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(54) Title: USE OF PIIOSPIIORODIESTERASE IV INHIBITORS

(54) Bezeichnung: VERWENDUNG VON PHOSPHODIESTERASE IV INHIBITOREN

(57) Abstract: The invention relates to the use of Phosphodiesterase IV inhibitors and/or the physiologically acceptable salts thereof
in the production of a medicament for the treatment of osteoporosis, tumors, tumor metastases, atherosclerosis, rheumatoid arthritis,
multiple sclerosis, diabetes mellitus, ulzerative colitis and AIDS.

(57) Zusammenfassung: Verwendung von Phosphodiesterase IV Inhibitoren und/oder ihrcr physiologisch unbedenklichen Salze
zur Herstellung eines Arzneimittels zur Behandlung von Osteoporose, Tumoren, Tumormetastasen, Atherosklerose, rheumatoide
Arthritis, multiple Sklerose, Diabetes mellitus, ulzerative Kolitis und AIDS.
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Use of Phosphodiesterase IV Inhibitors

O
In a first aspect, the present invention provides

a) compounds of the formula I, disclosed in EP 0 738 715 A2,
2

1 1 R 2

R 3  R
00
M O0

-N-N

R4  Q--R

in which

R' and R2 are each, independently of one another, H or A,

R3 and R4 are each, independently of one another, -OH, -ORo, -S-R 0 -SO-R 0

-S0 2-R10 Hal, methylenedioxy, -NO 2 -NH 2 -NHR 0 or-NR'°R i

R5 is a phenyl radical which is unsubstituted or monosubstituted or disubstituted by

R6 and/or R7

Q is absent or is alkylene having 1-6 carbon atoms,

R6 and R7 are each, independently of one another, -NH 2 -NR'R 9 -NHR 0

-NRR'R", -NO 2 Hal, -CN, -OA, -COOH or -COOA,

R8 and R9 are each, independently of one another, H, acyl having 1-8 carbon atoms,

which may be substituted by 1-5 F and/or Cl atoms, or are -COOA, -SO-A, -SO2A,

-CONH 2 -CONHA, -CONA 2 -CO-COOH, -CO-COOA, -CO-CONH 2 -CO-CONHA or

-CO-CONA 2

A is alkyl having from 1 to 6 carbon atoms, which may be substituted by 1-5 F

and/or Cl atoms,

R10 and R" are each, independently of one another, A, cycloalkyl having 3-7

carbon atoms, methylenecycloalkyl having 4-8 carbon atoms or alkenyl having 2-8 carbon

atoms,



U

PCT/EP02/10507WO 03/032993
-2-

and

Hal is F, CI, Br or I,

b) compounds of the formula I, disclosed in EP 0 723 962 B1,

N-N
Q-R

in which

R1 and R2

R3 and R4

R5

Q

R6 and R7

are each, independently of one another, H or A,

are each, independently of one another, -OH, -OR 1

-S-R 10 -SO-R 10 -S0 2-R 10 Hal, methylenedioxy, -NO 2

-NH2 -NHR 10 or -NR1oR 1

is a phenyl radical which is unsubstituted or monosubsti-

tuted or disubstituted by R6 and/or R7

is absent or is alkylene having 1-6 carbon atoms,

are each, independently of one another, -NH2 -NR8 R9

-NHRo, -NROR 11 -N02, Hal, -CN, -OA, -COOH or

-COOA,

are each, independently of one another, H, acyl having

1-8 carbon atoms, which may be substituted by 1-5 F

and/or Cl atoms, or are -COOA, -SO-A, -SO 2A, -CONH 2

-CONHA, -CONA 2 -CO-COOH, -CO-COOA,

-CO-CONH 2 -CO-CONHA or -CO-CONA 2

is alkyl having from 1 to 6 carbon atoms, which may be

substituted by 1-5 F and/or Cl atoms,

R8 and R9
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R10 and R1 are each, independently of one another, A, cycloalkyl

having 3-7 carbon atoms, methylenecycloalkyl having 4-

8 carbon atoms or alkenyl having 2-8 carbon atoms,

and

Hal is F, CI, Br or I,

c) compounds of the formula I, disclosed in EP 0 763 534 A1,

R3  R2

R
R4  x

N-N

NH-CO-B

in which

Q

X

R1 and R2

R3 and R4

is an aromatic heterocyclic radical having from 1 to 4 N,

O and/or S atoms, bonded via N or C, which may be un-

substituted or monosubstituted, disubstituted or trisub-

stituted by Hal, A and/or OA, and may also be fused to

a benzene or pyridine ring,

is absent or is alkylene having 1-6 carbon atoms,

is CH 2 S or O,

are each, independently of one another, H or A,

are each, independently of one another, -OH, OR

-S-R 5 -SO-R 5 -S0 2-R5 Hal, methylenedioxy, -NO2

-NH2 -NHR 5 or -NR5R6

are each, independently of one another, A, cycloalkyl

having 3-7 carbon atoms, methylenecycloalkyl having

4-8 carbon atoms or alkenyl having 2-8 carbon atoms,

R5 and R6
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A

Hal

is alkyl having from 1 to 10 carbon atoms, which may be

substituted by from 1 to 5 F and/or Cl atoms, and

is F, CI, Br or I,

d) compounds of the formula I, disclosed in EP 0 539 806 B1,

SR
2

R 3  S

R 4 j N-N
H

in which

R1 and R2

R
3

R4

X

A

m

n

are each, independently of one another, H or A,

is H, OA or O-CmH2m+1-nXn,

is -O-CmH2m+1-nXn,

is F or CI,

is alkyl having 1-6 carbon atoms,

is 1,2, 3, 4, 5 or 6, and

is 1,2,3,4,5,6,7,8,9, 10, 11, 12 or 13,

e) compounds of the formula I, disclosed in EP 0 618 201 A1,

1 R 2

R3 R S
R 0

N-N
p 4 Q-R

in which

R1 and R2 are each, independently of one another, H or A,
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R3 and R4

R6 and R7

Q

A

Hal

m

n

k

are each, independently of one another, OH, OA, SA,

SOA, SO 2A, Hal, methylenedioxy, cycloalkoxy having

3-7 carbon atoms or O-CmH2m+l-kFk,

is -NR6R7 or -N (CH2 n

where one CH2 group may also be replaced by oxygen,

are each, independently of one another, H or A,

is alkylene having 1-6 carbon atoms,

is alkyl having 1-6 carbon atoms,

is F, CI, Br or I,

is 1,2, 3, 4, 5 or 6,

is 3, 4, 5 or 6,

is 1, 2, 3, 4, 5, 6, 7, 8, 9, 10, 11, 12 or 13,

f) compounds of the formula I, disclosed in DE 196 04 388 A1,

R3  1 R2

R x
R4 O

N-N

Q
^NH-CO-B

in which

R1 and R2  are each, independently of one another, H or A,

R3 and R4  are each, independently of one another, -OH, OA, -S-A,

-SO-A, -SO 2 Hal, methylenedioxy, -NO 2 -NH 2 -NHA

or -NAA',

A and A' are each, independently of one another, alkyl having

from 1 to 10 carbon atoms, which may be substituted by

from 1 to 5 F and/or Cl atoms, or are cycloalkyl having
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3-7 carbon atoms or methylenecycloalkyl having 4-8 carbon atoms,

B is -Y-R 5 or -O-Y-R,

Q is absent or is alkylene having 1-4 carbon atoms,

Y is absent or is alkylene having 1-10 carbon atoms,

X is CH 2 or S,

R5 is NH 2 NHA, NAA' or a saturated 3-8-membered heterocyclic radical having at

least one N atom which is unsubstituted or monosubstituted by A or OH and in which, in

addition, further CH 2 groups may be replaced by NH, NA, S or O,

Hal is F, Cl, Br or I,

and/or physiologically acceptable/salts thereof in the preparation of a medicament

for the treatment of inflammatory illnesses and autoimmune diseases selected from the

group consisting of: tumours, tumour metastases, atherosclerosis, rheumatoid arthritis,

multiple sclerosis, diabetes melitus, ulcerative colitis and AIDS.

In a second aspect, the present invention provides use according to the first aspect

of:

a) compounds disclosed in EP 0 738 715 A2, selected from the group

consisting of

2-(4-ethoxycarbonylaminobenzyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-

tetrahydropyridazin-3-one;

2-(3-methylsul fonam idobenzyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-

tetrahydropyridazin-3-one;

2-(3-acetamidobenzyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-tetrahydropyridazin-3-

one;

2-(4-trifluoroacetamidobenzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-

tetrahydropyridazin-3-one;
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2-(4-ethoxyc arbonyl ami nobenzyl)-6-(3 ,4-d imethoxyphenyl)-5 -ethyl -2,3 ,4,5 

o tetrahydropyridazin-3 -one;

2-(4-methoxycarbonylam inobenzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-

tetrahydropyridazin-3 -one;

2-(4-butyrylaminobenzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-

tetrahydropyridazi n-3 -one;
M b) compounds disclosed in EP 0 723 962 BI, selected from the group

N consisting of:

3-(4-nitrobenzyl)-5-(3,4-dimethoxyphenyl)-6-ethyl-3 ,6-dihydro- 1,3,4-thiadiazin-2-

one;

3-(4-am inobenzyl)-5-(3,4-dimethoxyphenyl)-6-ethyl-3 ,6-dihydro- 1,3,4-thiadiazin-
2-one;

3-(4-trifluoroacetamidobenzyl)-5-(3,4-dimethoxyphenyl)-6-ethyl-3,6-dihydro-

1, 3,4-thiadiazin-2 -one;

3-(4-acetam idobenzyl)-5-(3,4-dimethoxyphenyl)-3,6-dihiydro- 1,3 ,4-thiadiazin-2-

one;

3-(4-methoxybenzyl)-5-(3 ,4-dimethoxyphenyl)-6-ethyl-3 ,6-dihydro- 1,3,4-

thiadiazin-2-one;

3-(2,6-dichlorobenzyl)-5-(3 ,4-dimethoxyphenyl)-6-ethyl-3 ,6-dihydro- 1,3,4-

thiadiazin-2-one;

c) compounds disclosed in EP 0 763 534 Al, selected from the group

consisting of:

3-(4-picolinoylaminobenzyl)-5-(3 ,4-dimethoxyphenyl)-6-ethyl-3,6-dihydro- 1,3,4-

thiadiazin-2-one;

3-(4-picolinoylaminobenzyl)-5-(3 ,4-dimethoxyphenyl)-3,6-dihydro- 1,3,4-

thiadiazin-2-one;

3-(4-nicotinoylaminobenzyl)-5-(3 ,4-dimethoxyphenyl)-3,6-dihydro- 1,3,4-

thiadiazin-2-one;

3 -(4-1isoni1coti1noyl ami1nobenzyl)-5 ,4-dim ethoxyphenylI)-3,6-di hydro- 1,3,4-

thiadiazin-2-one;

3-(4-nicotinoylaminobenzyl)-5-(3 ,4-dimethoxyphenyl)-6-ethyl-3,6-dihydro- 1,3,4-

oxadiazin-2-one;

2-(4-nicotinoylaminobenzyl)-6-(3 ,4-dimethoxyphenyl)-5-ethyl-2,3 
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tetrahydropyridazin-3 -one;

Od) compounds disclosed in EP 0 539 806 BI, selected from the group

consisting of:

5-(3-methoxy-4-difluoromethoxyphenyl)-6-ethyl-3,6-dihydro- 1,3 ,4-thiadiazin-2-

one;

-m ethoxy-4-d i fl uorom ethoxypheny 3,6-d ihydro- 1 ,3,4-thiadiazin-2 -one;
Me) compounds disclosed in EP 0 618 201 Al, selected from the group

consisting of:
3-dimethylaminopropyl-5-(3,4-dimethoxyphenyl)-6-ethyl-3,6-dihydro- 1,3,4-

thiadiazinon-2-one;

3 -dim ethyl am inopropylI- 5-(3,4-dimethoxyphenyl)-3,6-dihydro- 1 ,3,4-thiadiazinon-

2-one;

3 -d imiethyl am inoethyl1-5 ,4-dimethoxyphenyl)-6-ethyl -3 ,6-dihydro- 1,3,4-

thiadiazinon-2-one;

3-piperidinopropyl-5-(3-methoxy-4-difluoromethoxyphenyl)-6-ethyl-3,6-dihydro-

1 ,3,4-thiadiazinon-2-one;

3-morpholinopropyl-5-(3 -methoxy-4-difluoromethoxyphenyl)-6-ethyl-3,6-dihydro-

1 ,3,4-thiadiazinon-2-one;

f) compounds disclosed in DE 196 04 388 Al, selected from the group

consisting of:

3-(N,N-diethylamino)propyl N-[4-(3,6-dihydro-5-(3,4-dimethoxyphenyl)-2-oxo-

2H-1 ,3,4-thiadiazin-3-ylmethyl)phenyl]carbamate;

3 iethyl am ino)propyl N-[4-(3,6-dihydro-5-(3-ethoxy-4-methoxyphenyl)-2-

oxo-2H- 1, 3,4-th iadi azi n- 3-yl methyl)phenyl] carbam ate;

3 iethyl am ino)propyl N-[4-(6-(3,4-dimethoxyphenyl)-3-oxo-2,3 

tetrhydropyridazi n-2-yl methyl)phenyl] carbam ate;

3 iethyl am ino)propyl N-[4-(6-(3-ethoxy-4-methoxyphenyl)-3-oxo-2,3,4,5-

tetrahydropyridazi n-2 -yl methy I)phenyl ]carbam ate;

N-[4-(6-(3-ethoxy-4-methoxyphenyl)-3-oxo-2,3,4,5-tetraliydropyridazin-2-

ylmethyl)phenyl] -2-(4-methylpiperazino)acetamide;

N-[4-(6-(3-cyclopentyloxy-4-methoxyphenyl)-3-oxo-2,3 ,4,5-tetrahydropyridazin-2-

ylmethyl)phenyl]-2-(4-methylpiperazino)acetamide;
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N-[4-(3,6-dihydro-5-(3-ethoxy-4-methoxyphenyl)-2-oxo-2H- 1 ,3,4-thiadiazin-3-

ylmethyl)phenyl]-2-(4-methylpiperazino)acetamide;

and/or physiologically acceptable salts thereof, in the preparation of a medicament

for the treatment of inflammatory illnesses and autoimmune diseases, selected from the

group consisting of: tumours, tumour metastases, atherosclerosis, rheumatoid arthritis,

multiple sclerosis, diabetes mellitus, ulcerative colitis and AIDS.

In a third aspect, the present invention provides use according to the first aspect of:

a) a compound disclosed in EP 0 738 715 A2, selected from the group

consisting of:

2-(4-ethoxycarbonylaminobenzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl.2,3,4,5.

tetrahydropyri dazi n-3 -one and

2-(4-ethoxycarbonylam inobenzyl)-6-(3 ,-ethoxy-4-methoxyphenyl)-5 -ethyl-2,3 

tetrahydropyri dazi n-3 -one;

b) a compound disclosed in EP 0 723 962 B 1, selected from the group

consisting of:

3-(4-acetamidobenzyl)-5 -(3,4-dimethoxyphenyl)-6-ethyl-3,6-dihydro- 1,3,4-

thiadiazin-2-one and

3-(4-trifluoroacetamidobenzyl)-5-(3 ,4-dimethoxyphenyl)-6-ethyl-3,6-dihydro-

1 ,3,4-thiadiazin-2-one;

c) a compound disclosed in EP 0 763 534 Al, selected from the group

consisting of:
3 4 -ni cot inoyl am inobenzyl)-5 -cyc Iopentyloxy-4..methoxyphenyl)-3,6-d ihydro-

I ,3,4-thiadiazin-2-one and
3 4 -nicotinoylaminobenzyl)-5-(3-ethoxy-4-methoxyphenlyl)-3,6-dihydro- 1,3,4-

thiadiazin-2-one; or

d) a compound disclosed in EP 0 539 806 B 1, which is

5-(3-methoxy-4-difluoromethoxyphenyl)-6-ethyl.3,6..dihydro-1 ,3,4-thiadiazin-2-

one;

and/or physiologically acceptable salts thereof, in the preparation of a medicament

for the treatment of inflammatory illnesses and autoimmune diseases, selected from the

group consisting of: tumours, tumour metastases, atherosclerosis, rheumatoid arthritis,
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Smultiple sclerosis, diabetes mellitus, ulcerative colitis and AIDS.
O

In a fourth aspect, the present invention provides a method for the treatment of:

inflammatory illnesses and autoimmune diseases selected from the group consisting of

tumours, tumour metastases, atherosclerosis, rheumatoid arthritis, multiple sclerosis,

diabetes mellitus, ulcerative colitis and AIDS in a subject, said method comprising

00 administration to the subject of a therapeutically effective amount of a compound as
F' defined in the first aspect.

In a fifth aspect, the present invention provides a method for the treatment of

inflammatory illnesses and autoimmune diseases selected from the group consisting of:

tumours, tumour metastases, atherosclerosis, rheumatoid arthritis, multiple sclerosis,

diabetes mellitus, ulcerative colitis and AIDS in a subject, said method comprising

administration to the subject of a therapeutically effective amount of a compound as

defined in the second aspect.

In a sixth aspect, the present invention provides a method for the treatment of

inflammatory illnesses and autoimmune diseases selected from the group consisting of:

tumours, tumour metastases, atherosclerosis, rheumatoid arthritis, multiple sclerosis,

diabetes mellitus, ulcerative colitis and AIDS in a subject, said method comprising

administration to the subject of a therapeutically effective amount of a compound as

defined in the third aspect.

The invention had the object of finding novel uses of the compounds of the

formulae I, in particular those which can lead to the preparation of medicaments.

It has been found that the compounds of the formulae I and salts thereof have very

valuable pharmacological properties and are well tolerated.

In particular, they exhibit selective phosphodiesterase IV inhibition combined with

an intracellular increase in cAMP Sommer et al., Nature Medicine, 1, 244-248 (1995)).

The PDE IV inhibition can be demonstrated, for example, analogously to C.W.

Davis in Biochim. biophys. Acta 797, 354-362 (1984).
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The compounds according to the invention can be employed for the treat-

ment of asthmatic diseases. The antiasthmatic action of PDE IV inhibitors

is described, for example, by T.J. Torphy et al. in Thorax, 46, 512-523

(1991) and can be determined, for example, by the method of T. Olsson,

Acta allergologica 26, 438-447 (1971).

Since cAMP inhibits bone-degrading cells and stimulates bone-forming

cells Kasugai et al., M 681 and K. Miyamoto, M 682, in Abstracts of

the American Society for Bone and Mineral Research, 18th Annual Meet-

ing, 1996), the compounds according to the invention can be employed for

the treatment of osteoporosis.

In addition, the compounds exhibit an inhibiting action to the formation of

TNF (tumour necrosis factor) and are therefore suitable for the treatment

of allergic and inflammatory diseases, autoimmune diseases and trans-

plant rejection reactions.

They can be employed for the treatment of memory disorders, tumours,

tumour metastases, atherosclerosis, rheumatoid arthritis, multiple sclero-

sis, Crohn's disease, atopic dermatitis, diabetes mellitus, ulcerative colitis

and AIDS.

The action of PDE IV inhibitors in the treatment of asthma, inflammatory

diseases, diabetes mellitus, atopic dermatitis, psoriasis, AIDS, tumour

growth or tumour metastases is described, for example, in

EP 779 291.

The antiinflammatory action of the substances according to the invention

and their efficacy for the treatment of, for example, autoimmune diseases,

multiple sclerosis or rheumatoid arthritis can be determined analogously to

the methods of N. Somrer et al., Nature Medicine 1, 244-248 (1995) or L.

Sekut et al., Clin. Exp. Immunol. 100, 126-132 (1995).
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The action of PDE IV inhibitors in the treatment of tumours is described, for

O example, in WO 95/35281, WO 95/17399 and WO 96/00215.

Surprisingly, it has been found that the compounds of the formulae I are suitable

for the treatment of cancer.

In a seventh aspect, the present invention provides use of a compound as defined in
M the first, second or third aspects in the preparation of a medicament for the treatment of

Sneoplastic damage.

In an eighth aspect, the present invention provides a method for the treatment of

neoplastic damage in a subject said method comprising administration to the subject of a
therapeutically effective amount of a compound as defined in the first, second or third
aspects.

The term neoplastic cells is taken to mean cancer cells.

The invention relates in particular to the use of the compounds of the formulae I
and their physiologically acceptable salts and/or solvates for the preparation of a
medicament for the treatment and/or prophylaxis of cancer diseases.

In a ninth aspect, the present invention provides use of a compound as defined in
the first, second or third aspects in the preparation of a medicament for the treatment of
pre-cancerogenic damage.

In a tenth aspect, the present invention provides a method for the treatment of
precancerogenic damage in a subject said method comprising administration to the subject
of a therapeutically effective amount of a compound as defined in the first, second or third
aspects.

The term precarcinogenic damage is taken to mean, for example, benign tumours in
the intestine which can lead to intestinal cancer.

The term precarcinogenic damage is taken to mean, in particular, the lesions
mentioned in US 5,948,911 in column 4, lines 49-60.
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SIrregularities in apoptosis (cell death) play a part in the formation of

0 precarcinogenic damage.

It is also known that the regulation of apoptosis plays an important role in diseases

connected with abnormal cell growth, such as, for example, benign prostate hyperplasia,

neurodegenerative diseases, such as, for example, Parkinson's, autoimmune diseases,
0 0 including multiple sclerosis, and rheumatoid arthritis, or infection diseases, such as AIDS.

The compounds of the formulae I modulate apoptosis and are used in the treatment

or prophylaxis of cancer diseases.

In an eleventh aspect, the present invention provides use of a compound as defined

in the first, second or third aspects in the preparation of a medicament for regulating

apoptosis in human cells.

In a twelfth aspect, the present invention provides a method for regulating

apoptosis in human cells said method comprising contacting said cells with an effective

amount of a compound as defined in the first, second or third aspects.

The compounds of the formulae I can be employed as medicament active
ingredients in human and veterinary medicine. They can furthermore be employed as
intermediates for the preparation of further medicament active ingredients.

The compounds of the formulae I can have a chiral centre and can therefore occur
in a plurality of stereoisomeric forms. All these forms (for example R and S forms) and
mixtures thereof (for example the R,S forms) are included in the formulae I.

These compounds of the formulae I can be used as medicaments in human or
veterinary medicine. Suitable excipients are organic or inorganic substances which are
suitable for enteral (for example oral), parenteral or topical administration and do not react
with the novel compounds, for example water, vegetable oils, benzyl alcohols, alkylene
glycols, polyethylene glycols, glycerol triacetate, gelatine, carbohydrates, such as lactose
or starch, magnesium stearate, talc or Vaseline. Suitable for oral
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administration are, in particular, tablets, pills, coated tablets, capsules,

powders, granules, syrups, juices or drops, suitable for rectal administra-

tion are suppositories, suitable for parenteral administration are solutions,

preferably oil-based or aqueous solutions, furthermore suspensions,

emulsions or implants, and suitable for topical application are ointments,

creams or powders. The novel compounds may also be lyophilised and the

resultant lyophilisates used, for example, for the preparation of injection

preparations. The preparations indicated may be sterilised and/or com-

prise assistants, such as lubricants, preservatives, stabilisers and/or wet-

ting agents, emulsifiers, salts for modifying the osmotic pressure, buffer

substances, colorants and flavours and/or one or more further active

ingredients, for example one or more vitamins.

The compounds of the formulae I and their physiologically acceptable salts

can be employed for combating diseases in which an increase in the

cAMP (cycloadenosine monophosphate) level results in inflammation inhi-

bition or prevention and muscle relaxation. The compounds according to

the invention can be used, in particular, in the treatment of osteoporosis,

tumours, tumour metastases, asthma, chronic bronchitis, atopic dermatitis,

psoriasis and other skin diseases and autoimmune diseases.

The substances according to the invention are in general preferably

administered in doses of between about 1 and 500 mg, in particular

between 5 and 100 mg, per dosage unit. The daily dose is preferably

between about 0.02 and 10 mg/kg of body weight. However, the specific

dose for each patient depends on a wide variety of factors, for example on

the efficacy of the specific compound employed, on the age, body weight,

general state of health, sex, on the diet, on the time and method of admini-

stration, on the excretion rate, medicament combination and severity of the

particular disease to which the therapy applies. Oral administration is

preferred.
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Compounds of the formulae I can have one or more centres of asymmetry. In this
case, they are usually in racemic form. Racemates obtained can be separated into their
enantiomers mechanically or chemically by methods known per se. Diastereomers are
preferably formed from the racemic mixture by reaction with an optically active resolving
agent.

00 Disclosed herein is the use of:

a) compounds, disclosed in EP 0 738 715 A2, selected from the
group consisting of

2 nitro be nzyl)-6-(3,4-d imet hoxyp hen yl)2,3 A 5-tetra hyd ro-
pyridazin-3-one, m.p. 1260;

2-(3-n itrobenzyl ,4-dimethoxypheny)y2,3,4 

pyridazin-3-one, m.p. 1220;

2-(2-n itrobenzyl)-6-(3 ,4-dimethoxyptenyl)23,45-tetrahydro-

pyridazin-3-one;

2- (2,3-d in itro be nzyl)-6-(3 ,4-d imet hoxyp hen yl>2 ,3 4 ,5-tetrah yd ro-
pyridazin-3-one;

2 2 4 -dinitrobenzy)-.6(3,4dimethoxypheny)23
4,5ttahdr

pyridazin-3-one;

2-(2-methoxybenzyl)6(3 4 -dimethoxyphenyi).2,3,45tetrahydro-
pyridazin-3-one;

2 4-methoxybenzyl)6(3,4-dimethoxyphenyl)
2 3

4

pyridazin-3-one;
2 -(2-chlorobenzyl)6(3 .4-dimethoxyphenyl)-2,3,4, 

pyridazin-3-one;

ichlo robe nzyl)-6-(3, dim eth oxyph eny)234,5tetra hyd ro
pyridazin-3-one;

2 4 -cyanobenzyl)y6.(3,4-dimethoxyphenyl)-2,3,4 

pyridazin-3-one;

2-(4-ca rboxybenzyl)-6-.(3 *4-dimethoxyphenyl)-.2,3,4 
pyridazin-3-one;
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2-(4-nitrobenzyl)-6-(3 ,4-d imethoxyphenyl)-5-ethyl-2 ,3 ,4 

pyridazin-3-one;

2-(3-nitrobenzyl)-6-(3 ,4-d imethoxyphenyl )-5-ethyl-2 ,3 

pyridazin-3-one;
2-(2-n itrobenzyl)-6-(3 ,4-d imethoxyphenyl)-5-ethyl-2 ,3,4,5-tetrahyd ro-

pyridazin-3-one;

2-(2 ,3-d initrobenzyl)-6-(3,4-d imethoxyphenyl )-5-ethyl-2 ,3,4 

hyd ropyridazin-3-one;
2-(2 ,4-dinitrobenzyl)-.6-(3,4-d imethoxyphenyl)-5-ethyl-2 ,3,4,5-tetra-

hyd ropyridazin-3-one;

2-(2-methoxybenzyl)-6-(3 ,4-dimethoxyphenyl )-5-ethyl-2 ,3,4 

hyd ropyridazin-3-one;

2-(4-methoxybenzyl)-6-(3 ,4-d imethoxyphenyl)-5-ethyl-2 ,3,4 

hydropyridazin-3-one;

2-(2-chlorobenzyl)-6.-(3 ,4-d imethoxyphenyl )-5-ethyl-2 ,3,4 

hydropyridazi n-3-one;

202-(2 ,6-dichlorobenzyI)-6-(3,4-dimethoxyphel)-5-ethyI-2 
hydropyridazin-3-one;

2-(4-cyanobenzyl)-6-(3 ,4-d imethoxyphenyl )-5-ethyl-2,3,4,5-tetra-

hydropyridazin-3-one;

2-(4-carboxybenzyl ,4-d imethoxyphenyl)-5-ethyl-2,3,4,5-tetra-

hydropyridazin-3-one;

2-(4-nitrobenzy)-6-.(3-methoxy-4-trifuoromlethoxyphel)-5-ethyl-

2,3 ,4,5-tetra hyd ropyridazi n-3-one;

2-(4-nitrobenzyl )-6..(3-methoxy-4-d 

2 ,3,4,5-tetrahyd ropyrid azin-3-one;

2-(4-nitrobenzy)-6--(3-methoxy-4-fluoromethoxyphel)-5-ethyI-

2,3,4,5-tetrahyd ropyrid azin-3-one;

2-(4-nitrobenzy)-6--(3-difIuoromlethoxy-4-mlethoxypheflY)5ethyI-

2,3,4,5-tetrahyd ropyrid azin-3-ofle;

2-(4-nitrobenzyl )-6.-(3-trifluoromethoxy-4-methoxyPhel)-5-ethyl-

2,3,4 ,5-tetrahydropyridazin-3-one;
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2-4ntoezl--(-looehx--ehxpey)5ehl

2,3,4 ,5-tetrahyd ropyridazi n-3-one;

2-4ntoezl--3mtox--toyhnl -ty-,3 

ropyridazin-3-ofle;
2-4ntoezl--3ehxy4mtoyhn ty-,3 ,4 

hydropyridazin-3-ofle;

2-4ntoezl--.-yrxy4mtoyhnl -ty-,3,4,5-tetra-

hydropyridazin-3-Qle;
2-4- irb zl6-4-ety ufonlph y)5ty 2,3,4, 

hydropyridazin-3-ofle;

2-4ntoezl-6.4mtyeexyhnl 

hydropyridazin-3-one;

2-4ntoezl--(-ylpntlx--ehxpey)5ehl
2,3,4 ,5-tetrahyd ropyrid azin-3-ofle;

2-(4-aminobenzyI)-.6-(3,4-dimethoxyphefl)- 2 3 ,,5-tetrahyd ro-

pyridazin-3-one, m.p. 1840;

2-(3-aminobenzyl)-.6-(3 ,4-dimethoxyphenyl)-2,3,4 ,5-tetrahyd ro-

pyridazin-3-one, m.p. 1400;

2-(2-aminobenzyl )-6-(3,4-dimethoxyphenyl)-2 ,3,4 ,5-tetrahyd ro-

pyridazin-3-one;

2-(2 ,3-diaminobenzyl)-6-(3,4-d imethoxyphenyl)-2 ,3,4,5-tetrahyd ro-

pyridazin-3-one;

2-(2,4-diaminobenzy)-6-(3,4-dimethoxyphefl)- 2 ,3,4 ,5-tetrahyd ro-

pyridazin-3-one;

2-4aioezl-3(,-dmtoyhnl 

hydropyridazin-3-ofle;
2-(3-aminobenzyl)-(6 imethoxyphenyl )-5-ethyl-2 ,3,4 

hydropyridazin-3-ofle, m.p. 490;

2-(2-aminobenzyl)-6-(3 ,4-d imethoxyphenyl)-5-ethyl-2 ,3 

hyd ropyridazin-3-one;
2-(2,3-d iaminobenzyl)-6-(3 ,4-dimethoxyphenyl)-5-ethyl-2 ,3,4 

hyd ropyridazin-3-one;
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2-(2,4-d iaminobenz.yl)-6-(3 ,4-dimethoxyphenyl)-5-ethyl-2 ,3 

hyd ropyridazin-3-one;

2-4aioezl--(-ehx--tilooehxpey)5ehl

2,3,4 ,5-tetrahyd ropyridazi n-3-one;

2-(4-aminobenzyl)-6-(3-methoxy-4-d ifluoromethoxyphenyl 

2,3,4,5-tetrahyd ropyrid azi n-3-one;

2-(4-aminobenzy)-6-(3-methoxy-4-fIuoromethoxypheflY)5ethylI

2,3,4 ,5-tetrahydropyridazin-3-ofle;
2-(4-aminobenzy)-6-(3-difluoromlethoxy-4-methoxyphel)-5-ethyl-

2,3 ,4,5-tetra hyd ropyridazi n-3-one;

2-(4-aminobenzyl )-6-(3-trifluoromethoxy-4-methoxyphelyl)-5-ethYl-

2,3,4 ,5-tetrahydropyridazin-3-one;

2-(4-aminobenzy)-6-(3-fluoromethoxy-4-ethoxypheyl)-5-ethyI-
2,3,4 ,5-tetrahyd ropyrid azin-3-one;

2-(4-aminobenzyl)-6-(3-methoxy-4-ethoxyphel)-5-ethyl-2 ,3,4 

tetrahyd ropyrid azi n-3-on e;

202-(4-aminobenzyl)-6-(3-ethoxy-4-ethoxyphel)-5-ethyl-2 
,3 

tetra hyd ropyridazi n-3-one;

2-(4-aminobenzyl)-6-(3-hyd roxy-4-meathoxyphenyl)-5-ethyl-2 ,3,4,5-

tetra hyd ropyridazin-3-one;

2-(4-a m ino benzy)- 6-(4-m ethys u Ifonl p henl)-5-ethyI-2 ,3 ,4 

hydropyridazin-3-one;

2-(4-a m inobe nzy)-.6-(4-m ethyel e oxyp hefnl)-5-ethyI- 2 3 ,4 

hyd ropyridazin-3-one;

2-(4-aminobenzy)-.6-(3-cyclopentyoxy-4-methoxyphel)-5-ethyl-

2,3,4,5-tetrahyd ropyrid azin-3-one;

2-(3-aminobenzy)-.6-(3-cyclopentyoxy-4-ethoxyphel)-5-ethylk

2,3,4,5-tetrahydropyridazin-3-one, m.p. 1Q9';

2-(4-aminophenethiyl imethoxyphenyl)-2 ,3,4 

pyridazin-3-one;
2-(4-aminophenethiyl)-6-(3 ,4-d imethoxyphenyl)-5-ethyl-2 ,3 

hyd ropyridazin-3-one;
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2-(3-aminobenzy)-6'-(3-ethoxy-4-methoxyphel)- 2 ,3 ,4 

pyridazin-3-one, m.p. 11:2";

2-(4-carboxybenzyl ihyd roxyphenyl)-5-ethyl-2 ,3 

hyd ropyridazin-3-one;
2-(4-butyrylaminobenzyl)-6-(3,4-d imethoxyphenyl)-2 ,3,4 

pyridazin-3-one, m.p. 1480;

2-(4-acetamidobenzyl)-6-(3 ,4-d imethoxyphenyl)-2 ,3,4 

pyridazin-3-one, m.p. 1830;

2-(4-trifluoroacetarniidobelzyl)-6-(3 ,4-d imethoxyphenyl ,3,4 

hydropyridazin-3-one, m.p. 2100;

2-(4-methylsulfonamidobelzyl)-6-(3 ,4-dimethoxyphenyl ,3 

hydropyridazin-3-ofle, m.p. 1380;

2-(4-propionylaminobelzyl)-6-(3,4-d imethoxyphenyl)-2 

hydropyridazin-3-ofle, m.p. 1760;

2-(4-tert-butylcarbonylamilobelzyl)-6-(3 ,4-d imethoxyphenyl)-2 ,3 

tetrahydropyridazin-3-one, m.p. 1550;

202-(4-isobutyrylaminobenzy)-6-(3,4-dimethoxyphel)-
2 ,3,4 

hydropyridazin-3-one;

2-(4-methoxycarbonylamilobely)-6-(3,4-dimethoxyphefl)- 2 3,4,5-

tetra hyd ropyrid azi n-3-one;

2-(4-pivalylaminobenzyl)-6-(3,4-d imethoxyphenyl)-2 ,3,4 

hydropyridazin-3-one;

2-(4-cyclopentylcarbamoylbelY)-6-(3,4-d imethoxyphenyl ,3,4 

tetra hyd ropyrid azi n-3-o rie;

2-(4-ethoxycarbonylaminobelzyl)-6-(3 ,4-d imethoxyphenyl)-2 33,4,5-

tetra hyd ropyrid azi n-3-o ne, m. p. 1470;

2-(4-methoxalylam inobenzyl)-6-(3,4-dimethoxyphel)-2 ,3 

hyd ropyridazin-3-one;

2-(4-ureidobenzyl).-E-(3,4-d imethoxyphenyl ,3 ,4,5-tetrahyd ro-

pyridazin-3-one;
2-(4-pentanoylaminobenzyl)-6-(3 ,4-d imethoxyphenyl ,3 

hyd ropyridazin-3-one;
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2-(4-hexanoylamiflobefly)-6-(3,4-dimethoxyphenyl)-2 3,4 

hydropyridazin-3-ole;

2-(4-pentafluoropropioflamiflobeflY)- 6 3 .4-dimethoxyphenyl)-

52 ,3,4,5-tetrahydropyridazil-3-ole;
2-(4-acetamidobenzyl )-6-(3,4-dimethoxyphenyl )-5-ethyl-2 ,3 4, 

hydropyridazin-3-one;

2-4tilooctnioezl-6(,-iehxpey)5ehl

2,3,4,5-tetrahydropyridazil-3-Qfle, m.p. 1330;

2-(4-m ethyl suIfo nam idobelzyl ,4-d i meth oxyp he nyl 

2,3 ,4,5-tetrahyd ropyridazin-3-one;

2-(4-propionylaminobefly)-6-(3,4-dimethoxypheflY)5ethyI
2 ,3 

tetrahydropyridazin-3-ofle, m.p. 810;

2-(4-tert-butylcarbcnylailobelY)-6-(3,4-dimthoxyphel)-5-ethyl-
2,3,4 .5-tetrahyd ropyridazin-3-one;

2-(4-butyrylaminobenzyl)-6-(3,4-d imethoxyphenyl )-5-ethyl-2 .3,4,5-

tetra hyd ropyrid azi n-3-orie, m.p. 1170;

~2-(4-isobutyrylamirnobenzyI)-6-(3,4-dimethoxypheflY)5ethyI-
2 3,4,5-

tetra hyd ropyridlazi n-3-one;

2-(4-methoxycarbonylamilobely)-6-(3,4-d imethoxyphenyl 

2,3,4,5-tetrahydropyridazil-3-ofle, m.p. 1440;

2-(4-pivalylaminobenzy)-6-(3,4-dimethoxyphel)-5-ethyl-2 .3,4,5-

tetra hyd ropyridlazi n-3-ofle;

2-(4-cyclopentylcarbamoylbel)-6-(3,4-dimethQxypheflY)S5ethyl'

2,3,4 ,5-tetrahyd ropyridazin-3-one;

2-(4-ethoxycarbonylamilobelzyl)-6-(3 ,4-d imethoxyphenyl 

2,3,4,5-tetrahydropyridazil-3-ofle, m.p. 1540;

2-(4-methoxalylamilobelzyl 

2,3,4 .5-tetrahyd ropyridazin-3-one;

2-(4-u reidobenzyl)-6-(3,4-dimethoxyphelyl)-5-ethyI-2 3,4 

hyd ropyridazin-3-one;
2-(4-pentanoylaminobenzyl)-6-(3,4-d imethoxyphenyl )-5-ethyl-2 .3,4,5-

tetra hyd ropyrid azi n-3-o ne;
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2-(4-hexanoylaminobelzyl)-6-(3 ,4-dimethoxyphenyI)-5-ethyI-2,3 ,4 

tetra hyd ropyridazifl-3-ole;

2-(4-pentafluoroprcpioflamlifobeflY)- 6 3 

5ethyl-2 ,3 ,4,5-tetrahydropyridazifl-3-ole;
2-4aeaioezl--3ehoy4mtoyhnl -ty-,3,4,5-

tetrahyd ropyridlazi n-3-one;

2-(4-trifluoroacetalfidobefly)-6-(3-ethoxy-4methoxyphenyi 

2,3 ,4,5-tetrahyd ropyrid azin-3-one;

2-(4-methylsulfonaryidobenlZY)-6-(3-ethoxy-4methoxyphenyI)S5

ethyl-2 ,3,4 ,5-tetrahyd ropyridlazi n-3-one;

2-(4-propionylaminobel)-6-(3-ethoxy-4-methoxyphel)-5-ethyl-

2,3,4 ,5-tetrahyd ropyrid azin-3-one;

2-4btrlmnbny)6(-thx--ehxpey)5ehl
2 ,3,4,5-tetrahydropyridazil-3-ole;

2-(4-isobutyrylamiriobenzy)-6-(3-ethoxy-4-methoxyphel)-5-ethyl-

2 ,3,4,5-tetrahyd ropyrid azin-3-one;

2-(4-methoxycarbonylaminobel)-6-(3-ethoxy-4-methoxyphefl)S5
ethyl-2 ,3 ,4,5-tetrahyd ropyrid azin-3-one;

2-(4-pivalylaminobenzy)-6-(3-ethoxy-4-ethoxyphel)-5-ethyl-

2,3,4, 5-tetrahyd ropyrid azin-3-one;

2-(4-cyclopenty~carbamoylbel)-6-(3-ethoxy-4-methoxyphefl)-5
ethyl-2 ,3,4,5-tetrahydropyridazil-3-ole;

2-(4-ethoxycarbonylamilobenl~y)-6-(3-ethoxy-4methoxyphefl)S5

ethyl -2 ,3,4,5-tetra hyd ro pyridazin-3-one;

2-(4-methoxalylaminobenzy)-6-(3-ethoxy-4-methoxyphefl)S5ethyI-

2 ,3,4,5-tetrahyd ropyrid azin-3-one;

2-(4-ureidobenzy)-6-(3-ethoxy-4-mlethoxypheflY)5ethy- 2 ,3 

tetra hyd ropyrid azi n-3-one;

2-(4-pentanoylami nobenzyl)-6-(3-ethoxy-4-methoxyphelyl)-5-ethYl-

2,3,4 ,5-tetrahydropyrida- zin-3-ofle;

2-(4-hexanoylaminobenzy)-6(3-ethoxy-4-mlethoxyphefl)S5ethylI

2,3,4 ,5-tetra hyd ropyrid azin-3-one;
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2-(4-pentafluoroprcipioflyamilobefzlY)6(3-ethxy-4 -methoxy-

phenyl)-5-ethyl-2 ,3 ,4,5-teatrahyd ropyridlazi n-3-one;

2-4aeaioezl--3ccoetlx--ehxpey)5ehl

52 ,3,4,5-tetrahydropyridazil-3-ole;

5-ethyI-2,3,4,5-tetrahydropyridazil-3-ofle, m.p. 1620;

2-(4-m ethyl sufo n arnid obelzyl )-6-(3-cyclo pe ntyloxy-4-lmeth oxy-

phenyl)-5-ethyl-2 ,3,4,5-tetrahyd ropyridazin-3-one;

2-4poinlmnbny)6(-ccoetlx--ehxpey)-5-

ethyl-2,3,4,5-tetrahydropyridazil-3-ofle, m.p. 690;

2-(4-tert-butylca rbconylam inobenzyl )-6-(3-cyclopentyloxy-4-methoxy-

phenyl)-5-ethyl-2 ,3,4 ,5-tetrahydropyridazifl-3-ole;

2-(4-butyrylaminobenzyl )-6-(3-cyclopentyloxy-4-methoxyphel)-5-

ethyl -2 ,3,4,5-tetra hyd ro pyrid azin-3-onle;

2-(4-isobutyrylamiriobelzy)-6(3-cycIopefloxy-4methoxyphenl)S5

ethyl -2 ,3,4,5-tetra hyd ro pyrid azil-3-ofle;

2-(4-methoxycarbconyla mi nobenzyl )-6-(3-cyclopentyloxy-4-methoxy-

phenyl)-5-ethyl-2 ,3 ,4,5-tetrahydropyridazil-3-ole;

2-(4-pivalylaminobenzy)-6-(3-cycIopeltyioxy-4-methoxyphefl)S5

ethyl -2 ,3,4,5-tetra hyd ro pyrid azi n-3-ofle;

2-(4-cyclopentylcarbamloyl benzyl )-6-(3-cyclopentyloxy-4-methoxy-

phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazif-30fle;

2-(4-ethoxycarbonylanobel)-6-(3-cycIopeftlYoxy-4 methoxy-

phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazil-3-ofle, m. p. 730;

2-(4-methoxalylamilobel)-6-(3-cycIopeftlYoxy-4methoxyphenyI)-

5-ethyl-2,3,4,5-tetrahyd ropyridazin-3-one;
2-(4-u reidobenzy)-6-(3-cyclopeltyoxy.-4-mlethoxypheflY)S5ethyI-

2,3,4 ,5-tetrahyd ropyridazin-3-one;

2-(4-pentanoylaminobenzy)-6-(3-cycIopeltyoxy-4-methoxyphenl)S5

35ethyl-2,3 ,4 ,5-tetrahyd ropyridazin-3-one;

2-(4-hexanoylaminobenzy)6-(3-cycIopeloxy-4-methoxyphel)'S

ethyl -2 5-tetra hyd ropyrid azi n-3-o ne;
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2-(4-pentafluoroprcpioflyamiobel)-6-(3-cyclopeloxy-4

methoxyphenyl )-5-ethyl-2,3,4 ,5-tetrahydropyridazin-3-ofle;

2-(4-acetamidophenethyl)-6-(3 ,4-d imethoxyphenyl )-5-ethyl-2 ,3 

tetra hyd ropyrid azin-3-one;

2-(4-trifluoroacetarniidopheflethy)-6-(3,4-d imethoxyphenyl 

2,3 ,4,5-tetrahydropyridazifl-3-ole;

2-(4-methylsulfonamidopheflethyl)-6-(3 ,4-d 

2,3,4,5-tetrahyd ropyridlazi n-3-one;

2-(4-propionylaminophenethyl)-6-(3,4-d imethoxyphenyl 

2,3,4,5-tetrahyd ropyridazi n-3-ofle;

2-(4-butyrylaminophenethyl )-6-(3,4-dimethoxyphenyl)-5-ethy1-2 13,4,5-

tetra hyd ropyrid azin-3-one;

2-(4-isobutyrylaminophenethyl)-6-(3 
2,3 ,4,5-tetrahyd ropyrid azin-3-one;

2-(4-methoxycarbonylaminophenethyl)-6-(3,4-d 

ethyl -2 ,3,4,5-tetra hyd ro pyrid azi n-3-o ne;

202-(4-pivalylaminoplienethyl)-6-(3,4-d imethoxyphenyl )-5-ethyl-2 ,3,4 

tetra hyd ro pyrid azi n-3-one;

2-(4-cyclopentylcarbamoylphenethyl)-6-(3 ,4-d 

ethyl-2 ,3 ,4,5-tetra hyd ropyrid azin-3-one;

2-(4-ethoxycarbonylaminophenethyl ,4-d 

ethyl-2 ,3,4 ,5-tetra hyd ropyrid azin-3-one;

2-(4-methoxalylaminophenethyl)-6-(3 ,4-d imethoxyphenyl 

2,3,4 ,5-tetrahydropyridazin-3-one;

2-(4-u reidophenethiyl)-6-(3,4-dimethoxyphelyl)-5-ethyl-2 ,3 

hydropyridazin-3-one;
2-(4-pentanoylaminophenethyl)-6-(3,4-d imethoxyphenyl 

2,3,4,5-tetrahyd ropyridazi n-3-one;

2-(4-hexanoylaminophenethyl 

2,3,4,5-tetrahyd ropyrid azin-3-one;

2-(4-pentafluoropropionylaminophenethyl)-6-(3 ,4-dimethoxyphenyl)-

5-ethyl-2 ,3,4 ,5-tetrahydropyridazin-3-one;
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2-(3-acetamidobenzyl imethoxyphenyl )-5-ethyl-2 ,3 A 

hydropyridazin-3-one;

2-(3-trifluoroacetaniidobefly)-6-(3,4-dimethoxyphefl)S5ethylI

2,3,4,5-tetrahydropyridazin-3-ofle, m.p. 1420;

2-(3-m ethyl suIfo na mid obe nzyl)-6-(3 ,4-d i methoxyp 

2,3 ,4,5-tetrahyd ropyridazin-3-one;

2-(3-propionylaminobenzyI)-6-(3,4-dimethoxypheflY)5ethy- 2 ,3 

tetra hyd ropyrid azi n-3-o ne, m.p. 1260;

2-(3-butyrylaminobenzy)-6-(3,4-dimethoxyphel)-5-ethyl-2,3,4,5-

tetra hyd ropyridazi n-3-one;

2-(3-isobutyrylaminobenzyl)-6-(3,4-d imethoxyphenyl)-5-ethyl-2 ,3,4,5-

tetra hyd ro pyrid azi n-3-one;

2-(3-methoxycarbonylamiflobenly)-6-(3,4-dimethoxyphefl)S5ethyI-
2,3,4,5-tetrahydropyridazin-3-one;

2-(3-pivalylaminobenzyl)-6-(3 ,4-d imethoxyphenyl)-5-ethyl-2 ,3,4 

tetra hyd ro pyrid azi n-3-o ne;

202-(3-cyclopentylcarbamoylbenzyl)-6-(3 ,4-d imethoxyphenyl 

2 ,3,4,5-tetrahyd ropyridazin-3-one;

2-(3-ethoxycarbonylaminobenzyl)-6-(3,4-d 

2,3,4,5-tetrahydropyridazin-3-one, m.p. 540;

2-(3-methoxalylaminobenzyl)-6-(3,4-dimethoxyphelyl 
2,3,4 ,5-tetrahyd ropyridazin-3-one;

2-(3-ureidobenzyl)-6-(3 ,4-d imethoxyphenyl )-5-ethyl-2 ,3,4,5-tetra-

hyd ropyridazin-3-one;

2-(3-pentanoylaminobenzy)-6-(3,4-dimethoxyphel)-5-ethyI- 2 ,3,4 

tetra hyd ropyrid azi n-3-one;
2-(3-hexanoylaminobenzyl)-6-(3,4-d imethoxyphenyl)-5-ethyl-2 ,3 

tetra hyd ropyridazin-3-one;

2-(3-pentafluoropropionylamilobely)-6-(3 ,4-d 

35ethyl-2 ,3,4 ,5-tetrahydropyridazin-3-one;
2-(4-acetamidobernzyl )-6-(3-fluoromethoxy-4-methoxyphelyl 

2 ,3,4,5-tetrahyd ropyridazin-3-one;
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2-4tilooctnioezl--(-looehx--ehxpey)

5-ethyl-2 ,3,4 ,5-tetrahyd ropyrid azi n-3-one;

2-(4-methylsulfonamidobel)-6-(3-fIuoromlethoxy-4 methoxy-

phenyl)-5-ethyl-2 ,3,4,5-tetra hyd ropyridazi n-3-one;

2-4poinlmnbny)6(-looehx--ehxpey)5

ethyl-2 ,3 ,4,5-tetrahyd ropyridazin-3-one;

2-(4-butyrylaminobenzy)-6(3-fIuoromfethoxy-4-methoxypheflyi)-5

ethyl-2 ,3 ,4,5-tetrahyd ropyrid azi n-3-one;

2-(4-isobutyrylaminobenzy)-6-(3-fuoromlethoxy-4-methxyphel)-5-

ethyl-2 ,3 ,4,5-tetrahyd ropyrid azi n-3-one;

2-(4-methoxycarbonyaminobenzy)-6-(3-fuoromlethoxy- 4 -methoxy-

phenyl)-5-ethyl-2 ,3,4 ,5-tetrahydropyridazin-3-one;

2-(4-pivalylaminobenzy)-6-(3-fuoromlethoxy-4-mlethoxyphefl)S5
ethyl-2 ,3 ,4,5-tetrahydropyridazin-3-ofle;

2-(4-cyclopentylcarbamoybel)-6-(3-fIuoromlethoxy-4methoxy-

phenyl )-5-ethyl-2 ,3,4,5-tetrahydropyridazin-3-one;

2-(4-ethoxycarbonylaminobenzy)-6-(3-furomethoxy-4-methoxy-
phenyl)-5-ethyl-2 ,3 ,4,5-tetrahydropyridazin-3-ofle;

2-(4-methoxalylaminobenzy)-6-(3-fuoromlethoxy-4-methoxyphel)-

5-ethyl-2,3,4,5-tetrahyd ropyridazi n-3-one;

2-(4-u reidobenzyl)..6-(3-fluoromethoxy-4-methoxyPhelYl)-5-ethYl-
2,3,4,5-tetra hyd ropyridazin-3-ofle;

2-(4-pentanoylaminobenzy)-6-(3-fluoromlethoxy-4-methoxyphefl)S5

ethyl-2 ,3,4 ,5-tetrahyd ropyrid azi n-3-one;

2-(4-hexanoylaminobenzy)-6-(3-fuoromethoxy-4-methoxyphenl)-5

ethyl-2,3,4,5-tetrahyd ropyrid azin-3-one;
2-(4-pentafluoropropionyaminobel)-6-(3-furomlethoxy-4

methoxyphenyl)-5-ethy[.2 ,3,4,5-tetrahyd ropyridazin-3-one;

2-(4-acetamidobenzyl)-6-(3-d 

35ethyl-2 ,3 ,4,5-tetrahydropyridazin-3-one;
2-(4-trifluoroacetamidobenzyl ifluoromethoxy-4-methoxy-

phenyl )-5-ethyl-2,3 ,4 ,5-tetrahyd ropyrid azin-3-one;
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2-(4-methylsulfonamlidobelY)-6-(3-d ifluoromethoxy-4-methoxy-

phenyl)-5-ethyl-2 ,3 ,4,5-tetrahydropyridazil-3-ole;

2-(4-propionylamilobelzyl)-6-(3-d ifluoromethoxy-4-methoxypheflyl)-

5-ethyl-2 ,3,4,5-tetra hyd ropyrid azin-3-one;

2-(4-butyrylaminobenzyl )-6-(3-difluoromethoxy-4-methQxyphel)-5-

ethyl-2,3,4,5-tetrahydropyridazil-3-ole;

2-(4-isobutyrylaminobenzyl)-6-(3-d ifluoromethoxy-4-methoxypheflyl)-

5-ethyl-2 ,3 ,4,5-tetrahyd ropyridlazi n-3-one;

2-(4-methoxycarbonylamilobely)-6-(3-d ifluoromethoxy-4-methoxy-

phenyl)-5-ethyl-2 ,3,4 ,5-tetrahydropyridazin-3-ole;

2-(4-pivalylaminobefly)-6-(3-difluoromethoxy-4methoxyphenyl)'S-

ethyl-2 ,3,4,5-tetra hyd ropyrid azin-3-one;

2-(4-cyclopentylcarba1oylbel)-6-(3-difIuoromethoxy-4methoxy-
phenyl)-5-ethyl-213 ,4,5-tetrahydropyridazin-3-ofle;

2-(4-ethoxycarbonyla mi nobenzyl )-6-(3-difl uoromethoxy-4-methoxy-

phenyl)-5-ethyl-2 ,3,4 ,5-tetrahydropyridazin-3-ole;

2-(4-methoxalylaminobelzyl)-6-(3-d ifluoromethoxy-4-methoxy-

phenyl )-5-ethyl-2 ,3,4,5-t~etrahyd ropyridazin-3-one;

2,3,4 ,5-tetrahyd ropyridazi n-3-one;

2-(4-pentanoylaminobelzyl)-6-(3-d ifluoromethoxy-4-methoxypheflyl)-

5-ethyl-2 ,3,4 ,5-tetra hyd ropyrid azin-3-one;

2-4hxnyaioezl--3dilooehx--ehxpey)

5-ethyl-2 ,3 ,4,5-tetrahyd ropyridazin-3-one;

2-(4-pentafluoropropionyailobel)-6-(3-difluoromethoxy-4

methoxyphenyl)-5-ethyl-2 ,3,4 ,5-tetrahydropyridazifl-3-ole;
2-(4-acetamidobenzy)6(3-trifluoromethoxy-4-methoxyphenyI)-5

ethyl -2 ,3,4,5-tetra hyd ro pyrid azinl-3-onle;

2-(4-trifluoroacetaridobel)-6-(3-trifuoromlethoxy- 4 -methoxy-

enyl )-5-ethyl-2 ,3,4,5-tetra hyd ropyrid azin-3-one;

2-(4-methylsulfonamidobel)-6-(3-trifuoromethoxy-4 -methoxy-

phenyl )-5-ethyl-2 ,3,4 ,5-tetrahyd ropyrid azi n-3-one;
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5-ethyl-2 ,3,4,5-tetrahyd ro)pyridazi n-3-one;

2-4btrlmnbny)6(-rflooehx--ehxpey)5

ethyl-2,3,4,5-tetrahyd ropyridazi n-3-one;

2-4iouyyaioezl--3tilooehx--ehxpey)

5-ethyl-2,3,4,5-tetrahyd ro pyridazi n-3-one;

2-(4-methoxycarboflamilobely)-6-(3-tfluoromethoxy-4 methoxy-

phenyl)-5-ethyl-2 ,3,4,5-tetra hyd ropyrid azin-3-one;

2-4pvllmnbny)6(-rflooehx--ehxpey)5

ethyl-2 ,3,4,5-tetra hyd ropyridazin-3-one;

2-(4-cyclopentylcar-bamoylbel)-6-(3-tfluoromethoxy-4methoxy-

phenyl)-5-ethyl-2 ,3 A ,5-tetrahydropyridazin-3-ofle;

2-(4-ethoxycarbonylaminobel)-6-(3-tfluoromethoxy-4methoxy-
phenyl)-5-ethy1-2,3,4,5-tetrahydropyridazil-3-ole;

2-(4-methoxalylaminobenzy)-6-(3-trifluoromlethoxy-4-methoxy-

phenyl)-5-ethyl-2 13,4,5-tetrahydropyridazil-3-ole;

202-(4-ureidobenzy).6-(3-trifuromlethoxy-4-methoxyphel)-5-ethyl-
202,3,4,5-tetrahyd ropyridazi n-3-ole;

2-(4-pentanoylaminobenzy)-6-(3-trifuoromethoxy-4-methoxyphel)-

5-ethyl-2 ,3,4,5-tetrahydropyridazifl-3-ole;

2-(4-hexanoylaminobel)-6-(3-trifluoromethoxy-4methoxyphenyI)-
5-ethyl-2 ,3,4 ,5-tetra hyd ropyrid azin-3-one;

2-(4-pentafluoropropionylaminobel)-6-(3-trifIuoromethxy- 4

methoxyphenyl)-5-ethyl.-2,3,4,5-tetrahYd ropyridazin-3-one.

2-4aeaioeiy)6(-ehx--looehxpey)5ehl

2 ,3,4,5-tetrahydropyridazin-3-ole;
2-(4-trifluoroacetamidobel)-6-(3-ethoxy-4-fIuoromethoxyphenyI)-

5-ethyl-2 ,3,4,5-tetrahyd ropyridazin-3-one;

2-(4-methylsulfoncrnidobel)-6-(3-methoxy-4-fuoromethoxy-

35phenyl)-5-ethyl-2,3 ,4 ,5-tetrahydropyridazin-3-ofle;
2-(4-propionylaminobenzy)-6-(3-methoxy-4-furomlethoxyphenl)S5

ethyl-2 ,3 A ,5-tetrahyd ropyrid azin-3-one;



WO 03/032993 PCT/EP02/10507

24 

ethyl-2,3,4,5-tetrahydropyridazil-3-ole;

2-4iouyyaioezl--3mehx--looehxpey)5

ethyl -2 ,3,4,5-tetra hyd ropyridazin-3-one;

2-(4-methoxycarbon ylaminobenzyl)-6-(3-methoxy-4-fUromethoxy-

phenyl)-5-ethyl-2 ,3,4,5-te~trahyd ropyridazi n-3-one;

2-(4-pivalylaminobn.rzy)-6-(3-ethoxy-4-fuoromethoxyphel)-5-

ethyl-2,3,4,5-tetrahydropyridazil-3-ole;
2-(4-cyclopentylcarbamoybel)-6-(3-methoxy-4-fluoromethoxy-

phenyl)-5-ethyl-2,3,4,5-tetrahyd ropyrid azi n-3-one;

2-(4-ethoxycarbonylaminobenzy)-6-(3-methoxy-4-fuoromethoxy-

phenyl)-5-ethyl-2 ,3,4 ,5-tetra hyd ropyrid azi n-3-one;

2-(4-methoxalylaminobenzy)-6-(3-methoxy-4-fuoromlethoxyphel)-
5-ethyl-2 ,3,4,5-tetrahyd ropyrid azin-3-one;

2-(4-ureidobenzyl )-6-(3-methoxy-4-fluoromethoxyphelyl 

2,3,4 .5-tetrahyd ropyrid azi n-3-one;

2-(4-pentanoylaminobenzyl )-6-(3-methoxy-4-fluoromethoxyphelyl)-5-

ethyl-2 ,3 ,4,5-tetrahydropyridazin-3-one;

2-(4-hexanoylaminobenzy)-6-(3-ethoxy-4-fuoromlethoxyphel)-5-

ethyl-2 ,3 ,4,5-tetrahyd ropyrid azin-3-one;

2-(4-pentafluoroproionyaminobenzy)-6-(3-methoxy-4-fIuoro-
methoxyphenyl)-5-ethyl-2 ,3,4,5-tetrahyd ropyrid azi n-3-one;

2-(4-acetamidobenz-yl )-6-(3-methoxy-4-difluoromethoxypheflyl)-5-

ethyl-2 ,3,4 ,5-tetrahyd ropyrid azin-3-one;

2-(4-trifluoroacetam idobenzyl)-6-(3-methoxy-4-d ifluoromethoxy-

phenyl)-5-ethyl-2 13,4 ,5-tetrahydropyridazin-3-one;
2-(4-methylsulfonamidobenzyl)-6-(3-methoxy-4-d ifluoromethoxy-

phenyl)-5-ethyl-2 13,4 ,5-tetrahydropyridazin-3-one;

2-(4-propionylaminobenzy)-6-(3-ethoxy-4-difluoromlethoxyphel)-

355-ethyl-2 13,4 ,5-tetra hyd ropyrid azin-3-one;

2-(4-butyrylaminobenzyl)-6-(3-methoxy-4-d ifluoromethoxyphenyl 

ethyl -2 ,3,4,5-tetra hyd ropyridlazi n-3-one;
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2-4iouyyaioezl--3mehx--ilooehxpey)

5-ethyl-2 ,3,4 ,5-tetrahyd ropyridlazi n-3-one;

2-(4-methoxycarbon ylaminobenzyl)-6-(3-lethoxy-4-difuoromethoxy-

)-5-ethyl-2 ,3 ,4,5-tetrahydropyridazifl-3-ole;

2-(4-pivalylaminoborizy)-6-(3-methoxy-4-d 

ethyl-2,3,4, 5-tetrahyd ropyridlazi n-3-one;

2-4ccoetla-aolezl--3mtoy4dfurmtoy

phenyl)-5-ethyl-2 ,3 ,4,5-tetrahydropyridazin-3-ofle;

2-(4-ethoxycarbonylaminobel)-6-(3-methoxy-4-d ifluoromethoxy-

phenyl )-5-ethyl-2 ,3,4 ,5-tetrahyd ropyridazi n-3-one;

2-(4-methoxalylaminobenzy)-6-(3-methoxy-4-d ifluoromethoxy-

phenyl)-5-ethyl-2,3 ,4,5-tetrahydropyridazin-3-ofle;

2-(4-u reidobenzy).6-(3-methoxy-4-difIuoromlethoxyphefl)5ethyI-
2,3,4,5-tetrahydropyridazin-3-ole;

2-(4-pentanoylaminiobenzyl )-6-(3-methoxy-4-difluoromethoxyphel)-

5-ethyl-2 5-tetrahyd ro pyridazi n-3-one;

2-(4-hexanoylaminobenzy)-6-(3-methoxy-4-difluoromethoxyphel)-

5-ethyl-2 ,3,4 ,5-tetrahyd ropyrid azi n-3-one;

2-(4-pentafluoropropionylamiflobefly)-6-(3-methoxy-4-difluoro-

methoxyphenyl)-5-ethyl-.2,3,4 ,5-tetrahydropyridazin-3-ofle;

2-(4-acetamidoberzy)-6-(3-methoxy-4-trifIuoromethoxyphefl)S5
ethyl -2,3,4,5-tetra hyd ropyrid azin-3-one;

2-(4-trifluoroacetarnidobenzy)-6-(3-ethoxy-4-trifuoromethoxy-

phenyl)-5-ethyl-2 ,3 ,4,5-tetrahydropyridazil-3-ole;

2-(4-methylsulfonamidobenzy)-6-(3-ethoxy-4-trifluoromethoxy-

phenyl)-5-ethyl-2 ,3,4,5-tetrahyd ropyridazin-3-one;

2-(4-propionylamiriobenzy)-6-(3-ethoxy-4-tifuoromlethoxyphel)-

5-ethyl-2 ,3 ,4,5-tetrahyd ropyrid azin-3-one;

2-(4-butyrylaminobenzy)-6-(3-methoxy-4-trifuoromethoxyphel)-5-

35ethyl-2 5-tetrahyd ropyridazin-3-one;
2-(4-isobutyrylaminobenzy)-6-(3-methoxy-4-trifuoromethoxyphel)-

5-ethyl-2 5-tetrahyd ropyrid azin-3-one;
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phenyl)-5-ethyl-2 ,3 ,4,5-teltrahyd ropyridlazi n-3-one;

2-(4-pivalylaminobErizy)-6-(3-methoxy-4-tfluoromethoxyphenl)-5

ethyl -2 ,3,4,5-tetra hyd ropyridazi n-3-one;

2-(4-cyclopentylcarbamoyl benzyl )-6-(3-methoxy-4-trifl uoromethoxy-

p hen yl)-5-eth yl-2 ,3 ,4,5-tetra hyd ropyridazi n-3-one;

2-(4-ethoxyca rbonylam inobenzyl )-6-(3-methoxy-4-trifluoromethoxy-

phenyl)-5-ethyl-2 ,3 ,4,5-teatrahydropyridazin-3-ole;
2-(4-methoxalylami nobenzyl)-6-(3-methoxy-4-triflUOromethoxy-

phenyl)-5-ethyl-2 ,3,4 ,5-tetrahydropyridazin-3-ofle;

2-(4-u reidobenzyl)-6-(3-methoxy-4-triflUOromethoxyphel)-5-ethyl-

2,3,4 ,5-tetrahyd ropyridazi n-3-one;

2-(4-pentanoylamirobenzy)-6-(3-methoxy-4-trifuoromlethoxyphel)-
5-ethyl-2 ,3,4 ,5-tetrahydropyridazin-3-one;

2-(4-hexanoylaminobelzy)-6-(3-ethoxy-4-trifIuoromlethoxyphel)-

5-ethyl-2 ,3,4,5-tetra hyd ropyridazin-3-one;

2-(4-pentafluoroprcpionyaminobel)-6-(3-methoxy-4-trifuoro-
methoxyphenyl)-5-ethyl-2 ,3 ,4,5-tetra hyd ropyridlazi n-3-one;

2-(4-acetamidobenzyl)-6-(3-ethoxy-4-methoxyphelyl ,3 

hydropyridazin-3-one, m.p. 1700;

2-(4-trifluoroacetamidobenzyl)-6-(3-ethoxy-4-methoxyphefl)- 2 ,3,4 

tetra hyd ropyridazi n-3-one;

2-(4-m ethyl su Ifo na mid obenzy)-6-(3-ethoxy-4- ethoxyp henl)-

2,3,4 ,5-tetrahydropyridazin-3-one;

2-(4-propionylaminobenzyl)-6-(3-ethoxy-4-mlethoxyphel)-2 ,3,4 

tetra hyd ropyrid azin-3-one;

2-(4-butyrylaminobenzyl )-6-(3-ethoxy-4-methoxyphenyl ,3,4,5-tetra-

hyd ropyridazin-3-one;

2-(4-isobutyrylaminocbenzy)-6-(3-ethoxy-4-methoxyphel)-2 ,3,4 

tetra hyd ropyrid azin-3-one;

2-(4-methoxycarbcnylaminobenzyl)-6-(3-ethoxy-4-methoxyphelyl)-

2,3,4 ,5-tetrahyd ropyridazin-3-one;
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2-(4-pivalylaminobEflizyI)-6-(3-ethoxy-4-methoxyphefl)- 2 ,3,4 

hyd ropyridazin-3-one;

2-(4-cyclopentylcarbamoylbel)-6-(3-ethoxy-4-methoxyphel)'

2,3,4 ,5-tetrahyd ropyrid aZin-3-one;

2-(4-ethoxycarbonylaminobel)-6-(3-ethoxy-4-methxyphel)-

2,3,4,5-tetrahydropyridazin-3-ofle, m.p. 1280;

2-(4-methoxalylaminobenzy)-6-(3-ethoxy-4-ethoxyphel)-2,3,4,5-

tetrahyd ropyridazin-3-one;
2-(4-u reidobenzyl)-6-(3-ethoxy-4-ethoxyphel)-2 

hydropyridazin-3-one;

2-(4-pentanoylaminiobenzy)-6-(3-ethoxy-4-ethxyphel)- 2 ,3,4 

tetra hyd ro pyrid azi n-3-on e;

2-(4-hexanoylaminobelzy)-6-(3-ethoxy-4-methoxyphel)-2,3,4,5-
tetra hyd ro pyrid azi n-3-o ne;

2-(4-pentafluoroprcpionyaminobel)-6-(3-ethoxy-4-ethoxy-

phenyl)- 2,3,4,5-tetrahydropyridazin-3-one;

2-(4-aceta mid oben zy)-6-(3-cyc ope ntyoxy-4-lmeth oxyphenl)- 2 ,3,4,5-

tetra hyd ropyrid azin-3-one;

2-(4-trifluoroacetamidobenzy)-6-(3-cycIopetyoxy-4-methoxyphel)-

2,3,4,5-tetrahydropyridazin-3-one;

2-(4-methylsulfonamidobenzyl )-6-(3-cyclopentyloxy-4-methoxy-

phenyl)-2 ,3,4,5-tetrahydropyridazin-3-one;

2-(4-propionylaminobenzy)-6-(3-cycIopeltyoxy-4-mlethoxyphel)-

2,3,4,5-tetrahydropyridazin-3-one;

2-(4-tert-butylcarbconylaminobenzyl )-6-(3-cyclopentyloxy-4-methoxy-

phenyl)-2 ,3 ,4,5-tetrahyd ropyridazin-3-one;
2-(4-butyrylaminobenzy)-6-(3-cycopentyIoxy-4-methxyphel)-

2 ,3,4,5-tetrahyd ropyridazin-3-one;

2-(4-isobutyrylamiriobenzy)-6-(3-cycopentyoxy-4-ethoxyphel)-

352,3,4, 5-tetrahyd ropyridazin-3-one;
2-(4-methoxycarbonyaminobenzy)-6-(3-cycIopel~oxy-4-methoxy-

phenyl ,3,4 ,5-tetrahydropyridazin-3-one;
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2-(4-pivalylami nobEnzyl )-6-(3-cyclopentyOxy-4-methoxyphel)-

2,3,4,5-tetrahyd ropyrid azin-3-one;

2-(4-cyclopentylcarbamoyl benzyl )-6-(3-cyclopentyloxy-4-methoxy-

phenyI)-2,3,4,5-tetrahydropyridazifl-3-ole;
2-(4-ethoxycarbolamilobel)-6-(3-cycIopeftloxy-4 methoxy-

phenyl)-2 ,3,4,5-tetrahydiropyridazin-3-one;

2-(4-methoxalylami nobenzyl)-6-(3-cyclopentyloxy-4-ethoxyphel)-

2,3,4,5-tetra hyd ropyridazil-3-ole;
2-(4-ureidobenzy)-6-(3-cyclopeloxy-4lmethoxyphel)-2 ,3 

tetra hyd ropyrid azin-3-on e;

2-(4-pentanoylamiriobel)-6-(3-cycIopeloxy- 4 -methoxyphenyl)-

2,3 ,4,5-tetrahyd ropyrid azi n-3-one;

2-4hxnyaioeny)6(-ylpnylx--ehxpey)-

2,3,4,5-tetrahydropyridazil-3-Qle;

2-(4-pe ntafl uo roprop io nyam inobezl)-6-(3-cycIo pe loxy-4

methoxyphenyl)-2,3,4,5-tetrahyd ropyridazin-3-one;

2-(4-acetamidophenethyl)-6-(3 ,4-dimethoxyphenyl)-2 ,3,4,5-tetra-

hyd ropyridazin-3-one;

2-(4-trifluoroacetam idophenethyl)-6-(3 ,4-d imethoxyphenyl)-2 ,3,4 

tetra hyd ropyrid azi n-3-one;

2-(4-methylsulfona nidophenethyl)-6-(3 ,4-dimethoxyphenyl 

tetrahyd ropyridazi n-3-onie;

2-(4-propionylaminophenethyl )-6-(3,4-dimethoxyphenyl)-2 ,3,4 

hyd ropyridazin-3-one;

2-(4-butyrylaminophenethyl)-6-(3,4-d imethoxyphenyl)-2 ,3,4,5-tetra-

hydropyridazin-3-one;
2-(4-isobutyrylaminiophenethyl)-6-(3 ,4-d imethoxyphenyl ,3,4 

hyd ropyrid azi n-3-one;

2-(4-methoxycarborylaminophelethyl)-6-(3 ,4-dimethoxyphenyl)-

2,3,4, 5-tetrahyd ropyrid azin-3-one;

2-(4-pivalylaminophenethyl)-6-(3 ,4-d imethoxyphenyl)-2 ,3,4 

hydropyridazin-3-one;
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2-(4-cyclopentylcarbamoylphelethy)-6-(3,4-dimethoxyphenyI 

2,3,4 ,5-tetrahyd ropyrid azi n-3-one;

2-(4-ethoxycarbonylaminophelethy)-6-(3,4-diethoxyphel)-

2,3,4 ,5-tetrahyd ropyridazi n-3-one;

2-(4-methoxalylaminopheflethy)-6-(3,4-dimethoxyphefl)- 2 ,3,4 

tetra hyd ropyridlazi n-3-one;

2-(4-ureidophenethyl)-6-(3,4-dimethoxyPhefl)- 2 ,3 ,4,5-tetrahyd ro-

pyridazin-3-one;
2-(4-pentanoylaminiophenethyl imethoxyphenyl .3,4,5-

tetra hyd ropyridlazi n-3-ofle;

2-(4-hexanoylaminophenethy)-6-(3,4-dimethoxyphel)-2 ,3,4,5-tetra-

hydropyridazin-3-one;

2-(4-pentafluoroprcpionylailophelethyI)-6-(3 ,4-d imethoxyphenyl)-

2,3,4,5-tetrahyd ropyridazin-3-ole;

2-(3-aceta mid obenzyl)-6-(3 ,4-d i meth oxyph e nyl)-2,3 ,4 ,5-tetra hyd ro-

pyridazin-3-one, m.p. 105';

2-(3-trifluoroacetamidobenzy)-6-(3,4-dimethoxyphefl)-
2 ,3,4 

hydropyridazin-3-one, m.p. 1360;

2-(3-m ethyl sulIfo namid obenzyl)-6-(3 ,4-d i methoxyp he nyl ,3 

hydropyridazin-3-one, m.p. 1770;

2-(3-propionylaminobenzyl )-6-(3,4-dimethoxyphenyl ,3,4 

hydropyridazin-3-one, rn.p. 1520;

2-(3-tert-butylcarborlylaminobelzyl)-6-(3,4-d imethoxyphenyl)-2 .3,4,5-

tetra hyd ropyrid azi n-3-o ne;

2-(3-butyrylaminobenzyl)-6-(3 ,4-d imethoxyphenyl)-2 ,3.4 ,5-tetrahyd ro-

pyridazin-3-one;

2-(3-isobutyrylaminiobenzyl)-6-(3 ,4-d imethoxyphenyl)-2 .3,4 

hyd ropyridazin-3-one;

2-(3-methoxycarboriylaminobelzyl)-6-(3,4-d imethoxyphenyl 

tetra hyd ropyridlazi n-3-one;

2-(3-pivalylaminobenzyl)-6-(3 ,4-d imethoxyphenyl)-2 5-tetrahyd ro-

pyridazin-3-one;
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2-(3-cyclopentylcarbamoylbelzyl)-6-(3 ,4-dimethoxyphenyl)-2,3 ,4 

tetrahyd ropyridazin-3-one;

2-(3-ethoxyca rbo nylam inobelzy)-6-(3,4-d imeth oxyphenfl)- 2 ,3 

tetra hyd ropyridazin-3-ofle, m.p. 1790;

2-(3-methoxalylami nobenzyl)-6-(3,4-dimethoxyphelyl)-2 ,3,4,5-tetra-

hydropyridazin-3-one;

2-(3-u reidobenzyl)-6-(3,4-d imethoxyphenyl)-2 ,3,4 

pyridazin-3-one;
2-(3-pentanoylamiriobenzy)-6-(3,4-dimethoxyphefl)- 2 ,3,4,5-tetra-

hydropyridazin-3-one;

2-(3-hexanoylaminobelzyl)-6-(3,4-d imethoxyphenyl)-2 ,3,4 

hyd ropyridazin-3-one;

2-(3-pentafluoropropionylamilobel)-6-(3,4-dimethoxyphelI
2 ,3,4,5-tetrahyd ropyridazin-3-one;

2-3aeaioezl--3ccoetlx--ehxpey)5ehl

2,3,4 ,5-tetrahyd ropyridazin-3-one;

~2-(3-trifluoroacetarnidobelzy)-6-(3-cycIopeloxy-4-methoxyphenyl)-
5-ethyl-2,3 ,4 ,5-tetrahydropyridazin-3-ofle, m. p. 700;

2-(3-rnethylsulfona midobenzyl)-6-(3-cyclopentyoxy-4-methoxy-

phenyl )-5-ethyl-2,3,4,5-tetrahydropyridazil-3-ole;

2-(3-propionylaminobel)-6-(3-cycIopefltyIoxy-4methoxyphel'YS
ethyl-2,3,4,5-tetrahydropyridazil-3-ofle, m.p. 1130;

2-(3-tert-butylcarbonylamilobenl~)-6-(3-cyclopefloxy-4-methoxy-

phenyl)-5-ethyl-2 ,3,4,5-tetrahyd ropyridazin-3-one;

2-(3-butyrylaminobenzyI)-6-(3-cycIopeltyloxy-4-methoxyphenl)S5

ethyl-2 ,3 ,4,5-tetrahyd ropyridazin-3-one;

2-(3-isobutyrylaminobenzy)-6-(3-cycIopeltyoxy-4-methoxyphefl)S5

ethyl-2 ,3 ,4,5-tetrahyd ropyridazin-3-one;

2-(3-methoxycarbonylaminobelzyl )-6-(3-cyclopentyloxy-4-methoxy-

35phenyl)-5-ethyl-2,3 ,4 ,5-tetrahyd ropyridazin-3-one;

2-(3-pivalylaminobenzy)-6-(3-cycIopeloxy-4-methoxypheflY)S'

ethyl-2 ,3 ,4,5-tetrahyd ropyridazin-3-one;
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2-(3-cyclopentylcarba moyl benzyl )-6-(3-cyclopentyloxy-4-methOXY-

phenyl)-5-ethyl-2 ,3 ,4,5-te .trahydropyridazifl-3-One;

2-(3-ethoxycarbonylamilObelzyl )-6-(3-cyclopentyloxy-4-methoxy-

5phenyl)-5-ethyl-2 ,3,4,5-tetrahyd ropyridazin-3-one, m. p. 1530;

2-3mtoayaioezl--3ccoetlx--ehxpey)

5-ethyl-2 ,3,4 ,5-tetrahyd ropyridazin-3-one;

2-3uedbny)6(-ylpntlx--ehxpey)5ehl

2 ,3,4,5-tetrahyd ropyridazEin-3-one;

2-(3-pentanoylamiriobel)-6-(3-cycopeltYoxy-4-methoxyphenyI)-5-

ethyl-2,3,4,5-tetrahydropyridazil-3-ole;

2-(3-hexanoylaminobel)-6-(3-cyclopenloxy-4-methoxyphenyI)-5-

ethyl -2 ,3,4,5-tetrahyd ro pyrid azi n-3-onle;

2-(3-pentafluoroprpionylamilObell)-6-(3-cyclopentyloxy-4-
methoxyphenyl)-5-ethyl-2 ,3,4 ,5-tetrahydropyridazin-3-ofle;

2-(4-nitrobenzyl)-6-.(3 ,4-d imethoxyphenyl)-2 ,3,4,5-tetrahyd ro-

pyridazin-3-one, m.p. 1260;

202-(4-nitrophenyl )-6..(3,4-dimethoxyphenyl)-2 ,3,4,5-tetrahyd ro-

pyridazin-3-one;

b) compounds, disclosed in EP 0 763 534, selected from the group

consisting of

2-(4-nicotinoylaminobenzyI)-6-(3,4-dimethoxyphenyI)- 2 ,3,4 

hyd ropyridazin-3-one;

2-(3-nicotinoylaminobenzyI)-6-(3,4-dimethoxypheny)-2 ,3,4,5-tetra-

hyd ropyridazin-3-one;

2-(2-nicotinoylaminocbenzyl)-6-(3 ,4-d imethoxyphenyl ,3,4,5-tetra-

hyd ropyridazin-3-one;

2-(4-nicotinoylaminobenzyl)-6-(3,4-d imethoxyphenyl )-5-ethyl-2 ,3,4,5-

tetra hyd ropyrid azin-3-one,;

352-(3-nicotinoylaminiobenzyl)-6-(3 ,4-d imethoxyphenyl)-5-ethyl-2 ,3,4 

tetra hyd ropyrid azi n-3-one;
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2-(2-nicotinoylaminobeflzyl)-6-(3,4-d imethoxyphenyl)-5-ethyl-2 ,3 

tetrahyd ropyridazin-3-one;

2-4nctnyaioeny)6(-ehx--tilooehxpey)-

5-ethyl-2 ,3,4,5-tetra hyd ropyrid azin-3-one;

2-(4-nicotinoylaminobel)-6-(3-methoxy-4-d ifluoromethoxyphenyl)-

5-ethyl-2 ,3,4 ,5-tetrahyd ropyridazin-3-one;

2-4nctnyan-bezl--3mtoy4 

ethyl -2 ,3,4,5-tetra hyd ro pyrid azil-3-onle;

2-4nctnyaioezl--3dilooehx--ehxpey)

5-ethyl-2 ,3,4 ,5-tetrahyd ro pyrid azin-3-one;

2-4nctnyaioezl--3tilooehx--ehxpey)

5-ethyl-2 ,3,4,5-tetrahydropyridazil-3-ole;

2-(4-nicotinoylaminobenzy)-6-(3-fuoromethoxy-4-methoxyphel)'S
ethyl-2 ,3 ,4,5-tetrahydropyridazin-3-ole;

2-(4-nicotinoylaminobenzy)-6-(3-methoxy-4-ethoxyphel)-5-ethyl-

2,3 ,4,5-tetra hyd ropyridazin-3-one;

~2-(4-nicotinoylaminobenzy)-6-(3-ethoxy-4-methoxyphefl)-5ethyI-
202,3,4,5-tetrahyd ropyrid azil-3-ole;

2-(4-nicotinoylaminobenzyl)-6-(3-hYd 

2,3,4 ,5-tetrahydropyridazin-3-one;

2-(4-nicotinoylamincobenzyl )-6-(4-methylsulfonylphenyl)-5-ethyl-

2,3,4,5-tetrahyd ropyrid azil-3-ole;

2-(4-n icoti noyl am ino benzy)-6-(4-m ethyel en 

2 ,3,4,5-tetrahydropyridazin-3-ofle;

2-(4-nicotinoylaminiobenzyl )-6-(3-cyclopentyloxy-4-methoxyphel)-5-

ethyl-2 ,3,4 ,5-tetra hyd ropyridazi n-3-one;

2-(3-nicotinoylaminobenzy)6-(3-cycIopeloxy-4-mlethoxyphefl)S5

ethyl -2 ,3,4,5-tetra hyd ro pyrid azifl-3-ofle;

2-(4-nicotinoylaminiophenethyl)-6-(3 ,4-d imethoxyphenyl)-2 ,3 

hyd ropyridazin-3-one;
2-(4-nicotinoylaminiophenethyl )-6-(3,4-dimethoxyphenyl 

2,3,4,5-tetrahyd ropyridlazi n-3-ofle;
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3-(4-n icotinoyla min obenzyl)-5-(3 ,4-d i methoxyphenyl ,6-d i hyd ro-

I ,3,4-thiadiazin-2-one;

3-(3-nicotinoylaminobelzyl)-5-(3 ,4-d imethoxyphenyl)-3,6-dihydro-

1 ,3,4-thiadiazin-2-one;

3-(2-nicotinoylaminobelzyl)-5-( 3 ,4-d imethoxyphenyl)-3,6-dihydro-

I ,3,4-thiadiazin-2-one;

3-(4-nicotinoylaminobenzyl)-5-(3 ,4-d imethoxyphenyl )-6-ethyl-3 ,6-

dihydro-1 ,3,4-thiadiazin-2-one;
3-(3-nicotinoylaminobenzy)-5-(3,4-dimlethoxyphefl)-6-ethyI 3 6

dihydro-1 ,3,4-thiadiazin-2-ofle;

3-(2-nicotinoylaminobenzyl)-5-(3 ,4-d imethoxyphenyl )-6-ethyl-3,6-

dihydro-1 ,3,4-thiadiazin-2-one;

3-(4-nicotinoylaminobenzy)-5-(3-ethoxy-4-trifuoromethoxyphel)-
6-ethyl-3,6-dihyd ro-1 ,3 ,4-thiadiazin-2-one;

3-(4-nicotinoylaminobenzyl)-5-(3-methoxy-4-d ifluoromethoxyphenyl)-

6-ethyl-3,6-dihyd ro-1 ,3 ,4-thiad iazin-2-one;

203-(4-nicotinoylaminobenzy)-5-(3-methoxy-4-fuoromlethoxyphel)-
6

ethyl-3 ,6-dihydro-1 ,3 ,4-thiadiazin-2-one;

3-(4-nicotinoylamiriobenzyl )-5-(3-difluoromethoxy-4-methoxyphelYl)-

6-ethyl-3,6-d ihydro-1 ,3,4-thiadiazin-2-one;

3-(4-nicotinoylamiriobenzy)-5-(3-trifluoromethoxy-4-methoxyphel)-
6-ethyl-3 ,6-dihyd ro- 1,3 ,4-thiadiazin-2-one;

3-(4-nicotinoylamiriobenzy)-5-(3-fuoromlethoxy-4-methoxyphenl)- 6

ethyl-3 ,6-d ihyd ro- 1,3 ,4-t-h ad iazin-2-one;

3-(4-nicotinoylaminobenzyl )-5-(3-methoxy-4-ethoxypheflyl )-6-ethyl-

3,6-dihydro-1 ,3,4-thiadia3zin-2-one;

3-(4-nicotinoylaminobenzy)-5-(3-ethoxy-4-methoxyphel)-6-ethyl-

3,6-dihydro-1 ,3,4-thiadiazin-2-one;

3-(4-nicotinoylamiriobenzyl )-5-(3-hyd roxy-4-methoxyphenyl)-6-ethyl-

353,6-d ihydro-1 ,3,4-thiad iazin-2-one;

3-(4-nicotinoylaminiobenzy)-5-(4-methysufoflphel)-6-ethyI- 3 ,6-

d ihydro-1 ,3 ,4-thiadiazin-2-one;
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3-(4-n icotinoylaminobenzy)-5-(4-methy~leoxypheflY) 6 ethy- 3 ,6-

dihydro-1 ,3,4-thiadiazin-:2-one;

3-4nctnyaioezl--3ccoetlx--ehxpey)6

5ethyl-3 ,6-dihyd ro-1 ,3 ,4-thiadiazin-2-one;

3-(3-nicotinoylaminobenzy)5(3-cycIopeltYoxy-4-mlethoxyphefl)-
6

ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;

3-(4-nicotinoylamino-pheflethyl)-5-(3 ,4-d imethoxyphenyl)-3 ,6-d ihyd ro-

I ,3,4-thiadiazin-2-one;
3-(4-nicotinoylaminophenethyl)-5-(3 ,4-d imethoxyphenyl)-6-ethyl-3 ,6-

dihydro-1 ,3,4-thiadiazin-2-one;

3-(4-nicotinoylamiflobeflzyl)-5-(3,4-d imethoxyphenyl ,6-d ihyd ro-

I ,3,4-oxadiazin-2-one:

3-(3-nicotinoylaminobeflzyI)-5-(3,4-dimlethoxyphel)-3,6d ihyd ro-

1 ,3,4-oxadiazin-2-one;

3-(2-nicotinoylaminobenzyl)-5-(3 ,4-d imethoxyphenyl ,6-d ihydro-

I ,3,4-oxadiazin-2-one;

3-(4-nicotinoylaminobenzyl)-5-(3,4-d imethoxyphenyl )-6-ethyl-3,6-

dihydro-1 ,3,4-oxadiazin-2-one;

3-(3-nicotinoylaminobeflzyl )-5-(3,4-dimethoxyphenyl)-6-ethyl-3,6-

dihydro-1 ,3,4-oxadiazin-2-one;

3-(2-nicotinoylaminiobenzyl)-5-(3 ,4-d imethoxyphenyl)-6-ethyl-3 ,6-

dihydro-1 ,3,4-oxadiazin--2-one;

3-(4-nicotinoylamirobenzy)-5-(3-ethoxy-4-trifuoromlethoxyphel)-

6-ethyl-3 ,6-dihydro-1 ,3,4-oxadiazin-2-one

3-(4-nicotinoylaminobenzy)-5-(3-methoxy-4-difluoromlethoxyphel)-

6-ethyl-3,6-dihyd ro-1 ,3,4.-oxadiazin-2-one

3-(4-nicotinoylaminiobenzy)-5-(3-ethoxy-4-fuoromethoxyphel)-6-

ethyl-3 ,6-dihyd ro- 1,3 ,4-oxad iazin-2-one;

3-(4-nicotinoylamiiobenzy)-5-(3-difuoromethoxy-4-methoxyphel>

356-ethyl-3,6-dihyd ro-I ,3,4.-oxadiazin-2-one;
3-(4-nicotinoylaminobenzy)-5-(3-trifuoromlethoxy-4-methoxyphel)-

6-ethyl-3,6-d ihydro-1 ,3,4-oxad iazin-2-one;
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ethyl-3 ,6-dihydro-1 ,3,4-oxadiazin-2-ole;

3,6-dihydro-1 ,3,4-oxadiazin-2-ole;

3,6-dihydro-1 ,3,4-oxadiazin-2-ole;

3-(4-nicotinoylaminobely)-5-(3-hyd roxy-4-methoxyphefl)-6-ethyI-

3 ,6-d ihyd ro-1 ,3,4-oxadiazin-2-ole;

3-4nctnyaioezl--4mtysloypey)6ehl36

d ihyd ro-1 ,3,4-oxadiazin-.2-ole;

3-4nctnyaiibezl--4mtyeeoyhnl -ty-,6-

dihyd ro- 1,3 ,4-oxadiazin-.2-ole;

3-4nctnyaiibny)5(-ccoetlx--ehxpey)6
ethyl-3 ,6-dihyd ro- 1,3 ,4-oxad iazin-2-one;

3-3nctnyaiibny)5(-ccoetlx--ehxpey)6

ethyl-3 ,6-dihydro-1 ,3,4-oxadiazin-2-ole;

1 ,3,4-oxadiazin-2-Qle;

dihydro-1 ,3,4-oxadiazin-2-ole;

2 -(4-isonicotinoylaminobel)-6-(3,4-dimethoxyphenyl)-
2 ,3,4 

hydropyridazifl-3-ole;

2-3ioioiolaioezl -3,-iehxpey)-2 ,3 

hydropyridazfl-3-ole;

2-(2-isonicotinoylamfilobelY)-6-(3,4-d imethoxyphenyl)-2 ,3,4 

hydropyridazin-3-ole;

2-(4-isonicotiflyarniflobefzlY)6-(3 

2,3,4,5-tetrahyd ropyrid azif-3-ole;

2-(3-isonicotinoylaminobelY)-6-( 3 

352,3,4 ,5-tetrahydropyridazifl-3-ole;

2 -(2-isonicotinoylaminobel)-6-(3,4-dimethoxyphenyI 

2,3,4, 5-tetrahyd ropyridazi n-3-ole;
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phenyl)-5-ethyl-2 ,3 ,4,5-tetrahyd ropyrid azin-3-ole;

5phenyl)-5-ethyl-2 ,3,4 ,5-tetr-ahydropyridazifl-3-ole;

5-ethyl-2,3,4, 5-tetrahydrcopyridazifl-3-ofe;

2-(4-isonicotinoylarniflobelY)-6-(3-d ifluoromethoxy-4-methoxy-

phenyl)-5-ethyl-2 ,3 ,4 ,5-tE.trahydropyridazifl-3-ole;

phenyl)-5-ethyl-2 ,3 ,4 ,5-tEtrahydropyridazifl-3-ole;

5-ethyl-2,3,4,5-tetrahydroP~yridazifl3-one;

2 4 -isonicotinoyarninobefzlY)6(3-methoxy-4ethoxyphenyl)S5ethylI
2 ,3,4,5-tetrahyd ropyridaziri-3-ofle;

2,3,4,5-tetrahyd ropyridazifl-3-ofe;

202-(4-isonicotinoylarlilobelI)-6-(3-hydroxy-4-mlethoxyphefl)S5
ethyl-2 5-tetrahydrorpyridazifl-3-ole;

2 4 -isonicotinoylar-ninobely)-6(4methyIsufonylphenyl)S5ethylI

2,3,4 ,5-tetrahydropyridazifl-3-ole;

2 4 -isonicotinoylai-ninobenzly)6-(4methy~elenexyphenyl)S5ethyl-

2,3,4 ,5-tetrahydropyridazifl-3-ole;

2-4ioioiolmnbny)6(-ylpnyoy4mtoy

phenyl)-5-ethyl-2 ,3 ,4 ,5-tetrahydropyridazifl-3-ole;

2-3ioioiolrinbny)6(-ylpnyoy4mtoy

phenyl)-5-ethyl-2,3 5-tetrahyd ropyridazin-3-one;

2-(4-isonicotinoylaminopheflethyI)-6-(3 ,4-d imethoxyphenyl)-2 ,3,4 

tetrahyd ropyridazi n-3-one;

2-(4-isonicotinoylafliflopheflethy)6(3 ,4-d 

2,3,4 ,5-tetrahyd ropyrid azin-3-one;

3-(4-isonicotinoylamiflobefly)-5-(3,4-dimethoxyphenyI)-
3 ,6-dihyd ro-

1 ,3,4-thiadiazin-2-ofle;
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3-3ioioiolrriibny)5(,4dmtoyhnl ,6-dihydro-

I ,3,4-thiadiazifl-2-ole;

1 ,3,4-thiadiazin-2-Qle;

3-4ioioiolrinbny)5-34dmtoyhn ty-,6-

dihydro-1 ,3,4-thiadiazin-2?-ofe;

dihydro-1 ,3,4-thiadiazifl-2--ofe;

3-(2-isonicotinoylaniflobelY)-5-(3 ,4-d imethoxypheflyl)-6-ethyk3 ,6-

dihydro-1 ,3,4-thiadiazil-:2--ofe;

3 4 -i son icoti noyl am i nobefzlY)5(3-methoxy-4trifl u orometh oxy-

phenyl)-6-ethyl-3 ,6-d ihydiro-1 ,3 ,4-thiadiazin-2-ole;

3-(4-isonicotinoyarnilobefzl)5(3-methoxy-
4 d ifluoromethoxy-

phenyl)-6-ethyl-3 ,6-d ihyir-o-1 ,3 ,4-thiadiazin-2-ole;

3 4 -isonicotinoyarninobezlY)5(3-methoxy-4-fuoromethoxyphenyl)-

6-ethyl-3 ,6-dihydro-1 ,3 ,4-thiadiazin-2-ole;

3-(4-isonicotifloyla-n inobenzy)-5-(3-difIuoromlethoxy-4methoxy-

phenyl)-6-ethyl-3,6-dihyd ro-1 ,3 ,4-thiadiazin-2-ofle;

3-(4-ison icoti noylam inobenzyl )-5-(3-trifl uoromethoxy-4-methoxy-

phenyI)-6-ethyI-3,6-dihydro-1,3,4-thiadiazin-2-ole;

3-4nctnyaii~ezl--3-looehx--ehxpey)6
ethyl-3 ,6-d ihydro-1 ,3 ,4-t-h iadiazin-2-one;

3-4ioioiolmnbny)5(3mtoy4ehxpey)6ehl

3,6-dihydro-1 ,3,4-thiadia3zin-2-ole;

3 4-isonicotifloyaninobefzlY)5(3-ethoxy-4methoxyphenyl)-
6 ethylI

3,6-dihydro-1 ,3,4-thiadiazin-2-ole;
3-(4-isonicotinoyla niinobenzy)-5-(3-hydroxy-4-methoxyphenl)-6-

ethyl-3 ,6-dihyd ro-1 ,3,4-tthiad iazin-2-one;

3-4ioioiolmnbny)5(4mtysloypey)6ehl

353,6-dihydro-1 ,3,4-thiadiazifl-2-ole;
3-4ioioiolemnbny)5(-mtyeexpey)-6-ethyl-3,6-

dihydro-l ,3,4-thiadiazin-2-ofle;



WO 03/032993 PCT/IEPO2/10507

38 

phenyl)-6-ethyl-3 ,6-d ihydro-1 ,3 ,4-thiadiazin-2-ole;

3-(3-isonicotiloylarniinobenzy)-5-(3-cycIopeftlYoxy-4methoxy-

5phenyl)-6-ethyl-3,6-dihYd ro-1I,3,4-thiad iazin-2-one;

3-(4-isonicotiflyafliflo-pheflethy)S5( 3 ,4-d imethoxyphenyl)-3 ,6-

dihydro-1 ,3,4-thiadiazin-?-.ofe;

3-(4-isonicotinoylanliflopheflethyI)-5-(3 ,4-d imethoxyphenyl)-6-ethYl-

3,6-dihydro-1 ,3,4-thiadia~zfl-2-ole;

3-(4-isonicotifloylami nobenzyI)-5-(3,4-dimethoxyphelY)3,6-dihydro-

1 ,3,4-oxadiazin-2-ole;

3-(3-isonicotinoylaminobelY)-5-(3 ,4-d imethoxyphenyl)-3 ,6-d ihyd ro-

I ,3,4-oxadiazin-2-ole;

3-(2-isonicotinoylarlinobeflY)-5-(3,4-d imethoxyphenyl)-3 ,6-d ihydro-

1 ,3,4-oxadiazin-2-ofle;

3-(4-isor'icotinoylarflinobelY)-5-(3 ,4-dimethoxyphelyl)-6-ethyl-3 ,6-

dihyd ro-1 ,3,4-oxad iazin-2-one;

203-(3-isonicotinoylarninobelI)-5-(3 ,4-d imethoxyphenyl)-6-ethyl-3,
6

d ihyd ro-1 ,3,4-oxadiazin-2-ole;

3-(2-i son icoti noy a rn in obelzyl)-5-(3 ,4-d i meth oxyp he nyl )-6-ethyl-3,6-

dihydro-1 ,3,4-oxadiazin-.2-ole;

3-4ioioiolmnbny)5(-ehx--rfurmtoy

phenyl)-6-ethyl-3 ,6-dihyd ro-1 ,3 ,4-oxadiazin-2-ole;

3-4ioioiolmnbny)5-3mtoy4dfurmtoy

phenyl)-6-ethyl-3,6-dihYd ro- 1,3 ,4-oxadiazin-2-one;

3-4ioioiolriioezl--3mtoy- looehxpey)-

6-ethyl-3,6-dihyd ro-1 ,3,4..-oxadiazin-2-ofle;

3-(4-isonicotinoylariflobelI)-5-(3-difluoromethoxy-4-methoxy-

phenyl)-6-ethyl-3,6-d ihydro-1 ,3,4-oxadiazin-2-ole;

3-(4-isonicotinoylaniflobelI)-5-(3-trifluoromethoxy-4-methoxy-

35phenyl)-6-ethyl-3,6-d ihyd ro-1 ,3,4-oxadiazin-2-ofle;

3-(4-isonicotinoyla ninobenzy)-5-(3-fluoromethoxy-4-methoxyphel)-

6-ethyl-3 ,6-d ihydro- 1,3 ,4-oxadiazin-2-ofle;
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3,6-dihydro-1 ,3,4-oxadiazin-2-ole;

3-(4-isonicotinoylarriinobenzyl)-5-(3-ethoxy-4methoxyphenyl)
6 ethyl-

53,6-dihyd ro- 1,3 ,4-oxadiazin-2-ole;

3-(4-isonicotinoylaniflobelzyl)-5-(3-hyd roxy-4-methoxyphel)-6-

ethyl-3,6-dihyd ro-1 ,3 ,4-oxadiazin-2-ole;

3 4 -isonicotifloyamlifobefzl)5(4-methylsulfonylphenyl)-
6 ethylI

3,6-dihydro-1 ,3,4-oxadiazifl-2-ole;

3-4ioioiolmnoezl--4mtyenoyhnl -ty-,6-

dihydro-1 ,3,4-oxadiazifl-2--ofe;

3 4 -isonicotinoylarflinobefl)l5(3-cycIopentyloxy-
4 methoxy-

phenyl)-6-ethyl-3,6-dihYdirol,3,4-oxadiazin-2-ole;

3 3 -isonicotinoylarflinobefl)l5-(3-cycIopentyloxy-
4 methoxy-

phenyl)-6-ethyl-3,6-dihy(Ji-o'l,3,4-oxadiazin-2-ole;

3 4 -isonicotinoyairniflo-phefethy)5(3,4-dimethoxyphenyI)-
3 6

dihydro-1 ,3,4-oxadiazil-.2-ole;

3 ,6-d ihyd ro- 1,3 ,4-oxadiazin-2-ole;

2-4pclnyaircbny)6(,-dmtoyhnl-,3,4,5-tetra-

hydropyridazifl-3-ole;

2-(3-picolinoylamiriCobeflzyl)-6-( 3 ,4-dimethoxypheflyl)-2 ,3 

hydropyridazifl-3-ole;

2-(2-picolinoylamiflobeflzyl)-6-(3 ,4-dimethoxyphefl)-2 ,3,4,5-tetra-

hyd ropyridazin-3-ole;

2-(4-picolinoylaminobelY)-6-(3,4-d imethoxypheflyl)-5-ethy- 2 ,3,4,5-

tetrahydropyridazifl-3-ole;
2-(3-picolinoylami nobenzyl)-6-(3 ,4-d imethoxyphenyl)-5-ethyl-2 ,3 

tetra hyd ropyrid azif-3-ole;

2-(2-picolinoylaminobeflzyl)-6-(3,4-d imethoxypheflyl)-5-ethy1-2 ,3,4,5-

tetrahyd ropyridazi n-3-on e;

5-ethyl-2 ,3,4,5-tetrahydropyridazifl-3-ole;
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5-ethyl-2 ,3 ,4,5-tetrahyd ro pyrid azin-3-ole;

5ethyl-2 ,3 ,4,5-tetrahyd ropyrid azi n-3-ole;

2-(4-picolinoylaminobelY)-6-(3-d ifluoromethoxy-4-methoxyphelyl)-

5-ethyl-2 ,3 ,4,5-tetrahyd ro pyrid azin-3-ole;

2 4 -picolinoyaminobenzly)6(3-rifluoromethoxy-4methoxyphenyl)-

5-ethyl-2 ,3 ,4,5-tetrahyd rcpyridlazi n-3-one;

ethyl -2,3 ,4 ,5tetra hyd ropyrid azin-3-'ofne;

2,3,4 ,5-tetrahyd ropyridlaZin-3-ole;

2-4pclnyaio~ny)6(-ehx--ehxpey)5ehl
2,3,4 ,5-tetrahyd ropyrid azin-3-ole;

2-(4-picolinoylaminobelY)-6-(3-hyd 

2,3 ,4,5-tetrahyd ropyridlazi n-3-one;

2,3,4 ,5-tetrahyd ropyrid azin-3-ole;

2,3,4,5-tetrahyd ropyridlazifl-3-ole;

2-4pclnyaioezl--3ccoetlx--ehxpey)5
ethyl-2 ,3,4 ,5-tetrahyd ropyrid azin-3-ole;

2-3pclnyaioezl--3ccoetlx--ehxpey)5

ethyl -2 ,3,4,5-tetra hydro pyrid azifl-3-ofne;

2-(4-picolinoylaminopheflethyI)-6 3 ,4-dimethoxypheflyl)-2 ,3,4,5-tetra-

hydropyridazifl-3-ole;

2-4pclnyaircpeehl 

2,3,4,5-tetrahyd ropyrid azi- 3-ole;

3-(4-picolinoylamliflobeflY)-5-(3 ,4-d imethoxyphenyl)-3,6-dihyd ro-

I ,3,4-thiadiazin-2-ole;

3-(3-picoliflyamlii1O:beflYI)$(3 ,4-dimethoxypheflyl)-3 ,6-d ihydro-

1 ,3,4-thiadiazin-2-ole;
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3-(2-picolinoylamiflobelY)-5-(3 ,4-dimethoxypheflyl)-3 ,6-dihydro-

I ,3,4-thiadiazifl-2-Qle;

3-(4-picolinoylaminobelY)-5-(3 ,4-dimethoxyphefl)-6-ethy- 3 ,6-

dihydro-1 ,3,4-thiadiazin-2-ole;

3-(3-picolinoylamilobelY)-5-(3 ,4-dimethoxyphefl)-6ethy- 3 ,6-

d ihydro-1 ,3,4-thiadiazin-2-ole;

3-(2-picolinoylamincbelY)-5-(3 ,4-d imethoxyphenyl)-6-ethylk3, 6

dihydro-1 ,3,4-thiadiazifl-'2-ole;

3-4pclnyaio~ny)5(-mtoy4tilooehxpey)

6-ethyl-3 ,6-dihyd ro- 1,3 ,4.-thiadiazin-2-ole;

3-4pclnyaioezl--3mehx--ilooehxpey)

6-ethyl-3 ,6-d ihydro-1 ,3,4-thiad iazin-2-one;

3-4pclnyaiibny)5(-ehx--looehxpey)6
ethyl-3 ,6-d ihydro-1 ,3,4-tthiad iazin-2-one;

3-4pclnyaioezl--3dilooehx--ehxpey)

6-ethyl-3,6-dihyd ro-1 ,3,4.-thiadiazin-2-ole;

203(-ioiolmnbny)5(-tilooehx--ehxpey)
206-ethyl-3 ,6-dihydro-1 ,3,4--thiadiazifl-2-ole;

3-4pclnyaioezl--3flooehx--ehxpey)6

ethyl-3 ,6-dihydro-1 ,3,4-thiadiazifl-2-ole;

3-4pclnyaioezl--3mtoy4ehxpey)6ehl
3,6-dihydro-1 ,3,4-thiadiacifl-2-ole;

3,6-dihydro-1 ,3,4-thiadia3,ifln-2-ole;

3,6-dihydro-1 ,3,4-thiadiazin-2-ole;

3 -(4-picolinoylamilobelY)-5-(4-methylsulfony' phenyl)-6-ethyl-3, 6

dihydro-1 ,3,4-thiadiazin-2-ole;

3-4pclnyaioezl--4-ehlnoyhnl -ty-,6-

dihydro-1 ,3,4-thiadiazin-2-ole;
3-4pclnyaioezl--3ccoetlx--ehxpey)6

ethyl-3 ,6-dihyd ro-1 ,3,4--thiad iazin-2-one;
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3-3pclnyaioezl--3ccoetlx--ehxpey)6

ethyl-3,6-dihyd ro-1 ,3,4-th lad iazin-2-one;

3-(4-picolinoylaminQ-pheflethyI)-5-(
3 ,4-dimethoxypheflyl)-3 ,6-dihydro-

1 ,3,4-thiadiazin-2-ole;

d ihyd ro-1, ,3,4-th iad iazifl-2e-ofe;

3-(4-picolinoylamliflc)teflY)-5-(3 ,4-d imethoxyphenyl)-3 ,6-d ihydro-

I ,3,4-oxadiazin-2-ole;
3-(3-picolinoylamilC)eflY)-5-(3, 4-d imethoxypheflyl ,6-dihyd ro-

I ,3,4-oxadiazifl-2-ole;

3-(2-picolinoylamliflenlY)-5-(3 ,4-dimethoxypheflyl)-3 ,6-d ihydro-

I ,3,4-oxadiazifl-2-ole;

dihyd ro-1 ,3,4-oxadiazin-2--ofe;

3-(3-picolinoylamiflobelY)-5-(3 ,4-dimethoxyphefl)-6-ethyI-3 6

dihydro-1 ,3,4-oxadiazifl-2-ole;

3-(2-picolinoylaminobelY)-5-(
3 ,4-dimethoxyphefl)-6-ethyI-

3 6

20dihydro-1 ,3,4-oxadiazifl-2-ole;

3-4pclnyaioezl--3mtoy4tilooehxpey)

6-ethyl-3,6-dihyd ro-1 ,3,4-oxadiazifl-2-ole;

3 4 -picolinoylamiflobefly)-5-(3-methoxy-
4 -difluoromethoxypheflyl)-

6-ethyl-3 ,6-d ihyd ro-1 ,3 ,4-.oxadiazin-2-ole;

3-4pclnyaii~ezl--3-ehx--looehxpey)6

ethyl-3 ,6-d ihydro-1 ,3 ,4-oxadiazifl-2-ole;

3-4pclnyaioezl--3dilooehx--ehxpey)

6-ethyl-3 ,6-dihydro-1 ,3,4.-oxadiazin-2-ole;

3-4oclnyaiibny)5(-tilooehx--ehxpey)

6-ethyl-3,6-dihydro-1 ,3 ,4-oxadiazin-2-ole;

3-4pclnyaioezl--3flooehx--ehxpey)6

35ethyl-3 ,6-d ihydro-1 ,3,4-oxad iazin-2-one;

3-(4-picolinoylamli nobenzy)-5-(3-methoxy-4ethoxyphenyl)
6 ethylI

3,6-dihydro-1 ,3,4-oxadiazin-2-ole;
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3 ,6-d ihydro-1 ,3,4-oxadiazif-2-ole;

3-(4-picolinoylamifl~belY)-5-(3-hyd roxy-4-methoxyphel)-6-ethyl-

3,6-dihydro-1 ,3,4-oxadiazin-2-ole;

3-(4-picolinoylaminobel)-5-(4-methylsufoflphenyI )-6-ethyl-3 ,6-

d ihydro-1 ,3,4-oxadiazin-2-ole;

3-4pclnyaio~ezl--4mtyeeoyhnl -ty-,6-

dihydro-1 ,3,4-oxadiazin-?-.ofe;

3 4 -picolinoylaminobely)-5-(3cycIopeftlYoxy-4methoxyphenyI)-
6

ethyl-3 ,6-dihyd ro-1 ,3,4-oxadiazin-2-Qle;

3-3pclnyaii)ezl--3ccoetlx--ehxpey)6

ethyl-3 ,6-dihydro-1 ,3,4-oxadiazin-2-ole;

3-(4-picolinoylaminopheflethyI)-5-(3 ,4-dimethoxypheflyl ,6-dihyd ro-

1 ,3,4-oxadiazin-2-ole;

3-4pclnyaiohnty)5(,-iehxpey)6ehl36

dihydro-1 ,3,4-oxadiazin-2-ole;

202-(4-(fu ran-2-carbonylamliflo)befzlZY)
6 3 ,4-d imethoxyphenyl)-2 ,3 

tetrahyd ropyrid azi n-3-one;

2-(3-(fu ran-2-carbonylanfo)bezly)6(3,4dimethoxypheny ,3,4,5-

tetra hyd ro pyrid 

2-(2-(fu ran-2-carbonylamilo)belY)- 6 3 ,4-d imethoxyphenyl ,3,4,5-

tetrahyd ropyridazi 

2-(4-(fu ran-2-carboriylanfo)beflY)- 6 3 ,4-d 

2,3,4,5-tetrahyd ropyrid azif-3-ole;

2-(3-(fu ran-2-carboriylamilo)belY)- 6 3 

2,3,4 ,5-tetrahyd ropyridazi n-3-one;

2-(2-(fu ran-2-carboniylamilo)belY)- 6 3 ,4-d 

2,3,4 ,5-tetrahyd ropyridazi n-3-one;

2-(4-(fu ran-2-carbonylamino)beflY)-6(3methoxy-
4 trifluoromethoxy-

35phenyl)-5-ethyl-2,3 ,4 ,5-tetrahydropyridazil-3-ole;

2-(4-(uran-2carbonyamiflo)bezl)6(3methoxy-
4 -difluoro--

methoxyphenyl)-5-ethyl-2 ,3 5-tetrahyd ropyridazin-3-one;
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2-(4-(fu ran-2-carboriylamiflo)beflY)6(3methoxy-4-fuoromethoxy-

phenyl)-5-ethyl-2 ,3,4,5-tetra hyd ropyrid azin-3-ofle;

2-(4-(furan-2-carborflamliflo)befzlY) 6 3 -difluoromethoxy-4-methoxy-

5phenyl)-5-ethyl-2 ,3 ,4,5-tetrahyd ropyrid azin-3-ole;

2 -(4-(furan-2-carborflyamifl)befzl)6(3-trifIuoromethoxy-
4 methoxy-

ph enyl)-5-ethyl-2 ,3,4,5-tetrahyd ropyridlazi n-3-ole;

2-(4-(fu ran-2-carbofilyamiflo)befzl)6(3fluoromethoxy-
4 methoxy-

phenyl)-5-ethyl-2 ,3,4 ,5-tE.trahyd ropyrid azin-3-ofle;

2-(4-(fu ran-2-carbonyamifl)befzl)6(3methoxy-4ethoxyphenyI)-5

ethyl -2,3 ,4 ,5-tetra hyd ropyridazin-3-ofle;

2-(4-(fu ran-2-carbo nylamino)benzy)-6-(3-ethoxy-4methoxyphenyl)-5

ethyI-2,3,4,5-tetrahydropyridazifl"3 -ofe;

2-(4-(fu ran-2-carbonylamiflo)belY)-6-(3hydroxy-4methoxyphenyI)-
5-ethyl-2 ,3,4 ,5-tetrahyd ropyridazi n-3-ofle;

2-(4-(fu ran-2-carbonylamliflQ)beflY)-6-(4-methylsufonyI 

ethyl-2 ,3 ,4,5-tetrahyd ropyrid azin-3-one;

ra n-2-ca rbo n ylam ino)be nzy)-6-(4-l ethy~el 

ethyl -2 ,3,4,5-tetra hyd ro pyrid azil-3-ofle;

2-(4-(fu ran-2-carbonylamiflo)beflY)-6-(3-cycIopentyloxy-
4 methoxy-

phenyl)-5-ethyl-2 ,3,4,5-tetrahydropyridazil-3-ole;

2-(3-(furan-2-carbonlyamiflo)benzl)6(3-cycopentyloxy-
4 methoxy-

phenyl)-5-ethyl-2 ,3,4,5-tetrahydropyridazifl-3-ole;

2-(4-(fu ran-2-carbconyamiflo)phefethy)6(3,4-dimethoxyphenyl)-

2,3,4 ,5-tetrahydropyridazifl-3-ole;

2-(4-(furan-2-carboflamlifo)pheflethyI ,4-d 

ethyl-2 13,4 ,5-tetrahyd ropyrid azi n-3-one;

3-4(ua--abrilmn~ezl -(,-iehxpey)-3,6-

dihydro-1 ,3,4-thiadiazin-2-ole;

3-(3-(furan-2-carbonlamiflo)benzlY)5(3,4-dimethoxyphenyl)-
3 6

ro-1 ,3 ,4-thiadiazin-2-one;
3-(2-(fu ran-2-carbonylamilo)belY)- 5 3 ,4-d imethoxyphenyl)-3,6-

dihydro-1 ,3,4-thiadiazin-2-ofle;
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3-(4-(fu ran-2-carbonylamiflo)befzly)5(3,4-dimethoxyphenyI )-6-ethyl-

3,6-dihydro-1 ,3,4-thiadiazin-2-ole;

3-(3-(fu ran-2-carboniylamliflo)beflY) 3 ,4-d imethoxyphelyl)-6-ethyl-

53 ,6-dihydro-1 ,3,4-thiadiazif-2-ole;

3-(2-(furan-2-carboflamlifo)beflY)-5-( 3 ,4-d imethoxyphenyl)-6-ethyl-

3 ,6-d ihydro-1 ,3,4-thiadiazin-2-ole;

3-(4-(fu ran-2-carboriylaminQ)beflY)5(3methoxy-4trifluoromethoxy-

phenyl)-6-ethyl-3 ,6-dihydro- 1,3 ,4-thiadiazin-2-one;

3-(4-(fu ran-2-carboniylamiflo)beflY)5(3-methoxy-4difluoromethoxy-

phenyl)-6-ethyl-3 ,6-d ihyd ro- 1,3 ,4-thiadiazin-2-ole;

3-(4-(fu ran-2-carbonyamiflo)befzl)5(3methoxy-
4 fluoromethoxy-

phenyl)-6-ethyl-3,6-dihYdro-1 ,3,4-thiadiazin-2-ole;

3-(4-(fu ran-2-carbonylamiflo)befzlY)5(3-difIuoromethoxy-
4 methoxy-

phenyl)-6-ethyl-3 ,6-dihydro- 1,3 ,4-thiadiazin-2-one;

3-(4-(fu ran-2-carbonylamiflo)beflY)-5-(3trifluoromethoxy-
4 methoxy-

phenyl)-6-ethyl-3 ,6-d ihydro-1 ,3,4-thiad iazin-2-one;

ran-2-carbonylamiflo)beflY)5(34Iluoromethoxy-
4 methoxy-

phenyl)-6-ethyl-3 ,6-dihydro-1 ,3 ,4-thiadiazin-2-ofle;

3-(4-(fu ran-2-carbonylamino)befly)-5-(3methoxy-4ethoxyphenyl)-
6

ethyl-3,6-dihyd ro-1 ,3,4-thiadiazin-2-ole;

3-(4-(fu ran-2-carbonylamiflo)beflY)5(3ethoxy-4methoxyphenyl)-
6

ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-ofle;

3-(4-(fu ran-2-carbonylamino)bely)-5-(3-hydroxy-4methoxyphenyl)-

6-ethyl-3,6-dihyd ro-1 ,3,4-thiadiazin-2-Ole;

3-(4-(fu ran-2-carbonylamiflo)belY)-5-(4-methylsufonylphenyI 

ethyl-3 ,6-dihyd ro-1 ,3 ,4-thiad iazin-2-one;

3-(4-(fu ran-2-carbcoflylamiflQ)beflY)5(4-methyleneoxyphenyl)-
6

ethyl-3 ,6-dihydro-1 ,3 ,4-thiadiazin-2-ofle;

3-(4-(fu ran-2-carbonylamiflo)befzlY)5(3-cyclopentyloxy-
4 methoxy-

35phenyl)-6-ethyl-3 ,6-dihyd ro-1 ,3,4-thiadiazin-2-ofle;

3-(3-(furan-2-carbofilyamilo)belI)-5-(3-cyclopentyloxy-4-ethoxy-

phenyl )-6-ethyl-3,6-d ihyd ro-1 ,3,4-thiad iazin-2-one;
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3-(4-(fu ran-2-carborilamiflo)pheflethy)S5( 3 ,4-dimethoxypheflyl)-3 ,6-

dihyd ro-1 ,3,4-thiadiazifl-'2-ole;

3-(4-(fu ran-2-carborilamifl)pheflethy)S5( 3 ,4-d imethoxypheflyl)-6-

5ethyl-3 ,6-d ihydro-1 ,3,4-thiad iazin-2-one;

3-(4-(furan-2-carbofilamliflo)beflY)5(
3 ,4-d imethoxypheflyl)-3 ,6-

dihydro-1 ,3,4-oxadiazin-2-ole;

3-(3-(furan-2-carbonylamliflo)befzl)(
34d imethoxyphenyl ,6-

dihydro-1 ,3,4-oxadiazin-2,-.ofe;

3-(2-(fu ran-2-carbonyamiflo)befzly)S(3 4 -dimethoxypheflyl)-3 ,6-

dihydro-1 ,3,4-oxadiazin-2--ofe;

3-(4-(fu ran-2-carbonyamifl)befzl~)5(3,4dimethoxyphenyI)-
6 ethyI-

3,6-dihydro-1 ,3,4-oxadiazin-2-ole;

3-(3-(fu ran-2-carbonyamiflo)befzl~)5(3,4dimethoxyphenyI)-
6 ethyI-

3,6-dihydro-1 ,3,4-oxadiazin-2-ole;

3-(2-(furan-2-carbo nylamino)benzyl)-5-( 3 ,4-d imethoxyphenyl)-6-ethyl-

3,6-dihydro-1 ,3,4-oxadiazin-2-ole;

3 4 -(furan-2-carbofylyamiflo)bezl)5(3methoxy-4trifluoromethoxy-
20phenyl)-6-ethyl-3 ,6-d ihydJro-1 ,3 ,4-oxadiazin-2-ofle;

3-4(ua--abnlmnobny)5(-ehx--ifluoromethoxy-

phenyl)-6-ethyl-3,6-dihyd ro-1 ,3 ,4-oxad iazin-2-one;

3-(4-(fu ran-2-carbconylamiflo)befzlY)5(3methoxy-
4-fuoromethoxy-

phenyl)-6-ethyl-3,6-dihYd ro-1 ,3,4-oxadiazin-2-ole;

3-(4-(fu ran-2-carbornylamiflo)befzly)5(3-difIuoromethoxy-
4 methoxy-

phenyl)-6-ethyl-3 ,6-d ihydro-1 ,3,4-oxadiazifl-2-ole;

3-(4-(furan-2-carbolailo)belI)-5-(3-trifluoromethoxy-4-methoxy-

phenyl)-6-ethyl-3,6-dihYdro-1 ,3,4-oxadiazin-2-ole;

3-(4-(fu ran-2-carbonylamiflo)beflY)5(34Iluoromethoxy-
4 methoxy-

phenyl)-6-ethyl-3,6-d ihyd ro-1 ,3,4-oxadiazifl-2-ole;

3-(4-(fu ran-2-carbonylamiflo)beflY)5(3methoxy-4ethoxyphenyl)S6

ethyl -3,6-d ihyd ro-1, ,3,4-oxad iazi n-2-on e;

3-(4-(furan-2-carbo nylamino)benzyl)-5-(3-ethoxy-4-methoxyphenyl)G6

ethyl-3 ,6-d ihyd ro- 1,3 ,4-oxadiazin-2-ofle;
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3-(4-(furan-2-carborflYamiflo)befzlY)S(3 -hydroxy-4-methoxyphelyl)-

6-ethyl-3 ,6-dihyd ro-1 ,3 ,4-oxad iazin-2-one;

3 ra n-2-carbo ilam iflo)beflY)5-(4-methy suIfo nylphenyI)- 6

5ethyl-3,6-dihyd ro-1 ,3 ,4-oxadiazin-2-ole;

3-(4-(fu ran-2-carboflyIamiflo)befzlY)5(4-methyleneoxyphenyI)-
6

ethyl-3 ,6-dihydro-1 ,3,4-oxKadiazin-2-ole;

3 4 -(furan-2-carboflyamiflo)befzl)5(3-cyclopentyloxy-
4 methoxy-

phenyl)-6-ethyl-3 ,6-d ihydro- 1,3 ,4-oxadiazin-2-ole;

3 -(3-(furan-2-carbonlamiflo)befzlY)5(3-cyclopentyloxy-
4 methoxy-

phenyl )-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-ole;

3-(4-(fu ran-2-carbonylamiflo)pheflethyl) 3 ,4-dimethoxypheflyl)-3 ,6-

dihydro-1 ,3,4-oxadiazin-:2--ofe;

3-(4-(fu ran-2-carbonylanol)pheflethy)5(
3 ,4-dimethoxypheflyl)-6-

ethyl-3,6-dihydo-1 ,3,4-oxadiazifl-2-ole;

2-(4-(pyrrole-2-cartboflamlifl)befzlY)
6 3 ,4-d imethoxypheflyl)-

2,3,4 ,5-tetrahyd ropyrid azi n-3-ofle;

2 3 -(pyrrole-2-carb~oflyamiflo)bezl)6(3,4-dimethoxyphenyl)-
2,3,4 ,5-tetrahydropyridazifl-3-ole;

2,3,4 ,5-tetra hyd ropyridlazi n-3-one;

2-(4-(pyrrole-2-carbofylyamiflo)befzly)
6 3

ethyl-2 ,3 ,4,5-tetrahyd ropyridazin-3-ole;

2-(3-(pyrrole-2-carboflamlifo)befzlY)
6 3 ,4-d 

ethyl-2 ,3 ,4,5-tetrahyd ropyrid azin-3-ole;

2-(2-(pyrrole-2-carbonlamiflo)befzlY)
6 3 

ethyl-2 ,3 ,4,5-tetrahydropyridazifl-3-ole;

2 -(4-(pyrroe-2carbofylyamiflo)bezl)6(3methoxy-
4 trifluoro-

methoxyphenyl)-5-ethyl-2 ,3,4,5-tetrahyd ropyridazin-3-ofle;

2-(4-(pyrroe-2carboylyamiflo)bezlZ)-6(3methoxy-
4 d ifluoro-

35methoxyphenyl)-5-ethyl-2 ,3,4 ,5-tetrahydropyridazifl-3-ole;

2 -(4-(pyrroe-2cabofylyamiflo)bezl)6(3methoxy-
4 -fuoromethoxy-

phenyl )-5-ethyl-2 ,3,4 ,5-tetrahydropyridazifl-3-ole;
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2 4 -(pyrrole-2-carb~flyamiflo)befzl)6(3difluoromethoxy-
4

2 3 ,4,5-tetrahyd ropyridazin-3-ole;

2-(4-(pyrrole-2-ca rbo nylamino)benzyI )-6-(3-trifl uoromethoxy-4-

5methoxypheflyl)-5-ethyl-2, 3,4 ,5-tetrahydropyridazifl-3-ole;

2 4 -(pyrroe-2carbofylyamiflo)bezlZ)-63fuoromethoxy-
4 methoxy-

phenyl)-5-ethyl-2 ,3,4,5-tE.trahyd ropyrid azin-3-ole;

2 4 -(pyrroe-2carbonyamiflo)befzl)6(3methoxy-4ethoxyphenyI)-

5-ethyl-2 ,3 ,4 ,5tetrahydrop)yridazifl-3-ole;

2 4 -(pyrroe2carbonyamifl)befzl)6(3ethoxy-4methoxyphenyI)-

5-ethyl-2 ,3,4,5-tetrahydroP~yridazifl-3-ole;

2-(4-(pyrrole-2-carboflyla mlno)benzyl )-6-(3-hyd roxy-4-methoxy-

phenyl)-5-ethyl-2 ,3,4 ,5-teatrahydropyridazifl-3-Qle;

2 -(4-(pyrrole-2-ca rbofnlyam ino) befzlY)6(4-methyl suIfonyl ph e nyl)S

ethyl -2 ,3,4,5-tetrahyd ropyrid azin-3-ole;

2-(4-(pyrro e-2-ca rbC nfl am ino) benlZI)-6-(4-m ethyl eneoxyp 

ethyl -2 ,3,4,5-tetra hydro pyrid azif3-on e;

~2-(4-(pyrrole-2-carb~oflYamiflo)befzl)6(3-cyclopentyloxy-
4

methoxypheflyl )-5-ethyl-2 ,3,4 ,5-tetrahydropyridazifl-3-ole;

2-(3-(pyrrole-2-carbonflYamiflo)benzlY)6(3-cyclopentyloxy-
4

2 ,3 ,4 ,5-tetrahydropyridazifl-3-ole;

2-(4-(pyrrole-2-carboflamiflo)pheflethyI ,4-d imethoxyphenyl)-

2,3,4,5-tetrahyd ropyrid azif-3-ole;

2 4 -(pyrroe-2carbofylyamiflo)phefethyI-6(3,4-dimethoxyphenyl)-5

ethyl -2 ,3,4,5-tetrahyd ropyrid azif-3-ofnle;

3-(4-(pyrrole-2-carboflamiflo)befzlZYI)S(
3 ,4-dimethoxypheflyl)-3 ,6-

dihydro-1 ,3,4-thiadiazil-2?-ofe;

3 -(3-(pyrrole-2-carbonylyamiflo)befzl~y)-5(3,4-dimethoxyphenyI 

dihydro-1 ,3,4-thiadiazifl-2-ole;

3-2(yrl--abnlmn~ezy)5(,-iehxpey)36

35dihydro-1 ,3,4-thiadiazifl-2-ole;

3 4 -(pyrrole-2-caboylyamiflo)befzl)5(3,4-dimethoxyphenyI)-
6

ethyl-3,6-d ihyd ro-1, 3,4--th iad iazi n-2-ole;



WO 03/032993 
PCT/EPO2/10507

-49 

3 -(3-(pyrrole-2-carbofilYamiflo)benzyl)S5(
3 ,4-dimethoxyphefl)- 6

ethyl-3 ,6-d ihydro-1 ,3,4-thiid iazin-2-ole;

3 -(2-(pyrrole-2-carboflYamino)benzy)5(
3 ,4-dimethoxypheflYl)-6

5ethyl-3 ,6-dihydro-1 ,3,4-th iadiazin-2-ole;

3 4 -(pyrroe-2carbonylyamifo)bezl)5(3methoxy-
4 trifluoro-

methoxypheflyl)-6ethy' 3 ,6-dihyd ro-1 ,3,4-thiadiazifl-2-ole;

3 4 -(pyrroe-2carbofylyamifl)bezl)5(3methoxy-
4 difluoro-

methoxyphel)-6ethyI-.3,6-dihydro-1,3,4-thiadiazifl-2-ole;

3 4-(pyrroe 2 carbonylamifo)benzy)-5(3methoxy-4fuoromethoxy

phenyl)-6-ethyl- 3 ,6-dihydro-1 ,3,4-thiadiazifl-2-ole;

3 -(4-(pyrrole-2-cart)c)fylyamiflo)benzy)-
3 -d ifluoroniethoxy-4-

methoxyphenyl)-6-ethy 1 3 ,6-dihydro-1 ,3,4-thiadiazifl-2-ole;

3 4 -(pyrrole2carb~oflamiflo)benzyl)5(3trifluoromethoxy-
4

methoxypheflyl)-6-ethy' 3 ,6-dihyd ro-1 ,3 ,4-thiadiazifl-2-ole;

3 4 -(pyrrole- 2 carbofylamifo)benzyl)53fluoromethoxy-
4 methoxy-

phenyl)-6-ethyl-3 ,6-dihyd ro-1 ,3,4-thiadiazifl-2-ole;

3 4 -(pyrroe 2 carbofylamifo)benzy)-5(3methoxy-4ethoxypheny)-

206-ethyI-3,6-dihydro-1,3,4-thiad iazin-2-ole;

3-(4-(pyrrole-2-carboflami no)benzy)-5-(3-ethoxy-4methoxyphenyI 

6-ethyl-3 ,6-dihydro-1 ,3,4-thiadiazifl-2-ole;

3 -(4-(pyrrole-2-car-bolamiflo)benzyI )-5-(3-hyd roxy-4-methoxy-

phenyl)-6-ethYl-3 ,6-dihycl ro-1 ,3 ,4-thiadiazifl-2-Qle;

3-4(yrl--atoyaiobnzl--4mtysloypey)6

ethyl-3 ,6-dihydro-1 ,3 ,4-thiadiazifl-2-ole;

3 4 -(pyrrole- 2-carbofylYamifo)bezlz)5(4methyleneoxyphenyI)-
6

ethyl-3,6-dihyd ro-1 ,3 ,4-thiadiazifl-2-ole;

3 4 -(pyrrole-2-carboflYamiflo)benzyl)5(3-cyclopentyloxy-
4

methoxyphenl)6ethy3,6dihydro-1,3 ,4-thiad iazin-2-ole;

3-(3-(pyrrole-2-carbolamli no)benzy)-5-(3-cycIopeftltYoxy-
4

35methoxypheflyl)-6-ethYI.
3 ,6-dihydro-1 ,3,4-thiadiazifl-2-ole;

3 4 -(pyrrole-2-carboflYamiflo)phenethyl)S5(
3 ,4-dimethoxyphelyl)-

3 ,6-dihyd ro-1 ,3,4-thiadiazifl-2-ole;
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3-(4-(pyrrole-2-carborflamliflo)pheflethyl)S5( 3 ,4-d imethoxyphenyl)-6-

ethyl-3 ,6-d ihyd ro- 1,3 ,4-th iadiazin-2-one;

3-(4-(pyrrole-2-carboflamlifo)befzlZY)S5( 3 ,4-dimethoxypheflyl)-3 ,6-

ihyd ro-1 ,3,4-oxadiazin-2-ofle;
3-3(yrl--abnlmn~ezy)5(,-iehxpey)36

dihydro-1 ,3,4-oxadiazin-2-ole;

3-(2-(pyrrole-2-carboflamlifo)beflY)5( 3 ,4-d imethoxyphenyl)-3,6-

dihydro-1 ,3,4-oxadiazin-2-ole;

3-(4-(pyrrole-2-carboflamlifo)befzlYI)S( 3 ,4-d imethoxyphenyl)-6-

ethyl-3 ,6-d ihyd ro- 1,3 ,4-oxad iazin-2-one;

3-(3-(pyrrole-2-carbonlyamiflo)befzlY)-5(3,4dimethoxyphenyl)-
6

ethyl-3 ,6-d ihydro-1 ,3,4-o:xadiazin-2-Qle;

3-(2-(pyrrole-2-carbolailo)belY)-5-(
3 ,4-d imethoxyphenyl)-6-

ethyl-3,6-dihyd ro-1 ,3,4-oxadiazin-2-ofle;

3-(4-(pyrrole-2-carbo nylamino)benzyl )-5-(3-methoxy-4-trifluoro-

methoxyphenyl)-6-ethyl-,3 ,6-d ihyd ro-1 ,3 ,4-oxadiazin-2-ofle;

203-(4-(pyrrole-2-carbonylamliflo)beflY)-5-(3-methoxy-
4 -difluoro-

20methoxypheny)-6-ethyI-3,6-d ihydro-1 ,3,4-oxadiazin-2-ofle;

3-(4-(pyrrole-2-carbofylyamiflo)befzlZ)(3methoxy-
4 -fuoromethoxy-

phenyl)-6-ethyl-3,6-dihydro-1 ,3 ,4-oxad iazin-2-one;

3-(4-(pyrrole-2-carbc~flamiflo)beflY)-5-(3-difluoromethoxy-
4

methoxyphenyl)-6-ethyl-,3,6-dihyd ro-1 ,3,4-oxad iazin-2-one;

3-(4-(pyrrole-2-carb~c~flyamiflo)befzlY)5(3-trifIuoromethoxy-
4

methoxyphenyl)-6-ethyl-3 ,6-dihyd ro-1 ,3 ,4-oxad iazin-2-one;

3-4(yrl--atoyaiobnzl--3furmtoy4mtoy

phenyl)-6-ethyl-3 ,6-dihydro-1 ,3,4-oxadiazin-2-ole;

3-4(yrl--abnlmn~ezl--3mtoy4ehxpey)

6-ethyl-3 ,6-d ihydro-1 ,3,4-oxadiazin-2-ofle;

3-(4-(pyrroe-2-carbonylyamiflo)befzl)5(3ethoxy-4methoxyphenyl)'

356-ethyl-3 ,6-dihyd ro-1 ,3 ,4-oxadiazin-2-one;
3-(4-(pyrrole-2-carbonylamiflo)belY)-5-( 3 -hydroxy-4-methoxy-

phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-ole;
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3 4 -(pyrrole-2-carborflyamiflo)befzl)5(4-methylsulfonyIphenyI)-
6

ethyl-3 ,6-d ihyd ro-1 ,3 ,4-oxadiazifl-2-ole;

3 4 -(pyrrole-2-carbofylyamiflo)beflzyi)-5(4methyleneoxyphenyI)-
6

ethyl -3 ,6-d ihyd ro-1, ,3,4-oxad i azi n-2-o ne;

3-(4-(pyrrole-2-carboflyla mino)benzyl )-5-(3-cyclopeltyloxy-4-

methoxyphenyl)-6-ethyl-3,6-dihyd ro-1 ,3 ,4-oxad iazin-2-one;

3 -(3-(pyrrole-2-carbofylyamiflo)befzl)5(3-cyclopentyloxy-
4

methoxyphenyl)-6-ethyl-3, 6-dihyd ro-1 ,3,4-oxadiazifl-2-ole;

3-(4-(pyrro e-2-ca rbofnlY amiflo)p henethylY)S@,4-d i methoxyp heflyl)-

3,6-dihydro-1 ,3,4-oxadiazifl-2-ole;

3-(4-(pyrrole-2-carboflyamiflo)pheflethy)S@ imethoxyphenyl)-6-

ethyl-3 ,6-d ihydro-1 ,3,4-oxadiazin-2-ole;

2-(4-(thiophene-2-carboflamlifo)beflY)'S(
3 ,4-dimethoxypheflyl)-

2,3,4, 5-tetra hyd ropyridazi n-3-one;

2-(3-(thiophene-2-carboflamiflo)befzlY)
6 3 ,4-dimethoxypheflyl)-

2,3,4 ,5-tetrahydropyridazifl-3-ole;

2 2 -(thiophene-2-c-arboflYamiflo)befzly)6(3,4-dimethoxyphenyl)-
2,3 ,4,5-tetrahyd ropyrid azin-3-ole;

2 4 -(thiophene-2-(Carboflyamiflo)befzl)6(3,4-dimethoxyphenyl)-5

ethyl -2 ,3,4,5-tetra hyd ropyrid azifl-3-onle;

2-(3-(thiophene-2-(-arboflamiflo)befzlY)
6 3 ,4-d imethoxypheriyl 

ethyl-2 ,3 ,4,5-tetrahyd ropyrid azi n-3-one;

2 2 -(thiophene-2-carboflyamiflo)befzly)-6(3,4-dimethoxyphenyl)S5

ethyl-2 ,3 ,4,5-tetrahyd ropyridazi n-3-ofle;

2 4 -(thiophene-2-carbofylyamiflo)bezl)6(3methoxy-
4 trifluoro-

methoxyphenyl)-5-ethyl.-2,3 ,4 ,5-tetrahydropyridazifl-3-ole;

2 -(4-(thiophene-2-carbofylyamiflo)befzlZ6(3methoxy-
4 difluoro-

methoxyphenyl)-5-ethyl.-2', 3,4 ,5-tetrahyd ropyrid azin-3-one;

2 4-(thiophene-2-carboflyamiflo)befzl)6(3methoxy-
4 -fuoro-

methoxyphenyl)-5-ethyI-2,3,4,5-tetrahyd ropyridazin-3-one;

2-(4-(thiophene-2-carboflamio)belI)-6-(3-d ifluoromethoxy-4-

methoxyphenyl)-5-ethyl-2 ,3 ,4 ,5tetrahydropyridazifl-3-ole;
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2 4 (thiophene2carbonylamino)benzy)6-(
3 trifuortoxy-

2i 3,4,5-tetraIhydropyridazifl
3-one;

2-(4-(thiophefle-2-ca rbonylamiflo)befzlY)6(3-fluoromethoxy-
4

1 2 ,3 ,4 ,5-tetrahyd ropyridazifl- 3-ole;

2 4-(thiophene2cairbonlamino)benzy 
6(3methoxy 4-oy-

phenyl)-5-ethyI-2,3,4,5tetrahydropyridazin
3 one;

2 4 (thiophee2ccarbonylamibnzy)b6(ethoYI)6( 
ethoxy4Y

2 ,3,4 ,5-tetrahydropyridazin
3 one;

2 4 (thiophene2carbofylamio)bn YI)6(33hy drx-4moxy4

2 ,3 ,4 ,5-tetrahyd ropyrid azif-3-ole;

2 4-(thiophene-2carbonylamilo)benzy)-6(4methysufoylpey)-

5-ethyl-2 ,3,4 ,5-tetrahydropyridazi-
3-one;

2-(4-(thiophefle-2-ca rbonylamiflo)beflY)6-(4-methyleneoxyphenyI)-

5-ethyl-2 ,3,4 ,5-tetrahyd ro:pyrid azin-3-one;

2 4 -(thiophene-2-c-arbonlYamino)benzyl)6(3-cyclopentyloxy-
2 ,3 ,4 ,5-tetrahydropyridazifl

3-one;

2 3-(thiophee2-CarboflYamino)benzyl)6(3cycopentyloy-

20methoxyphely)5-ethYl
1'?i3 ,4,5-tetrahydropyridazif

3 one;

2 4 -(thiophene-2-carboflYamifo)phenethyl)
6 3 ,4-dimethoxy-

phenyl)-2,3,4,5-tetrahydropyridazn
3 one;

2 4 -(thiophee2-carboflYamino)phenethy)
6 3 ,4-dimethoxy-

phenyI)-5-ethyk2 3 ,4 ,5-tetrahydropyridazin3one;

3 4 -(thiophene-2--carboflyiamifo)benzyl)S5(
3 ,4-dimethoxyphelyl)-

3,6-dihydro-1 ,3,4-thiadiazifl-2-ofle, m.p. 1860;'

3 3-(thiophene-2-carbonlYamino)benzyi)S5(
3 ,4-dimethoxyphelyl)-

3,6-dihydro-1 ,3,4-thiadiazifl-2-ole;

3 2 -(thiophene-2-carboflYamifo)benzyl)S5(
3 ,4-dimethoxyphel)-

3 ,6-dihydro-1 ,3 ,4-thiadiazin-2-ole;

3 -(4-(thiophene-2-carboflYamiflo)benzyl)S5(
3 ,4-dimethoxyphefl)- 6

35ethyl-3 ,6-dihydro-1 ,3,4-ithiadiazifl-2-ole;

3 3-(thiophene-2carbonylYamino)benzyl)5(34dimethoxyphyl)-

ethyl-3 ,6-dihyd ro-1 ,3 ,4-thiadiazifl-2-Ole;
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ethyl-3 ,6-dihydro-1 ,3 ,4-thiad(iazifl-2-ole;

3 4 -(thiophene-2-carbofylYamifo)benzyl)5(3methoxy-
4 trifluoro-

methoxypheflyl)-6-ethy- 3 ,6-dihydro- 1,3 ,4-thiad iazin-2-one;

3 4 -(thiophene-2-carboflYamifl)bezl)5(3methoxy-
4 difluoro-

methoxyphefl)-6-ethyk-36dihydro-1,3,4-thiadiazin-2-ole;

3-(4-(thiophefle-2-ca rbonylamino)befzl)5(3methoxy-
4 fluoro-

methoxypheflyl)-6-ethyI' 3 ,6-dihyd ro-1 ,3 ,4-thiadiazin-2-ole;

3-(4-(thiophene-2-carboflYamiflo)befzlY)
3 -difluoromethoxy-4

methoxypheflyl)-6-ethy- 3 ,E6-dihyd ro-1 ,3 ,4-thiadiazin-2-ole;

3 4 -(thiophene-2-carbonlYamiflo)befzl)5(3trifluoromethoxy-
4

methoxyphenyl)-6-ethyl- 3 ,(-dihydro-1 ,3,4-thiadiazin-2-ole;

3 4 -(thiophene-2-carbolYamiflo)bezl)5(3fluoromethoxy-
4

methoxyphenyI)-6-ethyk-3,6-dihyd ro-1 ,3 ,4-thiadiazin-2-ole;

3 4 -(thiophene-2-ca-boflYamiflo)befzlZ5(3methoxy-
4 ethoxy-

phenyI)-6-ethyI-3,6-dihydrol ,3 ,4-thiadiazin-2-ole;

3 4 -(thiophene-2-carboflYamiflo)bezl)5(3ethoxy-
4 methoxy-

phenyl)-6-ethyl-3 ,6-dihydrc)-1 ,3,4-thiadiazifl-2-ole;

3 4 -(thiophene-2-carboflyamiflo)belzyi)-5(3hydroxy-
4 methoxy-

phenyI)-6-ethyI-3,6-dihyd ro-1 ,3,4-thiadiazifl-2-ole;

3 4 -(thiophene-2-carboflamiflo)beflzyIY5-(4-methylsufonylphenyl)-

6-ethyl-3,6-dihydro-1 ,3,4-thiad iazin-2-one;

3 4 -(thiophene-2-carbonlYamiflo)benzl)YI5(4-methyleneoxyphenyl)-

6-ethyl-3,6-dihyd ro-1 ,3,4.-thiadiazin-2-ole;

3 4 -(thiophefle-2-c-arboflamiflo)benzlY)5(3-cyclopentyloxy-4

methoxyphenyI)-6ethy3,6dihydro1,3,4-thiad iazin-2-one;

3 3 -(thiophene-2-(CarboflYamiflo)befzlY)5(3-cyclopentyloxy-
4

methoxyphenyl)-6-ethyl- 3 ,6-dihyd ro-1 ,3 ,4-thiadiazin-2-ole;

3-(4-(thiophene-2-carboflYamiflo)phefethyl)b5(
3 ,4-dimethoxy-

35phenyl)-3,6-dihydro-1 ,3,4-thiadiazifl-2-ole;

3-(4-(thiophene-2-carboflYamiflo)pheflethyl)S5(
3 ,4-dimethoxy-

phenyl)-6-ethyl-3 ,6-d ihydro-1 ,3,4-thiadiazin-2-ole;
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3 4 -(thiophene-2-carI)oflyamiflo)befzly)5(3,4-dimethoxyphenyI)-

3,6-dihydro-1 ,3,4-oxadiazin-2-ole;

3 3 -(thiophene-2-carboflamiflo)befzlY)5-(3,4-dimethxyphenyI)-

53,6-dihydro-1 ,3,4-oxadiazifl-2-ole;

3-(2-(thiophene-2-carboflamiflo)befzlY)
5 3 4 -dimethoxyphenyl)-

3,6-dihyd ro-1 ,3 ,4-oxadiazin-2-ole;

3-(4-(thiophene-2-cairboflamiflo)befzlY)S5(
3 ,4-d imethoxypheflyl)- 6

ethyl-3 ,6-dihydro-1 ,3,4-oxadiazin-2-ole;

3-(3-(thiophene-2-car-bolamiflo)befzlZY)S5(
3 ,4-d imethoxyphenyl)-6-

ethyi-3 ,6-dihydro-1 ,3,4-oxazdiazin-2-ole;

3-(2-(thiophene-2-carboflamiflo)befzlYI)S(
3 ,4-dimethoxypheflyl)-6-

ethyl -3,6-d ihyd ro- 1, 3,4-oxad iazi n-2-ofnle;

3 4 -(thiophene-2-carboflyamiflo)befzlYI5(3methoxy-
4 trifluoro-

methoxyphefl)-6-ethy3,6dihydro-1,3,4-oxad iazin-2-one;

3-(4-(thiophene-2-ca rbonylamino)befly)-5-(3-methoxy-
4 d ifluoro-

methoxyphenyl)-6-ethyl-3  ,6-dihyd ro-1 ,3,4-oxadiazifl-2-ofle;

3 4 -(thiophene-2-carboflYamiflo)befzlZYI5(3methoxy-
4 -fuoro-

methoxypheflyl)-6-ethylk3,6-dihyd ro-1 ,3,4-oxad iazin-2-one;

3 -(4-(thiophene-2-carboflyamiflo)befzl)5(3difluoromethoxy-
4

methoxypheny)-6-ethy-3,6-dihydro-1,3,4-oxad iazin-2-one;

3 4 -(thiophene-2-carboflyamiflo)befzl)YI5(3trifluoromethoxy-
4

methoxyphenyl)-6-ethyl-,3 ,6-dihyd ro-1 ,3 ,4-oxad iazin-2-one;

3 4 -(thiophene-2-carboflyamiflo)befzl)5(3fluoromethoxy-
4

methoxyphenyl)-6-ethyl-3,6-dihyd ro-1 ,3 ,4-oxadiazin-2-ole;

3 4-(thiophene-2-(arboflyamiflo)befzl)5(3methoxy-
4 ethoxy-

phenyl)-6-ethyl-3 ,6-d ihydro-1 ,3,4-oxadiazifl-2-ole;

3 -(4-(thiophene-2-(carboflyamiflo)befzl)5(3ethoxy-
4 methoxy-

phenyl)-6-ethyl-3,6-dihYidro-1 ,3,4-oxadiazin-2-ole;

3 4 -(thiophene-2-i-Carboflyamiflo)befzl)5(3hydroxy-
4 methoxy-

35phenyl)-6-ethyl-3 ,6-d ihyd ro-1 ,3 ,4-oxadiazifl-2-ole;

3 4 -(thiophene-2-carboflamiflo)befzlY)5-(4-methylsufonylphenyl)-

6-ethyl-3 ,6-dihyd ro-1 ,3,4--oxadiazin-2-ole;
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3-(4-(thiophene-2-ciboflaio)belI)-5-(4-methyleleoxyphelyl)-

6-ethyl-3,6-dihyd ro-1 ,3,4-oxadiazin-2-ole;

3-(4-(thiophene-2-c,arbolaiQ)belI)-5-(3-cyclopeltyloxy-
4

methoxyphenyl)-6-ethyl-3,6-dihyd ro-1 ,3,4-oxadiazin-2-one;

methoxyphenyl)-6-ethyl-3,6-dihyd ro-1 ,3,4-oxad iazin-2-one;

3-(4-(thiophene-2-ca3rboflamiflo)pheflethy)Sd-3 ,4-d imethoxy-

phenyl)-3,6-dihydro-1 ,3,4.-oxadiazin-2-ofle;

3-(4-(thiophene-2-carboflamlifo)pheflethy)S5( 3 ,4-dimethoxy-

phenyl)-6-ethyl-3,6-dihyd ro-1 ,3,4-oxadiazin-2-one;

2-(4-pyrazinecarborlyamliflobeflY)- 6 3 ,4-d imethoxyphenyl)-2,3 ,4 

tetra hyd ropyridazin-3-oflC, m.p. 1970;

2-(3-pyrazinecarboiylamiflobefly)-6-(3,4-dimethoxyphenyI)-
2 ,3,4 

tetra hyd ropyrid azin-3-one;

2-(2-pyrazinecarbolylailobelzyl)-6-(3 ,4-dimethoxyphenyl)-2 ,3 

tetrahyd ropyridazin-3-one;

2-(4-pyrazinecarboflamiflobefly)-6-(3,4dimethoxyphenyl)S5ethylI
2,3,4, 5-tetrahyd ropyrid az-i n-3-one;

2-(3-pyrazinecarbonylailobelzyl)-6 3 ,4-d imethoxyphenyl 

2,3,4 ,5-tetrahydropyridazifl-3-ole;

2-(2-pyrazinecarbon ylaminobenzyl)-6-(3 ,4-d imethoxyphenyl 

2,3,4,5-tetrahydropyrida;i-3-ole;

2-(4-pyrazinecarbonylamiflobeflY)6(3-methoxy-4trifluoromethoxy-

phenyl )-5-ethyl-2 ,3,4,5-tetrahyd ropyridazin-3-ofle;

2-(4-pyrazinecarbonylailobeflY)-6-(3-mlethoxy-4 d ifluoromethoxy-

phenyl )-5-ethyl-2,3,4,5-tetrahyd ropyridazin-3-one;

2-(4-pyrazinecarbo nylaminobenzy)-6-(3-methoxy-4-fIuoromethoxy-

phenyl )-5-ethyl-2 ,3,4,5-tetrahydropyridazifl-3-Ole;

2-(4-pyrazinecarbonylamilobelY)- 6 3 -d ifluoromethoxy-4-methoxy-

)-5-ethyl-2 ,3,4 ,5-tetrahydropyridazin-3-Qle;
2-4przncrcnlmnbny)6(-rfurmtoy4mtoy

phenyl)-5-ethyl-2 ,3,4,5-tetrahydropyridazin-3-ole;
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phenyl)-5-ethyl-2 ,3,4,5-tetra hyd ropyrid azin-3-one;

2-(4-pyrazinecarboriylamiflobefzlY)-6-(3methoxy- 4

5ethyl-2 ,3,4,5-tetrahydropyridazil-3-ole;
2-(4-pyrazinecarboriylaminobely)-6-(3-ethoxy-4-methoxyphenyl)S5

ethyl-2 ,3,4 ,5-tetrahyd ropyrid azin-3-one;

2-(4-pyrazinecarboflaiobely)-6-(3-hyd roxy-4-methoxyphenyl)-

5-ethyl-2 ,3,4 ,5-tetrahyd ropyrid azin-3-one;

2-(4-pyrazinecarboyaminobel)-6-(4-ethyIsufoflphel)-5-

ethyl -2,3 ,4,5-tetra hyd ropyridazi n-3-one;

2-(4-pyrazinecarboyaminobel)-6-(4-methy~elenoxyphel)-5-

ethyl-2 ,3 ,4,5-tetrahyd ropyrid azin-3-one;

2-(4-pyrazinecarbonyamibel)-6-(3-cycIopeloxy-
4 -methoxy-

phenyl)-5-ethyl-2 ,3,4,5-te,.trahyd ropyrid azin-3-one;

2-(3-pyrazinecarbonyamiobel)-6-(3-cycIopenloxy-4 -methoxy-

phenyl)-5-ethyl-2 ,3,4,5-te .t-rahyd ropyrid azi n-3-one;

2-(4-pyrazinecarbo nylaminophenethyl)-6-(3 ,4-dimethoxyphenyl)-

2,3,4 ,5-tetrahyd ropyridazi n-3-one;

2-(4-pyrazinecarbon ylaminophenethyl ,4-d 

ethyl -2 ,3,4,5-tetrahyd ropyridlazi n-3-one;

3-(4-pyrazinecarbonylaminobelzyl imethoxyphenyl)-3,6-

dihydro-1,3,4-thiadiazil-2-ofle, m.p. 2020;

3-(3-pyrazinecarbonylaminobenzy)-5-(3,4-dimethoxyphefl)- 3 ,6-

dihydro-1 ,3,4-thiadiazin-2-one;

3-(2-pyrazinecarbonylaminobelzyl imethoxyphenyl ,6-

dihydro-1 ,3,4-thiadiazin-2-one;

3-(4-pyrazinecarbo nylaminobenzyl)-5-(3 ,4-d imethoxyphenyl)-6-ethyl-

3,6-dihydro-1 ,3,4-thiadiazin-2-one;

3-(3-pyrazinecarbonylaminobeflzyl)-5-(3,4 -d imethoxyphenyl )-6-ethyl-

3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(2-pyrazinecarbonylaminobenzy)-5-(34-dimethoxyphel)-6-ethyl-

3,6-dihydro-1 ,3,4-thiadiaizin-2-one;
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phenyl)-6-ethyl-3,6-dihyd ro-1 ,3 ,4-thiadiazin-2-one;

3-(4-pyrazinecarborlylamilobell)-5-(3-methoxy-4-d ifluoromethoxy-

5phenyl)-6-ethyl-3,6-dihyd ro-1 ,3,4-thiadiazin-2-one;

3-(4-pyrazinecarborylamilobely)-5-(3-methoxy- 4Ifuoromethoxy-

phenyl)-6-ethyl-3,6-dihyd ro-1 ,3,4-thiadiazin-2-one;

3-(4-pyrazinecarborilyamliflobeflY)-5-( 3-difluoromethoxy-4-methoxy-

phenyl )-6-ethyl-3,6-dihyd ro-1 ,3,4-thiad iazin-2-one;

3-4przncroilmnbny)5(-rfurmtoy4mtoy

phenyl)-6-ethyl-3,6-dihyd ro-1 ,3,4-thiad iazin-2-one;

3-(4-pyrazinecarboylamilobel)-5-(3-fIuoromethoxy-
4 methoxy-

phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;

3-(4-pyrazinecarbonylamilobely)-5-(3-methoxy-4ethoxyphenyl)-
6

ethyl-3,6-dihyd ro-1 ,3 ,4-thiiadiazin-2-one;

3-(4-pyrazinecarbonylamilobelY)-5-(3-ethoxy-4methoxyphenyI)-
6

ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;

3-(4-pyrazinecarbonyaiobel)-5-(3-hydroxy-4-methoxyphel)-
6-ethyl-3 ,6-d ihydro-1 ,3 ,4-thiadiazin-2-one;

3-(4-pyrazinecarbonylamilobel)-5-(4-methyIsufolphefl)-
6

ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;

3-(4-pyrazinecarbonylamilobenl~)-5-(4-methy~elenoxyphelY
6

ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;

3-(4-pyrazinecarbonyamilobel)-5-(3-cyclopeftlYoxy-
4-methoxy-

phenyl )-6-ethyl-3,6-dihyd ro- 1,3 ,4-thiadiazin-2-one;

3-(3-pyrazinecarbonyamiobel)-5-(3-cycIopeloxy-4 -methoxy-

phenyl)-6-ethyl-3 ,6-dihyd ro-1 ,3 ,4-thiadiazin-2-one;

3-(4-pyrazinecarbonylamilo-phelethyl ,4-d imethoxyphenyl)-3 ,6-

dihydro-1 ,3,4-thiadiazin-2-one;

3-(4-pyrazinecarbonylailophelethyl ,4-dimethoxyphenyl)-6-

ethyl-3,6-d ihyd ro- 1 ,3,4-th iad iazi n-2-one;

3-(4-pyrazinecarbonylaminobelzyl)-5-(3, 4 -d imethoxyphenyl)-3 ,6-

dihydro-1 ,3,4-oxadiazin-2-one;
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3 3 -pyrazinecarboflYVIamiflobezl)5(34-dimethoxyphenyI)-
3 ,6-

dihydro-1 ,3 ,4-oxadiazifl-2--c)fe;

3 2 -pyraziflecarbonflyamiflobenzy)5(3,4-dimethoxyphenyl)-
3 ,6

ro-1 ,3,4-oxadiazifl-2-ofe;

3-(4-pyraziflecarboflYamiflobenzy)S5(
3 ,4-dimethoxyphel)-6-ethylI

3 ,6-dihydro-1 ,3,4-oxadiazifl-2-ole;

3 3 -pyrazinecarbofylyamiflobenzy)5(3,4-dimethoxyphenyl)-
6 ethyl

3 ,6-dihydro-1 ,3,4-oxadiazif-2-of~e;

3-(2-pyraziflecarborilYamiflobenzyl)S5(
3 ,4-dimethoxyphel)-6-ethyI-

3,6-dihydro-1 ,3,4-oxadiazifl-2-ole;

3 4 -pyrazinecarborflyamiflobezl)5(3methoxy-4trifluoromethoxy

phenyI)-6-ethyI-3,6-dihyd ro-1 ,3 ,4-oxadiazin-2-ole;

3 4-pyrazinecarboiilyamiflobezl)5(3-methoxy-4difluoromethoxy-
phenyI)-6-ethyI-3,6-dihydro-1,3,4-oxadiazifl-2-ole;

3 4-pyrazinecarboflyamiflobelZ)5(3methoxy-4fluoromethoxy-

phenyl)-6-ethyl- 3 ,6-dihyir-o-1 ,3 ,4-oxadiazifl-2-ole;

3 4-pyrazinecarboflyamiflobezlz)5(3difluoromethoxy-
4 methoxy-

phenyI)-6-ethyI-3,6dihydrio-1,3,4-oxadiazifl-2-ole;

3 4 -pyrazinecarbonlyamiflobezl)5(3-trifluoromethoxy-
4 methoxy-

phenyl)-6-ethYl-3 ,6-d ihyd ro-1 ,3 ,4-oxadiazifl-2-ole;

3 4 -pyrazinecarbc~flamiflobenlYI5(3fuoromethoxy-
4 methoxy-

phenyI)-6-ethyI-3,6-dihyd ro-1 ,3 ,4-oxadiazifl-2-ole;

3 4-pyrazinecarborflyamiflobezl)5(3methoxy-4ethoxyphenyI)-6

ethyl-3 ,6-dihydro-1 ,3 ,4-oxadiazifl-2-ole;

3 4 -pyrazifecarbofylyamifobenzy)-5(3ethoxy-4methoxyphenyl)-6-

ethyl-3,6-dihyd ro-1 ,3,4-oxadiazifl-2-ole;

3 4-pyraziflecarboflYamiflobenzyi)-5(3hydroxy-4methoxyphenyl)

6-ethyl-3 ,6-dihydro-1 ,3,4-oxadiazifl-2-ole;

3 4 -pyrazinecarboflamiflobenzyI)-5(4-methysufonylphenyI 

35ethyl-3 ,6-dihydro-1 ,3,4.-coxadiazifl-2-ole;

3 4 -pyrazi n ecarbolya mi nobe nzyl)5(4-methyl eneoxyp he nyl)-6

ethyl-3 ,6-dihyd ro-1 ,3,4-oxadiazifl-2-ole;
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3 4 -pyrazinecarboflamiflobenlY)5(3-cyclopentyloxy-
4 methoxy-

phenyl)-6-ethyl-3 ,6-dihyd ro-1 ,3 ,4-oxadiazin-2-Ole;

3 3 -pyrazinecarbonylamilobenlZY)-5-(3-cyclopentyloxy-
4 methoxy-

5phenyl)-6-ethyl-3 ,6-dihydro-1 ,3,4-oxadiazifl-2-ole;

3 4 -pyrazinecarboflamiflo-phefethy)5(3,4-dimethoxyphenyI)-
3 ,6-

dihydro-1 ,3,4-oxadiazifl-2e-ole;

3 4-pyrazinecarborflyamilo-phefethy)5(3,4dimethoxyphenyl)-
6

ethyl-3 ,6-dihydro-1 ,3,4-oxadiazifl-2-ole;

2-(4-(6-chloropyridazifle3-carboflamiflo)benzyI )-6-(3,4-dimethoxy-

phenyl)-2 ,3,4 ,5-tetrahyd ropyridazi n-3-ole;

2-3(-hooyiezn--abnlmn~ezl--34dmtoy

phenyl)-2 ,3,4,5-tetrahyd ro pyridazi n-3-ole;

2-2(-hooyiczne3croyaiobny)-6-(3 ,4-dimethoxy-

phenyl)-2 ,3,4,5-tetrahydU-opyridazifl3-ofe;

2-4(-hooyidzn--abnlaiobny)6(,4-dimethoxy-

phenyl)-5-ethyl-2 ,3 ,4,5-tetrahyd ropyrid azin-3-one;

202(-6clrprd3ie3cronlmn~ezl--34dmtoy
20phenyl)-5-ethyl-2 13,4 ,5-tetrahyd ropyridazi n-3-ole;

2-2(-hooyiazn--abnlmnobny 6(,-imethoxy-

phenyl)-5-ethyl-2 13,4 ,5-tetrahydropyridazifl-3-ole;

2-4(-hooyiaie3cronlmn~ezl--3mtoy4

trifluoromethoxyphelyl)-.5-ethYk2 ,314 ,5-tetrahydropyridazifl-3-ole;

2-4(-hooyiaie3cabnlmn~ezl--3mtoy4
2 ,3 ,4,5-tetrahydropyridazifl-3-Qle;

2-4(-hooyiaie3cronlmn~ezl--3mtoy4

fluoromethoxyphenyl)-5-thyl-2 3 ,4 ,5-tetrahydropyridazifl-3-ole;

2-(4-(6-chloropyrid azine-3-carbonylamiflo)befzlY) 6 3-difluoro-

2 ,3,4,5-tetrahyd ropyridazin-3-ole;

2-4(-hooyiaie3cronlmn~ezl--3tiloo

35methoxy-4-methoxyphelyl)-5-ethy-
2 ,3 5-tetrahydropyridazil-3-ole;

2-4(-hooyiaie3croyaiobny)6(-loo
2 ,3,4,5-tetrahyd ropyridazin-3-one;
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2 ,3 ,4,5-tetrahyd ropyrid azin-3-ole;

2 3 ,4 ,5-tetrahydropyridazifl-
3-ole;

2-4(-hooyiazn--abnlmnobny)6(-yroxy-4-

methoxyphenyl)-5ethy-,'e,3,4,5tetrahydropyridazin
3 one;

2 4 6-choropyridazife3-caboflYamifo)benzyl)6(
4 -methyI-

sulfonylphenyl)-5-ethYl-2 13,4 ,5-tetrahydropyridazifl- 3-ole;

2-4(-hooyrdzn--aboyaiobny)-6-(4-methyleleoxy-

phenyl )-5-ethyl-2 ,3 ,4 ,5-tEtrahydropyridazifl-3-ole;

2 ,3,4,5-tetrahydropyridazifl-3-ole;

2 3 6-choropyrid~zie3-carboflamiflo)benzyl)6(3cyclopentyI-

oxy-4-methoxyphefl)-5-thyI2,34,5-tetrahyd ropyridazin-3-ole;

2 4 -(6-choropyrida3,ie3-carboflYamifo)phenethyl)
6 3 ,4-

d imethoxyp heflyl)-2 ,3 ,5 -tetra hyd ropyrid azifn-3-ofle;

d i methoxypheflyl)-5-ethyl 2 ,3,4,5-tetrahyd ropyridazi n-3-ole;

3 4-(6-choropyridazie-3carboflYamino)benzy)S5(
3 ,4-d imethoxy-

phenyl)-3,6-dihydro-l ,3,4-thiadiazin-2-ole;

3-3(-hooyiaie3croylmn~ezl--34dmtoy

phenyl)-3,6-dihydro-1 ,3,4-thiadiazin-2-ole;

3-(2-(6-chloropyrid azine-3-carboflyamiflo)befzl~)5(
3 4dimethoxy-

phenyl)-3,6-dihYdro-1 ,3,4-thiadiazin-2-ole;

3 -(4-(6-choropyridazife-3-carboflYamifo)benzyl)S5(
3 ,4-d imethoxy-

phenyI)-6-ethyI-3,6-dih ,dro-1,3,4-thiadiazin-2-ole;

3-3(-hooyiaie3croylmn~ezl--34dmtoy

phenyl)-6-ethyl-3 ,6-dihydro-1 ,3,4-thiadiazin-2-ole;

3-2(-hooyiJzn--abnlmn~ezl--34dmtoy

35phenyl)-6-ethyl-3 ,6-d i hyd ro-1, ,3,4-th iad iazifl-2-ole;

3-4(-hooyiaie3cronlmn~ezl--3mtoy4

trifluoromethoxyphel)6-ethy 1 3 ,6-dihyd ro-1 ,3 ,4-thiadiazin-2-ole;
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d ifluoromethoxyphefl)-6(thyI-3,6-dihyd ro-1 ,3 ,4-thiadiazin-2-ole;

3 4 6-choropyridazife3carboflYamifo)benzyl)5(3methoxy-
4

5fluoromethoxyphelyl)-6-ethyI
3 ,6-dihyd ro-1 ,3 ,4-thiad iazin-2-one;

3-4(-hooyidzn--abnlmiobny)5(-ifluoro-

methoxy-4-methoxypheflY)6ethyI
3 ,6-d ihydro-1 ,3 ,4-thiad iazin-2-one;

methoxy-4-methoxypheflyl )-6-ethyl-3,6-dihyd ro-1,3 ,4-thiadiazin-2-ole;

3-4(-hooyiaie3cabnlmn~ezl--3

fluoromethoxy-4-methoxy~hefyl)6ethyI
3 6 -dihyd ro-1 ,3,4-thiadiazifl-2-

one;

3-4(-hooyiaie3cronlmn~ezl--3mtoy4

ethoxyphenyl)-6-ethyl-3,(3-dihYdro-1,3,4-thiadiazin-2-ole;

3 4 -(6-choropyridatzie-3carbonlYamiflo)benzyl)Sd-
3 ethoxy-4

methoxyphenyl)-6-ethyI-:3,6-dihydro-1,3,4-thiad iazin-2-one;

3-4(-hooyi, zn--abnlmn~ezl--3hdoy4

20methoxyphenyl)-6-ethYl-:
3 ,6-d ihyd ro-1 ,3 ,4-thiad iazin-2-one;

(-horprd3in--abnyaiobnzl--4

methylsulfonylpheflyl)-6-ethyk-3, 6 -d ihydro-1 ,3,4-thiadiazifl-2-ole;

3-4(-hooyiaie3croyaiobny)5(-ehlnoy

phenyl)-6-ethyl-3,6-dihyd ro-1 ,3 ,4-thiadiazin-2-ole;

3 4 -(6-chloropyridazile-3-carboflYamiflo)benzyl)5(3-cyclopentyI-

oxy-4-methoxyphefl)-6-jthyl-3,6dihydro-1,3,4-thiadiazin-2-Ole;

3-(3-(6-chloropyridazife-3-carbonlamiflo)benzyl)S5(
3

cyclopentyloxy-4-methoxypheflY)6ethy-
3 ,6-d ihydro-1 ,3 ,4-thiadiazin-2-

one;
3-4(-hooyiaie3-abnlmn hnty)-5-(3 ,4-

dimethoxypheflyl)-3,6-dihydrOl ,3,4-thiadiazin-2-Ole;

3-4(-hooyiaie3croyaiopeehl--34

35dimethoxyphelyl)-6-ethyl-
3 ,6-dihyd ro-1 ,3 ,4-thiadiazin-2-ole;

3-4(-hooyidzn--abnlaiobny)5(,4-dimethoxy-

phenyl)-3,6-dihydro-1 ,3,4-oxadiazin-2-ole;



WO 03/032993 
PCTIEPO2/10507

62 

3 3 6-choropyidaie3-carbonlYamino)benzyl)5(3,
4 -dimethoxy-

p .henyl)-3 ,6-dihydro-1 ,3,4-.oxadiazifl-2-ole;

3 2 -(6-choropyridazife3-carboflYamino)benzyl)S5(
3 ,4-dimethoxy-

phenyl)-3,6-dihydro-1 ,3,4..oxadiazin-2-ole;

3 4 -(6-choropyridazife-3-carboflYamifo)benzy)S5(
3 ,4-dimethoxy-

phenyl)-6-ethyl-3,6-dihYd ro-1 ,3,4-oxadiazin-2-ole;

3-(3-(6-chloropyridaZi ne-3-carbonyamiflo)befzly)5(3,
4 -dimethoxy-

phenyl)-6-ethyl-3 ,6-dihyd ro-1 ,3 ,4-oxadiazin-2-ole;

3-2(-hooyiaie3croylmn~ezl--34dmtoy

phenyl)-6-ethyl-3 ,6-dihyd ro-1 ,3 ,4-oxadiazifl-2-ole;

trifluoromethoxypheflyl)(ethylI3,6-dihYdro-1,3 ,4-oxadiazin-2-Qle;

3 4 6 choropyridazife3carboflYamifo)benzy)5(3-methoxy-
4

difluoromethoxyphel)(3ethyI
3 ,6-dihyd ro-1 ,3 ,4-oxad iazin-2-one;

3-4(-hooyiciie3cronlmn~ezi--3mtoy4

fluoromethoxyphelYl)-6-ethy- 3 ,6-dihydro-1 ,3,4-oxadiazifl-2-ole;

methoxy-4-methoxyphery) 6 ethyI 3 ,6-dihydro-1 ,3,4-oxad iazin-2-one;

3-4(-hooyizne3croyaiobny)-5-(3-trifluoro-

methoxy-4-methoxypheflY)6ethyI
3 6 -dihyd ro.-1,3 ,4-oxadiazin-2-ole;

3 4 6-choropyridazife3-crboflYamino)benzyl)S(
3 -fluoro-

methoxy-4-methoxyphefl)6ethyI 3 6-d ihydro-1 ,3 ,4-oxadiazin-2-ole;

ethoxypheny)-6-ethyl-3,6-dihyd ro-1 ,3,4-oxadiazin-2-ole;

3-4(-hooyrdzn--aboyaiobny)-5-(3-ethoxy-4-

methoxyphenyI)-6ethy3,6dihydro-1,3,4-oxadiazin-2-ole;

3-(4-(6-choropyrid azine-3-carboflamiflo)befzlY)S5(
3 -hyd roxy-4-

methoxyphenyl)-6-ethyI 3 ,6-dihyd ro-1 ,3 ,4-oxadiazin-2-ole;

3 4 6-ch Io ropyrid azi n e-3ca rbofnlam in o)ben zyl)SK-4 -methyl-

35sulfonylphenyl)-6-ethYl-3 ,6-d ihyd ro-1.3 ,4-oxadiazin-2-ole;

3 4 6-choropyricazife3CarboflYamiflo)benzyl)5(
4 -methyleneoxy-

phenyl)-6-ethyl-3,6-dihyd ro-1 ,3,4-oxad iazin-2-one;



WO 03/032993 
PCTIEP02/10507

63 

oxy-4-methoxyphefl)-6-ethy- 3 ,6-dihydro-1 ,3,4-oxad iazin-2-one;

5oxy-4-methoxyphefl)-6-Ethyk3,
6-d ihydro-1 ,3,4-oxad iazin-2-one;

3 4 6-choropyridaEife3-carbonlYamino)phenethy)5(
3 ,4-

d imethoxyphenyl)-3,6-dihydrol ,3,4-oxadiazin-2-ole;

3-4(-hooyiaie3cabnlmn hnty)5(,4-

dimethoxypheflyl)-6-ethylI3 ,6-dihyd ro-1 ,3 ,4-oxad iazin-2-ofle;

2-(4-(imidazole-4-carboflYamiflo)befzlY)
6 -(3,4-dimethoxyphelyl)-

2,3,4 ,5-tetrahyd ropyridaziri-3-ole;

2-(3-(imidazole-4-carboflYamiflo)benzy)
6 3 ,4-d imethoxyphenyl)-

2,3,4,5-tetrahydropyridazif-3-ole;

2-(2-(imidazole-4-caiboflYamiflo)benzyl)
6 3 ,4-dimethoxyphelyl)-

2,3,4 ,5-tetrahyd ropyridazin-3-ole;

2-4(mdzl-4cabnlmn 

ethyl-2 ,3,4 ,5-tetrahyd ropy rid azi n-3-o ne;

202-(3-(imidazole-4-carboflYamiflo)benzyl)
6 3 ,4-d 

ethyl -2 ,3,4,5-tetra hyd ropyrid azifl-3-ofle;

2-(2-(imidazole-4-ca rbonylamino)befly)-6(3,4dimethoxyphenyl)S5

ethyl-2,3,4,5-tetrahyd ropyrid azi n-3-ole;

2 4 -(imidazole-4-carbofylyamiflo)bezl)6(3methoxy-
4 trifluoro

methoxypheflyl)-5-ethy- 2 ,3 ,4,5-tetrahyd ropyridazin-3-Qle;

2-(4-(imidazole-4-ca rbonylamino)bely)-6-(3-methoxy-
4 difluoro-

2 ,3 ,4,5-tetra hyd ropyridazi n-3-ole;

2 4 -(imidazole-4-caboylyamiflo)bezl)6(3methoxy-
4 -fuoro-

methoxypheflyl)-5-ethyl[ 2 ,3 ,4,5-tetrahyd ropyridazin-3-ole;

2 4 -(imidazole-4-carbonlyamiflo)bel)6(3difluoromethoxy-
4

2 e,3,4,5-tetrahyd ropyrid azin-3-ole;

2 4 -(imidazole-4-(arbofylyamiflo)befzl)6(3trifluoromethoxy-
4

methoxyphenyl)-5-ethyl.-
2 ,3 ,4,5-tetrahyd ropyrid azi n-3-Qle;

2 4 -(imidazole-4-carbofylyamiflo)befzl)6(3fluoromethoxy-
4

2 ,3,4,5-tetrahyd ropyridazin-3-one;
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2 4 -(imidazoe-4carbofylamifo)benzyl)-6(3methoxy-
4 ethoxy-

2 ,3 ,4,5-tetr-ahyd ropyrid azin-3-ole;

2 4-(imidazoe-4carbofylamifo)benzy)-6(3ethoxy-
4 methoxy-

phenyl)-5-ethyl-
2 ,3,4,5-tetrahyd ropyrid azin-3-ole;

2 4 -(imidazole-4-carbolYamiflo)benzyl)
6 3 -hydroxy-4-methoxy-

2 ,3,4 ,5-tetrahydropyridazifl3 -ofe;

2 4 mid azole-4-ca rbonlYam i no)benzyl)6(4-m ethyl su Ifo nylph e nyl)

5-ethyl-2 ,3,4 ,5-tetrahyd ropyrid azin-3-one;

2 4 -(imidazole-4-carb~onlYamiflo)benzyl)6(4-methyleneoxyphenyl)-

5-ethyl-2 ,3,4,5-tetrahyd ro pyrid azifl-3-ole;

2 4 -(imidazole-4-carboflYamiflo)benzy)6(3-cyclopentyloxy-
4

1 2 ,3,4,5-tetrahydropyridazifl-3 -ofe;

2 3-(imidazole-4-carboflYamiflo)benzyl)6(3-cyclopentyloxy-
4

methoxypheflyl )-5-ethyl-2,,3,4 ,5-tetrahyd ropyridlazi n-3-ole;

2-4(mdzl--eroyaiophnty)6(,-iehxpey)

2,3 ,4,5-tetrahyd ropyrid aziri-3-ole;

202(-iiaoe4croyaiophnty)6(,-iehxpey)
205-ethyl-2 ,3 ,4 ,5tetrahydropyridazifl3 -ofe;

3-4( mi zl--a-oyaiobny)5(,4-d imethoxyphelyl)-

3,6-dihydro-1 ,3,4-thiadiazifl-2-ole;

3,6-dihydro-1 ,3,4-thiadiazifl-2-ole;

3-2(mdzl--aboyaiobny)5 ,4-dimethoxyphelyl)-

3,6-dihydro-1 ,3,4-thiadiazifl-2-ole;

3-(4-(imidazole-4-carboflYamiflo)benzyl)S5(
3 ,4-dimethoxyphelyl)-6

ethyl-3 ,6-dihydro-1 ,3,4-thiadiazifl-2-ole;

3-(3-(imidazole-4-carboflYamiflo)benzyl)5(
3 ,4-dimethoxypheflyl)-6

ethyl-3,6-dihyd ro- 1,3 ,4-t-hiadiazin-2-ole;

3-2(mdzl-4(abnlmnobny 5(,4-dimethoxyphel)-6-

35ethyl-3 ,6-dihydro-1 ,3,4-thiad iazin-2-one;

3 4 mid azole-4-carbofylamifo)benzyl)-5(3methoxy-
4 trifluoro-

methoxypheflyl)-6-ethy- 3 ,6-dihyd ro-1 ,3 ,4-thiadiazifl-2-ole;
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3 4-(imidazole-4-carlbonylamifo)benzy)-5(3methoxy-
4 difluor0-

methoxyphefly)6ethyi-3,I3-dihydro-1,3,4-thiadiazifl-2-ole;

3 4 mid azoe-4ca rboyla m ino)benzyl)5(3m ethoxy-4 fl uo ro

5methoxyphefly)6ethyI-3,6-dihydro-1,3,4-thiadiazifl-2-ole;
3 4-(imidazole-4-carbofylYamifo)benzy)5(3-difluoromethoxy-4

methoxypheflyl)-6-ethy 1 3 ,6-dihydro-1 ,3 ,4-thiadiazifl-2-Qle;

3 4 -(imidazole-4carbofylamino)benzyl)5(3-trifluoromethoxy-4

methoxypheflYl)-6-ethyl
1 3 ,6-dihyd ro-1,3 ,4-thiadiazifl-2-ole;

3 4 -(imidazole-4-cart)ofylamino)benzy)5(3fluoromethoxy-
4

methoxypheflyl)6ethy
1 3 ,6-dihyd ro-1,3 ,4-thiadiazifl-2-ole;

3 4 -(imidazoe-4carbnylamifo)benzyl)5(3methoxy-
4 ethoxy-

phenyl)-6-ethyl- 3 ,6-dihydro-1,3 ,4-thiadiazifl-2-ole;

3 4 mid azo e-4carbofnl am ifo)be nzyl)5(3ethoxy-4 m ethoxy-

phenyl)-6-ethYI-3 ,6-dihyd rc-1 ,3 ,4-thiadiazifl-2-ole;

3 4 -(imidazole-4-czrboflYamino)benzyl)5(
3 -hydroxy-4-methoxy-

phenyI)-6-ethyk3,6dihydro1,3,4-thiadiazifl-2-ole;

3 4 mid azole-4-ca rbofylam ino)ben zyl)5(4methyl s uIfo nylph eyl)

206-ethyl-3 ,6-d ihydro-1 ,3 ,4-thiadiazifl-2-ole;

3 4 -(imidazole-4-carbonylamin)benzyl)5(4methyleneoxypheny)-

6-ethyI-3,6-dihyd ro-1 ,3 ,4-thiadiazifl-2-ole;

3 4 mid azole-4-carboflYamino)benzyl)5(3-cyclopentyloxy-
4

methoxypheflyl)-6-ethY1 3 ,6-dihydro- 1,3 ,4-thiadiazifl-2-ole;

mid azole-4-ca rbonylamiflo)befzlY)5-(3-cyclopentyloxy-
4

methoxyphefl)-6-ethyI-
3 6-dihydro-1 ,3,4-thiad iazin-2-ole;

3 4 -(imidazole-4-carboflYamino)phenethyl)S5(
3 ,4-dimethoxyphelYl)-

3,6-dihydro-1 ,3,4-thiadia3zif-2-ole;

3 4 mid azole-4-(CrbofylYamino)phenethyl)S5(
3 ,4-d i methoxyphelYl)-

6-ethyl-3 ,6-dihyd ro-1 ,3,,4.-thiadiazifl-2-ole;

3 4 -(imidazole-4-iCarboflYamifl)benzyl)5(3,4-dimethoxyphenyI)-

3,6-dihydro-1 ,3,4-oxadia~i-2-ole;

3 3 -(imidazole-4-carbofylyamifo)benzyl)5}(3,4dimethoxyphenyl)-

3,6-dihydro-1 ,3,4-oxadiazifl-2-ole;
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3-(2-(imidazQle-4-carboflYamiflo)benzlY)S5(
3 ,4-d imethoxypheflyl 

3,6-dihydro-1 ,3,4-oxadiaziil-2-ole;

3-(4-(imidazole-4-carbonlamlifo)befzlY)S@ imethoxyphenyl)-6-

5ethyl-3 ,6-dihyd ro- 1,3 ,4-oxad iazin-2-one;

3-(3-(imidazole-4-cairboflamlifo)befzlY)5(
3 ,4-d imethoxyphenyl)-6-

ethyl -3 ,6-d ihyd ro- 1, 3,4-oxad i azi n-2-o ne;

3-(2-(imidazole-4-car-bolamiflo)belY)."S(
3 ,4-d imethoxyphenyl)-6-

ethyl -3,6-d ihyd ro-1, ,3,4-oxKad iazi n-2-onle;

3 4-(imidazole-4-carboflyamiflo)befzl)5(3methoxy-
4 trifluoro-

methoxyphenyl)-6-ethyl-,3 ,6-dihyd ro- 1,3 ,4-oxadiazin-2-ofle

3-(4-(imidazole-4-carboflaio)belI)-5-(3-methoxy-4-difIUOro-

methoxyphenyl )-6-ethyl-:3 6-dihyd ro-1 ,3 ,4-oxad iazin-2-one;

3 -(4-(imidazole-4carbofylyamiflo)bezl)5(3methoxy
4 -fiuoro-

methoxyphenyl)-6-ethyl-:3,6-dihyd ro-1 ,3 ,4-oxadiazin-2-ole;

3 -(4-(imidazole-4-carbofylyamiflo)befzl)5(3difluoromethoxy-
4

methoxyphenyl)-6-ethyl- 3 ,6-dihyd ro-1 ,3 ,4-oxad iazin-2-one;

3 4 -(imidazole-4-carbonylyamiflo)befzl)5(3trifuoromethoxy-
4

20methoxyphenyl)-6-ethYl-3,6-dihYdro-1,3,4-oxadiazin-2-ole;

3-(4-(imidazole-4-ca rbonylamino)bel)-5-(3-fIuoromethoxy-
4

methoxyphenyl)-6-ethyl- 3 ,6-dihydro-1 ,3,4-oxadiazin-2-ole;

3 -(4-(imidazole-4-c arbofylyamiflo)befzlZYI5(3methoxy-4 ethoxy-

phenyl)-6-ethyl-3 ,6-d ihyd ro-1 ,3 ,4-oxadiazin-2-ole;

3 -(4-(imidazole-4-(carboflyamiflo)bezlY5(3ethoxy-
4 methoxy-

phenyl )-6-ethyl-3,6-dihyd ro-1 ,3 ,4-oxadiazin-2-ofle;

3-(4-(imidazole-4-(CarboflYamiflo)befzlY)5(
3 -hydroxy-4-methoxy-

phenyl)-6-ethyl-3,6-dihyd ro-1 ,3 ,4-oxadiazin-2-ole;

3-4( i zl--aronla ob ny)5(- ty uIonlp y)

6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-ole;

3 4 -(imidazole-4-carboflyamifl)befzlY)5(4-methyleneoxyphenyl)-

356-ethyl-3 ,6-dihydro-1 ,3 ,4-oxadiazin-2-Qle;

3-(4-(imidazole-4-carboflyamiflo)befzlY)5-(3-cyclopentyloxy-
4

methoxyphenyl)-6-ethyl- 3 ,6-dihyd ro- 1,3 ,4-oxadiazin-2-ole;
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3 -(3-(imidazole-4-carb~oflyamiflo)befzlY)5(3-cYclOpentyloxy-
4

methoxyphenyI)-6-ethy3,6dihydro1,3,4-oxad iazin-2-one;,

3 4 -(imidazole-4-carb~onlyamiflo)phefethyl)5(3,4-dimethoxyphenyl)-

53,6-dihyd ro-1 ,3 ,4-oxadiazifl-2-Qle;

3-(4-(imidazole-4-ca rbonylamino)pheflethyl)-5( 3 4 -d imethoxypheflyl)-

6-ethyl-3,6-dihyd ro-1 ,3 ,4-oxadiazin-2-ofle

,4-d imethyith iazole-5-carbonyamiflo)befzly)-6(
3 4-dimethoxy-

phenyl)-2 ,3,4 ,5-tetrahyd ropyrid azi n-3-ole;

,4-dimethylthiaizole-5-carboflYamiflo)benzyl)
6 3 ,4-dimethoxy-

phenyl)-2 ,3,4,5-tetrahyd ropyrid azin-3-ole;

imethylthiazole-5-carboflYamiflo)befzlY)
6 3 ,4-d imethoxy-

phenyI)-2,3,4,5-tetrahydropyridazifl
3 -one

,4-dimethylthiazole-5-carboflamiflo)benzyI ,4-d imethoxy-

2 13,4 ,5-tEtrahydropyridazifl- 3-ole;

,4-d imethylthiazole-5-carboflYamiflo)benzy)6(
3 4-dimethoxy-

phenyl)-5-ethyl-2 ,3,4 ,5-te trahydropyridazifl-3-ole;

,4-d imethylthiiazole-5-carboflamiflo)benzyl)-
6 3 ,4-dimethoxy-

20phenyl)-5-ethyl-2 13,4 ,5-tetrahydropyridazifl-3-ole;

,4-d imethylthiiazole-5-carboflamiflo)benzyI )-6-(3-methoxy-4-
2 3,4 ,5-tetrahydropyridazifl-3-ole;

,4-dimethylthiazole-5-carbonylYamifo)benzyl)6(3methoxy-
4

difluoromethoxyphelyl)-5-ethy- 2 ,3 ,4 ,5tetrahydropyridazifl-3-ole;

,4-dimethylthiazole-5-carbonylYamifo)benzyl)6(3methoxy-
4

2 ,314 ,5-tetrahydropyridazifl-3-ole;

2-4(,-iehlhizl--ab nlmiob ny)6(-ifluoro-

30methoxy-4-methoxyphefl)5ethyI
2 ,3,4,5-tetrahydropyridazifl-3-ole;

,4-dimethylthiazole-5-carboflamiflo)benzyI )-6-(3-trifluoro-
2 ,3,4,5-tetrahyd ropyridazin-3-one;

,4-dimethylthiazole-5-carbonlYamiflo)benzyl)
6 3 -fluoro-

methoxy-4-methoxypheflY)5ethy-
2 ,3,4,5-tetrahydropyridazifl-3-ole;

,4-d imethylthiazole-5-carbonlYamiflo)benzyl)6(
3 methoxy-4

2
13,4 ,5-tetrahydropyridazifl-3-ole;
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2 ,3,4,5-tetrahydropyridazifl-3-Qle;

,4-d imethylthiazole-5-carbonflYamiflo)befzlY)
6 3 -hydroxy-4-

methoxyphenyl)-5-ethYl-
2
7

3 4 ,5-tetrahydropyridazifl-3-Qle;

,4-dimethylthi azole-5-carbonylamliflo)befzlY)6-(4methylI

sulIfonyl phenyl)-5-ethyk2 ,3 ,4,5-tetrahyd ropyridazi n-3-ole;

,4-d imethyith iazole-5-carbonylamiflo)befzlY)6(4-methylene-

oxyphenyl)-5-ethyl-2 ,3,4 ,5.tetrahydropyridazifl-30fle;

,4-d imethylthiazole-5-carboflYamiflo)benzyl)6(3-cyclopentyI-
2 ,3 ,4,5-tetrahyd ropyridazin-3-ole;

,4-d imethylthiazole-5-carboflYamiflo)befzlY)6(3-cyclopentyI-
2 ,3 ,4 ,5-tetrahyd ropyrid azin-3-one;

imethylthiazole-5-carboflYamiflo)phenethy)
6 3 4

d i methoxyphenyl)-2 153tetra hyd ropyrid azif-3-ole;

,4-d imethylthiazole-5-carboflamiflo)phenethyI ,4-

d imethoxyphenyl)-5-ethy1- 2 ,3 ,4 ,5-tetrahyd ropyridazin-3-ole;

,4-d 
3,4dimethoxy-

phenyl ,6-d ihyd ro- 1,3 ,4-thiadiazifl-2-ole;

,4-d imethyltthiazole-5-carboflamlifo)benzyl)S5(
3 ,4-d imethoxy-

phenyl)-3,6-dihydro-1 ,3,4..thiadiazin-2-ole;

imethylthiiazole-5-carbofylyamifl)benzy)S(
3,4d imethoxy-

phenyl)-3,6-dihydro-1 ,3,4.-thiadiazin-2-ole;

,4-d imethylthiazole-5-carboflImiflo)benzy)S5(
3 ,4-dimethoxy-

phenyl)-6-ethyl-3 ,6-dihyd ro- 1,3 ,4-thiad iazin-2-one;

imethyith iazole-5-carbonylamiflo)beflY) 3 ,4-dimethoxy-

phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-ole;

,4-dimethylthiazole-5-carboflYamiflo)benzyl)(
34d imethoxy-

phenyl)-6-ethyl-3 ,6-dihydro-1 ,3,4-thiadiazin-2-ofle;

trifluo romethoxyphefl)-E-ethyI3,6-dihyd ro-1, ,3,4-thiad iazin-2-ofle;

,4-d imethyit-hiazole-5-carbonyamiflo)befzl)5(
3 methoxy-4

difluoromethoxypheflyl)-6-ethyl-3, 6 -dihyd ro- 1,3 ,4-thiadiazin-2-ofle;
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fluoromethoxypheflyl)-6-ethy 1 3 ,6-dihyd ro- 1,3 ,4-thiadiazin-2-ole;

3-4(,-iehlhizl--ab nlmiob 

5methoxy-4-methoxypheflY)
6 ethyI 3 ,6-dihyd ro-1 ,3,4-thiadiazifl-2-ole;

4 -dimethylthiazole-5-carboflYamiflo)benzy)S(
3 -trifluoro-

methoxy-4-methoxyphelY) 6-ethyI3 ,6-d ihydro-1 ,3 ,4-thiadiazin-2-ole;

,4-dimethylthiazole-5-carbofylYamiflo)benzyl)S(
3 -fluoro-

methoxy-4-methoxyPhel)-6-ethyl-3 ,6-dihyd ro- 1,3 ,4-thiadiazin-2-ole;

,4-d imethylthiazole-5-carboflYamiflo)benzy)5(3methoxy-
4

ethoxyphenyI)-6-ethyl3,6dihydro1,3 ,4-thiad iazin-2-one;

,4-dimethylthiazole-5carbofylamifo)benzyl)5(
3 ethoxy-4

methoxyphenyI)-6-ethy-3,6-dihydro'l ,3,4-thiadiazin-2-ole;

,4-d imethylthiazole-5-carboflYamiflo)benzyl)S(
3 -hydroxy-4-

methoxyphefl)-6-ethyl3,6dihydro1,3,4-thiadiazin-2-ole;

,4-d imethyith iazole-5-carbonylamiflo)befzlY)5(
4-methyl'

sulfonylphenyl)-6-ethY[-3 ,6-dihyd ro-1 ,3 ,4-thiad iazin-2-one;

4 -d imethylth iazole-5-ca rboflYam ifo)be nzy)5( 4-methyl ene-

oxyphenyl)-6-ethyl-3 ,6-di hyd ro-1 ,3 ,4-thiadiazin-2-ofle;

oxy-4-methoxyphefl)-6-CthyI-3,
6 -dihydro-1 ,3,4-thiadiazifl-2-ole;

,4-dimethylthiazole-5-carboflYamiflo)benzy)5(3-cyclopentylI

oxy-4-methoxyphel)-6-ethyl-3,6-dihyd ro-1 ,3 ,4-thiadiazifl-2-ole;

,4-dimethylthiazole-5-carboflamiflo)phenethyI ,4-

dimethoxypheflyl)-3,6-dihydrol ,3,4-thiadiazin-2-ole;

,4-dimethylthiazole-5-carboflYamiflo)phenethy)5(
3 ,4-

dimethoxyphefl)-6ethy3,6dihydro-1,3,4-thiad iazin-2-one;

,4-dimethylth iazole-5-carbolamliflo)befzlY)S5(
3 ,4-dimethoxy-

phenyl ,6-d ihyd ro-1I,3,4-oxadiazin-2-ole;

3-(3-(imidazole-4-(;arboflamlifo)befzlYI)S(
3 ,4-dimethoxypheflyl)-

3,6-dihydro-1 ,3,4-oxadia3zin-2-ole;
,4-d imethylthiazole-5-carboflYamiflo)benzyl)S5(

3 ,4-d imethoxy-

phenyl)-3 ,6-dihyd ro-1 ,3 ,4-oxadiazin-2-ole;
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3-4(,-iehlh zl-5croyaiobny)5(,4-dimethoxy-

phenyl)-6-ethyl-3 ,6-dihyd ro-1 ,3,4-oxadiazifl-2-ole;

3-3(,-iehltizl--abnlaiobny)5(,4-d imethoxy-

5phenyl)-6-ethyl-
3 ,6-d ihydro-1 ,3 ,4-oxad iazin-2-one;

,4-dimethylthiazole-5carbofylamino)benzy)(
3 4 d imethoxy-

phenyl)-6-ethyl-3 ,6-d ihydr-o-1 ,3,4-oxadiazin-2-ole;

4 -dimethylthiazole5carbofylamino)benzy)5(3methoxy-
4

trifluoromethoxypheflyl)-6 -thy 1 3 ,6-dihyd ro-1I,3,4-oxadiazin-2-ole;

3-(4-(2,4-dimethylth iazole-5-carbonyamiflo)befzl)5( 3-methoxy-4

difluoromethoxypheflyl)-6-ethyI-
3 6-dihydro-1 ,3,4-oxad iazin-2-one;

,4-d imethylthiazole-5-carboflYamifo)benzy)5(3methoxy-
4

fluoromethoxyphefl)-6-(thyI-3,6dihydro-1,3 ,4-oxadiazifl-2-ole;

,4-dimethylthiazole-5-carbofylYamino)benzyl)S(
3-difluoro-

methoxy-4-methoxypheflY)6ethyI-
3 6 -dihyd ro- 1,3 ,4-oxadiazifl-2-ole;

,4-dimethylthiazole-5-carboflYamiflo)benzyl)S(
3-trifluoro-

methoxy-4-methoxypheflY) 6 ethyI 3 ,6-d ihydro-1 ,3,4-oxadiazin-2-ole;
3 -fluoro-

methoxy-4-methoxyphelY)6ethyI-
3 6 -dihyd ro- 1,3 ,4-oxad iazin-2-one;

,4-dimethyltthiazole-5-carbofylYamifo)benzyi)-5(3methoxy-
4

ethoxyphenyl)-6-ethyl-3 ,6.-dihyd ro-1 ,3 ,4-oxad iazin-2-one,

,4-dimethylthiiazole-5-carbofylYamifo)benzyl)5(3ethoxy-
4

methoxypheflyl)-6-ethy-3 ,6-dihyd ro- 1,3 ,4-oxad iazin-2-one;

,4-d imethylthiazole-5-carboflYamiflo)benzy)5(3-hydroxy-
4

methoxyphenyl)-6-ethyl-3,6-dihydro-1,3 ,4-oxadiazin-2-ole;

,4-d imethylth iazole-5-ca rbolYam iflo)be nzyl)5( 4 -methyl-

sulfonylphefl)-6-ethyk3,6-dihydrol ,3,4-oxadiazin-2-ole;

4 -dimethylthiazole-5-carbonflYamiflo)beflY)5(4methylene-

oxyphenyl)-6-ethyl-3 ,6-clihydro-1 ,3 ,4-oxad iazin-2-one;

,4-dimethylthiazole-5-carboflYamiflo)benzyl)5(3-cyclopentylI

35oxy-4-methoxyphelyl)-E6-ethY-
3 ,6-dihyd ro-1 ,3 ,4-oxad iazin-2-one;

,4-dimethylt 'hiazole-5-carboflYamiflo)benzyl)5(3-cyclopentylI

oxy-4-methoxypheflyl)-6-ethy- 3 ,6-d ihyd ro-1 ,3,4-oxadiazin-2-ole;
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dimethoxyphelyl)-3 ,6-d ihydiro-1 ,3 ,4-oxadiazin-2-ole;

5dimethoxypheflyl)-6-ethyl
1 3 ,6-dihyd ro-1 ,3 ,4-oxadiazin-2-ole;

2 -(4-(isoxazole-5-cartboflYamiflo)benzyl)
6 3 ,4-dimethoxyphel)-

2,3,4,5-tetrahydropyridazifl
3-one, m.p. 2170;

2 3 -(isoxazole-5-carb~ofyamiflo)benzy)6(3,4-dimethoxyphenyl)-

2,3,4 ,5-tetrahydropyridazin-3-ofe

2,3 ,4,5-tetrahyd ropyridazir-3-ole;

2 -(4-(isoxazole-5-cairbonflYamiflo)benzyl)'S-(
3 

ethyl -2 ,3 ,4,5-tetra hyd ro pyrid azi n-3-ole;

2 3-(isoxazole-5ca-rbofylamifo)benzyl)6(3,4dimethoxyphenyI)-5

ethyl-2 ,3 ,4 ,5tetrahydropyridazifl3-ofe;

2 2 -(isoxazole-5-carbofylyamiflo)befzl)6(3,4-dimethoxyphenyl)S5

ethyI-2,3,4,5-tetrahydropyridazin
3 one;

202(-ioaoe5croyaio~ezl--3mtoy4tiloo
20methoxypheflyl)-5-ethy- 2 ,3 ,4,5-tetrahyd ropyridazifl-3-ole;

2 4 -(isoxazole-5-carboflyamiflo)befzl)6(3methoxy-
4 difluoro-

2 ,3,4,5-tetrahyd ropyridazifl-3-ole;

2 4 -(isoxazole-5-carbonylamifo)benzy6(3methoxy-
4 -fuoro-

methoxypheflyl)-5-ethyI-2 ,3,4,5-tetrahydropyridazifl-3 -ofe;

2 4 -(isoxazole-5-carboflyamiflo)benzlYI6(3difluoromethoxy-
4

2 ,3,4,5-tetrahydropyridazifl-3-ole;

2 4 -(isoxazole-5-(CarboflYamiflo)befzl)6(3trifluoromethoxy-
4

methoxyphelyl)-5-ethyl-
2 ,3 ,4,5-tetrahyd ropyridazifl-3-ole;

2 4 -(isoxazole-5-(arbofylYamifo)benzyl)6(3fluoromethoxy-
4

methoxyphenyl )-5-ethyl-2 ,3,4 ,5-tetrahyd ropyridazi n-3-one;

2 4-(isoxazole-5-carbofylyamiflo)bezlZ)6(3methoxy-
4 ethoxy-

35pheny)-5-ethyI-2,3,4,5-t3trahyd 
ropyridazin-3-ole;

2 4-(isoxazole-5-carboflyamiflo)befzl)6(3ethoxy-
4 methoxy-

phenyl )-5-ethyl-2 ,3 ,4 ,5tetrahydropyridazifl-3-ole;
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2 4 -(isoxazole-5-car-boylamiflo)benzyl)6(3hydroxy-
4 methoxy-

pheny)-5-ethyI-2, 3 4 ,5-tetrahydropyridazifl3 -ofe;

2 4 -(isoxazole-5-carboflYamiflo)benzy)6(4-methylsulfonylphenyl)

55-ethyl-2 ,3 ,4 ,5-tetrahyd ropyrid azin-3-ole;

2 4 -(isoxazo le-5-ca r1)oflam iflo)benzyl)6(4methylen eoxyph e ny)

5-ethyl-2 ,3,4 ,5-tetrahydropyridazi- 3-one;

2 4 -(isoxazole-5-cariboflamifo)benzyl)6(3-cyclopentyloxy-
4

2 .,13,4 ,5-tetrahydropyridazifl3 -ofe;

2-(3-(isoxazole-5-ca rbonylamiflo)belY)-6(3-cycIopentyloxy-
4

2 3 ,4,5-tetrahyd ropyridazin-3-ole;

2 4 -(isoxazole-5-carboflYamiflo)phenethyl)
6 3 ,4-dimethoxyphelYl)-

2 ,3,4,5-tetrahyd ropyridazi n-3-ole;

2 4 -(isoxazole-5-cirboflYamifl)phenethy)
6 3 ,4-dimethoxyphelyl)-

5-ethyl-2 ,3,4,5-tetrahydropyridazin
3 one;

3 -(4-(isoxazole-5-ca3rboflYamiflo)benzyl)S5(
3 ,4-dimethoxyphelyl)-

3,6-dihydro-1 ,3,4-thiadiazifl-2-ofle, m.p. 1960;

3 -(3-(isoxazole-5-carboflYamiflo)benzyl)S5(
3 ,4-dimethoxyphelyl)-

203,6-dihydro-1 ,3,4-thiadiazif-2-ole;

3 2 -(isoxazole-5-carbonlYamiflo)benzyl)5(3,4-dimethoxyphenyl)-

3,6-dihydro-1 ,3,4-thiadiazifl-2-ole;

3-(4-(isoxazole-5-ca rbonylamiflo)beflYI 3 ,4-dimethoxyphefl)- 6

ethyl-3 ,6-dihydro-1 ,3,4-thiadiazifl-2-ole;

3 -(3-(isoxazole-5-carboflYImiflo)benzyl)S5(
3 ,4-dimethoxyphelYl)-6

ethyl-3,6-dihyd ro-1 ,3 ,4-thiadiazifl-2-ole;

3 -(2-(isoxazole-5-(CaErboflYamiflo)benzyl)S5(
3 ,4-dimethoxyphelYl)-6

ethyl-3,6-dihyd ro-1 ,3,4--ttiad iazin-2-one;

3 4 -(isoxazole5carboflYamiflo)benzyl)5(3methoxy-
4 trifluoro-

methoxyphely)6ethyI3,6dihydro-1,3,4-thiad iazin-2-one;

3 4 -(isoxazole-5-carbonylamifo)benzyl)-5(3methoxy-
4 difluoro-

35methoxypheflyl)-6-ethY-
3 ,6-dihyd ro-1 ,3 ,4-thiadiazifl-2-ole;

3 4-(isoxazole-5-carbonylamifo)benzy)-5(3methoxy-
4 -fuoro-

methoxyphenyI)-6ethy3,6dihydro 13 ,4-thiadiazin-2-ole;
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3 4 -(isoxazole-5-car-boylYamiflo)benzyl)5(3difluoromethoxy-
4

methoxypheflyl)-6-ethY- 3 6 -d ihydro-1 ,3 ,4-thiadiazifl-2-ole;

3 4 -(isoxazole-5-carboflYamiflo)benzyl)5(3trifluoromethoxy-
4

5methoxypheflyl)-6-ethyI
3 ,6-dihyd ro-1 ,3 ,4-thiadiazifl-2-ole;

3-(4-(isoxazole-5-ca rbonylamiflo)befzlY)5-(34Iluoromethoxy-
4

methoxypheflyl)-6-ethY- 3 ,E6-dihydro-1 ,3,4-thiadiazin-2-ole;

3 4 -(isoxazole-5carb~onlamiflo)benzy)-5(3methoxy-
4 ethoxy-

phenyI)-6-ethyI-3,6-dihydrc)l ,3,4-thiadiazifl-2-ole;

3-(4-(isoxazole-5-ca rbonylamiflo)beflY)5(3ethoxy-4 methoxy-

phenyl)-6-ethyl-3,6-dihyd ro- 1,3 ,4-thiadiazin-2-Ole;

3 4 -(isoxazole-5-carbonlyamiflo)bezlZ)5(3hydroxy-
4 methoxy-

phenyI)-6-ethyI-3,6-dihydrol ,3,4-thiadiazifl-2-ole;

3 4 soxazole-5-carbonlYam in o)benzyl)5(4-m ethyl su Ifo nylph e nyl)

6-ethyI-3,6-dihydro-1 ,3,4-thiadiazin-2-ole;

3 4 -(isoxazole-5-carboflYamiflo)benzyl)5(4-methyleneoxyphenyl)-

6-ethyl-3 ,6-dihydro-1 ,3 ,4-thiadiazifl-2-ole;

3 4 -(isoxazole-5-ca3rboflYamiflo)benzyl)5(3-cyclopentyloxy-
4

methoxypheflyl)-6-ethy- 3 ,6-dihyd ro-1 ,3 ,4-thiadiazin-2-ole;

3 3 -(isoxazole-5-carbonlYamiflo)benzyl)5(3-cyclopentyloxy-
4

methoxyphefl)-6-ethyI-3,6-dihydro-1,3,4-thiadiazifl-2-ole;

3 -(4-(isoxazole-5-carboflYamiflo)phenethy)5(
3 ,4-d imethoxypheflyl)-

3,6-dihydro-1 ,3,4-thiadiatzifl-2-ole;

3-4(sxzl-5croyaio hnty)5(,4-d imethoxypheflyl)-

6-ethyl-3 ,6-dihydro-1 ,3 ,4-thiadiazin-2-ole;

3 4 -(isoxazole-5-carboflyamiflo)benzy5(3,4-dimethoxyphenyl)-

3 ,6-dihyd ro- 1,3 ,4-oxadiazifl-2-ole;

isoxazole-5-carboflyamiflo)bezl~)5(3,4-dimethoxyphenyl)-

3,6-dihydro-1 ,3,4-oxadiazin-2-ole;

3 -(2-(isoxazole-5-(CaErboflyamiflo)befzy)5(3,4-dimethoxyphenyl)-

353,6-dihyd ro- 1,3 ,4-oxadiazifl-2-ole;

3-(4-(isoxazole-5-carbonlYamiflo)benzlY)S5(
3 ,4-dimethoxyphelyl)-6

ethyl-S ,6-dihyd ro-1 ,3,4-oxadiazin-2-ole;
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3 -(3-(isoxazole-5-ca-boflYamiflo)benzyl)S5(
3 ,4-dimethoxyphelyl)-6

ethyl-3 ,6-d ihydro-1 ,3,4-oxadiazifl-2-ole;

3 2 -(isoxazole-5carbofylyamifo)benzyl)5(34dimethoxyphenyl)-
6

5ethyl-3 ,6-d ihydro-1 ,3,4-oxadiazifl-2-ole;

3 4 -(isoxazole-5-carboflYamiflo)bezl)5(3methoxy-
4 trifluoro-

methoxypheny)6ethyI-3,6idihydro-1,3,4-oxadiazifl-2-ole;

3 4 -(isoxazole-5carb~oflamiflo)benzy)-5(3methoxy-
4 d ifluoro-

methoxyphelYl)-6-ethyI-3 ,(-dihyd ro-1.3 ,4-oxadiazifl-2-ole;

3-(4-(isoxazole-5-ca rbonylamiflo)befzlY)5(3-methoxy-
4 fuoro-

methoxyphefl)-6-ethyI-3,6-dihyd ro-1 ,3 ,4-oxad iazin-2-ole;

3 -(4-(isoxazole-5-carboflYamiflo)benzy)S(
3 -difluoromethoxy-4-

methoxyphefl)-6ethyI3":,6dihydro-1,3,4-oxadiazifl-2-ole;

3 4 -(isoxazole-5cairboylamiflo)benzyl)5(3triluoromethoxy-
4

methoxypheflyl)-6-ethyI'3 ,6-dihyd ro-1 ,3 ,4-oxadiazin-2-ole;

3 4 -(isoxazole-5-ca3rbolYamiflo)benzyl)5(3fluoromethoxy-
4

methoxyphefl)-6-ethyk-3,6dihydro-1,3,4-oxadiazin-2-ole;

3 4 -(isoxazole-5carbonylamifo)benzy)-5(3methoxy-
4 ethoxy-

phenyl)-6-ethyl- 3 ,6-dihydirO-1 ,3,4-oxadiazifl-2-ole;

3 4 -(isoxazole-5-carbofylamifo)benzyl)-5(3ethoxy-
4 methoxy-

phenyl)-6-ethyl-3 ,6-dihydrio-1 ,3,4-oxadiazifl-2-ole;

3 4 -(isoxazole-5-carboflYamiflo)benzYI)S(
3 -hydroxy-4-methoxy-

phenyl)-6-ethyl-3 ,6-dihydro-1 ,3,4-oxadiazifl-2-ole;

3 4 -(isoxazole-5-carboflYamiflo)benzyl5(4-methylsufonylphenyl)-

6-ethyl-3 ,6-dihyd ro- 1,3 ,4..oxadiazifl-2-ole;

3 4 -(isoxazo e-5-ca rbonflYam ifo)be nzyl)5(4-methyl e neoxyphe nyI)

6-ethyl-3 ,6-dihyd ro-1 ,3 ,4.-oxadiazifl-2-ole;

3 4 -(isoxazole-5-(CarbonlYamiflo)benzyl)5(3-cyclopentyloxy-
4

methoxyphenl)-6ethyk3,6dihydro1,3,4-oxadiazifl-2-ole;

3 3 -(isoxazole-5-carbonlYamiflo)benzyl)5(3-cyclopentyloxy-
4

35methoxyphefl)-6-ethyL-:3,6dihydro-1,3,4-oxadiazifl-2-ole;
3 -(4-(isoxazole-5-carboflYamlino)phenethyl)S@ imethoxypheflyl)-

3,6-dihydro-1 ,3,4-oxadiazin-2-ole;
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6-ethyl-3 ,6-dihydro-1 ,3,4-oxadiazifl-2-ole;

2-(4-(oxazole-5-carboflYamiflo)benzyl)
6 3 ,4-dimethoxyphel)-

2,3,4,5-tetrahyd ropyridazifl3-one;

2-(3-(oxazole-5-carbonlYamiflo)benzyl)
6 3 ,4-dimethoxyphelyl)-

2,3,4 ,5-tetrahyd ropyrid azin-3-ole;

2-(2-(oxazole-5-cartboflYamifo)benzy)'
6 3 ,4-dimethoxyphelyl)-

2,3,4 ,5-tetrahyd ropyrid azifl-3-ole;

2-(4-(oxazole-5-cartboflamliflo)benzyl)
6 3 

ethyI-2,3,4,5-tetrahydropyridazin
3 one;

2-(3-(oxazole-5-car~oflYamiflo)benzyl)
6

ethyl -2 ,3,4 ,5-tetra hyd ropyrid azifl-3-ole;

2-2(xzl--abnyaiobny)6(,4-dimethoxyphelyl)-5-
ethyl-2 ,3,4,5-tetrahydropyridazifl3-ofe;

2-(4-(oxazole-5-carboflamiflo)benzyI )-6-(3-methoxy-4-tflluoro-
2 3,4 ,5-tetrahydropyridazifl-3-ofe

2 4 -(oxazole-5-carbofylyamifo)bezlZ)-6(3methoxy-
4 d ifluoro-

2 ,3,4,5-tetrahyd ropyridazin-3-ole;

2-(4-(oxazole-5-carbola mino)benzyl )-6-(3-methoxy-4-fluoro-
2 ,3,4 ,5-tetrahydropyridazifl-3-ofe

2 4 -(oxazole-5-carbonlyamiflo)bezlZ)6(3difluoromethoxy-
4

methoxypheflyl)-5-ethYI-2 ,3 ,4 ,5tetrahydropyridazifl-3-ofe;

2 4 -(oxazole-5-carb~oflyamiflo)befzl)6(3trifluoromethoxy-
4

2 ,3,4,5-tetrahyd ropyridazin-3-ole;

2 4 -(oxazole-5-carb~oflyamiflo)befzl)6(3fluoromethoxy-
4

methoxyphenyl)-5-ethyI.2,3,4,5-tetrahyd ropyridazin-3-ole;

2 4 -(oxazole-5-carbonylyamiflo)bezl)6(3methoxy-
4 ethoxy-

phenyI)-5-ethyI-2,3,4,5-tetrahyd ropyrid azi n-3-ole;

2-(4-(oxazole-5-cairboflami no)benzyl )-6-(3-ethoxy-4-methoxy-

phenyI)-5-ethyI-2,3,4,5-tetra hyd ropyridazin-3-ole;

2-(4-(oxazole-5-carboflYamiflo)benzlY)S6(-hyd roxy-4-methoxy-

phenyl )-5-ethyl-2 ,3 ,4 ,5tetrahydropyridazifl-3-ole;
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2 4 -(oxazole-5-carboiflYamiflo)benzyl)6(4-methyisulfonyIphenyl)-

ethyl-2 ,3,4 ,5-tetrahyd ropyridazin-3-ole;

2 4 -(oxazole-5-ca rbofnlYam ifo)be nzyl)6(4-methyl e neoxyphe 

ethyl-2 ,3,4,5-tetrahydropyridazifl
3 -ofe;

2 4 -(oxazole-5-carbonlYamiflo)benzyl)6(3-cyclopentyloxy-
4

1 2 ,3,4,5-tetrahydropyridazifl
3 -ofe;

2 3 -(oxazole-5-carbonflYamiflo)benzyl)6(3-cyclopentyloxy-
4

2 ,3 ,4,5-tetrahydropyridazifl3 -ofe;

2 4 -(oxazole-5-carboflYamlifo)phenethyl)
6 3 ,4-dimethoxyphelyl)-

2,3,4 ,5-tetrahyd ropyridazin-3-ole;

2 -(4-(oxazole-5-carb)fnyiamiflo)phenethy)
6 3 ,4-dimethoxyphelyl)-

5-ethyl-2 ,3,4 ,5-tetrahydropyridazifl 3 -ofe;

3-4(xzl-5cr~nlmnobny)5(,4-d 
imethoxypheflyl)-3 ,6-

dihydro-1 ,3,4-thiadiazifl- 2-ole;

dihydro-1 ,3,4-thiadiazifl- 2-ole;

3 2 -(oxazole-5-carbofylyamifo)benzy)5(3,4-dimethoxyphenyl)-
3 ,6-

dihydro-1 ,3,4-thiadiazifl-2-Qfle;

3 -(4-(oxazole-5-carbonflYamiflo)benzyl)S5(
3 ,4-dimethoxyphelYl)-6

ethyl-3 ,6-dihydro-1 ,3 ,4-thiadiazifl-2-ole;

3-3(xzl--a-oyaiobny)5(,-iehxpey)6

ethyl-3,6-dihyd ro-1 ,3 ,4-th iadiazin-2-Qle;

3-2(xzl--a~oyaiobny)5(,-iehxpey)6

ethyl-3,6-dihlyd ro-1 ,3 ,4-thiadiazifl-2-ole;

3 4 -(oxazole-5-cart)ofylYamifo)bezlz)-5(3methoxy-
4 trifluoro-

methoxypheflyl)-6-ethy-
3 ,6-dihydro-1 ,3,4-thiadiazifl-2-Qle;

3 4 -(oxazole-5-carbofylYamifo)benzyl)5(3methoxy-
4 difluoro-

methoxyphefl)-6ethyI3:,6dihydro-1,3,4-thiadiazifl-2-ole;

3-(4-(oxazole-5-carboflamiflo)belI)-5-(3-methoxy-4-fIuoro-

methoxyphefl)6ethyI3,6dihydro-1,3,4-thiadiazifl-2-Qle;
3 4 -(oxazole-5-carbonlyamiflo)bezl)5(3difluoromethoxy-

4

methoxyphely)6ethyI-3,6dihydro-1,3,4-thiadiazifl-2-ole;



WO 03/032993 
-PCTIEPO2/105O

7

3-(4-(oxazole-5-carbo nylamino)benzy)-5-(3-trifIuoromethoxy-
4

methoxyphel)-6ethyI-3,6dihydro-1,3,4-thiadiazifl-2-ole;

3 4 -(oxazole-5-carboflYamiflo)benzy)5(3-fluoromethoxy-
4

methoxypheflyl)-6-ethyI 3 ,6-dihyd ro-1 ,3 ,4-thiadiazifl-2-ole;

3 4 (oxazole-5-carbonylamifo)benzy)5(3-methoxy 4 ethoxy-

phenyI)-6-ethyI-3,6dihydr-o-1,3,4-thiadiazifl-2-ole;

3-(4-(oxazole-5-ca rbonylamilo)belI)-5-(3-ethoxy-4-methoxy-

phenyl)-6-ethYl- 3 ,6-dihydro-1 ,3 ,4-thiadiazifl-2-ole;

3 4 -(oxazole-5-carb~onlYamiflo)benzyl)5(3hydroxy-
4 methoxy-

phenyl)-6-ethyl-3 ,6-dihydro-1 ,3,4-thiadiazifl-2-ole;

3 4 -(oxazole-5-carboflYamiflo)bezl)5(4-methylsulfonylphenyl)-

ethyl-3 ,6-dihyd ro-1 ,3 ,4-thiadiazifl-2-ole;

3 4 -(oxazole-5-carboflYamiflo)benzy)5(4-methyleneoxyphenyl)-
6

ethyl-3 ,6-dihydro-1 ,3,4-tthiadiazifl-2-ole;

3 4 -(oxazole-5-carbonlYamiflo)benzyl)5(3-cyclopentyloxy-
4

methoxypheflt)-6-ethyl1 3 ,6-dihyd ro-1 ,3,4-thiadiazifl-2-ofle;

3 3 -(oxazole-5-carboflYamiflo)benzyl)5(3-cyclopentyloxy-
4

20methoxypheflyl)-6-ethy-
3 ,6-dihydro-1 ,3,4-thiadiazifl-2-ole;

3 -(4-(oxazole-5-carboflYamiflo)phenethy)5(
3 ,4-dimethoxyphel)-

3,6-dihydro-1 ,3,4-thiadiazifl-2-ole;

3 4 -(oxazole--car)ofylamiflo)phenethyl)5(34dimethoxyphenyl)-

6-ethyl-3 ,6-dihydro-1 ,3 ,4-thiadiazifl-2-ole;

3 -(4-(oxazole-5-carboflYamiflo)benzyl)S5(
3 ,4-dimethoxypheflYl)-3 ,6-

dihydro-1 ,3,4-oxadiazifl-2-ole;

3-(3-(oxazole-5-carboflamiflo )-benzyI)-5-(3,4-dimethoxyphenyl)-

3,6-dihydro-1 ,3,4-oxadiazifl-2-ole;

3-(2-(oxazole-5-cairboflYamiflo)benzy)S5(
3 ,4-d imethoxypheflyl)- 3 ,6-

dihydro-1 ,3,4-oxadiazifl-2-ole;

3 -(4-(oxazole-5-c,,arboflYamiflo)benzyl)S5(
3 ,4-dimethoxyphel)- 6

35ethyl-3 ,6-dihydro-1 ,3 ,4..oxadiazifl-2-ole;

3 -(3-(oxazole-5-ca3rboflYamlino)benzy)5(
3 ,4-dimethoxyphelyl)-6

ethyl-3 ,6-d ihyd ro-1 ,3 ,4.-oxadiazin-2-ole;
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3 2 -(oxazole-5carbofilYamifo)benzyl)S5(
3 ,4-dimethoxypheflyl)-6

ethyl-3 ,6-dihydro-1 ,3,4-oxadiazifl-2-ole;

3-(4-(oxazole-5-carbo nylamino)benzyI )-5-(3-methoxy-4-trifI uoro-

)-6-ethyl-3 ,6-d ihyd ro- 1,3 ,4-oxadiazi n-2-one;

3 4 -(oxazole-5-carbonylamifo)benzy)-53methoxy-
4 difluoro

methoxyphefyl)6ethy13,6-dihydrol ,3,4-oxadiazifl-2-ole;

3 4 -(oxazole-5-carbonylamifo)benzy)-5(3methoxy-
4 fluoro-

methoxypheflyl)6ethy 1 3 ,6-d ihyd ro- 1,3 ,4-oxadiazifl-2-ole;

3 4 -(oxazole-5-carbcnlYamiflo)benzy)5(3-difluoromethoxy-4

methoxyphefl)-6-ethylk3,6-dihydro'l ,3,4-oxadiazifl-2-ofe;

3 4 -(oxazole-5-card)onlYamiflo)benzyl)5(3-trifluoromethoxy-4

methoxypheflYl)-6ethyI
4 ,6-dihydro-1 ,3,4-oxadiazifl-2-ole;

3 4 -(oxazole-5-carbofylYamifo)benzyl)5(3fluoromethoxy-
4

methoxyphel)-6-ethyI%3 ,6dihydro-1,3,4-oxadiazifl-2-ole;

3-4(xzl--aroyaiobny)-5-(3-methoxy-4-ethoxy-

phenyI)-6-ethy-3,6dihydro1,3,4-oxadiazifl-2-ole;

3 4 -(oxazole-5-carbofylamifo)benzyl)-5(3ethoxy-
4 methoxy-

phenyl)-6-ethyl-3 ,6-dihydiro-1 ,3,4-oxadiazifl-2-ole;

3-(4-(oxazole-5-cairbolam' no)benzyl )-5-(3-hyd roxy-4-methoxy-

phenyI)-6-ethyI-3,6-dihyd ro-1 ,3 ,4-oxadiazifl-2-ofle;

3 4-(oxazole-5-carbofylamino)benzyl)5(4methylsulfonylpheny)-6

ethyl -3,6-d ihyd ro-1, ,3,4-ox(ad iazifl-2-onle;

3 4 -(oxazole-5-carbonlYamiflo)benzyl)5(4-methyleneoxyphenyl)-
6

ethyl-3,6-dihyd ro-1 ,3 ,4-oxadiazifl-2-ole;

3-(4-(oxazole-5-ca rbonylamiflo)befzlY)5(3-cyclopentyloxy-
4

methoxyphely)6ethyk3' ,6dihydro-1,3,4-oxadiazinl-2-one;

3 3 -(oxazole-5-carboflYamifl)benzyl)5(3-cyclopentyloxy-
4

methoxypheflyl)-6-ethYlI
3 ,6-dihyd ro- 1,3 ,4-oxad iazin-2-ole;

3 4 -(oxazole-5-c-arbonlYamiflo)phenethyl)S5(
3 ,4-dimethoxyphelyl)-

353,6-dihydro-1 ,3,4-oxadiazifl-2-ole;

6-ethyl-3 ,6-dihydro-1 ,3,4-oxadiazifl-2-ole;
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2 4 -(pyrimidine-2-ceirboflYamiflo)benzyl)6(3,4-dimethxyphenyl)-

2,3,4,5-tetrahyd ropyridazifl.3 -one;

2 3 -(pyrimidifle-2-carboflYamiflo)benzyl)
6 3 ,4-dimethoxyphel)-

2,3 A1 5-tetrahydropyridazifl
3 -ofe;

2 -(2-(pyri mid ifle-2-carbolYa mino)benzyl) 6 3 ,4-d imethoxyphelyl)-

273 ,4,5-tetrahydropyridazifl3 -ofe;

2 -(4-(pyrimidifle-2-carboflYamiflo)benzy)
6 3 ,4-dimethoxyphelyl)-5

ethyl-2 ,3,4,5-tetrahyd ropyrid azi n-3-ole;

2-3(pr mdie2croyaiobnl)6(,4-d i methoxypheflyl)-

ethyl-2 ,3 ,4,5-tetrahyd ropyrid azifl-3-ole;

2 -(2-(pyri mid ine-2-carbonflYamino)benzyl)
6 3 ,4-d i 

ethyl-2 ,3,4,5-tetrahydrop~yridazifl
3 -ofe;

2 4-(pyrimidine-2-carbofylYamifo)benzyI-6(3methoxy-
4 trifluoro-

2 ,3,4 ,5-tetrahydropyridazifl3-one;

2 4 -(pyrimidifle-2(arbofylamifo)benzy)-6(3methoxy-
4 difluoro-

2 ,3,4 ,5-tetrahydropyridazifl3-ofe;

2 4 -(pyrimidine-2-carbofylYamifo)benzyl)6(3methoxy-
4 fuoro-

20methoxyphely)5ethyI2,3,4,5tetrahydropyridazin
3 one;

2 4 -(pyrimidine-2-carboylYamiflo)benzyl)6(3difluoromethoxy-
4

2 ,3,4,5-tetrahydropyridazifl
3 -ofe;

2 4 -(pyrimidine-2-carbofylYamifo)benzyl)6(3trifluoromethoxy-
4

methoxypheflyl)-5-ethyI'.2 3 ,4,5-tetrahydropyridazifl-3-ofe;

2 4 -(pyri mid ifle-2-carboylYa miflo)benzyl)6(3fluoromethoxy-
4

methoxypheflyl )-5-ethyl-2 ,3,4 ,5-tetrahyd ropyridazin-3-ole;

2 4-(pyri mid ifle-2carbofylamiflo)benzy)-6(3methoxy-
4 ethoxy-

phenyl)-5-ethyl- 2 3 ,4 ,5-tEtrahydropyridazifl-
3-ofe

2 ,3,4,5-tetrahydropyridazifl-
3 -ofe

2 4 -(pyrimidine-2-(arbofylyamifl)bezl)6(3hydroxy-
4 methoxy-

35phenyl)-5-ethyl-
2 ,3,4 ,5-tetrahydropyridazifl-

3 -ofe;

2 4 -(pyrimidifle-2-carboflyiamiflo)benzyl6(4-methylsufonyIphenyI)-

5-ethyl-2 ,3 ,4 ,5tetrahydropyridazifl- 3-ole;
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2-(4-(pyrimidifle-2-c8 rbonylamiflo)beflY)6(4-methyleneoxyphenyI)-

5-ethyl-2 ,3,4 ,5-tetrahydrop)yridazifl3-one

2 4 -(pyri mid ine-2-carbofnlY am iflo)be nzy)6(3-cyclope nty oxy-4

methoxyphely)5ethyI2,3,4,5tetrahydropyridazin
3 one;

2 3-(pyri mid ine-2-carboflyiamifo)benzyl)6(3-cyclopentyloxy-
4

1 2 ,3 ,4 ,5tetrahydropyridazifl3 -ofe;

2 4 -(pyrimidine-2-ca3rboflYamiflo)phenethyl)
6 3 ,4-d imethoxy-

phenyl)-2 ,3,4 ,5-tetrahydrf)pyridazifl3 -one

2 4 -(pyrimidine-2-carboflYamiflo)phenethyl)
6 3 4-dimethoxy-

2 ,3,4,5-tetrahydropyridazifl-
3 -ofe;

3,6-dihydro-1 ,3,4-thiadiazifl-2-ole;

3 -(3-(pyri mid ine-2-ca rboflYamiflo)benzyl)S5(
3 ,4-d i methoxyphelyl)-

3 ,6-dihydro-1 ,3,4-thiadiazin-2-ole;

3 -(2-(pyrimidine-2-carboflYamifo)benzy)S5(
3 ,4-dimethoxyphelyl)-

3,6-dihydro-1 ,3,4-thiadiazifl-2-ole;

203(-prmdn--.royaiobny)5(,-iehxpey)6
ethyl-3 ,6-dihydro-1 ,3,4-thiadiazin-2-ole;

3 -(3-(pyri mid ine-2-carbolYa miflo)benzyl)S5( 3 ,4-d imethoxyphefl)- 6

ethyl-3,6-dihyd ro-1 ,3,4-th iadiazin-2-ole;

3-2(yiiie2croyaiobny)5(,-iehxpey)6
ethyl-3 ,6-d ihydro-1 ,3 ,4-thiadiazifl-2-ole;

3 4 -(pyrimidifle-2carbonylamifo)benzy)-5(3methoxy-
4 trifluoro-

methoxypheflyl)-6-ethy 1 3 ,6-dihyd ro-1 ,3 ,4-thiadiazin-2-ole;

3 4 -(pyri mid in e-2,ca rbofnlam ifo)be nzy)-5(3methoxy-4 -dif u oro-

methoxyphel)-6-ethyI-
3 ,6-dihydro-1 ,3 ,4-thiadiazifl-2-ole;

3 4 -(pyrimidine-2.-carbofylamifl)benzy)-5(3methoxy-
4 fluoro-

methoxyphefl)-6ethy[-'3,6dihydro-1,3,4-thiadiazinl-2-one;

3 4 -(pyrimidine-2.arbonlYamiflo)benzyl)5(3difluoromethoxy-
4

35methoxypheflyl)-6-ethy-
3 ,6-dihyd ro-1 ,3 ,4-thiadiazin-2-ole;

3 4 -(pyrimidife-2C(arboflYamiflo)benzy)5(3-trifluoromethoxy-
4

methoxyphel)6ethyI-3,6-dihyd ro-1 ,3 ,4-thiadiazifl-2-ole;
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3-(4-(pyri mid ife-2-ca rbonylamiflo)befzlY)5(3-fluoromethoxy-
4

methoxyphelY)6ethyI-3,6-dihydro-1,3 ,4-thiad iazin-2-ole;

3 4-(pyrimidife2carbonylamifo)benzy)-5(3methoxy-
4 ethxy-

phenyI)-6-ethyI-3,6-dihydro-1,3,4-thiadiazifl-2-ole;
3 4 -(pyrimidine-2cairboylamilo)benzyl)-5(3ethoxy-

4 methoxy-

phenyl)-6-ethyl-3 ,6-dihydr-o-1 ,3,4-thiadiazifl-2-ole;

3 4 -(pyri mid ine-2-carboylYamiflo)benzyl)5(3hydroxy-
4 methoxy-

phenyI)-6-ethyI-3,6-dihydr-o-1,3,4-thiadiazifl-2-ole;

3 4 -(pyrimidine-2-carboflYamiflo)benzyl)5(4-methylsulfonyIphenyl)

6-ethyl-3,6-dihYd ro-1.3 ,4-.thiadiazifl-2-ole;

3 4 -(pyrimidine-2-carboflYamiflo)benzyl)5(4-methyleneoxyphenyl)-

6-ethyl-3 ,6-dihydro-1 ,3 ,4..thiadiazin-2-ole;

3 4 -(pyrimidine-2-carboflYamiflo)benzyl)5(3-cyclopentyloxy-
4

methoxyphel)-6-ethyI- 3 ,6-dihyd ro-1 ,3,4-thiadiazifl-2-ole;

3 3 -(pyrimidine-2-carboflYamiflo)benzyl)5(3-cyclopentyloxy-4

methoxypheflyl)-6-ethyI-3 ,,6-dihydro-1.3 ,4-thiad iazin-2-ole;

3-4(yiiie2(abnlmn~hnty)5(,4-dimethoxy-
20phenyl)-3,6-dihydrol ,3,4..-thiadiazifl-2-ole;

3 4 -(pyrimidine-2-(-arboflYamiflo)phenethy)5(
3 ,4-dimethoxy-

phenyl)-6-ethyl-3 ,6-dihydro-1 ,3,4-thiadiazifl-2-ole;

3 4 -(pyrimidile-2-cabofylamifo)benzyl)5(3,4-dimethoxyphenyl)-

3 ,6-dihydro-1 ,3 ,4-oxadiazifln-2-ole;

3 3 -(pyrimidifle-2-CarbofylYamifo)benzyl)5(3,4-dimethoxyphenyl)-

3 ,6-dihydro-1.3 ,4-oxadiazifl-2-ole;

3 2 -(pyrimidine-2--carbolYamiflo)benzylIYS(
3 .4-dimethoxypheflyl)-

3,6-dihydro-1 ,3,4-oxadiazifl-2-ole;

3 -(4-(pyri mid ine-2--carboflYamiflo)benzyl)S5(
3 ,4-d i methoxypheflyl)-6

ethyl-3 ,6-dihydro-1 ,3,4-oxadiazifl-2-ole;

3 -(3-(pyri mid ine-2,-CarboflYamiflo)benzyl)S-(
3 ,4-d imethoxyphel)- 6

35ethyl-3 ,6-dihydro-1 ,3,4-oxadiazin-2-ole;

3 -(2-(pyri mid in e-2-carbofnlYam iflo)be nzyl)5( 3 ,4-d imeth oxypheflyl)-6

ethyl-3 .6-dihyd ro-1 ,3,4-oxadiazifl-2-ole;
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3-(4-(pyri mid i ne- 2-ca rbolYamiflo)benzy)5(3methoxy-
4 trifluoro-

methoxyphelyi)6ethyI3,6dihydro-1,3,4-oxadiazifl-2-ole;

3 4 -(pyri mid ine-2-carboyla miflo)benzy)-5(3methoxy-
4 d ifl uo-

5methoxypheflyl)-6-ethy
1 3 ,6-dihydro- 1,3 ,4-oxadiazifl-2-ole;

methoxyphenyl)-6-ethy 1 3 ,6-dihyd ro-1.3 ,4-oxadiazifl-2-ole;

3 4 -(pyri mid in e-2-carbofnlY am ifo)be nzyl)5(3-dif u oro meth oxy-4

methoxypheflyl)-6-ethY1 3 ,6-dihydro-1 ,3,4-oxadiazifl-2-ole;

3 4 -(pyri mid ine-2-ca3rboylYamifo)benzyl)5(3trifluoromethoxy-
4

methoxyphel)-6-ethyk-3A,6dihydro-1,3 ,4-oxadiazifl-2-ole;

3 4 -(pyri mid ine-2-ca rboylYamiflo)benzyl)5(3fluoromethoxy-
4

methoxyphel)-6ethylI3,6-dihydro-1,3,4-oxad iazin-2-ole;

3 4 -(pyri mid ine-2-carbofylYamiflo)benzy5(3methoxy-
4 ethoxy-

phenyl)-6-ethyl-3 ,6-dihyd ro-1.3 ,4-oxadiazin-2-ole;

3 4 -(pyrimidine-2-carbofylamifo)benzyl)-53ethoxy-
4 methoxy-

phenyl)-6-ethyl- 3 ,6-dihydro-1.3 ,4-oxadiazifl-2-ole;

3 4 -(pyrimidine-2-carboylYamiflo)benzyl)5(3hydroxy-
4 methoxy-

20phenyI)-6-ethy-3,6dihydro-1,3 ,4-oxadiazifl-2-ole;

3 4 -(pyrimidine2.arboflYamifo)benzyl)5(4methylsulfonylphyl)-

6-ethyl-3 ,6-dihyd ro-1 ,3,4-oxadiazifl-2-ole;

3 4 -(pyri mid ine- 2-carbofylYamifo)benzyl)5(4-methyleneoxyphenyI)-

6-ethyl-3 ,6-dihyd ro-1.3 ,4-oxadiazifl-2-ole;

3 4 -(pyrimidifle-2-carbonlYamiflo)benzyl)5(3-cyclopentyloxy-
4

methoxypheflyl)-6-ethyI-3 ,6-dihyd ro-1.3 ,4-oxad iazin-2-ole;

3 3 -(pyri mid ine-2-carboflYamiflo)benzyl)5(3-cyclopentyloxy-
4

methoxyphefl)-6ethyt.3,6dihydro1,3 ,4-oxadiazifl-2-ole;

3 4 -(pyri mid inle-2-carbofnlY am ifo)ph e nethy)5( 3 ,4-d im ethoxy-

phenyl)-3 ,6-dihyd ro- 1,3 ,4-oxadiazifl-2-ole;

3 4 -(pyri mid ine-2--carboylYa miflo)phenethyl)5(3,4 -dimethoxy-

)-6-ethyl-3,6-dihYd ro-1.3 ,4-oxadiazifl-2-ole;

2 -(4-(pyrazole-3-carboflamiflo)benzyl)-
6 3 ,4-d imethoxyphelyl)-

2,3,4 ,5-tetrahydropyridazifl-3 -ofe;
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2 3 -(pyrazole-3-carbonflYamino)benzyl)
6 3 ,4-dimethoxyphel)-

2,3,4 ,5-tetrahyd ropyridazil-.3-ole;

2 2 -(pyrazole-3-carboflYamino)benzy)
6 3 ,4-dimethoxyphel)-

2 3 ,4,5-tetrahydropyridazif-
3-one;

2 4 (pyrazole-3carboflYaminobnzy)benzY4-i)6(37
4 dimenyPY 

ethyl-2 ,3,4 ,5-tetrahyd ropyrid azi 3 on e;

2 3 -(pyrazole-3-carboflamino)benzyI 
,4-d imethoxypheflyl) 5

ethyl-2 ,3,4 ,5-tetrahydropyridazin-
3 one;

2 2 -(pyrazole-3-carbonylYamino)benzyl)
6 3 

ethyl-2 ,3 ,4,5-tetrahydropyridazifl
3-one;

2 4 -(pyrazole-3-ca-bofylYamino)benzy)6(
3 -methoxy-4tiloo

methoxyphel)5-ethyl-9),3,4,5-tetrahydropyridazifl
3-one;

2 4-(pyrazoe3-cartbonlYamino)benzyl)6(
3 methoxy-dilo-

,3 ,4,5-tetraIhydropyridazin
3 one;

2 4 -(pyrazole-3-carbofylYamino)benzyl)6(3-methoxy-flo-
2 ,3 ,4 ,5tetrahydropyridazifl

3 one;

2 4 (pyrazole3carbofyiamio~bnzy)benzY-i)6(
3 difethoxy-

20methoxyphefl)5ethy
1 2 ,3 ,4 ,5-tetrahydropyridazifl

3 one;

2 4 (pyrazoe3carbofylamino)benzy )6(3 trifuoetoxy-

1 2 ,3 ,4 ,5tetrahydrQpyridazifl
3 one;

2 4-(pyrazoe- 3 Ca3rboylamino)benzy)-6(3fuoromethy-4

methoxypheflyl)5ethy
1 2 ,3 ,4,5-tetrahyd ropyridazifl-3-ole;

2-(4-(pyrazole3ca rbonyamilo)belI)-6-(3-methoxy-4-ethoxy-
2 ,3 ,4 ,5-tetrahydropyridazifl

3-one;

2 4 (pyrazoe3carbofylYiamibny)b6(ethoyI)6 
ethoxyY

phenyl)-5-ethY- 2 ,3 ,4 ,5.tetrahyd ropyrid azif- 3-ole;

2 4 -(pyrazole-3-carboflYamino)benzyl)6(
3 -hydroxy-4-methoxy-

ph enyI)-5-ethyI2,3,4,5tetra hyd ro pyrid azin 3-one;

2 4-(pyrazoe 3 arbonylamino)bnzY)6(4-methyu uylpeyl)-

ethyl -2 ,3,4,5-tetrahyd ropyrid azin 3-one;

2 4-(pyrazoe 3 carboylamino)benzy)-6(4methyeneypeyl)-5

ethyl-2 ,3,4,5-tetrahydropyridazin
3 one;
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2 4 -(pyrazole-3-car~onlYamiflo)benzyl)6(3-cyclopentyloxy-
4

2 ,3 ,4,5-tetrahyd ropyridazifl-3-Qfle;

2 -(3-(pyrazole-3-carboflamiflo)benzyI )-6-(3-cycIopefltyoxy-4

2 ,3 ,4 ,5-tetrahydropyridazifl
3 Qone;

2 4 -(pyrazole- 3 -carbonlYamiflo)phenethyI-6(3,4-dimethoxyphenyl)-

2,3,4 ,5-tetrahyd ropyrid azifl-3-ole;

2-4(yaoe3crbnlmn~hnty)6(,-iehxpey)

5-ethyl-2 ,3,4,5-tetrahydropyridazifl
3 -ofe;

3 -(4-(pyrazole-3-ca-boflYamiflo)benzyl)'S-(
3 ,4-dimethoxyphel)- 3 6

dihydro-1 ,3,4-thiadiazifl-2-Qfe

3-(3-(pyrazole-3-carboflYamiflo)benzy)S@ (,4-dimethoxyphelyl)- 3 6

dihydro-1 ,3,4-thiadiazil-2.-.ofe;

3 -(2-(pyrazole-3-carb~oflYamiflo)benzy)S5(
3 ,4-dimethoxyphel)- 3 6

dihydro-1 ,3,4-thiadiazifl-2--ofe;

3-(4-(pyrazole-3-carboflYamiflo)befzlY)S5(
3 ,4-dimethoxypheflyl)-6

ethyl-3 ,6-dihydro-1 ,3,4-thiadiazin-2-ole;

3 -(3-(pyrazole-3-carbonflYamiflo)benzyl)S5(
3 ,4-dimethoxyphel)-

6

20ethyl-3,6-dihyd ro-1 ,3,4-thiadiazifl-2-ole;

3-(2-(pyrazole-3-carboflYamiflo)benzy)S5(
3 ,4-dimethoxyphelyl)-6-

ethyl-3 ,6-dihydro-1 ,3 ,4-thiadiazifl-2-ole;

3 4 -(pyrazole-3cacrbofylyamifo)benzyl)5(3methoxy-
4 trifluoro-

methoxyphefl)-6ethy3,6dihydro-1,3,4-thiad iazin-2-ofle;

3 4 -(pyrazole-3-caibofylamiflo)benzy)5(3methoxy-
4 difluoro-

methoxypheflyl)-6-ethyl-3 ,6-dihyd ro-1 ,3,4-thiadiazifl-2-ole;

3 4 -(pyrazole-3-cabofylyamifo)bezl)5(3methoxy-
4 -fuoro-

methoxyphefl)-6ethy3,6dihydro-1,3,4-thiadiazifl-2-ole;
3-(4-(pyrazole-3-carboflYamiflo)befzlYI)(

3-difluoromethoxy-4

methoxyphefl)-6ethy3,6dihydro-1,3,4-thiad iazin-2-Qle;

3 4 -(pyrazole-3-carbofylyamiflo)bezYI5(3-trifluoromethoxy-
4

35methoxypheflyl)-6-ethy-
3 ,6-dihyd ro-1 ,3 ,4-thiad iazin-2-one;

3 4-(pyrazole-3-carbofylyamiflo)benzyl5(3fluoromethoxy-
4

methoxyphenyl)-6-ethY- 3 ,6-dihyd ro- 1,3 ,4-thiadiazin-2-ole;
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3 4 -(pyrazole-3carbofylyamiflo)bezlZ)5(3methoxy-
4 ethoxy-

phenyl)-6-ethyl-3 ,6-dihydro-1 ,3 ,4-thiadiazin-2-ole;

3 4 -(pyrazole-3-carbofylyamiflo)bezl)5(3ethoxy-
4 methoxy-

phenyI)-6-ethyI-3,6-dihydrc)l ,3 ,4-thiadiazin-2-ole;

3-( 4 -(pyrazole-3-carbonlyamiflo)befzl)5(3hydroxy-
4 methoxy-

phenyl)-6-ethyl-3 ,6-d ihydro-1 ,3 ,4-thiadiazin-2-ole;

3 4 -(pyrazole-3-ca-boflyamiflo)befzlY)5(4-methylsulfonyIphenyI)-
6

ethyl-3,6-dihyd ro-1 ,3,4-thiadiazifl-2-ole;

3 4 -(pyrazole-3-carboflYamiflo)bezl)5(4methyleneoxyphenyl)-
6

ethyl-3 ,6-d ihydro-1 ,3,4-tthiadiazin-2-ole;

3 4 -(pyrazole-3-carb~oflyamiflo)befzlY)5(3-cyclopentyloxy-
4

methoxypheny)-6-ethylV3,6-dihyd ro- 1,3 ,4-thiadiazin-2-ole;

3 3 -(pyrazole-3-carb~oflyamiflo)befzlY)5(3-cyclopentyloxy-
4

methoxyphenyl)-6-ethYl-:3 ,6-d ihydro-1 ,3 ,4-thiad iazin-2-one;

3-(4-(pyrazole-3-ca rbonylamino)pheflethyI)-5-(3,4-dimethoxyphenyI)-

3,6-dihydro-1 ,3,4-thiadiazin-2-ole;

203-(4-(pyrazole-3-carboflYamlifo)phefethyl)5(
3 4-dimethoxyphenyl)-

206-ethyl-3,6-d ihydro-1 ,3,4-thiadiazifl-2-ole;

3 4 -(pyrazole-3-cairboflYamiflo)befzl)5(3,4-dimethoxyphenyl)-
3 6

dihydro-1 ,3,4-oxadiazil-.2-ole;

3-(3-(pyrazole-3-ca r-boflamiflo)beflYIYS@ ,4-dimethoxyphelyl)-3 ,6-

dihydro-1 ,3,4-oxadiazin-2-ole;

3-(2-(pyrazole-3-ciarboflamiflo)beflYIYS(
3 ,4-d imethoxypheflyl)-3 ,6-

d ihyd ro- 1,3 ,4-oxadiazifl-2-ole;

3-4(yaoe--abnlmnobny)5(,4-d imethoxyphenyl)-6-

ethyl-3 ,6-dihydro-1 ,3 ,4-oxad iazin-2-ofle;

3-(3-(pyrazole-3-ca rbonylamino)belY)-5-(3 ,4-dimethoxyphelyl)-6-

ethyl-3 ,6-d ihyd ro- 1,3 ,4-oxad iazin-2-ofle;

3-(2-(pyrazQle-3-carboflamlifo)belI)-5-(3 ,4-d imethoxypheflyl)-6-

ethyl-3,6-dihydro-1 ,3,4--oxadiazin-2-ole;

3 4 -(pyrazole-3-carbofylyamiflo)bezlZ)-5(3methoxy-
4 trifluoro-

methoxyphenyl)-6-ethyl-3,6-dihyd ro-1 ,3 ,4-oxad iazin-2-one;
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3 4 -(pyrazole-3-carbofylyamiflo)bezl)5(3methoxy-
4 difluoro-

methoxyphenyl)-6-ethyl-3,6-dihyd ro-1 ,3 ,4-oxadiazin-2-ole;

3 -(4-(pyrazole-3-carboylyamiflo)bezl)5(3methoxy-
4 -fuoro-

methoxyphenyl)-6-ethYl-3 
6 -dihydro-1 ,3,4-oxadiazin-2-ole;

3 -(4-(pyrazole-3-caboylyamiflo)befzl)5(3difluoromethoxy-
4

methoxyphenyl)-6-ethyl-3,6-dihydrol ,3,4-oxadiazifl-2-ole;

3 -(4-(pyrazole-3-carbonlyamiflo)bezlZ)5(3trifluoromethoxy-
4

methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-ole;

3-(4-(pyrazole-3-carboflyamiflo)befzlY)5(3-fIuoromethoxy-
4

methoxyphenyl )-6-ethyl-.3,6-d ihyd ro-1 ,3 ,4-oxadiazin-2-ofle;

3 -(4-(pyrazole-3-carb~oflyamiflo)bezlZ)5(3methoxy-
4 ethoxy-

phenyl)-6-ethyl-3,6-dihYdro-1 ,3,4-oxadiazin-2-Qle;

3 -(4-(pyrazole-3-carboflyamiflo)beflzyl)5(3ethoxy-
4 methoxy-

phenyl )-6-ethyl-3 ,6-d ihydiro-1 ,3,4-oxadiazin-2-ofle;

3-(4-(pyrazole-3-ca rbonylamino)belY)-5-(3-hydroxy-4 methoxy-

phenyl)-6-ethyl-3,6-dihYd ro-1 ,3,4-oxadiazin-2-ole;

3 -(4-(pyrazol e-3-ca rbofnl am iflo)befzlY)5(4-methyl su fo n yph e nyl)' 6

ethyl-3 ,6-dihyd ro-1 ,3 ,4-oxadiazin-2-ole;

3 4 -(pyrazole-3-carboflyamiflo)befzlY)5(4-methyleneoxyphenyl)-
6

ethyl-3 ,6-dihydro-1 ,3 ,4-oxadiazin-2-ole;

3-(4-(pyrazole-3-cairbonlamiflo)befzlY)5-(3-cyclopentyloxy-
4

methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3 ,4-oxadiazin-2-ofle;

3-(3-(pyrazole-3-cirboflyamiflo)befzlY)5(3-cyclopentyloxy-
4

methoxyphenyl)-6-ethyl--3,6-d ihyd ro- 1,3 ,4-oxad iazin-2-one;

3-(4-(pyrazole-3-ciarboflamlifo)phefethy)5(
3 ,4-d imethoxyphenyl)-

3,6-dihydro-1 ,3,4-oxadia3zin-2-ole;
3-(4-(pyrazole-3-ca3rboflYamiflo)pheflethy)S5(

3 ,4-d imethoxypheflyl)-

6-ethyl-3 ,6-d ihydro-1 ,3 ,4.-oxadiazin-2-ole;

2 -(3-nicotinoylaminobenzy)-6-(3-ethoxy-4methoxyphenyl)-
2 ,3,4,5-

hyd ropyridazifl-3-ofle, m.p. 2040;

2-4ioioiolmnoezl--3ehx-4mtoyhnl 

tetra hyd ropyrid azi n-3-o ne, hydrochloride m. p. 2520;
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2 -(4-pyrazinecarboriylamiflobefzlY)6(3-ethoxy-4methoxyphenyI)-

2,3,4,5-tetrahydropyridaziri-3-ofle, m.p. 202';

2 4 -(isoxazole-5-carbofylamiflo)beflzyl)6(3ethoxy-
4 methoxy-

phenyl)-2,3,4,5-tetrahydropyridazifl3-ofe, 
m.p. 1920;

2,3,4,5-tetrahydropyridazifl-3-ofle, m.p. 2050

2-(4-nicotinoylaminobelY)-6-(3 ,4-d imethoxypheflyl ,3,4 

hydropyridazin-3-Ofle, hydrochloride m.p. 2120;

d) compounds, disclosed in EP 0 539 806 BI, selected from the

group consisting of

5-3mtoy4dflooehxpey) -ty-,-iyro-1 ,3 ,4-

thiadiazin-2-one, m.p. 970;

5-(3-methoxy-4-trifluoromethoxyphenyl) 6 ethy- 3 ,6-d ihydro-1 ,3,4-

thiadiazin-2-one;

5-(3-methoxy-4-trifluoromethoxypheI1yl)6methy-
3 ,6-dihydro-1 ,3 ,4-

thiadiazin-2-one;

205-(3-methoxy-4-d ifl uo ro methoxyph eflyl)-6-fllethy 3,6-d ihyd ro-1, ,3,4-

thiadiazin-2-one;

5-[3-methoxy-4-(1 ,1,2 ,2-tetrafluoroethoxy)phenyl]-6-ethyI-3 6 -dihyd ro-

1 ,3,4-thiadiazin-2-one;
5-3mtoy4clooehxpey)--ty ,-iyro-1 ,3 ,4-

thiadiazin-2-orie;

5-(3-methoxy-4-chIoromethoxypheny) 6 methyI 3 ,6-d ihyd ro-1 ,3,4-

thiadiazin-2-one;

5-(3-methoxy-4-pe ntachloroethoxyphenyl)-6-ethyI-3,6-dihyd ro-1 ,3,4-

thiadiazin-2-one;

5-(3-methoxy-4-tritJOromlethoxyphenl)-6-propyl-3 ,6-d ihyd ro-1 ,3 ,4-

thiadiazin-2-one;

5-(3-methoxy-4-diflujoromethoxypher1yl)
6-propy-3 ,6-d ihydro-1 ,3 ,4-

thiadiazin-2-one;
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5-[3-methoxy-4-(l 1, ,trifluoroethoxy)pheflI-6-Cthy- 3 ,6-dihydro-

I ,3,4-thiadiazifl-2-ole;

5-[3-methoxy-4-(l ,I,2 ,-trifuoroethoxy)phefl]-6rflethy- 3 ,6-dihyd ro-

1 ,3,4-thiadiazifl-2-ole;

5-3mtoy4dilooehxphnl ,-iyro-1 ,3 ,4-thiadiazin-

2-one, m.p. 1200;

5-(3-methoxy-4-trifIuorom1ethoxyphenyl)-
3 ,6-d ihydro- 1,3 ,4-thiadiazin-

2-one;

5-(4-trifluoromletho)(yphelY)3,6-dihyd ro-1 ,3 ,4-thiadiazifl-2-ole;

5-[3-methoxy-4-(l1,1,2 ,2-tetrafluoroethoxy)pheflI 3 ,6-dihyd ro-1 ,3 ,4-

thiadiazin-2-ofle;

5-(3-methoxy-4-chloromlethoxypheflY
3 ,6-d ihydro- 1,3 ,4-thiadiazifl-2-

one;

5-(3-methoxy-4-trichIoromethoxyphenyl)-
3 ,6-dihydro-1 ,3 ,4-thiadiazin-

2-one;

5-(3-methoxy-4-pentachIoroethoxyphenyl)
3 6 d ihyd ro-1 ,3 ,4-

thiadiazin-2-one;

5-(4-difluoromethoxyphenyI)- 3 ,6-dihyd ro- 1,3 ,4-thiadiazin-2-one;

5-[3-methoxy-4-(1 ,1,2,2 ,3-pentafluoropropoxy)phenyI-6ethy-
3 ,6-

dihyd ro-1I,3,4-thiadiazin-2-one;

5-[bis-3 jfluoromethoxy)phenyII-3,6-dihyd ro-1 ,3,4-thiadiazin-2-

one;

5-[bis-3 ,4-(dichlororflethoxy)phenyI]-3 ,6-d ihyd ro- 1,3 ,4-thiad iazin-2-

one;

5-[bis-3,4-( 1,2-difluoroethoxy)phenyI]-3 ,6-d ihydro-1 ,3 ,4-thiadiazin-2-

one;

5-[3-ethoxy-4-(1 ,1,2,2 ,-tetrafluoroethoxy)phenyl]k3, 6-dihyd ro-1 ,3 ,4-

thiadiazin-2-one;

5-[3-methoxy-4-(lI,2 ,-trichloroethoxy)phenyI]-3 ,6-d ihyd ro- 1,3,4-

thiad iazin-2-one;

,2 ,2-trifluoroethoxy)pheflI-6-ethy- 3 ,6-d ihyd ro-1 ,3 ,4-thiadiazin-

2-one, m.p. 1020;



WO 03/032993 PCTIEPO2/10507

89 

5-13-methoxy-4-(2 ,2 ,2-trifI uoroethoxy)phelY]6ethyl3,6-dihyd ro-

I ,3,4-thiadiazifl-2-one, m.p. 123-125';

5-13-methoxy-4-(2 ,2,2-trifluoroethoxy)phell-3 ,6-d ihyd ro- 1,3,4-

thiadiazin-2-one, m.p. 1200;

,2 ,2-trifluoroe thoxy)-4-methoxypheflY6ethyl-3 ,6-d ihydro-

1 ,3,4-thiadiazifl-2-Ofle, m.p. 120-121';

5-3dfurmtox--ehxpeyl -ty-,-ihyd ro-1 ,3,4-

thiadiazin-2-one, m.p. 1050;

e) compounds, disclosed in EP 0 618 201 Al, selected from the group

consisting of
3 ,4-dimethoxyphenyl)-6-ethyI-3 ,6-d ihyd ro-

1,3,4-thiadiazinon-2-one, m.p. 1750;

3-d i methyl am ino propyl-5-(3-methoxy-4trifl u oro meth oxyphenyl)-6

ethyl-3,6-dihydro-1 ,3,4-thiadiazinon-2-one;

3-d imethylaminopropyl-5-(3-methoxy-4 d ifluoromethoxyphenyl)-6-

ethyl-3,6-dihydro-1 ,3,4-thiadiazinon-2-one;

203-dimethylaminopropyI-5-(3-methoxy-4fluoromethoxyphenyl)
6 ethyl-

3,6-dihydro-1 ,3,4-thiadiaizinon-2-one;

3-d imethylaminopropyl-5-(4-methoxy-3 d ifluoromethoxyphenyl)-6-

ethyl-3 ,6-dihyd ro- 1,3 ,4-t~hiad iazinon-2-one;

3-dimethylaminopr-opyI-5-[4-methoxy-3 2 ,2 ,2-trifluoroethoxy)phenyI]-

6-ethyl-3,6-dihyd ro-1 ,3,,4.-thiadiazinon-2-one;

3-d i methyl amin opro pyl-5-(4- meth oxy3-flu oro methoxyp he nyl)-6 ethyl-

3,6-dihydro-1 ,3,4-thiadiazinon-2-one;

3-iehlmnpoy--3mtoy4ehxpey)6ehl36
dihydro-1 ,3,4-thiadiazinon-2-one;

3-d i methyl amin opro pyI-5-(4 meth oxy3ethoxyp he nyl) 6 ethy-3 ,6-

dihydro-1 ,3,4-thiadiazinon-2-one;

~3-d i methyl am in opro pyl-5-(3-meth oxy-4hyd roxyp he nyl)-6-ethyl-3 ,6-

dihydro-1 ,3,4-thiadiazinon-2-one;
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3-d imethylaminoprc~pyl-5-(3 ,4-dimethoxypheflyl)-3 ,6-dihydro- 1,3,4-

thiadiazinon-2-ole;

2-dimethylamifloethyI-5-(3,4-d imethoxyphenyl)-6-ethyl-3 ,6-d ihyd ro-

1 ,3,4-thiadiazinon-2-ole;

2-dimethylamifloethiyI-5-(3-methxy-4trifluoromethoxyphenyl)-
6

ethyl-3 ,6-dihydro-1 ,3 ,4-thiiadiazinofl-2-ole;

2-dimethylamifloethiy-5-(3-methoxy-4 d ifluoromethoxypheflyl )-6-ethyl-

3,6-dihydro-1 ,3,4-thiadiazinofl-2-Ole;

2-dimethylaminoethy-5-(3-methoxy-44luoromethoxyphenyl)
6 ethyI'

3,6-dihydro-1 ,3,4-thiadiazilof-2-Ole;

2-dimethylaminoethyl-5-(4-methoxy-3difluoromethoxyphenyI)-
6 ethylI

3,6-dihydro-1 ,3,4-thiadiazizinof-2-ole;

2-d i methyl am inoethy -5(-ehoy3f omehoyhenl--ty

3,6-dihydro-1 ,3,4-thiadiaizinofl-2-ole;

2-d imethylaminoethy-5-(3-mlethoxy-4ethoxyphen~yI)-6-ethyl-3,6-

dihyd ro-1 ,3,4-thiadiazino:n-2-ole;

dihydro-1 ,3,4-thiadiazinon-2-ole;

2-dimethylaminoe-hy-5-(4-methoxy-3-hydroxyphenyl)-6-ethyl-3,
6

dihydro-1 ,3,4-thiadiazinon-2-ole;

3-mo rpho i no pro pyI-5-[3-methoxy-4 pe ntafl u orop ropoxy)-

phenyl]-6-ethyl-3,6-d ihydro-1 ,3,4-thiadiazinon-2-ole;

3-d imethylamitiop ropyl-5-[3 ,4-bis-(difluoromethoxy)phel]-3 ,6-

dihydro-1 ,3,4-thiadiazinon-2-ole;

3-dimethylaminopropyI-5-[3-methoxy-4 ,2-trifluoroethoxy)pheflyll-

3,6-dihydro-1 ,3,4-thiadiazinofl-2-ole;

3-dimethylamiflopropyI-5-[3,4-bis-(chloromethoxy)phenylk
3 ,6-

dihydro-1 ,3,4-thiadiazinofl-2-ole;

3-opoiorpl5(-ehx--looehxpey)6ehl

3,6-dihydro-1 ,3,4-thiadiazinon-2-ole;
3-opoiorpl5(-ehx--tilooehxpey)6ehl

3,6-dihydro-1 ,3,4-thiad iazinon-2-ole;
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3 -piperidinopropyI-5-(3-methoxy-4difluoromethoxyphenyl)-
6 ethYI-

3,6-dihydro-1 ,3,4-thiadiazilof-2-ole;

3-morpholinopropyI--5-(3,4 -dimethoxyphenyl)-6-ethyl- 3 ,6-d ihydro-

1 ,3,4-thiadiazilof-2-ole;

3-piperid inopropyI-5-(3,4-dimethoxypheflY)
6 ethy-3 ,6-d ihydro-1 ,3,4-

thiadiazinon-2-ole;

3-pyrrolidinopropyl-5 3 ,4-dimethoxyphefl)-6-ethy- 3 ,6-dihyd ro- 1,3,4-

thiadiazinon-2-ole;

3 -morpholinopropyI-!-)(3-methoxy-4ethoxyphenyl)
6 ethy-3 ,6-

dihydro-1 ,3,4-thiadiazilof-2-ole;

I ,3,4-thiadiazinofl-2-ole;

3-pyrrolid inopropy..5-(3-methoxy-4ethoxypheny)
6 ethyI 3 ,6-dihyd ro-

1 ,3,4-thiadiazinofl-2-ofle.

3 -morpholinopropyI-5-(4methoxy-3ethoxyphenyl)
6 ethy-3 ,6-

dihydro-1 ,3,4-thiadiazinofl-2-ole;

3 -pi perid in opro pyl-5-(4methoxy-3ethoxyphe nyl) 6 ethy- 3 ,6-d i hyd ro-

1 ,3,4-thiadiazilof-2-oflE

3 -morpholinopropylI.5-(3-methoxy-4difluoromethoxyphenyl)-
6 ethylI

3,6-dihydro-1 ,3,4-thiadiazilof-2-ole;

3-piperidinopropy-.5-(4-mlethoxy-3 d ifluoromethoxypheflyl)-6-ethYI-

3,6-dihydro-1 ,3,4-thiadiazinofl-2-ole;

3-p ipe rid ino pro pyl -5-13 2 ,2 ,2-triflu oroethoxy)-4- meth oxyphe nl'F 6

ethyl-3 ,6-d ihyd ro- 1 ,3,4-th iad iazi nonl-2-onle;
3 2 2 ,2-trifluoroethoxy)-4-methoxypheflF

6

ethyl-3 ,6-dihydro-1 ,3 ,4-thiadiazinon-2-ole;

2-opoioty-5(-ehx--looehxpey)6ehl36

dihydro-1 ,3,4-thiadiazinofl-2-ole;

2 -morpholinoethy-!5-(3-methoxy-4-rifIuoromethoxyphenyl)
6 ethylI

3,6-dihydro-1 ,3,4-thiadiazinon-2-ole;
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f) compounds, disclosed in DE 196 04 388 Al, selected from the group

consisting of

3-(N ,N-d iethylamino)propyI N-[4-(3,6-dihyd ro-5-(3,4-dimethoxy-

phenyl)-2-oxo-2 H-l,3 ,4-thiad iazin-3-yl methyl)phenyl]carba mate;

2-(N ,N-diethylamino)ethyl ,6-d ihydro-5-(3,4-d imethoxyphenyl)-

2-oxo-2H-1, ,3,4-th iad iazin-3-y methy)pheny]carba mate;

2-(N ,N-diisopropylarino)ethYl N-[4-(3,6-dihyd ro-5-(3 ,4-dimethoxy-

phenyl)-2-oxo-2H-l ,3 ,4-thiad iazi n-3-ylfl'ethyl)phe nyl]carba mate,

hydrochloride, m.p. 2180;

6-(N ,N-dimethylam ino)hexyl ,6-d ihyd ro-5-(3 ,4-dimethoxy-

phenyl)-2-oxo-2H-l ,3,4-ithiadiazin-3-ylnmethy)pheny]carbamate;

2-(N ,N-d imethylamino)-1 -methylethyl N-114-(3 ,6-d ihydro-5-(3 ,4-

d imethoxyph enyl)-2-oxo.-2H-l 1,3,4-th iad iazi n-3-ylmethyl)p henlyl] ca ba mate;

I -methyl-4-piperidyl N-14-(3,6-dihyd ro-5-(3 ,4-dimethoxyphenyl)-2-oxo-

2H-1 ,3,4-thiadiazin-3-ylmfethyI)phenyl]carbamate, m.p. 1830;

(4-hyd roxy-1 -piperidyl)ethyl N-j4-(3,6-dihyd ro-5-(3 ,4-dimethoxy-

phenyl)-2-oxo-2 H-l ,3,4-th iad iazin-3-yl methyl )phenyl]ca rba mate;

2-morpholinoethyl ,6-dihyd ro-5-(3,4-dimethoxyphenyl)-2-oxo

2H-1 ,3,4-thiadiazin-3-ylimethyI)phenyl]carbamate;

3-morpholinopropyl ihydro-5-(3 ,4-dimethoxyphenyl)-2-oxo-

2H-1 ,3,4-thiadiazin-3-ylirfethyI)phenyl]carbamate;

2-thiomorpholinoethyl N-[4-(3,6-dihyd ro-5-(3 ,4-dimethoxypheflyl)-2-

oxo-2 H- 1,3 ,4-th iad iazin.-3-y methy)phenyIcarba mate;

3-thiomorpholinopropyl ,6-d ihyd ro-5-(3,4-dimethoxyphenyI)-2

oxo-2H-11,3 ,4-thiadiazin- -ylmethyI)phenyl]carbamate;

2-piperazinoethyl N-[4-(3,6-dihyd ro-5-(3 ,4-dimethoxyphenyl)-2-oxo-

2H-l ,3,4-thiad iazin-3-ylnethyl)pheny]carbamate;

3-piperazinopropyl ,6-d ihyd ro-5-(3 ,4-d imethoxyphenyl)-2-oxo-

2H-1 ,3,4-thiadiazin-3-ylImethyI)phenyl]carbamate;

352-pyrrolidinoethyl N-[4-(3,6-dihyd ro-5-(3 ,4-d imethoxyphenyl)-2-oxo-

2 H- 1 3,4-th iad iazin-3-yl methyl)phenyI~carba mate;
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3-pyrrolid inopropyl ihydro-5-(3 ,4-d imethoxyphelyl)-2-0x0-

2H-1 ,3 ,4-thiad iazin-3-ylmethyI)phefl]carbamate;

3-(N ,N-diethylamilo)propyI N-[3-(3,6-dihyd ro-5-(3 ,4-dimethoxy-

5phenyl)-2-oxo-2H-l ,3,4-tthiadiazin-3-yflmethyI)pheflIcarbamate,

hydrochloride, m.p. 1610;

2-(N Ndiethylamiflo)ethyl N-13-(3,6-dihydro-5-(3 ,4-dimethoxypheflyl)-

2-oxo-2 H-1, ,3,4-th iad iazi n-3-yflmethyl) phenyl] ca ba mate;

2-(N ,N-d jisopropyla rnino)ethyl N-[3-(3,6-dihyd ro-5-(3,4-dinlethoxy-

phenyl)-2-oxo-2H- 1, 3,4-thiad iazifl-3-ylflethyl)phefnlY]carba mate;

6-(N ,N-dimethylailo)hexyI ,6-d ihydro-5-(3 ,4-dimethoxy-

phenyl)-2-oxo-2H-l ,3,4-thiad iazin-3-ylmethyI)phefl]carbamate;

2-(N ,N-dimethylami no)- I-methylethyl N-113-(3 ,6-d ihyd ro-5-(3 ,4-

d imethoxyphelyl)-2-oxo-2 H- 1,3,4-th iadiazifl-3-ylmethyI)phefl]carba mate;

1 -methyl-4-piperidyl N-3(,-iyr--34-iehxpey)2oo

2H-1 ,3 ,4-thiadiazin-3-ylniethyl)phefl]carbamate;

2-morpholinoethyl ,6-dihydro-5-(3,4-d imethoxyphenyl)-2-oxo-

202H-1 ,3 ,4-thiad iazin-3-ymethyl)pheflyl]carbamate;

3-morpholilopropyl N-[3-(3,6-dihyd ro-5-(3 ,4-d imethoxyphelyl)-2-oxo-

2 H- 1, 3,4-th iad iazi n-3-yl mlethyI)phefl]carba mate;

2-thiomorpholiloethyl N-3(,-iyr--3,-iehxpey)2

oxo-2H-1 ,3,4-thiadiazin.3,-yflmethyl)phefl]carbamate;

3-thiomnorpholilopropyI ,6-dihydro-5-(3,4-dimlethoxypheflyl)-2

oxo-2H-1 ,3 ,4-thiadiazin-3-ylmethyI)pheflyl]carbamate;

2-piperazinoethyl N-[13-(3 ,6-dihydro-5-(3 ,4-d imethoxyphelyl)-2-oxo-

2 H- 1, 3,4-th iad iazi n-3-ylflmethyI)pheflIcarba mate;

3-piperazinopropyl ,6-dihydro-5-(3,4-dimethoxyphel)-2-oxo-

2 H-1, ,3,4-th iad iazi n-3-yI methyl)phe nyl]ca rba mate;

2-pyrrolid inoethyl ,6-dihyd ro-5-(3,4-d imethoxyphenyl)-2-oxo-

2 H -1 ,3,4-th iad iazi n-3-yI methyl)p he nyl]ca rba mate;

3-pyrrolid inopropyl N-3(,-iyr--34-iehxpey)2oo

2 H- 1 ,3,4-thiad iazin-3-yI nmethyl)phellca rbaflmate;
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3-(N ,N-d iethylamino)propyI ,6-dihydro-5-(3-ethoxy-4-methoxy-

phenyl)-2-oxo-2H- ,3 ,4-thiadiazin-3-ylmethyI)pheflIcarbamate;

2-(N ,N-diethylamino)ethyl ,6-dihyd ro-5-(3-ethoxy-4-methoxy-

ph enyl)-2-oxo-2H ,3,4-th iad iazi n-3-ylmethyI)p hefnlIca rba mate;

2-(N ,N-diisopropylamilo)ethyl N-[4-(3,6-dihyd ro-5-(3-ethoxy-4-

methoxyp he nyl)-2-oxQ-2 H 1,3,4-th iad iazi n-3-ylmethyI)phenl] ca rba mate;

6-(N ,N-d imethylamino)hexyI N-[4-(3,6-dihyd ro-5-(3-ethoxy-4-methoxy-

phenyl)-2-oxo-2H-1 ,3 ,4-thiad iazin-3-ymethyI)phefl]carbamate;

2-(N ,N-dimethylamirio)-1 -methylethyl ihyd ro-5-(3-ethoxy-4-

m ethoxyph enyl)-2-Qxo-2H1-l 1,3,4-th iad iazi n -3-ylmethyl) ph eflIca ba mate;

I -methyl-4-piperidyl ,6-dihyd ro-5-(3-ethoxy-4-methoxyphel)-

2-oxo-2 H 3,4-th iad iazi n-3-ylmethyI)ph efnlca rba mate, m. p. 153;

2-morpholinoethyl N-14-(3,6-d ihydro-5-(3-ethoxy-4-mlethoxyphefl)-
2

oxo-2 H 3,4-th ia-diazi n -3-ylmethyI)p hefnlcarba mate;

3-morpholinopropyl N-[4-(3,6-dihyd ro-5-(3-ethoxy-4-methoxyphel)-

2-oxo-2H-1, ,3,4-th iad iazin-3-yl methyI)phefl]carba mate;

2-thiomorpholinoethyl N-[4-(3,6-dihyd ro-5-(3-ethoxy-4-methoxy-

phenyl)-2-oxo-2 H- 1, 3,4-th iad iazi n-3-ylmethyI)phefl]carba mate;

3-thiomorpholinopropy N-14-(3,6-dihyd ro-5-(3-ethoxy-4-methoxy-

p he nyl)-2-oxo-2 H 3,4-th iad iazi n -3-ylmethyI)ph enlIca rba mate;

2-piperazinoethyl N-4(,-iyr--3ehx--ehxpey)2

oxo-2H-1 ,3,4-thiadiazin-3-ylmethyI)pheflIcarbamate;

3-piperazinopropyl N-14-(3,6-dihyd ro-5-(3-ethoxy-4-methoxyphel)-

2-oxo-2 H 3,4-thiad iazi n-3-ylmethyl) ph efnlca rbamate;

2-pyrrolidinoethyl N-14-(3 ,6-d ihydro-5-(3-ethoxy-4-methoxyphel)-2-

oxo-2H ,3,4-th iadiazi n-3-ylmethyl) phefnl] carba mate;

3-pyrrolidinopropyl N-[4-(3,6-dihyd ro-5-(3-ethoxy-4-nmethoxyphefl)- 2

oxo-2H-1 ,3,4-thiadiazin-3-ylmethyI)pheflIcarbamate;

3-(N ,N-diethylami no)propyl ,6-d ihyd ro-5-(3 ,4-d imethoxy-

35phenyl)-6-ethyl-2-oxo-
2Hi-l,3 ,4-thiadiazin-3-ylmethyI)pheflIcarbamate;

2-(N ,N-diethylamino)ethyl ,6-d ihydro-5-(3 ,4-d imethoxyphenyl)-

6-ethyl-2-oxo-2H-1 ,3 ,4-thiad iazin-3-ylmethyl )phenyl]carbamate;
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2-(N ,N-d iisopropylarniino)ethyl N-[4-(3,6-dihyd ro-5-(3 ,4-d imethoxy-

ph enyl)-6-ethyl -2-0x- 2 H- 1, 3,4-th iad iazi n-3-ylm ethyI)ph efnlca rba mate;

6-(N ,N-d imethylamino)hexyI N-[4-(3,6-dihyd ro-5-(3,4-dimethoxy-

ph enyl)-6-ethyl-2-oxo-2 H- 1, 3,4-th iad iazi n-3-ymethyl)ph enl] ca rba mate;

2-(N ,N-dimethylamino)-1 -methylethyI N-14-(3,6-d ihyd ro-5-(3 ,4-

dimethoxypheflyl)-6-ethyl-.2-oxo 2 H-1 ,3,4-thiad iazin-3-ylmethyl)phel-

carbamate;

I -methyl-4-piperidyl N-[4-(3,6-dihydro-5-(3 ,4-d imethoxyphenyl)-6-

ethyl-2-oxo-2 H-1I ,3,4-thiad iazi n-3-ylmethyI)phefl]carba mate;

2-morpholinoethyl N-14-(3,6-dihyd ro-5-(3,4-d imethoxyphenyl)-6-ethyl-

2-oxo-2 H- 1, 3,4-th iad iazi n-3-ylmethyI)phefl]carba mate;

3-morpholinopropyl ihydro-5-(3,4-dimethoxypheflyl)-6-

ethyl -2-oxo-2 H-1, ,3,4-th iadiazi n-3-ylmethyI)p hefnlIca rba mate;

2-thiomorpholinoethyl ,6-dihyd ro-5-(3,4-dimethoxyphelyl)-6-

ethyl-2-oxo-2H- 1,3 ,4-th iad iazi n-3-yl methyI)phefl]carba mate;

3-thiomorpholinopropyl N-[4-(3,6-dihyd ro-5-(3 ,4-d imethoxyphenyl)-6-

ethyl-2-oxo-2H ,3,4-th iad iazi n-3-yfl ethy)ph el] carba mate;

2-piperazinoethyl N.-[4-(3,6-dihydro-5-(3 ,4-d imethoxyphenyl)-6-ethYl-

2-oxo-2 H-I ,3,4-thiad iazin-3-yI methyl)phenyl]carbamate;

3-piperazinopropyl N-[4-(3,6-dihyd ro-5-(3 ,4-d imethoxyphenyl)-6-ethyl-

2-oxo-2 H-1, ,3,4-th iad iazi n-3-yl methyl)p hefnl]ca rba mate;

2-pyrrolid inoethyl ,6-dihydro-5-(3,4-d imethoxyphenyl)-6-ethyl-

2-oxo-2 H 3,4-th iadiazi ri-3-y methyl) ph efnl]carbamate;

3-pyrrolidinopropyl N-14-(3,6-dihyd ro-5-(3 ,4-d imethoxyphenyl)-6-ethyl-

2-oxo-2H-1 ,3,4-thiad iazin-3-ylmethyl)phefl]carbamlate;

3-(N ,N-dliethylamino)propyI ,6-dihyd ro-5-(3-ethoxy-4-methoxy-

phenyl)-6-ethyl-2-oxo-2H-I ,3,4-thiad iazin-3-ylmethyl)phenyl]carbamate;

2-(N ,N-d iethylamino)ethyl N-[4-(3,6-dihyd ro-5-(3-ethoxy-4-iethoxy-

phenyl)-6-ethyl-2-oxo-21-I- 1,3,4-th iad iazi n-3-yl methyl)phenyl]ca rba mate;

352-(N ,N-d iisopropylamino)ethyl N-[4-(3,6-dihyd ro-5-(3-ethoxy-4-

methoxyphenyl)-6-ethy-2-oxo-2H- 1,3 ,4-thiadiazin-3-ylmethyl)phel]-

carbamate;
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6-(N ,N-dimethylamiin~o)hexyI ,6-dihyd ro-5-(3-ethoxy-4-methoxy-

ph enyl)-6-ethyl -2-oxo-2 Fl ,3,4-th iad i azi n-3-ylmethyI)p hefnlIca rba mate;

2-(N ,N-dimethylam ino)-1 -methylethyl ,6-dihyd ro-5-(3-ethoxy-4-

5methoxyphenyl)-6-ethyl-2-0ox0
2H-1,3 ,4-thiadiazin-3-yflmethy)phel]-

carbamate;

1 -methyl-4-piperidyl ihydro-5-(3-ethoxy-4-methoxyphel)-

6-ethyl-2-oxQ-2 H -1 3,4-th iadiazifl-3-ymethyI)ph enl] ca rba mate;

2-morpholinoethyl N-[4-(3,6-dihyd ro-5-(3-ethoxy-4-mlethoxyphel)-6-

ethyl-2-oxo-2 H- 1 ,3,4-thiad iazi n-3-ylmethyI)pheflIca rba mate;

3-morpholinopropyl -2-oxo-2H-1 ,3,4-thiad iazin-3-ylmethyl)phel]-

carbamate;

2-thiomorpholinoethyl ,6-dihyd ro-5-(3-ethoxy-4-lethoxy-

ph enyl)-6-ethyl-2-oxo-2H1-l ,3,4-th iad i azi n-3-ymethyl) ph efnlIca rba mate;

3-thiomorpholinopropyl ,6-dihyd ro-5-(3-ethoxy-4-methoxy-

phenyl)-6-ethyl-2-oxo-2H-l ,3 ,4-thiadiazin-3-ylmethyl )phenyl]carbamate;

2-piperazinoethyl N.[-36dhdo5(-thx--ehxpey)6

ethyl-2-oxo-2 H- 1, 3,4-th iad iazi n-3-ymethyI)phefl]carba mate;

203-piperazinopropyl N-4(,-iyr--3ehx--ehxpey)

6-ethyl-2-oxo-2 H- 1,3 ,4-th iad iazi n-3-ylmethyI)phefl]Carba mate;

2-pyrrolidinoethyl ,6-d ihydro-5-(3-ethoxy-4-methoxyphefl)- 6

ethyl-2-oxo-2H ,3,4-th i ad iazi n-3-ylm ethyI)phefnlIca rba mate;

3-pyrrolidinopropyl ,6-dihyd ro-5-(3-ethoxy-4-mlethoxyphefl)- 6

ethyl-2-oxo-2 H-1, ,3,4-th iad iazin-3-y methyI)phefl]carba mate;

3-(N ,N-diethylamino)propyI N-14-(3,6-dihyd ro-5-(3-cyclopentyloxy-4

methoxyphenyl)-2-oxo- 2 H-l ,3 ,4-thiad iazi n-3-ylmethyI)phelIcarbaflmate;

2-(N ,N-diethylamino)ethyl N-[4-(3,6-dihyd ro-5-(3-cyclopeltyloxy-4

methoxyphenyl)-2-oxo-2 H-l 1,3,4-th iad iazi n-3-yl methyl )phenyl]carba mate;

2-(N ,N-diisopropylamino)ethyl ,6-d ihyd ro-5-(3-cyclopeltyloxy-

4-methoxyphenyl )-2-oxo-2 H- 1,3 ,4-th iad iazin-3-yI methyl)p henylca rba mate;

356-(N ,N-dimethylar-nino)hexyI N-[4-(3,6-dihyd ro-5-(3-cyclopeltyloxy-4

methoxyphenyl)-2-oxo-.2H-1 ,3,4-thiadiazin-3-ylmethyI)phefl]carbamate;
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2-(N ,N-dimethylamino)-1 -methylethyl ,6-d ihydro-5-(3-cyclo-

pentyloxy-4-methoxyphelyl)-2-oxo-2H-1 ,3,4-thiadiazin-3-y methyl)phenyl]-

carbamate;

1-methyl-4-piperidyl ,6-dihyd ro-5-(3-cyclopentyloxy-4-lethoxy-

ph enyl)-2-oxo-2 H 3,4-th iad i azi n-3-yl methyl)p heflyllca rba mate;

2-morpholinoethyl N ihydro-5-(3-cyclopeltyoxy-4-methoxy-

phenyl)-2-oxo-2 H-1, ,3,4-th ia-d iazi n-3-yI methyl)phenyllcarba mate;

3-morpholinopropyl N-14-(3,6-dihyd ro-5-(3-cyclopentyloxy-4-methoxy-

phenyl)-2-oxo-2 H-1, ,3,4-th iad iazi n-3-yl methyI)phefl]carba mate;

2-thiomorpholinoethyl N-14-(3,6-dihyd ro-5-(3-cyclopentyloxy-4

methoxyphenyl )-2-oxo-2 H-1, ,3,4-th iad iazin-3-yI methyl)phenyl]carba mate;

3-thiomorpholinopropyl N-[4-(3,6-dihyd ro-5-(3-cyclopentyloxy-4-

m ethoxyp he nyl)-2-oxo-2 H- 1, 3,4-th iad iazi n-3-yl methyl)ph efnI] ca rba mate;

2-piperazinoethyl N- ,6-dihyd ro-5-(3-cyclopentyloxy-4-methoxy-

phenyl)-2-oxo-2 H-1, ,3,4-th iad iazi n-3-yl methyl)pheflyl]ca rba mate;

3-piperazinopropyl N-[4-(3,6-dihyd ro-5-(3-cyclopentylOXy-4-methOXY-

phenyl)-2-oxo-2 H- 1,3,4-th iad iazi n-3-yl methyI)phefl]carba mate;

2-pyrrolid inoethyl N-14-(3,6-dihyd ro-5-(3-cyclopentylOXy-4-methOXy-

phenyl)-2-oxo-2 H-1, ,3,4-th iad iazin-3-yl methyl )phenyl]ca rba mate;

3-pyrrolidinopropyl N-[4-(3,6-dihyd ro-5-(3-cyclopentyloxy-4-methoxy-

phenyl)-2-oxo-2H- 1,3 ,4-thiadiazin-3-ylmethyl)pheflyllcarbamfate.

3-(N ,N-diethylamino)propyl ,6-d ihyd ro-5-(3-propoxy-4-

meth oxyphe nyl)-2-oxo-2H 1, 3,4-th iad iazi n-3-yl methyl)ph en l] carba mate;

2-(N ,N-d iethylamino)ethyl N-[4-(3,6-dihyd ro-5-(3-propoxy-4-methoxy-

phenyl)-2-oxo-2H-1 ,3,4-thiad iazin-3-yI methyI)phenyIlcarbamate;

2-(N ,N-diisopropylamino)ethyl N-[4-(3,6-dihyd ro-5-(3-propoxy-4-

methoxyphenyl)-2-oxo-2H-I ,3,4-thiad iazin-3-ylmethyl)pheflyl]carbamate;

6-(N ,N-dimethylarnino)hexyl ,6-d ihydro-5-(3-propoxy-4-

methoxyphenyl)-2-oxo-2 H- 1, 3,4-th iad iazi n-3-yl methyl)phenyl]ca rba mate;

352-(N ,N-d imethylarniino)-1 -methylethyl ,6-d ihyd ro-5-(3-propoxy-

4-methoxyphenyl)-2-oxo-.2H-1 ,3,4-thiadiazin-3-ylmethyl)phel]carbamate;
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1 -methyl-4-piperidyl ihyd ro-5-(3-propoxy-4-methoxy-

phenyl)-2-oxo-2 H-1, 3,4-thiad iazi n-3-yfl ethyI)phefl]carba mate;

2-morpholinoethyl N-4(,-iyr--3prpx--ehxpey)

2-oxo-2 H- 1, 3,4-th iad i azi i3-yI m ethyl) ph efnlca rba mate;

3-morpholinopropyl ,6-dihyd ro-5-(3-propoxy-4-methoxy-

phenyl)-2-oxO-2 H-l ,3 ,4-thiad iazifl-3-yiflethy)PheflY]carba mate;

2-thiomorpholifloethyl ,6-dihyd ro-5-(3-propoxy-4-methoxy-

ph enyl)-2-oxo-2 H -1 ,3,4-t hiad iazifl-3-yl methyI)p hefnlIca rba mate;

3-thiomorpholinopropyl ,6-d ihyd ro-5-(3-propoxy-4-methoxy-

ph enyl)-2-oxo-2 H 3,4-th iad i azi n-3-ylmethyI)p hefnlIca rba mate;

2-piperazinoethyl ,6-dihyd ro-5-(3-propoxy-4-methoxyphel)'

2-oxo-2H-1 ,3,4-thiadiazi n.3ymethy)phenyIIcarbamate;

3-piperazinopropyl N-[4-(3,6-dihyd ro-5-(3-propoxy-4-ethoxyphel)-

2-oxo-2 H 3,4-th iadiazi n -3-ylmethyl) phenl] ca rba mate;

2-pyrrolid inoethyl N-4(,-iyr--3popx--ehxpey)2

oxo-2H-1 ,3 ,4-thiad iazin-3-ymethyI)phefl]carbamate;

203-pyrrolid inopropyl ihydro-5-(3-propoxy-4-methoxyphel)-

2-oxo-2H-1 ,3 ,4-thiad jazi n-3-ymethyI)phefl]carbamate;

3-(N ,N-d iethylamino)propyI N i hyd ro-5-(3-i so pro poxy-4

methoxyphenyl)-2-oxo-2-- 1, 3,4-th iadiazi n-3-ylmethyI)pheflIcarba mate;

N-d iethylamino)ethyl ,6-d ihyd ro-5-(3-isopropoxy-4

methoxyphenyl)-2-Qxo-2?H-l ,3,4-th iad iazi n-3-ylmethyI)phefl]carba mate;

2-(N ,N-d iisopropylamino)ethyl N-14-(3 ,6-d ihydro-5-(3-isopropoxy-4-

methoxyphenyl)-2-oxQ-2H1-l,3,4-th iad iazi n-3-ylmethyI)phelIca rba mate;

6-(N ,N-dimethylaniino)hexy ,6-d ihydro-5-(3-isopropoxy- 4

methoxyph enyl)-2-oxo-2 H- 1, 3,4-th iad iazi n-3-ylmethyl)ph enlIca rba mate;

2-(N ,N-dimethylamilo)-1 -methylethyl ,6-dihydro-5-(3-

isopropoxy-4-methoxyphefl)-2oxo 2H-1,3 ,4-thiad iazin-3-ylmethyl)-

phenyllcarbamate;

-methyl-4-piperidyl ihydro-5-(3-isopropoxy-4-methQxy-

phenyl)-2-oxo-2H- 1,3 ,4-thiad iazin-3-ylmethyI)phefl]carbamate;
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2-morpholinoethyl N4-4-(3,6-d ihyd ro-5-(3-isopropoxy-4-methoxy-

phenyl )-2-oxo-2H-1 ,3,4-thiad iazin-3-ymethyI)pheflIcarbamate;

3-morpholinopropyl N-[4-(3,6-dihyd ro-5-(3-isopropoxy-4-methoxy-

phenyl)-2-oxo-2 H- 1,3,4-th iad iazin-3-yl methyI)phelIca rba mate;

2-thiomorpholinoethyl N ihyd ro-5-(3-i sopro poxy-4meth oxy

phenyl)-2-oxo-2 H- 1,3,4-th iad iazin-3-yi methyl)phefl]carba mate;

3-thiomorpholinopropyl N ihyd ro-5-(3-iso pro poxy-4-meth oxy-

ph enyl)-2-oxo-2 H- 1, 3,4-th iad iazi n-3-y methyl)p he nyll ca rba mate;

2-piperazinoethyl ,6-d ihyd ro-5-(3-isopropoxy-4-methoxy-

phenyl)-2-oxo-2 H- 1,3 ,4-thiad iazi n-3-yI methyI)phefl]carba mate;

3-piperazinopropyl N-14-(3,6-dihyd ro-5-(3-isopropoxy-4-methoxy-

phenyl )-2-oxo-2 H- 1,3,4-th iad iazin-3-yl methyl )phenyllca rba mate;

2-pyrrolid inoethyl ihydro-5-(3-isopropoxy-4-methoxy-

ph enyl)-2-oxo-2 H-1, ,3,4-th iad iazin-3-yl methyl )phenyl]ca rba mate;

3-pyrrolidlinopropyl N-[4-(3,6-dihyd ro-5-(3-isopropoxy-4-methOXy-

phenyl)-2-oxo-2 H- 1,3 ,4-thiad iazi n-3-yl methyI)phefl]carba mate;

203-(N ,N-d iethylamino)propyl ,6-d ihydro-5-(3-fluoromethoxy-4-

methoxyphenyl)-2-oxo-2Hi-l,3,4-thiad iazin-3-ylmethyl)phenyl]carbamate;

2-(N ,N-diethylamino)ethyl N-[4-(3,6-dihyd ro-5-(3-fluoromethoxy-4-

m ethoxyp he nyl)-2-oxo-2H ,3,4-th iad iazi n-3-yfl methyI)ph efn lIca ba mate;

2-(N ,N-d iisopropylamino)ethyl ,6-d ihydro-5-(3-fluoromethoxy-

4-methoxyphenyl)-2-oxO-2H-1 ,3,4-thiad iazin-3-ylmethyl)pheflyl]carbamate;

6-(N ,N-d imethylarniino)hexyl ,6-d ihyd ro-5-(3-fluoromethoxy-4-

methoxyphenyl)-2-oxo-2?H- 1,3 ,4-th iad iazi n-3-yl methyl )phenyl]carba mate;

2-(N ,N-d imethylamino)-1 -methylethyl N-[4-(3,6-dihyd ro-5-(3-fluoro-

m ethoxy-4-methoxyp helyl)-2-OXO-2 H- 1, 3,4-th iad i azi n-3-yl methyl) phe nyl] 

carbamate;

I -methyl-4-piperidyl ihydro-5-(3-fluoromethoxy-4-lethoxy-

phenyl )-2-oxo-2 H- 1,3 ,4.-thiadiazin-3-ylmethyl)phefl]carbamate;

2-morpholinoethyl N-14-(3,6-d ihydro-5-(3-fluoromethoxy-4-methoxy-

phenyl)-2-oxo-2H-1 ,3,4.-thia-diazin-3-ylmlethy)phel]carbamate;
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3-morpholinopropyl N-[4-(3,6-dihyd ro-5-(3-fluoronmethoxy-4-methoxy-

ph enyl)-2-oxo-2 H -1 3,4-t h lad i azin-3-y methyI) phenl]ca rba mate;

2-thiomorpholifloethyl ,6-d ihydro-5-(3-fIuoromlethoxy-4

methoxyphenyl)-2-oxo-2 H- 1,3,4-th iad iazin-3-ymethyI)phefl]carba mate;

3-thiomorpholilopropyl N-4(,-iyr--3furmtoy4

methoxyphenyl)-2-oxo-2 H- 1,3,4-th iad iazin-3-y methyl)phenyl]carba mate;

2-piperazinoethyl ,6-dihyd ro-5-(3-fluoromethoxy-4-methoxy-

phenyl )-2-oxo-2 H- 1,3 ,4-th iad iazin-3-yl methyl)phefl]carba mate;

3-piperazinopropyl ,6-dihyd ro-5-(3-fluoromethoxy-4-methoxy-

phenyl)-2-oxo-2 H-1, ,3,4-th iad iazin-3-yl methyI)phelIca rba mate;

2-pyrrolid inoethyl N-[4-(3,6-dihyd ro-5-(3-fluoromethoxy-4-methoxy-

phenyl)-2-oxo-2H-1, ,3,4-thiad iazi n-3-ylmethyI)phefl]carba mate;

3-pyrrolidinopropyl N-[4-(3,6-dihyd ro-5-(3-fluoronmethoxy-4-methoxy-

phenyl)-2-oxo-2 H- 1,3,4-th iad iazin-3-yI methyl)phenyl]carba mate;

,6-d ihydro-5-(3,4-d imethoxyphenyl)-2-oxo-2H-1 ,3 ,4-thiadiazin-

3-yimethyi)phenyI-2-morpholifloacetamide;

20N-[4-(3 ,6-d ihydro-5"'-(3,4-d imethoxyphenyl)-2-oxo-2H-1 ,3 ,4-th jadiazin-

203-ylmethyl)phel-2-(N,,N-d iethylamino)acetamide;

N-[4-(3,6-dihyd ro-"5-(3 ,4-dimethoxyphenyl)-2-oxo-2H-l ,3 ,4-thiadiazin-

3-ylmethyl)phelyl]-2-(N ,N-diisopropylamiflo)acetamide;

,6-d ihydro-15-.(3,4-dimethoxyphefl)-2-oxo-2Hl ,3 ,4-thiadiazin-

3-ylmethyI)phenyI-2-thiomorpholifloacetamide;

N-[4-(3,6-dihyd ro-!5-(3 ,4-dimethoxyphelyl)-2-oxo-2 H- 1,3 ,4-thiad jazin-

3-yI methyl) ph enyl]-2-pi pe rid ifoa ceta mide;

N-4(,-iyr-5-34dmtoypey)2oo2-,3,4-thiad jazin-

3-y methyI)p he nyII-2-(4-hyd roxyp ipe rid i no)aceta mid e;

ihyd ro-5*-(3 ,4-d imethoxyphenyl)-2-oxo-2H-1 ,3 ,4-thiadiazin-

3-ylmethyl )phenyl]-2-piperazifloacetamide;

,6-d ihydro-5-(3,4-dimethoxyphefl)-2-oxo-2Hl ,3 ,4-thiad jazin-

3-ylmethyI)phenyI]-2-(4-methyIpiperaziflo)acetamide;
,6-d ihyd ro-5-(3 ,4-dimethoxypheny)-2-oxo-2H-1 ,3 ,4-thiadiazin-

3-ylmethyI)pheny1-2-pyrrolidifloacetamide;
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hyd ro-5-(3 ,4-dimethoxyphenl)-2-oxo 2 H-1,3 ,-haizn

3 -ylmethyI)phenylI-2-(4-rnorphQiflY)acetamide;

,6-dihydro-5-(3,4-d imethoxyphenyl)-2-oxo- 2Hl ,3,4-thiadiazin-

53-ylmethyI)phelI-2-(N ,N-diethylamino)acetamide;

,6-dihydro-5-(3,4-dimethoxyphefyl)
2 oxo2 H-1,3,4-thiadiazin-

3-ylmethyl)phel]-2-(N ,N-diisopropylamiflo)acetamide;

N-113-(3 ,6-dihydro-5.(3,4dimethoxyphefyl)
2 oxo 2 H-1,3 ,4-thiadiazin-

3-ylmethyI)phel]2-thiomorpholifloacetamide;

N-[3-(3,6-dihyd ro-5.-(3 ,4-dimethoxyphel)-2-oxo-2Hl ,3 ,4-thiadiazin-

3-yI methyi)pheny]-2-pipe .ridifloacetamide;

,6-dihydro-5.-(3,4-dimethoxyphel)-2-oxo-2H-1I,3 ,4-thiad jazin-

3 -yl methyI)p he ny-2-(4-hyd roxypipe rid iflo)aceta mid e;

N-[3-(3,6-dihyd ro-5-(3,4-dimethoxyphel)-2-oxo-
2H-1,3 ,4-thiad jazin-

3-ylmethyI)pheflII2-piperazifloacetamide;

N-[3-(3,6-dihyd ro-5-(3 ,4-dimethoxyphel)-2-oxo-2Hl ,3,4-thiadiazifl-

3 -ylmethyI)pheny]-2-(4-i-nethyIpiperaziflo)acetamide;

20N-[3-(3 ,6-dihyd ro-5-(3 ,4-dimethoxyphel)-2-oxo-
2Hl ,3,4-thiad jazin-

3-yI methy)pheny]-2-pyrrolidifloacetamide;

N-[4-(3,6-dihyd ro-5-(3 ,4-dimethoxyphel)-2-oxo-2Hl ,3 ,4-th jadiazin-

3-yI methyI)phenyI-3-(4-rniorpholiflY)propionamide;

N-[4-(3,6-dihyd ro-5-(3 ,4-dimethoxyphel)-2-oxo-2Hl ,3 ,4-thiadiazin-

3-lehlpey]3(,-dehlmn~rpoaie

N-[4-(3,6-dihyd ro-"5-(3 ,4-dimethoxyphel)-2-oxo-2 H-1,3 ,4-thiadiazin-

3-ylmethyl)phel-3-(N ,N-diisopropylamino)propioflamide;

,6-dihyd ro-5-(3 ,4-dimethoxyphel)-2-oxo-2Hl ,3 ,4-thiadiazin-

3-ylmethyI)phel]-3-thiomrfrpholiflopropionamide;

N-114-(3 ,6-dihydro-5--(3 ,4-dimethoxyphel)-2-oxo-2Hl ,3 ,4-thiad jazin-

3-yI methyI)pheny]-3-piperidiflopropiofamide;

,6-dihyd ro-:5-(3 ,4-dimethoxyphelyI)-2-oxo-2H-1,3 ,4-thiad jazin-

353-ylmethyl)phefl]-3-(4--hydroxypiperidiflo)propioflamide;
,6-d ihydro-5-(3,4-dimethoxyphelY) 2 oxo 2H- ,3 ,4-thiad jazin-

3-ylmethyI)pheny]-3-piperaziflopropiofamide;
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N-[4-(3,6-dihyd ro-5-(3,4dimethoxyphefyl)2oxo
2H-1,3 ,4-thiadiazin-

3-ylmethyI)phel]-3-pyrrolidiflopropionamide;

N-14-(3,6-dihydro5 3ehxy4mtoyhny)2oo2-,3 ,4-

th iad iazi n-3-ylmethy)phelY2(4-morpholi nyl)aceta mid e;

N-[4-(3,6dhdo5-3etoy4mtoyhey)2oo2-,3 ,4-

thiadiazin-3-yImethyI)phEfnlI 2 Ndiethylamino)acetamide;

N-114-(3 ,6-dihdo5 3ehoy4mtoyhey)2oo2-,3,4-

thiadiazin-3-ylmethyI)phEfilW 2 ,N-diisopropylamiflo)acetamide;

N-14-(3,6-dihydro5(-thx--ehoyhnl 2oo2-,3,4-

thiadiazin-3-ymethyI)phef.rilYI2thiomorpholinoacetamide;

,6-dihdo5(-ehx--etoyhn )2oo2-,3,4-

th iad iazi n-3-ylmethy)p h e nlF2pi pe rid i noaceta mid e;

,6-dihdo5(-ehx--etoyhn )2oo2-,3,4-

thiad iazin-3-ymethyI)pheflY]-2( 4 -hydroxypiperid ino)acetamide;

,6-dihdo5(-ehx--etoyhnl)2oo2-,3,4-

thiad iazin-3-ylmethyI)phel]-2-piperazifloacetamide;

N-[4-(3,6-dihydro '-3ehxy4mtoyhny)2oo2-,3,4-

thiad iazin-3-ylmethyI)phel]-2-pyrrolid inoacetamide;

,6-dihdo5(-rpoy4mtoyhey)2oo2-,3,4-

thiadiazin-3-ylmethyl)phenlYI2-(4-morphoinyl)acetamide;

N-[4-(3,6-dihydro ).3prpx--etoyhnl)2oo2-,3,4-

thiadiazin-3-yI methyl)phenyll-2-(N ,N-diethylamiflo)acetamide;

N-[4-(3,6dhdo5. -rpx--mtoyhnl)2oo2-,3,4-

thiadiazin-3-ylmethy)phenfl]- 2 ,N-diisopropylamiflo)acetamide;

N-[4-(3,6-dihyd ro- 5.-(3-propoxy-4-methoxyphel)-2-oxo-2H-1 ,3,4-

thiadiazin-3-ylmethyI)phelI2-thiomorpholinoacetamide;

N-[4-(3,6dhdo5(-rooy4mtoyhey)2oo2-,3,4-

thjad iazin-3-yImethyI)ptieflI2-piperidifloacetamide;

,6-dihdo -3-rpx--etoyhnl)2oo2-,3,4-

thiad iazin-3-ylmethyI)phefl]-2-piperazifloaCetamide;
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N-[4-(3,6-dihyd ro-5.(3-propoxy4methoxyphefyl) 2 oxo 2H'l ,3,4-

thiadiazin-3-ylmetIhyI)phel]-2-pyrrolidifoacetamide;

N-[4-(3,6dhdo5 3ispooy4mtoypey)2oo2-,3 ,4-

thiadiazin-3-ylmethyI)phEnflYI2(4-morpholinyl)acetamide;
N i hyd ro5-3iopopx--mehxph y)2oo2H 1,3,4-

thiad iazin-3-ylmethyl)pheflYIl]-2-(N ,N-diethylamino)acetamide;

,6-dihydro5(-sprpx--etoyhn )2oo ,4-

thiadiazin-3-ylmethyI)phefrilYI- 2 ,N-d iisopropylamino)acetamide;

,6-dihdo5 3iorooy4mtoyhey)2oo2-,3,4-

th iad iazi n-3-ylmethyI)phel]-2th iomorphoi noaceta mid e;

N-14-(3 ,6-d ihydro5(-sprpx--etoyhnl)2oo2-,3,4-

thiadiazin-3-ylmethyI)phelII2-piperidifloacetamide;

,6-dihdor (-iorpx--mtoyhnl)2oo2-,3,4-

th iad iazi n-3-yl methyl)p he nyII-2-(4-hyd roxyp ipe rid i no)aceta mid e;

N-[4-(3,6dhdo -*-3iorpxy4mtoyhny)2oo ,4-

thiadiazin-3-ylmethy)phelII2-piperazifloacetamide;

20N-[4-(3 ,6-d ihydro- 5i(3-isopropoxy-4-methoxyphel)-2-oxo-2H-1 ,3 ,4-

thiad iazin-3-ylmethyl)phel]-2-pyrrolid inoacetamide;

,6-d ihyd ro-"5-(3-cyclopentyoxy-4-methoxyphel)-2-oxo-2 H-

1,34tidai- lety~hnl--NNdityaioaeaie

1,3 ,4-thiad iazin-3-ylmethyl)phelI-2-(N ,N-diisopropylamino)acetamide;

,6-dihydro-5.-(3-cyclopeltYoxy-4-methoxyphel)-2-oxo-2H-

1,3 ,4-thiadiazin-3-ylmet-hy)phel]-2-thiomorphoI inoacetamide;

1,3 ,4-thiad iazin-3-ymethyI)pheflII2-piperidifloacetamide;

N-[4-(3,6-dihydro5(-ylpntlx--ehxphnl--x-H

1, 3,4-th iad iazi n-3-yl methyI)p henl-2-(4-hyd roxyp ipe rid ino)a ceta mide;

ihydro-5-(3-cycIopeltyoxy-4-mlethoxyphel)-2-oxo-2H-

1,3 ,4-th jad iazin-3-ylmethyI)pheny]-2-pyrrolidifloacetamide;
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N-[4-(3,6-dihydro5.3ehxy4mtoyhny)2oo2-,3 ,4-

thiadiazin-3-ylmethyl)pheflY3(4-morpholinyl)propionamide;

,6-d ihydro-5..(3-ethoxy4methoxypheyl)2oxo
2H-1,3,4-

iazin-3-yI methyl)phenyl]-3-(N Ndiethylamino)propioflamide;

,6-d ihydro-5..(3-ethoxy4methoxyphefyl)
2 oxo 2 H-1,3,4-

thiadiazin-3-ylmethyl)phEfnlF 3 ,N-diisopropylamino)propioflamide;

,6-dihdo5 3ehoy4mtoyhey)2oo2-,3,4-

thiadiazin-3-ylmethy)phe r1yII-3-hiomorphoinopropionamide;

N-[4-(3,6-dihydro5(3ehxy4mtoyhny)2oo2-,3,4-

thiad iazin-3-ymethyI)phefnlII3-piperidiflopropionamide;

,6-d ihydro5 -thx--ehoyhnl 2oo2-,3,4-

thiad iazin-3-ylmethy)phelII3-(4-hydroxypiperid ino)propionamide;

,6-dihydro5(-thx--ehoyhnl 2oo2-,3,4-

thiad iazin-3-yImethyI)pheflYI3piperaziflopropionamide;

N-[4-(3,6-dihydro5(-thx--ehoyhn -2oo ,4-

thiadiazin-3-ylmethyI)phefl]3-pyrrolidinopropionamide;

N-[4-(3,6-dihydro5(-rpxy4mtoyhny)2oo2-,3 
,4-

thiad iazin-3-yImethyI)phefl]-3-(4-morpholiny)propionamide;

,6-dihydro -3poox--ehxphnl--x-H- 1,3,4-

thiadiazin-3-ylnmethyI)phelI-3-(N Ndiethylamino)propioflamide;

,6-dihydro!-3poox--ehxpenl -x-H1,3,4-

thiadiazin-3-ymethy)phenlI3(N,N-diisopropyamino)propionamide;

,6-d ihydro5(-rooy4mthxpeyl 1,3,4-

thiadiazin-3-ylmethyl)pheflIF3-hiomorpholinopropionamide;
ihydro5 3poox--ehxphnl 1,3,4-

thiadiazin-3-ylmethy)phel]-3-piperidiflopropionamide;
,6-dihydro5(-rooy4mthxpey) -x-H1,3,4-

thiadiazin-3-yImethy)phef.,lII3-(4-hydroxypiperidino)propionamide;

,6-dihydro5 -rooy4mthxpey)--x-H1,3,4-

thiadiazin-3-ylmethyI)phiefl]-3piperaziflopropionamide;
ihydro5 -rpxy4mtoyhny)2oo2-,3,4-

thiadiazin-3-ylmethy)pheylI3-pyrrolidiflopropionamide.
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,6-d ihyd ro-5.(3-isopropQxy4methoxyphefyl)2oxo
2 H-1,3 ,4-

thiadiazin-3-ylmethyl )phEny]-3-(4-morpholifl)propiofamide;

N ihyd ro5-3iopopx--mthoyheny)2o 2H 1, 3,4-

5thiadiazin-3-ylmethy)phEf nl-3-(N ,N-diethylamino)propioflamide;

,6-dihdo5(-iorpx--mtoyhnl)2oo ,4-

thiadiazin-3-ylmethyi)phefril]-3-(N ,N-diisopropylamiflo)propioflamide;

,6-d ihydro-5-(3-isopropoxy-4-methoxyphel)-2-oxo-2H-1 ,3,4-

thiad iazin-3-yI methyl)phe ny]-3-thiomorpholiflopropionamide;

N-[4-(3,6-dihyd ro-5-(3-isopropoxy-4-methoxyphel)-2-oxo-2H-1 ,3 ,4-

thiadiazin-3-ylmethy)phelII3-piperidiflopropionamide;

ihydro5( spoox--ehxpenl -x-H1,3,4-

thiadiazin-3-yI methyl)phenyl-3-(4-hydroxypiperid ino)propionamide;

,6-d ihydro-r5')(3-isopropoxy-4-mlethoxyphel)-2-oxo-2H-1 ,3,4-

thiad iazin-3-yI methyl)pheny]-3-piperaziflopropiofamide;

,6-dihdo5(-iorpx--mtoyhnl)2oo ,4-

thiad iazin-3-ylmethyI)phel]-3-pyrrolid inopropionamide;

20N-114-(3 ,6-dihyd ro-I5i(3-cyclopentyIoxy-4-mlethoxyphel)-2-oxo-2H-
1 ,3,4-thiadiai- lehlphnl--4mrhliy~rpoaie

N-14-(3,6-dihdo -(-yloetlx--ehxyhnl--x-H

,6-dihyd ro-5..(3-cyclopentyIoxy-4methoxypheyl)
2 oxo-2H-

,6-d 

1,3 ,4-thiad iazin-3-ylmethyI)phel]-3-thiomorpholiflopropionamide;

N-14-(3,6-dihdo5(-ylpetlx--ehxyhnl--x-H

1,3 ,4-thiadiazin-3-ylnmethy)phel]-3-(4-hyd roxypiperid ino)propionamide;

351,3 ,4-thiadiazin-3-ylmethyl )phenyl]-3-piperaziflopropioflamide;
,6-d 

1,3 ,4-thiadiazin-3-ylmethyI)pheflF3-pyrrolidiflopropionamide;
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3-(N ,N-diethylamiO))propyI N-[4-(6-(3,4-dimethoxyphefl)- 3-oxo-

2,3,4 ,5-tetrahyd ropyridlazin-2-yl methyI)phefl]carba mate;

2-(N N-ciethylamino)ethyI N-[4-(6-(3,4-dimethoxypheflY) 3 oxo-

2,3,4 ,5-tetra hyd ropyrid azi n-2-ylmethyl)p hefnlYIca rba mate;

2-(N ,N-d iisopropylamino)ethyl N-[4-(6-(3,4-dimethoxyphefl)-3-oxQ

2,3,4 ,5-tetra hyd ro pyrid azi-2-yl methy) pheny] ca rba mate;

6-(N ,N-dimethylamflo)hexyI N-14-(6-(3 ,4-dimethoxyphel)- 3-oxo-

2,3,4 ,5-tetrahyd ropyridlaif-2-yI methy)phenyl]carba mate;

2-(N ,N-dimethylamilo)-1 -methylethyl ,4-d imethoxypheflyl)-

3-oxo-2 ,3,4 ,5-tetra hyd ro pyrid azil-2-yl methy) phe nyl]ca rbamate;

I -methyl-4-piperidyl N-4(-34dmtoypey)3oo2345

tetra hyd ro pyrid azil-2-ylrfmethyl) phen~yIca rba mate;

(4-hydroxy-1 -piperidyl)ethyl ,4-d imethoxyphenyl)-3-oxo-

2 ,3,4,5-tetrahyd ropyridazin-2-yi methy)pheflY]carba mate;

2-morpholinoethyl N-14-(6-(3,4-d imethoxyphelyl)-3-oxo-2 ,3,4,5-tetra-

hyd ropyrid azin-2-yl methyI)pheflIcarba mate;

203-morpholinopropyl N-[4-(6-(3,4-dimethoxyphel)-3-oxo-
2 ,3 ,4 

hyd ropyrid azil-2-yl methyl) phenyl]ca rba mate;

2-thiomorpholinoethy ,4-dimethoxypheflyl)-3ox0 2 ,3 ,4 

tetra hyd ropyrid azi n-2-ylmethyI)p hefnl]ca rba mate;

3-thiomorpholinopr)PYI ,4-dimethoxyphel)-3-oxo-2 ,3,4 

tetrahyd ropyridazin-2-ylmethyl)phefl]carbamate;

2-piperazifloethyl N-[4-(6-(3,4-dimethoxyphel)-3-oxo-
2 ,3 ,4 

hyd ropyrid azin-2-yfl methyI)pheflIcarba mate;

3-piperazinopropyl ,4-dimethoxyphel)-3-oxo-2 ,3,4 

hyd ro pyrid azi n-2-ylmethyl) phelIca rba mate;

2-pyrrolid inoethyl imethoxyphenyl)-3-oxo- 2 ,3 

hyd ropyridlazi n-2-ylmethyI)phefl]carba mate;

3-pyrrolidinopropyl imethoxyphenyl )-3-oxo-2 ,3,4,5-tetra-

hyd ropyrid azin-2-yl meth yl)pheflIcarba mate.

3-(N ,N-diethylamino)prOpyI N-[4-(6-(3-ethoxy-4-mlethoxyphenl)-
3

oxo-2,3,4 ,5-tetra hyd ro pyrid azi n-2-ylm ethyl)ph enl] ca rba mate;
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2-(N ,N-d iethylaminco)ethyl N-4(-3ehx--ehxpey)3oo

2,3,4, 5-tetra hyd ro pyrid azi n-2-ylmethyI)p henl] ca rba mate;

2-(N ,N-diisopropylarilo)ethyl N-[4-(6-(3-ethoxy-4-mlethoxyphefl)-
3

oxo-2 3 4 ,5-tetra hyd ropyri d azif-2-ylmethyI)ph e nyl]ca rba mate;

6-(N ,N-dimethylamilO)hexyI N-[4-(6-(3-ethoxy-4-mlethoxyphefl)-
3

oxo-2,3,4,5-tetra hyd ro pyrid azi n-2-ylmethyI)p henl] ca rba mate;

2-(N ,N-dimethylamlflo)-1 -methylethyl N-[4-(6-(3-ethoxy-4-methoxy-

phenyl)-3-oxo-2,3,4,5-tetrahyd ropyrid azin-2-yI methyl)phenyl]carba mate;

1 -methyl-4-piperidyl N-4(-3ehx--ehxpey)3oo

2,3,4 ,5-tetrahyd ropyridazin-2-yl methyI)phefl]carba mate;

2-morpholinoethyl N-4(-3ehx--etoyhnl ,4 

tetra hyd ropyrid azi n-2-yl methyl) ph elca rba mate;

3-morpholinopropyl N-4(-3etoy4mthxpey)-3-oxo-

2,3,4 ,5-tetra hyd ro pyrid azil-2-yfl methyI)ph eflca rba mate;

2-thiomorpholinoethyl N-4(-3ehx--ehxpey)3oo

2,3,4 ,5-tetrahyd ropyridazin-2-yi methyI)pheflIcarba mate;

3-thiomorpholinopropyl N-4(-3ehx--ehxpey)3oo

2 3 ,4,5-tetra hyd ro pyrid a zi-2-yfl methyl) phefnl]ca rba mate;

2-piperazinoethyl N.[-6(-thx--ehxphnl 

tetra hyd ro pyrid azil-2-yI m ethyl)ph enyllca rba mate;

3-piperazinopropyl N-4(-3ehx--ehxpey)3oo

2,3,4 ,5-tetra hyd ropyrid azi n-2-ylmethyl)ph elIca rba mate;

2-pyrrolidinoethyl N-4(-3ehx--etoyhnl 

tetra hyd ropyrid azil-2-ylmethyl)phefl]carba mate;

3-pyrrolidinopropyl N-[4-(6-(3-ethoxy-4-methoxyphel)-3-oxo-

2,3,4 ,5-tetra hyd ro pyridlazi n-2-ylm ethyl)ph el]ca rba mate.

3-(N ,N-diethylamino)propyl N-[4-(6-(3,4-dimethoxyphel)-3-oxo-5-

ethyl-2 ,3,4 ,5-tetrahyd ropyrid azin-2-yl methYl )phenyl]carba mate;

2-(N ,N-d iethylamino)ethyl N-[4-(6-(3,4-dimethoxyphel)-3-oxo-5

eth yl-2 ,3.4 ,5-tetra hyd ro pyrid azil-2-ylmethyI)ph eflYIca rba mate;

2-(N ,N-diisopropylamino)ethyl ,4-d 

eth yl-2 ,3.4 ,5-tetra hyd ropyrid azi-2-yirflethyI)p hefnlIca rba mate;
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6-(N ,N-dimethylamilo)hexyI ,4-dimethoxyphel)- 3

ethyl-2 ,3 ,4,5-tetrahyd ropyrid azin-2-Yl methy)pheflY]carba mate;

2-(N ,N-dimethylamiflo)-l -methylethyl ,4-d imethoxypheflyl)-

3-oxo-5-ethyl-2 ,3,4 ,5-tetra hyd ro pyrid azi n2-ylmethyI)ph e ny]ca rbamate;

I -methyl-4-piperidyl ,4-dimethoxyphel)-3-oxo-5-ethyI-

2,3,4 ,5-tetra hyd ropyrid azi n-2-yimethyl)p hefnlIca rba mate;

2-morpholiflOethyl N-[4-(6-(3,4-dimethoxyphefl)-3-oxo-ethylI

2,3,4 ,5-tetra hyd ropyrid azil-2-ylmethyI)p hefnlYIca rba mate;

3-morpholinopropylN-[ 4 6 3 ,4-d 

2,3 ,4,5-tetra hyd ro pyrid azil-2-ylmethyl)p he nyIca rba mate;

2-thiomorpholinoethyl N-[4-(6-(3,4-dimethoxyphenl)-3-oxo-5ethylI

2,3,4 ,5-tetra hyd ropyrid azi n-2-ylm ethyI)p hefnlIca rba mate;

3-thiomorphoinopropyI ,4-d imethoxypheflyl 

2 ,3,4,5-tetra hyd ro pyrid azi n-2-ylmeth yl)phefnlIca rba mate;

2-piperazinoethyl ,4-d 

2,3,4 ,5-tetrahyd ropyridazin-2-ylmethyI)phefl]carba mate;

3-piperazinopropyl N-14-(6-(3 ,4-d 

2 ,3,4,5-tetra hyd ro pyrid azi n-2-ylmethyI)ph e nl]ca ba mate;

2-pyrrolidinoethyl ,4-d 

2,3,4 ,5-tetrahyd ropyrid azil-2-ylmethyI)pheflY]carba mate;

3-pyrrolidinopropyl N-[4-(6-(3,4-dimethoxyphel)-3-oxo-5-ethylI

2,3,4 ,5-tetra hyd ro pyrid a zi-2-yl methy) ph e nlYca rba mate;

3-(N ,N-diethylamilo)propyI N-[4-(6-(3-ethoxy-4-methoxyphel)-
3

oxo-5-ethyl-2 ,3 ,4,5-tetrahyd ropyridazi-2-yfl methyI)phelIca rba mate;

2-(N ,N-d iethylamino)ethyi N-4(-3ehx--ehxpey)3oo

5-ethyl-2 ,3 ,4 ,5tetrahyd ropyrid azil-2-ylmethy)pheflY]ca rba mate;

2-(N ,N-d iisopropylamino)ethyl N-[4-(6-(3-ethoxy-4-methoxyphel)-
3

oxo-5-ethyl-2 ,3 ,4,5-tetra hyd ro pyrid azil-2-yI meth yl)ph enyl]ca rba mate;

N-d imethylarnino)hexyl N-[4-(6-(3-ethoxy-4-mlethQxyphel)-
3

oxo-5-ethyl-2 ,3 ,4,5-tetrahyd ropyridazi n-2-ylmethyI)phefl]carba mate;
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2-(N ,N-dimethylailC))-l -methylethyI N-I4(6-(3-ethoxy-4-methoxy-
2 ,3,4,5-tetrahydropyridazifl2-ylmethyI)phenyl]F

carbamate;

1 -methyI-4-piperidyl N-4(-3ehx--ehxpey)3oo5

ethyl-2 ,3 4,5-tetrahyd ropyridazil-2-yl methyl)phenyl]carba mate;

2-morpholifloethyl N-4(-3ehx--ehxpey)3oo5ehl

2,3,4 ,5-tetra hyd ro pyrid azil-2-ylm ethyl)ph enyI~a rba mate;

3-morpholinopropYl N-4(-3ehx--ehxpey)3oo5

eth yl-2 ,3,4 ,5-tetra hyd ro pyrid azi n-2-ylm ethy)p henlY] ca rba mate;

2-thiomorpholiloettyI [-6(-ehx--etoyhnl)3oo

ethyl-2 ,3,4 ,5-tetra hyd ro pyrid azi n-2-ylm ethyl) ph enl] carbamate;

3 -thiomorpholiflopropyIN[4(6(3ethoxy-4methoxyphenyl)
3

ethyl-2 ,3 4 ,5-tetrahyd ropy rid azil-2-yl methyl)p he ny] ca rba mate;

2-piperazinoethyl N-4(-3ehx--ehxpey)3oo5ehl

2,3,4 ,5-tetrahyd ropyridlazi n-2-ylmethyl)pheflYIcarba mate;

3-piperazinopropyl N-4(-3etoy4mthxpey)-3-oxo-5-ethl-

2,3,4 ,5-tetra hyd ro pyrid a zifl-2-ylmethyl)ph enyIca rba mate;

2-pyrrolidinoethYl N-[-6(-toy4mtoxpey)3oo5ehl

2 ,3,4,5-tetrahyd ropyridazin-2-ylmethyI)phefl]carba mate;

3-pyrrolidlinopropYl N-4(-3ehx--ehxpey)3oo5ehl

2,3,4 ,5-tetra hyd ro pyrid az ifn-l Y ethyl) phe nylIca rba mate;

3-(N ,N-d iethylamino)propyI N-[4-(6-(3-cycIopentyIoxy-4methoxy-

ph enyl)-3-oxo- 2 ,3 ,4 ,5tetra hyd ropyrid aziInV2-ylmethyl)ph e ny] ca rbamate;

2-(N ,N-dliethylamilC)ethyl N-[4-(6-(3-cycIopentyIoxy-4methoxy-

ph enyl)-3-oxo-2 ,3,4,5-te,.tra hyd ro pyrid azi n-2-ylmethyl)ph enl] ca rba mate;

2-(N Ndiisopropylano)ethyI N-[4-(6-(3-cyclopeftlYoxy-4-methoxy-

phenyl)-3-oxo-2 ,3 ,4 ,5tetra hyd ro pyrid azil-2-yl methy)ph e nyl]ca rbamate;

6-(N ,N-dimethylamfilo)hexyI N-I4-(6-(3-cyclopentyIoxy-4-methoxy-

phe nyl)-3-oxo-2 ,3,4,5-tetra hyd ro pyrid azi n-2-ylmethyI)p hefnlIca rbam ate;

352-(N, N-d imethylarnino)-l -methylethyl N-I4-(6-(3-cyclopentyIoxy-
4

methoxyphelyl)-3-oxo-2 ,3 ,4 ,5tetrahydropyridazil-2-ylmethyl)phenyl]-

carbamate;



WO 03/032993 
PCT/EP02/10507

-110-

1 -methyI-4 piperidyIN'4[4(6(3-cyclopentyloxy-4methoxyphenyl)-
3

oxo-2 3 4 ,5-tetrahyd ropyrid azi n2l m ethyl)ph e nyl]ca rbamate;

2-morpholinoethyl N-[4-(6-(3-cycIopeftlYoxy-4methoxyphenyl)
3 oxo-

2,3,4 ,5-tetra hyd ro pyrid azifl-2-ylmethyl)ph e nyIca rba mate;

3-morpholinopropyl N-I4(6(3cycIopeftlYoxy-4methoxyphenyl)-
3

oxo-2 ,3,4 ,5-tetra hyd ropyrid azi n-2-yI methyl)p h efyllca rba mate;

2-thiomorpholinoethyI N-[4-(6-(3-cyclopeftlYoxy-4methoxyphenyI)-
3

oxo-2 ,3 ,4,5-tetrahyd ropyrid azin-2-yl methy)pheflY]carba mate;

3-thiomorpholilopropyl N-I4(6(3cyclopeftlYoxy-4methoxyphenyl)-

3-oxo-2 3 4,5-tetra hyd ropyriazi-2-yl methyl)phenyl]carba mate;

2-piperazinoethyl N-[4-(6-(3-cyclopentyIoxy-4methoxypheflY)
3 oxo-

2,3,4 ,5-tetra hyd ropyrid azi n-2-ylmethyI)p hefnlICa rba mate;

3-pi perazi nopropyl N-[4-(6-(3-cyclopentyIoxy-4methoxyphefl)-
3

oxo-2 5-tetra hyd ropy rid azifl-2-ylmethyI)p he nyca rba mate;

2-pyrrolidinoethyl N-4(-3ccoetlx--ehxpey)3oo

2,3,4 ,5-tetra hyd ropyrid azi n-2-ylmethyl)p hefnlIca rba mate;

3-pyrrolid inopropyl N-[4-(6-(3-cycIopentyIoxy-4methoxyphefl)-
3

oxo-2 ,3 ,4,5-tetrahyd ropyridazil-2-yl methyI )phenyl]carba mate;

3-(N ,N-diethylamino)propyI N-[4-(6-(3-propoxy-4-methoxyphefl)-
3

oxo-2,3,4,5-tetra hyd ro pyrid azi n-2-ylmethyI)p hefnlIca rba mate;

2-(N ,N-diethylamiflo)ethyl N-4(-3pooy4-ehxpey)3

oxo-2 ,3,4 ,5-tetra hyd ro pyrid azil-2-ylmethy)p he nyca rba mate;

2-(N ,N-diisopropylamilo)ethyl N-[4-(6-(3-propoxy-4-mlethoxyphel)-

3-oxo-2 ,3,4 ,5-tetra hyd ropyrid azi n-2-ylmethyI)p hefnlIca rba mate;

6-(N ,N-d imethylarniino)hexyI N-[4(6(3-propoxy-4-methoxypheflY)-
3

oxo-2 ,3 ,4,5-tetra hyd ro pyrid azil-2-ylm ethyl) phenyIl]ca rba mate;

2-(N ,N-dimethylarniflo)-1 -methylethyl N-[4-(6-(3-propoxy-4-methoxy-

phenyl)-3-oxo-2 ,3,4,5-tetrahyd ropyrid azin-2-yI methyl)phenyllca rba mate;

I -methyl-4-piperidyl N-4(-3pooy4mehxpey)3oo

2,3,4 ,5-tetra hyd ro pyrid azil-2-yI rnethy) ph eflYca rba mate;

2-morpholinOethyl N-4(-3pooy4mehxpey)3oo

2,3,4 ,5-tetra hyd ro pyrid azi n -2-ylmeth yl)phefnlIca rba mate;
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3-morpholiflopropyl N,[-6(-rpx--ehxpey)3oo

2 3 4 ,5-tetrahydro pyrid azifn-l methyl)p he nyl~ar ae

2-thiomorpholifloethyl N-4(-3pooy--ehxpey)-3-oxo-

2,3,4 ,5-tetra hyd ropyrid azi n2-ylmethy)ph enyllca rbamate;

3thiomorphoilopropyl N-I 4 6 3-propoxy-4methoxypheny)
3 oxQ-

2,3 A4 S-tetrahyd ro pyrid azir-2-ylmethy)ph eny]carba mate;

2-piperazifloethyl N,.I4 6 3 propoxy-4methoxyphenyl)
3 oxo-

2,3,4 ,5-tetraliyd ropyrid azi n-2yI methyl)phenyll ca rba mate;

3-piperazilopropyl N-4(-3pooy4mehxpey)3o

2,3,4 ,5-tetrahyd ropyrid azif2l2methyl)ph enyt~carba mate;

2-pyrrol idinoethyl N-4(-3pooy--ehxpey)-3-oxo-

2,3 ,,5tetra hyd ropyrid azi n2yI methyl)phenyllca bmae

3-pyrrolidiflopropyI N-t 4 6 3 propoxy-4methoxyphenyl)
3 oxo-

2,3,4 ,S-tetra hydro pyrid azi n2-ylmethyl)phenyIlcarba mate;

3-(N ,N-diethylamliflo)propyl N-[ 4 6 3-isopropoxy-4methoxyphenyl)-

3-oxo-2,3 4 ,5-tetrahyd ropyrid azi n2-ymethyI)ph enyl~ca rba mate;

,N-diethylamliflo)ethyl N 4 6 3 i sopro poxy-4methoxyphenyI)-
3

oxo-2 3 4 5 -tetrahyd ropyrid azi n2-yimethyI)ph e nyl~ca ae

2 -(N,N-diisopropylamino)ethyl N-4(-3iorooy4mtoy

ph enyl)-3-0x- 2 ,3 ,4,5-tetra hyd ro pyrid azi n-2yI methy)phe nyllcarbam ate;

6-(N ,N-dimethylarnilo)hexyl N-4(-3iorpx--ehxpey)

3-oxo-2 3 4 ,5-tetrahydro pyrid azin2-yimethyl)phenyll carba mate;

2-(N ,N-dimethylamiflo)l-methylethyl N-I4(6-(3-isopropoxy-
4

methoxyphefyi)-3oxo2,3,4,5tetrahyprdazi-2yYmty~pey
carbamate,

1 -methyI-4-piperidyl N-[ 4 6 3 isopropoxy4methoxypheny)
3 oxo-

2,3,4 ,5-tetrahydro pyrid azi n2-ylmethyl)phenyl]carba ae

2-morpholifloethyl N-[ 4 6 3 isopropoxy-4methoxypheny)
3 oxo

2,3,4 ,5-tetra hyd ropyrid azi n2-yjmethyl)phe nylca rbamate;

3-morpholiflopropyl N-4(-3iorpx--ehxpey)3oo

2,3,4 ,5-tetra hyd ropyrid azifnl-2-yimethyI)phe nyl]ca rba mate;
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2-thiomorphoifloeth, I N-[ 4-(6-(3isopropoxy-4methoxyphenyl)
3 oxo-

2,3,4 ,5-tetrahyd ropyrid azi n2-ylmethyl)phenyl]carba mate;

3-thiomorpholilopropyl N-[4-(6-(3-isopropQxy-4methoxyphenyl)-
3

oxo-2 ,3 ,4,5-tetra hyd ro pyrid azi n-2-yl ethy)ph e nyl]ca rba mate;

2-piperazinoetlyl (-3iorpx-4mtoyhnl--oo

2,3,4 ,5-tetra hyd ro pyrid azif-2-yfl methy) phe nyl]ca rba mate;

3-piperaziflopropyl N..[4-(6-(3-isopropoxy-4methoxypheny)
3 oxo-

2 ,3,4,5-tetra hyd ropyrid azin-2-yl methy)p hefnlYIca rba mate;

2-pyrrolidinoethYl N.-[4(6(3isopropoxy-4methoxyphenyl)
3 oxo-

2,3,4 ,5-tetrahyd ropyrid azir,-2-ylmethyI)phefl]carba mate;

3-pyrrolidlinopropyl N-[4-(6-(3isopropoxy-4methoxypheny)
3 oxo-

2,3,4, S-tetra hyd ro pyrid a2'i nflm ethyl)ph enyl] ca rba mate;

3-(N ,N-diethylamilo)propyI N-[4-(6-(3-fluoromethoxy-4-methoxy-

ph eny)-3-oxQ-2 3 4 ,5-tetra hydro pyrid azif2l2methyl)p henyI] ca rba mate;

2-(N ,N-d iethylamino:)ethyl N-[4-(6-(3-fluoromethoxy-4-methoxy-

ph enyl)-3-oxo-2 ,3,4 ,5-tetra hyd ro pyrid azi n-2-ylmethyl)ph eflIca rba mate;

2-(N ,N-d iisopropylamino)ethyl N-[4-(6-(3-fluoromethoxy-4-methoxy-

phenyl)-3-oxo-2 ,3,4 ,5-tetrahyd ropyridlazil-2-ylethyl)phenyIlca rba mate;

6-(N ,N-dlimethylamilo)hexyl N-[4-(6-(3-fluoromethoxy-4-methoxy-

phe nyl)-3-oxo-2 ,3 ,4,5-tetra hyd ro pyrid azi n-2-ylmethyl) ph efnlYca rba mate;

2-(N ,N-d imethylaminio)-l -methylethyl N-[4-(6-(3-fluoromethoxy- 4

methoxyphel)-3-oxo-2,3,4,5-tetrahyd ropyridazil-2-ylmethYI )phenyl]-

carbamate;

I -methyl-4-piperid, I -4(-3furmtox--ehxpey)3

oxo-2 ,3,4 ,5-tetrahyd ropyrid azi n-2-ylmethyl)phefl]ca rba mate;

2-morpholifloethyl N-4(-3furmtoy--ehxpey)3oo

2 3 4 ,5-tetra hyd ro pyrid azil-2-ylmethyl)ph e nyl]ca rba mate;

3-morpholinopropyl N-[4-(6-(3-fuoromethoxy-4-methoxyphefl)-
3

oxo-2 ,3 ,4,5-tetrahyd ropyridazin-2-yl methyI)phefl]carba mate;

2-thiomorpholiloethYl N-4(-3furmtox--ehxpey)3

oxo-2 ,3 ,4,5-tetrahyd ropy rid azi n -2-ylmethyI) ph en lca rba mate;



WO 03/032993 
PCT/EPO2/1 0507

-113-

3-thiomorpholilopr)pyI N-[4-(6-(3-fluoromethoxy-4methoxyphenyI)-
3

oxo-2 ,3 ,4,5-tetra hyd ro pyrid azi n -2-yl ethyI)p henl] ca rba mate;

2-piperazinoethyl N-4(-3furmtoy--ehxpey)3oo

2,3,4 ,5-tetra hyd ro pyrid azi n -2-ylmethyI)p henl] ca rba mate;

3-piperazinopropyl N-4(-3furmtoy--ehxpey)3oo

2 ,3,4,5-tetra hyd ro pyrid azi n -2-ylmethyI)p hefnlIca rba mate;

2-pyrrolidinoethyl N-'-6(-looehx--ehxpey)3oo

2,3,4 ,5-tetrahyd ropyrid azi n-2-y methyI)phefl]Carba mate;

3-pyrrolidinopropyl N-4(-3furmtoy--ehxpey)3oo

2 3 ,4,5-tetrahyd ropyrid azif-l2methyI)phenyl]carba mate.

N-4(-3ehx--etoyhnl ,5-tetrahyd ro-

pyridazin-2-ylmethyI)phefl]-2-(4morpholinyl)acetamide, m 1500;

N-4(-3ehoy4-ehxphnl -x-,3,4,5-tetrahyd ro-

pyridazin-2-yI methyl)phE.nrylj-2-(N Ndiethylamino)acetamide,

N-4(-3ehx--etoyhnl ,4,5-tetrahyd ro-

pyridazin-2-ylmethyi)phEf ilF 2 ,N-d iisopropylamino)acetamide;

20N-[4-(6-(3-ethoxy-4-methoxyphel)-3-oxo-2 
,3 ,4 ,5-tetrahyd ro-

20pyridazin-2-ylmethyl )phenryI]-2-thiomorpholifloacetamide;

N-[4-(6-(3-ethoxY-4-methoxyphenyl )-3-oxo-2 5-tetrahyd ro-

pyridazin-2-ylmethyI)phe(flYW2-piperid inoacetamide;

N-4(-3ehx-t.mtoyhnl ,5-tetrahyd ro-

pyrid azi n-2-ylmethy) phe flY]2 4 -hyd roxyp ipe rid ino)aceta mide;

N-4(-3ehx- -mtoyhnl -x-,3,4,5-tetrahydro-

pyridazin-2-ylmethyI)phel]-2-piperazifloacetamide;

N-4(-3ehx-4-ehxpey)-3-oxo-2 5-tetrahyd ro-

pyridazin-2-ylmethy)phelII2-pyrrolidifloacetamide;
,4-dimethoxyphelyl)-3-oxo-2 ,3,4,5-tetrahydropyridazil-2-YI-

methyl)phenyl]-2-(4-mOrPhOilI)acetamide;

,4-dimethoxyphelyl)-3-OXO-2 ,3,4 ,5-tetrahydropyridazil- 2-YI-

methyl)phenyl]-2-(N ,N-diethylamino)acetamide;

N-[4-(6-(3,4-dimethoxyphel)-3-oxo-2 ,3 ,4,5-tetrahyd ropyridazin-2-yI-

methyl)phenyll-2-(N ,N-diisopropylamino)acetamide;
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N-[4(6(3,4dimethoxypheflY)-
3 oxo-2 ,3 ,4,5-tetrahydropyridazifl 2 -yl

methy)phel]-2-thiomlorr~holinoacetamide;
4 6 3 ,4dimethoxyphefyl)3o2,3,4,5-tetrahyd ropyridazin-2-yI-

methyl)phenyl]-2-PiPerid inoacetamide;

,4-dimethoxyphel)-3-oxo-2 ,3 ,4 ,5-tetrahydropyridazifl-2 -yI

methyl)p he nyll-2-(4-hyd roxypi pe rid i no)aceta mide;

N-14-(6-(3 ,4-dimethcoxyphel)-3-oxo-2 ,3 ,4,5-tetrahydropyridazifl2 -yl

methyI)pheny]-2-piperazifloacetamide;
N-4(-34dmtoyhny)3oo2345ttayropyridazin-2-yI-

m ethyl) pheny]-2-pyrrol id ifloa ceta mide;

,4-dimethoxyphel)-3-oxo-2 ,3 ,4 ,5tetrahydropyridazil- 2-yI-

methyI)phenyI-3-(4-morpholiflyi)propionamide;

,4-dimetho:xyphel)-3-oxo-
2 ,3 ,4 ,5-tetrahydropyridazil-2-yI-

methyl)pheflyll-3-(N ,N-d iethylamino)propioflamide;

N-t4-(6-(3,4-dimethoxyphefl)- 3 -oxo2 5-tetrahyd ropyridaziri-2-yI-

methyI)phenyI-3-(N,N-diisopropyamino)propionamide;

20N-[4-(6-(3 ,4-d imethoxyphelyl)-3-oxo-2 ,3,4 ,5-tetrahyd ropyridazil-2-yi-

20methyI)pheny]-3-thiomorrholinopropionamide;

N-[ 4 6 (3,4dimethQxypheyl)3oxo2,3,4,5-tetrahyd ropyridazin-2-yI-

methyI)phenyI-3-piperidiflopropionamide;

N-[4-(6-(3,4-dimethioxyphefyl)
3 oxo-2 ,3,4,5-tetrahyd ropyridaziri-2-yI-

methyI)phenyII-3-(4-hydroxypiperidino)propionamide;

N-[4-(6-(3,4-dimethoxypheflY)-3-oxo-
2 ,3,4,5-tetrahydropyridazil-2-yI-

methyI)phenyI-3-piperaziflopropionamide;

,4-dimethioxyphel)-3-oxo-2 ,3 ,4,5-tetrahyd ropyridazin-2-yI-

methyI)pheny]-3-pyrrolidiflopropionamide;

N-[4-(6-(3-propoxy-4-methoxyphel)-3-oxo-2 ,3,4 ,5-tetra hyd ro-

pyrid azin-2-yl methyI)phenflY2(4-morpho i nyl)aceta mid e;

N-[4-(6-(3-propoxy-4-methoxyphel)-3-oxo-2 5-tetra hyd ro-

pyridazin-2-ylmethyI)pheflF
2 ,N-diethylamino)acetamide;

N-4(-3pooxt. ehxphnl--x-,3 ,4,5-tetrahyd ro-

pyridazin-2-ylmethyl)pheflF 2 ,N-d iisopropylamino)acetamide;
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N-4(-3poox-4 ehxphnl--x-,3 

pyridazin-2-ylmethyI)pheiIYI2hiomorpholinoacetamide;

N-[4(6(3propoxy-4-methQxyphel)-3-oxo-2 5-tetrahyd ro-

pyrid azi n-2-ymethyI)p henflY]2pipe rid inoacetam id e;

N-[4-(6-(3-propoxy-4-mlethoxyphel)-3-oxo-2 5-tetrahyd ro-

pyrid azi n-2-ylmethyI)p hefnl]-2-(4 -hyd roxyp ipe rid ino)aceta mide;

N-4(-3popx--ehxphnl--x-,3,4, 

pyridazin-2-ylnmethyI)-2-piperazifloacetamide;
N-4(-3pooy.-mtoyhn x-,3,4 ,5-tetrahyd ro-

pyridazin-2-ylmethyl)pheflI2-pyrolidinoacetamide;

N-4(-3iorpx--mtoyhnl ,4,5-tetrahyd ro-

pyridazin-2-ylmethyI)phE~nlII2-(4-morpholiny)acetamide;

N -4(-3iopopx--ehxp nl3-o2,3 ,4 ,5-tetra hyd ro-

pyridazin-2-ylmethyI)phE rflF2-(N ,N-diethylamino)acetamide;

N-4(-3ioroo(--ehxyhnl 

pyridazin-2-ylmethyI)phefrilF 2 ,N-diisopropylamino)acetamide;

N[-6(-spooy4mtoyhnl--x2,3 
ro-

20pyridazin-2-ylmethYl )pheniy]-2-thiomorpholifloacetamide;

N-4(-3iorpx--mtoyhnl ,4,5-tetrahyd ro-

pyrid azi n-2-ymethyl)p hefnlYII2pipe rid inoaceta mid e;

N-4(-3iorp-K-4mtoyhnl 5-tetrahyd ro-

pyrid azi n-2-ylmethy)p hefnlY2( 4 -hyd roxyp ipe rid in o)aceta mide;

N-4(-3iorpx--mtoyhnl ,4,5-tetrahyd ro-

pyridazin-2-ylmethyl)-2--piperazifloacetamide;

N-4(-3iorpx--mtoyhn x-,3 ,4,5-tetrahyd ro-

pyridazin-2-ylmethyI)phelI2-pyrrolidinoacetamide;
N-[4-(6-(3cyclopEntyQxy-4methoxypheyl)

3 oxo-2 ,3,4,5-tetrahydro-

pyridazin-2-ylmethyl)pheflII2-(4-morpholinyl)acetamide;

N-4(-3ccoetlx-4mtoyhnl ,4 ,5-tetrahyd ro-

35pyridazin-2-ylmethyl)phenfl]-
2 ,N-diethylamino)acetamide;

N-[4-(6-(3-cyclopeflrtyIoxy-4methoxypheyl)
3 oxo-2 ,3 ,4 ,5-tetrahyd ro-

pyridazin-2-ylmethYl)pheflF2-(N Ndiisopropylamino)acetamide;
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N-4(-3ccoetlx-4mtoyhn x-,3 ,4 

pyridazin-2-ylmethyl )phenyl]-2-thiomorphol inoacetamide;

N-[4-(6-(3-cyclopeltyoxy-4-methoxyphel)-3-oxo-2 5-tetrahyd ro-

pyrid azi n-2-yI methyI)ph enyI-2-pipe rid inloacetam ide;

N-4(-3ccoetlx-4mtoyhnl ,5-tetrahyd ro-

pyridazin-2-ylmethyI)phefl]-2-(4 -hydroxypiperidino)acetamide;

N-4(-3ccoetlx-4mtoyhnl ,4,5-tetrahyd ro-

pyridazin-2-ylmethyl)-2-piperazifloacetamide;
N-[4-(6-(3-cyclopentyloxy-4-methoxyphel)-3-oxo-2 5-tetrahyd ro-

pyridazin-2-ylmethy)phel]-2-pyrrolid inoacetamide;

N-[4-(6-(3-ethoxy-4-- methoxyphenyl)-3-oxo-2 ,3,4 ,5-tetrahyd ro-

pyridazin-2-ylmethyI)phefl]-3-(4-morpholifl)propionamide;

N-4(-3ehx--etoyhnl 5-tetrahyd ro-

pyridazin-2-ylmethyl)phE.fnlI3-(N ,N-d iethylamino)propioflamide;

N-4(-3etoy4mthxpey)-3-oxo-2 ,3,4 ,5-tetra hyd ro-

pyridazin-2-ylmethyl)ph( .filY]-3 ,N-diisopropylamilo)propiofamide;

N[-6(-toy4mtoyhnl3- 2,3 ,4 ,5-tetrahyd ro-

20pyridazin-2-ylmethyI)phefril]-3-thiomorpholinopropionamide;

N-[4-(6-(3-ethoxy-4-l'ethoxyphel)-3-oxo-2 ,3,4,5-tetrahyd ro-

pyridazin-2-ylmethyl)phfiil]I3-piperidilopropiofamide;

N-[4-(6-(3-ethoxy-4-methoxyPhel)-3-oxo-2 5-tetrahyd ro-

pyridazin-2-ylmethyl )phenyl]-3-(4-hyd roxypiperidino)propioflamide;

N-[4-(6-(3-ethoxy-,4.-methoxypheflY)3-oxo 2 ,3 ,4 

pyridazin-2-ylmethy)pheyl]-3-piperaziflopropiofamide;

N-[4-(6-(3-ethoxy-4--methoxyphel)-3-oxo-2 ,3,4,5-tetrahyd ro-

pyridazin-2-ylmethyl)pheylI3-pyrrolidiflopropiofamide;
N-[4-(6-(3-propoxyt-4-mlethoxyphel)-3-oxo-2 ,3 ,4 ,5-tetrahyd ro-

pyridazin-2-yI methy)phenyI-3-(4-morpholifl)propiofamide;

N-[4-(6-(3-propoxy-4-mlethoxyphefl)-3-oxo- 2 ,3 ,4,5-tetrahyd ro-

35pyridazin-2-ylmethyl)Phel]-3-(N N-diethylamino)proPioflamide;

N-4(-3pooy.-mtoyhnl 

pyridazi n-2-ylmethyI)ph enl]-3-(N, N-diisopropyami no)propiona mid e;
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N-[4-(6-(3-propoxy-,4-methoxyphel)-3-oxo-2 ,3,4,5-tetrahydro-

pyrid azi n-2-ylmethy)pheyl]-3-th iomrnopholifopropiona mide;

N-[4-(6-(3-propoxy-4-methoxypheflY)3-oxo
2 3,4 ,5-tetrahyd ro-

5pyridazin-2-ylmethyI)phenlI3-piperidiflopropionamide;
N-[4-(6-(3-propoxy-4--methoxyphel)-3-oxo-2 5-tetrahyd ro-

pyridazin-2-yI methyl)phen yI]-3-(4-hyd roxypiperidino)propioflamide;

N-[4-(6-(3-propoxy-4-methoxyphel)-3-oxo-2 5-tetra hyd ro-

pyridazin-2-yI methyl)phenyl-3-PiPerazilopropiofamide;
N-[4-(6-(3-propoxy-4-mlethoxyphefl)-3-oxo 2 ,3 ,4,5-tetrahyd ro-

pyridazin-2-ylmethy)phel3-pyrroidiflopropiofamide;

N-[4-(6-(3-isopropoxy-4-methoxyphel)-3-oxo- 2 

pyridazin-2-yI methyl)phenyl-3-(4-mOrPhoilI)propionamide;

N sopropo xy-4-mlethoxyp henfl)-3-oxo-2 ,3 ,4,5-tetra hyd ro-

pyridazin-2-ylmethyl)phel]-3-(N, N-d iethylamino)propionamide;

N-[4-(6-(3-isopropoxy-4-methoxyphel)-3-oxo- 2 ,3,4 ,5-tetrahyd ro-

pyridazin-2-ylmethyl)phel]-3-(N ,N-diisopropylamino)propioflamide;

N-4(-3iorpiy4mtoyhnl--x ,3,4 ,5-tetrahyd ro-

20pyridazin-2-y~methy)phelI3-thiomorpholiflopropiofamide;

N-[4-(6-(3-isopropoxy-4-methoxyphel)-3-oxo-2, 3,4, 5-tetrahyd ro-

pyridazi n-2-yI methyl)pheriyl]-3-pi perid ilopropiola mide;

N-[4-(6-(3-isopropcoxy-4-methoxyphel)-3-oxo- 2 ,3 ,4,5-tetrahyd ro-

pyridazin-2-ylmethyl)phE.rilY]-3-(4-hyd roxypiperid ino)propionamide;

N-[4-(6-(3-isopropoxy-4-methoxyphel)-3-oxo-2 5-tetrahyd ro-

pyridazin-2-ylmethyI)phef.rily-3-piperazilopropiofamide;

N-[4-(6-(3-isopropoxy-4-methoxyphel)-3-oxo-2,3 ,4 ,5-tetrahyd ro-

pyridazin-2-ylmethy)phf.lI3-pyrrolidiflopropiofamide;
N-[4-(6-(3-cyclopentyoxy-4-methoxyphel)-3-oxo-2 5-tetrahyd ro-

pyridazin-2-ylmethyl)phel]-3-(4-morphoilI)propionamide;

N-[4-(6-(3-cyclopentyloxy-4-methoxyphel)-3-oxo- 2 5-tetrahyd ro-

35pyridazin-2-ylmethyl)phel]-3-(N ,N-diethylamino)propionamide;

N-[4-(6-(3-cyclopentyloxy-4-methoxyphel)-3-oxo- 2 ,3,4 ,5-tetrahyd ro-

pyridazin-2-ylmethyl)phenyl]-3-(N ,N-diisopropylamino)propionamide;
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N-[4-(6-(3-cycopentyloxy-4-methoxyphenyl )-3-oxo-2 ,3,4 ,5-tetrahyd ro-

pyridazin-2-ylmethyI)pheflyl]-3-hiomorpholinopropionamide;

N-[4-(6-(3-cyclopentyloxy-4-methoxyphenyI )-3-oxo-2 5-tetrahyd ro-

5pyridazin-2-ylmethyI)phelyl]-3-piperid inopropionamide;

N-4(-3ccoetlx-4mtoyhnl 

pyridazin-2-ylmethy)phenyl]-3-(4 -hyd roxypiperidiflo)propioflamide;

N-[4-(6-(3-cyclopenityloxy-4-methoxyphel)-3-oxo-2 5-tetrahyd ro-

pyridazin-2-ylmethyl)phenyl-3-piperaziflopropionamide;
N-[4-(6-(3-cycloperityloxy-4-methoxyphel)-3-oxo-2 ,3,4 

pyridazin-2-yl methyl)phEriyl]-3-pyrrolidiflopropiofamide;

3-(N ,N-diethylamino)propyl N-[4-(3,6-dihyd ro-5-(3 ,4-dimethoxy-

phenyl)-2-oxo-2H-l ,3 ,4-thiad iazin-3-ylmethyl)pheflylcarbamate;

and/or physiologically acceptable salts thereof for the preparation of a

med icament for the treatment of osteoporosis, tumours, tumour meta-

stases, atherosclerosis, rheumatoid arthritis, multiple sclerosis, diabetes

mellitus, ulcerative colitis and AIDS.

The invention relates, in particular, to the use of

a) compounds, disclosed in EP 0 738 715 A2, selected from the group

consisting of

2-(4-ethoxycarbonylaminobenzyl)-6-(3,4-dimethoxyphenyl)- 2 3,4,5-

tetra hyd ropyridazi n-3-o ne;

2-(3-methylsulfon.amidobenzyl ,4-dimethoxyphenyl)-2 ,3,4,5-tetra-

hyd ropyridazin-3-one;

2-(3-acetamidobenzyl)-6-(3,4-dimethoxyphenyI)-
2 ,3 ,4 

pyridazin-3-one;

2-(4-trifluoroacetamidobenzyl)- 6 3 ,4-d 

2,3,4 ,5-tetrahyd ropyridaz;in-3-one;

2-(4-ethoxycarbornylaminobely)-6-(
3 ,4-dimethoxyphenyl 

2,3,4 ,5-tetrahyd ropyridazin-3-one;
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2-(4-methoxycarboiiylamiflobeflY) 6 3 ,4-d 

2 ,3,4,5-tetra hyd ropyridazi n-3-one;

2-(4-butyrylaminobenIizyl)-6-(3 ,4-dimethoxyphelyl)-5-ethyl-2 ,3,4 

tetra hyd ropyrid azin-3-one;

b) compounds, disclosed in EP 0 723 962 BI, selected from the group

consisting of

3-(4-nitrobenzyl)-5-C3 ,4-d imethoxyphenyl)-6-ethyl-3,6-d ihydro-1 ,3 ,4-

thiadiazin-2-one;
3-(4-aminobenzyl)-5-(3,4-d imethoxyphenyl)-6-ethyl-3 ,6-dihyd ro- 1,3,4-

thiadiazin-2-one;

3-(4-trifluoroacetamidobelzyl)-5-(3 ,4-d imethoxyphenyl)-6-ethyl-3,6-

dihydro-1 ,3,4-thiadiazin-2-one;

3-(4-aceta mid obe nzyl)-5-(3 ,4-d i methoxyph en yl)-3,6-d i hyd ro-1, ,3,4-

thiadiazin-2-one;

3-(4-methoxybenzyl ,4-d imethoxyphenyl)-6-ethyl-3 ,6-d ihyd ro-

1 ,3,4-thiadiazin-2-one;

203-(2 ,6-d ichlorobenzyl)-5-(3 ,4-d imethoxyphenyl)-6-ethyl-3 ,6-dihydro-

1 ,3,4-thiadiazin-2-one;

c) compounds, disclosed in EP 0 763 534 Al, selected from the group

consisting of

3-(4-picolinoylaminiobenzyl)-5-(3 ,4-dimethoxyphenyl)-6-ethyl-3,6-

dihydro-l ,3,4-thiadiazin.-2-one;

3-(4-picol inoylamiriobenzyl ,4-dimethoxyphenyl)-3,6-dihyd ro-

1 ,3,4-thiadiazin-2-one;

3-(4-nicotinoylamiinobenzyI)-5-(3,4-dimethoxyphenyl)-
3 ,6-d ihydro-

1 ,3,4-thiadiazin-2-one;

3-(4-isonicotinoyla minobenzyl)-5-(3,4-dimethoxyphenyl ,6-d ihyd ro-

I ,3,4-thiadiazin-2-one;

3-(4-nicotinoylaminobenzyl)-5-( 3 ,4-d imethoxyphenyl )-6-ethyl-3 ,6-

dihydro-1 ,3,4-oxadiazin-2-one;
2-(4-nicotinoylami nobenzyl)-6-(3 ,4-d imethoxyphenyl)-5-ethyl-2 ,3,4,5-

tetra hyd ropyrid azi n-3-o ne;
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d) compounds, disclosed in EP 0 539 806 B1, selected from the group

consisting of

5-(3-methoxy-4-diflL1oromethoxyphenyl)Sethyl-
3 ,6-d ihyd ro-1 ,3 ,4-

thiadiazin-2-one;
5(3methoxy-4-difliJOromethoxyphenyl) 3 ,6-dihyd ro-1 ,3,4-thiadiazin-

2-one;

e) compounds, disclosed in EP 0 618 201 Al, selected from the group

consisting of

3-d imethylaminopropyl-5-(3,4-dimethoxypheny )-6-ethyl-3 ,6-d ihyd ro-

I ,3,4-thiadiazinon-2-one;

3-d imethylaminopropyl-5-(3, 4-d imethoxyphenyl)-3 ,6-d ihydro-1 ,3,4-

thiadiazinon-2-one;

3-dimethylaminoethyl-5-(3, 4 -d imethoxyphenyl)-6-ethyl-3 ,6-d ihyd ro-

1 ,3,4-thiadiazinon-2-one;

3-piperid inopropyl-5-(3-methoxy-4-d ifluoromethoxyphenyl)-6-ethyl-

3,6-dihydro-1 ,3,4-thiadiatzinon-2-one;

3-morpholinopropyl-5-(3-methoxy-4d ifluoromethoxyphenyl)-6-ethYl-

203,6-dihydro-1 ,3,4-thiadiaizinon-2-one;

f) compounds, disclosed in DE 196 04 388 Al, selected from the group

consisting of

3-(N,N-diethylamino)propyI N-[4-(3,6-dihydro-5-(3,4-dimethoxy-

ph enyl)-2-oxo-2 H 3,4-th iad i azi n-3-yI methyl)ph enyl] ca rba mate;

3-(N ,N-diethylamirio)propyl N-[4-(3,6-dihyd ro-5-(3-ethoxy-4-methoxy-

phenyl)-2-oxo-2H-l 1,3,4--th iad iazi n-3-yl methyI)pheny]carba mate;

3-(N ,N-d iethylamino)propyI ,4-d imethoxyphenyl)-3-oxo-

2,3,4 ,5-tetra hyd ro pyrid azi n-2-ylm ethyl)p he ny] ca rba mate;

3-(N ,N-diethylamino)propyI N-[4-(6-(3-ethoxy-4-methoxyphenyI 

oxo-2 ,3,4,5-tetra hyd ropyrid azi n2-yl methyl)ph e nyl]ca rba mate;

N-[4-(6-(3-ethoxy-4 -methoxyphenyl )-3-oxo-2 5-tetrahyd ro-

pyridazin-2-ylmethyl )phenyI]-2-(4-methyIpiperazino)acetamide;
N-4(-3ccoetlx-4mtoyhnl 

pyiai--lehlpey]2(-ehlieaioaea ie
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N-[4-(3,6-dihydro-5-(3-ethoxy-4-methoxyphenyl)-2-oxo-2H- 1,3,4-thiadiazin-3-

O ylmethyl)phenyl]carbamic acid 2 4 -methylpiperazino)-acetamide;

and/or physiologically acceptable salts thereof for the preparation of a medicament
for the treatment of osteoporosis, tumours, tumour metastases, atherosclerosis, rheumatoid

C 5 arthritis, multiple sclerosis, diabetes mellitus, ulcerative colitis and AIDS.
00
M Throughout this specification and the claims which follow, unless the context

requires otherwise, the word "comprise", and variations such as "comprises" or
"comprising", will be understood to imply the inclusion of a stated integer or step or group
of integers or steps but not the exclusion of any other integer or step or group of integers or
steps.

The reference in this specification to any prior publication (or information derived
from it), or to any matter which is known, is not, and should not be taken as an
acknowledgment or admission or any form of suggestion that that prior publication (or
information derived from it) or known matter forms part of the common general
knowledge in the field of endeavour to which this specification relates.
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The claims defining the invention are as follows:

1. Use of

a) compounds of the formula I, disclosed in EP 0 738 715 A2,

00

1-

M
M%o%

("4

1 R 2
R_ 

N-N

Q-R

in which

R' and R2 are each, independently of one another, H or A,

R3 and R4 are each, independently of one another, -OH, -OR i0 -S-R I0 -SO-R 0

-S0 2-RI 0 Hal, methylenedioxy, -NO 2 -NH 2 -NHR I0 or -NRiR",

Rs is a phenyl radical which is unsubstituted or monosubstituted or disubstituted by

R6 and/or R7

Q is absent or is alkylene having 1-6 carbon atoms,

R6 and R7 are each, independently of one another, -NH2 -NR R9 -NHRIO,

-NR'iR", -NO 2 Hal, -CN, -OA, -COOH or -COOA,

R8 and R9 are each, independently of one another, H, acyl having 1-8 carbon atoms,

which may be substituted by 1-5 F and/or Cl atoms, or are -COOA, -SO-A, -SO 2A,

-CONH 2 -CONHA, -CONA 2 -CO-COOH, -CO-COOA, -CO-CONH 2 -CO-CONHA or

-CO-CONA 2

A is alkyl having from 1 to 6 carbon atoms, which may be substituted by 1-5 F

and/or Cl atoms,

R'1 and R" are each, independently of one another, A, cycloalkyl having 3-7

carbon atoms, methylenecycloalkyl having 4-8 carbon atoms or alkenyl having 2-8 carbon
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0 atoms,

and

SHal is F, Cl, Br or I,

00
Mr^ b) compounds of the formula I, disclosed in EP 0 723 962 B1,

R 3  2

S
R4  0

N-N

Q-R

in which

R' and R2 are each, independently of one another, H or A,

R3 and R4 are each, independently of one another, -OH, -OR 0 -S-R10 -SO-R' 0

-S0 2-Ro1 Hal, methylenedioxy, -NO 2 -NH 2 -NHR i0 or -NRI°R 

R5 is a phenyl radical which is unsubstituted or monosubstituted or disubstituted by

R6 and/or R7

Q is absent or is alkylene having 1-6 carbon atoms,

R6 and R7 are each, independently of one another, -NH 2 -NR8 R9 -NHRI0

-NRiOR", -NO 2 Hal, -CN, -OA, -COOH or -COOA,

R8 and R9 are each, independently of one another, H, acyl having 1-8 carbon atoms,

which may be substituted by 1-5 F and/or Cl atoms, or are -COOA, -SO-A, -SO2A,

-CONH 2 -CONHA, -CONA 2 -CO-COOH, -CO-COOA, -CO-CONH 2 -CO-CONHA or

-CO-CONA 2

A is alkyl having from 1 to 6 carbon atoms, which may be substituted by 1-5 F

and/or Cl atoms,
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R'1 and R" are each, independently of one another, A, cycloalkyl having 3-7

carbon atoms, methylenecycloalkyl having 4-8 carbon atoms or alkenyl having 2-8 carbon

atoms,

and

Hal is F, CI, Br or I,

c) compounds of the formula I, disclosed in EP 0 763 534 Al,

-X

N-N

QNH-CO-B

in which

B is an aromatic heterocyclic radical having from 1 to 4 N, O and/or S atoms,

bonded via N or C, which may be unsubstituted or monosubstituted, disubstituted or

trisubstituted by Hal, A and/or OA, and may also be fused to a benzene or pyridine ring,

Q is absent or is alkylene having 1-6 carbon atoms,

X is CH 2 S or O,

R 1 and R2 are each, independently of one another, H or A,

R3 and R4 are each, independently of one another, -OH, -OR 5 -S-R 5 -SO-R',

-S0 2-R5 Hal, methylenedioxy, -NO2 -NH 2 -NHR 5 or -NRsR 6

R5 and R6 are each, independently of one another, A, cycloalkyl having 3-7 carbon

atoms, methylenecycloalkyl having 4-8 carbon atoms or alkenyl having 2-8 carbon atoms,

A is alkyl having from 1 to 10 carbon atoms, which may be substituted by from 1
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o to 5 F and/or Cl atoms, and

Hal is F, Cl, Br or 1,

d) compounds of the formula 1, disclosed in EP 0 539 806 BI1,

002

M R

R N-N
H

in which

R1 and R 2 are each, independently of one another, H or A,

R 3 is H, OA or O-CmH2m+l-nXn,

R 4is O0CmH 2m.nXn,

X is F or Cl,

A is alkyl having 1-6 carbon atoms,

m is 1, 2, 3, 4, 5 or 6, and

n is 1, 2, 3,4, 5, 6, 7, 8, 9, 10, 11, 12 or 13,

e) compounds of the formula I, disclosed in EP 0 618 201 AlI,

1 R2

R 3  R

N-N

4 

in which
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O R' and R2 are each, independently of one another, H or A,

cI R3 and R4 are each, independently of one another, OH, OA, SA, SOA, SO2A, Hal,

methylenedioxy, cycloalkoxy having 3-7 carbon atoms or O-CmH2m+l-kFk,

00oo
M Rs is -NR6R7 or-N (CH2) n

where one CH2 group may also be replaced by oxygen,

R6 and R7 are each, independently of one another, H or A,

Q is alkylene having 1-6 carbon atoms,

A is alkyl having 1-6 carbon atoms,

Hal is F, CI, Br or I,

m is 1,2, 3,4, 5 or 6,

n is 3,4, 5 or 6,

kis 1,2, 3,4, 5,6,7, 8,9, 10, 11, 12 or 13,

f) compounds of the formula I, disclosed in DE 196 04 388 Al,

R3  R2

xR 

N-NQ

NH-CO-B

in which

R' and R2 are each, independently of one another, H or A,
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R3 and R4 are each, independently of one another, -OH, -OA, -SO-A,

-S0 2 Hal, methylenedioxy, -NO 2 -NH 2 -NHA or -NAA',

A and A' are each, independently of one another, alkyl having from 1 to 10 carbon

atoms, which may be substituted by from 1 to 5 F and/or Cl atoms, or are cycloalkyl

having 3-7 carbon atoms or methylenecycloalkyl having 4-8 carbon atoms,

B is -Y-R 5 or -O-Y-R 5

Q is absent or is alkylene having 1-4 carbon atoms,

Y is absent or is alkylene having 1-10 carbon atoms,

X is CH 2 or S,

R5 is NH 2 NHA, NAA' or a saturated 3-8-membered heterocyclic radical having at

least one N atom which is unsubstituted or monosubstituted by A or OH and in which, in

addition, further CH2 groups may be replaced by NH, NA, S or O,

Hal is F, CI, Br or I,

and/or physiologically acceptable salts thereof, in the preparation of a medicament

for the treatment of inflammatory illnesses and autoimmune diseases, selected from the

group consisting of: tumours, tumour metastases, atherosclerosis, rheumatoid arthritis,

multiple sclerosis, diabetes mellitus, ulcerative colitis and AIDS.

2. Use according to Claim 1 of:

a) compounds disclosed in EP 0 738 715 A2, selected from the group

consisting of

2-(4-ethoxycarbonylaminobenzyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-

tetrahydropyridazin-3-one;

2-(3-methylsulfonamidobenzyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-

tetrahydropyridazin-3-one;

2-(3-acetamidobenzyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-tetrahydropyridazin-3-

one;
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o2-(4 -tri fl uoroacetam idobenzyl)-6-(3 ,4-dimethoxyphenyl) -5 -ethyl -2,3 ,4,5 

tetrahydropyridazin-3 -one;

2-(4-ethoxycarbony lamninobenzyl)-6-(3 ,4-d imethoxyphenyl)- 5-ethyl -2,3 ,4,5 

tetrahydropyridazin-3 -one;

2-(4-methoxycarbonylaminobenzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-
00

M ~tetrahydropyridazin-3 -one;

N ~2-(4-butyry lam inobenzyl)-6-(3 ,4-di methoxyphenyl)-5 -ethyl -2,3 ,4,5 

tetrahydropyridazin-3 -one;

b) compounds disclosed in EP 0 723 962 BI, selected from the group

consisting of:

3-(4-nitrobenzyl)-5-(3,4-dimethoxyphenyl)-6-ethyl-3 ,6-dihydro- 1,3 ,4-thiadiazin-2-

one;

3-(4-am inobenzyl)-5-(3,4-dimethoxyphenyl)-6-ethyl-3,6-dihydro- 1,3,4-thiadiazin-
2-one;

3-(4-trifluoroacetamidobenzyl)-5-(3 ,4-dimethoxyphenyl)-6-ethyl-3,6-dihydro-

1 ,3,4-thiadiazin-2-one;

3-(4-acetamidobenzyl)-5-(3 ,4-dimethoxyphenyl)-3 ,6-dihydro- 1 ,3,4-thiadiazin-2-

one;

3-(4-methoxybenzyl)-5-(3,4-dimethoxyphenyl)-6-ethyl-3,6-dihydro- 1,3,4-

thiadiazin-2-one;

3-(2,6-dichlorobenzyl)-5-(3 ,4-dimethoxyphenyl)-6-ethyl-3,6-dihydro- 1,3,4-

thiadiazin-2-one;

c) compounds disclosed in EP 0 763 534 Al, selected from the group

consisting of:

3-(4-picolinoylam inobenzyl)-5-(3,4-dimethoxyphenyl)-6-ethyl-3,6-dihydro- 1,3,4-

thiadiazin-2-one;

3-(4-picolinoylaminobenzyl)-5-(3 ,4-dimethoxyphenyl)-3,6-dihydro- 1,3,4-

thiadiazin-2-one;

3-(4-nicotinoylaminobenzyl)-5-(3 ,4-dimethoxyphenyl)-3 ,6-dihydro- 1,3,4-

thiadiazin-2-one;

3-(4-isonicotinoylaminobenzyl)-5-(3,4-dimethoxyphenyl)-3,6-dihydro- 1,3,4-

thiadiazin-2-one;
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0 3-(4-nicotinoylaminobenzyl)-5-(3,4-dimethoxyphenyl)-6-ethyl-3,6-dihydro- 1,3,4-

oxadiazin-2-one;

2-(4-n icoti no ylam inobenzyl)-6-(3 ,4-d imethoxyphenyl)- 5-ethyl -2,3,4,5 

tetrahydropyridazin-3 -one;

d) compounds disclosed in EP 0 539 806 Bi, selected from the group
00

M consisting of:

(Ni 5-(3-methoxy-4-difluoromethoxyphenyl)-6-ethyl-3,6-dihydro- I ,3,4-thiadiazin-2-

one;

5-(3-methoxy-4-difluoromethoxyphenyl)-3,6-dihydro- 1,3 ,4-thiadiazin-2-one;

e) compounds disclosed in EP 0 618 201 Al, selected from the group

consisting of:

3-dimethylaminopropyl-5-(3 ,4-dimethoxyphenyl)-6-ethyl-3,6-dihydro- 1,3,4-

thiadiazinon-2-one;

3-dimethylaminopropyl-5-(3,4-dimethoxyphenyl)-3,6-dihydro- 1 ,3,4-thiadiazinon-

2-one;

3 -d imethy lam inoeth yl 5-(3 ,4-d imethoxyphenyl)-6-ethyl-3,6-dihydro- 1,3,4-

thiadiazinon-2-one;

3-piperidinopropyl-5-(3-methoxy-4-difluoromethoxyphenyl)-6-ethyl-3,6-dihydro-

I ,3,4-thiadiazinon-2-one;

3 -morphol inopropyl-5 -methoxy-4-difluoromethoxyphenyl)-6-ethyl-3 ,6-dihydro-

I ,3,4-thiadiazinon-2-one;

f) compounds disclosed in DE 196 04 388 Al, selected from the group

consisting of:

3-(N,N-diethylamino)propyl N-[4-(3,6-dihydro-5-(3,4-dimethoxyphenyl)-2-oxo-

2H- 1,3,4-thiadiazin-3-ylmethyl)phenyl]carbamate;

3 -(N,N-di ethyl am ino)propyl N-[4-(3,6-dihydro-5-(3-ethoxy-4-methoxyphenyl)-2-

oxo-2H- 1, 3,4-thi adi azi n-3 -yl methyl)phenyl] carbam ate;

3 -di ethyl am ino)propyl N-[4-(6-(3,4-dimethoxyphenyl)-3-oxo-2,3,4,5-

tetrhyd ropyri dazi n-2-y Irnethyl)phenyl Ic arbam ate;

3 -(N,N-di ethyl am Ino)pro pyl N-[4-(6-(3-ethoxy-4-methoxyphenyl)-3-oxo-2,3,4,5-

tetrahydropyridazin-2-ylmethyl)phenyljcarbamate;
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N- [4-(6-(3-ethoxy-4-methoxyphenyl)-3-oxo-2 ,3 ,4,5-tetrahydropyridazin-2-

ylmethyl)phenyl] -2-(4-methylpiperazino)acetamide;

N- -cyclopentyloxy-4-methoxyphenyl)-3 -oxo-2,3 ,4,5 -tetrahydropyridazin-2-

ylmethyl)phenyl]-2-(4-methylpiperazino)acetamide;

N-[4-(3,6-dihydro-5-(3-ethoxy-4-methoxyphenyl)-2-oxo-2H- I ,3,4-thiadiazin-3-

ylmethyl)phenyl] -2-(4-methylpiperazino)acetamide;

and/or physiologically acceptable salts thereof, in the preparation of a medicament

for the treatment of inflammatory illnesses and autoimmune diseases, selected from the

group consisting of: tumnours, tumour metastases, atherosclerosis, rheumatoid arthritis,

multiple sclerosis, diabetes mellitus, ulcerative colitis and AIDS.

3. Use according to Claim I of:

a) a compound disclosed in EP 0 738 715 A2, selected from the group

consisting of:

2-(4-ethoxycarbony lam inobenzyl)-6-(3 ,4-d imethoxyphenyl)- 5-ethyl-2,3,4,5 

tetrahydropyri dazi n-3 -one and

2-(4-ethoxycarbonyl am inobenzyl)-6-(3 -ethoxy-4-methoxyphenyl)-5 -ethyl -2,3 ,4,5 

tetrahydropyridazin-3 -one;

b) a compound disclosed in EP 0 723 962 BI, selected from the group

consisting of:

3-(4-acetamidobenzyl)-5-(3,4-dimethoxyphenyl)-6-ethyl-3,6-dihydro- 1,3,4-

thiadiazin-2-one and

3-(4-tri fluoroacetamidobenzyl)-5-(3 ,4-dimethoxyphenyl)-6-ethyl-3,6-dihydro-

I ,3,4-thiadiazin-2-one;

c) a compound disclosed in EP 0 763 534 Al, selected from the group

consisting of:

3-(4-nicotinoylaminobenzyl)-5-(3-cyclopentyloxy-4-methoxyphenyl)-3,6-dihydro-

1 ,3,4-thiad iazin-2 -one and

3-(4-nicotinoylaminobenzyl)-5-(3-ethoxy-4-methoxyphenyl)-3,6-dihydro- 1,3,4-

thiadiazin-2-one; or

d) a compound disclosed in EP 0 539 806 B I, which is
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5-(3-methoxy-4-difluoromethoxyphenyl)-6-ethyl-3,6-dihydro-1,3,4-thiadiazin-2-

one;

and/or physiologically acceptable salts thereof, in the preparation of a medicament

for the treatment of inflammatory illnesses and autoimmune diseases, selected from the

group consisting of: tumours, tumour metastases, atherosclerosis, rheumatoid arthritis,

multiple sclerosis, diabetes mellitus, ulcerative colitis and AIDS.

4. The use of claim 3, wherein the compound is selected from the group

consisting of:

2-(4-ethoxycarbonylaminobenzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-

tetrahydropyridazin-3-one,

3-(4-trifluoroacetamidobenzyl)-5-(3,4-dimethoxyphenyl)-6-ethyl-3,6-dihydro-

1,3,4-thiadiazin-2-one or

3-(4-nicotinoylaminobenzyl)-5-(3-ethoxy-4-methoxyphenyl)-3,6-dihydro-1,3,4-

thiadiazin-2-one.

5. Use of a compound as defined in any one of claims 1 to 4 in the preparation

of a medicament for the treatment of neoplastic damage.

6. Use of a compound as defined in any one of claims 1 to 4 in the preparation

of a medicament for the treatment of pre-cancerogenic damage.

7. Use of a compound as defined in any one of claims 1 to 4 in the preparation

of a medicament for regulating apoptosis in human cells.

8. A method for the treatment of: inflammatory illnesses and autoimmune

diseases selected from the group consisting of tumours, tumour metastases, atherosclerosis,

rheumatoid arthritis, multiple sclerosis, diabetes mellitus, ulcerative colitis and AIDS in a

subject, said method comprising administration to the subject of a therapeutically effective

amount of a compound as defined in claim 1.

9. A method for the treatment of inflammatory illnesses and autoimmune

diseases selected from the group consisting of: tumours, tumour metastases,

atherosclerosis, rheumatoid arthritis, multiple sclerosis, diabetes mellitus, ulcerative colitis
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0 and AIDS in a subject, said method comprising administration to the subject of a

therapeutically effective amount of a compound as defined in claim 2.

A method for the treatment of inflammatory illnesses and autoimmune

Cc diseases selected from the group consisting of: tumours, tumour metastases,
0 0  5 atherosclerosis, rheumatoid arthritis, multiple sclerosis, diabetes mellitus, ulcerative colitis

Sand AIDS in a subject, said method comprising administration to the subject of a

therapeutically effective amount of a compound as defined in claim 3.

11. A method for the treatment of inflammatory illnesses and autoimmune

diseases selected from the group consisting of: tumours, tumour metastases,

atherosclerosis, rheumatoid arthritis, multiple sclerosis, diabetes mellitus, ulcerative colitis

and AIDS in a subject, said method comprising administration to the subject of a

therapeutically effective amount of a compound as defined in claim 4.

12. A method for the treatment of neoplastic damage in a subject said method

comprising administration to the subject of a therapeutically effective amount of a

compound as defined in any one of claims 1 to 4.

13. A method for the treatment of precancerogenic damage in a subject said

method comprising administration to the subject of a therapeutically effective amount of a

compound as defined in any one of claims 1 to 4.

14. A method for regulating apoptosis in human cells said method comprising

contacting said cells with an effective amount of a compound as defined in any one of

claims 1 to 4.
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