 2
@] 2
/ b
KA (T56),

in which, for each of these 338 specific compounds, each of the variables Z,, Z,, Ry, Ry, 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 57: This table discloses the 338 compounds T57.1 to T57.338 of the formula



the 338 lines A1 to A 338, of the Table A Table 63: This table discloses
the 338 conpounds T63.1 to T63.338 of the fornula WO 2005/ 085234

PCT/ EP2005/ 002204 -182 ZIR, ON I N~R2 N R4 \ R3 (T63), in which, for each
of theseWBHIYEECH¥ic compounds, each of the variabl es PATERPOSAR20S  R3
and R4 has the specific nmeaning given in the corresponding |line,
appropriately selected from the 338-hgmes A1 to A 338, of the Table A
Tabl e 64: This table discloses the 338 conpounds T64.1 to T64.338 of the
formuia Z~-R R3C N g N61l:: R3 (T64), in which, for each of these 338

speci fic compounds, each of the variabjes Z1, 72, Rl, R2, R3 and R4 has the
speci fic nmeaning given in the cocré ntding |ine, appropriately selected
from the 338 lines Al to 338, _of ythe Table A Table 65: This table

di scl oses the 338 conpound : 0 TA5. 338 of the formula Zi~R H3C N N R
2 /N F3C R4 R3 (T65), in[whid or each of these 338 specific conpounds,
each of the variables ZI, Z20 Rl +R3 and R4 has the specific neaning
given in the corresponding |ine, appgopriately selected from the 338 |lines
A1 to A 338, of the Table A TablFg"66R,This tg@éﬁbdiscloses t he 338
conpounds T66.1 to T66.338 of the forrmula WO 2 85234 PCTI EP2005/ 002204

- 183 - inwhiBh, 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 58: This table discloses the 338 compounds T58.1 to T58.338 of the formula

H,G
Z.s R
=N 1Y 1
H—N N.
" R2
2
N
/ S
R R, (T58),

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 59: This table discloses the 338 compounds T59.1 to T59.338 of the formula

Z1 Rt
/‘O
R

2

2

N
/ T
Re R (T59),
in which, for each of these 338 specific compounds, each of the variables Zy, Z,, R+, Ra, Ra
and R, has the specific meaning given in the cerresponding 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



NCR2Z N2 3 4 3 (T66), in which, for each of these 338 specific conpounds,
each of the variables Z,, Z2, R, R2, R3 and R4 has the specific neaning
given in_the corresponding line, appropriately selected from the 338 |lines
A 1 to AVYERESE¥S2the Table A Table 67: This table di scPEEEE24REN23GE
conmpounds T67.1 to T67.338 of the formula F NR2 N3 N4 R3 (T67), Rin
whi ch, for each of these 338 specificigonpounds, each of the variables Z,,
Z2, A, R2, R3 and R4 has the specific meaning given in the correspondi ng
| ine, appropriately selected from the 338 lines A1 to A 338, of the Table
A. Table 68: This table discloses,the 338 conpounds T68.1 to T68.338 of the
formula H3C Z2yRI H3IC NRZ N Ry '(T68), in which, for each of these
338 specific conpounds, eack of the yariables Z,, Z2, R, R2, R3 and R4 has
t he specific nmeaning given i corresponding |ine, appropriately selected
from the 338 lines A1 toQ :
di scl oses the 338 conpounds 69. 338 of the forrmula WO 2005/ 085234

PCT/ EP2005/ 002204 -184- H3C Z,yRL §BC NR2 R N, R3 (T69),
Ry TR, (T60),

in which, for each of these 338 specific compounds, each of the variables Z;, Z;, R, Rp, Rz

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 61: This table discloses the 338 compounds T61.1 to T61.338 of the formula

|Z1§/H1
N..

R

2

N
R;” "R

s (T81),

in which, for each of these 338 specific compounds, each of the variables Z;, Zz, Ry, Rg, 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 62: This table discloses the 338 compounds T62.1 to T62.338 of the fermula

N
-~
R R, (T62),

in which, for each of these 338 specific compounds, each of the variables Z,, Z,, B;, Ry, 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 63: This table discloses the 338 compounds T63.1 to T63.338 of the formula



in which, for each of these 338 specific conpounds, each of the variables
Z,, Z2, Rl, R2, R3 and R4 has the specific neaning given in the
correspondin% | ine, appropriately selected from the 338 lines A1 to A 338,
of the TAU!EUXUSPA) e 70: This table discloses the 338 REREBUNEEIFD. 1 t o
T70.338 of the formula Z11R CH2 Il NNR 2 ,N, R4 R3 (T70), in which, for
each of these 33B specific conpounds,iggach of the variables Z1, Z2, Rl, R2,
R3 and R4 has the specific meaning given in the corresponding |ine,
appropriately selected from the 338 lines A1 to A 338, of the Table A
Tabl e 71: This table discloses the 33§, conpounds T71.t to T71.338 of the
formula Z1\/R, CH2Z NRz NR4 1), in which, for each of these 338
speci fic conpounds, each of theryari bles Z1, Z2, Rl, R2, R3 and R4 has the
specific meaning given in ¢ ornespumdi ng |ine, appropriately selected
from the 338 lines A1 to of the Table A Table 72: This table

di scl oses the 338 conpounds>~F/2t t© 2.338 of the fornmula WO 2005/ 085234
PCT/ EP2005/ 0022(}4 -185 zIyR, 91: 3 (T72), in which, for each of these
338 specific conpounds, each of thg varjables Z2, Rl, R2, R3 and R4 has
the specific neaning given in the correspondinéﬁﬁvﬂe, appropriately sel ected
from ihlwhich3forldaehf AcketldsApddnc cahpbilireis] alitreofAhe Takidiges 2;, ZLhRs A.aRL €

di scl oses_the 338 conpounds T73.1 to T73.338 of the formul C 7z, Rl
and R, has the speciﬂg meanﬁ'ig g?venlm the correspanding line, appropnryatg}y sel_‘%cteé from

the 338 lines A.1 to A.338, of the Table A.

Table 64: This table discloses the 338 compounds T64.1 to T64.338 of the formula

N
/ -
RE R (T64),
in which, for each of these 338 specific compounds, each of the variables Z,, Zp, Ry, Rz, R3
and R, has the specific meaning given in the corresponding line, appropriately selected from

the 338 lines A.1 1o A.338, of the Table A.

Table 65: This table discloses the 338 compounds T65.1 to T65.338 of the formula

N
R;” R

3

3 (T65),

in which, for each of these 338 specific compounds, each of the variables Z,, Z3, 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



/[ .,,Hgq2 N R4 \q3 (T73), in which, for each of these 338 specific
conpounds, each of the variables Z1, Z2, Rl, R2, R3 and R4 has the specific
meani ng given in the corresponding |ine, appropriately selected from the
338 Iineg’%"ﬂﬂﬁ’ﬁzﬂ. 338, of the Table A Table 74: This PGHERAEF&EPHses t he
338 conmpounds T74.1 to T74.338 of the formula Z1\R, S NCR2 2 H3CO R4 N,
R3 (T74), in which, for each of theseig38 specific conpounds, each of the
variables Z1, Z2, Rl, R2, R3 and R4 has the specific neaning given in the
corresponding line, appropriately selected from the 338 lines Al to A 338,
of the Table A Table 75: This taple gl scl oses the 338 compounds T75.1 to
T75.338 of the formula WO 200510 ?Grf PCT/ EP2005/ 002204 -185 H3C ZiYR1 L
IN-R2 N/NL RL R3 (T75), } iChN for each of these 338 specific
conpounds, each of the variab S5 , B2, Rl, R2, R3 and R4 has the specific
meani ng given in the corresp ing line, appropriately selected from the
338 lines A | to A 338, of the}\l abte™A. Table 76: This table discloses the
338 conmpounds T76.1 to T76.338 mf the formula CZ1YRI [IV~-R2 \ \ | NO NT 2
R4 R3 (T76), in which, for each #H,Thege 338 sp}%(é;fi c conpounds, each of the
variables 71, 72, Rl, R2, R3 ( !

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 67: This table discloses the 338 compounds T67.1 to T67.338 of the formula

N
/ e
e R (T67),
in which, for each of these 338 specific compounds, each of the variables Z,, Z;, Ry, Re, R3
and R, has the specific meaning given in the corresponding line, appropriately selected from

the 338 lines A.1 1o A.338, of the Table A.

Table 68: This table discloses the 338 compounds T68.1 to T68.338 of the formula
H,C

(Tes),

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 69: This table discloses the 338 compounds T69.1 to T69.338 of the formula



and R4 has the specific nmeaning 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 conpounds T77.1 to T77.338 of the
formul a WMOAYY2R 0:1:2 \ N R4 ,R3 (T77), in which, PEBEPBAYINYH t hese
338 specific conmpounds, each of the variables Z1, 7Z2, Rl, R2, R3 and R4 has
t he specific nmeaning given in the cortgsponding |ine, appropriately selected
from the 338 lines A1 to A 338, of the Table A Table 78: This table

di scl oses the 338 compounds T78.1 to T78.338 of the formula WO 20051085234
PCT/ EP2005/ 002204 -187 02N Z, YRl C6 | -RZ N R4 \R3 (T78), in which, for
each of these 338 specific conpod ach of the variables Z1, Z2, R, Rz,
R3 and R4 has the specific npani g en in the corresponding |ine,
appropriately selected from [ ines Al to A 338, of the Table A
Tabl e 79: This table di schgs€és s~gonpounds T79.1 to T79.338 of the
fornula C Z1\ R NN R 5 R4 , 1 n which, for each of these 338
speci fic conmpounds, each of the Ve fres Z1, Z2, Rl, R2, R3 and R4 has the
speci fic neaning given in the correspgnding |ine, appropriately selected
from the 338 lines A1 to A 338, af"the, Table AT%%able 80: This table

di scl oses the 338 conpounds T80,1 to T80. 338 of ¢ rformula N Z1R1 N R

in which, for each of these 338 specific compounds, each of the variables Z,, Z,, R, Rz, Rs

and R, has the specific meaning given in the corresponding fine, appropriately selected from
the 338 lines A.1 to A.338, of the Table A.

Table 70: This table discloses the 338 compounds T70.1 to T70.338 of the formula

N
R;” "R

3 (T70},

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 o A.338, of the Table A.

Table 71: This table discloses the 338 compounds T71.1 to T71.338 of the formula

@ Z1§/F{1
90

4 8 (T71),

in which, for each of these 338 specific compounds, each of the variables Z4, 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 72; This table discloses the 338 compounds T72.1 to T72.338 of the formuia



I 2 N R4, R3 (T80), in which, for each of these 338 specific conpounds,
each of the variables Z1, Z2, Rl, R2, R3 and R4 has the specific neaning
given in_the correspondi ng Ilne approprlately selected from the 338 |ines
A1 to AMRRE Y2 he Table A Table 81: This table di scPEEER2HHEI2BE
conpounds T81.1 to T81.338 of the fornmula WO 2005/ 085234 PCT/ EP2005/ 002204
-188 H30 Z1 \/ RI NN,R ZN R4 .3 (T81). in which, for each of these
338 specific conmpounds, each of the variables Z1, Z2, Rl, R2, R3 and R4 has
the specific nmeaning given in the corresponding |ine, appropriately sel ected
from the 338 lines A1 to A 338,Zof t%e Table A Table 82: This table

di scl oses the 338 conpounds T82. 17t 2.338 of the formula ZR NR 2 H

N R4 R3 (T82), in which, for each a t hese 338 specific conpounds, each of
the variables 71, 72, Rl, R ,.H“@y has the specific nmeaning given in
the corresponding line, ap bl selected from the 338 lines Al to

A. 338, of the Table A Tabl™® e~ T?abl e di scl oses the 338 conpounds
T83.1 to T83.338 of the formula zlyR]lT N NR2 Ry NNR3 (T83), in which, for
each of these 338 specific conpouRgé,“gpch of %ﬂﬁzvariables Z1l, Z2, Rl, R2,
R3 )r

in which, for each of these 338 specific compounds, each of the variables Z,, Z,, Ry, Rs, Hs
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 73: This table discloses the 338 compounds T73.1 to T73.338 of the formula

H,C Z1YH1

(T73),

in which, for each of these 338 specific compounds, each of the variables Z, Z,, Ry, Rz, Ry
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

4 8 (T74),
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 75: This table discloses the 338 compounds T75.1 to T75.338 of the formula



and R4 has the specific nmeaning given in the corresponding |line,
appropriately selected from the 338 lines A 1 to A 338, of the Table A
Tabl e 84: This table discloses the 338 conpounds T84.1 to T84.338 of the
fornmul a WO PURHEBSEXH0 85 23 4 PCTI EP2005/ 002204 -189 Z1yRATERIWNER22E N R4
\R3 (T84), in which, for each of these 338 specific conmpounds, each of the
variables Z1, Z2, Rl, R2, A3 and R4 yms. the specific nmeaning given in the
corresponding |ine, appropriately selected from the 338 lines A1 to A 338,
of the Table A Table 85: This table discloses the 338 conpounds T85.1 to
T85.338 of the formula H Z1 R1 H N, OH R4 R3 (T85), in which, for
each of these 338 specific co d%E/ rach of the variables Z1, Z2, Rl, RZ,
g

R3 and R4 has the specific nmean|n iven in the corresponding Ilne
appropriately selected frop & "338 1~Rnes A1l to A 338, of the Table A
Tabl e 86: This table disclj the\ 338 corrpounds T86.1 to T86.338 of the

formula H3C 0 Z1YR1L O -R 0~z RgnyH, R3 86), in which, for each of these
338 specific conpounds, each of the Variabl es Z1l, Z2, Rl, R2, R3 and R4 has
the specific neaning given in theRc/o'F“rﬁspondl ng_line, appropriately selected

from the 338 lines Al to A 338, of the’ Table A7)
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 76: This table discloses the 338 compounds T76.1 to T76.338 of the formula
Z R
CI 1ﬁ/ 1

N
999

N02 /N“*
R R (T76),

in which, for each of these 338 specific compounds, each of the variables Z,, Zp, Ry, Rs, 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 77: This table discloses the 338 compounds T77.1 to T77.338 of the formula
z R
l 1§/ 1

N.
Iz

N
R R (T77),
in which, for each of these 338 specific compounds, each of the variables Z,, Z,, Ry, Ry, Ry
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



Tabl e 87: This table discloses the 338 conpounds T87.1 to T87.338 of the
formul a WD 2005/ 085234 PCT/ EP2005/ 002204 -190 Z1tR1 O NCR N3ICON R4 ,
R3 (T87),,..i i.ch, for each of these 338 specific conpounds, each of the
vari abl es“"?%,‘"@‘??gﬂal, R2, R3 and R4 has the specific md&l/HGIGTPEHin the
corresponding |ine, appropriately selected from the 338 lines A1 to A 338,
of the Table A Table 88: This tabl e 17scl oses the 338 conpounds T88.1 to
T88.338 of the formula CH3 Z1\ /RL SN, NR3 RANNR3 (T88), in which, for
each of these 338 specific conmpounds, each of the variables Z1, Z2, Rl, R2,
R3 and R4 has the specific nmeanjpg _gigen in the corresponding |ine,
appropriately selected from thé 33BTines A1 to A 338, of the Table A
Tabl e 89: This table discloses the 8 conmpounds T89.1 to T89.338 of the
formula BrZl Y RL HC~ / |¢K Mo\ I N R ~R3 (T89), in which, for
each of these 338 specific gach of the variables Z1, 72, Rl, R2,
R3 and R4 has the specific™f fi ven in the corresponding |ine,
appropriately selected from the 338lines A1 to A 338, of the Table A
Table 90: This table discloses thEﬁBB?acorrpoun?ﬁB 90.1 to T90.338 of the
formul a WD 2005/ 085234 PCT/ EP2005/ 002204 -191'4't" R CH3 1

in which, for each of these 338 specific compounds, each of the variables Z,, Z,, Ry, Bz, 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 79: This table discloses the 338 compounds T79.1 to T79.338 of the formula
Gt 7
1

N
Ry TR

8 (T79),

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 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, 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 81: This table discloses the 338 compounds T81.1 to T81.338 of the formula



HSRC X NR2 yC~\ N R4 R3 (T90), in which, for each of these 338 specific
conpounds, each of the variables Z,, Z2, Rl, R2, R3 and R4 has the specific
meani ng given in the corresponding line, appropriately selected from the
338 |inesYR&2405{085284 338, of the Table A Table 91: This tPABIEP2E598I8ses the
338 conmpounds T91.1 to T91.338 of the formula cIl FX/ -R FO\ N R4 \R3
(T91), in which, for each of these 338gspecific conpounds, each of the
variables Z1, Z2, Rl, R2, R3 and R4 has the specific neaning given in the
corresponding |ine, appropriately selected from the 338 lines A1 to A 338,
of the Table A Fornul ation Eﬁ?[{% es ﬁ%: per cent by weight) Exanple FL1:
Emul si on concentrates a) b) c) @ Attyve'ingredient 25 % 40 % 50% Cal ci um
dodecyl benzenesul f onat e 5% 8% 69 stor oil polyethylene glycol ether (36
mol of EOQ) 5%- - Tributyl phegexypol yeg hyl ene glycol ether (30 nmol of EO -
12% 4% Cycl ohexanone - 15% 2Q_% ghe m xture 65 %25 % 20 % Enul sions
of any desired concentratio ah prepared from such concentrates by
dilution wth water. WO 20 ( PC T(E P200511102204 -192 Exanple F2:
Solutions a) b) c) d) Activefngediragt 80 %:|_8° 5% 95 % Ethyl ene gl ycol
nmononet hyl ether 20 % - - - Pol yethyl ene gl ycdl 400 - 70 % - -

in which, for each of these 338 specific compounds, each of the variables Z,, Z,, Ry, 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 82: This table discloses the 338 compounds T82.1 to T82.338 of the formula

/
N
/

H

4 8 (T82),
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 83: This table discloses the 338 compounds T83.1 to T83.338 of the formula

AN Z1&/”1
No

R,

3 (T83),

in which, for each of these 338 specific compounds, each of the variables Z,, Z;, Ry, Rs, 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 84: This table discloses the 338 compounds T84.1 to T84.338 of the formula



N- Met hyi pyrrolid-2-one - 20 % - - Epoxidized coconut oil - - 1 %5%

Petrol eum ether (boiling range: 160-190) - - 94% - The solutions are
suitable for use in the formof mcrodrops. Exanple F3: Granules a) b) c) d)
Active i nYPéuP@Rt23E9% 10% 8% 21 % Kaol in 94% - 79% 54% PHIUGRPYYSEPBREr se
silical %- 13 %7% Attapulgite - 90%- 18% The active ingredient is

di ssol ved in dichl oronet hane, the solyggon is sprayed onto the <carrier(s),
and the solvent is subsequently evaporated in vacuo. Exanple F4: Dusts a) b)
Active ingredient 2% 5% Hi ghly disperse silica 1l %%5% Talc 97%- Kaolin -
90% Ready-to-use dusts are obtai negd by,intimately m xing the carriers and
the active ingredient. Exanple F5? ﬁt abl e powders a) b) c) Active
ingredient 25 %50 % 75 % Sodiumlignosul fonate 5% 5% - Sodi um | auryl

sul fate 3% - 5% Sodium dii s8by péphiphal enesul fonate - 6% 10 %

Cct yl phenoxypol yet hyl ene glicol er (7-8 nol of EO - 2% WD 20051085234
PCT/ EP20051002204 -193 Hi gh®Py d pse?silica 5% 10% 10% Kaolin 62 %27 %
The active ingredient is mxed with f,he additives and the m xture is ground
thoroughly in a suitable mll. TiH;S gRyes wettggﬁie powders, which can be
diluted with water to give suspensions of any( )’red concentrati on.

Exanpl én WwhichBer el bf e BE8 spdiifid denpdi@its heAtof IAariables Z,, Z,, Ry, Ry, g

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 85: This table discloses the 338 compounds T85.1 to T85.338 of the formula
Z

H 1§/R1
!y

i H

H_ N
R;” "R

3 (T85),

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 86: This table discloses the 338 compounds T86.1 to T86.338 of the formula

HCo 21\I,R1

N
C
O 2
N
Ry "R

s (T86),

in which, for each of these 338 specific compounds, each of the variables Z,, Z;, Ry, Rp, Rz
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 87: This table discloses the 338 compounds T87.1 to T87.338 of the formula



Sodi um | i gnosul fonate 2% Carboxynmethylcellulose 1 % Kaolin 87 % The active
ingredient is mxed with the additives, and the mxture is ground m)i stened
with water, extruded, granulated and dried in a streamof air.

Coat ed gr‘%ﬁ’ﬁa‘f‘é@sﬂéil ve ingredient 3% Polyethylene glyc8f (EIWV"Q@%NB%
Kaolin 94 %In a mxer, the finely ground active ingredient is applied
uniformy to the kaolin, which has beem-noistened with the pol yethyl ene

gl ycol, This gives dust-free coated granules. Exanple F8: Suspension
concentrate Active ingredient 40 % Et hyI ene glycol 10 %

Nonyl phenoxypol yet hyl ene gl ycol et Qer 5 nol of EOQ 6% Sodium

l'i gnosul fonate 10 % Car boxyne W\\Irﬁ bse 1 % 37 % aqueous fornal dehyde
solution 0.2 % Silicone oil o agijeous enul sion) 0.8% Water 32 % WO
20051085234 PCT/ EP2005P002204 éRfinely ground active ingredient is
mxed intimately with the pdditi Suspensi ons of any desired
concentration can be prepaPedO r O g t‘hus resul ti ng suspensi on

concentrate by dilution with water. Eﬁol ogi cal Exanples (% = per cent by

wei ght, unless otherw se specifi edR;” Al e 131,T ctivity agai nst Aphis
craccivora Pea seedlings are infect ed W|th Aphi % accivora, subsequently
spr ayech which, far aacayt tl’ﬂas(é 53@5pmmmdmgd§%chmhﬁ vaizbleseZ,| AgRdRgM,; and

t hen i ncybat ed at 200 later, the ercent age. reducti in the
ooUl Bt e 45k seAli pahne SbPRITbE Syresenmiing B AReIRT Aoy et lag

aphi ds1mgg@m5tm¢t@p\e§;3egf Madrame s eated plants. In this test, conpounds
listed in the Tables 1 to 85 show good activity. Exanple B2: Activity

agai nst Di abrotica balteata
Table 88: This table discloses the 338 compounds T88.1 to T88.338 of the formula

CH, 21

(T88),

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 89: This table discloses the 338 compounds T89.1 {o T89.338 of the formula

HSC><O Nb\Ra
HC ©
N
R;” "R

8 (T89),

in which, for each of these 338 specific compounds, each of the variables Z,, Zz, Ry, Rz, R
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 90: This table discloses the 338 compounds T90.1 to T90.338 of the formula



Mai ze seedlings are sprayed with an aqueous enul sion spray m xture
conprising 400 ppm of active ingredient and, after the spray coating has
dried on, populated with 10 larvae (2nd instar) of Diabrotica balteata and
i ntroduc ?'ﬁ'ﬁ@sﬁ%l astic container. 6 days |ater, the PREFEEHEARR0t eduction
in the population (% activity) is determ ned by conparing the nunber of
dead | arvae between the treated and umgreated plants. In this test,
conmpounds listed in the Tables 1 to 85 show good activity. In particular,
the conpounds T1.1, T1.3, T7.1 and T7.3 have an activity of over 80 %
Exanpl e B3: Activity against Heliothis virescens (foliar application) Young
soya plants are sprayed with an a%llj_'e‘ Renul si on spray m xture conpri sing
400 ppmof active ingredient and,j aftler the spray coating has dried on,
popul ated with 10 caterpjklap iNagfar) of Heliothis virescens and
introduced into a plastic 3c><t ai 6 ys later, the percentage reduction
in the population and in 4§¢e ‘fHeed daage (% activity) are determ ned by
conparing the nunber of dead caterpilllars and the feedi ng danage between
the treated and untreated plants. I';P/tf\hjs test, conpounds listed in the
Tables 1 to 85 show good activity. ‘I pﬁ«ti cul ar(Tgohe conpounds T1.1, TI1.3,
T2.1, T7.1, T7.3, T75 1, T175.3, T76.1, T76.3, T791, T81 1, T2. T8, 1,

Te 1. Yeugehighedoh §3hese Sbergcipggaiads s R varalieiZ: %r'%’bfﬂ%)%r 80 %
Exanpl and $4 had@id ¥dciticaned iveh irPthBicerrebp&m) e applobfialelyodbiddtectas) WO
2005/ 0852;361?1 PCT/ EPéZOOSI 002r12mg(“21g -195 Heli otﬂ?li S Vi ree'(scgﬁﬂgbeggﬁbv\hi ch have
been déip3id inesdn &35, obthe Téhleed with an aqueous emul sion spray

m xture conprising 400 ppm of active ingredient. After 8 days, the
percentage hatching rate of the eggs and the survival rate of the

cat er pTbler® : Thisdable discioseathe 338 egropausndsiTi9clotepl i 33hohhe formmia eat ed
control batches. In this test, conpqunds listed in the Tables 1 to 85 show
good activity. In particular, the¢t toypounds T1.1, T1.3, T2.1, T7.1, T7.3,
T75.1, T75.3, T76.1, T76.3, '579. 1 T81y1, T2.2, T8.1, T5.1, T5.3, T20.1,
T20.3, T9.1, T9.3 and T9. f%h@v fCtiRjty of over 80 % Exanple 65:
Activity agai nst Myzus per ae i aryapplication) Pea seedlings are
infected with Myzus persid:ae,o subsequenty sprayed with a spray m xture
conprising 400 ppm of active ingrediggt and then incubated at 20. 3 and 6
days later, the percentage reduct Rgh 1M, t he po?‘agﬁtion (Y activity) is
determ ned by conparing the nunber of dead aphidS ’between the treated and
unt r eatredhiphafot sacH of théses33&secifcaovpmondds,|dash @f thevariablesah| 2s Rl, Bg BB5 show

good a%%h\ﬁ,;tt%'s ﬂlaen s e%?fltcl rﬁgslm%g g.IVQE 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% B0%
Calcium dodecylbenzenesulfonate 5% 8 % 6%
Castor oil polyethylene glycol ether (36 mol of EO) 5 % - -
Tributylphenoxypolyethylene glycol ether (30 mol of EQ) - 12% 4%
Cyclohexanone - 15% 20%
Xylene mixture 65% 25% 20%

Emulsions of any desired concentration can be prepared from such concentrates by dilution

with water.



conpounds T1.1 and T7.1 have an activity of over 80 % Exanple 136: Activity
agai nst Myzus persicae (system c application) Pea seedlings are infected

h Myzus perS|cae and their roots are subsequently placed into a spray
m xture COABYEPIG! 400 ppm of active ingredient. The se&MERGYSAPE hen
incubated at 20. 3 and 6 days later, the percentage reduction in the
popul ation (% activity) is determ neqjggby conparing the nunber of dead
aphi ds between the treated and untreated plants. In this test, conmpounds
listed in the Tables 1 to 85 show good activity. Exanple 67: Activity
agai nsté Pl ut%[% ﬁ{l ostella Young cabba e plants are spra ed with an aqueous
enul si conpri si ng 4009 pm o acti Vi i ngredi ent and, after
t he spm@w@mgwdmthas dried on, popul aBedew t1b 90 Sct er @ddears (3rd instar)
of Plutella tella n ntroduced i a plastic container. 3 days
| ater, [Et rﬁe&%@if“é’@@ E’thebn in thezﬁo/gul ation and in’the feeding damage
%act u:\éq lerdldycdehgy apped by conpari-ng thegorgnber of dead caterpillars
and the f e i ng damage between the treated and untreated plants. In this
test, ObMethyiragold- %1088 in the Tables | “to 8528n6w good activity. In
partl cy @gldlzgagoccg-@,rfrgpunds T1.1, T1.3, .T2.1, .T7,1, 1T 3, 5l€2. 3, T75.1,
T75. F .3, T78.1, T79.1, WD 2005/085234 PCT/ EP2005/ 002204 -196
781. 1 Pﬁzowumhqr (boiling rangs: 460-188°)1, T20.3, "T9. 1, 96%3 and T9.2 have an
activity of over 80 % Exanple B8: Activity against Spodoptera littoralis
Young soya plants are sprayed with an aqueous enul sion spray m xture
conpr i hagogons perausblgder yee innle Binaitmienedrorgf t er the spray coating has
dried on, populated with 10 caterpillars (1st instar) of Spodoptera
Iittoraiis and introduced into a plastic container. 3 days later, the
per centExgmpleeiiti@raoaes n t he popul ationaind im)the feedi ngl)damage (%
activity) rm ned by conparing nunhey of ead erpillars and
the fe %eg'nsc?gﬁ%ge bet ween the treat etd‘r> and u tf"eat e%’ pl aQﬁf‘Z In this test,
corrpourh@hsahml sted in the Tables 1 to 859:4r%w good ad@i%ityed Yon particul ar,

the ¢ ds T1. *I% T1.3, T2.1, T7.1, T7.3, T75.1,.175.3,,T76.1, T76.3,
T2. 2, %erfes Ba3 " T20.1, T20.3 8.1 "T9.3 ard°T9.?2"have an activity
of overAtt&Qume iql- Wiat is clainmed is- 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% V5%
Sodium lignosutfonate 5% 5% -
Sodium lauryl sulfate 3% - 5%
Sodium diisobutylnaphthalenesulfonate - 6 % 10 %

Octylphenoxypolyethylene glycol
ether (7-8 mol of EQ) - 2% -



1. A conpound of the formula Vila R04 ONRO7 NRas RO0loi 01 NCH N

(Vila), ORY 0e 0z RO1 RNRO2 CS wherein Rol
nitro; RO2 is h¥drogen or Cl-C4al kyl; R03 is Cl-C4al kyl, Ci-C4al kyl
or di subsYPeit¥Y Y cyano, COOH, nitro, Cl-Cdal koxy or PGIAFRIBNeA04
CZ- Caal kenyl , Cz CBal kenyl substituted by hal ogen,

i s hydrogen; am no or
nono-

Cl1- C4al koxy,

C3-Cs-al ki nyl, cycl opropyl, cycl obutyhkgzcycl opentyl, cycl ohexyl, cycl opropyl
substituted by Cl-C4al kyl, pyridyl, phenyl-Cz-Ceal kenyl or cyci opropyl;
cycl obutyl substituted by Cl-C4al kyl; cycl opentylthio-Cl-C4al kyl, benzyl oxy,

benzyl ?;E@h'fﬁgé%%ﬁ'% by hal ogen; benzylthi

gr oup

g - gl

ubstituted by Cl-C4al ky

OV\%EI’ ein the benzyl

pRenyl” Substituted by

hal oph&taylin phenoxy-d - C4al kyl , wherein the BBé&ayl 2§rieup -may be nmono- or

di substituted by hal ogen; phenyl - Cl- C4al kyl ,

wherein the phenyl group may

itself be nono- or disubstituted by substituents selected from hal ogen,
ni tro, Therzhdingraalier igyiniey wiltheabatiosd 4nd the GlixtGhsiskpuaynd toedoughtyGAal Kyl ;

ubst | SUVERP B CRE e Wehefl eoveea) Wiy perye tlepd

r.ahydr o- napht hal enyl
Mﬁl%ﬁegm ftuted by

Cl- CAalskypensidnBionany Wesifel-demablipatiompar bonyl - C1- C4al kyl, phenyl substituted by
hydr oxy, haophenyl oxy, Cl- C4al kyl -silyl (Cl-C4-al kyl )3 or C2-C6al ki nyl ;

pyridyl substituted by Cl-C4al koxy;
Example F6: Extruder granules

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

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

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

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

Ethylene glyco!

Nonylphenoxypolyethylene glycol ether (15 mol of EQ)
Sodium lignosulfonate

Carboxymethylcellulose

37 % aqueous formaldehyde solution

Silicane oil (75 % aqueous emulsion)

Water

40 %
10 %
6 %

10 %
1%

0.2%
0.8 %
32 Y



-1gB- C, -Coal kylthio-(-C4al kyl, C2-Ceal kenyl t hi o-( - C4al kyl,

C3- Coal ki nyl t hi o- G - C4al kyl, di oxol an- 2-yl -C, - C4al kyl ,

(C, -Aal k&! - di oxol an-2-yl)-C, -C4al kyl, triazolyl-G -C4al kyl,

t hi enyl - PR nor phol i nyl - Or - C4al kyl, G - C4al kyl tW}/'HEE}”ﬂMBP‘HyI ,

2, 3-di hydro- 1H-i soi ndol yl , hal o-substituted- thiazolyl-C, -C4al kyl,

C, - Aal kyl sul fonyl - - C4akyl or qui nolighthi o-C, - C4al kyl, wherein the

qui noline group nay be substituted by C, -C4hal oal kyl; R04 is ( -C4hal oal kyl ;
RO5 is hal ogen; each of R35 and Rojo, which nay be the sane or different,
represent s, hydrogen .- Ceal kyl . .. Q :Ceal koxycar | OXY i .

o P coa e EadeRovANAREYe e eyt schie GG RN B ¥ dines, Susnepsiqns o
hydr og L ; ' m Hee thiss s , Sgen,

C, - C4al I(ﬁ%érlge%ll (?%noc%bﬂ\t(%gﬁsca)&%%gﬁﬁgggﬂ%ré I's hydr ogetg??g%seﬁrgrll, phenyl
subst i tasnednbatenby dietion withivédtegen; or, where appropriate, a tautoner
thereof, in each case in free formor in salt form 2. A pesticidal
conposition, which conprises at | east one conpound according to claim1 of
t he forBbaichl EXampe(%e =aRpepr hakeighr uhizes otherwishepedfied)i n each case in
free formor in agrochemcally utilizable salt form as active ingredient
and at | east one auxiliary. 3. A conposition according to claim2 for
cont r olghiahthld BSEREHIQ gRRBY ASRNERLEVES of the order Acarina. _ 4. A nethod

for controlTing pests, which conprises applying a conposjtion according to
claim @&%@H@W@t’@fe&e‘dt"ﬁ@i’?P%Wﬁpﬁﬁ‘h‘én&%gguﬂmhﬁﬁ’{%@ VbR PIRY 'P’étuégai m 4

for congy riE;in@%—dU}ﬁﬁﬁF?a&fveﬁﬁf?é&?ﬁt@rﬂith&ﬁﬁwc_@ﬁal@ﬂ%tQDd.QJ and6 day S RAterbtheA
e

met hod according to claim4 for. protecti on of plant propagati on materi al
f r om t Hercentageciedygtigneistke portiatipnddnpetivied's deteamingg BONRasihadae NEmbaRRt eri al

or the §ljedq i%[s%e}df?entﬂé Q’%tdn%mrﬁ%%?éd;ﬂéntg.s planted. 7. Plant

pr opagation teria reated 1 n _accordance with the nmethod described in
cl ai m dn this test, compounds listed in the Tables 1 to 85 show good activity.

Example B2: Activity against Diabrotica balteata

Maize seedlings are sprayed with an aqueous emulsion spray. mixture comprising 400 ppm
of active ingredient and, after the spray coating has dried on, populated with 10 larvae (2nd
instar) of Diabrotica balteata and introduced into a plastic container. 6 days later, the
percentage reduction in the population (% activity) is determined by comparing the number
of dead larvae 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, T7.1 and T7.3 have an activity of over 80 %.

Example B3: Activity against Heliothis virescens {foliar application)

Young soya plants are sprayed with an agueous emulsion spray mixture comprising 400
ppm of active ingredient and, after the spray coating has dried on, populated with 10
caterpillars (1st instar) of Heliothis virescens and intreduced 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 darmage 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, T7.4, T7.3, T75.1, T75.3, T76.1, T76.3, T79.1, T81.1, T2.2,
T8.1, T5.1, T6.3, 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 eqqs)
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Heliothis virescens eggs, which have been deposited on cotton, are sprayed with an
aqueous emulsion spray mixture comprising 400 ppm of active ingredient. After 8 days, the
percentage hatching rate of the eggs and the survival rate of the caterpillars {% activity) are
evaluated in comparison with untreated control batches.

In this test, compounds listed in the Tables 1 to 85 show good activity. In particular, the
compounds T71.1, T1.3, T2.1, T7.1, T7.3, T75.1, T75.3, T76.1, T76.3, T79.1,T81.1, T2.2,
T8.1, T6.1, T5.3, T20.1, T20.3, T9.1, T9.3 and T79.2 have an activity of over 80 %.

Example B5: Activity against Myzus persicae (foliar application)

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

In this test, compounds listed in the Tables 1 to 85 show good activity. In particular, the
compounds T1.1 and T7.1 have an activity of over 80 %.

Example B6; Activity against Myzus persicae (systemic application

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

In this test, cormpounds fisted in the Tables 1 to 85 show good activity.

Example B7: Activity against Plutella xyiostella

Young cabbage plants are sprayed with an aqueous emuision spray mixture comprising
400 ppm of active ingredient and, after the spray coating has dried on, populated with 10
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,
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T81.1,72.2,T8.1, T5.1, T5.3, T20.1, T20.3, T9.1, T9.3 and T9.2 have an activity of over 80
Y.

Example B8: Activity against Spodoptera littoralis

Young soya plants are sprayed with an aqueous emulsion spray mixture comprising 400
ppm of active ingredient and, after the spray coating has dried on, populated with 10
caterpillars (1st instar) of Spodoptera littoralis 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, 721, T7.1, T7.3, T76.1, T75.3, T76.1, T76.3, 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 %.
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What is claimed is:

1. A compound of the formula Vila

R o
A\
o. M N
RQ'{ N ROS
o /Ym\ " “E/ \/> (Vlla)
N 0 == '
RDE Y02
R o1 N.
RO'Z/ ROG

wherein

Ry is hydrogen; amino or nitro;

Rg2 s hydrogen or C4-C,atkyt;

Roa i8 Cs-Caalkyl, Cs-Cialkyl mono- or disubstituted by cyano, COOH, nitro, Cs-Caalkoxy or
cyclopropyl;

C.-Cealkeny!, C,-Csalkeny! substituted by hialogen;

C,-Caalkoxy, C;-Cg-alkinyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropyl
substituted by C;-Caalkyl, pyridyl, phenyl-C.-Cealkeny! or cyclopropyl;

cyclobutyl substituted by C4-C,alkyl;

cyclopentylthio-C,-Caalkyl, benzyloxy, benzyloxy substituted by halogen;
benzylthic-C,-C,alkyl, wherein the benzyl group may itself be substituted by C,-C,alkyl;
thiophenyl substituted by halophenyl;

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

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

C,-Csalkenyloxy, isoxazolyl substituted by C,-C,alkyl;

thiazolyl, C,-Csalkoxycarbonyi-C,-Calkyl, phenyl substituted by hydroxy, halophenyloxy, C4-
Caalky!l-silyl(C,-Cs-alyl), or C,-Cealkiny;

pyridyl substituted by C,-Csalkoxy;



-1a8-

C4-Cealkylthio-C4-Caalkyl, C,-Cealkenylthio-C4-Caalkyl, Cs-Cealkinylthio-C-Caalkyl, dioxolan-
2-y1-C4-Cgalkyl, {C4-C,alkyl-dioxolan-2-yl)-C4-Csalkyl, triazolyl-C;-C,alkyl, thienyl-C,-C,alkyl,
morphalinyl-C4-C,atkyl, C1-Csalkylthio-C4-Caalkyl, 2,3-dihydro-1H-isoindolyl, halo-substituted-
thiazolyl-C4-Csalkyl, C,-C,alkylsulfonyl-C4-Caalkyl or quinolylthio-C,-Caalkyl, wherein the
quinoline group may be substituted by C;-C,haloalkyl;

Ro4 is C4-Cyhaloalkyl;

R¢s is halogen;

each of Rys and Ryyq, which may be the same or different, represents hydrogen, C;-Cgalkyl,
Ci-Cealkoxycarbonyloxy, C;-Cgalkylcarbonylamino, hydroxy, cyano, halogen or C+-Cglkoxy;
Rqy is hydrogen, nitro or halogen;

Y1 is C(Ros);

Res is hydrogen, halogen, C,-Caalkyl or nitro;

Yoz is C{Rge); and Rgg is hydrogen, phenyi, phenyl substituted by halogen, or halogen;

or, where appropriate, a tautomer thereof, in each case in free form or in salt form,

2. 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 formorin

agrochemically utilizable salt form, as active ingredient and at least one auxiliary.

3. A campasition according to claim 2 for controlling insects or representatives of the order
Acarina.

4. A method for controlling pests, which comprises applying a composition according to claim
‘2 to the pests or their environment.

5. A method according to claim 4 for controlling insects or representatives of the order
Acarina,

6. A method according to claim 4 for the protection of plant propagation material from the
attack by pests, which comprises treating the propagation material or the site, where the

propagation material is planted.

7. Plant propagation material freated in accordance with the method described in claim 6,



