Office de la Proprieté Canadian CA 2780955 C 2018/01/23

Intellectuelle Intellectual Property
du Canada Office (11)(21) 2 780 955
Un organisme An agency of 12 BREVET CANADIEN
'Industrie Canada ndustry Canada
CANADIAN PATENT
13) C
(86) Date de depot PCT/PCT Filing Date: 2010/11/11 (51) CLInt./Int.Cl. CO7D 249/02(2006.01),
(87) Date publication PCT/PCT Publication Date: 2011/05/26 jg;% ;’v;"jj%((gggg-gl))’ jg% g;jﬁ éi?ggbogg .
(45) Date de délivrance/lssue Date: 2018/01/23 A61K37/4196(2006.01,), A61K31/426(2006.01):
(85) Entree phase nationale/National Entry: 2012/05/15 AGTK 31/433(2006.01), AGTK 31/44(2006.01),
o A6TK 371/4965(2006.01), A6TK 31/50(2006.01),
(86) N° demande PCT/PCT Application No.: EP 2010/067248 A61K 31/505(2006.01). ...
(87) N° publication PCT/PCT Publication No.: 2011/061110 (72) Inventeurs/Inventors:
(30) Priorité/Priority: 2009/11/17 (US61/261,830) SOERGEL, SEBASTIAN, DE;

PAULINI, RALPH, DE;
GROSS, STEFFEN, DE;
BEYER, CARSTEN, DE;

(54) Titre : DERIVES DE SULFURE D'OXA- OU THIA-HETEROARYLE ET D'ALKYLE FLUORES POUR LA LUTTE
CONTRE DES ANIMAUX NUISIBLES INVERTEBRES

(54) Title: FLUORINATED OXA OR THIA HETEROARYLALKYLSULFIDE DERIVATIVES FOR COMBATING
INVERTEBRATE PESTS

U S D \R3U (1)

(57) Abréegée/Abstract:
The Invention relates to alkylsulfide derivatives compounds of formula | as hererunder depicted or the enantiomers or veterinarily
acceptable salts thereof which are useful for combating or controlling invertebrate pests, In particular arthropod pests and

an a d a http.:vopic.ge.ca + Ottawa-Hull K1A 0C9 - atp.//eipo.ge.ca OPIC A0 @ camew o o
NSNS

OPIC - CIPO 191 R e




CA 2780955 C 2018/01/23

anen 2 180 955
13) C

(51) Cl.Int./Int.Cl. (suite/continued) A67F 33/74(2006.01), CO/D 207/30(2006.01), COrD 213/34 (2006.01),
COrD 213/64 (2006.01), CO7D 231/70(2006.01), CO/D 233/54 (2006.01), COrD 237/086 (2006.01),
COrD 239/26 (2006.01), COsD 241/12(2006.01), CO/D 251/74(2006.01), COrD 257/04 (2006.01),
COrD 261/08 (2006.01), COsD 263/32(2006.01), CO/D 271/02(2006.01), COrD 277/26 (2006.01),
COrD 285/12(2006.01), COsD 30//38(2006.01), CO/D 333/78 (2006.01)

(72) Inventeurs(suite)/Inventors(continued): POHLMAN, MATTHIAS, DE; BASTIAANS, HENRICUS MARIA MARTINUS, US;
RACK, MICHAEL, DE; CULBERTSON, DEBORAH L., US; ANSPAUGH, DOUGLAS D., US; THOMPSON, SARAH, US;
SALGADO, VINCENT, US

(73) Proprietaires(suite)/Owners(continued):MERIAL, INC., US
(74) Agent: SMART & BIGGAR

(57) Abrege(suite)/Abstract(continued):
nematodes. The Invention also relates to methods for controlling invertebrate pests by using these compounds and to plant

propagation material and to agricultural and veterinary compositions comprising said compounds. wherein U, R1, R2, R3U, X, n
and p are defined as In the description.




WO 2011/061 110 A1 |[HIL 1! HYDL Y OO0 RO 0 R

CA 02780955 2012-05-15

(12) INTERNATIONAL APPLICATION PUBLISHED UNDER THE PATENT COOPERATION TREATY (PCT)

(19) World Intellectual Property Organization

International Bureau

(43) International Publication Date
26 May 2011 (26.05.2011)

(10) International Publication Number

WO 2011/061110 A1l

(51)

(21)

(22)

(25)

(26)
(30)

(71)

(72)
(75)

AOIN 43/824 (2006.01)

International Patent Classification:
CO7D 285/12 (2006.01) A61K 31/433 (2006.01)
A61P 33/00 (2006.01)

International Application Number:
PCT/EP2010/067248

International Filing Date:
11 November 2010 (11.11.2010)

Filing Language: English
Publication Language: English
Priority Data:

61/261,830 17 November 2009 (17.11.2009) US

Applicant (for all designated States except US). BASF
SE [DE/DE]; 67056 Ludwigshaten (DE).

Inventors; and

Inventors/Applicants (for US only): SORGEL, Sebas-
tian [DE/DE]; Marienstr. 19, 67063 Ludwigshaten (DE).
PAULINI, Ralph [DE/DE]; Im Nonnengarten 57, 67098
Bad Diirkheim (DE). GROSS, Steffen [DE/DE]; Marie-
Juchacz Allee 201, 67067 Ludwigshaten (DE). BEYER,
Carsten [DE/DE]; Leibnizstr. 40-42, 55118 Mainz (DE).
POHLMAN, Matthias [DE/DE]; Am Langenstein 13,
67251 Freinsheim (DE). BASTIAANS, Henricus Maria
Martinus [NL/DE]; Bartholomaeus-Arnoldi-Str. 35,
61250 Usingen (DE). RACK, Michael [DE/DE]; Hildas-
tr. 11/1, 69214 Eppelheim (DE). CULBERTSON, Debo-
rah, L. [US/US]; 6400 Vintage Ridge Lane, Fuquay Va-
rina, NC 27526 (US). ANSPAUGH, Douglas, D.
[US/US]; 4007 Winecott Drive, Apex, NC 27502 (US).

(74)

(81)

(84)

THOMPSON, Sarah [US/US]; 4512 Cheshire Downs
Ct., Raleigh, NC 27603 (US). SALGADQO, Vincent [US/
US]; 100 Foxcroft Lane, Durham, NC 27713 (US).

Common Representative: BASF SE; 67056 Lud-

wigshaten (DE).

Designated States (unless otherwise indicated, for every
kind of national protection available): AE, AG, AL, AM,
AQO, AT, AU, AZ, BA, BB, BG, BH, BR, BW, BY, BZ,
CA, CH, CL, CN, CO, CR, CU, CZ, DE, DK, DM, DO,
DZ, EC, EE, EG, ES, FI, GB, GD, GE, GH, GM, GT,
HN, HR, HU, ID, IL, IN, IS, JP, KE, KG, KM, KN, KP,
KR, KZ, LA, LC, LK, LR, LS, LT, LU, LY, MA, MD,
ME, MG, MK, MN, MW, MX, MY, MZ, NA, NG, NI,
NO, NZ, OM, PE, PG, PH, PL, PT, RO, RS, RU, SC, SD,
SE, SG, SK, SL, SM, ST, SV, SY, TH, TJ, TM, TN, TR,
TT, TZ, UA, UG, US, UZ, VC, VN, ZA, ZM, ZW.

Designated States (unless otherwise indicated, for every
kind of regional protection available). ARIPO (BW, GH,
GM, KE, LR, LS, MW, MZ, NA, SD, SL, SZ, TZ, UG,
/M, ZW), Eurasian (AM, AZ, BY, KG, KZ, MD, RU, TJ,
TM), European (AL, AT, BE, BG, CH, CY, CZ, DE, DK,
EE, ES, FI, FR, GB, GR, HR, HU, IE, IS, IT, LT, LU,
LV, MC, MK, MT, NL, NO, PL, PT, RO, RS, SE, SI, SK,
SM, TR), OAPI (BF, BJ, CF, CG, CI, CM, GA, GN, GQ,
GW, ML, MR, NE, SN, TD, TQG).

Published:

with international search report (Art. 21(3))

(534) Title: FLUORINATED OXA OR THIA HETEROARYLALKYLSULFIDE DERIVATIVES FOR COMBATING INVER-
TEBRATE PESTS

1T =2

R R

UX§/\[\4?X\R3U

(0),

(1)

(57) Abstract: The invention relates to alkylsulfide derivatives compounds of formula I as hererunder depicted or the enantiomers
or vetermarily acceptable salts thereot which are usetul for combating or controlling invertebrate pests, in particular arthropod

plant propagation material and to ag
X, n and p are detined as in the description.

pests and nematodes. The mvention also relates to methods for controlling mvertebrate pests by using these compounds and to
ricultural and veterinary compositions comprising said compounds. wherein U, R1, R2, R3U,




10

15

20

25

30

39

CA 02780955 2012-05-15
WO 2011/061110 PCT/EP2010/067248

1

FLUORINATED OXA OR THIA HETEROARYLALKYLSULFIDE DERIVATIVES
FOR COMBATING INVERTEBRATE PESTS

The present invention relates to alkylsulfide compounds or the enantiomers or veterinarily ac-
ceptable salts thereof which are useful for combating or controlling invertebrate pests, in particu-
lar arthropod pests and nematodes. The invention also relates to methods for controlling inver-
tebrate pests by using these compounds and to plant propagation material and to agricultural
and veterinary compositions comprising said compounds.

Invertebrate pests and in particular arthropods and nematodes destroy growing and harvested
crops and attack wooden dwelling and commercial structures, causing large economic loss to
the food supply and to property. While a large number of pesticidal agents are known, due to
the ability of target pests to develop resistance to said agents, there is an ongoing need for new
agents for combating invertebrate pests, in particular insects, arachnids and nematodes.

WO 2009/075080, WO 2009/028727, WO 2009/025397 and WO 2009/014268 describe fluorine
containing organosulfur compounds and their use as pesticides is mentioned.

It is an object of the present invention to provide compounds that have a good pesticidal activity,
In particular insecticidal activity, and show a broad activity spectrum against a large number of
different invertebrate pests, especially against difficult to control arthropod pests and/or nema-
todes.

It has been found that these objectives can be achieved by alkylsulfide derivatives of the for-
mula | below, by their steroisomers and by their salts and N-oxides, in particular their agricultur-
ally or veterinarily acceptable salts.

Therefore, In a first aspect, the invention relates to alkylsulfide compounds of the formula | and
the salts and N-oxides thereof

R' R’
T e ST
O).

(

wherein

X is Oor S(=O0)m;
m 1s0,1,2

N s 0,1 or 2;

D IS 1or 2

R3V is C4- Cio-haloalkyl, C,- Ce-haloalkenyl, Cs- Cs-haloalkynyl, Cs-Cs-halocycloalkyl, Cs-
Ces-halocycloalkenyl, and wherein at least one halogen is fluorine;
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U Is a 5-to 12-membered monocyclic or bicyclic heteroaromatic ring-system which may

Vv

O

contain 1 to 4 heteroatoms selected from O, S, N, wherein the heteroaromatic ring
may be substituted by one to four substituents V,

IS Independently halogen, C+1-Ce-alkyl, C1-Ces-haloalkyl, C3-Cs-cycloalkyl-C4-Cs-alkyl
which may be substituted with halogen atoms, C»>-Ce-alkenyl, C2>-Ces-haloalkenyl, Co-
Ce-alkynyl, C>-Ce-haloalkynyl, Cs-Ce-cycloalkyl, C3.Cs-halocycloalkyl, C1-Ce-alkoxy,
C1-Ce-haloalkoxy, C(=O)R*, C(=S)R*, S(O)oR'°, CN, NO2, an amino group which
may be substituted or disubstituted by C4-C4-alkyl or by C4-Cs-acyl;

s 0,1 or 2;

R, R? are independently of each other selected from the group consisting of hydrogen,

R4

R5

R6

~U

O O
O O
#” O O #” SO # N N —
| |
W W* W’

halogen, C1-Cs-alkyl which may be substituted by halogen, by Ci-Cs-alkoxy, by Ci-
Cs-alkylthio, by C4-Cs-alkylsulfinyl, by C+-Cs-alkylsulfonyl, by CN, by C(=O)R*, by
OC(=0)R*, by N-( C4-Cz-alkyl)2, or by OH,

C2-Ce-alkenyl, C2-Ce-haloalkenyl, C,-Ces-alkynyl, C,-Cs-haloalkynyl, C3-Cs-cycloalkyl,
C3-Ce-halocycloalkyl, Cs-Ce-cycloalkyl-C+-Cs-alkyl which may be substituted by halo-
gen atom(s), CN, C(=O)R7, C(=S)R’, C(R')=NR'%, C(R'")=N-OR'~,

or R" and R? may form together with the carbon atom whereto they are bonded Cs-
Ce-cycloalkyl, C=C(R°)R® or C=N-OR>;

Is hydrogen, hydroxyl, Ci-Ce-alkyl, Ci-Ce-haloalkyl, C1-Ce-alkoxy, NR®R?;
Is hydrogen or Ci-Cs-alkyl;
is Cq-Cs-alkoxy, NR8R?;

is hydrogen, C+-Cs-alkyl, C1-Ce-haloalkyl, OH, C4-Cs-alkoxy which may be substi-
tuted by halogen, by C+-Cs-alkoxy, by C1-Cs-alkoxy-C4-Cas-alkoxy, by C1-Cs-alkylthio,
by C1-Cs-alkylsulfinyl, by C-Ce-alkylsulfonyl, by Cs-Ces-cycloalkyl, by tetrahydrofuryl,
by phenyl, by pyridyl [wherein the last two mentioned radicals may be substituted by
halogen], by CN, by C(=0O)OR'™ or by C(=O)NR'R'?, C,-Cs-alkenyl, C2-Ce-
haloalkenyl, C2>-Ce-alkynyl, C»-Ce-haloalkynyl, C3-Ce-cycloalkyloxy which may be
substituted by halogen, Cs-Cs-cycloalkylthio which may be substituted by halogen,
NR®RY, C1-Ce-alkylthio, N(R?)C(=0O)N(R'*)R' or the following groups W' to W>:

|
w' W O




3816200350

3

R® and R® form together with the nitrogen atom to which they are attached an amino, or

mono-(C4-Ce-alkyl)amino or di-(C4-C4-alkyl)amino or C,-Cs-cyclic amino groups.

R R"™ R" R'™and R"™ are independently and independently from each other hydrogen,
C4-Ce-alkyl;

5 R'® is C4-Cg-alkyl which may be substituted by halogen, by C,-C,-alkoxy, by C;-C.-
alkoxy-Cq-Cy4-alkoxy, by S(O),-C+-Ce-alkyl, by phenyl or by tetrahydrofuryl, C,-Cs-
alkenyl, C,-Cg-haloalkenyl, C,-Ce-alkynyl, C,-Cs-haloalkynyl, Cs-Ce-cycloalkyl,
Cs-Ce-halocycioalkyl, C;-Ce-cycloalkyl-C4-Cs-alkyl which may be substituted with

halogen atoms.

10 In another aspect, the invention provides a compound of the formula | and the salts and N-

oxides thereof

wherein

XIis Oor S(=0),
15 mis 0, 1, 0or 2

nis 0,1 or 2

pis 1;

R° is C;-C,-haloalkyl, Co-Cys-haloalkenyl, or Cs-Cs-haloalkynyl, and wherein at least one

halogen is fluorine;

20 U is a 5-membered heteroaromatic ring selected from the group consisting of 1H-pyrrole,
1H-pyrazole, 1H-1,2 4-triazole, 1H-imidazole, 1H-1,2,3- triazole, 1H-tetrazole, thiophene,
thiazole, 1,3,4-thiadiazole, furan, oxazole, isoxazole, 1,2 4-oxadiazole, and 1,3,4-oxadiazole,

wherein the heteroaromatic ring is substituted by V,

CA 2780955 2017-06-29
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V is Independently halogen, C;-Ce-alkyl, Ci-Cs-haloalkyl, C,-Ce¢-alkenyl, C,-Cg-haloalkenyl
or CN;

R" is selected from the group consisting of hydrogen, halogen, CN, and C;-Cs-alkyl which
may be substituted by halogen or by OH; and

R is hydrogen, halogen, or C;-Cs-alkyl.

The present invention also provides an agricultural composition comprising at least one
compound of the formula | as defined herein and/or an agriculturally acceptable salt thereof

and at least one liguid and/or solid carrier.

The present invention also provides a veterinary composition comprising at least one

compound of the formula | as defined herein and/or a veterinarily acceptable salt thereof and

at least one liquid and/or solid carrier.

In another aspect, the invention provides an agricultural composition comprising at least one
compound of the formula |, as defined herein, or a salt or N-oxide thereof, and at least one

agriculturally acceptable carrier.

In another aspect, the invention provides a veterinary composition comprising at least one
compound of the formula |, as defined herein, or a salt or N-oxide thereof, and at least one

veterinarily acceptable carrier.

In another aspect, the invention provides an agent for combating invertebrate pests

comprising a compound as defined herein or a salt or N-oxide thereof.

In another aspect, the invention provides use of a compound as defined herein or a salt or N-
oxide thereof for preventing infestation or infection of an animal by invertebrate pests, or for

treating an animal infected by invertebrate pests.

In another aspect, the invention provides a method for protecting plants from attack or
Infestation by invertebrate pests, which method comprises treating the plants with a
pesticidally effective amount of at least one compound of the formula | as defined herein or a

salt or N-oxide thereof.

CA 2780955 2017-06-29
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In another aspect, the invention provides plant propagation material, comprising at least one

compound of the formula | as defined herein or a salt or N-oxide thereof.

In another aspect, the invention provides a compound of the formula | as defined herein or a
salt or N-oxide thereof for controlling or preventing infestation or infection of an animal by

Invertebrate pests, or for treating an animal infected by invertebrate pests.

In another aspect, the invention provides use of a compound of the formula | as defined
herein or a salt or N-oxide thereof for the manufacture of a medicament for therapeutic

application against infection by parasites.

The present invention also provides a method for controlling invertebrate pests which method
comprises treating the pests, their food supply, their habitat or their breeding ground or a
cultivated plant, plant propagation materials (such as seed), soil, area, material or
environment in which the pests are growing or may grow, or the materials, cultivated plants,
plant propagation materials (such as seed), soils, surfaces or spaces to be protected from

pest attack or infestation with a pesticidally effective amount of a compound of formula | or a

salt thereof as defined herein.

The present invention also relates to plant propagation material, in particular seed,
comprising at least one compound of formula | and/or an agriculturally acceptable salt thereof

as defined herein.

The present Invention further relates to a method for treating or protecting an animal from

infestation or infection by parasites which comprises bringing the animal in contact with a
parasiticidally effective amount of a compound of the formula | or a veterinarily acceptable
salt thereof as defined herein. Bringing the animal in contact with the compound |, its salt or

the veterinary composition of the invention means applying or administering it to the animal.

CA 2780955 2017-06-29
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The term "stereoisomers” encompasses both optical isomers, such as enantiomers or
diastereomers, the latter existing due to more than one center of chirality in the molecule, as
well as geometrical isomers (cis/trans iIsomers).

Depending on the substitution pattern, the compounds of the formula | may have one or more
centers of chirality, in which case they are present as mixtures of enantiomers or diastereomers.
The invention provides both the pure enantiomers or diastereomers and their mixtures and the
use according to the invention of the pure enantiomers or diastereomers of the compound | or
its mixtures. Suitable compounds of the formula | also include all possible geometrical
stereoisomers (cis/trans isomers) and mixtures thereof. Cis/trans isomers may be present with
respect to an imine group.

The compounds of the present invention may be amorphous or may exist in one ore more dif-
ferent crystalline states (polymorphs) which may have a different macroscopic properties such
as stability or show different biological properties such as activities. The present invention In-
cludes both amorphous and crystalline compounds of the formula I, mixtures of different crystal-
line states of the respective compound |, as well as amorphous or crystalline salts thereof.

Salts of the compounds of the formula | are preferably agriculturally and veterinarily acceptable
salts. They can be formed In a customary method, e.g. by reacting the compound with an acid

of the anion in question If the compound of formula | has a basic functionality or by reacting an
acidic compound of formula | with a suitable base.

Suitable agriculturally acceptable salts are especially the salts of those cations or the acid addi-
tion salts of those acids whose cations and anions, respectively, do not have any adverse effect
on the action of the compounds according to the present invention. Suitable cations are in par-
ticular the ions of the alkall metals, preferably lithium, sodium and potassium, of the alkaline
earth metals, preferably calcium, magnesium and barium, and of the transition metals, prefera-
bly manganese, copper, zinc and iron, and also ammonium (NH**) and substituted ammonium
In which one to four of the hydrogen atoms are replaced by C+-Cs-alkyl, C1-Cs-hydroxyalkyl, C+-
Cs-alkoxy, C4-Cys-alkoxy-C1-Cs-alkyl, hydroxy-C-Cs-alkoxy-C+-Cs-alkyl, phenyl or benzyl. Exam-
ples of substituted ammonium ions comprise methylammonium, isopropylammonium, dimethyl-
ammonium, diisopropylammonium, trimethylammonium, tetramethylammonium, tetraethylam-
monium, tetrabutylammonium, 2-hydroxyethylammonium, 2-(2-hydroxyethoxy)ethylammonium,
bis(2-hydroxyethyl)ammonium, benzyltrimethylammonium and benzl-triethylammonium, fur-
thermore phosphonium ions, sulfonium ions, preferably tri(C4-Cas-alkyl)sulfonium, and sulfoxon-
ium ions, preferably tri(C4-Cy-alkyl)sulfoxonium.

Anions of useful acid addition salts are primarily chloride, bromide, fluoride, hydrogen sulfate,
sulfate, dinydrogen phosphate, hydrogen phosphate, phosphate, nitrate, hydrogen carbonate,
carbonate, hexafluorosilicate, hexafluorophosphate, benzoate, and the anions of C4-Cs-alkanoic
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S
acids, preferably formate, acetate, propionate and butyrate. They can be formed by reacting a
compound of formula | with an acid of the corresponding anion, preferably of hydrochloric acid,
hydrobromic acid, sulfuric acid, phosphoric acid or nitric acid.

By the term "veterinarily acceptable salts” is meant salts of those cations or anions which are
known and accepted in the art for the formation of salts for veterinary use. Suitable acid addition
salts, e.g. formed by compounds of formula | containing a basic nitrogen atom, e.g. an amino
group, include salts with inorganic acids, for example hydrochlorids, sulphates, phosphates, and
nitrates and salts of organic acids for example acetic acid, maleic acid, dimaleic acid, fumaric
acid, difumaric acid, methane sulfenic acid, methane sulfonic acid, and succinic acid.

The term "Invertebrate pest” as used herein encompasses animal populations, such as insects,
arachnids and nematodes, which may attack plants, thereby causing substantial damage to the
plants attacked, as well as ectoparasites which may infest animals, in particular warm blooded
animals such as e.g. mammals or birds, or other higher animals such as reptiles, amphibians or
fish, thereby causing substantial damage to the animals infested.

The term "plant propagation material” as used herein includes all the generative parts of the
plant such as seeds and vegetative plant material such as cuttings and tubers (e. g. potatoes),
which can be used for the multiplication of the plant. This includes seeds, roots, fruits, tubers,
bulbs, rhizomes, shoots, sprouts and other parts of plants. Seedlings and young plants, which
are to be transplanted after germination or after emergence from soil, may also be included.
These plant propagation materials may be treated prophylactically with a plant protection com-
pound either at or before planting or transplanting.

The term "plants” comprises any types of plants including "non-cultivated plants” and in particu-
lar "cultivated plants”.

The term "non-cultivated plants” refers to any wild type species or related species or related
genera of a cultivated plant.

The term "cultivated plants” as used herein includes plants which have been modified by breed-
iINg, mutagenesis or genetic engineering. Genetically modified plants are plants, which genetic
material has been so modified by the use of recombinant DNA techniques that under natural
circumstances cannot readily be obtained by cross breeding, mutations or natural recombina-
tion. Typically, one or more genes have been integrated into the genetic material of a geneti-
cally modified plant in order to improve certain properties of the plant. Such genetic modifica-
tions also include but are not limited to targeted post-transtional modification of protein(s) (oligo-
or polypeptides) poly for example by glycosylation or polymer additions such as prenylated, ac-
etylated or farnesylated moieties or PEG moieties (e.g. as disclosed in Biotechnol Prog. 2001
Jul-Aug;17(4):720-8., Protein Eng Des Sel. 2004 Jan;17(1):57-66, Nat. Protoc. 2007;2(5):1225-
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0
35., Curr. Opin. Chem. Biol. 2006 Oct; 10(5):487-91. Epub 2006 Aug 28., Biomaterials. 2001
Mar; 22(5):405-17, Bioconjug Chem. 2005 Jan-Feb;16(1):113-21).

The term "cultivated plants” as used herein further includes plants that have been rendered tol-
erant to applications of specific classes of herbicides, such as hydroxy-phenylpyruvate dioxy-
genase (HPPD) inhibitors; acetolactate synthase (ALS) inhibitors, such as sulfonyl ureas (see e.
g. US 6,222,100, WO 01/82685, WO 00/26390, WO 97/41218, WO 98/02526, WO 98/02527,
WO 04/106529, WO 05/20673, WO 03/14357, WO 03/13225, WO 03/14356, WO 04/16073) or
imidazolinones (see e. g. US 6,222,100, WO 01/82685, WO 00/26390, WO 97/41218, WO
98/02526, WO 98/02527, WO 04/106529, WO 05/20673, WO 03/14357, WO 03/13225, WO
03/14356, WO 04/16073); enolpyruvylshikimate-3-phosphate synthase (EPSPS) inhibitors, such
as glyphosate (see e. g. WO 92/00377); glutamine synthetase (GS) inhibitors, such as glufosi-
nate (see e. g. EP-A-0242236, EP-A-242246) or oxynil herbicides (see e. g. US 5,559,024) as a
result of conventional methods of breeding or genetic engineering. Several cultivated plants
have been rendered tolerant to herbicides by conventional methods of breeding (mutagenesis),
for example Clearfield® summer rape (Canola) being tolerant to imidazolinones, e. g. imazamox.
Genetic engineering methods have been used to render cultivated plants, such as soybean,
cotton, corn, beets and rape, tolerant to herbicides, such as glyphosate and glufosinate, some
of which are commercially available under the trade names RoundupReady® (glyphosate) and
LibertyLink® (glufosinate).

The term "cultivated plants” as used herein further includes plants that are by the use of recom-
binant DNA techniques capable to synthesize one or more insecticidal proteins, especially those
known from the bacterial genus bacillus, particularly from bacillus thuringiensis, such as delta-
endotoxins, e. g. CrylA(b), CrylA(c), CrylF, CrylF(a2), CryllA(b), CrylllA, CryllIB(b1) or Cry9c;
vegetative insecticidal proteins (VIP), e. g. VIP1, VIP2, VIP3 or VIP3A; insecticidal proteins of
bacteria colonizing nematodes, for example Photorhabdus spp. or Xenorhabdus spp.; toxins
produced by animals, such as scorpion toxins, arachnid toxins, wasp toxins, or other insect-
specific neurotoxins; toxins produced by fungi, such Streptomycetes toxins, plant lectins, such
as pea or barley lectins; agglutinins; proteinase inhibitors, such as trypsin inhibitors, serine pro-
tease inhibitors, patatin, cystatin or papain inhibitors; ribosome-inactivating proteins (RIP), such
as ricin, maize-RIP, abrin, luffin, saporin or bryodin; steroid metabolism enzymes, such as 3-
hydroxysteroid oxidase, ecdysteroid-IDP-glycosyl-transferase, cholesterol oxidases, ecdysone
inhibitors or HMG-CoA-reductase; ion channel blockers, such as blockers of sodium or calcium
channels; juvenile hormone esterase; diuretic hormone receptors (helicokinin receptors); stilben
synthase, bibenzyl synthase, chitinases or glucanases. In the context of the present invention
these insecticidal proteins or toxins are to be understood expressly also as pre-toxins, hybrid
proteins, truncated or otherwise modified proteins. Hybrid proteins are characterized by a new
combination of protein domains, (see, for example WO 02/015701). Further examples of such
toxins or genetically modified plants capable of synthesizing such toxins are disclosed, for ex-
ample, in EP-A 374 753, WO 93/007278, WO 95/34656, EP-A 427 529, EP-A 451 878, WO
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03/018810 und WO 03/052073. These insecticidal proteins contained in the genetically modified
plants impart to the plants producing these proteins protection from harmful pests from certain
taxonomic groups of arthropods insects, particularly to beetles (Coleoptera), flies (Diptera), and
butterflies and moths (Lepidoptera) and to plant parasitic nematodes (Nematoda).

The term "cultivated plants” as used herein further includes plants that are by the use of recom-
binant DNA techniques capable to synthesize one or more proteins to increase the resistance or
tolerance of those plants to bacterial, viral or fungal pathogens. Examples of such proteins are
the so-called "pathogenesis-related proteins” (PR proteins, see, for example EP-A 0 392 225),
plant disease resistance genes (for example potato cultivars, which express resistance genes
acting against Phytophthora infestans derived from the mexican wild potato Solanum bulbocas-
tanum) or T4-lyso-zym (e. g. potato cultivars capable of synthesizing these proteins with In-
creased resistance against bacteria such as Erwinia amylvora).

The term "cultivated plants” as used herein further includes plants that are by the use of recom-
binant DNA techniques capable to synthesize one or more proteins to increase the productivity
(e. g. bio mass production, grain yield, starch content, oil content or protein content), tolerance

to drought, salinity or other growth limiting environ-mental factors or tolerance to pests and fun-
gal, bacterial or viral pathogens of those plants.

The term "cultivated plants" as used herein further includes plants that contain by the use of
recombinant DNA technigues a modified amount of substances of content or new substances of
content, specifically to improve human or animal nutrition, for example oil crops that produce
health-promoting long-chain omega-3 fatty acids or unsaturated omega-9 fatty acids (e. g. Nex-
era® rape).

The term "cultivated plants” as used herein further includes plants that contain by the use of
recombinant DNA techniques a modified amount of substances of content or new substances of
content, specifically to improve raw material production, for example potatoes that produce In-
creased amounts of amylopectin (e. g. Amflora® potato).

The organic moieties mentioned in the above definitions of the variables are - like the term
halogen - collective terms for individual listings of the individual group members. The prefix Cy-
Cy Indicates Iin each case the possible number of carbon atoms in the group.

The term halogen denotes Iin each case fluorine, bromine, chlorine or iodine, In particular fluo-
rine, chlorine or bromine.

The term "C+-Cs-alkyl" as used herein and in the alkyl moieties of alkoxy, alkylthio, alkylsulfinyl,
alkylsulfonyl, and the like refers to saturated straight-chain or branched hydrocarbon radicals
having 1 to 2 ("C4-Cz-alkyl"), 1 to 4 ("C4-Cs-alkyl") or 1 to 6 ("C1-Cs-alkyl")carbon atoms. C+-C,-
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alkyl is methyl or ethyl. C-C4-alkyl is additionally propyl, isopropyl, butyl, 1-methylpropy! (sec-
butyl), 2-methylpropyl (isobutyl) or 1,1-dimethylethyl (tert-butyl). C1-Ce-alkyl is additionally also,
for example, pentyl, 1-methylbutyl, 2-methylbutyl, 3-methylbutyl, 2,2-dimethylpropyl, 1-
ethylpropyl, 1,1-dimethylpropyl, 1,2-dimethylpropyl, hexyl, 1-methylpentyl, 2-methylpentyl, 3-
methylpentyl, 4-methylpentyl, 1,1-dimethylbutyl, 1,2-dimethylbutyl, 1,3-dimethylbutyl, 2,2-
dimethylbutyl, 2,3-dimethylbutyl, 3,3-dimethylbutyl, 1-ethylbutyl, 2-ethylbutyl, 1,1,2-
trimethylpropyl, 1,2,2-trimethylpropyl, 1-ethyl-1-methylpropyl, or 1-ethyl-2-methylpropyil.

The term "C+-Cqo-haloalkyl” as used herein, which is also expressed as "C1-Cip-alkyl which may
be substituted by halogen”, refers to straight-chain or branched alkyl groups having 1 to 2 ("C1-
Co-haloalkyl™), 1 to 4 ("C+1-Cs-haloalkyl™), 1 to 6 ("C+-Ce-haloalkyl”), 1 to 8 ("C1-Cs-haloalkyl") or 1
to 10 ("C1-Cio-haloalkyl") carbon atoms (as mentioned above), where some or all of the hydro-
gen atoms In these groups are replaced by halogen atoms as mentioned above: in particular Cs-
Co-haloalkyl, such as chloromethyl, bromomethyl, dichloromethyl, trichloromethyl, fluoromethyil,
difluoromethyl, trifluoromethyl, chlorofluoromethyl, dichlorofluoromethyl, chlorodifluoromethyl, 1-
chloroethyl, 1-bromoethyl, 1-fluoroethyl, 2-fluoroethyl, 2,2-difluoroethyl, 2,2,2-trifluoroethyl, 2-
chloro-2-fluoroethyl, 2-chloro-2,2-difluoroethyl, 2,2-dichloro-2-fluoroethyl, 2,2,2-trichloroethyl,
pentafluoroethyl or 1,1,1-trifluoroprop-2-yl.

"Halomethyl" iIs methyl in which 1, 2 or 3 of the hydrogen atoms are replaced by halogen atoms.
Examples are bromomethyl, chloromethyl, fluoromethyl, dichloromethyl, trichloromethyl, di-

fluoromethyl, trifluoromethyl, chlorofluoromethyl, dichlorofluoromethyl, chlorodifluoromethyl and
the like.

The term "C2-Ce-alkenyl” as used herein and in the alkenyl moiety of alkenyloxy and the like
refers to monounsaturated straight-chain or branched hydrocarbon radicals having 2 to 4 ("C»-
Cs-alkenyl") or 2 to 6 ("C>-Cs-alkenyl") carbon atoms and a double bond in any position, for ex-
ample C2-Cas-alkenyl, such as ethenyl, 1-propenyl, 2-propenyl, 1-methylethenyl, 1-butenyl, 2-
butenyl, 3-butenyl, 1-methyl-1-propenyl, 2-methyl-1-propenyl, 1-methyl-2-propenyl or 2-methyl-
2-propenyl; Co-Cs-alkenyl, such as ethenyl, 1-propenyl, 2-propenyl, 1-methylethenyl, 1-butenyl,
2-butenyl, 3-butenyl, 1-methyl-1-propenyl, 2-methyl-1-propenyl, 1-methyl-2-propenyl, 2-methyl-
2-propenyl, 1-pentenyl, 2-pentenyl, 3-pentenyl, 4-pentenyl, 1-methyl-1-butenyl,
2-methyl-1-butenyl, 3-methyl-1-butenyl, 1-methyl-2-butenyl, 2-methyl-2-butenyl, 3-methyl-2-
butenyl, 1-methyl-3-butenyl, 2-methyl-3-butenyl, 3-methyl-3-butenyl, 1,1-dimethyl-2-propenvl,
1,2-dimethyl-1-propenyl, 1,2-dimethyl-2-propenyl, 1-ethyl-1-propenyl, 1-ethyl-2-propenyl, 1-
hexenyl, 2-hexenyl, 3-hexenyl, 4-hexenyl, 5-hexenyl, 1-methyl-1-pentenyl, 2-methyl-1-pentenyl,
3-methyl-1-pentenyl, 4-methyl-1-pentenyl, 1-methyl-2-pentenyl, 2-methyl-2-pentenyl, 3-methyl-
2-pentenyl, 4-methyl-2-pentenyl, 1-methyl-3-pentenyl, 2-methyl-3-pentenyl, 3-methyl-3-pentenyl,
4-methyl-3-pentenyl, 1-methyl-4-pentenyl, 2-methyl-4-pentenyl, 3-methyl-4-pentenyl, 4-methyl-
4-pentenyl, 1,1-dimethyl-2-butenyl, 1,1-dimethyl-3-butenyl, 1,2-dimethyl-1-butenyl, 1,2-dimethyl-
2-butenyl, 1,2-dimethyl-3-butenyl, 1,3-dimethyl-1-butenyl, 1,3-dimethyl-2-butenyl, 1,3-dimethyl-
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3-butenyl, 2,2-dimethyl-3-butenyl, 2,3-dimethyl-1-butenyl, 2,3-dimethyl-2-butenyl,
2,3-dimethyl-3-butenyl, 3,3-dimethyl-1-butenyl, 3,3-dimethyl-2-butenyl, 1-ethyl-1-butenyl, 1-
ethyl-2-butenyl, 1-ethyl-3-butenyl, 2-ethyl-1-butenyl, 2-ethyl-2-butenyl, 2-ethyl-3-butenyl, 1,1,2-
trimethyl-2-propenyl, 1-ethyl-1-methyl-2-propenyl, 1-ethyl-2-methyl-1-propenyl, 1-ethyl-2-methyl-
2-propenyl and the like and the positional isomers thereof.

The term "C2-Cs-haloalkenyl" as used herein, which is also expressed as "C,-Cs-alkenyl which
may be substituted by halogen”, and the haloalkenyl moieties in haloalkenyloxy, haloalkenylcar-
bonyl and the like refers to unsaturated straight-chain or branched hydrocarbon radicals having
2 t0 4 ("Co-Cs-haloalkenyl™) or 2 to 6 ("C2-Ces-haloalkenyl") carbon atoms and a double bond in
any position (as mentioned above), where some or all of the hydrogen atoms in these groups
are replaced by halogen atoms as mentioned above, In particular fluorine, chlorine and bromine,
for example chlorovinyl, chloroallyl and the like.

The term "C,-Ce-alkynyl” as used herein and the alkynyl moieties in alkynyloxy, alkynylcarbonyl
and the like refers to straight-chain or branched hydrocarbon groups having 2 to 4 ("C»-Cs-
alkynyl") or 2 to 6 ("C2-Cs-alkynyl") carbon atoms and one or two triple bonds in any position, for
example C>-Cs-alkynyl, such as ethynyl, 1-propynyl, 2-propynyl, 1-butynyl, 2-butynyl, 3-butynyl,
1-methyl-2-propynyl and the like, C>-Cs-alkynyl, such as ethynyl, 1-propynyl, 2-propynyl, 1-
butynyl, 2-butynyl, 3-butynyl, 1-methyl-2-propynyl, 1-pentynyl, 2-pentynyl, 3-pentynyl, 4-
pentynyl, 1-methyl-2-butynyl, 1-methyl-3-butynyl, 2-methyl-3-butynyl, 3-methyl-1-butynyl, 1,1-
dimethyl-2-propynyl, 1-ethyl-2-propynyl, 1-hexynyl, 2-hexynyl, 3-hexynyl, 4-hexynyl, 5-hexynyl,
1-methyl-2-pentynyl, 1-methyl-3-pentynyl, 1-methyl-4-pentynyl, 2-methyl-3-pentynyl, 2-methyl-4-
pentynyl, 3-methyl-1-pentynyl, 3-methyl-4-pentynyl, 4-methyl-1-pentynyl, 4-methyl-2-pentynyl,
1,1-dimethyl-2-butynyl, 1,1-dimethyl-3-butynyl, 1,2-dimethyl-3-butynyl, 2,2-dimethyl-3-butynyl,
3,3-dimethyl-1-butynyl, 1-ethyl-2-butynyl, 1-ethyl-3-butynyl, 2-ethyl-3-butynyl, 1-ethyl-1-methyl-
2-propynyl and the like;

The term "C2-Cs-haloalkynyl" as used herein, which is also expressed as "C2-Cs-alkynyl which
may be substituted by halogen ", and the haloalkynyl moieties in haloalkynyloxy, haloalkynyl-
carbonyl and the like refers to unsaturated straight-chain or branched hydrocarbon radicals hav-
ing 2 to 4 ("C>-Cs-haloalkynyl”), 3 to 4 ("Cs-Cs-haloalkynyl”), 2 to 6 ("C2>-Cs-haloalkynyl"), 3 to 6
("Cs-Cs-haloalkynyl™) carbon atoms and one or two triple bonds in any position (as mentioned
above), where some or all of the hydrogen atoms in these groups are replaced by halogen at-
oms as mentioned above, In particular fluorine, chlorine and bromine;

The term "C3-Ce-cycloalkyl” as used herein refers to mono- or bi- or polycyclic saturated hydro-
carbon radicals having 3 to 6 carbon atoms. Examples of monocyclic radicals having 3 to 6 car-
bon atoms comprise cyclopropyl, cyclobutyl, cyclopentyl and cyclohexyl.
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The term "Cs-Ces-halocycloalkyl” as used herein, which is also expressed as "Cs3-Ces-cycloalkyl
which may be substituted by halogen”, and the halocycloalkyl moieties in halocycloalkoxy, halo-
cycloalkylcarbonyl and the like refers to mono- or bi- or polycyclic saturated hydrocarbon groups
having 3 to 6 ("Cs-Ces-halocycloalkyl" ) carbon ring members (as mentioned above) in which
some or all of the hydrogen atoms are replaced by halogen atoms as mentioned above, in par-
ticular fluorine, chlorine and bromine.

The term "C3-Ce-cycloalkyl-C4-Cs-alkyl " refers to a Cs-Ces-cycloalkyl group as defined above
which is bound to the remainder of the molecule via a C4-Cs-alkyl group, as defined above. Ex-
amples are cyclopropylmethyl, cyclopropylethyl, cyclopropylpropyl, cyclobutylmethyl, cyclobu-
tylethyl, cyclobutylpropyl, cyclopentylmethyl, cycloppentylethyl, cyclopentylpropyl, cyclohexyl-
methyl, cyclohexylethyl, cyclohexylpropyl, and the like.

The term "C4-Cz-alkoxy" is a C4-Czo-alkyl group, as defined above, attached via an oxygen atom.
The term "C4-Cs-alkoxy" is a C4-Cs-alkyl group, as defined above, attached via an oxygen atom.
The term "C+-Cs-alkoxy" is a C1-Cs-alkyl group, as defined above, attached via an oxygen atom.
C+-Cr-alkoxy is methoxy or ethoxy. C+-Cys-alkoxy is additionally, for example, n-propoxy, 1-
methylethoxy (iIsopropoxy), butoxy, 1-methylpropoxy (sec-butoxy), 2-methylpropoxy (isobutoxy)
or 1,1-dimethylethoxy (tert-butoxy). Ci-Ce-alkoxy is additionally, for example, pentoxy, 1-
methylbutoxy, 2-methylbutoxy, 3-methylbutoxy, 1,1-dimethylpropoxy, 1,2-dimethylpropoxy, 2,2-
dimethylpropoxy, 1-ethylpropoxy, hexoxy, 1-methylpentoxy, 2-methylpentoxy, 3-methylpentoxy,
4-methylpentoxy, 1,1-dimethylbutoxy, 1,2-dimethylbutoxy, 1,3-dimethylbutoxy, 2,2-
dimethylbutoxy, 2,3-dimethylbutoxy, 3,3-dimethylbutoxy, 1-ethylbutoxy, 2-ethylbutoxy, 1,1,2-
trimethylpropoxy, 1,2,2-trimethylpropoxy, 1-ethyl-1-methylpropoxy or 1-ethyl-2-methylpropoxy..

The term "C+-C,-haloalkoxy" is a C1-C2-haloalkyl group, as defined above, attached via an oxy-
gen atom. The term "C+-Cas-haloalkoxy" is a C1-Cas-haloalkyl group, as defined above, attached
via an oxygen atom. The term "C4-Cs-haloalkoxy" is a C1-Ces-haloalkyl group, as defined above,
attached via an oxygen atom. C+-Cz-haloalkoxy is, for example, OCHzF, OCHF,, OCF3,
OCHCI, OCHCI,, OCCl3, chlorofluoromethoxy, dichlorofluoromethoxy, chlorodifluoromethoxys,
2-fluoroethoxy, 2-chloroethoxy, 2-bromoethoxy, 2-iodoethoxy, 2,2-difluoroethoxy, 2,2,2-
trifluoroethoxy, 2-chloro-2-fluoroethoxy, 2-chloro-2,2-difluoroethoxy, 2,2-dichloro-2-fluoroethoxy,
2,2,2-trichloroethoxy or OCsFs. C1-Cs-Haloalkoxy is additionally, for example, 2-fluoropropoxy, 3-
fluoropropoxy, 2,2-difluoropropoxy, 2,3-difluoropropoxy, 2-chloropropoxy, 3-chloropropoxy, 2,3-
dichloropropoxy, 2-bromopropoxy, 3-bromopropoxy, 3,3,3-trifluoropropoxy, 3,3,3-
trichloropropoxy, OCH2-CaoFs, OCF2-CoFs, 1-(CH2F)-2-fluoroethoxy, 1-(CH2Cl)-2-chloroethoxy, 1-
(CH2Br)-2-bromoethoxy, 4-fluorobutoxy, 4-chlorobutoxy, 4-bromobutoxy or nonafluorobutoxy.
C1-Cs-Haloalkoxy is additionally, for example, 5-fluoropentoxy, 5-chloropentoxy, 5-brompentoxy,
5-lodopentoxy, undecafluoropentoxy, 6-fluorohexoxy, o-chlorohexoxy, 6-bromohexoxy, 6-
iodohexoxy or dodecafluorohexoxy.
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The term "C+-C,-alkylthio"” is a C4-C»-alkyl group, as defined above, attached via a sulfur atom.
The term "C1-C4-alkylthio"” is a C1-Cas-alkyl group, as defined above, attached via a sulfur atom.
The term "C1-Ce-alkylthio"” is a C1-Cs-alkyl group, as defined above, attached via a sulfur atom.
C1-Cz-alkylthio is methylthio or ethylthio. C+-Cs-alkylthio is additionally, for example, n-
propylthio, 1-methylethylthio (isopropylthio), butylthio, 1-methylpropylthio (sec-butylthio), 2-
methylpropylthio (isobutylthio) or 1,1-dimethylethylthio (tert-butylthio). C+-Cs-alkylthio is addi-
tionally, for example, pentylthio, 1-methylbutylthio, 2-methylbutylthio, 3-methylbutylthio, 1,1-
dimethylpropylthio, 1,2-dimethylpropylthio, 2,2-dimethylpropylthio, 1-ethylpropylthio, hexylthio,
1-methylpentylthio, 2-methylpentylthio, 3-methylpentylthio, 4-methylpentylthio, 1,1-
dimethylbutylthio, 1,2-dimethylbutylthio, 1,3-dimethylbutylthio, 2,2-dimethylbutylthio, 2,3-
dimethylbutylthio, 3,3-dimethylbutylthio, 1-ethylbutylthio, 2-ethylbutylthio, 1,1,2-
trimethylpropylthio, 1,2,2-trimethylpropylthio, 1-ethyl-1-methylpropylthio or 1-ethyl-2-
methylpropylthio..

The term "C4-Cx-haloalkylthio" is a C1-C2-haloalkyl group, as defined above, attached via a sul-
fur atom. The term "C+-Cs-haloalkylthio” is a C1-C4-haloalkyl group, as defined above, attached
via a sulfur atom. The term "C4-Cs-haloalkylthio"” is a C+-Ce-haloalkyl group, as defined above,
attached via a sulfur atom. C-Cz-haloalkylthio is, for example, SCHzF, SCHF;, SCF3, SCH2CI,
SCHCI,, SCCI3, chlorofluoromethylthio, dichlorofluoromethylthio, chlorodifluoromethylthio, 2-
fluoroethylthio, 2-chloroethylthio, 2-bromoethylthio, 2-iodoethylthio, 2,2-difluoroethylthio, 2,2,2-
trifluoroethylthio, 2-chloro-2-fluoroethylthio, 2-chloro-2,2-difluoroethylthio, 2,2-dichloro-2-
fluoroethylthio, 2,2,2-trichloroethylthio or SCsFs. C1-Cs-Haloalkylthio is additionally, for example,
2-fluoropropylthio, 3-fluoropropylthio, 2,2-difluoropropylthio, 2,3-difluoropropylthio,
2-chloropropylthio, 3-chloropropylthio, 2,3-dichloropropylthio, 2-bromopropylthio,
3-bromopropylthio, 3,3,3-trifluocropropylthio, 3,3,3-trichloropropylthio, SCH2>-C2Fs, SCF>-CsFs, 1-
(CH2F)-2-fluoroethylthio, 1-(CH2Cl)-2-chloroethylthio, 1-(CH,Br)-2-bromoethylthio,
4-fluorobutylthio, 4-chlorobutylthio, 4-bromobutylthio or nonafluorobutylthio. C+-Cs-Haloalkylthio
Is additionally, for example, 5-fluoropentylthio, 5-chloropentylthio, 5-brompentylthio,
5-iodopentylthio, undecafluoropentylthio, 6-fluorohexylthio, 6-chlorohexylthio, 6-bromohexylthio,
6-iodohexylthio or dodecafluorohexylthio.

The term "C+-Cz-alkylsulfinyl" is a C4-Cz-alkyl group, as defined above, attached via a sulfinyl
[S(O)] group. The term "C1-C4-alkylsulfinyl” is a C4-Cs-alkyl group, as defined above, attached
via a sulfinyl [S(O)] group. The term "C1-Ce-alkylsulfinyl" is a C1-Cs-alkyl group, as defined
above, attached via a sulfinyl [S(O)] group. C1-Co-Alkylsulfinyl is methylsulfinyl or ethylsulfinyl.
Ci1-Cs-Alkylsulfinyl is additionally, for example, n-propylsulfinyl, 1-methylethylsulfinyl (isopropyl-
sulfinyl), butylsulfinyl, 1-methylpropylsulfinyl (sec-butylsulfinyl), 2-methylpropylsulfinyl (isobutyl-
sulfinyl) or 1,1-dimethylethylsulfinyl (tert-butylsulfinyl). C1-Ce-Alkylsulfinyl is additionally, for ex-
ample, pentylsulfinyl, 1-methylbutylsulfinyl, 2-methylbutylsulfinyl, 3-methylbutylsulfinyl, 1,1-
dimethylpropylsulfinyl, 1,2-dimethylpropylsulfinyl, 2,2-dimethylpropylsulfinyl, 1-
ethylpropylsulfinyl, hexylsulfinyl, 1-methylpentylsulfinyl, 2-methylpentylsulfinyl,
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3-methylpentylsulfinyl, 4-methylpentylsulfinyl, 1,1-dimethylbutylsulfinyl, 1,2-dimethylbutylsulfinyl,
1,3-dimethylbutylsulfinyl, 2,2-dimethylbutylsulfinyl, 2,3-dimethylbutylsulfinyl, 3,3-
dimethylbutylsulfinyl, 1-ethylbutylsulfinyl, 2-ethylbutylsulfinyl, 1,1,2-trimethylpropylsulfinyl, 1,2,2-
trimethylpropylsulfinyl, 1-ethyl-1-methylpropylsulfinyl or 1-ethyl-2-methylpropylsulfinyl.

The term "C+-Co-haloalkylsulfinyl" is a C1-Cz-haloalkyl group, as defined above, attached via a
sulfinyl [S(O)] group. The term "C4-Cs-haloalkylsulfinyl” is a C1-Cs-haloalkyl group, as defined
above, attached via a sulfinyl [S(O)] group. The term "C1-Ces-haloalkylsulfinyl” is a C1-Cs-
haloalkyl group, as defined above, attached via a sulfinyl [S(O)] group. C1-C2-Haloalkylsulfinyl
IS, for example, S(O)CH:F, S(O)CHF2, S(O)CF3, S(O)CHCI, S(O)CHCI,, S(O)CCls, chloro-
fluoromethylsulfinyl, dichlorofluoromethylsulfinyl, chlorodifluoromethylsulfinyl, 2-
fluoroethylsulfinyl, 2-chloroethylsulfinyl, 2-bromoethylsulfinyl, 2-iodoethylsulfinyl, 2,2-
difluoroethylsulfinyl, 2,2,2-trifluoroethylsulfinyl, 2-chloro-2-fluoroethylsulfinyl, 2-chloro-2,2-
difluoroethylsulfinyl, 2,2-dichloro-2-fluoroethylsulfinyl, 2,2,2-trichloroethylsulfinyl or S(O)C2Fs. Ci-
Cs-Haloalkylsulfinyl is additionally, for example, 2-fluoropropylsulfinyl, 3-fluoropropylsulfinyl, 2,2-
difluoropropylsulfinyl, 2,3-difluoropropylsulfinyl, 2-chloropropylsulfinyl, 3-chloropropylsulfinyl,
2,3-dichloropropylsulfinyl, 2-bromopropylsulfinyl, 3-bromopropylsulfinyl, 3,3,3-
trifluoropropylsulfinyl, 3,3,3-trichloropropylsulfinyl, S(O)CH,-C2Fs, S(O)CF2>-C2Fs5, 1-(CH2F)-2-
fluoroethylsulfinyl, 1-(CH>CI)-2-chloroethylsulfinyl, 1-(CH2Br)-2-bromoethylsulfinyl,
4-fluorobutylsulfinyl, 4-chlorobutylsulfinyl, 4-bromobutylsulfinyl or nonafluorobutylsulfinyl. C1-Cs-
Haloalkylsulfinyl is additionally, for example, 5-fluoropentylsulfinyl, 5-chloropentylsulfinyl, 5-
brompentylsulfinyl, 5-lodopentylsulfinyl, undecafluoropentylsulfinyl, 6-fluorohexylsulfinyl, 6-
chlorohexylsulfinyl, 6-bromohexylsulfinyl, 6-iodohexylsulfinyl or dodecafluorohexylsulfinyl.

The term "C+-Cz-alkylsulfonyl" is a C1-Cz-alkyl group, as defined above, attached via a sulfonyl
[S(O)2] group. The term "C1-Cs-alkylsulfonyl” is a C1-Cs-alkyl group, as defined above, attached
via a sulfonyl [S(O)2] group. The term "C1-Cs-alkylsulfonyl” is a C1-Cs-alkyl group, as defined
above, attached via a sulfonyl [S(O)2] group. C+-Co-Alkylsulfonyl is methylsulfonyl or ethylsul-
fonyl. C1-C4-Alkylsulfonyl is additionally, for example, n-propylsulfonyl, 1-methylethylsulfonyl
(Isopropylsulfonyl), butylsulfonyl, 1-methylpropylsulfonyl (sec-butylsulfonyl), 2-
methylpropylsulfonyl (isobutylsulfonyl) or 1,1-dimethylethylsulfonyl (tert-butylsulfonyl). C1-Ce-
Alkylsulfonyl is additionally, for example, pentylsulfonyl, 1-methylbutylsulfonyl, 2-
methylbutylsulfonyl, 3-methylbutylsulfonyl, 1,1-dimethylpropylsulfonyl, 1,2-
dimethylpropylsulfonyl, 2,2-dimethylpropylsulfonyl, 1-ethylpropylsulfonyl, hexylsulfonyl, 1-
methylpentylsulfonyl, 2-methylpentylsulfonyl, 3-methylpentylsulfonyl, 4-methylpentylsulfonyl,
1,1-dimethylbutylsulfonyl, 1,2-dimethylbutylsulfonyl, 1,3-dimethylbutylsulfonyl, 2,2-
dimethylbutylsulfonyl, 2,3-dimethylbutylsulfonyl, 3,3-dimethylbutylsulfonyl, 1-ethylbutylsulfonyil,
2-ethylbutylsulfonyl, 1,1,2-trimethylpropylsulfonyl, 1,2,2-trimethylpropylsulfonyl, 1-ethyl-1-
methylpropylsulfonyl or 1-ethyl-2-methylpropylsulfonyil.
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The term "C4-Co-haloalkylsulfonyl” is a C1-C>-haloalkyl group, as defined above, attached via a
sulfonyl [S(O);] group. The term "C4-Cs-haloalkylsulfonyl” is a C1-C4-haloalkyl group, as defined
above, attached via a sulfonyl [S(O),] group. The term "C1-Ce-haloalkylsulfonyl” is a C1-Cs-
haloalkyl group, as defined above, attached via a sulfonyl [S(O)2] group. C1-Cz-Haloalkylsulfonyl
s, for example, S(0O).CH2F, S(O).CHF2, S(0)2CF3, S(O)2CH2CI, S(0),CHCI,, S(O)2CCls, chloro-
fluoromethylsulfonyl, dichlorofluoromethylsulfonyl, chlorodifluoromethylsulfonyl, 2-
fluoroethylsulfonyl, 2-chloroethylsulfonyl, 2-bromoethylsulfonyl, 2-iodoethylsulfonyl, 2,2-
difluoroethylsulfonyl, 2,2,2-trifluoroethylsulfonyl, 2-chloro-2-fluoroethylsulfonyl, 2-chloro-2,2-
difluoroethylsulfonyl, 2,2-dichloro-2-fluoroethylsulfonyl, 2,2,2-trichloroethylsulfonyl or S(O)2CaFs.
C1-Cs-Haloalkylsulfonyl is additionally, for example, 2-fluoropropylsulfonyl, 3-
fluoropropylsulfonyl, 2,2-difluoropropylsulfonyl, 2,3-difluoropropylsulfonyl, 2-chloropropylsulfonyil,
3-chloropropylsulfonyl, 2,3-dichloropropylsulfonyl, 2-bromopropylsulfonyi,
3-bromopropylsulfonyl, 3,3,3-trifluoropropylsulfonyl, 3,3,3-trichloropropylsulfonyl, S(O)>CHa-
CaoFs, S(0)2CF2-CaoFs, 1-(CH2F)-2-fluoroethylsulfonyl, 1-(CH2CI)-2-chloroethylsulfonyl, 1-(CH2Br)-
2-bromoethylsulfonyl, 4-fluorobutylsulfonyl, 4-chlorobutylsulfonyl, 4-bromobutylsulfonyl or nona-
fluorobutylsulfonyl. C1-Ce-Haloalkylsulfonyl is additionally, for example, 5-fluoropentylsulfonyl, 5-
chloropentylsulfonyl, 5-brompentylsulfonyl, 5-iodopentylsulfonyl, undecafluoropentylsulfonyl, 6-
fluorohexylsulfonyl, 6-chlorohexylsulfonyl, 6-bromohexylsulfonyl, 6-iodohexylsulfonyl or dode-
cafluorohexylsulfonyl.

The term "3-, 4-, 5-, 6-, 7-, 8-, 9-, 10-, 11- or 12-membered saturated, partially unsaturated or
aromatic heterocyclic ring containing 1, 2 or 3 heteroatoms or heteroatom groups (if one or two
or at most three heteroatoms of the heterocyclic ring are oxidzed) selected from N, O, S, NO,
SO and SO», as ring members" as used herein refers to monocyclic radicals, the monocyclic
radicals being saturated, partially unsaturated or aromatic. The heterocyclic radical may be at-
tached to the remainder of the molecule via a carbon ring member or via a nitrogen ring mem-
ber.

The hetearomatic ring may be a mono- or bicyclic- heteroaromatic ring sytem. Exemplary
monocyclic heteroaromatic rings systems which may be given include, but are not limited to
pyridine, pyrimidine, pyrazine, pyridazine, 1,3,5-triazine, 1,2,4-triazine, pyrrole, pyrazole, imida-
zole, 1,2.4-tnazole, 1,2,3-triazole, tetrazole, furan, oxazole, iIsoxazole, 1,2,4-oxadiazole, 1,3,4-
oxadiazole, 1,2,3-oxadiazole, thiophene, thiazole, isothiazole, 1,3,4-thiadiazole, 1,2,4-
thiadiazole, 1,2,3-thiadiazole. Exemplary bicyclic heteroaromatic rings systems which may be
given include, but are not limited to quinolineg, indole, benzofuran, benzothiophene, benzoimida-
zole, benzoxazole, benzoisoxazole, benzothiazole, benzoisothiazole.

Examples of 3-, 4-, 5-, 6-,, 7-, 8-, 9-, 10-, 11- or 12-membered saturated heterocyclic ring in-
clude:

Oxiranyl, aziridinyl, azetidinyl, 2-tetrahydrofuranyl, 3-tetrahydrofuranyl, 2-tetrahydrothienyl, 3-
tetrahydrothienyl, 2-pyrrolidinyl, 3-pyrrolidinyl, 3-pyrazolidinyl, 4-pyrazolidinyl, 5-pyrazolidinyl, 2-
imidazolidinyl, 4-imidazolidinyl, 2-oxazolidinyl, 4-oxazolidinyl, 5-oxazolidinyl, 3-isoxazolidinyl, 4-
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iIsoxazolidinyl, 5-isoxazolidinyl, 2-thiazolidinyl, 4-thiazolidinyl, 5-thiazolidinyl, 3-isothiazolidinyl, 4-
Isothiazolidinyl, 5-isothiazolidinyl, 1,2,4-oxadiazolidin-3-yl, 1,2,4-oxadiazolidin-5-yl, 1,2,4-
thiadiazolidin-3-yl, 1,2,4-thiadiazolidin-5-yl, 1,2,4-triazolidin-3-yl, 1,3,4-oxadiazolidin-2-yl, 1,3,4-
thiadiazolidin-2-yl, 1,3,4-triazolidin-2-yl, 2-tetrahydropyranyl, 4-tetrahydropyranyl, 1,3-dioxan-5-
yl, 1,4-dioxan-2-yl, 2-piperidinyl, 3-piperidinyl, 4-piperidinyl, 3-hexahydropyridazinyl, 4-
hexahydropyridazinyl, 2-hexahydropyrimidinyl, 4-hexahydropyrimidinyl, 5-hexahydropyrimidinyil,
2-piperazinyl, 1,3,5-hexahydrotriazin-2-yl and 1,2,4-hexahydrotriazin-3-yl, 2-morpholinyl, 3-
morpholinyl, 2-thiomorpholinyl, 3-thiomorpholinyl, 1-oxothiomorpholin-2-yl, 1-oxothiomorpholin-
3-yl, 1,1-dioxothiomorpholin-2-yl, 1,1-dioxothiomorpholin-3-yl, hexahydroazepin-1-, -2-, -3- or -4-
yl, hexahydrooxepinyl, hexahydro-1,3-diazepinyl, hexahydro-1,4-diazepinyl, hexahydro-1,3-
oxazepinyl, hexahydro-1,4-oxazepinyl, hexahydro-1,3-dioxepinyl, hexahydro-1,4-dioxepinyl and
the like.

Examples of 3-, 4-, 5-, 6- or 7-membered partially unsaturated heterocyclic ring include:
2,3-dihydrofur-2-yl, 2,3-dihydrofur-3-yl, 2,4-dihydrofur-2-yl, 2,4-dihydrofur-3-yl, 2,3-dihydrothien-
2-yl, 2,3-dihydrothien-3-yl, 2,4-dihydrothien-2-yl, 2,4-dihydrothien-3-yl, 2-pyrrolin-2-yl, 2-pyrrolin-
3-yl, 3-pyrrolin-2-yl, 3-pyrrolin-3-yl, 2-isoxazolin-3-yl, 3-isoxazolin-3-yl, 4-isoxazolin-3-yl, 2-
iIsoxazolin-4-yl, 3-isoxazolin-4-yl, 4-isoxazolin-4-yl, 2-isoxazolin-5-yl, 3-isoxazolin-5-yl, 4-
Isoxazolin-5-yl, 2-isothiazolin-3-yl, 3-isothiazolin-3-yl, 4-isothiazolin-3-yl, 2-isothiazolin-4-yl, 3-
Isothiazolin-4-yl, 4-isothiazolin-4-yl, 2-isothiazolin-5-yl, 3-isothiazolin-5-yl, 4-isothiazolin-5-yl, 2,3-
dihydropyrazol-1-yl, 2,3-dihydropyrazol-2-yl, 2,3-dihydropyrazol-3-yl, 2,3-dihydropyrazol-4-yl,
2,3-dihydropyrazol-5-yl, 3,4-dihydropyrazol-1-yl, 3,4-dihydropyrazol-3-yl, 3,4-dihydropyrazol-4-
vl, 3,4-dihydropyrazol-5-yl, 4,5-dihydropyrazol-1-yl, 4,5-dihydropyrazol-3-yl, 4,5-dihydropyrazol-
4-yl, 4,5-dihydropyrazol-5-yl, 2,3-dihydrooxazol-2-yl, 2,3-dihydrooxazol-3-yl, 2,3-dihydrooxazol-
4-yl, 2,3-dihydrooxazol-5-yl, 3,4-dihydrooxazol-2-yl, 3,4-dihydrooxazol-3-yl, 3,4-dihydrooxazol-4-
vl, 3,4-dihydrooxazol-5-yl, 3,4-dihydrooxazol-2-yl, 3,4-dihydrooxazol-3-yl, 3,4-dihydrooxazol-4-
yl, 2-, 3-, 4-, 5- or o-di- or tetrahydropyridinyl, 3-di- or tetrahydropyridazinyl, 4-di- or tetrahydro-
pyridazinyl, 2-di- or tetrahydropyrimidinyl, 4-di- or tetrahydropyrimidinyl, 5-di- or tetrahydro-
pyrimidinyl, di- or tetrahydropyrazinyl, 1,3,5-di- or tetrahydrotriazin-2-yl, 1,2,4-di- or tetrahydro-
triazin-3-yl, 2,3,4,5-tetrahydro[1H]azepin-1-, -2-, -3-, -4-, -5-, -6- or -7-yl, 3,4,5,0-
tetrahydro[2H]azepin-2-, -3-, -4-, -5-, -6- or -7-yl, 2,3,4,7-tetrahydro[1H]azepin-1-, -2-, -3-, -4-, -
5-, -6- or -7-vyl, 2,3,6,7-tetrahydro[1H]azepin-1-, -2-, -3-, -4-, -5-, -6- or -7-yI, tetrahydrooxepinyl,
such as 2,3,4,5-tetrahydro[1H]oxepin-2-, -3-, -4-, -5-, -6- or -7-yl, 2,3,4,7-tetrahydro[1H]oxepin-
2-, -3-, -4-, -5-, -6- or -7-yl, 2,3,6,7-tetrahydro[1H]oxepin-2-, -3-, -4-, -5-, -6- or -7-yl, tetrahydro-
1,3-diazepinyl, tetrahydro-1,4-diazepinyl, tetrahydro-1,3-oxazepinyl, tetrahydro-1,4-oxazepinyl,
tetrahydro-1,3-dioxepinyl and tetrahydro-1,4-dioxepinyl.

3-, 4-, 5-, 6- or 7-membered aromatic heterocyclic ring is 5- or 6-membered aromatic heterocyc-
lic (hetaryl). Examples are: 2-furyl, 3-furyl, 2-thienyl, 3-thienyl, 2-pyrrolyl, 3-pyrrolyl, 3-pyrazolyl,
4-pyrazolyl, 5-pyrazolyl, 2-oxazolyl, 4-oxazolyl, 5-oxazolyl, 2-thiazolyl, 4-thiazolyl, 5-thiazolyl, 2-
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imidazolyl, 4-imidazolyl, 1,3,4-triazol-2-yl, 2-pyridinyl, 3-pyridinyl, 4-pyridinyl, 3-pyridazinyl, 4-
pyridazinyl, 2-pyrimidinyl, 4-pyrimidinyl, 5-pyrimidinyl and 2-pyrazinyl.

The remarks made below concerning preferred embodiments of the variables of the compounds
of formula |, especially with respect to their substituents X, U, V, R', R4, R%Y, R4, R>, R®, R/, RS,
R?, R10, R, R12, RS, R, R'>, m, n, 0 and p, the features of the use and method according to
the invention and of the composition of the invention are valid both on their own and, in particu-
lar, In every possible combination with each other.

In a preferred embodiment X is S(=0)n with m being 0, 1 or 2. Preferably mis O or 1 and more
preferably m is O.

In a preferred embodiment nis 0, 1 or 2. Preferably, nis 1, 2 and more preferably, nis 2.

In a preferred embodiment pis 1 or 2. Preferably, pis 1.

Preferably, U is a 5- to 12-membered monocyclic or bicyclic heteroaromatic ring-system which
may contain 1 to 4 heteroatoms selected from O, S, N, wherein the heteroaromatic ring may be
substituted by one to four substituents V which have each preferencies as recited hereunder for
V.

Preferably, U is a 5- to 10-membered monocyclic or bicyclic heteroaromatic ring-sytem which
may contain 1 to 4 heteroatoms selected from O, S, N, wherein the heteroaromatic ring may be
substituted by one to four substituents V which have each preferencies as recited hereunder for
V.

More preferably, U Is a 5- to 10-membered heteroaromatic ring-sytem selected from the group

consisting of pyridine, pyrimidine, pyrazine, pyridazine, 1,3,5-triazine, quinoline, 1H-indole, 1H-
benzoimidazole, benzothiazole, benzooxazole, benzofuran, benzothiophene, 1H-pyrrole, 1H-
pyrazole, 1H-1,2,4-triazole, 1H-imidazole, 1H-1,2,3-triazole, 1H-tetrazole, thiophene, thiazole,
1,3,4-thiadiazole, furan, oxazole, iIsoxazole, 1,2,4-oxadiazole, 1,3,4-oxadiazole, wherein the
heteroaromatic ring may be substituted by one to four substituents V which have each preferen-
cies as recited hereunder for V. More preferably, U is a 5-membered heteroaromatic ring se-
lected from the group consisting of 1H-pyrrole, 1H-pyrazole, 1H-1,2,4-triazole, 1H-imidazole,
1H-1,2,3-triazole, 1H-tetrazole, thiophene, thiazole, 1,3,4-thiadiazole, furan, oxazole, isoxazole,
1,2,4-0xadiazole, 1,3,4-o0xadlazole, wherein the heteroaromatic ring may be substituted by one
to four substituents V which have each preferencies as recited hereunder for V. Even more
preferably, U Is a 5-membered heteroaromatic ring selected from the group consisting of 1H-
pyrrole, 1H-pyrazole, 1H-1,2,4-triazole, 1H-imidazole, 1H-1,2,3-triazole, 1H-tetrazole, thiophene,
thiazole, 1,3,4-thiadiazole, furan, oxazole, iIsoxazole, 1,2,4-oxadiazole, 1,3,4-oxadiazole,
wherein the heteroaromatic ring is preferably at least substituted by halogen, CN, C+-Cs-alkyl,
C-Ce-haloalkyl, Cs-Ce-cycloalkyl-C1-Cs-alkyl which may be substituted with halogen atoms, C»-
Ce-alkenyl, C»-Ces-haloalkenyl, C>-Cs-alkynyl, C,-Ces-haloalkynyl, Cs-Cs-cycloalkyl, C3-Ce-
halocycloalkyl, C1-Ces-alkoxy, C1-Ce-haloalkoxy Even more preferably, U is a 5-membered het-
eroaromatic ring selected from the group consisting of 1H-pyrazole, 1H-1,2,4-triazole, 1H-
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iImidazole, 1H-tetrazole, isoxazole, thiazole, 1,3,4-thiadiazole, wherein the heteroaromatic ring is
preferably at least substituted by CN, tert-butyl, CF3 or halogen being preferably Cl. Most pref-
erably, U is a 5-membered heteroaromatic ring selected from the group consisting of 1H-
pyrazole, 1H-1,2,4-triazole, 1,3,4-thiadiazole, wherein the heteroaromatic ring is substituted by
one of the groups selected from CI, CN, tert-butyl and CF.

Preferably, V is independently selected from the group consisting of halogen, C1-Ce-alkyl, C+-Ce-
haloalkyl, Cs-Cs-cycloalkyl-C1-Cs-alkyl which may be substituted with halogen atoms, C>-Cs-
alkenyl, C>-Cs-haloalkenyl, C>-Cs-alkynyl, C,-Ce-haloalkynyl, Cs-Cs-cycloalkyl, C3-Cs-
halocycloalkyl, C1-Ces-alkoxy, C1-Cs-haloalkoxy, C(=O)R*, C(=S)R4, S(O),R1%, CN, NO,, an
amino group which may be substituted by C+-Cs-alkyl or by C+-Cs-acyl.

Preferably, V is independently selected from the group consisting of halogen, C1.Cs-alkyl, C1-Cs-
haloalkyl, C3-Ce-cycloalkyl-C1-Cs-alkyl which may be substituted with halogen atoms, C2-Cs-
alkenyl, C»-Cs-haloalkenyl, C2-Cs-alkynyl, C>-Cs-haloalkynyl, C3-Cs-cycloalkyl, C3.Ce-
halocycloalkyl, C1-Ce-alkoxy, C1-Cs-haloalkoxy, Ci-Ce-alkylthio, C1-Ce-haloalkylthio, C1-Ce-
alkylsulfinyl, C1-Cs-haloalkylsulfinyl, C1-Cs-alkylsulfonyl, C1-Cs-haloalkylsulfonyl, C(=O)R?,
C(=S)R%4, CN, NO2, an amino group which may be substituted by C.Cs-alkyl or by C4.C4-acyl.
More preferably V is independently selected from the group consisting of halogen, C1.Ce-alkyl,
Ci1.Cs-haloalkyl, Cs.Cs-cycloalkyl-C41.Cs-alkyl which may be substituted with halogen atoms, C»-
Ces-alkenyl, C,-Ces-haloalkenyl, C2-Cs-alkynyl, C2-Ces-haloalkynyl, Cs-Cs-cycloalkyl, C3.Cs-
halocycloalkyl, C1-Cs-alkoxy, C1-Ces-haloalkoxy, CN.

More preferably, V is independently selected from the group consisting of halogen, C1.Ce-alkyl,
Ci1-Cs-haloalkyl and CN.

Even more preferably, V is independently selected from the group consisting of tert-butyl, CN,
CFs; and halogen in particular Cl. Most preferably, V is CFa.

Preferably, R', R? are independently of each other selected from the group consisting of hydro-
gen, halogen, C4-Cs-alkyl which may be substituted by halogen, by C+-Cs-alkoxy, by C1-Cs-
alkylthio, by C¢-Cs-alkylsulfinyl, by C+1-Cs-alkylsulfonyl, by CN, by C(=0O)R*, by OC(=0)R*, by
N(C1-Cs-alkyl)2 or by OH, C>-Cs-alkenyl, C>-Cs-haloalkenyl, C2-Cs-alkynyl, C,-Cs-haloalkynyl, Cs-
Ce-cycloalkyl, Cs-Ce-halocycloalkyl, C3.Ce-cycloalkyl-C4.Cs-alkyl which may be substituted by
halogen atom(s), CN, C(=O)R7?, C(=S)R’, C(R")=NR"Z, C(R')=N-OR'Z, or R" and R? may form
together with the carbon atom whereto they are bonded Cs3-Cs-cycloalkyl, C=C(R>)R® or C=N-
OR>,

More preferably, R', R“ are independently selected from the group consisting of hydrogen,
halogen, C1.Cs-alkyl, CN, C(=0)-C1.Cs-alkyl, C(=0)-C1-Cs-alkoxy, C(=0)-NR®R®, C(=S)-NR®R®.
Even more preferably, R', R? are independently selected from the group consisting of hydrogen,
Ci-Cs-alkyl, Cl, CN, C(=0)-Me, C(=0)-Et, C(=0)-OMe, C(=0)-OEt, C(=0)-NHz, C(=0)-NMeH,
C(=0)-NetH, C(=0)-NMe,, C(=0)-NMeEt, C(=0)-NEt,, C(=S)-NH2, C(=S)-NMeH, C(=5S)-NetH,
C(=S)-NMe,, C(=S)-NMekEt, C(=S)-NEt,.
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Even more preferably, R and R? are each combination of R' selected from the group consisting
of H, CN, C(=0)-Me, C(=0)-Et, C(=0)-NH,, C(=0)-NMeH, C(=0)-NEtH, C(=0)-NMe,, C(=0)-
NMeEt, C(=0)-NEt;, C(=5)-NH2, C(=5)-NMeH, C(=S)-NEtH, C(=S5)-NMe2, C(=5)-NMeEt and
C(=5)-NEt; with R? selected from the group consisting of hydrogen, Cl and C1- Cs-alkyl in par-
ticular Me or Et.

Preferably RV is selected from the group consisting of C1-Cqo-haloalkyl, C>-Cs-haloalkenyl, Cs-
Ce-haloalkynyl, Cs-Ce-halocycloalkyl and Cs-Cs-halocycloalkenyl and wherein at least one halo-
gen is fluorine.

Preferably, R3V is Ci-Cs-haloalkyl, C2>-C4-haloalkenyl and Cs-C4-haloalkynyl wherein halogen is
fluorine or additionally chlorine.

More preferably RV i1s C1-Ca-, e.g. C1-C2 fluoroalkyl. Perfluorinated groups R3Y are also pre-
ferred. For instance, R3V is CF3, CF2H, CH2F, CF2CF3 or CF2CF2CF3. Even more preferably, R3Y
is CF3; or CF2H. Most preferably, R3V is CFs.

Following notation for a substituent group are defined as follows when used in the text:
Me = methyl group,

Et = ethyl group,

Pr = propyl group,

I-Pr = Isopropyl group,

Bu =n-butyl group,

I-Bu = isobutyl group,

s-Bu = secbutyl group,

t-Bu = tert-butyl group,

c-Pr = cyclopropyl group,

Pen = pentyl group,

c-Pen = cyclopentyl group,

c-Hex = cyclohexyl group,

Ac = acetyl group,

Ph = phenyl group,

In addition, the undermentioned notation denotes for example the said meaning of each:
5-CF3 is a trifluoromethyl substituent at position 5;

3-CIl-5-CF3 is a chlorine atom at position 3 and a trifluoromethyl substituent at position 5;
2,6-(Cl)2 Is a chlorine atom substituent at positions 2 and 6.

The substituents represented by E' to E” denote the respective undermentioned structures:
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Examples of compounds of general formula | according to the present invention are combina-

tions of the various above mentioned substituents.
In particularly, preferred embodiement of the invention are constituted by each example as de-
picted in the followings Tables 1 to 9.

Table 1: describes examples with compounds number of the type 1-xxxx as represented in the
following formula:

R' R (D

4
VWS/\/S\RSU
1
o~n72 (O),

N
(O),
T-XXXX

Compounds number 1-01 to 1-0145: m =0

No. Position V r R’ R2| R% |n
1-01. 2 5CFs | O H H| CFs |2
1-02. 2 5CFs | O H H | CFH |2
1-03. 2 5-CFs | O CN H| CFs |2
1-04. 2 5CFs | O CN H | CFH |2
1-05. 2 5CF; | 0 | COOMe |H| CFs |2
1-06. 2 5CFs | 0 | COOMe |H | CFH |2
1-07. 2 5CF; | 0 | COOEt |H| CFs |2
1-08. 2 5CFs | 0 | COOEt |H | CFH |2
1-09. 2 5CF; | 0 | COO--Pr |H| CFs |2

1-010. 2 5CFs | 0 | COO--Pr | H | CFRH |2

1-011. 2 5CF; | 0 | COOtBu |H| CFs |2
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No. Position V r R R? R3V n
1-012. 2 5CFs | 0 | COOtBu | H | CFRH |2
1-013. 2 5CFs | 0 | CON(Me), | H| CFs |2
1-014. 2 5-CFs | 0 | CON(Me), | H | CFH |2
1-015. 2 5-CF3 | O @_Ng H| CF; |2
1-016. 2 5CF3 | O @_NG H | CFH |2
1-017. 2 5CFs | 0 | COOMe |F | CFs |2
1-018. 2 5CFs | 0 | COOMe | F | CFH |2
1-019. 2 5CFs | 0 | COOMe |CI| CFs; |2
1-020. 2 5CFs | 0 | COOMe |CI| CFH |2
1-021. 2 5-CF3 0 COOMe |Me| CFs3 |2
1-022. 2 5-CF3 0 COOMe |[Me| CF:H | 2
1-023. 2 5-CF; | O Me H| CFs |2
1-024. 2 5-CF3 | O Me H | CFH |2
1-025. 2 |3-CI-5-CF3| 0 H H| CFs |2
1-026. 2 |3-CI-5-CF3| 0 H H | CFH |2
1-027. 2 |3-CI-5-CF3| 0 CN H| CFs |2
1-028. 2 |3-CI-5-CF3| 0 CN H | CFH |2
1-029. 2 [3-CI-5-CF3| 0 | COOMe |H | CFs; |2
1-030. 2 |3-CI-5-CF3| 0 | COOMe |H | CFH |2
1-031. 2 [3-CI-5-CF3| 0 | COOEt |H| CFs |2
1-032. 2 [3-CI-5-CF3| 0 | COOEt |H | CFH |2
1-033. 2 5CN | 0 H H| CFs |2
1-034. 2 5CN | 0 x H | CFH |2
1-035. 2 5CN | O CN H| CFs |2
1-036. 2 5CN | O CN H | CFH |2
1-037. 3 6Cl | O H H| CFs |0
1-038. 3 6Cl | O H H | CFH |0
1-039. 3 6Cl | O H H| CFs |1
1-040. 3 6Cl | O H H | CFH |1
1-041. 3 6Cl | 0 g H| CFs |2
1-042. 3 6Cl | O H H | CFH |2
1-043. 3 6Cl | 1 H H| CFs |2
1-044. 3 6Cl | 1 H H | CFH |2
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No. Position V r R R? R3V n
1-045. 3 6-Cl 0 Me H CF; |2
1-046. 3 6-Cl 0 Me H| CFRH |2
1-047. 3 o-Cl 0 Me Me| CFs3 |2
1-048. 3 o-Cl 0 Me Me| CFH | 2
1-049. 3 6-Cl 0 H H CFs | O
1-050. 3 6-Cl 0 H H|{ CFRH [0
1-051. 3 6-Cl 0 H H CF; 1
1-052. 3 6-Cl 0 H H|{ CFH |1
1-053. 3 6-Cl 0 H H CFs |2
1-054. 3 6-Cl 0 H H [(CF2)2CFs| O
1-055. 3 6-Cl 0 H H [(CF2)CF3| 1
1-056. 3 6-Cl 0 H H |(CF2)CFR3| 2
1-057. 3 6-Cl 0 Me H |(CF2)CFR3| 2
1-0568. 3 6-Cl 0 H H|{ CFH |2
1-059. 3 6-Cl 0 F H CFs |2
1-060. 3 6-Cl 0 F H|{ CFRH |2
1-061. 3 6-Cl 0 F F CF; |2
1-062. 3 6-Cl 0 F F | CFH | 2
1-063. 3 6-Cl 0 Cl H CFs |2
1-064. 3 6-Cl 0 Cl H|{ CFH |2
1-065. 3 6-Cl 0 Cl Cl| CFs |2
1-066. 3 6-Cl 0 Cl Cl| CFH |2
1-067. 3 6-CF3 0 H H CFs |0
1-068. 3 6-CF3 0 H H|{ CFH |0
1-069. 3 6-CF3 0 H H CF; 1
1-070. 3 6-CF3 0 H H | CFH | 1
1-071. 3 6-CF3 0 H H CF; |2
1-072. 3 6-CF3 0 H H| CFH |2
1-073. 3 6-CF3 0 Me H CFs |2
1-074. 3 6-CF3 0 Me H| CFH |2
1-075. 3 0-CF3 0 Me Me| CFz3 |2
1-076. 3 6-CF3 0 Me Me| CFH | 2
1-077. 3 6-CF; 0 Et CFs |2
1-078. 3 6-CF3 0 Et CFH | 2
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No. Position V r R R? R3Y n
1-079. 3 6-CF3 0 -Pr H CFs; |2
1-080. 3 6-CF3 0 -Pr H| CFH | 2
1-081. 3 6-CF3 0 Pr H CFs |2
1-082. 3 0-CF3 0 Pr H| CFH |2
1-083. 3 6-CF3 0 s-Bu H CFs |2
1-084. 3 0-CF3 0 s-Bu H| CFH |2
1-085. 3 6-CF3 0 -Bu, H CFs |2
1-086. 3 6-CFs 0 -Bu, H| CFH |2
1-087. 3 6-CF3 0 Bu H CFs |2
1-088. 3 6-CF3 0 Bu H| CFH |2
1-089. 3 6-CF3 0 | CHzc-Pr | H CFs |2
1-090. 3 6-CF3 0 | CHx>cPr |H| CFH |2
1-091. 3 6-CF3 0 |CH2CH=CH,| H Cks |2
1-092. 3 6-CF3 0 |CHCH=CH;| H | CFxH |2
1-093. 3 6-CF3 0 |[CHC= CH | H CFs |2
1-094. 3 0-CF3 0 |[CHC=CH|H | CFH |2
1-095. 3 6-CF3 0 COOMe | H CFs |2
1-096. 3 0-CF3 0 COOMe | H | CF:H |2
1-097. 3 6-CF3 0 F H CFs |2
1-098. 3 6-CF3 0 F H| CFH |2
1-099. 3 6-CF3 0 F F CFs |2
1-0100. 3 6-CF3 0 F F | CFH |2
1-0101. 3 0-CF3 0 Cl H CFs |2
1-0102. 3 6-CF3 0 Cl H| CFH |2
1-0103. 3 0-CF3 0 Cl Cl| CF3 |2
1-0104. 3 6-CF3 0 Cl Cl| CFH |2
1-0105. 3 6-CF3 0 H H | CFCF3 | O
1-0106. 3 0-CF3 0 H H | CF2CF3 | 1
1-0107. 3 6-CF3 0 H H | CFCF3 | 2
1-0108. 3 6-OCH2CF3| O H H CFs |0
1-0109. 3 6-OCH>CF3| O H H| CFH | O
1-0110. 3 6-OCH>CF3| O H H CF; 1
1-0111. 3 0-OCH2CF3| O H H| CFH |1
1-0112. 3 6-OCH.CF3| O H H CFs |2
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No. Position V r R R2| RSV n
1-0113. 3 6-OCH>CF3| O H H | CFH |2
1-0114. 3 6-C=CH | O H H CFs |0
1-0115. 3 6-C=CH | O H H| CFH |0
1-0116. 3 6-C=CH | O H H CFs 1
1-0117. 3 6-C=CH | O H H| CFH |1
1-0118. 3 6-C=CH | 0 H H Cks |2
1-0119. 3 6-C=CH | O H H| CkH |2
1-0120. 3 6-C= CH | 1 H H CFs |2
1-0121. 3 6-C= CH | 1 H H| CFH |2
1-0122. 3 0-SCF3 0 H H CFs |0
1-0123. 3 0-SCF3 0 H H| CFH |1
1-0124. 3 6-SCF3 0 H H CFs |2
1-0125. 3 0-SCF3 0 H H| CFH |2
1-01206. 3 o-SMe 0 H H Cks |2
1-0127. 3 6-SMe 0 H H| CFH |2
1-0128. 3 6-SOMe | O H H Cks |2
1-0129. 3 6-SOMe | O H H| CFH |2
1-0130. 3 0-SOMe | O H H CFs |2
1-0131. 3 6-SOMe | O H H| CFH |2
1-0132. 4 2,6-(Cl)2 | O H H CFs |0
1-0133. 4 2,0-(Cl)2 | O H H| CFH |0
1-0134. 4 o-(Clz | O H H CF; 1
1-0135. 4 o-(Cl)2 | O H H| CFH | 1
1-01306. 4 2,0-(Cl), | O H H Cks |2
1-0137. 4 o-(Cl)2 | O H H| CFH |2
1-0138. 4 2,6-(Cl)2 | O Me H CFs |2
1-0139. 4 2,6-(Cl), | O Me H| CFH |2
1-0140. 4 2,3,9,6-(F)4| O H H CFs | O
1-0141. 4 2,3,9,6-(F)a| O H H| CFH |0
1-0142. 4 2,3,9,6-(F)a| O H H CFs 1
1-0143. 4 2,3,5,6-(F)sa| O H H| CFH |1
1-0144. 4 2,3,9,6-(F)s| O H H CFs |2
1-0145. 4 2,3,9,6-(F)a| O H H | CkH |2
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Analog to the compounds numbered 1-01 to 1-0145 are the compounds numbered 1-1 to 1-145

wherein the variables have the same meaning except m being 1 instead of 0.

Table 2: describes examples with compounds number of the type 2-xxxx as represented in the

following formula:

1

2 (©)

Compounds number 2-01 to 2-0113: m =0

R R i1’m
/4?)( ST R
" j\’l (O),
e\N-’ 2
2-XXXX

No. Position V R R? R™ N
2-01. 2 4,6-(Cl), H H| CFs [0
2-02. 2 4,6-(Cl)2 H H | CFH | O
2-03. 2 4,6-(Cl), H H| CFs3 |1
2-04. 2 4,6-(Cl), H H | CFH | 1
2-05. 2 4,6-(Cl); H H| CFs |2
2-006. 2 4,6-(Cl), H H | CFH |2
2-07. 2 4-CF; H H| CFz |2
2-08. 2 4-CF; H H | CFH |2
2-09. 2 4-CF; COOMe | H| CFsz |2

2-010. 2 4-CF3 COOMe | H | CFH |2
2-011. 2 4-CF3 COOEt H| CF; |2
2-012. 2 4-CF; COOEt H | CFH | 2
2-013. 2 4-CF; CN H| CFs |2
2-014. 2 4-CF; CN H | CFH |2
2-015. 4 2,6-(Cl)2 H H| CFs [0
2-016. 4 2,6-(Cl); H H | CFH [ O
2-017. 4 2,6-(Cl); H H | CFs |1
2-018. 4 2,6-(Cl); H H | CFH | 1
2-019. 4 2,6-(Cl); H H| CFs |2
2-020. 4 2,6-(Cl)2 H H | CFH | 2
2-021. 4 2-CF3 H H| CF; |2
2-022. 4 2-CF3 H H | CFH |2
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No. Position v R R R [n
2-023. 4 2-CF3 COOMe H CFs | 2
2-024. 4 2-CF3 COOMe H | CFH | 2
2-025. 4 2-CF3 COOEt H CFs |2
2-020. 4 2-CF3 COOEt H | CFH | 2
2-027. 4 2-CF3 CN H CFs | 2
2-028. 4 2-CF3 CN H | CFH | 2
2-029. 4 0-CF3 H H Cks | 2
2-030. 4 0-CF3 H H | CFH | 2
2-031. 4 6-CF3 COOMe H CFs | 2
2-032. 4 0-Ck3 COOMe H| CFH | 2
2-033. 4 o0-CF3 COOEt H CFs |2
2-034. 4 6-CF3 COOEt H | CFH | 2
2-035. 4 0-CF; CN H CFs | 2
2-030. 4 0-CF3 CN H | CFH | 2
2-037. 5 2-CF3 H H CFs |0
2-038. 5 2-CF3 H H| CFH [ O
2-039. 5 2-CF3 H H CFs |1
2-040. 5 2-CF3 H H | CFH | 1
2-041. 5 2-CF3 H H CFs | 2
2-042. 5 2-CF3 H H| CFH | 2
2-043. 5 2-CF3 Me H CFsz |2
2-044. 5 2-CF3 Me H | CFH | 2
2-045. 5 2-CF3 Me Me| CFs; |2
2-040. 5 2-CF3 Me Me| CFH | 2
2-047. 5 2-CF3 Et H CFs | 2
2-048. 5 2-CF3 Et H | CFH | 2
2-049. O 2-CF3 I-Pr H Cks |2
2-050. 5 2-CF3 -Pr H | CFH | 2
2-051. 5 2-CF3 Pr H CFs |2
2-052. 5 2-CF3 Pr H| CFH | 2
2-053. 5 2-CF3 s-Bu H CFs |2
2-054. 5 2-CF; s-Bu H | CFH | 2
2-055. 5 2-CF; I-Bu H CFs |2
2-050. 5 2-CF3 I-Bu H | CFH | 2
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No. Position V R r2| RV |,
2057 5 2-CFs BU H| CFs |2
2058, 5 2-CFs Bu H | CF.H |2
2-059. 5 2CFs | CHscPr |H| CFs |2
2-060. 5 2CFs | CHxcPr |H | CFH |2
2-061. 5 2.CFs  |CH,CH=CH»| H | CFs |2
2.062. 5 O-CFs  |CHoCH=CHa| H | CFoH | 2
2-063. 5 OCF; |CH.C=CH|H| CFs |2
2064 5 2CFs | CHsC=CH | H | CFoH |2
2-065. 5 2-CFs COOMe |H | CFs |2
2-066. 5 2-CFs COOMe | H | CFH |2
2067 5 2-CFs CONHEt |H | CFs |2
2-068. 5 2-CFs CONHEt | H | CRH |2
2-069. 5 >CF; | CSNHMe |H | CFs |2
2-070. 5 2CF; | CSNHMe |H | CFH |2
2071, 5 2-CF, = H| CFs |2
2-072. 5 2-CF; = H | CF.H |2
2073 5 2-CF; = F | CFy |2
2074 5 2-CF; = F | CFH | 2
2075, 5 2-CF, C H| cF |2
2-076. 5 2-CF: c H | CF.H |2
2077 5 2-CF; C cl| cFs |2
2078 5 2-CF, C Cl| CFH |2
2079, 5 2_-CF, H H |CF.CFs| 0
2-080. 5 2-CF; H H |CF.CF3| 1
2081, 5 2-CF; H H |CF.CF3| 2
2-082. 5 | 2-CFs-4-Me H H| cF |0
2-083. 5 | 2-CFs-4-Me H H | CFH |0
2084 5 | 2-CFs-4-Me H H| CFs |
2085, 5 | 2-CFs-4-Me H H | CFH | 1
2-086. 5 | 2-CFs-4-Me H H| CFs |2
2087, 5 | 2-CFs-4-Me H H | CFH |2
2-088. 5 |2-CFsd-Me| Me |H| CFs |2
2089, 5 |2-CFsd-Me| Me |H/| CRH |2
2-090. 5 |2-SCFs4-Me|  H H| CFs |0
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No. Position V R r2| RV |,
2091, 5 |2-SCFs4-Me|  H H | CFH |0
2092 5 |2-SCFs4-Me|  H H| CFy |
2-093. 5 |2-SCFs-4-Me|  H H | CFH | -
2094 5 |2-SCFs34-Me|  H H| CFs |2
2-095. 5 |2-SCFy4-Me|  H H | CFH |2
2-096. 5 |2-SCFs-4-Me|] Me |H| CFRs |2
2097, 5 |2-SCFs-4-Me| Me |H | CRH |2
2-098. 5 2-c-Pr H H| cFs |0
2-099. 5 2-c-Pr H H | CFH |0
2-0100. 5 2-c-Pr H H| CFs |
20101, 5 2c-Pr H H | CFH | 1
2-0102. 5 2-c-Pr H H| CFs |2
20103, 5 2-c-Pr H H | CF.H |2
20104, 5 2-c-Pr Me |H| CFs |2
2-0105. 5 2-c-Pr Me | H | CFH |2
2-0106. 5 2-t-Bu H H| cFs |o
20107 5 2-t-Bu H H | CFH |0
2-0108. 5 2-t-Bu H H| CFs |
2-0109. 5 2-t-Bu H H | CFH | 1
2-0110. 5 2-t-Bu H H| CFs |2
20111, 5 2-t-Bu H H | CFH |2
20112, 5 2-t-Bu Me |H| CFs |2
20113 5 2-t-Bu Me | H | CFH |2

Analog to the compounds numbered 2-01 to 2-0113 are the compounds numbered 2-1 to 2-113

wherein the variables have the same meaning except m being 1 instead of 0.

Table 3: describes examples with compounds number of the type 3-xxxx as represented in the

following formula:

1

7 (Q)

v RN 1"
Yﬁ/ \\‘XS/\/"‘S\RSU
I
Y3\Y4—.N (O).
3-XXXX

Compounds number 3-01 to 3-062: m =0
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NO. Y Y? Y3 Y4 R R? RsY N
3-01. C-H N C-H C-CI H H CF3 2
3-02. C-H N C-H C-CI H H CF2H 2
3-03. C-H N C-H C-Cl |COOMe| H CF3 2
3-04. C-H N C-H C-Cl |COOMe| H CFoH 2
3-03. C-H N C-H C-Cl |COOMel H CF3 2
3-06. C-H N C-H C-Cl |COOMel H CF2H 2
3-07. C-H N C-H C-CI CN H CF3 2
3-08. C-H N C-H C-CI CN H CF2H 2
3-09. C-Cl N C-CN C-CN H H CF3 2
3-010. C-CI N C-CN C-CN H H CF2oH 2
3-011. C-Cl N C-CN C-CN |COOMe| H CF3 2
3-012. C-CI N C-CN C-CN |COOMe| H CF2H 2
3-013. C-Cl N C-CN C-CN |COOEt| H CF3 2
3-014. C-CI N C-CN C-CN |COOEt| H CFoH 2
3-015. C-CI N C-CN C-CN CN H CF3 2
3-016. C-Cl N C-CN C-CN CN H CF2H 2
3-017. C-H N C-CN C-CN H H Ck3 2
3-018. C-H N C-CN C-CN H H CF2H 2
3-019. C-H N C-CN C-CN |COOMe| H CF3 2
3-020. C-H N C-CN C-CN |COOMe| H CF2H 2
3-021. C-H N C-CN C-CN |COOEt| H CF3 2
3-022. C-H N C-CN C-CN |COOEt| H CF2H 2
3-023. C-H N C-CN C-CN CN H CF3 2
3-024. C-H N C-CN C-CN CN H CF2H 2
3-025. C-H | C-H C-ClI N H H CF3 2
3-026. C-H | C-H C-ClI N H H CF2H 2
3-027. C-H | C-H C-ClI N COOMe| H CF3 2
3-028. C-H | C-H C-ClI N COOMe| H CF2H 2
3-029. C-H | C-H C-CI N COOEt| H CF3 2
3-030. C-H | C-H C-ClI N COOEt| H CF2H 2
3-031. C-H | C-H C-ClI N CN H CF3 2
3-032. C-H | C-H C-ClI N CN H CF2H 2
3-033. C-H | C-H C-CF3 N H H CF3 2
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No. Y Y2 Y3 Y4 R R?2 R3U N
3-034. C-H | C-H C-CF3 N H H CFoH 2
3-035. C-H | C-H C-CF3 N COOMe| H CFs 2
3-036. C-H | C-H C-CF3 N COOMe| H CF2H 2
3-037. C-H | C-H C-CF3 N COOEt| H CFs 2
3-038. C-H | C-H C-CF3 N COOEt| H CF.H 2
3-039. C-H | C-H C-CF; N CN H CFs 2
3-040. C-H | C-H C-CF; N CN H CFoH 2
3-041. N C-CI N C-CI H H CF; 2
3-042. N C-CI N C-CI H H CF,H 2
3-043. N C-CI N C-Cl |COOMe| H CFs 2
3-044. N C-CI N C-Cl |COOMe| H CFoH 2
3-045. N C-CI N C-Cl |COOEt| H CFs 2
3-046. N C-CI N C-Cl |COOEt| H CF2H 2
3-047. N C-CI N C-CI CN H CFs 2
3-048. N C-CI N C-CI CN H CF.H 2
3-049. N |C-OMe N C-OMe H H CFs 2
3-050. N |C-OMe N C-OMe H H CFoH 2
3-051. N |C-OMe N C-OMe |COOMe| H CF; 2
3-052. N |C-OMe N C-OMe |[COOMe| H CFoH 2
3-053. N |C-OMe N C-OMe |COOEt| H CFs 2
3-054. N |C-OMe N C-OMe |COOEt| H CFoH 2
3-055. N [C-OMe N C-OMe CN H CF3 2
3-056. N |C-OMe N C-OMe CN H CF2H 2
3-057. C-H| C-H |C-CH=CH-CH=CH-C| H H CFs 0
3-058. C-H | C-H |C-CH=CH-CH=CH-C| H H CFoH 0
3-059. CH | C-H |C-CH=CH-CH=CH-C| H H CFs 1
3-0060. CH | C-H |C-CH=CH-CH=CH-C| H H CF2H 1
3-061. C-H | C-H |C-CH=CH-CH=CH-C| H H CF; 2
3-062. C-H | CH |C-CH=CH-CH=CH-C| H H CF2H 2

Analog to the compounds numbered 3-01 to 3-062 are the compounds numbered 3-1 to 3-62

wherein the variables have the same meaning except m being 1 instead of 0.

5  Table 4 describes examples with compounds number of the type 4-xxxx as represented in the
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following formula:
R ((I?)m
s /s~
v%a)n
4-XXXX
Compounds number 4-01 to 4-0487: m =0
No.  |Position Vv R R? R™ n
4-01. 1 3-CF3 H H CF; 0
4-02. 1 3-CF3 H H CFoH 0
4-03. 1 3-CF3 H H CF3 1
4-04. 1 3-CF3 H H CF>H 1
4-05. 1 3-CF3 H H CF; 2
4-06. 1 3-CF3 H H CF2H 2
4-07. 1 3-CF3 Me H CF; 0
4-08. 1 3-CF3 Me H CF2H 0
4-09. 1 3-CF3 Me H CF; 1
4-010. 1 3-CF3 Me H CF>H 1
4-011. 1 3-CF3 Me H CF; 2
4-012. 1 3-CF3 Me H CF>H 2
4-013. 1 3-CF3 Et H CF3 0
4-014. 1 3-CF3 Et H CF>H 0
4-015. 1 3-CF3 Et H CF; 1
4-016. 1 3-CF3 Et H CF2H 1
4-017. 1 3-CF3 Et H CF3 2
4-018. 1 3-CF3 Et H CF>H 2
4-019. 1 3-CF3 i-Pr H CF; 0
4-020. 1 3-CF3 -Pr H CF2H 0
4-021. 1 3-CF3 i-Pr H CF; 1
4-022. 1 3-CF3 i-Pr H CF>H 1
4-023. 1 3-CF3 -Pr H CF3 2
4-024. 1 3-CF3 -Pr H CF>H 2
4-025. 1 3-CF3 c-Pr H CF; 0
4-026. 1 3-CF3 c-Pr H CF>H 0
4-027. 1 3-CF3 c-Pr H CF; 1
4-028. 1 3-CF3 c-Pr H CF>H 1
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No.  |Position v R re | R |
4-029. 1 3-CF3 c-Pr H CF; 2
4-030. 1 3-CF3 c-Pr H CF>H 2
4-031. 1 3-CF3 Pr H CF; 0
4-032. 1 3-CF3 Pr H CF,H 0
4-033. 1 3-CF3 Pr H CF; 1
4-034. 1 3-CF3 Pr H CF>H 1
4-035. 1 3-CF3 Pr H CF3 2
4-036. 1 3-CF3 Pr H CF>H 2
4-037. 1 3-CFs3 s-Bu H CF; 0
4-038. 1 3-CF3 s-Bu H CF2H 0
4-039. 1 3-CF3 s-Bu H CF3 1
4-040. 1 3-CF3 s-Bu H CF2H 1
4-041. 1 3-CF3 s-Bu H CF; 2
4-042. 1 3-CF3 s-Bu H CF>H 2
4-043. 1 3-CFs -Bu H CF; 0
4-044 . 1 3-CFs -Bu H CF2H 0
4-045. 1 3-CF3 -Bu H CF3 1
4-046. 1 3-CF3 -Bu H CF>H 1
4-047. 1 3-CF3 -Bu H CF; 2
4-048. 1 3-CF3 -Bu H CFoH 2
4-049. 1 3-CF3 Bu H CF; 0
4-050. 1 3-CF3 Bu H CF>H 0
4-051. 1 3-CF3 Bu H CF; 1
4-052. 1 3-CF3 Bu H CF>H 1
4-053. 1 3-CF3 Bu H CF; 2
4-054. 1 3-CF3 Bu H CF>H 2
4-055. 1 3-CF3 2-Pen H CF3 0
4-056. 1 3-CF3 2-Pen H CF2H 0
4-057. 1 3-CF3 2-Pen H CF; 1
4-058. 1 3-CF3 2-Pen H CF2H 1
4-059. 1 3-CF3 2-Pen H CF; 2
4-060. 1 3-CF3 2-Pen H CF>H 2
4-061. 1 3-CF3 3-Pen H CF; 0
4-062. 1 3-CF3 3-Pen H CF>H 0
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No.  |Position v R re | R |
4-063. 1 3-CF3 3-Pen H CF; 1
4-064. 1 3-CF3 3-Pen H CF>H 1
4-065. 1 3-CF3 3-Pen H CF; 2
4-066. 1 3-CF3 3-Pen H CF,H 2
4-067. 1 3-CF3 c-Pen H CFs 0
4-068. 1 3-CF3 c-Pen H CFoH 0
4-069. 1 3-CF3 c-Pen H CF3 1
4-070. 1 3-CF3 c-Pen H CF2H 1
4-071. 1 3-CF3 c-Pen H CF; 2
4-072. 1 3-CF3 c-Pen H CF>H 2
4-073. 1 3-CF3 c-Hex H CF3 0
4-074. 1 3-CF3 c-HexX H CF2H 0
4-075. 1 3-CF3 c-Hex H CF; 1
4-076. 1 3-CF3 c-Hex H CFoH 1
4-077. 1 3-CF3 c-Hex H CF3 2
4-078. 1 3-CF3 c-Hex H CF>H 2
4-079. 1 3-CF3 CN H CF3 0
4-080. 1 3-CF3 CN H CF>H 0
4-081. 1 3-CF3 CN H CF; 1
4-082. 1 3-CF3 CN H CFoH 1
4-083. 1 3-CF3 CN H CF; 2
4-084. 1 3-CF3 CN H CF>H 2
4-085. 1 3-CF3 COOMe H CF; 0
4-086. 1 3-CF3 COOMe H CF>H 0
4-087. 1 3-CF3 COOMe H CF; 1
4-088. 1 3-CF3 COOMe H CF>H 1
4-089. 1 3-CF3 COOMe H CF3 2
4-090. 1 3-CF3 COOMe H CF2H 2
4-091. 1 3-CF3 COOEt H CF; 0
4-092. 1 3-CF3 COOEt H CF2H 0
4-093. 1 3-CF3 COOEt H CF; 1
4-094. 1 3-CF3 COOEt H CF>H 1
4-095. 1 3-CF3 COOEt H CF; 2
4-096. 1 3-CF3 COOEt H CF>H 2
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4-097. 1 3-CF3-5-Me H H CF; 0
4-098. 1 3-CF3-5-Me H H CF>H 0
4-099. 1 3-CF3-5-Me H H CF; 1
4-0100. 1 3-CF3-5-Me H H CF,H 1
4-0101. 1 3-CF3-5-Me H H CF; 2
4-0102. 1 3-CF3-5-Me H H CF>H 2
4-0103. 1 3-CF3-5-Me Me H CF3 0
4-0104. 1 3-CF3-5-Me Me H CF2H 0
4-0105. 1 3-CF3-5-Me Me H CF; 1
4-0106. 1 3-CF3-5-Me Me H CF2H 1
4-0107. 1 3-CF3-5-Me Me H CF3 2
4-0108. 1 3-CF3-5-Me Me H CF2H 2
4-0109. 1 3-CF3-5-Me CN H CF; 0
4-0110. 1 3-CF3-5-Me CN H CF>H 0
4-0111. 1 3-CF3-5-Me CN H CF; 1
4-0112. 1 3-CF3-5-Me CN H CF2H 1
4-0113. 1 3-CF3-5-Me CN H CF3 2
4-0114. 1 3-CF3-5-Me CN H CF>H 2
4-0115. 1 3-CF3-5-Me COOMe H CF; 0
4-0116. 1 3-CF3-5-Me COOMe H CFoH 0
4-0117. 1 3-CF3-5-Me COOMe H CF3 1
4-0118. 1 3-CF3-5-Me COOMe H CF>H 1
4-0119. 1 3-CF3-5-Me COOMe H CF; 2
4-0120. 1 3-CF3-5-Me COOMe H CF>H 2
4-0121. 1 3-CF3-5-Me COOEt H CF; 0
4-0122. 1 3-CF3-5-Me COOEt H CF>H 0
4-0123. 1 3-CF3-5-Me COOEt H CF3 1
4-0124. 1 3-CF3-5-Me COOEt H CF2H 1
4-0125. 1 3-CF3-5-Me COOEt H CF; 2
4-0126. 1 3-CF3-5-Me COOKEt H CF2H 2
4-0127. 1 3-CF3-4-CN H H CF; 0
4-0128. 1 3-CF3-4-CN H H CF>H 0
4-0129. 1 3-CF3-4-CN H H CF; 1
4-0130. 1 3-CF3-4-CN H H CF>H 1
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4-0131. 1 | 3-CFs4-CN H H | cF: |2
4-0132. 1 | 3-CFs4-CN H H | CRH |2
4-0133. 1 | 3-CFs4-CN H H| cF |2
4-0134, 1 | 3-CFs4-CN H H | CRH |2
4-0135. 1| 3-CFs4-CN Me H| CFs |0
4-0136. 1 | 3-CFs4-CN Me H | CRH | o0
4-0137. 1| 3-CFs4-CN Me H | CFs |
4-0138. 1 | 3-CFs4-CN Me H| CRH |1
4-0139. 1 | 3-CFse4-CN Me H| CFs |2
4-0140. 1 | 3-CFs4-CN Me H | CRH |2
4-0141. 1 4-CF; H H| CFs | o0
4-0142. 1 4-CF; H H | CRH | o0
4-0143 1 4-CF; H H| CF |
4-0144, 1 4-CF: H H | CRH |
4-0145. 1 4-CF3 H H CF3 2
4-0146. 1 4-CF; H H | CRH |2
4-0147. 1 4-CF Me H| CF:s |0
40148 1 4-CF; Me H | CRH |o0
4-0149. 1 4-CF; Me H | CFs |1
4-0150. 1 4-CF; Me H | CRH |1
4-0151. 1 4-CF; Me H | CF |2
4-0152. 1 4-CF; Me H | CRH |2
4-0153. 1 4-CF; t H| CF: |o0
4-0154, 1 4-CF t H| CRH |0
4-0155. 1 4-CF; Et H | CFs |1
4-0156. 1 4-CF; Et H | CRH |1
4-0157. 1 4-CFs Et H | CF: |2
4-0158. 1 4-CFs 3 H | CRH |2
4-0159. 1 4-CF3 -Pr H| CF: |0
4-0160. 1 4-CFs -Pr H | CRH |o0
4-0161. 1 4-CFs -Pr H | CF |
4-0162. 1 4-CFs -Pr H | CRH |1
4-0163. 1 4-CFs -Pr H| cF: |2
4-0164. 1 4-CFs -Pr H | CRH |2
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4-0165. 1 4-CFs c-Pr H| cF: |0
4-0166. 1 4-CF3 c-Pr H | CRH |o0
4-0167. 1 4-CFs c-Pr H| CF |1
4-0168. 1 4-CFs c-Pr H | CFRH |1
4-0169. 1 4-CFs c-Pr H | cFs |2
4-0170. 1 4-CFs c-Pr H | CRH |2
4-0171. 1 4-CFs Pr H | CFs |0
4-0172. 1 4-CFs Pr H | CRH |0
4-0173. 1 4-CF3 Pr H| CF |1
4-0174. 1 4-CFs Pr H | CRH |1
4-0175. 1 4-CFs Pr H | CF |2
4-0176. 1 4-CFs Pr H | CRH |2
4-0177. 1 4-CF3 s-Bu H CF3 0
4-0178. 1 4-CFs s-Bu H | CRH |0
4-0179. 1 4-CFs s-BU H | CFs |1
4-0180. 1 4-CFs s-Bu H | CRH |1
4-0181. 1 4-CFs s-Bu H | CF: |2
4-0182. 1 4-CFs s-Bu H | CRH |2
4-0183. 1 4-CF3 -Bu H| cF |0
4-0184. 1 4-CFs -Bu H | CRH |o0
4-0185. 1 4-CFs -Bu H | CFs |1
4-0186. 1 4-CFs -Bu H | CRH |1
4-0187. 1 4-CFs -Bu H | CF |2
4-0188. 1 4-CFs -Bu H | CRH |2
4-0189. 1 4-CFs Bu H| cFs |0
4-0190. 1 4-CFs Bu H | CRH |o0
4-0191. 1 4-CFs Bu H | CFs |1
4-0192. 1 4-CFs Bu H | CRH |1
4-0193. 1 4-CF3 Bu H | CF: |2
4-0194. 1 4-CFs Bu H | CRH |2
4-0195. 1 4-CFs 2-Pen H | cFs |0
4-0196. 1 4-CFs 2-Pen H | CRH |o0
4-0197. 1 4-CFs 2-Pen H| CF |1
4-0198. 1 4-CFs 2-Pen H | CRH |1




CA 02780955 2012-05-15

WO 2011/061110 PCT/EP2010/067248
35

No.  |Position v R re | R |
4-0199. 1 4-CF3 2-Pen H CF3 2
4-0200. 1 4-CF3 2-Pen H CF2oH 2
4-0201. 1 4-CF3 3-Pen H CF3 0
4-0202. 1 4-CF3 3-Pen H CF2H 0
4-0203. 1 4-CF3 3-Pen H CF3 1
4-0204. 1 4-CF3 3-Pen H CF2oH 1
4-0205. 1 4-CF3 3-Pen H CF3 2
4-0206. 1 4-CF3 3-Pen H CF2H 2
4-0207. 1 4-CF; c-Pen H CF; 0
4-0208. 1 4-CF; c-Pen H CF2H 0
4-0209. 1 4-CF3 c-Pen H CF3 1
4-0210. 1 4-CF3 c-Pen H CF2oH 1
4-0211. 1 4-CF3 c-Pen H CF3; 2
4-0212. 1 4-CF3 c-Pen H CF:H 2
4-0213. 1 4-CF3 c-Hex H CF3 0
4-0214. 1 4-CF3 c-Hex H CFoH 0
4-0215. 1 4-CF3 c-Hex H CF3 1
4-0216. 1 4-CF3 c-Hex H CF2H 1
4-0217. 1 4-CF3 c-Hex H CF; 2
4-0218. 1 4-CF3 c-Hex H CFaH 2
4-0219. 1 4-CF3 CN H CF3 0
4-0220. 1 4-CF3 CN H CF2oH 0
4-0221. 1 4-CFj CN H CF3 1
4-0222. 1 4-CF3 CN H CF:H 1
4-0223. 1 4-CF3 CN H CF3 2
4-0224. 1 4-CF3 CN H CF2oH 2
4-0225. 1 4-CF3 COOMe H CF3 0
4-0226. 1 4-CF3 COOMe H CF2H 0
4-0227. 1 4-CF3 COOMe H CFs 1
4-0228. 1 4-CF3 COOMe H CF2H 1
4-0229. 1 4-CF3 COOMe H CF3 2
4-0230. 1 4-CF3 COOMe H CF2oH 2
4-0231. 1 4-CF3 COOEt H CF3 0
4-0232. 1 4-CF3 COOKEt H CF:H 0
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4-0233. 1 4-CF3 COOCEH H CF; 1
4-0234. 1 4-CF; COOEt H CF>H 1
4-0235. 1 4-CF3 COOEt H CF; 2
4-0236. 1 4-CF; COOEt H CF2H 2
4-0237. 3 1-Me-5-OCHF; H H CFs 0
4-0238. 3 1-Me-5-OCHF> H H CF>H 0
4-0239. 3 1-Me-5-OCHF> H H CF3 1
4-0240. 3 1-Me-5-OCHF> H H CF2H 1
4-0241. 3 1-Me-5-OCHF; H H CFs 2
4-0242. 3 1-Me-5-OCHF> H H CF2H 2
4-0243. 4 1-t-Bu H H CF3 0
4-0244. 4 1-t-Bu H H CF2H 0
4-0245. 4 1-t-Bu H H CF3 1
4-0246. 4 1-t-Bu H H CF>H 1
4-0247. 4 1-+Bu H H CFs3 2
4-0248. 4 1-t-Bu H H CF>H 2
4-0249. 4 1-CHF H H CF3 0
4-0250. 4 1-CHF; H H CF2H 0
4-0251. 4 1-CHF; H H CFs 1
4-0252. 4 1-CHF> H H CF2H 1
4-0253. 4 1-CHF; H H CF3 2
4-0254. 4 1-CHF> H H CF2H 2
4-0255. 4 1-Me-3-CF3-5- H H CF3 0
OCHF;
4-0256. 4 1-Me-3-CF3-5- H H CF2H 0
OCHF
4-0257. 4 1-Me-3-CF3-5- H H CF3 1
OCHF
4-0258. 4 1-Me-3-CF3-5- H H CF2H 1
OCHF;
4-0259. 4 1-Me-3-CF3-5- H H CFs 2
OCHF;
4-0260. 4 1-Me-3-CF3-5- H H CF2H 2
OCHF
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4-0261. 5 |1-Me-3-OCHF H H| GCF |0
4-0262. 5 |1-Me-3-OCHF» H H | CRH |0
4-0263. 5 |1-Me-3-OCHF> H H | GCFs |1
4-0264. 5 |1-Me-3-OCHF H H | CFRH |1
4-0265. 5 |1-Me-3-OCHF; H H | CFs |2
4-0266. 5 |1-Me-3-OCHF» H H | CRH |2
4-0267. 1 3-CF3 CO>Me Me CF3 0
4-0268. ! 3-CF; COzMe Me | CFH |0
4-0269. 1 3-CF; COzMe Me | CFs |1
4-0270. : 3-CF; COsMe Me | CFH | 1
4-0271. ! 3-CF; CO2Me Me | CFs |2
4-0272. : 3-CF; COzMe Me | CFH | 2
4-0273. 1 3-CF; CO,E Me| CFs |0
4-0274. ! 3-CF; CO,Et Me | CFH |0
4-0275. ! 3-CF; CO,Et Me | CFs |1
4-0276. 1 3-CF; CO,E Me | CFH | 1
4-0277. ! 3-CF: CO,Et Me | CFs |2
4-0278. ! 3-CF; CO,Et Me | CFH | 2
4-0279. 1 3-CF; CO-i-Pr Me| CFs |0
4-0280. 1 3-CF; CO-i-Pr Me | CFH |0
4-0281. ! 3-CF; CO-i-Pr Me | CFs |1
4-0282. : 3-CF; COp-i-Pr Me | CFH | 1
4-0283. 1 3-CF; CO-i-Pr Me | CFs |2
4-0284. ! 3-CF: CO-i-Pr Me | CFH |2
4-0285. ! 3-CF; CO-i-Pr Me | CFs |2
4-0286. 1 3-CF; CO,-t-Bu H | CRH |0
4-0287. ! 3-CF; CO,-t-Bu H| CF |0
4-0288. ! 3-CF; CO,-t-Bu H | CFH |1
4-0289. 1 3-CF; CO,-t-Bu H | CFs |1
4-0290. 1 3-CF; CO,-t-Bu H | CRH |2
4-0291. ! 3-CF; CO,-t-Bu H | CFs |2
4-0292. ! 3-CF; CO,-t-Bu Me | CFH |0
4-0293. : 3-CF; CO,-t-Bu Me| CFs |0
4-0294. ! 3-CF; CO,-t-Bu Me | CFH | 1




CA 02780955 2012-05-15

WO 2011/061110 PCT/EP2010/067248
38

No.  |Position V R re | R | g
4-0295. 1 3-CF3 CO,-t-Bu Me CFs 1
4-0296. 1 3-CF3 CO,-t-Bu Me CF>H 2
4-0297. 1 3-CF3 CO,-t-Bu Me CF; 2
4-0298. 1 3-CFs3 CO2-c-Pen Me CF2H 0
4-0299. 1 3-CFs3 CO2-c-Pen Me CFs 0
4-0300. 1 3-CF3 CO2-c-Pen Me CFoH 1
4-0301. 1 3-CF3 CO2-c-Pen Me CF3 1
4-0302. 1 3-CF3 CO2-c-Pen Me CF2H 2
4-0303. 1 3-CF3 CO;2-c-Pen Me CF; 2
4-0304. 1 3-CF3 CO2CH2CF3 Me CF2H 0
4-0305. 1 3-CF3 CO,CH2CF3 Me CFs 0
4-0306. 1 3-CF3 CO2CH2CF3 Me CF>H 1
4-0307. 1 3-CF3 CO2CH2CF3 Me CF; 1
4-0308. 1 3-CFs3 CO>CH>CF3 Me CF>H 2
4-0309. 1 3-CF3 CO2CH2CF3 Me CFs 2
4-0310. 1 3-CF3 CO2(CH2)2OMe Me CF>H 0
4-0311. 1 3-CF3 CO2(CH2)2.0OMe Me CF3 0
4-0312. 1 3-CFs3 CO2(CH2)2OMe Me CF>H 1
4-0313. 1 3-CF3 CO2(CH2)2OMe Me CF; 1
4-0314. 1 3-CF3 CO2(CH2)20OMe Me CF2H 2
4-0315. 1 3-CF3 CO2(CH2),OMe Me CF3 2
4-0316. 1 3-CF3 CO2CH(Me)CHOMe | Me CF2H 0
4-0317. 1 3-CF3 CO2CH(Me)CHOMe | Me CF; 0
4-0318. 1 3-CFs3 CO,CH(Me)CH,OMe | Me CF>H 1
4-0319. 1 3-CFs3 CO2CH(Me)CHOMe | Me CF3 1
4-0320. 1 3-CF3 CO2,CH(Me)CHOMe | Me CF>H 2
4-0321. 1 3-CF3 CO2,CH(Me)CHOMe | Me CF3 2
4-0322. 1 3-CF3 CO2(CH2)20(CH2)2OMe | Me CF>H 0
4-0323. 1 3-CF3 CO2(CH2)20(CH2).OMe | Me CF3 0
4-0324. 1 3-CF3 CO2(CH2)20(CH2).OMe | Me CF>H 1
4-0325. 1 3-CF3 CO2(CH2)2,0(CH2).OMe | Me CFs 1
4-0326. 1 3-CF3 CO2CH(Me)CH2OMe | Me CF>H 2
4-0327. 1 3-CF3 CO2CH(Me)CH2OMe | Me CF; 2
4-0328. 1 3-CF3 CO2(CH2)2,0(CH>)2,OMe | Me CF>H 0
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4-0329. 1 3-CF3 CO2(CH)20(CH>),OMe | Me CF3 0
4-0330. 1 3-CF3 CO2(CH2),0(CH;).OMe | Me | CF.H 1
4-0331. 1 3-CF3 CO2(CH2)>.0(CH2).OMe | Me CF3 1
4-0332. 1 3-CF3 CO2(CH2)20(CH2),O0Me | Me | CF,H | 2
4-0333. 1 3-CF3 CO2(CH2),0(CH2).OMe | Me CF3 2
4-0334. 1 3-CF3 CO2(CH»)2SMe Me | CFxH 0
4-0335. 1 3-CF3 CO2(CH>)>SMe Me CF3 0
4-0336. 1 3-CF3 CO,(CH,).SO,Me Me | CFH |2
4-0337. 1 3-CF3 CO2(CH2)2S0:Me Me CF3 2
4-0338. 1 3-CF3 CO,CH,CONH; Me | CF.H 0
4-0339. 1 3-CF3 CO,CH,CONH; Me CF; 0
4-0340. 1 3-CF3 CO,CH,CONH; Me | CF:H 1
4-0341. 1 3-CF3 CO2CH>CONH;, Me CF3 1
4-0342. 1 3-CF3 CO,CH>CONH; Me | CFH |2
4-0343. 1 3-CF3 CO,CH2CONH; Me CF3 2
4-0344. 1 3-CF3 CO,CH(Me)CONH, | Me | CF.H 0
4-0345. 1 3-CF3 CO.CH(Me)CONH, | Me CF3 0
4-0346. 1 3-CF3 CO,CH(Me)CONH, |Me | CF2H 1
4-0347. 1 3-CF3 CO,CH(Me)CONH, | Me CF; 1
4-0348. 1 3-CF3 CO,CH(Me)CONH, |[Me | CF.H 2
4-0349. 1 3-CF3 CO,CH(CH3;)CONH, | Me CF3 2
4-0350. 1 3-CF3 CO,CH(Me)CN Me | CF.H 0
4-0351. 1 3-CF3 CO,CH(Me)CN Me CF3 0
4-0352. 1 3-CF3 CO,CH(Me)CN Me | CFH 1
4-0353. 1 3-CF3 CO,CH(Me)CN Me CF3 1
4-0354. 1 3-CF3 CO,CH(Me)CN Me CF3 2
4-0355. 1 3-CF3 CO,CH(Me)CN Me | CFH |2
4-0356. 1 3-CF3 CO,CH>CH,CI Me CF3 0
4-0357. 1 3-CF3 CO,CH>CH,CI Me | CF.H 0
4-0358. 1 3-CF3 CO,CH>CH.CI Me CF3 1
4-0359. 1 3-CF3 CO,CH>CH,CI Me | CF.H 1
4-0360. 1 3-CF3 CO,CH>CHCI Me CF3 2
4-0361. 1 3-CF3 CO>CH>CHCI Me | CFH |2
4-0362. 1 3-CF3 CO,C(Me),CO-Et H CF3 0
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4-0363. 1 3-CFs CO.C(Me),COEt | H | CFRH |0
4-0364. 1 3-CFs CO.C(Me).COEt | H | CFs |
4-0365. 1 3-CF3 CO.C(Me),COEt | H | CFH |
4-0366. 1 3-CFs CO.C(Me),COEt | H | CFs |2
4-0367. 1 3-CFs CO.C(Me),COEt | H | CRH |2
4-0368 1 3-CFs CO.C(Me).COEt |[Me| CFs |0
4-0369. 1 3-CFa CO,C(Me),COsEt  [Me | CRH |0
4-0370. 1 3-CFs CO.C(Me),CO:Et  [Me | CFs |
4-0371. 1 3-CFs CO.C(Me).COEt  [Me | CFH |
4-0372. 1 3-CFs CO.C(Me).COEt |[Me| CFs |2
4-0373. 1 3-CFs CO.C(Me),COEt |[Me | CRH |2
4-0374. 1 3-CFs COO-E? Me | CFs |0
4-0375. 1 3-CFs COO-E? Me | CFH |0
4-0376. 1 3-CFs COO-E? Me | CFs | 1
4-0377. 1 3-CFs COO-E? Me | CFH | 1
4-0378. 1 3-CFs COO-E? Me | CFs |2
4-0379. 1 3-CFa COO-E? Me | CFH | 2
4-0380. 1 3-CFs COO-E? Me | CFs |0
4-0381. 1 3-CFs COO-E Me | CFH | 0
4-0382. 1 3-CFs COO-E? Me | CFs | 1
4-0383, 1 3-CFs COO-E? Me | CFH | 1
4-0384. 1 3-CFs COO-E? Me | CFs |2
4-0385. 1 3-CFs COO-E: Me | CRH | 2
4-0386. 1 3-CFa COO-E Me | CFs |0
4-0387. 1 3-CFs COO-EH Me | CEH |0
4-0388. 1 3-CFs COO-E Me | CFs | 1
4-0389. 1 3-CFa COO-E! Me | CFH | 1
4-0390. 1 3-CFs COO-EH Me | CFs |2
4-0391. 1 3-CFs COO-EH Me | CFH | 2
4-0392. 1 3-CFs COOCH,-E' Me | CFs |0
4-0393, 1 3-CFs COOCH,-E Me | CFH |0
4-0394. 1 3-CFs COOCH,-E' Me | CFs | 1
4-0395. 1 3-CFs COOCH,-E' Me | CFH | 1
4-0396. 1 3-CFs COOCH;-E' Me | CFs |2
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4-0397. ! 3-CF, COOCH,-E! Me | CFH | 2
4-0398. 1 3-CF COOCH,-E? Me | CFs |0
4-0399. 1 3-CF COOCH,-E? Me | CFH |0
4-0400. 1 3-CF; COOCH,-E? Me | CFs | 1
4-0401. ! 3-CF; COOCH,-E? Me | CFH | 1
4-0402. 1 3-CF COOCH,-E? Me | CFs |2
4-0403. 1 3-CF; COOCH,-E? Me | CFH |2
4-0404. ! 3-CF; CONH-i-Pr Me | CFs |0
4-0405. 1 3-CF CONH-i-Pr Me | CFH |0
4-0406. 1 3-CF CONH-i-Pr Me | CFs | 1
4-0407. 1 3-CF; CONH-i-Pr Me | CFH | 1
4-0408. : 3-CF; CONH-i-Pr Me | CFs |2
4-0409. 1 3-CF CONH-i-Pr Me | CFH | 2
4-0410. 1 3-CF; Ac H | CFs |0
4-0411. ! 3-CF; Ac H | CFH |0
4-0412. 1 3-CF Ac H | CFs |1
4-0413. ! 3-CF Ac H | CFH |1
4-0414. ! 3-CF; Ac H | CFs |2
4-0415. 1 3-CF, Ac H | CFH |2
4-0416. 1 3-CF Ac Me| CFs |0
4-0417. 1 3-CF; Ac Me | CFH |0
4-0418. 1 3-CF; Ac Me | CFs | 1
4-0419. 1 3-CF3 Ac Me CF>H 1
4-0420. ! 3-CF; Ac Me | CFs |2
4-0421. ! 3-CFs Ac Me | CFH | 2
4-0422. 1 3-CF+4-C COO-t-Bu H| CFa |0
4-0423. ! 3-CF+4-C COO-+-Bu H | CFRH |0
4-0424. 1 3-CF+4-C COO-+-Bu H | CFs |1
4-0425. 1 3-CF+4-C COO-t-Bu H | CFH | 1
4-0426. 1 3-CF+4-C COO-+-Bu H | CFs |2
4-0427. 1 3-CF54-C COO-+-Bu H | CFH |2
4-0428. ! 3-CF+4-C COO-t-Bu Me | CFs |0
4-0429. 1 3-CF+4-C COO-+-Bu Me | CFH |0
4-0430. ! 3-CF24-C COO-+-Bu Me | CFs | 1
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4-0431. ! 3-CF+4-C COO-t-Bu Me | CFH | 1
4-0432. 1 3-CF+4-C COO-t-Bu Me | CFs |2
4-0433. 1 3-CF+4-C COO-+-Bu Me | CFH | 2
4-0434. 1 3-CF54-NO; COO-+-Bu H| CFs |0
4-0435. 1 3-CF+4-NO; COO-t-Bu H | CFH |0
4-0436. 1 3-CF24-NO; COO-+-Bu H | CFs |1
4-0437. ! 3-CF+4-NO, COO-+-Bu H | CFH |1
4-0438. ! 3-CF+4-NO; COO-t-Bu H | GCFs |2
4-0439. 1 3-CF24-NO; COO-+-Bu H | CFH |2
4-0440. ! 3-CF24-NO; COO-+-Bu Me| CFs |0
4-0441. 1 3-CF+4-NO; COO-t-Bu Me | CFH |0
4-0442. 1 3-CF+4-NO; COO-t-Bu Me | CFs | 1
4-0443. 1 3-CF24-NO; COO-+-Bu Me | CFH | 1
4-0444. 1 3-CF+4-NO, COO-+-Bu Me | CFs |2
4-0445. ! 3-CF+4-NO; COO-t-Bu Me | CFH | 2
4-0446. 1 3-CFs5-Me COO-+-Bu H| CFs |0
4-0447. ! 3-CFs-5-Me COO-+-Bu H | CFH |0
4-0448. ! 3-CF55-Me COO-t-Bu H | CFs |1
4-0449. 1 3-CF55-Me COO-+-Bu H | CFH | 1
4-0450. 1 3-CFs5-Me COO-+-Bu H | CFs |2
4-0451. 1 3-CF55-Me COO-+-Bu H | CFH |2
4-0452. 1 3-CFy5-Me COO-t-Bu Me | CFs |0
4-0453. 1 3-CFy5-Me COO-+-Bu Me | CFH |0
4-0454. ! 3-CFs-5-Me COO-+-Bu Me | CFs | 1
4-0455. ! 3-CF55-Me COO-t-Bu Me | CFH | 1
4-0456. 1 3-CFs5-Me COO-+-Bu Me | CFs |2
4-0457. ! 3-CFs5-Me COO-+-Bu Me | CFH |2
4-0458. 1 5-CF COOMe H| CFs |0
4-0459. 1 5-CF COOMe H | CFRH |0
4-0460. 1 5-CF COOMe H | CFs |1
4-0461. ! 5-CF COOMe H | CFH | 1
4-0462. ! 5-CF; COOMe H | CFs |2
4-0463. 1 5-CF COOMe H | CFH |2
4-0464. 1 3-t-Bu COO-t-Bu Me CFs 0
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No.  |Position v R re | R |
4-0465. 1 3-t-Bu COO--Bu Me CF>H 0
4-04660. 1 3-t-Bu COO--Bu Me CF; 1
4-0467 . 1 3-t-Bu COO--Bu Me CF>H 1
4-0468. 1 3-t-Bu COO-t-Bu Me CF3 2
4-0469. 1 3-t-Bu COO-t-Bu Me CF2H 2
4-0470. 4 1-t-Bu-3-CF3-5-Cl H H CF3 0
4-0471. 4 1-t-Bu-3-CF3-5-Cl H H CF,H 0
4-0472. 4 1-t-Bu-3-CF3-5-Cl H H CF3 1
4-0473. 4 1-t-Bu-3-CF3-5-Cl H H CF2H 1
4-0474. 4 1-t-Bu-3-CF3-5-Cl H H CF3 2
4-0475. 4 1-t-Bu-3-CF3-5-Cl H H CF2H 2
4-0476. 4 1-t-Bu-3-CF3-5-Cl Me H CF3 2
4-0477. 4 1-t-Bu-3-CF3-5-Cl Me H CF>H 2
4-0478. 4 1-t-Bu-3-CF3 Me H CF3 2
4-0479. 4 1-t-Bu-3-CF3 Me H CF2H 2
4-0480. 1 3-CF3 COO--Pr H CF3 0
4-0481. 1 3-CF3 COO--Pr H CF2H 0
4-0482. 1 3-CF3 COO--Pr H CF3 1
4-0483. 1 3-CF3 COO-i-Pr H CF2H 1
4-0484. 1 3-CF3 COO--Pr H CF3 2
4-0485. 1 3-CF3 COO-H-Pr H CF,H 2
4-0486. 1 3-CF3 COOH Me CF3 0
4-0487. 1 3-CF3 COOH Me CF>H 0

Analog to the compounds numbered 4-01 to 4-0487 are the compounds numbered 4-1 {0 4-487

wherein the variables have the same meaning except m being 1 instead of O.

Table 5 describes examples with compounds number of the type 5-xxxx as represented in the

following formula:

1 2 O
R R N
S/\/S\R3U
2 M
vy 7N (O),
5—N
1 H-xxxx

Compounds number 5-01 to 5-0973: m =0
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5-01. : 3-CFs H H | CFs | O
5-02. 3-CF; :
[ s [ W [w[en]:
5-04. 3-CFs CFs | 0
v —— YK
s [ e | w [ilel
5-08. 3-CF; CFs | 0
-l 1

5-012. 1 3-CF3 I-Pr H Chk; 1
5-013. 1 3-CF3 I-Pr H CF;

i
5-016. 1 3-CF3 c-Pr H CkH | 2
1

5-021. 3-CF3 s-Bu H CFks

OIN

Q10|00
L AL AL

5-025. 3-CF3 -Bu H 2
5-029. 1 3-CF3 2-Pen H Cks | O

5-033. 3-CF3 3-Pen 1
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5-035. 3-CF3 c-Pen Ck | O
5-030. 3-CF3 c-Pen . 1
5-040. 1 3-CF3 c-Hex H CF | 2
5-044. 1 3-CF3 COOMe H Cks [ O
5-048. 3-CF3 COOEt Cks | 1
5-0562. 3-SCF3 H H Cks | 2
5-057. 1 3-CF3-5-Me H 1
5-058. 1 3-CF3-5-Me H H Cks | 2
5-059. 1 3-CF3-5-Me Me H CFs | O
5-060. 1 3-CF3-5-Me Me H Cks | 1
5-061. 1 3-CF3-5-Me Me H Chs | 2
5-062. 1 3-CF3-5-Me CN H Cks | O
5-063. 1 3-CF3-5-Me CN H Cks | 1
5-064. 1 3-CF3-5-Me CN H Chs | 2
5-065. 1 3-CF3-5-Me COOMe H Cks | O
5-060. 1 3-CF3-5-Me COOMe H Cks | 1
5-067. 1 3-CF3-5-Me COOMe H Ck | 2
5-068. 1 3-CF3-5-Me COOEt H Cks | O
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5-069. 1 3-CF3-5-Me COOEt H Cks | 1
5-070. 1 3-CF3-5-Me COOEt H Cks | 2
5-071. 3 - H H CFs | O
5-072. 3 1-CH.CF3 H H Cks | O
5-073. 3 1-CH2CF3 H H Cks | 1
5-074. 3 1-CH2CF3 H H Ckz | 2
5-075. 3 1-CBrf H H Cks | O
5-076. 3 1-CBrF; H H Cks | 1
5-077. 3 1-CBrf H H Ckz | 2
5-078. 3 1-CHF> H H CFs | O
5-079. 3 1-CHF> H H Cks | 1
5-080. 3 1-CHF> H H Chz | 2
5-031. 3 1-CH2-c-Pr H H Cks | O
5-082. 3 1-CHo-c-Pr H H Cks | 1
5-083. 3 1-CH>-c-Pr H H Cks | 2
5-084. 3 1-CF2CHF> H H Cks | O
5-085. 3 1-CF2CHF; H H Cky | 1
5-086. 3 1-CFCHF; H H Cks | 2
5-087. 3 1-CF=CF> H H CFs | O
5-088. 3 1-CF=CF> H H Ckz | 1
5-089. 3 1-CF=CF; H H Cks | 2
5-090. 5 1-CBrf H H Cks | O
5-091. 5 1-CBrF H H Ckz | 1
5-092. 5 1-CBrf; H H Cks | 2
5-093. 1 3-CF3 CH>OH H Ckz | O
5-094. 1 3-CF3 CH20H H Ckz | 1
5-095. 1 3-CF3 CH20H H Cks | 2
5-096. 1 3-CF3 CH>OH Me | CFs | O
5-097. 1 3-CF3 CH>OH Me | Ck | 1
5-098. 1 3-CF3 CH20H Me | CFs3 | 2
5-099. 1 3-CF3 CH>OMe Me | CFs | O
5-0100. 1 3-CF3 CH>OMe Me | Cks | 1
5-0101. 1 3-CF3 CH>OMe Me | CFs | 2
5-0102. 1 3-CF3 CH20AC Me | CFs | O
5-0103. 1 3-CF3 CH2OAC Me | Cks3 | 1




CA 02780955 2012-05-15

WO 2011/061110 PCT/EP2010/067248
47

No. position V R RZ R N
5-0104. 1 3-CF3 CH20AC Me | Ck | 2
5-0105. 1 3-CF3 CH>-OCO-t-Bu Me | CF | O
5-0106. 1 3-CF3; CH>OCO-t-Bu Me | CFRs | 1
5-0107. 1 3-CF3 CH>OCO-t-Bu Me | Ck | 2
5-0108. 1 3-CF3 CH,OCONMe; Me | CFR | O
5-0109. 1 3-CF3 CH>,OCONMe; Me | CR | 1
5-0110. 1 3-CF3 CH,OCONMe; Me | Ck | 2
5-0111. 1 3-CF; CH(Me)OH Me | CF | O
5-0112. 1 3-CF3 CH(Me)OH Me | CFz | 2
5-0113. 1 3-CF3 CH(Me)OMe Me | CFs | O
5-0114. 1 3-CF3 CH(Me)OMe Me | CFs3 | 2
5-01135. 1 3-CF3 CH(OH)-t-Bu Me | Ck | O
5-0116. 1 3-CF3 COOH Me | CF | O
5-0117. 1 3-CF3; COOMe Me | CF | O
5-0118. 1 3-CF3 COOMe Me | Ckz | 1
5-0119. 1 3-CF3 COOMe Me | CFs | 2
5-0120. 1 3-CF; COOEt Me | CF | O
5-0121. 1 3-CF3 COOEt Me | Cks | 1
5-0122. 1 3-CF3 COOEt Me | CFs | 2
5-0123. 1 3-CF3 COO-i-Pr H Cks | O
5-0124. 1 3-CF3 COO-I-Pr H Cks | 1
5-0125. 1 3-CF; COO-i-Pr H Cks | 2
5-0126. 1 3-CF3 COO-i-Pr Me | CR | O
5-0127. 1 3-CF3 COO-I-Pr Me | CRs | 1
5-0128. 1 3-CF; COO-i-Pr Me | CFR | 2
5-0129. 1 3-CF3 COO-t-Bu H Cks | O
5-0130. 1 3-CF3 COO-t-Bu H Cks | 1
5-0131. 1 3-CF3; COO-t-Bu H Cks | 2
5-0132. 1 3-CF3 COO-t-Bu Me | Ck | O
5-0133. 1 3-CF3 COO-t-Bu Me | CFs | 1
5-0134. 1 3-CF3 COO-t-Bu Me | CFs | 2
5-0135. 1 3-CF3 COO-i-Bu Me | CFR | O
5-0136. 1 3-CF3 COO-i-Bu Me | CFs | 1
5-0137. 1 3-CF3 COO-i-Bu Me | CR | 2
5-0138. 1 3-CF3 COO-s-Bu Me | Ck | O
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5-0139. 1 3-Ck3 COO-s-Bu Me | Cksz | 1
5-0140. 1 3-CF3 COO-s-Bu Me | CFs3 | 2
5-0141. 1 3-CF3 COO-c-Pen Me | CF | O
5-0142. 1 3-CF3 COO-c-Pen Me | Cks | 1
5-0143. 1 3-CF3 COO-c-Pen Me | CFs3 | 2
5-0144. 1 3-CF3 COOCH--t-Bu Me | CF | O
5-0145. 1 3-CF3 COOCH,-t-Bu Me | CFs | 1
5-0146. 1 3-CF3 COOCH-:-t-Bu Me | CF | 2
5-0147. 1 3-CF3 COOCH:2-c-Pr Me | CR | O
5-0148. 1 3-CF3 COOCH;-c-Pr Me | CFs | 1
5-0149. 1 3-CF3 COOCH:-c-Pr Me | CR3 | 2
5-0150. 1 3-CF3 COOCH2CF3 Me | CR | O
5-0151. 1 3-CF3 COOCHCF3 Me | CFs | 1
5-0152. 1 3-CF3 COOCH.CF3 Me | CF3 | 2
5-0153. 1 3-CF3 CO.CH.C= CH Me | Ckz | O
5-0154. 1 3-CF3 CO.CHC= CH Me | CFs | 1
5-0155. 1 3-CF3 CO.CH.C= CH Me | CFs | 2
5-0156. 1 3-CFs CO,CHCH=CH, | Me | CFs | !
5-0157. 1 3-CF3 COCHXLCH=CH> Me | CFs | 1
5-0158. 1 3-CF3 COCHALCH=Ch; Me | CF3 | 2
5-0159. 1 3-CF3 CO.CHCHOMe Me | CFz | O
5-0160. 1 3-CF3 COCHXLHOMe Me | CFs | 1
5-0161. 1 3-CF3 COCHLHOMe Me | CFRs | 2
5-0162. 1 3-CF3 CO.CHALHSMe Me | CFsz | O
5-0163. 1 3-CF3 COCHLCHSOMe | Me | CFs | O
5-0164. 1 3-CF3 COLCHLHSOMe | Me | CRs | 1
5-0165. 1 3-CF3 COCHLCHSOMe | Me | CRs | 2
5-0166. 1 3-CF3 CO.CHCONH; Me | CFs | O
5-0167. 1 3-CF3 CO,CHCONH; Me | CFz | 1
5-0168. 1 3-CFs CO.CHCONH; Me | CFs | 2
5-0169. 1 3-CF3 CO.CHMe)C=CH | Me | CF | O
5-0170. 1 3-CF3 CO.CHMe)C=CH | Me | CF; | 1
5-0171. 1 3-CF3 CO.CHMe)C=CH | Me | CF3 | 2
5-0172. 1 3-CF3 CO,CH(Me)CN Me | CFs | O
5-0173. 1 3-CF3 CO,CH(Me)CN Me | CFs3 | 1
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5-0174. 1 3-ChF3 CO,CH(Me)CN Me | CR3 | 2
5-0175. 1 3-CF3 COCH(Me)CONH2 | Me | CFs | O
5-0176. 1 3-CF3 COCHMe)CONH, | Me | CRs | 1
5-0177. 1 3-CF3 COCH(Me)CONH, | Me | CF; | 2
5-0178. 1 3-CF3 CO.C(Me),COOEL H Cks | O
5-0179. 1 3-CF3 CO.C(Me),COOEt H | CF | 1
5-0180. 1 3-CF3 CO.C(Me)LOOEL H | CF | 2
5-0181. 1 3-CF3 COC(Me)COOEt | Me | CFs | O
5-0182. 1 3-CF3 COC(Me)COOEt | Me | CFs | 1
5-0183. 1 3-CF3 COC(Me),COOEt | Me | CFs | 2
5-0184. 1 3-CF3 COOCHE' Me | CFR | O
5-0185. 1 3-Ch3 COOCHE' Me | CkR | 1
5-0186. 1 3-CF3 COOCHE! Me | CFs | 2
5-0187. 1 3-CF3 COO-E2 Me | CFs | O
5-0188. 1 3-ChF3 COO-E? Me | Cks | 1
5-0189. 1 3-CF3 COO-E2 Me | CFs | 2
5-0190. 1 3-CF3 COO-E Me | CF | O
5-0191. 1 3-CF3 COO-E Me | Ckz | 1
5-0192. 1 3-CF3 COO-E3 Me | CF3 | 2
5-0193. 1 3-CF3 COO-E4 Me | Ck | O
5-0194. 1 3-CF3 COO-E4 Me | CF | 1
5-0195. 1 3-CF3 COO-E* Me | CF3 | 2
5-0196. 1 3-CF3 COOCH2Ph Me | CF | O
5-0197. 1 3-CF3 COOCH:2Ph Me | CF | 1
5-0198. 1 3-CF3 COOCH2Ph Me | CF3 | 2
5-0199. 1 3-CF3 COLH(Me)-E® | Me | CFs | O
5-0200. 1 3-CF3 COLCH(Me)-E® | Me | CFs; | 1
5-0201. 1 3-CF3 COLCH(Me)-E® | Me | CF; | 2
5-0202. 1 3-CF3 COO-E’ Me | CF | O
5-0203. 1 3-CF> COO-E’ Me | CFs | 1
5-0204. 1 3-CF3 COO-E’ Me | CF3 | 2
5-0205. 1 3-CF3 COS-i-Pr Me | CF | O
5-0206. 1 3-CF3 COS-i-Pr Me | CF | 1
5-0207. 1 3-CF3 COS-i-Pr Me | CF3 | 2
5-0208. 1 3-CF3 COS-t-Bu Me | CFs | O
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5-0209. 1 3-CF3 COS-t-Bu Me | CF | 1
5-0210. 1 3-CF3 COS-t-Bu Me | CFs | 2
5-0211. 1 3-CF3 COS-c-Hex Me | CF | O
5-0212. 1 3-CF3 COS-c-Hex Me | Cks3 | 1
5-0213. 1 3-CF3 COS-c-Hex Me | CF3 | 2
5-0214. 1 3-CF3 CONHMe Me | CF | 2
5-0215. 1 3-CF3 CONH-i-Pr Me | CFs | 2
5-0216. 1 3-CF3 CONHCONH: Me | CF | O
5-0217. 1 3-CF3 CONHCONH> Me | CFs | 1
5-0218. 1 3-CF3 CONHCONH; Me | CFs | 2
5-0219. 1 3-CF3 CONHCONHMe |Me | CF3 | O
5-0220. 1 3-CF3 CON(Me)CONH2 | Me | CF3 | O
5-0221. 1 3-CF3 CON(Me)CONH2 | Me | CF3 | 2
5-0222. 1 3-CF3 CON(Me)CONHMe| Me | CF;3 | O
5-0223. 1 3-CF3 CON(Me)CONHMe | Me | CF | 2
5-0224. 1 3-CF3 CN H Cks | O
5-0225. 1 3-CF3 CN Me | CF | O
5-0226. 1 3-CF3 CN Me | CF3 | 1
5-0227. 1 3-CF3 CN Me | CFs | 2
5-0228. 1 3-CF3 CHO Me | CFs | O
5-0229. 1 3-CF3 Ac H Cks | O
5-0230. 1 3-CF3 AcC Me | CFH | O
5-0231. 1 3-CF3 Ac Me | Ck | 1
5-0232. 1 3-CF3 Ac Me | CF3 | 2
5-0233. 1 3-CF3 CO-i-Pr Me | CFs | O
5-0234. 1 3-CF3 CO-t-Bu Me | CF | O
5-0235. 1 3-CF3 CO-t-Bu Me | CFs | 1
5-0236. 1 3-CF3 CO-t-Bu Me | CFs | 2
5-0237. 1 3-CF3 CH=N-OH Me | CFz | O
5-0238. 1 3-CF3 CH=N-OH Me | CFs | 1
5-0239. 1 3-CF3 CH=N-OH Me | CFs | 2
5-0240. 1 3-CF3 CH=N-OMe Me | CF | O
5-0241. 1 3-CF: CH=N-OMe Me | CFs | !
5-0242. 1 3-CF3 CH=N-OMe Me | CFs | 2
5-0243. 1 3-CF3 C(Me)=N-OH Me | CF | O
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5-0244. 1 3-CF3 C(Me)=N-OH Me | Ck3 | 1
5-0245. 1 3-CF3 C(Me)=N-OH Me | CFs | 2
5-0246. 1 3-CF3 C(Me)=N-OMe H Cks | O
5-0247. 1 3-CF3 C(Me)=N-OMe H Cks | 1
5-0248. 1 3-CF3 C(Me)=N-OMe H Cks | 2
5-0249. 1 3-CF3 C(Me)=N-i-Pr Me | CFs | O
5-0250. 1 3-CF3-5-Me COO-t-Bu H Cks | O
5-0251. 1 3-CF3-5-Me COO-t-Bu H Cks | 1
5-0252. 1 3-CF3-5-Me COO-t-Bu H Cks | 2
5-0253. 1 3-CF3-5-Me COO-t-Bu Me | CFs | O
5-0254. 1 3-CF3-5-Me COO-t-Bu Me | CFs3 | 1
5-0255. 1 3-CF3-5-Me COO-t-Bu Me | CF | 2
5-0256. 1 3-CF3-5-CF3 COO-t-Bu H CFs | O
5-0257. 1 3-CF3-5-CF3 COO-t-Bu H Cks | 1
5-0258. 1 3-CF3-5-CF3 COO-t-Bu H Cks | 2
5-0259. 1 3-CF3-5-CF3 COO-t-Bu Me | CFs | O
5-0260. 1 3-CF3-5-CF3 COO-t-Bu Me | CFs3 | 1
5-0261. 1 3-CF3-5-CF3 COO-t-Bu Me | CF | 2
5-0262. 1 3-CF3-5-NH> COO-t-Bu H Cks | O
5-0263. 1 3-CF3-5-NH> COO-t-Bu H Ckz | 2
5-0264. 1 3-CF3-5-NH> COO-t-Bu Me | CF | O
5-0265. 1 3-CF3-5-NH> COO-t-Bu Me | CFs | 2
5-0266. 1 3-CF3-5-NMe> COO-t-Bu Me | CFs | O
5-0267. 1 3-CF3-5-NMe> COO-t-Bu Me | CF | 2
5-0268. 1 3-CF3-5-NHAC COO-t-Bu Me | CFs | O
5-0269. 1 3-CF3-5-NHAC COO-t-Bu Me | CF3 | 2
5-0270. 1 3-CF3-5-SMe COOEt H Cks | O
5-0271. 1 3-CF3-5-SMe COOEt H Cks | 1
5-0272. 1 3-CF3z-5-SMe COOEt Me | CFs | O
5-0273. 1 3-CF3-5-SMe COOEt Me | CFs | 1
5-0274. 1 3-CF3-5-SO:Me COOEt Me | CFs | 2
5-0275. 1 3-CF3-5-SMe COO-I-Pr Me | CFz | O
5-0276. 1 3-CF3-5-SO2Me COO-i-Pr Me | CFs | 2
5-0277. 1 3-CF3-5-SMe COO-t-Bu H Ckz | O
5-0278. 1 3-CF3-5-SO2Me COO-t-Bu H Cks | 2
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5-0279. 1 3-CF3z-5-5Me COO-i-Bu Me | CFR | O
5-0280. 1 3-CF3-5-SO2Me COO-i-Bu Me | CFs | 2
5-0281. 1 3-CF3-5-SMe COO-s-Bu Me | CF3 | O
5-0282. 1 3-CF3-5-50O,Me COO-s-Bu Me | Ck3 | 2
5-0283. 1 3-CF3-5-SMe CO,CHCHOMe H Cks | O
5-0284. 1 3-CF3-5-SMe COCHCHOMe | Me | CRs | O
5-0285. 1 3-CF3-5-SO2Me COCHCHOMe | Me | CF3 | 2
5-0286. 1 3-CF3-5-SMe CO.CH2CONH?> H Cks | O
5-0287. 1 3-CF3-5-SMe CO2.CHCONH?> Me | CFR | O
5-0288. 1 3-CF3-5-5S0O2Me CO.CH2CONH;> Me | CFs | 2
5-0289. 1 3-CF3-5-S0O:Me Me H Cks | 2
5-0290. 1 3-CF3-5-SMe Ac H Crz | O
5-0291. 1 3-CF3-5-SMe Ac Me | CFs | O
5-0292. 1 3-CF3-5-SO2Me Ac Me | CF | 2
5-0293. 1 3-CF3-5-SEt COO-t-Bu H Cks | O
5-0294. 1 3-CF3-56-SEt COO-t-Bu Me | CF | O
5-0295. 1 3-CF3-5-SOoEt COO-t-Bu Me | CFR | 2
5-0296. 1 3-CF3-5-5-Pr COOEt H Cks | O
5-0297. 1 3-CF3-5-S-Pr COOEt Me | CF | O
5-0298. 1 3-CF3-5-502-Pr COOEt Me | Ck3 | 2
5-0299. 1 3-CF3-5-50,-Pr Me H Cks | 2
5-0300. 1 3-CF3-5-S-I-Pr COOKEt H Cks | O
5-0301. 1 3-CF3-5-S-I-Pr COOKEt Me | CR | O
5-0302. 1 3-CF35-5S0,--Pr COOEt Me | Ck3 | 2
5-0303. 1 3-CF3-5-SO.-I-Pr Me H Cks | 2
5-0304. 1 3-CF3-5-5-Bu COOMe H Cks | O
5-0305. 1 3-CF3-5-5S-Bu COOMe Me | CFs | O
5-0306. 1 3-CF3-5-SO,-Bu COOMe Me | CF3 | 2
5-0307. 1 3-CF3-5-S-1-Bu COOMe H CFs | O
5-0308. 1 3-CF3-5-S-1-BuU COOMe Me | CFs | O
5-0309. 1 3-CF3-5-50,--Bu COOMe Me | CFs | 2
5-0310. 1 3-CF3-5-5-s-Bu COOMe H Cks | O
5-0311. 1 3-CF3-5-5-s-BuU COOMe Me | CFz | O
5-0312. 1 3-CF3-5-S02-s-Bu COOMe Me | CF3 | 2
5-0313. 1 3-CF3-5-S-c-Pen COOMe H Crs | O
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9-0314. 1 3-CF35-5-c-Pen COOMe Me | Cks | O
5-0315. 1 3-CF3-5-S0O.-c-Pen COOMe Me | CF3 | 2
5-0316. 1 3-CF3-5-SCH>-c-Pr COOMe H | CF [ O
5-0317. 1 3-CF3-5-SCHx>-c-Pr COOMe Me | CFs | O
5-0318. 1 3-CF3-5-SOCHxc-Pr COOMe Me | Ck3 | 2
5-0319. 1 3-CF3-5-SCH2CF3 COOEt H | CF [ O
5-0320. 1 3-CF3-5-SCH2CF3 COOEt Me | CFs | O
5-0321. 1 3-CF3-5-SCH2CF3 COOEt Me | CF3 | 1
5-0322. 1 3-CF3-5-SOCH2CF3 COOEt Me | CF3 | 2
5-0323. 1 3-CF3-5-S(CH>).CF3 COOMe Me | CF3 | O
5-0324. 1 3-CF3-5-S0,(CH>)2CF3 COOMe Me | CFs | 2
5-0325. 1 3-CF3-5-S(CH2),OMe COOEt H | CF [0
5-0326. 1 3-CF3-5- COOEt H | CF | 2
SO2(CH2)20OMe
5-0327. 1 3-CF3-5-S(CH2)2OMe COOEt Me | CFs | O
5-0328. 1 3-CF3-5- COOEt Me | CF3 | 2
SO2(CH2)2OMe
5-0329. 1 3-CF3-5-S(CH2)2OFEt COOMe H | CF [ O
5-0330. 1 3-CF3-5-S(CH2)-OFEt COOMe Me | CFs | O
5-0331. 1 3-CF3-5-S0,(CH2),0Et COOMe Me | CF3 | 2
5-0332. 1 3-CF3-5- COOEt H Cks | O
S(CH2)20(CH2)20Me
5-0333. 1 3-CF3-5- COOEt Me | CFR | O
S(CH2)20(CH2)20Me
5-0334. 1 3-CF3-5- COOEt Me | CFs | 2
SO2(CH2)20(CH2).OMe
5-0335. 1 3-CF3-5-SCH»,-E’ COOEt H Cks | O
5-0336. 1 3-CF3-5-SCH»,-E’ COOEt Me | CFs | O
5-0337. 1 3-CF2-5-SO2CH2-E1 COOEt Me | CRs | 2
5-0338. 1 3-CF3-5-SCH2Ph COOEt H Cks | O
5-0339. 1 3-CF3-5-SO2,CH2Ph COOEt H Chs | 2
5-0340. 1 3-CF2-5-SCH2Ph COOEt Me | CFs | O
5-0341. 1 3-CF2-5-SO>,CH2Ph COOEt Me | Ck3 | 2
5-0342. 1 3-CF3-5-F COOMe H Cks | O
5-0343. 1 3-CF3-5-F COOMe H Cks | 2
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5-0344. 1 3-CF3-5-F COOMe Me | Ckz | O
5-0345. 1 3-CF3-5-F COOMe Me | CFs | 2
5-0346. 1 3-CF3-5-Cl COOMe H Cks | O
5-0347. 1 3-CF3-5-Cl COOMe H Chs | 2
5-0348. 1 3-CF3-5-Cl COOMe Me| Cks | O
5-0349. 1 3-CF3-5-Cl COOMe Me | CFs | 2
5-0350. 1 3-CF3-5-Br COOMe H Cks | O
5-0351. 1 3-CF3-5-Br COOMe H Cks | 2
5-0352. 1 3-CF3-5-Br COOMe Me| CFs | O
5-0353. 1 3-CF3-5-Br COOMe Me | CF3 | 2
5-0354. 1 3-CF3-5-COOEt COO-t-Bu H Ck | O
5-0355. 1 3-CF3-5-COOEt COO-t-Bu Me | CFz | O
5-0356. 1 3-CF3-5-COOEt COO-t-Bu Me | CF3 | 2
5-0357. 1 3-CF3-5-CN COO-t-Bu H Cks | O
5-0358. 1 3-CF3-5-CN COO-t-Bu Me | Cks | O
5-0359. 1 3-CF3-5-CN COO-t-Bu Me | CF3 | 2
5-0360. 1 3-t-Bu Me H Ckz | O
5-0361. 1 3-t-Bu Me H Ck | 1
5-0362. 1 3-t-Bu Me H Cks | 2
5-0363. 1 3-t-Bu COOH Me| CFs | O
5-0364. 1 3-t-Bu COOMe H Ck | O
5-0365. 1 3-t-Bu COOMe Me| Cks | O
5-0360. 1 3-t-Bu COOMe Me | CF;3 | 2
5-0367. 1 3-t-Bu COOEt Me | CF | O
5-0368. 1 3-t-Bu COOEt Me | Ckz | 2
5-0369. 1 3-t-Bu COO-i-Pr Me | CFs | O
5-0370. 1 3-t-Bu COO-i-Pr Me | CF3 | 2
5-0371. 1 3-t-Bu COOCH.CH:OMe [ Me | CR | O
5-0372. 1 3-t-Bu COOCHCHOMe | Me | CFs | 2
5-0373. 1 3-t-Bu COOCH2CONH: Me | CFs | O
5-0374. 1 3-t-Bu COOCH2CONHR> Me | Cks3 | 2
5-03795. 1 3-t-Bu COO-t-Bu H Cks | O
5-0376. 1 3-t-Bu COO-t-Bu H Cks | 1
5-0377. 1 3-t-Bu COO-t-Bu H Cks | 2
5-0378. 1 3-t-Bu COO-t-Bu Me | Cks | O
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5-0379. 1 3-t-Bu COO-t-Bu Me | CF3 | 1
5-0380. 1 3-t-Bu COO-t-Bu Me | CFs3 | 2
5-0381. 1 3-t-Bu-5-SMe COO-t-Bu Me | CF3 | O
5-0382. 1 3-t-Bu-5-50-Me COO-t-Bu Me | Ckz | 2
5-0383. 1 3-t-Bu-5-F COOEt H Cks | O
5-0384. 1 3-t-Bu-5-F COOEt H Cks | 2
5-0385. 1 3-t-Bu-5-F COOEt Me | CF3 | O
5-0386. 1 3-t-Bu-5-F COOEt Me | CFs3 | 2
5-0387. 1 3-t-Bu-5-Cl COOEt H Cks | O
5-0388. 1 3-t-Bu-5-Cl COOEt H Cks | 2
5-0389. 1 3-t-Bu-5-Cl COOCEt Me | CFs | O
5-0390. 1 3-t-Bu-5-Cl COOEt Me | CFs3 | 2
5-0391. 1 3-t-Bu-5-Br COOEt H Cks | O
5-0392. 1 3-t-Bu-5-Br COOEt H Cks | 2
5-0393. 1 3-t-Bu-5-Br COOEt Me | CFs3 | O
5-0394. 1 3-t-Bu-5-Br COOEt Me | CFs3 | 2
5-0395. 1 3-c-Pr COO-t-Bu H Crz | O
5-0396. 1 3-c-Pr COO-t-Bu H Ck | 1
5-0397. 1 3-C-Pr COO-t-Bu H Cks | 2
5-0398. 1 3-C-Pr COO-t-Bu Me | CFs | O
5-0399. 1 3-C-Pr COO-t-Bu Me | CFs | 1
5-0400. 1 3-C-Pr COO-t-Bu Me | Cks | 2
5-0401. 1 5-Cc-Pr COO-t-Bu Me | CF3 | 2
5-0402. 1 3-CHF> COOEt H Cks | O
5-0403. 1 3-CHF> COOEt H Ck | 1
5-0404. 1 3-CHF> COOEt H Cks | 2
5-0405. 1 3-CHF> COOEt Me | CFs | O
5-0406. 1 3-CHF> COOCEH Me | CF3 | 1
5-0407. 1 3-CHF> COOEt Me | CF3 | 2
5-0408. 1 3-CFCF3 COO-t-Bu H Cks | O
5-0409. 1 3-CFCF3 COO-t-Bu H Ckz | 1
5-0410. 1 3-CFCF3 COO-t-Bu H Chs | 2
5-0411. 1 3-CFCF3 COO-t-Bu Me | CF3 | O
5-0412. 1 S-CF2CF3 COO-t-Bu Me | CFRs | 1
5-0413. 1 3-CF>CF3 COO-t-Bu Me | Cks | 2
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5-0414. 1 3-CF>CF3 Me H Ck | O
5-0415. 1 S-CF2CF3 Me H Cks | 1
5-0416. 1 3-CF2CF3 Me H Cks | 2
5-0417. 1 3-CH(CF3)2 COO-t-Bu H Ckz | O
5-0418. 1 3-CH(CF3)2 COO-t-Bu H Cks | 1
5-0419. 1 3-CH(CF3)2 COO-t-Bu H Cks | 2
5-0420. 1 3-CH(CF3)2 COO-t-Bu Me | CFs | O
5-0421. 1 3-CH(CF3)> COO-t-Bu Me | CFR | 1
5-0422. 1 3-CH(CF3)2 COO-t-Bu Me | CFs | 2
5-0423. 1 3-CH(CF3). Me H Cks | O
5-0424. 1 3-CH(CF3)2 Me H Ck | 1
5-0425. 1 3-CH(CF3)> Me H Chs | 2
5-0426. 1 - COO-t-Bu H Cks | O
5-0427. 1 - COO-t-Bu H Ckz | 1
5-0428. 1 - COO-t-Bu H Cks | 2
5-0429. 1 - COO-t-Bu Me | CFs | O
5-0430. 1 - COO-t-Bu Me | CF | 1
5-0431. 1 - COO-t-Bu Me | Cks3 | 2
5-0432. 1 3-NO> COO-t-Bu Me | CFs | O
5-0433. 1 3-NO> COO-t-Bu Me | CF | 1
5-0434. 1 3-NO> COO-t-Bu Me | Cks | 2
5-0435. 1 3-NHAC COO-t-Bu Me | Ck3 | O
5-0436. 1 3-NHAC COO-t-Bu Me | CFs | 1
5-0437. 1 3-NHAC COO-t-Bu Me | CF3 | 2
5-0438. 1 3-SCF3 COO-t-Bu H Ck | O
5-0439. 1 3-SCF3 COO-t-Bu Me | CFs | O
5-0440. 1 3-SOCF3 COO-t-Bu Me | CFs | 2
5-0441. 1 3-SMe COO-t-Bu H Ck | O
5-0442. 1 3-SMe COO-t-Bu Me | CF;3 | O
5-0443. 1 3-SO2Me Me H Cks | 2
5-0444. 1 3,9-(SMe): COO-t-Bu H Ckz | O
5-0445. 1 3,9-(S0O2Me); COO-t-Bu H Chs | 2
5-0446. 1 3,5-(SMe) COO-t-Bu Me | CFs | O
5-0447. 1 3,9-(S0O2Me)> COO-t-Bu Me | CFs | 2
5-0448. 1 3-SMe-5-CF» COOEt H Ck | O




CA 02780955 2012-05-15

WO 2011/061110 PCT/EP2010/067248
57

No. position V R RZ R N
5-0449. 1 3-SMe-5-CF3 COOEt Me | CF | O
5-0450. 1 3-SO2Me-5-CF3 COOEt Me | CFs3 | 2
5-0451. 1 3-SO2Me-5-CF3 Me H Cks | 2
5-0452. 1 3-SEt-5-CF3 COO-t-Bu Me | CR | O
5-0453. 1 3-SOE5-CF; COO-+t-Bu Me | Ckz | 2
5-0454. 1 3-SOE5-CF; Me H Cks | 2
5-0455. 1 3-S-Pr5-CF3 COO+-Bu Me | CFs | O
5-0456. 1 3-SOPr-5-CF3 COO-t-Bu Me | Ckz | 2
5-0457. 1 3-SOPr-5-CF3 Me H Cks | 2
5-0458. 1 3-SOACH2)LF3-5-CF3 COOMe Me | CFs | 2
5-0459. 1 3-S0ACH2)LF3-5-CF3 Me H Cks | 2
5-0460. 1 3-COOEt-5-CF; COO-t-Bu H Cks | O
5-0461. 1 3-COOEt5-CF3 COO+-Bu H Cks | 2
5-0462. 1 3-COOEt-5-CF3 COO+-Bu Me | CFs | O
5-0463. 1 3-COOEt-5-CF3 COO+t-Bu Me | Ckz | 2
5-0464. 3 1-Me-5-CF3 H H Cks | O
5-0465. 3 1-Me-5-CF3 H H Cks | 1
5-0466. 3 1-Me-5-CF3 H H Cks | 2
5-0467. 3 1-Me-5-CF3 Me H Cks | O
5-0468. 3 1-Me-5-CF3 Me H Cks | 1
5-0469. 3 1-Me-5-CF3 Me H CFs | 2
5-0470. 5 1-Me-3-CF3 H H Cks | O
5-0471. 5 1-Me-3-CF3 H H Cks | 1
5-0472. 5 1-Me-3-CF3 H H Cks | 2
5-0473. 5 1-Me-3-CF3 Me H Cks | O
5-0474. 5 1-Me-3-CF3 Me H Cks | 1
5-0475. 5 1-Me-3-CF3 Me H Cks | 2
5-0476. 5 1-Me-3-CF3 Me Me | Ckz | 2
5-0477. 1 3-CF3-5-COOEt COO-t-Bu H Cks | 2
5-0478. 1 3-CF+5-SCHCH=CH> COOMe H Cks | O
5-0479. 1 3-CF+5-SCH>CH=CH> COOMe Me | CF | O
5-0480. 1 3-CF35- COOMe Me | Ckz | 2

SO,CH,CH=CH>

5-0481. 1 3-CF35-SCH>,CH=CHCI COOMe H Cks | O
5-0482. 1 3-CF35-SCHCH=CHCI COOMe Me | CFz | O
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5-0483. 1 3-CF35- COOMe Me | Cks | 2
SOLCHCH=CHCI

5-0484. 1 3-CF3-6-SCH.CH= CH COOMe H CFz | O

5-0485. 1 3-CFz5-SCH.CH= CH COOMe Me | Cks | O

5-0486. 1 3-CF35- COOMe Me | CF3 | 2
SOLHCH= CH

In analogy to the above table, further examples are the compounds numbered 5-0487 to 5-0973
wherein R3V is CF2H and all remain variables have the same meaning as represented in each
line of table 5.

Analog to the compounds numbered 5-01 to 5-0973 are the compounds numbered 5-1 to 5-973

wherein the variables have the same meaning except m being 1 instead of 0.

Table 6 describes examples with compounds number of the type 6-xxxx as represented in the

following formula:

3
e (C'S'»
2
V_s&s n

1 D-XXXX

Compounds number 6-01 to 6-0267: m =0

No. Position V R R? R3Y N
6-01. 2 4-CF3 H H CF3 0
6-02. 2 4-CF3 H H CF3 1
6-03. 2 4-CF; H H CF3 2
6-04. 2 4-CF3 Me H CF3 0
6-05. 2 4-CF3 Me H CF3 1
6-06. 2 4-CF; Me H CF; 2
6-07. 2 4-CF; Me F CF3 2
6-08. 2 4-CF3 Me Cl CF3 2
6-09. 2 4-CF3 Me CH2CHCI CF3 2
6-010. 2 4-CF; Me CH-OMe CF3; 2
6-011. 2 4-CF3 Me CH2CH>OMe CF3 2
6-012. 2 4-CF3 Me CH>OH CF3 2
6-013. 2 4-CF; Me CHoF CF3 2
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6-014. 2 4-CF3 Me CH.CI CF; 2
6-015. 2 4-CF; Me CHoNMe; CF3 2
6-016. 2 4-CF3 Me CH>SMe CFs 2
6-017. 2 4-CF3 Me CH>SOMe Cks 2
6-018. 2 4-CF3 Me CHSO-Me CFs 2
6-019. 2 4-CF; COOMe H CF3 2
0-020. 2 4-CF3 COOEt H CF3 2
0-021. 2 4-CF3 CN H CF3 2
0-022. 2 4-CF3-5-COoEt H H CFs 0
6-023. 2 4-CF3-5-CONH> H H CF3 0
0-024. 2 4-CFz-5-CSNH> H H CF; 0
6-025. 2 4-CFz-5-CN H H CF3 0
0-020. 2 4-CF3-5-CN H H CF3 1
o0-027. 2 4-CF3x-5-CN H H CF3 2
0-028. 2 4-CFs-5-CN Me H CFs 0
6-029. 2 4-CF3-5-CN Me H Cks 1
6-030. 2 4-CFs-5-CN Me H CF3 2
6-031. 2 4-CF3-5-Cl H H CF3 0
6-032. 2 4-CF3-5-Cl H H CFs 1
0-033. 2 4-CF3-5-Cl H H CF3 2
0-034. 2 4-CF3-5-Cl Me H CF3 0
6-035. 2 4-CF3-5-Cl Me H CFs 1
6-030. 2 4-CF3-5-Cl Me H CFk3 2
6-037. 2 4-COOMe Me H CFs 0
6-038. 2 4-COOH Me H CF3 0
6-039. 2 4-CONHMe Me H Ck3 0
6-040. 2 4-CON(Me); Me H CF3 0
6-041. 2 4-?&-@ Me H CF3 0
6-042. | 4 2-CF; H H cH o
6-043. 4 2-CF3 H H CF3 1
0-044. 4 2-CF3 H H CF3 2
6-045. 5 2-CF; H H CF3 0
6-046. 5 2-CF3 H H CFs 1
6-047. 5 2-CF3 H H CFs 2
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6-0438. 5 2-CF3 Me H CF3 2
6-040. 5 2-CF3 Me Me CF3 2
6-050. 5 2-CF3 Et H CF3 2
6-051. 5 2-CF3 Et Et CF3 2
6-052. 5 2-CF3 i-Pr H CF3 2
6-053. 5 2-CF3 Pr H Cks 2
6-054. 5 2-CF3 Pr Pr CF3 2
6-055. 5 2-CF3 s-Bu H CFs 2
6-056. 5 2-CF3 -Bu H CF3 2
0-057. 5 2-CF3 Bu H Ck3 2
6-058. 5 2-CF3 CHxc-Pr H CF3 2
6-059. 5 2-CF3 CH.CH=CH; H CF3 2
6-060. 5 2-CF3 CH,CH=CH> CHCH=CH> Ck3 2
0-061. 5 2-CF3 CH.C= CH H CF3 2
0-062. 5 2-CF3 CHC= CH CHC= CH CF3 2
6-063. 5 2-CF3 CH.C(C=CH; H Cks 2
6-064. 5 2-CF3 F H CF3 2
6-065. 5 2-CF3 F F CFs 2
6-066. 5 2-CF3 Cl H CF3 2
0-007. 5 2-CF3 Cl Cl CFs 2
6-068. 5 2-CF3 COOMe H CF3 2
6-0609. 5 2-CF3 COOEt H CF3 2
6-070. 5 2-CF3 CHCN H CF3 2
0-071. 5 2-CF3 CH,COOMe H CF3 2
6-072. 5 2-CF3 CONH; H CF3 2
6-073. 5 2-CF3 CONHEt H CFk3 2
6-074. 5 2-CF3 CSNHMe H CF3 2
6-075. 5 2-CF; CON(Me); H CFs |2
6-070. 5 2-CF3 CHO H CF3 2
o-077. 5 2-CF3 AcC H Cks 2
0-078. 5 2-CF3 COEt H CF3 2
6-079. 5 2-CF3 CO-I-Pr H CF3 2
6-080. 5 2-CF3 COCH.CI H CFs 2
0-081. O 2-CF3 -CH2-CHo- CFs 2
6-082. 5 2-CF3 -CH2-CH>-CH2- CF3 2
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6-083. 5 2-CF; -CH,-CH2-CH,-CH,- CF; 2
6-084. 5 2-CF3 =CH-N(Me); CF; 2
6-085. 5 2-CF3 =CH-NHMe CF; 2
6-086. 5 2-CF; =CH-NH; CF; 2
6-087. 5 2-CF;3 =8'NC| CF3 2
6-088. 5 2-CF; -CH-OMe CFs |2
6-089. 5 2-CF; =CH-OFEt CF3 2
6-090. 5 2-CF; =C(Me)-OEt CF3 2
6-091. 5 2-CF; =N-OH 2-CF; 0
6-092. 5 2-CF; =N-OMe 2-CF; 0
6-093. 5 2-CF3 =N-OMe 2-CF3 1
6-094. 5 2-CF3 =N-OMe 2-CF3 2
6-095. 5 2-CF; =N-OEt 2-CF3 0
6-096. 5 2-CF3 =N-OFt 2-CF3 1
6-097. 5 2-CF> =N-OEt 2-CF3 2
6-098. 5 2-CF; H H CFLCFs |0
6-099. 5 2-CF; H H CFLCF; | 1
6-0100. 5 2-CF; H H CFLCF; | 2
6-0101. 5 2-CF3 H X CF.CFLCF; | 0
6-0102. 5 2-CF; H H CF.CF.CF; | 1
6-0103. 5 2-CF; H H CF.CFCF; | 2
6-0104. 5 2-CF34-Me H H CF; 0
6-0105. 5 2-CF+4-Me H H CF; 1
6-0106. 5 2-CFs4-Me H H CF; 2
6-0107. 5 2-CFz4-Me Me H CF; 2
6-0108. 5 2-Cl H H CF3 0
6-0109. 5 2-Cl H H CF; 1
6-0110. 5 2-Cl H H CF; 2
6-0111. 5 2-Cl Me H CF; 2
6-0112. 5 2-Cl H H CF; 0
6-0113. 5 2-Cl H H CF; 1
6-0114. 5 2-Cl H H CF; 2
6-0115. 5 2-Cl H H CF.CF.CF3; | 0
6-0116. 5 2-Cl H H CF.LCF.CF3 | 1
6-0117. 5 2-Cl H H CF.CF.CF; | 2
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6-0118. 5 2-Me H H CFs 0
6-0119. 5 2-Me H H CFs 1
6-0120. 5 2-Me H H Chk3 2
6-0121. 5 2-Et H H CFs 0
6-0122. 5 2-Et H H CFs 1
6-0123. 5 2-Et H H Chk3 2
6-0124. 5 24-Pr H H CFs 0
6-0125. 5 2-4-Pr H H CFs 1
6-0126. 5 24-Pr H H CF3 2
6-0127. 5 2-C-Pr H H CFs 0
6-0128. 5 2-C-Pr H H CFs 1
6-0129. 5 2-C-Pr H H CFs 2
6-0130. 5 2-+4-Bu H H Ck3 0
6-0131. 5 2+4-Bu H H CFs 1
6-0132. 5 24-Bu H H CFs 2
6-0133. 4 2-CF3 Me H CF; 2

In analogy to the above table, further examples are the compounds numbered 6-0134 to 6-0267
wherein R3V is CF2H and all remain variables have the same meaning as represented in each

line of table 6.

Analog to the compounds numbered 6-01 to 6-0267 are the compounds numbered 6-1 to 6-267

wherein the variables have the same meaning except m being 1 instead of 0.

Table 7: describes examples with compounds number of the type 7-xxxx as represented In the

following formula:

Compounds number 7-01 to 7-0207: m =0

No. V R’ R R3Y | n
7-01. CF; H H CFs | O
/-02. CF; H H CFs | 1
/-03. Cks H H Cks | 2
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7-04. CF3 Me H CFs | O

7-05. CF3 Me H CFs | 1
7-06. CF3 Me H Ckz | 2
7-07. CFs Me Me CFs | 2
7-08. CF3 Me F CFs | 2
7-09. CF3 Me Cl Cks | 2
7-010. CF3 Me CH>OMe CFs | 2
7-011. CF3 Me CH>OH CFs | 2
7-012. CF3 Me CHxF CFs | 2
7-013. CF3 Me CH2oN(Me), | CF3 | 2
7-014. CF3 Me CH2CN CFs | 2
7-015. CF3 Et H CFs | O
7-016. CF3 Et H CFs | 1
7-017. CFs Et H CFs | 2
7-018. CF3 -Pr H CFs | O
7-019. CF3 -Pr H CFs | 1
7-020. CFs -Pr H Ckz | 2
7-021. CF3 Pr H CFs | 2
7-022. CF3; s-Bu H CFs | 2
7-023. CF3 -Bu H Cks | 2
7-024. CFs Bu H CFs | 2
7-025. CF3 CHa-c-Pr H CFs | 2
7-026. Ck3 CHCH=CH> H Cks | 2
7-027. CF3 CH>CH=CH> CHCH=CH:| CF3 | 2
7-028. CF3 CH.C= CH H CFs | 2
7-029. CF3 CH,C= CH CHC=CH | CF3 | 2
7-030. CF3 COOMe H CFs | 2
7-031. CFs COOMe Me CFs | 2
7-032. CF3 COOMe F CFs | 2
7-033. CF3 COOMe Cl CFs | 2
7-034. CF3 COOEt H Cks | 2
7-035. CFs CN H CFs | 2
7-036. CF3 CHO H CFs | 2
7-037. CF3 AcC H Ckz | 2
7-038. CFs COEt H CFs | 2
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7-039. CF3 CO-i-Pr H CFs | 2
7-040. CF3 COCHCI H CFs | 2
7-041. CF3 CON(Me); H Ckz | 2
7-042. CF3 F H CFs | 2
7-043. CF; F F CFs | 2
7-044. CF3 Cl H Cks | 2
7-045. CF3 Cl Cl CFs | 2
7-046. CFs =CH-OMe CFs | 2
7-047. CF3 =CH-OEt CFs | 2
7-048. CF3 =C(Me)-OEt CFs | 2
7-049. CF3 =CH-N(Me), CFs | 2
7-050. CF3 =N-OH CFs | O
7-051. CF3 =N-OMe CFs | O
7-052. CFs =N-OMe CFs | 1
7-053. CF3 =N-OMe CFs | 2
7-054. CF3 =N-OEt CFs | O
7-055. CF3 =N-OEt Ckz | 1
7-056. CFs =N-OEt CFs | 2
7-057. CFCF3 Me H CFs | O
7-058. CFCF3 Me H Ckz | 1
7-059. CFCF3 Me H CFs | 2
7-060. CF(CF3) Me H CFs | O
7-061. CF(CF3); Me H CFz | 1
7-062. CF(CF3)2 Me H CFs | 2
7-063. C(Me)(CF3)2 Me H CFs | O
7-064. C(Me)(CF3); Me H CFz | 1
7-065. C(Me)(CF3). Me H CFs | 2
7-060. NH: Me H CFs | O
7-007. Cl Me H CFs | O
7-068. Cl Me H CFs | 1
7-069. Cl Me H Ckz | 2
7-070. Br Me H CFs | O
7-071. Br Me H CFs | 1
7-072. Br Me H Cks | 2
7-073. | Me H CFs | O
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No. V R’ R? R3Y | n
7-074. | Me H CFs | 1
7-075. | Me H CFs | 2
7-070. Me Me H Cks | O
7-077. Me Me H CFs | 1
7-078. Me Me H CFs | 2
7-079. Et Me H CFs | O
7-080. Et Me H CFs | 1
7-081. Et Me H CFs | 2
7-082. -Pr Me H CFs | O
7-083. -Pr Me H CFs | 1
7-084. -Pr Me H CFs | 2
7-089. c-Pr Me H CFs | O
7-080. c-Pr Me H CFs | 1
7-087. c-Pr Me H CFs | 2
7-088. -Bu Me H CFs | O
7-089. t-Bu Me H CFs | 1
7-090. -Bu Me H Ckz | 2
7-091. CFs Cl H CFs | O
7-092. CF3 Cl H CFs | 1
7-093. CF3 COO-t-Bu H Cks | 2
7-094. CFs CH2CI Cl CFs | O
7-095. CF3 Me CH20OH CFs | O
7-090. CF3 Me CH20OH CFs | 1
7-097. CF3 Et CH>OH CFs | O
7-098. CF3 Et CH20H CFs | 1
7-099. CF3 Et CH20OH CFs | 2
7-0100. CF3 Et CH>OMe CFs | 2
7-0101. CFs Et F CFs | 2
7-0102. CF3 Et Cl CFs | 2
7-0103. CF3 Et CHxF CFs | 2

In analogy to the above table, further examples are the compounds numbered 7-0104 to 7-0207
wherein R3V is CF2H and all remain variables have the same meaning as represented in each
line of table 7.

Analog to the compounds numbered 7-01 to 7-0207 are the compounds numbered 7-1 to 7-207

wherein the variables have the same meaning except m being 1 instead of O.



CA 02780955 2012-05-15
WO 2011/061110 PCT/EP2010/067248

66

Table 8: describes examples with compounds number of the type 8-xxxx as represented in the

following formula:

R1 R2 (ﬁ)m
1Y_NXS/\/S\R3U
1 \ M1

“Y.3.Y (O)
Y
8-XXXX

Compounds number 8-01 to 8-0245: m =0

No. YT | Y2 Y3 Y4 R’ Rz | R [
8-01. C-H |C-NO,| C-H | C-H H H| CFs |0
8-02. C-H |[C-NO,| C-H | C-H H H | CFs | 1
8-03. C-H |C-NO2| C-H | C-H H H| CFs |2
8-04. C-Me| C-Ac | C-Me | C-H H H| CFs |0
8-09. C-Me| C-Ac | C-Me | C-H H H| CFs |1
3-00. C-Me| C-Ac | C-Me | C-H H H| CFs; | 2
8-07. C-H| N | C-CF; | C-H r H| CFs |0
8-08. CH| N | C-CFs | C-H H H | CFs | 1
8-09. C-H| N | C-CF; | C-H H H| CFs |2
8-010. CH| N | C-CF: | C-H Me H| CFs |0
8-011. C-H| N | C-CFs | C-H Me H | CFs | 1
8-012. C-H| N | C-CF; | C-H Me H| CFs |2
8-013. C-H| N | C-CF; | C-H Et H| CFs | 0
8-014. C-H| N | CCFs: | C-H Et H| CFs | 1
8-015. C-H| N | C-CFs | C-H Et H| CFs |2
8-016. C-H| N | C-CF; | C-H i-Pr H| CFs |0
8-017. C-H| N | C-CF; | C-H i-Pr H | CFs | 1
8-018. C-H| N | C-CFs | C-H i-Pr H| CFs |2
8-019. CH| N | C-CFs | C-H c-Pr H| CFs |0
8-020. CH| N | C-CF: | C-H c-Pr H | CFs | 1
8-021. CH| N | C-CF: | C-H c-Pr H| CFs |2
8-022. CH| N | C-CFs | C-H Pr H| CFs |0
8-023. CH| N | C-CFs | C-H Pr H | CFs | 1
8-024. CH| N | C-CF: | CH Pr H| CFs |2
8-025. CH| N | C-CFs | C-H s-Bu H| CFs |0
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No. vi | vy2 | vz | v R R2 | R |,
8-026. C-H N C-CF3 | C-H s-Bu H| CFs | 1
8-027. cCH| N |ccFs |cH| sBu |H| CFs |2
8-028. CH| N | GCCF |CH| #Bu |H|CF |0
8-029. CH| N | CCFs |[CH| iBu |H| CFs |1
8-030. CH| N | CcCF |CH| iBu |H| CR |2
8-031. CH| N | CCFs | C-H Bu H | CFs |0
8-032. CH| N | ccr | cH Bu H | CFs | 1
8033, cH| N | ccr | cH Bu H | cFs | 2
8034, CH| N | cCFs | CH| 2Pen |H| CFs |0
8-035. CH| N | ccr [CH| 2Pen |H| CFs |1
8-036. CH| N | ccr [CH| 2Pen |H| CFs |2
8-037. CH| N | CCFs | CH| 3Pen |H| CFs |0
8-038. CH| N | cCFs | CH| 3Pen |H| CFs |
8-039. CH| N | cCr | CH| 3Pen |H| CFs |2
8-040. cH| N | ccr [cH| oPen |H| CRs |0
8-041. CH| N | cCr | CH| oPen |H| CFs |1
8-042. CH| N | cCF [CH| oPen |H| CFs |2
8043 cH| N | ccr | cH| oHex |H| cRs |0
8044, CH| N | CCFs | CH| oHex |H/| CFs |1
3-045. CH N CCF; | CH c-Hex H| CFs | 2
8-046. CH| N | ccr | CH CN H | CFs |0
8-047. cH| N | ccr | cH CN H | CFs | 1
8-048. CH| N | ccr | CH CN H | CFs |2
8-049. CH| N | ccr [ CH| cooMe |H| CFs |0
8-050. CH| N | ccrs | cH | cooMe |H| CFs |
8-051. CH| N | ccr [ CH | cooMe |H| CFs |2
8-052. CH| N | CCFs | CH | COOEt |H| CFs |0
8-053. cH| N | ccrs | cH | cooet |H| cFs |+
8054, cCH| N | ccrs | cH | COOEt |H| CFs |2
8-055. N | N | CCFs | CH H H | CFs |0
8-056. N | N | CCFs | C-H H H | CFs | 1
8-057. N | N | ccR | cF H H | cFs |2
8-058. N | N | ccFR | N H H | CFs |0
8-050. N | N | cCcrs | N H H | CFs | 1
8-060. N | N | ccr | N H H | cFs |2
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No. vi | vz | ys [ v Rt |R2 |RT |n
8-061. N N C-CF; N Me H| CFs | O
3-062. N N C-CF; N Me H| CFs | 1
3-063. N N C-CF; N Me H| CFsz | 2
3-064. N N C-CF; N Et H| CF; | O
3-065. N N C-CF; N Et H| CFs | 1
8-066. N N C-CF; N Et H| CFz | 2
8-067. N N C-CFs N i-Pr H| CFs | O
3-068. N N C-CF; N i-Pr H| CFs | 1
3-069. N N C-CF3 N -Pr H| CFs | 2
3-070. N N C-CF3 N c-Pr H| CFs | O
8-071. N N C-CF; N c-Pr H| CFs | 1
3-072. N N C-CF; N c-Pr H| CFs | 2
3-073. N N C-CF; N Pr H| CF3 | O
8-074. N N C-CF; N Pr H| CFs | 1
8-075. N N C-CF; N Pr H| CFs | 2
3-076. N N C-CF3 N s-Bu H| CFz | 0O
3-077. N N C-CF; N s-Bu H| CFs | 1
3-078. N N C-CF; N s-Bu H| CFs | 2
3-079. N N C-CF3 N -Bu H| CFz |0
3-080. N N C-CF3 N -Bu H| CFs3 | 1
8-081. N N C-CF; N i-Bu H| CFs | 2
8-082. N N C-CF; N Bu H| CFs |0
3-083. N N C-CF; N Bu H| CFs | 1
3-084. N N C-CF; N Bu H| CFs | 2
3-085. N N C-CF; N 2-Pen H| CFs |0
8-086. N N C-CF; N 2-Pen H| CFs | 1
8-087. N N C-CF; N 2-Pen H| CFs | 2
8-088. N N C-CF; N 3-Pen H| CFs |0
8-089. N N C-CF; N 3-Pen H| CFs | 1
8-090. N N C-CF; N 3-Pen H| CFsz | 2
3-091. N N C-CF; N c-Pen H|{ CFs | O
3-092. N N C-CF; N c-Pen H| CFs | 1
8-093. N N C-CF; N c-Pen H| CFs | 2
8-094. N N C-CF; N c-Hex H| CFs | O
8-095. N N C-CF; N c-Hex H| CFs | 1
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No. vi | vy2 | vz | v R R2 | R |,
8-096. N N C-CF3 N c-Hex H| CFs | 2
8-097. N | N | ccrs | N CN H | CFs | 0
8-098. N | N | ccr | N CN H | CFs | 1
8-099. N | N | ccR | N CN H | CFs | 2
8-0100. N | N |[ccr | N | coMe |H| CF |0
8-0101. N | N [CcCR | N | COMe |H| CFs |1
8-0102. N | N [ CCF | N | COMe |H| CFs |2
8-0103. N | N [ ccr | N | coEt |H|CFR |0
8-0104. N | N [ CCF | N | COEt |H| CFs |1
8-0105. N | N | CCF | N | COEt |H| CFs |2
8-0106. N | N | CCFs | C-H | CO~t-Bu |H| CFs | O
8-0107. N | N | CCFs | C-H | CO~t-Bu | H| CFs | 1
8-0108. N | N | CCFs | C-H | CO-t-Bu | H| CFs | 2
8-0109. CCFsf N | CEt |CH| COMe |H| CFs |2
8-0110. cH| N | cH [ccR| Me H | CFs | 2
8-0111. C-Me| N | C-CF; | C-H H H | CFs | O
8-0112. C-Me| N | C-CFs | C-H H H | CFs | 1
8-0113. C-Me| N | C-CFs | C-H H H | CFs | 2
3-0114. C-CFsl N CtBu | C-H | COxt-Bu | H| CF3s | O
8-0115. CCFj N | CtBu | CH | COtBu |H| CFs |
8-0116. C-CFsf N | CtBu | C-H | COrt-Bu | H| CFs |2
8-0117. cH| N | ctBu | cH | cort-Bu [Me| CFs |0
8-0118. CH| N | CtBu| CH| CortBu |[Me| CFs |1
8-0119. CH| N |cCtBu| CH| CO-tBu [Me| CFs |2
8-0120. C-H|c-No,| cH | cH| costBu |H| CFs |0
8-0121. C-H |C-NO,| C-H | C-H | COt-Bu |Me| CFs | O
8-0122. C-H |C-NO,| C-H | C-H | COrt-Bu [Me| CFs |2

In analogy to the above table, further examples are the compounds numbered 8-0123 to 8-0245
wherein R3V is CF2H and all remain variables have the same meaning as represented in each
line of table 8.

Analog to the compounds numbered 8-01 to 8-0245 are the compounds numbered 8-1 to 8-245

wherein the variables have the same meaning except m being 1 instead of 0.



CA 02780955 2012-05-15

WO 2011/061110 PCT/EP2010/067248

70

Table 9: describes examples with compounds number of the type 9-xxxx as represented in the

following formula:

(©Q)

1 S
’Y—%Isl/\/ \RSU

vOY* (0),
Y

OQ-XXXX
Compounds number 9-01 to 9-0205: m =0

No. Y1 Y2 ) & Y4 RT | R? RsY N
9-01. O |C-CFj C-H C-H H H CF; 0
9-02. O |C-CF; C-H C-H H H CFs 1
9-03. O |C-CFj C-H C-H H H CFs 2
9-04. O N C-CF; C-H H H CF; 0
9-095. O N C-CF3 C-H H H CFs 1
9-00. O N C-CF3 C-H H H CFs 2
9-07. O |C-CFj N N H H CF; 0
9-08. O |C-CFs N N H H CFs 1
9-09. O |C-CFj N N H H CFs 2
9-010. O N C-CF; N H H CF; 0
9-011. O N C-CFs; N H H CF; 1
9-012. O N C-CF; N H H CFs 2
9-013. O |C-CFj C-CN N H H CFs 0
9-014. O |C-CF3 C-CN N H H CF; 1
9-015. O |C-CFs C-CN N H H CF3 2
9-016. S | C-CI C-H C-H H H CFs 0
9-017. S | C-CI C-H C-H H H CF; 1
9-018. S | C-CI C-H C-H = H CF3 2
9-019. S | C-ClI C-H C-H Me H CFs 0
9-020. S | C-CI C-H C-H Me H CFs 1
9-021. S | C-Cl C-H C-H Me H CF; 2
9-022. S C-H C-H C-H | COOMe | H CFs 0
9-023. S C-H C-H C-H | COOMe | H CFs 1
9-024. S C-H C-H C-H | COOMe | H CF; 2
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No. 2 RZ Y3 % R" [R2| R | n
9-025. S | CH C-H CH| COOH |[H| CF | 0
9-026. S | CH C-H C-H |CON(Me)| H| CFs | O
9-027. O | C-CH=CH-CH=CH-C | C-H H H| CFs | 0
9-028. O | C-CH=CH-CH=CH-C | C-H H H| CFs | 1
9-029. O | C-CH=CH-CH=CH-C | C-H H H| CFy | 2
9-030. O | C-CH=CH-CH=CH-C | C-H Me |H| CF | 0
9-031. O | C-CH=CH-CH=CH-C |C-H| Me |H | CF; | 1
9-032. O | C-CH=CH-CH=CH-C |C-H| Me |H | CF;3 | 2
9-033. S | C-CH=CH-CH=CH-C | C-H H H | CFs | 0
9-034. S | C-CH=CH-CH=CH-C | C-H H H | CFs | 1
9-035. S | C-CH=CH-CH=CH-C | C-H H H | CFs | 2
9-036. S | C-CH=CH-CH=CH-C |[C-H| Me |H| CFs | 0
9-037. S | C-CH=CH-CH=CH-C |C-H| Me |H | CFs | 1
9-038. S | C-CH=CH-CH=CH-C |[C-H| Me |H | CFs | 2
9-039. | N-H | C-CH=CH-CH=CH-C | C-H H H | CFs | 0
9-040. | N-H | C-CH=CH-CH=CH-C | C-H H H | CFs | 1
9-041. | N-H | C-CH=CH-CH=CH-C | C-H H H | CFs | 2
9-042. |N-Me| C-CH=CH-CH=CH-C | C-H H H | CFs | 0
9-043. |N-Me| C-CH=CH-CH=CH-C | C-H H H | CFs | 1
9-044. |N-Me| C-CH=CH-CH=CH-C