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WO 03/032993 Al

(54) Title: USE OF PIIOSPIIORODIESTERASE IV INIIIBITORS

(54) Bezeichnung: VERWENDUNG VON PHOSPHODIESTERASE IV - INHIBITOREN

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

(57) Zusammenfassung: Verwendung von Phosphodiesterase IV - Inhibitoren und/oder ihrer 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

In a first aspect, the present invention provides

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

5 in which
R' and R? are each, independently of one another, H or A,

R® and R* are each, independently of one another, -OH, -OR'O, -S-R'O, -SO-R'O,
-SOz-RlO, Hal, methylenedioxy, -NO;, -NH3, -NHR'? or -NR'°R’ ',

R’ is a phenyl radical which is unsubstituted or monosubstituted or disubstituted by
10 RS and/or R,

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

R® and R’ are each, independently of one another, -NH,, -NR®R’, -NHR",
-NR'’R'', -NO,, Hal, -CN, -OA, -COOH or -COOA,

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

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

-CONHj;, -CONHA, -CONA,;, -CO-COOCH, -CO-COOA, -CO-CONH,, -CO-CONHA or
-CO-CONA,,

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

and/or Cl atoms,

20 R' 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,
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and
Hal

PCT/EP02/10507

is F, Cl,Brorl,

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

<’ /__\ S \FO |

in which
R' and R?
R®and R*

R® and R’

R® and R®

QR

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

are each, independently of one another, -OH, -OR™,
S-R"™ -SO-R', -S0,-R"?, Hal, methylenedioxy, -NOz,
NH,, -NHR™ or -NR"R",

is a phenyl radical which is unsubstituted or monosubsti-
tuted or disubstituted by R® and/or R’,

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

are each, independently of one another, -NHz, NR®R®,
_NHR'®, -NR"R", -NO,, 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, -SOA, -CONHj,
-CONHA, -CONA,, -CO-COOH, -CO-COOA,
-CO-CONH,, -CO-CONHA or -CO-CONA.,

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 and R"" are each, independently of one another, A, cycloalkyl

and
Hal

having 3-7 carbon atoms, methylenecycloalkyl having 4-

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

isF, Cl,Brorl,

compounds of the formula |, disclosed in EP 0 763 534 A1,

3 R2
R
rR!
) X
_ |
N—N
\

in which

R' and R?
R® and R*

R® and R®

2
NH-CO-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 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,, Sor O,

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

are each, independently of one another, -OH, OR?,
-8-R® -SO-R®, -S0O,-R®, Hal, methylenedioxy, -NO2,
-NHz, -NHR® or -NR°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,
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A is alkyl having from 1 to 10 carbon atoms, which may be
substituted by from 1 to 5 F and/or Cl atoms, and
Hal is F, Cl, Brorl,

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

s R1 R2
R % S
R N—I,:ll

in which
R'and R?® are each, independently of one another, H or A,

R® is H, OA or O-CrHams1-0%n,

R* is -O-CrmHzms+1-0Xn,

X is F or Cl,

A is alkyl having 1-6 carbon atoms,

m is1,2,3,4,50r6, and

n is1,2,3,4,56,7,8,9,10, 11,12 0r 13,

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

1 R?
R~ R S
é\D——ZL >:o |
= N—N
R* ‘a-R°

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

in which
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f)

R®and R*

PCT/EP02/10507

are each, independently of one another, OH, OA, SA,
SOA, SO,A, Hal, methylenedioxy, cycloalkoxy having
3-7 carbon atoms or O-CHam+1xFk,

7N
is -NR®R or -N (CH,).,
N

where one CH, 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, Cl, Brorl,

is1,2,3,4,50r6,

is 3, 4,5 0r6,

is1,2,3,4,56,7,8,9,10, 11,12 or 13,

compounds of the formula |, disclosed in DE 196 04 388 A1,

3 R?
R
r]
. X
R —4 >:
N—N

in which
R' and R?
R®and R*

A and A’

O
\
Q
NH-CO-B

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

are each, independently of one another, -OH, OA, -S-A,
-SO-A, -SO,-A, Hal, methylenedioxy, -NO,, -NHz, -NHA
or -NAA/,

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® 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,
Xis CH; or S,

R’ is NH,, 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, groups may be replaced by NH, NA, S or O,
Halis F, Cl, Brorl,

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-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;

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

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

2-(4-methoxycarbonylaminobenzyl)-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-
tetrahydropyridazin-3-one;

b) compounds disclosed in EP 0 723 962 BI, seclected 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-aminobenzyl)-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-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-isonicotinoylaminobenzyl)-5-(3,4-dimethoxyphenyl)-3,6-dihydro-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-2,3,4,5-
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tetrahydropyridazin-3-one;

d) compounds disclosed in EP 0 539 806 BIl, selected from the group
consisting of:

5-(3-methoxy-4-difluoromethoxyphenyl)-6-ethyl-3,6-dihydro-1,3,4-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-dimethylaminoethyl-5-(3,4-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, sclected 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-diethylamino)propyl  N-[4-(3,6-dihydro-5-(3-ethoxy-4-methoxyphenyl)-2-
oxo-2H-1,3,4-thiadiazin-3-ylmethyl)phenyl]carbamate;

3-(N,N-diethylamino)propyl N-[4-(6-(3,4-dimethoxyphenyl)-3-0x0-2,3,4,5-
tetrhydropyridazin-2-ylmethyl)phenyl]carbamate;

3-(N,N-diethylamino)propy! N-{4-(6-(3-ethoxy-4-methoxyphenyl)-3-0x0-2,3,4,5-
tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;

N-[4-(6-(3-ethoxy-4-methoxyphenyl)-3-0x0-2,3,4,5-tetrahydropyridazin-2-
ylmethyl)phenyl]-2-(4-methylpiperazino)acetamide;

N-[4-(6-(3-cyclopentyloxy-4-methoxyphenyl)-3-0x0-2,3,4,5-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-
tetrahydropyridazin-3-one and

2-(4-ethoxycarbonylaminobenzyl)-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-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, sclected from the group
consisting of:

3-(4-nicotinoylaminobenzyl)-5-(3-cyclopentyloxy-4-methoxyphenyl)-3,6-dihydro-
1,3,4-thiadiazin-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 B1, 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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multiple sclerosis, diabetes mellitus, ulcerative colitis and AIDS.

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

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 [, 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 (N. 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, 51 2-523
(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 (S. Kasugai et al., M 681 and K. Miyamoto, M 682, in Abstracts of
the American Society for Bone and Mineral Research, 18" 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 analogdusly to
the methods of N. Sommer et al., Nature Medicine 1, 244-248 (1995) or L.
Sekut et al., Clin. Exp. Immunol. 100, 126-132 (1995).




2002338734 24 Oct 2007

10

15

20

25

PAWPDOCSWMDT\Specst1 2226241 doc-22/ 1072007

The action of PDE IV inhibitors in the treatment of tumours is described, for

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

neoplastic 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 |
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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Irregularities in apoptosis (cell death) play a part in the formation of

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,

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 1.

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 | and their physiologically acceptable salts
can be employed for combating diseases in which anAincrease 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.

Disclosed herein is the use of:

a) compounds, disclosed in EP 0 738 715 A2, selected from the
group consisting of _
2-(4-nitrobenzyl)-6-(3,4-d imethoxyphenyl)-2,3,4.5-tetrahydro- .
pyridazin-3-one, m.p. 126°;
2-(3-nitrobenzyl)-6-(3,4-dimethoxyphenyl)—2,3,4,5-tetrahydro-
pyridazin-3-one, m.p. 122°:
2-(2-nitrobenzyl)-6-(3,4-dimethoxyphenyl)~2,3,4,5-tetrahydro-
pyridazin-3-one;
2-(2,3-dinitrobenzyl)-S-(3,4-dimethoxyphenyl)-2,3,4,5-tetrahydro-
pyridazin-3-one;
2-(2,4-dinitrobenzyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-tetrahydro—
pyridazin-3-one;
2-(2-methoxybenzyl)-6—(3,4-dimethoxyphenyl)-Z,3,4,5-tetrahydro-
pyridazin-3-one;
2-(4-methoxybenzyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-tetrahydro-
pyridazin-3-one;
2-(2-chlorobenzyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-tetrahydro-
pyridazin-3-one;
2-(2,6-dichlorobenzyl)—6-(3,4-dimethoxyphenyl)-2,3,4,5-tetrahydro
pyridazin-3-one:
2-(4-cyanobenzyl)-G-(3,4-dimethoxyphenyl)-2,3,4,5-tetrahydro-

pyridazin-3-one;

2-(4-ca rboxybenzyl)-6-(3,4-d imethoxyphenyl)—2,3,4,5-tetrahydro-
pyridazin-3-one;
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2-(4-nitrobenzy|)-6-(3,4-dimethoxyphenyl)-5-ethy|-2,3,4,5-tetrahydro-
pyridazin-3-one;
2-(3-nitrobenzy|)-6-(3,4-dimethoxyphenyl)-5-ethy|-2,3,4,5-tetrahydro-
pyridazin-3-one;
2-(2-nitrobenzy|)-6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-tetrahyd ro-
pyridazin-3-one;
2-(2,3-dinitrobenzyl)-6-(3,4-dimethoxyphenyl )-5-ethyl-2,3,4,5-tetra-
hydropyridazin-3-one;
2-(2,4-dinitrobenzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-tetra-
hydropyridazin-3-one,
2-(2-methoxybenzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-tetra-
hydropyridazin-3-one;
2-(4-methoxybenzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-tetra-
hydropyridazin-3-one;
2-(2-chlorobenzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-tetra-
hydropyridazin-3-one;
2-(2,6-dichlorobenzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-tetra-
hydropyridazin-3-one;
2-(4-cyanobenzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-tetra-
hydropyridazin-3-one;
2-(4-carboxybenzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-tetra-
hydropyridazin-3-one;
2-(4-nitrobenzyl)-6-(3-methoxy-4-triflucromethoxyphenyl )-5-ethyl-
2,3,4 5-tetrahydropyridazin-3-one;
2-(4-nitrobenzyl)-6-(3-methoxy-4-difluoromethoxyphenyl)-5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-nitrobenzyl)-6-(3-methoxy-4-fluoromethoxyphenyl)-5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-nitrobenzyl)-6-(3-difluoromethoxy-4-methoxyphenyl)-5-ethyl-
2.3,4,5-tetrahydropyridazin-3-one;
2-(4-nitrobenzyl)-6-(3-trifluoromethoxy-4-methoxyphenyl)-5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;
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2-(4-nitrobenzy|)-6-(3-ﬂuoromethoxy-4-methoxyphenyI)-5-ethy|-
2.3,4 5-tetrahydropyridazin-3-one;
2-(4-nitrobenzyl)-6-(3-methoxy-4-ethoxyphenyl)-5-ethyl—2,3,4,5-tetra-
hydropyridazin-3-one;
2-(4-nitrobenzyl)—6-(3—ethoxy-4-methoxypheny|)-5-ethy|-2,3,4,5-tetra-
hydropyridazin-3-one;
2-(4-nitrobenzyl)-6-(3-hydroxy-4-methoxyphenyl)—5-ethy|-2,3,4,5-tetra-
hydropyridazin-3-one;
10 2-(4-nitrobenzy|)-6--(4-methy|su|fony|ypheny|)—5-ethy|-2,3,4,5-tetra-
hydropyridazin-3-one;
2-(4-nitrobenzyl)-6--(4-methyleneoxyphenyl)-5-ethyl-2,3,4,5-tetra-
hydropyridazin-3-one;
15 2-(4-nitrobenzyl)-6--(3-cyclopentyIoxy—4-methoxyphenyl)—5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-aminobenzyl)--6-(3,4-dimethoxyphenyl)—2,3,4,5-tetrahydro-
pyridazin-3-one, m.p. 184°;
2-(3-aminobenzyl)--6-(3,4-dimethoxyphenyl)—2,3,4,5-tetrahydro-
pyridazin-3-one, m.p. 140°;
2-(2-aminobenzyl)«6-(3,4-dimethoxyphenyl)-2,3,4,5-tetrahydro-
pyridazin-3-one;
2-(2,3-diaminobenzyl)—6-(3,4-dimethoxyphenyl)—2,3,4,5-tetrahydro-

20

25 pyridazin-3-one,
2-(2,4-diaminobenzyl)-6-(3,4—dimethoxyphenyl)-2,3,4,5-tetrahyd ro-
pyridazin-3-one;
2-(4-aminobenzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-tetra-
30 hydropyridazin-3-one;
2-(3-aminobenzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl_-2,3,4,5-tetra-
hydropyridazin-3-one, m.p. 49°;
2-(2-aminobenzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-tetra-
hydropyridazin-3-one;
2-(2,3-diaminobenz.yl)—6-(3,4—dimethoxyphenyl)—5-ethyl-2,3,4,5-tetra-
hydropyridazin-3-one;

35




WO 03/032993 PCT/EP02/10507
-14 -

2-(2,4-diaminobenz:yl)—6-(3,4-dimethoxyphenyl)—5-ethy|—2,3,4,5—tetra-
hydropyridazin-3-one;
2-(4-aminobenzyl)-6--(3-methoxy-4-trif|uoromethoxyphenyl)-5-ethy|-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-aminobenzyl)-6»(3-methoxy-4-difluoromethoxyphenyl)-5-ethy|-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-aminobenzyl)-6—(3-methoxy-4-f|uoromethoxyphenyl)—5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;
10 2-(4-aminobenzy|)-6--(3-diﬂuoromethoxy-4-methoxyphenyl)-5—ethyl-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-aminobenzy|)-6-(3-trif|uoromethoxy-4-methoxyphenyl)-5-ethy|-
2,3.4,5-tetrahydropyridazin-3-one;
15 2-(4-aminobenzyl)-6-(3-fluoromethoxy-4-methoxyphenyl)-5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-aminobenzy!)-6-(3-methoxy-4-ethoxyphenyl)-5-ethyl-2,3,4,5-
tetrahydropyridazin-3-one;
20 2-(4-aminobenzyl)-6-(3-ethoxy-4-methoxyphenyl)-5-ethyl-2,3,4,5-
tetrahydropyridazin-3-one;
2-(4-aminobenzyl)-6-(3-hydroxy-4-methoxyphenyl)-5-ethyl-2,3,4,5-
tetrahydropyridazin-3-one;
2-(4-aminobenzyl)-6-(4-methylsulfonylphenyl)-5-ethyl-2,3,4,5-tetra-
25 hydropyridazin-3-one;
| 2-(4-aminobenzyl)-6-(4-methyleneoxyphenyl)-5-ethyl-2,3,4,5-tetra-
hydropyridazin-3-one;
2-(4-aminobenzyl)-6-(3-cyclopentyloxy-4-methoxyphenyl)-5-ethyl-
30 2,3,4,5-tetrahydropyridazin-3-one;
2-(3-aminobenzyl)-6-(3-cyclopentyloxy-4-methoxyphenyl)-5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one, m.p. 109°;
2-(4-aminophenethyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-tetrahydro-
pyridazin-3-one;
2-(4-aminophenethyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-tetra-
hydropyridazin-3-one;

35
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2-(3-aminobenzyl)-6--(3-ethoxy-4-methoxyphenyl)—2,3,4,5-tetrahydro-
pyridazin-3-one, m.p. 112°;
2-(4-carboxybenzy|)-6-(3,4—dihydroxyphenyl)-5-ethyl-2,3,4,5-tetra-
hydrdpyridazin-3-one;
2-(4-butyry|aminobenzyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-tetrahydro-
pyridazin-3-one, m.p. 148°;
2-(4-acetamidobenzyl)-6-(3,4-dimethoxyphenyl)—2,3,4,5-tetrahydro-
pyridazin-3-one, m.p. 183°;
2-(4-triﬂuoroacetamidobenzyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-tetra-
hydropyridazin-3-one, m.p. 210°;
2-(4-methy|suIfonamidobenzyl)-6-(3,4-dimethoxypheny|)—2,3,4,5-tetra-
hydropyridazin-3-one, m.p. 138°;
2-(4—propionylaminobenzyl)-6-(3,4-dimethoxyphenyl)—2,3,4,5-tetra—
hydropyridazin-3-one, m.p. 176°;
2-(4-tert-butylcarbonylaminobenzyl)—6-(3,4-dimethoxyphenyl)-2,3,4,5-
tetrahydropyridazin-3-one, m.p. 155°%;
2-(4-isobutyry|aminobenzyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-tetra-
hydropyridazin-3-one;
2-(4-methoxycarbonylaminobenzyl)—6-(3,4-dimethoxypheny|)—2,3,4,5—
tetrahydropyridazin-3-one;
2-(4-piva|ylaminobenzyl)—6-(3,4-dimethoxyphenyl)—2,3,4,5-tetra-
hydropyridazin-3-one;
2-(4-cyc|opentylcarbamoylbenzyl)-6-(3,4-dimethoxyphenyl)—2,3,4,5-
tetrahydropyridazin-3-one;
2-(4-ethoxycarbonylaminobenzyl)-6-(3,4-dimethoxyphenyl)—2,3,4,5-
tetrahydropyridazin-3-one, m.p. 147°;
2-(4-methoxa|y|aminobenzyl)—6-(3,4-dimethoxyphenyl)-2,3,4,5-tetra-
hydropyridazin-3-one;
2-(4-ureidobenzyl)~-6-(3,4-dimethoxyphenyl)-2,3,4,5-tetrahydro-
pyridazin-3-one;
2-(4-pentanoy|aminobenzyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-tetra-
hydropyridazin-3-one;
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2-(4-hexanoylaminobenzyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-tetra-
hydropyridazin-3-one;
2-(4-pentaﬂuoropropionylaminobenzyl)-6-(3,4-dimethoxyphenyl)—
2,3,4,5-tetrahydropyridazin-3-one;
2-(4—acetamidobenzy|)-6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-tetra-
hydropyridazin-3-one;
2-(4-trif|uoroacetamidobenzyl)-6-(3,4-dimethoxyphenyl)—5-ethy|-
2,3,4,5-tetrahydropyridazin-3-one, m.p. 133°;
10 2-(4-methylsulfonamidobenzyl )-6-(3,4-dimethoxyphenyl)-5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-propiony|aminobenzyl)-6-(3,4-dimethoxypheny|)-5-ethyl—2,3,4,5-
tetrahydropyridazin-3-one, m.p. 81°;
15 2-(4-tert-butylcarbc)nylaminobenzyl)-6-(3,4-dimethoxyphenyl)-5-ethy|-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-butyry|aminobenzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5—
tetrahydropyridazin-3-one, m.p. 117°;
20 2-(4-isobutyry|aminobenzyl)-6-(3,4-dimethoxyphenyl)-5-ethy|-2,3,4,5-
tetrahydropyridazin-3-one;
2-(4-methoxycarbonylaminobenzyl)—6-(3,4-dimethoxyphenyl)-5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one, m.p. 144°;
2-(4-piva|y|aminobenzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-
25 tetrahydropyridazin-3-one;
2-(4-cyc|opentylcarbamoylbenzyl)-6-(3,4—dimethoxyphenyl)—S-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-ethoxycarbonylaminobenzyl)-6-(3,4-dimethoxyphenyl)—5-ethyl-
30 2.,3,4 5-tetrahydropyridazin-3-one, m.p.154°;
2-(4-methoxa|ylaminobenzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-ureidobenzyl)-G-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-tetra-
35 hydropyridazin-3-one;
2-(4-pentanoylaminobenzyl)-6-(3,4-dimethoxyphenyl)—5-ethyl-2,3,4,5-

tetrahydropyridazin-3-one;
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2-(4-hexanoyIaminobenzyI)—G-(3,4-dimethoxyphenyl)-5-ethy|-2,3,4,5-
tetrahydropyridazin-3-one;
2-(4-pentaﬂuoroprc»pionylaminobenzyl)-6-(3,4-dimethoxyphenyl)—5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-acetamidobenzyl)-6-(3-ethoxy-4-methoxyphenyl)-5-ethy|-2,3,4,5-
tetrahydropyridazin-3-one;
2-(4-triﬂuoroacetamidobenzyl)-6-(3-ethoxy-4-methoxyphenyl)-5-ethy|-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-methy|su|fonamidobenzyl)-6-(3-ethoxy-4-methoxypheny|)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-propionylaminobenzyl)-6-(3-ethoxy-4-methoxyphenyl)-5-ethy|-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-butyrylaminobenzyl)—6-(3-ethoxy—4-methoxyphenyl)-5-ethy|-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-isobutyry|aminobenzyl)-6-(3-ethoxy-4-methoxyphenyl)-5-ethy|-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-methoxycarbonylaminobenzyl)-6-(3-ethoxy-4-methoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pivalylaminobenzyl)—6-(3-ethoxy-4-methoxyphenyl)—5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-cyclopentylcarbamoylbenzyI)-6-(3—ethoxy-4-methoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-ethoxycarbonylaminobenzyl)-6-(3-ethoxy—4-methoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-methoxalylaminobenzyl)-6-(3-ethoxy-4- -methoxyphenyl)-5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one,
2-(4-ureidobenzy|)-6-(3-ethoxy-4-methoxyphenyl)-5-ethyl-2,3,4,5-
tetrahydropyridazin-3-one;
2-(4-pentanoylaminobenzyl)-6-(3-ethoxy-4-methoxyphenyl)-5-ethy|-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-hexanoylaminobenzyl)-6-(3-ethoxy-4-methoxyphenyl)—5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one,
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2-(4-pentaﬂuoropropionylaminobenzyl)-6-(3-ethoxy-4-methoxy-
phenyl)—5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-acetamidobenzyl)-6-(3-cyclopentyloxy-4-methoxyphenyI)-5-ethyI-
2.3.4 5-tetrahydropyridazin-3-one;
2—(4-triﬂuoroacetamidobenzyl)-6-(3-cyc|opentyloxy-4-methoxyphenyl)-
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one, m.p. 162°;
2-(4-methylsu|fonamidobenzyl)-6-(3-cyclopentyloxy-4-methoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-propionylaminobenzyl)-6-(3-cyclopentyloxy-4-methoxypheny|)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one, m.p. 69°;
2-(4-tert-buty|carbdnylaminobenzyl)-6-(3-cyclopentyloxy-4-methoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-butyry|aminobenzy|)-6-(3-cyc|opentyloxy-4-methoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-isobutyry|aminobenzyl)-6-(3-cyclopentyloxy-4-methoxyphenyI)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-methoxycarbonylaminobenzyl)-6-(3-cyc|opentyloxy-4-methoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pivalylaminobenzyl)-6-(3-cyc|opentyloxy-4-methoxyphenyl)—5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-cyc|opentylcarbamoylbenzyl)-6-(3-cyclopentyloxy-4-methoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-ethoxycarbonylaminobenzyl)-6-(3-cyclopentyloxy-4-methoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one, m.p. 73°%;
2-(4-methoxalylaminobenzyl)-6-(3-cyclopentyloxy-4-methoxypheny|)-
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-ureidobenzyl)-6-(3-cyclopentyloxy_-4-methoxyphenyI)-5-ethyI-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pentanoylaminobenzyl)-6-(3-cyc|opentyloxy-4-methoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-hexanoylaminobenzyl)-6-(3-cyclopentyloxy-4-methoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
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2-(4-pentaﬂuoropropionylaminobenzyl)-6-(3-cyc|openty|oxy—4-
methoxyphenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one; '
2-(4-acetamidophenethyl)-6-(3,4-dimethoxyphenyl)-5—ethyl-2,3,4,5-
tetrahydropyridazin-3-one;
2-(4-trif|uoroacetamidophenethyl)—6-(3,4-dimethoxyphenyl)-5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-methylsuIfonamidophenethyl)—G-(3,4-dimethoxyphenyl)-S-ethyI-
2,3,4,5-tetrahydropyridazin-3-one;
10 2-(4-propionylaminophenethyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-butyrylaminophenethyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-
tetrahydropyridazin-3-one;
15 2-(4-isobutyrylaminophenethyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-methoxycarbonylaminophenethyl)-6-(3,4-dimethoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
20 2-(4-pivalylaminophenethyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-
tetrahydropyridazin-3-one;
2-(4-cyclopentylcarbamoylphenethyl)-6-(3,4-dimethoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-ethoxycarbonylaminophenethyl)-6-(3,4-dimethoxyphenyl)-5-
25 ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-methoxalylaminophenethyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-ureidophenethyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-tetra-
30 hydropyridazin-3-one;
2-(4-pentanoylaminophenethyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-hexanoylaminophenethyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-
35 2,3,4,5-tetrahydropyridazin-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)-6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-tetra-
hydropyridazin-3-one;
2-(3-triﬂuoroacetamidobenzyl)-6-(3,4-dimethoxyphenyl)-5-ethy|-
2,3.4,5-tetrahydropyridazin-3-one, m.p. 142°;
2-(3-methylsulfonamidobenzyl)—6-(3,4-dimethoxyphenyl)—5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;,
2-(3-propionylaminobenzyl)—6-(3,4-dimethoxyphenyl)-5-ethy|-2,3,4,5-
tetrahydropyridazin-3-one, m.p. 126°;
10 2-(3-butyrylaminobenzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-
tetrahydropyridazin-3-one;
2-(3-isobutyry|aminobenzyl)—6—(3,4-dimethoxyphenyl)—5-ethyl-2,3,4,5-
tetrahydropyridazin-3-one;
15 2-(3-methoxycarbonylaminobenzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;
2-(3-pivalylaminobenzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-
tetrahydropyridazin-3-one;
20 2-(3-cyclopentylcarbamoylbenzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;
2-(3-ethoxycarbonylaminobenzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one, m.p. 54°,
2-(3-methoxalylaminobenzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-
25 23,4 5-tetrahydropyridazin-3-one;
2-(3-ureidobenzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-tetra-
hydropyridazin-3-one,
2-(3-pentanoylaminobenzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-
30 tetrahydropyridazin-3-one;
2-(3-hexanoylaminobenzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-
tetrahydropyridazin-3-one;
2-(3-pentafluoropropionylaminobenzyl)-6-(3,4-dimethoxyphenyl)-5-
35 ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-acetamidobenzyl)-6-(3-fluoromethoxy-4-methoxyphenyl)-5-ethyl-
2.3,4,5-tetrahydropyridazin-3-one;
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2-(4-trifluoroacetamidobenzyl)-6-(3-ﬂuoromethoxy—4-methoxyphenyl)-
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-methy|suIfonamidobenzyl)-6-(3-fluoromethoxy-4-methoxy—
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-propionylaminobenzyl)-6-(3-f|uoromethoxy-4-methoxypheny|)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-butyry|aminobenzyl)-6-(3-f|uoromethoxy-4-methoxypheny|)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-isobutyry|aminobenzyl)-6-(3-f|uoromethoxy—4-methoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-methoxycarbonylaminobenzyl)-6-(3-fluoromethoxy-4-methoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pivalylaminobenzyl)-6-(3-fluoromethoxy-4-methoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-cyclopentylcarbamoylbenzyl)-6-(3-fluoromethoxy-4-methoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-ethoxycarbonylaminobenzyl)-6-(3-fluoromethoxy-4-methoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-methoxalylaminobenzyl)-6-(3-fluoromethoxy-4-methoxyphenyl)-
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-ureidobenzyl)-6-(3-fluoromethoxy-4-methoxyphenyl)-5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pentanoylaminobenzyl)-6-(3-fluoromethoxy-4-methoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-hexanoylaminobenzyl)-6-(3-fluoromethoxy-4-methoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pentafluoropropionylaminobenzyl)-6-(3-fluoromethoxy-4-
methoxyphenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-acetamidobenzyi)-6-(3-difluoromethoxy-4-methoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-trifluoroacetamidobenzyl)-6-(3-difluoromethoxy-4-methoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one; |
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2-(4-methy|sulfonamidobenzyl)—6-(3-difIuoromethoxy-4-methoxy—
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-propionylaminobenzyl)-6-(3-difIuoromethoxy-4-methoxyphenyl)-
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-butyry|aminobenzy|)-6-(3-difIuoromethoxy-4-methoxypheny|)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-isobutyrylaminobenzyl)-6-(3-d ifluoromethoxy-4-methoxyphenyl)-
5-ethyl-2,3,4,5-tetrahyd ropyridazin-3-one;
2-(4-methoxycarbonylaminobenzyl)-6-(3-difIuoromethoxy-4-methoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one,
2-(4-pivalylaminobenzyl)-6-(3-diﬂuoromethoxy-4-methoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-cyc|opentylcarbamoylbenzyl)-6-(3-difluoromethoxy-4-methoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-ethoxycarbonylaminobenzyl)-6-(3-dif|uoromethoxy-4-methoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-methoxalylaminobenzyl)-6-(3-difluoromethoxy-4-methoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-ureidobenzy|)-6-(3-diﬂuoromethoxy-4-methoxyphenyl)-5-ethy|-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pentanoylaminobenzyl)-6-(3-diﬂuoromethoxy-4-methoxyphenyl)-
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-hexanoylaminobenzyl)-6-(3-diﬂuoromethoxy-4—methoxyphenyl)—
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pentafluoropropionylaminobenzyl)—6-(3-diﬂuoromethoxy-4-
methoxyphenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-acetamidobenzyl)-6-(3-triﬂuoromethoxy-4-methoxyphenyI)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-trifluoroacetamidobenzyl)-6-(3-trifluoromethoxy-4-methoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-methylsuIfonamidobenzyl)-6-(3-trif|uoromethoxy-4-methoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
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2-(4-propiony|aminobenzyl)-6-(3-triﬂuoromethoxy-4-methoxyphenyl)-
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-butyry|aminobenzyl)-6-(3-trifluoromethoxy-4-methoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-isobutyry|aminobenzyl)-6-(3-triﬂuoromethoxy—4-methoxypheny|)—
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-methoxycarbonylaminobenzyl)-6-(3-trif|uoromethoxy—4-methoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pivaly|aminobenzyl)-6-(3-triﬂuoromethoxy-4-methoxypheny|)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-cyclopenty|carbamoylbenzyl)-6-(3-trif|uoromethoxy-4-methoxy—
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-ethoxycarbonylaminobenzyl)-6-(3-trif|uoromethoxy—4-methoxy—
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-methoxalylaminobenzyl)-6-(3-trifluoromethoxy-4-methoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-ureidobenzyl)--6-(3-trif|uoromethoxy-4-methoxypheny| )-5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pentanoylaminobenzyl)-6—(3-trifluoromethoxy-4-methoxyphenyl)-
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-hexanoylaminobenzyl)-6-(3-triﬂuoromethoxy-4-methoxyphenyl)-
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pentaﬂuoropropiony|aminobenzyl)-6-(3-trif|uoromethoxy-4-
methoxyphenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one.
2-(4-acetamidobenzyl)-6-(3-methoxy-4-f|uoromethoxyphenyl)-5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-triﬂuoroacetamidobenzyl)-6-(3-methoxy-4-ﬂuoromethoxyphenyl)—
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-methylsulfonamidobenzyl)-6-(3-methoxy-4-fluoromethoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-propionylaminobenzyl)-6-(3-methoxy—4-fluoromethoxyphenyl)—5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
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2-(4-butyrylaminobenzy|)-6-(3-methoxy-4-f|uoromethoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-isobutyrylaminobenzyl)-6-(3-methoxy—4-f|uoromethoxyphenyl)-5-
ethyl-2,3,4, 5-tetrahydropyridazin-3-one;
2-(4-methoxycarbon‘ylaminobenzyl)-6-(3-methoxy-4-f|uoromethoxy—
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pivaIylaminobenzyl)-6-(3-methoxy-4-f|uoromethoxyphenyl)—5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-cyclopentylcarbamoylbenzyl)-6-(3-methoxy-4-ﬂuoromethoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-ethoxycarbonylaminobenzyl)-6-(3-methoxy-4-fluoromethoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-methoxalylaminobenzyl)-6-(3-methoxy-4-fluoromethoxyphenyl)-
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-ureidobenzyl)-6-(3-methoxy-4-fluoromethoxyphenyl)-5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pentanoylaminobenzyl)-6-(3-methoxy-4-fluoromethoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-hexanoylaminobenzyl)-6-(3-methoxy-4-fluoromethoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pentafluoropropionylaminobenzyl)-6-(3-methoxy-4-fluoro-
methoxyphenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-acetamidobenzyl)-6-(3-methoxy-4-difluoromethoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-trifluoroacetamidobenzyl)-6-(3-methoxy-4-difluoromethoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-methylsulfonamidobenzyl)-6-(3-methoxy-4-difluoromethoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-propionylaminobenzy!)-6-(3-methoxy-4-difluoromethoxyphenyl)-
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-butyrylaminobenzyl)-6-(3-methoxy-4-difluoromethoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
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2-(4-isobutyrylaminobenzyl)—6-(3-methoxy—4-diﬂuoromethoxyphenyl)-
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-methoxycarbonylaminobenzyl)-6-(3-methoxy-4-diﬂuoromethoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pivalylaminobenzyl)-6-(3-methoxy-4-diquoromethoxyphenyl)-S-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-cyclopentylcarbamoylbenzyl)-6-(3-methoxy—4-difluoromethoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-ethoxycarbonylaminobenzyl)-6-(3-methoxy-4-difluoromethoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-methoxalylaminobenzyl)-6-(3-methoxy-4-difluoromethoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-u reidobenzyl)-6-(3-methoxy-4-difluoromethoxyphenyl)-5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pentanoylaminobenzyl )-6-(3-methoxy-4-difluoromethoxyphenyl)-
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-hexanoylaminobenzyl)-6-(3-methoxy-4-diﬂuoromethoxyphenyl)—
5-ethyl-2.,3,4,5-tetrahyd ropyridazin-3-one; |
2-(4-pentafluoropropionylaminobenzyl)-6-(3-methoxy-4-difluoro-
methoxyphenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-acetamidobenzyl)-6-(3-methoxy—4-trifluoromethoxyphenyl)—5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-trifluoroacetamidobenzyl)-6-(3-methoxy-4-trifluoromethoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-methylsulfonamidobenzyl)-6-(3-methoxy-4-trifluoromethoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-propionylaminobenzyl)-6-(3-methoxy-4-trifluoromethoxyphenyl)-
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-butyry|aminobenzyl)-6-(3-methoxy—4-trif|uoromethoxyphenyl)-S-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-isobutyry|aminobenzyl)-6-(3-methoxy—4-trif|uoromethoxyphenyl)-
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
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2-(4-methoxycarb01nylaminobenzyl)-6-(3-methoxy-4-trif|uoromethoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-piva|ylaminobenzyl)-6-(3-methoxy—4-triﬂuoromethoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2—(4-cyc|opentylcarbamoylbenzyl)-6-(3-methoxy-4-trif|uoromethoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-ethoxycarbony|aminobenzyl)-6-(3-methoxy-4-triﬂuoromethoxy—
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-methoxalylaminobenzyl)-6-(3-methoxy-4-trifluoromethoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-ureidobenzyl)-6-(3-methoxy-4-trifluoromethoxyphenyl)-5-ethyl-
2,3,4, 5-tetrahydropyridazin-3-one;
2-(4-pentanoylaminobenzyl)-6-(3-methoxy-4-trif|uoromethoxyphenyl)-
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-hexanoylaminobenzyl)-6-(3-methoxy-4-trifluoromethoxyphenyl)-
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pentafluoropropionylaminobenzyl)-6-(3-methoxy-4-trifluoro-
methoxyphenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-acetamidobenzyl)-6-(3-ethoxy-4-methoxyphenyl)-2,3,4,5-tetra-
hydropyridazin-3-one, m.p. 170°,
2-(4-trifluoroacetamidobenzyl)-6-(3-ethoxy-4-methoxyphenyl)-2,3,4,5-
tetrahydropyridazin-3-one;
2-(4-methylsulfonamidobenzyl)-6-(3-ethoxy-4-methoxyphenyl)-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-propionylaminobenzyl)-6-(3-ethoxy-4-methoxyphenyl)-2,3,4,5-
tetrahydropyridazin-3-one;
2-(4-butyrylaminobenzyl)-6-(3-ethoxy-4-methoxyphenyl)-2,3,4,5-tetra-
hydropyridazin-3-one;
2-(4-isobutyrylaminobenzyl)-6-(3-ethoxy-4-methoxyphenyl)-2,3,4,5-
tetrahydropyridazin-3-one;
2-(4-methoxycarbonylaminobenzyl)-6-(3-ethoxy-4-methoxyphenyl)-
2,3,4,5-tetrahydropyridazin-3-one;
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2-(4-pivaIylaminobenzyl)-6-(3—ethoxy-4-methoxyphenyl)-2,3,4,5-tetra-
hydropyridazin-3-one;
2-(4-cyclopentylcarbamoylbenzyl)-6-(3-ethoxy—4-methoxyphenyl)-
2,3,4,5-tetrahydropyridazin-3-one;
2—(4—ethoxycarbonylaminobenzyl)-6-(3-ethoxy-4-methoxyphenyl)-
2,3,4 5-tetrahydropyridazin-3-one, m.p. 128°;
2-(4-methoxalylaminobenzyl)-6-(3-ethoxy-4-methoxyphenyl)-2,3,4,5-
tetrahydropyridazin-3-one; '
10 2-(4-ureidobenzyl)-6-(3-ethoxy-4-methoxyphenyl)-2,3,4,5-tetra-
hydropyridazin-3-one;
2-(4-pentanoylaminobenzyl)-6-(3-ethoxy-4-methoxyphenyl)-2,3,4,5-
tetrahydropyridazin-3-one;
15 2-(4-hexanoylaminobenzyl)-6-(3-ethoxy-4-methoxyphenyl)-2,3,4,5-
tetrahydropyridazin-3-one;
2-(4-pentafluoropropionylaminobenzyl)-6-(3-ethoxy-4-methoxy-
phenyl)- 2,3,4,5-tetrahydropyridazin-3-one;
20 2-(4-acetamidobenzyl)-6-(3-cyclopentyloxy-4-methoxyphenyl)-2,3,4,5-
tetrahydropyridazin-3-one;
2-(4-trif|uoroacetamidobenzyl)-6-(3-cyc|opentyloxy-4-methoxyphenyl)-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-methylsulfonamidobenzyl)-6-(3-cyclopentyloxy-4-methoxy-
25 phenyl)-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-propionylaminobenzyl)-6-(3-cyclopentyloxy-4-methoxyphenyl)-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-tert-butylcarbonylaminobenzyl)-6-(3-cyclopentyloxy-4-methoxy-
30 phenyl)-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-butyrylaminobenzyl)-6-(3-cyclopentyloxy-4-methoxyphenyl)-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-isobutyrylaminobenzyl)-6-(3-cyclopentyloxy-4-methoxyphenyt)-
35 2,3,4,5-tetrahydropyridazin-3-one;
2-(4-methoxycarbonylaminobenzyl)-6-(3-cyclopentyloxy-4-methoxy-
phenyl)-2,3,4,5-tetrahydropyridazin-3-one;
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2-(4-piva|ylaminobenzyl)-6-(3-cyc|opentyloxy-4-methoxyphenyl)-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-cyclopentylcarbamoylbenzyl)-6-(3-cyclopentyloxy-4-methoxy-
phenyl)-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-ethoxycarbonylaminobenzyl)—6-(3-cyclopentyloxy-4-methoxy-
phenyl)-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-methoxa|y|aminobenzyl)-6-(3-cyclopentyloxy-4-methoxypheny|)-
2,3,4 5-tetrahydropyridazin-3-one;
10 2-(4-ureidobenzyl)-6-(3-cyc|opentyloxy-4-methoxyphenyl)-2,3,4,5-
tetrahydropyridazin-3-one;
2-(4-pentanoylaminc>benzy|)-6-(3-cyclopentyloxy-4-methoxyphenyl)-
2,3,4,5-tetrahydropyridazin-3-one;
15 2-(4-hexanoylamino benzyl)-6-(3-cyclopentyloxy-4-methoxyphenyl)-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pentaf|uoropropionylaminobenzyl)-6-(3-cyclopentyloxy-4-
methoxyphenyl)-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-acetamidophenethyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-tetra-
hydropyridazin-3-one;

20

2-(4-trifluoroacetamidophenethyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-
tetrahydropyridazin-3-one;
2-(4-methylsulfona midophenethyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-
25 tetrahydropyridazin-3-one;
2-(4-propionylaminophenethyl)-6-(3,4-dimethoxyphenyl)—2,3,4,5—tetra—

hydropyridazin-3-one;
2-(4-butyrylaminophenethyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-tetra-
30 hydropyridazin-3-one;
2-(4-isobutyrylaminophenethyl)-6-(3,4-dimethoxyphenyl)—2,3,4,5-tetra-
hydropyridazin-3-one;
2-(4-methoxycarbony|aminophenethyl)-6-(3,4-dimethoxyphenyl)—
35 2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pivalylaminophenethyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-tetra-

hydropyridazin-3-one;
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2-(4-cyclopentylcarbamoylphenethyl)-6-(3,4-dimethoxyphenyl)-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-ethoxycarbony|aminophenethyl)-6-(3,4-dimethoxyphenyl)—
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-methoxa|y|aminophenethyl)—6-(3,4-dimethoxyphenyl)—2,3,4,5-
tetrahydropyridazin-3-one;
2-(4-ureidophenethy|)-6-(3,4-dimethoxyphenyl)-2,3,4,5-tetrahydro-
pyridazin-3-one;
10 2-(4-pentanoylaminophenethyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-
tetrahydropyridazin-3-one;
2-(4-hexanoylaminophenethyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-tetra-
hydropyridazin-3-one;
15 2-(4-pentafluoroprc)pionylaminophenethyl)-6-(3,4-dimethoxyphenyl)—
2,3,4,5-tetrahydropyridazin-3-one;
2-(3-acetamidobenz.yl)—6-(3,4-dimethoxyphenyl)—2,3,4,5-tetrahydro-
pyridazin-3-one, m.p. 105°%,
2-(3-trifluoroacetamidobenzyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-tetra-
20 hydropyridazin-3-one, m.p. 136°;
2-(3-methylsulfonamidobenzyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-tetra-
hydropyridazin-3-one, m.p. 1777,
2-(3-propionylaminobenzyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-tetra-
25 hydropyridazin-3-one, m.p. 152°;
2-(3-tert-butylcarbonylaminobenzyl)-6-(3,4-dimethoxyphenyl)—2,3,4,5-

tetrahydropyridazin-3-one;

2-(3-butyrylaminobenzyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-tetrahydro-
30 pyridazin-3-one;
2-(3-isobutyrylaminobenzyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-tetra-
hydropyridazin-3-one, |
2-(3-methoxycarbony|aminobenzyl)-6-(3,4-dimethoxyphenyl)—2,3,4,5-
tetrahydropyridazin-3-one; |
35 2-(3-pivalylaminobenzyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-tetrahydro-

pyridazin-3-one;
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2-(3-cyclopentylcarbamoylbenzyl)—6-(3,4-dimethoxypheny|)-2,3,4,5-
tetrahydropyridazin-3-one;
2-(3-ethoxycarbonylaminobenzyl)-6-(3,4-dimethoxyphenyl)—2,3,4,5-
tetrahydropyridazin-3-one, m.p. 179°;
2—(3-methoxa|ylaminobenzyl)-6-(3,4-dimethoxyphenyl)—Z,3,4,5—tetra-
hydropyridazin-3-one;
2-(3-ureidobenzyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-tetrahydro-
pyridazin-3-one; '
2-(3-pentanoylaminobenzyl)-6-(3,4-dimethoxyphenyl)—2,3,4,5-tetra-
hydropyridazin-3-one;
2-(3-hexanoylaminobenzyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-tetra-
hydropyridazin-3-one;
2-(3-pentaﬂuoropropionylaminobenzyl)-6-(3,4-dimethoxyphenyl)-
2,3,4,5-tetrahydropyridazin-3-one;
2-(3-acetamidobenzyl)-6-(3-cyc|opentyloxy-4-methoxyphenyl)-5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;
2-(3-trifluoroacetarnidobenzyl)-6-(3-cyclopentyloxy-4-methoxypheny|)-
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one, m.p. 70°;
2-(3-methylsuIfona.midobenzyl)-6-(3-cyclopentyloxy—4-methoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(3-propionylaminobenzyl)-6-(3-cyclopentyloxy-4-methoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one, m.p. 113°;
2-(3-tert-butylcarbonylaminobenzyl)-6-(3-cyc|opentonxy—4—methoxy—
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(3-Ybutyrylaminobenzyl)-6-(3-cyc|opentyloxy-4-methoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(3-isobutyry|aminobenzyl)-6-(3-cyc|opentyloxy-4-methoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(3-methoxycarbonylaminobenzyl)-6-(3-cyclopentyloxy-4-methoxy-
phenyl)—5¥ethyl-2,3,4,5-tetrahydropyridazin—3-one;
2-(3-piva|y|aminobenzyl)-6-(3-cyc|opentyloxy-4-methoxyphenyI)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
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2-(3-cyclopentylcar|bamoyIbenzyl)-6-(3-cyclopentyloxy-4-methoxy—
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(3-ethoxycarbony|aminobenzyl)-6-(3-cyclopentyloxy—4-methoxy-
phenyl)—5-ethyl-2,3,4,5-tetrahydropyridazin-3-one, m.p. 1537
2-(3-methoxaIylaminobenzyl)-6-(3-cyclopentyloxy-4-methoxyphenyl)-
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(3-ureidobenzyl)-6-(3-cyclopentonxy-4-methoxyphenyI)-5-ethy|-
2,3,4,5-tetrahydropyridazin-3-one;
2-(3-pentanoylaminobenzyl)-6-(3-cyc|opentonxy-4—methoxyphenyI)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(3-hexanoy|aminobenzyl)-6-(3-cyclopentyloxy-4-methoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(3-pentafluoropropionylaminobenzyl)-6-(3-cyclopentyloxy-4-
methoxyphenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-nitrobenzyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-tetrahydro-
pyridazin-3-one, m.p. 126°;
2-(4-nitropheny|)-6--(3,4-dimethoxyphenyl)—2,3,4,5—tetrahydro-

pyridazin-3-one,

b) compounds, disclosed in EP 0 763 534, selected from the group
consisting of
2-(4-nicotinoylaminobenzyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-tetra-
hydropyridazin-3-one;
2-(3-nicotinoylaminobenzyl)-6-(3,4-dimethoxyphenyl)—2,3,4,5-tetra-
hydropyridazin-3-one,
2-(2-nicotinoylaminobenzyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-tetra-
hydropyridazin-3-one,
2-(4-nicotinoylaminobenzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-
tetrahydropyridazin-3-one;
2-(3-nicotinoylaminobenzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-
tetrahydropyridazin-3-one;
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2-(2-nicotinoylaminobenzyl)-6-(3,4-dimethoxypheny|)-5-ethyl-2,3,4,5-
tetrahydropyridazin-3-one;
2-(4-nicotinoy|aminobenzyl)-6-(3-methoxy-4-trif|uoromethoxyphenyl)-
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-nicotinoylaminobenzyl)-6-(3-methoxy-4-d_if|uoromethoxyphenyl)-
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-nicotinoylaino--benzyl)-6-(3-methoxy-4-ﬂuoromethoxyphenyl)—5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-nicotinoylaminobenzyl)-6-(3-difIuoromethoxy-4-methoxyphenyl)-
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-nicotinoylaminobenzyl)-6-(3-triﬂuoromethoxy-4—methoxypheny|)-
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-nicotinoylaminobenzyl)-6-(3-ﬂuoromethoxy—4-methoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-nicotinoy|aminobenzyl)-6-(3-methoxy-4-ethoxyphenyl)-5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;,
2-(4-nicotinoylaminobenzyl)-6-(3-ethoxy-4-methoxyphenyl)-5-ethy|-
2,3,4,5-tetrahydropyridazin-3-one; '
2-(4-nicotinoylaminobenzyl)-6-(3-hyd roxy-4-methoxyphenyl)-5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-nicotinoylaminobenzyl)-6-(4-methylsulfonylphenyl)-5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-nicotinoylaminobenzyl)-6-(4-methyleneoxyphenyl)—5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-nicotinoylaminobenzyl)-6-(3-cyclopentyloxy-4-methoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(3-nicotinoylaminobenzyl)-6-(3-cyclopentyloxy-4-methoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-nicotinoylaminophenethyl)—6-(3,4-dimethoxyphenyl)—2,3,4,5-tetra-
hydropyridazin-3-one;
2-(4-nicotinoylaminophenethyl)-6-(3,4-dimethoxyphenyl )-5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;
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3-(4-nicotinoylaminobenzyl)-5-(3,4-dimethoxyphenyl)-3,6-dihydro-
1,3,4-thiadiazin-2-one;
3-(3-nicotinoylaminobenzyl)-5-(3,4-dimethoxyphenyl)-3,6-dihydro-
1,3,4-thiadiazin-2-ong;
3-(2-nicotinoylaminobenzyl)-5-(3,4-dimethoxyphenyl)-3,6-dihydro-
1,3,4-thiadiazin-2-one;
3-(4-nicotinoylaminobenzyl)—5-(3,4-dimethoxyphenyl)-6-ethy|-3,6-
dihydro-1,3,4-thiadiazin-2-one;
3-(3-nicotinoylaminobenzyl)-5-(3,4-dimethoxyphenyl)-6-ethy|-3,6-
dihydro-1,3,4-thiadiazin-2-one,
3-(2-nicotinoylaminobenzyl)-5-(3,4-dimethoxyphenyl)-6-ethyl-3,6-
dihydro-1,3,4-thiadiazin-2-one;
3-(4-nicotinoylaminobenzyl)-5-(3-methoxy-4-triﬂuoromethoxyphenyl)—
6-ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(4-nicotinoylaminobenzyl)-5—(3-methoxy—4-difluoromethoxyphenyl)-
6-ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(4-nicotinoylaminobenzyl)-5-(3-methoxy-4-f|uoromethoxyphenyl)—6-
ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(4-nicotinoylaminobenzyl)-5-(3-difIuoromethoxy—4-methoxyphenyl)-
6-ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(4-nicotinoylaminobenzyl)—5—(3-triﬂuoromethoxy-4-methoxyphenyI)-
6-ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(4-nicotinoylaminobenzyl)—5-(3-ﬂuoromethoxy-4-methoxyphenyl)—6-
ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(4-nicotinoylaminc)benzyl)-5-(3-methoxy-4-ethoxyphenyl)-6-ethy|-
3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(4-nicotinoylaminc)benzyl)—5-(3-ethoxy-4-methoxyphenyl)-6-ethyl-
3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(4-nicotinoylaminobenzyl)-5-(3-hydroxy-4-methoxyphenyl)-6-ethyl-
3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(4-nicotinoylaminobenzyl)-5-(4-methylsulfonylphenyl)-6-ethyl-3,6-
dihydro-1,3,4-thiadiazin-2-one;
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3-(4-nicotinoylaminobenzyl)-5-(4-methyleneoxyphenyl)-6-ethyl-3,6-
dihydro-1,3,4-thiadiazin-2-one;
3-(4-nicotinoylaminobenzyl)-5-(3-cyclopentyloxy—4-methoxyphenyl)-6-
ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(3-nicotinoylaminobenzyl)-5-(3-cyc|opentyloxy-4-methoxypheny|)-6-
ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(4-nicotinoylamino-phenethyl)—5-(3,4-dimethoxyphenyl)-3,6-dihydro-
1,3,4-thiadiazin-2-one;
3-(4-nicotinoylaminophenethyl)-S-(3,4-dimethoxyphenyl)-6-ethyl-3,6-
dihydro-1,3,4-thiadiazin-2-one;
3-(4-nicotinoy|aminobenzyl)-5-(3,4-dimethoxyphenyl)-3,6-dihydro-
1,3,4-oxadiazin-2-one;
3-(3-nicotinoylaminobenzyl)-5—(3,4-dimethoxyphenyl)-3,6-dihydro-
1,3,4-oxadiazin-2-one;
3-(2-nicotinoylaminobenzyl)-5-(3,4-dimethoxyphenyl)-3,6-dihydro-
1,3,4-oxadiazin-2-one,
3-(4-nicotinoylaminobenzyl)—5-(3,4-dimethoxyphenyl)-6-ethyl-3,6-
dihydro-1,3,4-oxadiazin-2-one;
3-(3-nicotinoylaminobenzyl)—5-(3,4-dimethoxyphenyl)-6-ethy|-3,6-
dihydro-1,3,4-oxadiazin-2-one;
3-(2-nicotinoylaminobenzyl)-5-(3,4-dimethoxyphenyI)—6-ethyI-3,6-
dihydro-1,3,4-oxadiazin-2-one; ,
3-(4-nicotinoy|aminobenzyl)-5-(3-methoxy-4—trif|uoromethoxyphenyl)-
6-ethyl-3,6-dihydro-1,3,4-oxadiazin-2-one
3-(4-nicotinoylaminobenzyl)-5-(3-methoxy—4-diquoromethoxyphenyl)-
6-ethyl-3,6-dihydro-1,3,4-oxadiazin-2-one
3-(4-nicotinoylaminobenzyl)—5—(3-methoxy—4-f|uoromethoxyphenyl)-6-
ethyl-3,6-dihydro-1,3,4-oxadiazin-2-one;
3-(4-nicotinoylaminobenzyl)—5-(3-difluoromethoxy-4-methoxyphenyI)-
6-ethyl-3,6-dihydro-1,3,4-oxadiazin-2-one;
3-(4-nicotinoylaminobenzyl)—5-(3-triﬂuoromethoxy-4-methoxypheny|)-
6-ethyl-3,6-dihydro-1,3,4-oxadiazin-2-one;
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3-(4-nicotinoylaminobenzyl)-5-(3-ﬂuoromethoxy-4-methoxyphenyl)—G-
ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-nicotinoylaminobenzyl)-5-(3-methoxy-4-ethoxypheny|)-6-ethy|-
3,6-dihydro-1,3,4-oxadiazin-2-one,
3-(4—nicotinoyIaminobenzyl)-5-(3-ethoxy-4-methoxypheny|)-6-ethy|-
3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-nicotinoylaminobenzyl)-5-(3-hyd roxy-4-methoxyphenyl)-6-ethyl-
3,6-dihydro-1,3,4-oxadiazin-2-one;
10 3-(4-nicotinoylaminobenzyl)-5-(4-methylsu|fony|phenyl)-6-ethyl-3,6-
dihydro-1,3,4-oxadiazin-2-one;
3-(4-nicotinoylaminobenzyl)-5-(4-methyleneoxyphenyl)-6-ethyl-3,6-

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

15 3-(4-nicotinoylaminobenzyl )-5-(3-cyc|opentyloxy-4-methoxyphenyl)-6-
ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;

3-(3-nicotinoylaminobenzyl)-5-(3-cyc|opentyloxy-4-methoxyphenyl)-6-
ethyl-3,6-dihydro-1,3,4-oxadiazin-2-one;
20 3-(4-nicotinoylamino-phenethyl)-5-(3,4-dimethoxyphenyl)—3,6-dihydro-
1,3,4-oxadiazin-2-one;
3-(4-nicotinoylamino-phenethyl)-5-(3,4-dimethoxyphenyl)—6-ethyl-3,6-
dihydro-1,3,4-oxadiazin-2-one;

2-(4-isonicotinoylaminobenzyl)-6-(3,4-dimethoxypheny|)—2,3,4_,5-tetra-

25 hydropyridazin-3-one;
2-(3-isonicotinoylaminobenzyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-tetra-
hydropyridazin-3-one;
2-(2-isonicotinoylaminobenzyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5-tetra-
30 hydropyridazin-3-one;
2-(4-isonicotinoylaminobenzyl)—6-(3,4-dimethoxyphenyl)—5-ethyl-
2.3,4,5-tetrahydropyridazin-3-one;
2-(3-isonicotinoylaminobenzyl)-6-(3,4-dimethoxyphenyl)—5-ethyl-
35 2.3,4,5-tetrahydropyridazin-3-one;
2-(2-isonicotinoylaminobenzyl)-6-(3,4-dimethoxypheny|)-5-ethyl-
2.3,4,5-tetrahydropyridazin-3-one;
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2-(4-isonicotinoylaminobenzyl)-6—(3-methoxy-4-trifluoromethoxy—
phenyl)—5-ethy|-2,3,4,5-tetr'ahydropyridazin-3-one;
2-(4-isonicotinoylaminobenzyl)-6-(3-methoxy-4-dif|uoromethoxy-
phenyl)—5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-isonicotinoylamilnobenzyl)-6-(3-methoxy—4-f|uoromethoxyphenyl)-
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-isonicotinoylaminobenzyl)-6-(3-difIuoromethoxy-4-methoxy—
phenyl)—5-ethyl-2,3,4,5-tet‘rahydropyridazin-3-one;
10 2-(4-isonicotinoylaminobenzyl)-6-(3-trif|uoromethoxy-4-methoxy-
phenyl)—5—ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-isonicotinoy|aminobenzyl)-6-(3-f|uoromethoxy-4-methoxyphenyl)-
5—ethy|-2,3,4,5-tetrahydropyridazin-3-one;
15 2-(4-isonicotinoylarninobenzyl)-6-(3-methoxy-4-ethoxyphenyl)-5-ethyl-
2.3 ,4 5-tetrahydropyridazin-3-one;
2-(4-isonicotinoylarninobenzyI)-6—(3-ethoxy—4-methoxyphenyI)-5-ethyI-
2,34 5-tetrahydropyridazin-3-one;
20 2-(4-isonicotinoylaminobenzyl)-6-(3-hydroxy-4-methoxyphenyl)-5—
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-isonicotinoylaminobenzyl)—6-(4-methylsuIfonylphenyl)—5-ethy|-

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

2-(4-isonicotinoylaminobenzyl)-6-(4-methy|eneoxyphenyl)-5-ethy|-
25 2.3,4,5-tetrahydropyridazin-3-one;
2-(4-isonicotinoylaminobenzyl)—6-(3-cyclopentyloxy—4-methoxy-
phenyl)—5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(3-isonicotinoylaminobenzyl)-6-(3-cyclopentyloxy-4-methoxy-
30 phenyl)-5-ethyl-2,3,4,5-tetrahyd ropyridazin-3-one;
2-(4-isonicotinoylaminophenethyl)-6-(3,4-dimethoxyphenyl)—2,3,4,5-

tetrahydropyridazin-3-one;
2-(4-isonicotinoylaminophenethyl)—6-(3,4-dimethoxyphenyl)—5-ethyl-
35 2.3,4,5-tetrahydropyridazin-3-one; |
3-(4-isonicotinoylaminobenzyl)-5-(3,4-dimethoxypheny|)—3,6-dihyd ro-

1,3,4-thiadiazin-2-one;
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3-(3-isonicotinoylaminobenzyl)-5-(3,4-dimethoxypheny|)-3,6-dihydro-
1,3,4-thiadiazin-2-one;
' 3-(2-isonicotinoylaminobenzyl)-5-(3,4-dimethoxyphenyl)-3,6-dihydro-
1,3,4-thiadiazin-2-one;
3—(4-isonicotinoylaminobenzyl)-5-(3,4-dimethoxyphenyl)-6-ethy|-3,6-
dihydro-1,3,4-thiadiazin-2-one;
3—(3-isonicotinoylaminobenzyl)-5-(3,4-dimethoxyphenyl)-6-ethyl-3,6-
dihydro-1,3,4-thiadiazin-2-one;
3-(2-isonicotinoylanninobenzyl)-5-(3,4-dimethoxyphenyl)—ﬁ-ethyl-3,6-
dihydro-1,3,4-thiadiazin-2-one;
3-(4-isonicotinoylaminobenzyl)-5-(3-methoxy-4-triﬂuoromethoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one,
3-(4-isonicotinoylarninobenzyl)-5-(3-methoxy-4-diquoromethoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-isonicotinoy|aminobenzyl)-5-(3-methoxy-4-fluoromethoxyphenyl)—
6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-isonicotinoylaminobenzyl)—5-(3-diﬂuoromethoxy-4-methoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-isonicotinoylaminobenzyl)-5-(3-trif|uoromethoxy—4-methoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-nicotinoylaminobenzyl)-5-(3—f|uoromethoxy-4-methoxyphenyl)-6-
ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-isonicotinoylaminobenzyl)-5-(3-methoxy—4—ethoxyphenyl)-6-ethy|-
3,6-dihydro-1,3,4-thiadiazin-2-one,
3-(4-isonicotinoy|aminobenzyl)-5—(3-ethoxy-4-methoxyphenyl)-6-ethyl-
3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(4-isonicotinoyla minobenzyl)-5-(3-hydroxy-4-methoxypheny|)-6-
ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(4-isonicotinoylaminobenzyl)-5-(4-methy|su|fony|phenyl)—6-ethyl-
3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(4-isonicotinoylaminobenzyl)-5-(4-methyleneoxyphenyl)-6-ethyl-3,6-
dihydro-1 ,3,4-thiadiazin-2-one;
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3-(4-isonicotinoylaminobenzy|)-5-(3-cyc|opentyloxy-4-methoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(3-isonicotinoylaminobenzyl)-5-(3-cyc|openty|oxy—4-methoxy-

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

> 3-(4-isonicotinoylamino-phenethyl)—5-(3,4-dimethoxyphenyl)—3,6-
dihydro-1,3,4-thiadiazin-2-one;
3-(4-isonicotinoylaminophenethyl)-5-(3,4-dimethoxyphenyl)-6-ethyl-
3,6-dihydro-1,3,4-thiadiazin-2-one;
10 3-(4-isonicotinoylaminobenzyl)-5-(3,4-dimethoxyphenyl)-3,6-dihydro-
1,3,4-oxadiazin-2-one;
3-(3-isonicotinoylam'inobenzyl)-5-(3,4-dimethoxyphenyl)-3,6-dihyd ro-
1,3,4-oxadiazin-2-one;
15 3-(2-isonicotinoylarninobenzyl)-5-(3,4-dimethoxyphenyl)—3,6-dihydro-
1,3,4-oxadiazin-2-one;
3-(4-isonicotinoylaminobenzyl)—S-(3,4-dimethoxyphenyl)—6-ethyl-3,6-
dihydro-1,3,4-oxadiazin-2-one;
0 3-(3-isonicotinoylaminobenzyl)-5-(3,4-dimethoxyphenyl)-6-ethy|-3,6-
dihydro-1,3,4-oxadiazin-2-one;
3-(2-isonicotinoylaminobenzyl)—5-(3,4-dimethoxyphenyl)-6-ethyl-3,6-
dihydro-1,3,4-oxadiazin-2-one;

3—(4-isonicotinoylaminobenzyl)-5-(3-methoxy-4-trif|uoromethoxy—
25 phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-isonicotinoylaminobenzyl)-5-(3-methoxy-4-difluoromethoxy—
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one,
3-(4-isonicotinoylaminobenzyl)-5-(3-methoxy-4-ﬂuoromethoxyphenyl)-
30 6-ethyl-3,6-dihydro-1,3,4-oxadiazin-2-one;
3-(4-isonicotinoylaminobenzyl)-5-(3-dif|uoromethoxy-4-methoxy-

phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-isonicotinoylaminobenzyl)-5-(3-trif|uoromethoxy-4-methoxy-
35 phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-isonicotinoyla minobenzyl)—5-(3-fluoromethoxy-4-methoxypheny|)-

6-ethyl-3,6-dihydro-1,3,4-oxadiazin-2-one;
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3-(4-isonicotinoylaminobenzyl)-5-(3-methoxy-4-ethoxypheny|)-6-ethyl-
3,6-dihydro-1,3,4-oxadiazin-2-one;
3-(4-isonicotinoylaminobenzyl)-5-(3-ethoxy—4-methoxyphenyl)-6-ethyl-
3,6-dihydro-1,3,4-oxadiazin-2-one;
3-(4-isonicotinoylaminobenzyl)-5-(3-hyd roxy-4-methoxyphenyl)-6-
ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-isonicotinoylaminobenzyl)—5-(4-methylsu|fony|phenyl)—6-ethyl-
3,6-dihydro-1,3,4-oxadiazin-2-one;
3-(4-isonicotinoylaminobenzyl)—5-(4-methyleneoxyphenyl)-6-ethyl-3,6-
dihydro-1,3,4-oxadiazin-2-one;
3-(4-isonicotinoylaminobenzyl)-5-(3-cyc|opentyloxy-4-methoxy—
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(3-isonicotinoylaminobenzyl)-5-(3-cyc|opentyloxy-4-methoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-isonicotinoylamino-phenethyl)-5-(3,4-dimethoxyphenyl)-3,6—
dihydro-1,3,4-oxadiazin-2-one;
3-(4-isonicotinoylamino-phenethyl)—S-(3,4-dimethoxyphenyl)—6-ethy|-
3,6-dihydro-1,3,4-oxadiazin-2-one;
2-(4-pico|inoylaminobenzyl)-6—(3,4—dimethoxypheny|)-2,3,4,5—tetra-
hydropyridazin-3-one;
2-(3-pico|inoylamir1c)benzyl)-6-(3,4-dimethoxyphenyl)-2,3,4,5—tetra-
hydropyridazin-3-one;
2-(2-pico|inoylaminobenzyl)-G-(3,4—dimethoxyphenyl)—2,3,4,5-tetra-
hydropyridazin-3-one;
2-(4-picolinoylaminobenzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-
tetrahydropyridazin-3-one;
2-(3-pico|inoy|aminobenzyl)-6-(3,4-dimethoxyphenyl)-5-ethy|-2,3,4,5-
tetrahydropyridazin-3-one;
2-(2-pico|inoylaminobenzyl)—6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5-
tetrahydropyridazin-3-one;
2-(4-pico|inoylaminobenzyl)-6-(3-methoxy-4-trifluoromethoxyphenyl)-
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
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2-(4-pico|inoylaminobenzyl)-6-(3-methoxy-4-diﬂuoromethoxyphenyl)-
5—ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2—(4-picolinoylaminobenzyl)-6-(3—methoxy-4-f|uoromethoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pico|inoylaminobenzyl)-G-(S-difIuoromethoxy-4-methoxyphenyl)-
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-picolinoylaminc»benzyl)-6-(3-trif|uoromethoxy-4-methoxyphenyl)-
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
10 2-(4-picolinoylaminobenzyl)-6-(3-f|uoromethoxy-4-methoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-picolinoylaminobenzyl)-6-(3-methoxy—4-ethoxyphenyl)-5—ethy|-
23,4 5-tetrahydropyridazin-3-one;
15 2-(4-picolinoylaminol:)enzyl)-6-(3-ethoxy-4-methoxyphenyl)-5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-picolinoylaminobenzyl)-6- (3-hydroxy-4- -methoxyphenyl)- 5 ethyl-

2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pico|inoylaminobenzyl)—6-(4-methy|suIfonylphenyl)—5-ethyl-

20
2.3.4,5-tetrahydropyridazin-3-one;

2-(4-pico|inoy|aminobenzyl)-6-(4-methyleneoxypheny|)-5-ethy|-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-picolinoylaminobenzyl)-6-(3-cyc|opentyloxy-4-methoxypheny|)-5-
25 ethyl-2,3,4,5-tetrahyd ropyridazin-3-one;
2-(3-picolinoylaminobenzyl)-6—(3—cyclopentyloxy-4-methoxypheny|)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pico|inoylaminophenethyl)—ﬁ-(3,4-dimethoxyphenyl)—2,3,4,5-tetra-
30 hydropyridazin-3-one;
2—(4-pico|inoylaminophenethyl)-6-(3,4-dimethoxyphenyl)-5-ethy|-

2.3.4,5-tetrahydropyridazin-3-one;
3-(4-pico|inoylamir10benzyl)-5-(3,4-dimethoxyphenyl)—3,6—dihydro-
1,3,4-thiadiazin-2-one;
3-(3-picolinoylaminobenzy|)—5-(3,4-dimethoxyphenyl)—3,6-dihydro-
1,3,4-thiadiazin-2-one;

35
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3-(2-picolinoylaminobenzyl)-5-(3,4-dimethoxyphenyl)-3,6-dihydro-
1,3,4-thiadiazin-2-one;
3-(4-picolinoy|aminobenzyl)-5-(3,4-dimethoxyphenyl)-6-ethyl-3,6-
dihydro-1,3,4-thiadiazin-2-one;
3-(3-picolinoyIaminobenzyl)—S-(3,4-dimethoxyphenyl)-6-ethy|-3,6-
dihydro-1,3,4-thiadiazin-z-one;
3-(2-picolinoy|aminobenzyl)—5-(3,4-dimethoxyphenyl)-6-ethyl—3,6-
dihydro-1,3,4-thiadiazin-2-one;
10 3-(4-picolinoylaminobenzyl)-5-(3-methoxy-4-triﬂuoromethoxyphenyl)-
6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-pico|inoylaminobenzyl)-5-(3-methoxy-4-diquoromethoxyphenyI)—
6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
15 3-(4-pico|inoylaminobenzyl)-5-(3-methoxy—4-fluoromethoxyphenyl)-6-
ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-picolinoylaminobenzyl)—5-(3-difIuoromethoxy-4-methoxypheny|)-
6-ethyl-3,6-dinydro-1,3,4-thiadiazin-2-one;
3-(4-picolinoylaminobenzyl)—5-(3-trifluoromethoxy-4-methoxypheny|)-
6-ethyl-3,6-dihydro-1 .3,4-thiadiazin-2-one;
3-(4-pico|inoylaminobenzyl)-5-(3-ﬂuoromethoxy—4-methoxyphenyl)-6-
ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-pico|inoy|aminobenzyl)-5-(3-methoxy-4-ethoxyphenyl)—6-ethyl-
25  36-dihydro-1,3,4-thiadiazin-2-one;
3-(4-picolinoylaminobenzyl)-5-(3-ethoxy-4-methoxyphenyl)-6-ethy|-
3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(4-pico|inoylaminobenzyl)—5-(3-hydroxy-4-methoxyphenyl)-6-ethy|-
30 3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(4-pico|inoylaminobenzyl)-5-(4-methy|sulfony|phenyl)—6-ethyl-3,6-
dihydro-1,3,4-thiadiazin-2-one;
3-(4-pico|inoylaminobenzyl)—5—(4-methyleneoxyphenyl)—6-ethyl-3,6-
dihydro-1,3,4-thiadiazin-2-one;
3—(4-pico|inoylaminobenzyl)-5—(3-cyclopentyloxy-4-methoxyphenyl)-6-
ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one,

20

35
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3-(3-picolinoylaminobenzyl)-5-(3-cyclopentyloxy-4-methoxyphenyl)-6-
ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-pico|inoy|amino-phenethyl)—5-(3,4-dimethoxyphenyl)-3,6-dihydro-
1,3,4-thiadiazin-2-one;
3-(4-pico|inoylaminophenethyl)-5-(3,4-dimethoxyphenyl)-6-ethy|-3,6-
dihydro-1,3,4-thiadiazin-2-one;
3-(4-pico|inoylaminobenzyl)—5-(3,4-dimethoxyphenyl)—3,6-dihydro-
1,3,4-oxadiazin-2-one;
10 3-(3-pico|inoylaminobenzyI)—5-(3,4-dimethoxyphenyl)-3,6—dihyd ro-
1,3,4-oxadiazin-2-one;
3-(2-picolinoylaminobenzyl)-S-(3,4-dimethoxyphenyl)-3,6-dihydro-
1,3,4-oxadiazin-2-one;
15 3-(4-pico|inoylaminobenzyl)-s-(3,4-dimethoxyphenyl)-6-ethy|-3,6-
dihydro-1,3,4-oxadiazin-2-one;

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

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

0 3-(2-picolinoylaminobenzyl)-5-(3,4-dimethoxyphenyl)-6-ethy|-3,6-
dihydro-1,3,4-oxadiazin-2-one;
3-(4-picolinoylaminobenzyl)-5-(3-methoxy-4-trif|uoromethoxyphenyl)—
6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-pico|inoylaminobenzyl)-5-(3-methoxy-4-difluoromethoxyphenyl)-
25 6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-pico|inoylaminobenzyl)-5-(3-methoxy-4-f|uoromethoxyphenyl)-6-
ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;

3-(4-picolinoylaminc)benzyl)-5—(3-difIuoromethoxy-4-methoxypheny|)-
30 6-ethyl-3,6-dihydro-1,3,4-oxadiazin-2-one;
3-(4-pico|inoyIaminobenzyl)—5-(3-triﬂuoromethoxy-4-methoxyphenyl)-
6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-picolinoylaminobenzyl)-5—(3-f|uoromethoxy-4-methoxypheny|)-6-
a5 ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-pico|inoylaminobenzyl)-5-(3-methoxy-4-ethoxypheny|)-6-ethy|-

3,6-dihydro-1,3,4-oxadiazin-2-one;
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3-(4-pico|inoylaminobenzyl)-5-(3-ethoxy-4-methoxyphenyl)—6-ethyl-
3,6-dihydro-1,3,4-oxadiazin-2-one;

3-(4-picolinoylaminobenzyl)-5-(3-hyd roxy-4-methoxyphenyl)-6-ethyl-
3,6-dihydro-1,3,4-oxadiazin-2-one;

3-(4-picolinoylaminobenzyl)-5-(4-methylsuIfonylphenyl)-6-ethyl-3,6-
dihydro-1,3,4-oxadiazin-2-one;

3-(4-pico|inoylaminobenzyl)-5-(4-methyleneoxypheny|)-6-ethy|-3,6-
dihydro-1,3,4-oxadiazin-2-one;

3-(4-pico|inoylaminobenzyl)—5-(3-cyclopentyloxy—4-methoxyphenyl)-6-
ethyl-3,6-dihydro-1,3,4-oxadiazin-2-one;

3-(3-pico|inoylaminobenzyl)-5-(3-cyclopentyloxy-4-methoxyphenyl)-6-
ethyl-3,6-dihydro-1,3,4-oxadiazin-2-one;

3-(4-pico|inoylaminophenethyl)-5-(3,4-dimethoxyphenyl)-3,6-dihyd ro-
1,3,4-oxadiazin-2-one;

3-(4-pico|inoy|aminophenethyl)—5-(3,4-dimethoxyphenyl)-6-ethyl-3,6-
dihydro-1,3,4-oxadiazin-2-one;

2-(4-(fu ran-2-carbony|amino)benzyl)—6-(3,4-dimethoxyphenyl)-2,3,4,5-
tetrahydropyridazin-3-one;

2-(3-(fu ran-2-carbonylamino)benzyl)-6-(3,4-dimethoxypheny|)-2,3,4,5-
tetrahydropyridazin-3-one;

2-(2-(fu ran-2-carbonylamino)benzyl)—6-(3,4-dimethoxyphenyl)-2,3,4,5—
tetrahydropyridazin-3-one;

2-(4-(fu ran-2-carbonylamino)benzyl)-6—(3,4-dimethoxyphenyl)—5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;

2-(3~(fu ran-2-carbonylamino)benzyl)—6-(3,4-dimethoxyphenyl)-5-ethy|-
2,3,4,5-tetrahydropyridazin-3-one;

2-(2-(furan-2-carbonylamino)benzyl)-6-(3,4-dimethoxyphenyl)-5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;

2-(4-(furan-2-carbony|amino)benzyl)-6-(3-methoxy-4-trifluoromethoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;

2-(4-(furan-2-carbonylamino)benzyl)-6-(3-methoxy-4-dif|uoro--
methoxyphenyl)-5-ethyi-2,3,4,5-tetrahyd ropyridazin-3-one;
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2-(4-(furan-2-carbony!amino)benzyl)-6-(3-methoxy—4-f|uoromethoxy-
phenyl)—5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
| 2-(4-(furan-2-carbonylamino)benzyl)-6-(3-difIuoromethoxy-4-methoxy-
phenyl)—5-ethyl-2,3,4,5-tetrahyd ropyridazin-3-one;
2-(4-(furan-2-carbonylamino)benzyl)-6-(3-trif|uoromethoxy—4-methoxy—
phenyl)-5-ethyl-2,3,4,5-tetrahyd ropyridazin-3-one;
2-(4-(fu ran-2-carbonylamino)benzyl)-6-(3-fluoromethoxy-4—methoxy-
phenyl)—5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
10 2-(4-(fu ran-2-carbonylamino)benzyl)-6-(3-methoxy-4-ethoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one,
2-(4-(furan-2-carbo nylamino)benzyl)-6-(3—ethoxy-4-methoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
15 2-(4-(fu ran-2-carbonylamino)benzyl)-6-(3-hydroxy—4-methoxypheny|)—
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;

2-(4-(furan-2-carbony|amino)benzyl)-6-(4-methylsulfonylphenyl)—5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;

20 2-(4-(furan-2-carbo‘nylamino)benzyl)-6-(4-methyleneoxyphenyl)—S-

ethyl-2,3,4,5-tetrahydropyridazin-3-one;,
2-(4-(fu ran-2-carbonylamino)benzyl)—6-(3-cyclopentyloxy-4-methoxy-
phenyl)—5-ethyl-2,3,4,5-te'trahydropyridazin-3-one;
2-(3-(furan-2-carbonylamino)benzyl)-6-(3-cyc|opentyloxy-4-methoxy-
25 phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(fu ran-2—carbonylamino)phenethyl)-6-(3,4-dimethoxyphenyl)—
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(furan—2-carbc)nylamino)phenethyl)-6-(3,4-dimethoxyphenyl)-5-
30 ethyl-2,3,4,5-tetrahydropyridazin-3-one;

3-(4-(furan-2-carbonylamino)benzyl)—5-(3,4-dimethoxyphenyl)-3,6-
dihydro-1,3,4-thiadiazin-2-one;

3-(3-(furan-2-carbonylamino)benzyl)—S-(3,4-dimethoxyphenyl)—3,6-
dihydro-1,3,4-thiadiazin-2-one;

3-(2-(fu ran-2-carbonylamino)benzyl)—5-(3,4-dimethoxyphenyl)—3,6-
dihydro-1,3,4-thiadiazin-2-one;

35
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3-(4-(furan-2-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)-6-ethy|-
3,6-dihydro-1,3,4-thiadiazin-2-one;

3-(3-(fu ran-2-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)-G-ethyI-
3,6-dihydro-1,3,4-thiadiazin-2-one;

3-(2-(furan-2-carbonylamino)benzyl)—5-(3,4-dimethoxyphenyl)—6-ethyl-
3,6-dihydro-1,3,4-thiadiazin-2-one;

3-(4-(fu ran-2-carbony|amino)benzyl)-5-(3-methoxy-4-triﬂuoromethoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one,

3-(4-(furan-2-carbonylamino)benzyl)-5-(3-methoxy-4-diﬂuoromethoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;

3-(4-(fu ran-2-carbony|amino)benzyl)-5-(3-methoxy-4—f|uoromethoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;

3-(4-(fu ran-2-carbonylamino)benzyl)-5-(3-difluoromethoxy-4-methoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;

3-(4-(fu ran-2-carbonylamino)benzyl)-5-(3—trif|uoromethoxy-4-methoxy—
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;

3-(4-(fu ran-2-carbonylamino)benzyl)-5-(3-f|uoromethoxy-4-methoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;

3-(4-(furan-2-carbonylamino)benzyl)-5-(3-methoxy-4-ethoxypheny|)-6-
ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;

3-(4-(fu ran-2-carbony|amino)benzyl)-5-(3—ethoxy-4-methoxyphenyl)-6-
ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;

3-(4-(fu ran-2-carbonylamino)benzyl)-5-(3-hydroxy-4-methoxypheny|)-
6-ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;

3-(4-(fu ran—2—carbonylamino)benzyl)—5-(4-methylsulfonylphenyl)—6-
ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;

3-(4-(fu ran-2-carbonylamino)benzyl)-5-(4-methyleneoxyphenyl)-6-
ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;

3-(4-(furan-2-carbonylamino)benzyl)—5-(3-cyc|opentyloxy-4—methoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;

3-(3-(furan-2-carbonylamino)benzyl)-5-(3-cyclopentyloxy-4—methoxy—
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
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3-(4-(furan-2—carbonylamino)phenethyl)-5-(3,4-dimethoxyphenyl)-3,6-
dihydro-1,3,4-thiadiazin-2-one; |

3-(4-(furan-2-carbonylamino)phenethyl)-5-(3,4-dimethoxyphenyl)—6-
ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;

° 3-(4—(furan-2-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)-3,6-
dihydro-1,3,4-oxadiazin-2-one;

3-(3-(furan-2-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)-3,6-
dihydro-1,3,4-oxadiazin-2-one;

10 3-(2-(fu ran-2-carbonylamino)benzyl)—5-(3,4-dimethoxyphenyl)-3,6-

dihydro-1,3,4-oxadiazin-2-one;
3-(4-(fu ran-2-carbony|amino)benzyl)-5-(3,4-dimethoxyphenyl)-6-ethy|-
3,6-dihydro-1,3,4-oxadiazin-2-one;
15 3-(3-(fu ran-2-carbonylamino)benzyl)-5-(3,4-dimethoxypheny|)-6-ethy|-
3,6-dihydro-1,3,4-oxadiazin-2-one;,
3-(2-(furan-2-carbo nylamino)benzyl)-5-(3,4-dimethoxyphenyl)—6-ethyl-

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

3-(4-(furan-2-carbonylamino)benzyl)-5-(3-methoxy-4-trif|uoromethoxy-
20 phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(furan-2—carb0nylamino)benzy|)-5-(3-methoxy-4-difluoromethoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(fu ran-2-carbony|amino)benzyl)-5-(3-methoxy-4-fluoromethoxy-
25 phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(fu ran-2-carbony|amino)benzyl)—5-(3—difluoromethoxy-4-methoxy—
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(furan-2-carbonylamino)benzyl)-5-(3-trif|uoromethoxy—4-methoxy—

30 phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(fu ran-2-carbony|amino)benzy|)-5-(3-fluoromethoxy-4-methoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(fu ran-2-carbonylamino)benzyl)-5-(3-methoxy-4—ethoxyphenyl)-6-
35 ethyl-3,6-dihydro-1,3,4-oxadiazin-2-one;
3-(4-(furan-2-carbo nylamino)benzyl)-5-(3—ethoxy-4—methoxyphenyl)—6—
ethyl-3,6-dihydro-1,3,4-oxadiazin-2-one;
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3-(4-(furan-2-carbonylamino)benzyl)-5-(3-hyd roxy-4-methoxyphenyl)-
6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4—(furan-2-carbonylamino)benzyl)-5-(4-methylsuIfonylpheny|)-6-
ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one; '
3-(4-(fu ran-2-carbony|amino)benzyI)-5-(4-methyleneoxyphenyl)—6-
ethyl-3,6-dihydro-1,3,4-oxadiazin-2-one,
3-(4-(furan-2-carbon_y|amino)benzyl)-5-(3-cyclopentyloxy-4-methoxy-
phenyl)-6-ethyl-3,6-dihydro-1 .3,4-oxadiazin-2-one;
10 3-(3-(furan-2-carbonylamino)benzyl)-5-(3-cyclopentyloxy-4-methoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(fu ran-2-carbonyIamino)phenethyl)-S-(3,4-dimethoxyphenyl)—3,6-
dihydro-1,3,4-oxadiazin-2-one;
15 3-(4-(fu ran-2-carbony|amino)phenethyl)-5-(3,4-dimethoxyphenyl)—6-
ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
2-(4-(pyrrole-2-carbonylamino)benzyl)—6-(3,4-dimethoxyphenyl)-

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

20 2-(3-(pyrroIe-2-carbonyIamino)benzyl)—6-(3,4-dimethoxypheny|)—
2,3,4,5-tetrahydropyridazin-3-one;
2-(2-(pyrro|e-2—carbonylamino)benzyl)—6-(3,4-dimethoxyphenyl)—
2.3,4,5-tetrahydropyridazin-3-one;
2-(4-(pyrrole—2—carbonylamino)benzyl)-6-(3,4-dimethoxyphenyl)—5-
25 ethyl-2,3,4,5-tetrahydropyridazin-3-one;,
2-(3-(pyrrole-2-carbonylamino)benzyl)-6-(3,4-dimethoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(2-(pyrro|e-2-carbonylamino)benzyl)-G-(B,4-dimethoxyphenyl)—5-

30 ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(pyrro|e-2-carbonylamino)benzyl)-6—(3-methoxy—4-triﬂuoro-
methoxyphenyl)—5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(pyrrole-2-carbonylamino)benzyl)-6-(3-methoxy-4-diquoro-
35 methoxyphenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(pyrrole-2-carbonylamino)benzyl)-6-(3-methoxy-4-fluoromethoxy-
phenyl)—5-ethyl-2,3,4,5-tetrahydropyridazin—3-one;
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2-(4-(pyrrole-2-carbonylamino)benzyl)-6-(3-diﬂuoromethoxy-4-
methoxyphenyl)—S-ethyl-2,3,4,5-tetrahyd ropyridazin-3-one;
2—(4-(pyrro|e-2-carbonylamino)benzyl)-6-(3-trif|uoromethoxy-4-
methoxyphenyl)-5-ethyl-2,13,4,5-tetrahydropyridazin-3-one;
2—(4-(pyrro|e-2-carbonylamino)benzyl)-6-(3-f|uoromethoxy-4-methoxy-
phenyl)—5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(pyrro|e-2-carbony|amino)benzyl)-6-(3-methoxy—4-ethoxypheny|)-
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
10 2-(4-(pyrrole-2-carbony|amino)benzyI)-6-(3-ethoxy—4-methoxyphenyl)-
5-ethy|-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(pyrrole-2-carbonylamino)benzyl)-6-(3-hydroxy-4-methoxy-
phenyl)—5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
15 2-(4-(pyrro|e-2-carbonylamino)benzyl)-6-(4-methy|squonyIpheny_I)—S-

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

2-(4-(pyrro|e-2-carbonylamino)benzyl)-6-(4-methyleneoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
20 2-(4-(pyrro|e-2-carbonylamino)benzyl)-6-(3-cyc|opentyloxy-4-
methoxyphenyl)-5-ethy|--2,3,4,5-tetrahydropyridazin-3-one;
2-(3-(pyrrole-2-carbonylamino)benzyl)-6-(3-cyclopentyloxy-4-
methoxyphenyl)—5-ethyl--2,3,4,5-tetrahydropyridazin-3-one;
2—(4-('pyrrole-2-carbonylamino)phenethyl)-6-(3,4-dimethoxyphenyl)-
25 2.3,4,5-tetrahydropyridazin-3-one;
2-(4-(pyrro|e-2—carbonylamino)phenethyl)-6-(3,4-dimethoxyphenyl)-5-

ethyl-2,3,4,5-tetrahydropyridazin-3-one;
3-(4-(pyrrole-2-carbonylamino)benzyl)-5-(3,4-dimethoxypheny|)-3,6-
30 dihydro-1,3,4-thiadiazin-2-one;
3-(3-(pyrrole-2-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)-3,6-
dihydro-1,3,4-thiadiazin-2-one;
3-(2-(pyrro|e-2-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)—3,6-
dihydro-1,3,4-thiadiazin-2-one;
3-(4-(pyrrole-2-carbony|amino)benzyI)—5-(3,4-dimethoxyphenyl)-6-
ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;

35
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3-(3- (pyrrole-2-carbony|amino)benzyl)—5-(3,4-dimethoxyphenyl)-6-
ethyl-3,6-dihydro-1,3, 4-thiadiazin-2-one;
3-(2-(pyrrole-2- carbonylamino)benzyl)-5- (3,4- dimethoxyphenyl)-6-
ethyl-3,6-dihydro-1 .3 4-thiadiazin-2-one,
3-(4—(pyrro|e-2-carbonylamino)benzyl)-5-(3-methoxy—4-triﬂuoro-
methoxyphenyl)-6-ethy|—3,6-dihyd ro-1,3,4-thiadiazin-2-one;
3-(4-(pyrro|e-2-carbonyIamino)benzyl)-5-(3-methoxy—4-difluoro-
methoxyphenyI)-6-ethy|-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
10 3-(4-(pyrrole-2- carbonylamino)benzyl)-5-(3-methoxy-4-fluoromethoxy-
phenyl)-6-ethyl-3,6- dihydro-1,3,4-thiadiazin-2-one;
3-(4- (pyrrole-2-carbonylammo)benzyl) -5-(3-difluoromethoxy-4-
methoxyphenyl)-6-ethy|—3,6-d|hydro 1,3,4-thiadiazin-2-one;
15 3-(4-(pyrroIe-2-carbonylamino)benzyl)-5-(3-triﬂuoromethoxy-4-

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

3-(4-(pyrrole-2-carbonylamino)benzyl)-5-(3-ﬂuoromethoxy—4-methoxy-
phenyl)-6-ethyl-3,6-dihyd ro-1,3,4-thiadiazin-2-one;
3-(4- (pyrrole-2-carbonylamino)benzyl)-5-(3-methoxy-4-ethoxypheny|)-
6-ethyl-3,6-dihydro-1,3, 4-thiadiazin-2-one;
3-(4-(pyrrole-2- carbonylamino)benzyl)-5-(3- -ethoxy-4-methoxyphenyl)-
6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(pyrrole-2- carbonylamino)benzyl)-5-(3-hydroxy-4-methoxy-
25 phenyl)-6-ethyl-3,6- dihydro-1,3,4-thiadiazin- -2-0Nne;
3-(4- (pyrrole-2-ca|rbony|ammo)benzyl) -5-(4- -methylsulfonylphenyl)-6-
ethyl-3,6-dihydro-1,3,4- thiadiazin-2-one;
3-(4-(pyrrole- -2-carbonylamino)benzyl)-5-(4- methy|eneoxyphenyl) -6-
30 ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(4-(pyrro|e-2-carbonylamino)benzyl)-5-(3-cyclopentyloxy-4-

20

methoxypheny|)—6-ethyl--3,6-dihydro-1 .3,4-thiadiazin-2-one;
3-(3-(pyrrole-2-carbonylamino)benzy|)-5-(3-cyclopentyloxy—4-
a5 methoxyphenyl)-6-ethyl-—3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(pyrrole-2-carbonylamino)phenethyl)—5-(3,4-dimethoxyphenyl)—

3,6-dihydro-1,3,4-thiadiazin-2-one;
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3-(4-(pyrrole-2-carbonylamino)phenethyl)-S-(3,4-dimethoxypheny|)-6-
ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(4-(pyrrole-2-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)-3,6-
dihydro-1,3,4-oxadiazin-2-one;
3-(3-(pyrrole—2-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)-3,6-
dihydro-1,3,4-oxadiazin-2-one;
3-(2-(pyrrole-2-carbonylamino)benzyl)—5-(3,4-dimethoxyphenyl)—3,6-
dinydro-1,3,4-oxadiazin-2-one;
3-(4-(pyrrole-2-carbonylamino)benzy|)—5-(3,4-dimethoxyphenyl)-6-
ethyl-3,6-dihydro-1,3,4-oxadiazin-2-one;
3-(3-(pyrrole-2-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)-6-
ethyl-3,6-dihydro-1,3,4-oxadiazin-2-one;
3-(2-(pyrrole-2-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)—6-
ethyl-3,6-dihydro-1,3,4-oxadiazin-2-one;
3-(4-(pyrrole-2-carbo nylamino)benzyl)-5-(3-methoxy-4-trifluoro-
methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(pyrro|e-2-carbonylamino)benzyl)-5-(3-methoxy-4-difluoro-
methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(pyrrole-2-carbonylamino)benzyl)-5-(3-methoxy-4-f|uoromethoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3—(4-(pyrro|e-2-carbonylamino)benzyl)-5-(3-dif|uoromethoxy-4-
methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(pyrrole-2-carbonylamino)benzyl)-5-(3-trif|uoromethoxy—4-
methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(pyrrole-2-carbonylamino)benzyl)-5-(3-f|uoromethoxy-4-methoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(pyrrole-2-carbonylamino)benzyl)-5-(3-methoxy-4-ethoxyphenyl)-
6-ethyl-3,6-dihydro-1,3,4-oxadiazin-2-one;
3-(4-(pyrro|e-2-carbonylamino)benzyl)-5-(3-ethoxy-4-methoxyphenyl)-
6-ethyl-3,6-dihydro-1,3,4-oxadiazin-2-one;
3-(4-(pyrro|e-2-carbonylamino)benzyl)—5-(3-hyd roxy-4-methoxy-
phenyl)-6-ethyl-3,6-dihydro-1,3,4-oxadiazin-2-one;
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3-(4-(pyrrole-2-carbonylamino)benzyl)-5-(4-methylsuIfony|phenyl)—6-
ethyl-3,6-dihydro-1,3,4-oxadiazin-2-one;,
3-(4-(pyrro|e-2-carbonylamino)benzyl)-5-(4-methyleneoxypheny|)-6-
ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(pyrro|e-2-carbonylamino)benzyl)-5-(3-cyclopentyloxy-4-
methoxyphenyl)-6-ethyl-3,6-dihyd ro-1,3,4-oxadiazin-2-one;
3-(3-(pyrro|e—2-carbonylamino)benzyl)-5-(3-cyc|opentyloxy-4-
methoxyphenyl)-6-ethy|-3,6-dihyd ro-1,3,4-oxadiazin-2-one;
3-(4-(pyrrole-2—carbonylamino)phenethyl)-5-(3,4-dimethoxypheny|)-
3,6-dihydro-1,3,4-oxadiazin-2-one;
3-(4-(pyrro|e-2-carbonyIamino)phenethyI)-S-(S,4-dimethoxyphenyl)—6-
ethyl-3,6-dihydro-1,3,4-oxadiazin-2-one;
2-(4-(thiophene-2-carbonylamino)benzyl)—6-(3,4-dimethoxyphenyl)-
2.,3,4,5-tetrahydropyridazin-3-one;
2—(3-(thiophene-2-carbony|amino)benzyl)-6-(3,4-dimethoxyphenyl)—
2.3,4 5-tetrahydropyridazin-3-one;
2-(2-(thiophene-2-c:arbony|amino)benzyl)-6-(3,4-dimethoxyphenyl)-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(thiophene-2-carbony|amino)benzyl)—6-(3,4-dimethoxyphenyl)-5-
ethyl-2,3,4,5-tetrahYdropyridazin-3-one;
2—(3-(thiophene-2-carbonylamino)benzyI)-6-(3,4-dimethoxypheny| )-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(2—(thiophene-2-carbonylamino)benzyl)—6—(3,4—dimethoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(thiophene-2—carb0nylamino)benzy|)—6-(3-methoxy—4—trifluoro-
methoxyphenyl)—5-ethyl--2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(thiophene-2-carbonylamino)benzyl)-6-(3-methoxy-4-diﬂuoro-
methoxyphenyl)-5-ethy|--2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(thiophene-2-carbonylamino)benzyl)-6-(3-methoxy-4-fluoro-
methoxyphenyl)-5-ethyl-2,3,4,5-tetrahyd ropyridazin-3-one;
2-(4-(thiophene-2-carbonylamino)benzyl )-6-(3-difluoromethoxy-4-
methoxyphenyl)—5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
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2-(4-(thiophene-2-carbonylamino)benzyl)-6-(3-triﬂuoromethoxy-4-
methoxyphenyl)-5-ethy|-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(thiophene-2-carbonylamino)benzyl)-6-(3-f|uoromethoxy-4-
methoxyphenyl)-5—ethy|-2,3,4,5-tetrahyd ropyridazin-3-one;
2-(4-(thiophene-2-carbonylamino)benzyl)-6-(3-methoxy-4-ethoxy-
phenyl)—5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(thiophene-2-carbonylamino)benzyl)-6-(3-ethoxy-4-methoxy-
phenyl)—5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
10 2-(4-(thiophene-2-c;arbony|amino)benzy|)-6-(3-hyd roxy-4-methoxy-
phenyl)—5-ethyl-2,3,4,5-te:t|rahydropyridazin-3-one;
2-(4-(thiophene-2-carbonylamino)benzyl)-6-(4-methylsuIfonylphenyl)—
5-ethy|-2,3,4,5-tetrahydropyridazin-3-one;
15 2-(4-(thiophene-2-ca rbonylamino)benzyl)-6-(4-methyleneoxyphenyl)—
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2—(4—(thiophene-2-c:arbonylamino)benzyl)-6-(3-cyclopentyloxy-4-
methoxyphenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(3-(thiophene-2-carbonylamino)benzyl)-6-(3-cyc|opentyloxy-4-

20

methoxyphenyl)—5-ethyl--2,3,4,5—tetrahydropyridazin-3-one;
2-(4-(thiophene-2-carbonylamino)phenethyl)-6-(3,4-dimethoxy-
phenyl)-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(thiophene—2-carbonylamino)phenethyl)—6-(3,4-dimethoxy-
25 phenyl)—5—ethy|-2,3,4,5-tetrahydropyridazin-3-one;

3-(4-(thiophene-2--carbonylamino)benzyl)—S-(B,4-dimethoxyphenyl)-
3,6-dihydro-1 ,3,4-thiadiazin-2-one, m.p. 186°;

3-(3-(thiophene-2--c:arbony|amino)benzyl)-5-(3,4-dimethoxypheny|)-

30 3.6-dihydro-1,3,4-thiadiazin-2-one;

3-(2-(thiophene-2-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)—
3,6-dihydro-1 .3,4-thiadiazin-2-one;

3-(4-(thiophene-2-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)—6-
ethyl-3,6-dihydro-1 .3,4-thiadiazin-2-one;

3-(3-(thiophene-z-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)-B-
ethyl-3,6-dihydro-1 .3,4-thiadiazin-2-one;

35
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3-(2-(thiophene-2-caxrbony|amino)benzyl)-5-(3,4-dimethoxyphenyl)-6-
ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(4-(thiophene—2-carbonylamino)benzyI)-5-(3-methoxy-4-triﬂuoro-
methoxyphenyl)—6-ethyl-3,6-dihydro-1 .3,4-thiadiazin-2-one;
3-(4-(thiophene-2-carbonylamino)benzyl)-5-(3-methoxy-4-diﬂuoro-
methoxyphenyl)-6—ethyl-3,,6-dihydro-1 .3,4-thiadiazin-2-one;
3-(4-(thiophene—2-carbonylamino)benzyl)-5-(3—methoxy-4-f|uoro-
methoxyphenyl)-6-ethy|-3,6-dihyd ro-1,3,4-thiadiazin-2-one;
10 3-(4-(thiophene-2-carbonylamino)benzyl)-5-(3-difluoromethoxy-4-
methoxyphenyl)—6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(thiophene-2-carbonylamino)benzyl)-5-(3-triﬂuoromethoxy-4-
methoxyphenyl)—6-ethy|—3,6-dihydro-1 .3 ,4-thiadiazin-2-one;
15 3-(4-(thiophene-2-carbonylamino)benzyl)-5-(3-ﬂuoromethoxy-4-
methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(thiophene-2-carbonylamino)benzyl)-5-(3-methoxy-4-ethoxy-
phenyl)—6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(thiophene-2-carbonylamino)benzyl)-5-(3-ethoxy—4-methoxy-
pheny!)-6-ethyl-3,6-dihydro-1 .3,4-thiadiazin-2-one;
3-(4-(thiophene-2-carbonylamino)benzyl)—5-(3-hydroxy-4-methoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(thiophene—2-carbonylamino)benzyl)-5-(4-methylsu|fonylphenyl)—
25 6-ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(4—(thiophene-2-carbonylamino)benzy|)-5-(4-methyleneoxyphenyl)-
6-ethyl-3,6-dihydro-1 .3,4-thiadiazin-2-one;
3-(4-(thiophene-2-c;arbonylamino)benzyl)-5-(3-cyclopentyloxy—4-

20

30 methoxyphenyl)-6-ethy|-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(3-(thiophene-2-<:arbonylamino)benzyl)—5-(3-cyclopentyloxy-4-
methoxyphenyl)—6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(thiophene-2-carbonylamino)phenethyl)-5-(3,4-dimethoxy-
a5 phenyl)-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(thiophene-2-carbonylamino)phenethy|)-5-(3,4-dimethoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
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3-(4-(thiophene-2-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)-
3,6-dihydro-1,3,4-oxadiazin-2-one;
3-(3-(thiophene-2-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)—
3,6-dihydro-1,3,4-oxadiazin-2-one;
3-(2-(thiophene-2-carbonylamino)benzyl)—5—(3,4-dimethoxyphenyl)-
3,6-dihydro-1,3,4-oxadiazin-2-one;,
3—(4-(thiophene-2-carbonylamino)benzyI)-5-(3,4-dimethoxyphenyl)—6-
ethyl-3,6-dihydro-1 .3,4-oxadiazin-2-one;
3-(3-(thiophene-2-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)-6-
ethyl-3,6-dihydro-1 .3,4-oxadiazin-2-one;
3-(2-(thiophene-2-carbonylamino)benzyl)—5-(3,4-dimethoxyphenyl)-6-
ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(thiophene-2-carbonylamino)benzyl)-5-(3—methoxy—4-trif|uoro-
methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one; v
3-(4-(thiophene-2-carbonylamino)benzyl)-5-(3-methoxy-4-difluoro-
methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(thiophene—2-carbonylamino)benzyl)-5-(3-methoxy-4-f|uoro-
methoxyphenyl)-6-ethyl-3,6-dihyd ro-1,3,4-oxadiazin-2-one;
3-(4-(thiophene-2-carbonylamino)benzyl)—5—(3-difluoromethoxy-4-
methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3—(4-(thiophene-2-carbonylamino)benzyl)-5-(3-trifluoromethoxy—4—
methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one,
3-(4-(thiophene-2-carbonylamino)benzyl)-5-(3-f|uoromethoxy-4-
methoxyphenyl)-6-ethyl-3,6-dihydro-1 .3,4-oxadiazin-2-one;
3-(4-(thiophene-2—carbonylamino)benzyl)-5-(3-methoxy-4-ethoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one,
3-(4-(thiophene—2-carbonylamino)benzyl)-5-(3-ethoxy-4-methoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(thiophene-2-carbonylamino)benzy|)-5-(3-hydroxy-4-methoxy-
phenyl)-6-ethyl-3,6-dihydro-1 .3,4-oxadiazin-2-one;
3-(4-(thiophene-2-carb0nylamino)benzy|)-5-(4-methylsu|fony|pheny|)—
6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
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3-(4-(thiophene-2-carbonylamino)benzyl)-5—(4-methyleneoxyphenyl)-
6-ethyl-3,6-dihydro-1,3,4-oxadiazin-2-one,
3-(4-(thiophene-2-carbonylamino)benzyl)-5-(3-cyclopentyloxy-4-
methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(3-(thiophene-2-carbonylamino)benzyl)-5-(3-cyclopentyloxy-4-
methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(thiophene-2-carbony|amino)phenethyl)-5-(3,4-dimethoxy-
phenyl)-3,6-dihydro-1,3,4-oxadiazin-2-one;
3-(4-(thiophene-2—c:arbony|amino)phenethyl)-5-(3,4-dimethoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
2-(4-pyrazinecarbonylaminobenzyl)-G-(3,4-dimethoxyphenyl)-2,3,4,5-
tetrahydropyridazin-3-one, m.p. 197°;
2-(3-pyrazinecarbonylaminobenzyl)-6-(3,4-dimethoxyphenyl)—2,3,4,5-
tetrahydropyridazin-3-one;
2-(2-pyrazinecarbonylaminobenzyl)-6-(3,4-dimethoxyphenyl)—2,3,4,5-
tetrahydropyridazin-3-one;
2-(4-pyrazinecarbony|aminobenzyl)—6-(3,4-dimethoxyphenyl)-5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;
2-(3-pyrazinecarbonylaminobenzyl)-G-(3,4-dimethoxyphenyl)—5-ethy|-
2,3,4,5-tetrahydropyridazin-3-one;
2-(2-pyrazinecarbonylaminobenzyl)—6-(3,4-dimethoxyphenyl)—5-ethyl-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pyrazinecarbonylaminobenzyl)-6-(3-methoxy—4-triﬂuoromethoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pyrazinecarbonylaminobenzyl)-6-(3-methoxy-4-diquoromethoxy—
phenyl)-5-ethyl-2,3,4,5-tetrahyd ropyridazin-3-one;
2-(4-pyrazinecarbo nylaminobenzyl)-6-(3-methoxy-4-f|uoromethoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pyrazinecarbonylaminobenzyl)-6-(3-difIuoromethoxy-4-methoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4—pyrazinecarbonylaminobenzyl)-6-(3-trif|uoromethoxy—4-methoxy-

phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
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2-(4-pyrazinecarbonylaminobenzyl)-6-(3-fluoromethoxy-4-methoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pyrazinecarbonylaminobenzyl)-6-(3-methoxy-4-ethoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pyrazinecarbonylaminobenzyI)-6-(3-ethoxy—4-methoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pyrazinecarbonylaminobenzyl)-6-(3- -hydroxy-4- methoxyphenyl)
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pyrazinecarbonylaminobenzyl)-6-(4-methy|su|fony|pheny|)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pyrazinecarbonylaminobenzyl)-6-(4-methy|eneoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pyrazinecarbonylaminobenzyl)-6-(3-cyc|opentyloxy-4-methoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(3-pyrazinecarbonylaminobenzyl)-6-(3-cyclopentyloxy—4-methoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2—(4-pyrazinecarbonyIaminophenethyI)-G-(3,4-dimethoxypheny|)-
2,3,4,5-tetrahydropyridazin-3-one;
2-(4-pyrazinecarbonylaminophenethyl)-6-(3,4-dimethoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
3-(4-pyrazinecarbonylaminobenzyl)-5-(3,4-dimethoxyphenyl)-3,6-
dihydro-1,3,4-thiadiazin-2-one, m.p. 202°;
3-(3-pyrazinecarbonylaminobenzyl)—5-(3,4-dimethoxyphenyl)-3,6-
dihydro-1,3,4-thiadiazin-2-one;
3-(2-pyrazinecarbonylaminobenzyl)-5-(3,4-dimethoxyphenyl)—3,6-
dihydro-1,3,4-thiadiazin-2-one;
3-(4-pyrazinecarbonylaminobenzyl)-5-(3,4-dimethoxyphenyl)-6-ethyl-
3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(3-pyrazinecarbonylamino_benzyl)—5-(3,4-dimethoxyphenyl)—6-ethyl-
3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(2-pyrazinecarbonylaminobenzyl)-5-(3,4-dimethoxyphenyl)—G-ethyl-
3,6-dihydro-1,3,4-thiadiazin-2-one;
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3-(4-pyrazinecarbonylaminobenzyl)—5-(3-methoxy—4-trif|uoromethoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-pyrazinecarbonylaminobenzyl)-5-(3-methoxy-4-diquoromethoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-pyrazinecarbonylaminobenzyl)-5—(3-methoxy-4-ﬂuoromethoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one,
3-(4-pyrazinecarbonylaminobenzyl)-5-(3-difIuoromethoxy-4-methoxy-
phenyl)-6-ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;
10 3-(4-pyrazinecarbonylaminobenzyl }-5-(3-trifluoromethoxy-4-methoxy-
phenyl)-6-ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(4-pyrazinecarbonylaminobenzyl)-5—(3-ﬂuoromethoxy-4-methoxy-
phenyl)-6-ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;
15 3-(4-pyrazineca rbonylaminobenzyl)-5-(3-methoxy-4-ethoxyphenyl)-6-
ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(4—pyrazinecarbonylaminobenzyl)-5-(3-ethoxy-4-methoxyphenyl)-6-
ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(4-pyrazinecarbonylaminobenzyl)-5-(3-hydroxy-4-methoxyphenyl)-
6-ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(4-pyrazinecarbonylaminobenzyl)-5-(4-methylsuIfonylphenyl)-6-
ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;

20

3-(4-pyrazinecarbonylaminobenzyl)-5-(4-methy|eneoxyphenyl)-6-
25 ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(4-pyrazinecarbony|aminobenzyl)-5-(3-cyclopentyloxy-4-methoxy-
phenyl)-6-ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;

3-(3-pyrazinecarbonylaminobenzyl)-5-(3-cyclopentyloxy-4-methoxy-

30 phenyl)-6-ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(4-pyrazinecarbonylamino-phenethyl)-5-(3,4-dimethoxyphenyl)—3,6-
dihydro-1,3,4-thiadiazin-2-one;
3-(4-pyrazinecarbonylaminophenethyl)-5-(3,4-dimethoxyphenyl)—6-
ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(4-pyrazinecarbonylaminobenzy|)-5-(3,4-dimethoxyphenyl)-3,6-

35

dihydro-1,3,4-oxadiazin-2-one;
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3-(3-pyrazinecarbonylaminobenzyl)—5-(3,4-dimethoxypheny|)—3,6-
dihydro-1 3,4-oxadiazin-2-one;
3-(2-pyrazinecarbonylaminobenzyl)-5-(3,4-dimethoxypheny|)-3,6-
dihydro-1 .3 4-oxadiazin-2-one;
3-(4-pyrazinecarbonylaminobenzyl)—S-(3,4-dimethoxyphenyl)-6-ethyl-
3,6-dihydro-1 .3,4-oxadiazin-2-one;
3-(3-pyrazinecarbonylaminobenzyl)-5-(3,4-dimethoxypheny|)-6-ethy|-
3,6-dihydro-1 3 4-oxadiazin-2-one;
10 3-(2-pyrazinecarbonylaminobenzyl)-5-(3,4-dimethoxyphenyl)-6-ethy|-
3,6-dihydro-1 .3,4-oxadiazin-2-one;
3-(4-pyrazinecarbonylaminobenzyl)-5-(3-methoxy-4-trif|uoromethoxy-
phenyl)—6-ethyl-3,6-dihyd ro-1,3,4-oxadiazin-2-one;
15 3-(4-pyrazinecarbonylaminobenzyl)-5-(3-methoxy-4-diﬂuoromethoxy-
phenyl)—6-ethyl-3,6-dihydro-1 .3 ,4-oxadiazin-2-one;

3-(4-pyrazinecarbon‘ylaminobenzy|)-5—(3-methoxy-4-ﬂuoromethoxy-

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

20 3-(4-pyrazinecarbonylaminobenzyl)-5-(3-difluoromethoxy-4—methoxy—
phenyl)-6-ethyl-3,6-dihydro-1 .3 ,4-oxadiazin-2-one;
3-(4-pyrazinecarbonylaminobenzyl)-5-(3-trif|uoromethoxy-4-methoxy-
phenyl)—6-ethyl-3,6-dihyd ro-1,3,4-oxadiazin-2-one;
3-(4-pyrazinecarbonylaminobenzyl)-5-(3-ﬂuoromethoxy-4-methoxy-
25 phenyl)-6-ethyl-3,6-dihydro-1 3 4-oxadiazin-2-one;
3-(4-pyrazinecarbonylaminobenzyl)-5-(3-methoxy-4-ethoxyphenyl)-6-

ethyl-3,6-dihydro-1 3,4-oxadiazin-2-one;
3-(4-pyrazinecarbonylaminobenzyl)-5-(3-ethoxy-4-methoxyphenyl)-6-
30 ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-pyrazinecarbony|aminobenzyl)—5-(3-hydroxy-4-methoxyphenyl)-
6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-pyrazinecarbonylaminobenzyl)-5-(4-methy|sulfonylpheny|)-6-
35 ethyl-3,6-dihydro-1 .3,4-oxadiazin-2-one;
3-(4-pyrazinecarbonylaminobenzyl)-5-(4-methy|eneoxyphenyl)-6-
ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
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3-(4-pyrazinecarbonylaminobenzy|)-5-(3-cyc|opentyloxy-4-methoxy-
phenyl)-6-ethyl-3,6-dihydro-1 .3,4-oxadiazin-2-one; '
3-(3-pyrazinecarbonylaminobenzyl)-5-(3-cyc|opentyloxy—4-methoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-pyrazinecarbonylamino-phenethyl)-5-(3,4-dimethoxyphenyl)—3,6-
dihydro-1,3,4-oxadiazin-2-one;
3-(4-pyrazinecarbonylamino-phenethyl)—5—(3,4-dimethoxyphenyl)—6-
ethyl-3,6-dihydro-1 .3,4-oxadiazin-2-one;
10 2—(4-(6-ch|oropyridazine-3-carbonylamino)benzyl)-6-(3,4-dimethoxy-
phenyl)—2,3,4,5—tetrahydropyridazin-3-one;
2-(3-(6-chIoropyridaz.ine-3-carbonyIamino)benzyl)-G-(3,4-dimethoxy-
phenyl)-2,3,4,5-tetrahyd ropyridazin-3-one;
15 2-(2-(6-chloropyridazine-3-carbonylamino)benzyl)-6-(3,4-dimethoxy-
phenyl)—2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(6-ch|oropyridazine-3-carbonylamino)benzyl)—6-(3,4-dimethoxy-
phenyl)—5-ethyl-2,3,4,5-tetrahyd ropYridazin-3-one;
2-(3-(6-chloropyridazine-3-carbonylamino)benzyl)-6-(3,4-dimethoxy-

20
phenyl)—5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;

2-(2-(6-chloropyridazine-3-carbonylamino)benzyl)-6-(3,4-dimethoxy-
phenyl)—5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(6-ch|oropyridazine-3-carbonylamino)benzyl)-6-(3-methoxy-4-
25 triﬂuoromethoxyphenyl)--5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(6-chloropyridazine-3-carbonylamino)benzyl)-6—(3-methoxy-4-
difIuoromethoxyphenyl)--5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(6-chIoropyridazine-3-carbonylamino)benzyl)-6-(3-methoxy-4-
30 f|uoromethoxyphenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;

2-(4-(6-ch|oropyridazine-3-carbonylamino)benzyl)-6-(3-diquoro-
methoxy-4-methoxyphenyl)-5-ethyl-2,3,4,5-tetrahyd ropyridazin-3-one;
2-(4-(6-chloropyridazine-3-carbonylamino)benzyl)-6-(3-trif|uoro-
35 methoxy-4-methoxyphenyl)-5-ethyl—2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(6-chIoropyridazine-3-carbonylamino)benzyl)-6-(3-f|uoro-
methoxy-4-methoxyphenyl)-5—ethyl-2,3,4,5-tetrahyd ropyridazin-3-one;
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2-(4-(6-ch|oropyrida:zine-3-carbonylamino)benzyl)—6-(3-methoxy-4-
ethoxyphenyl)-5-ethyl-2,3,4,5-tetrahyd ropyridazin-3-one;
2-(4-(6-chIoropyridazine-3-carbonylamino)benzyl)—6-(3-ethoxy—4-
methoxyphenyl)-5-ethy|—2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(6-chIoropyridazine-3-carbonylamino)benzyl)-6—(3-hydroxy-4-
methoxyphenyl)-5-ethyl-2,13,4,5-tetrahydropyridazin-3-one;
2-(4-(6-chloropyridazine—3-carbonylamino)benzyl)-6-(4-methy|-
suIfonylphenyl)—5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
10 2-(4-(6-chloropyridaz.ine-3-carbonylamino)benzyl)-6-(4-methyleneoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(6-chloropyridazine-3-carbonylamino)benzyl)-6-(3-cyclopentyl-
oxy-4-methoxyphenyl)—5--ethy|-2,3,4,5-tetrahydropyridazin-3-one;
15 2-(3-(6-chloropyridazine-3-carbonylamino)benzyl)-6-(3-cyclopentyl-
oxy-4-methoxyphenyl)-5~-ethy|-2,3,4,5-tetrahyd ropyridazin-3-one;
2-(4-(6-chIoropyridazine-3-carbonylamino)phenethyl)-6-(3,4-
dimethoxyphenyl)-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(6-chloropyridazine-3-carbonylamino)phenethyl)—6-(3,4-

20
dimethoxyphenyl)—5-ethyl-2,3,4,5-tetrahyd ropyridazin-3-one;

3-(4-(6-ch|oropyridazine-3-carbonylamino)benzyl)—5—(3,4-dimethoxy-
phenyl)-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(3-(6-chloropyridazine—3-carbony|amino)benzyl)-5-(3,4-dimethoxy-
25 phenyl)-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(2-(6-chloropyrid a.zine-3-carbony|amino)benzyl)-5-(3,4-dimethoxy-
phenyl)-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(6-chloropyridazine-3-carbonylamino)benzyl)-5-(3,4-dimethoxy-

30 phenyl)-6-ethyl-3,6-dihyd{ro-1 ,3,4-thiadiazin-2-one;
3-(3-(6-chloropyridazine-3-carbonylamino)benzyl)—5-(3,4-dimethoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(2-(6-chIoropyridazine—3-carbonylamino)benzyl)-5-(3,4-dimethoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(6-chIoropyridazine-3-carbonylamino)benzyl)-5-(3—methoxy-4-

35

trifluoromethoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
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3-(4-(6-chIoropyrida:zine—3-carbony|amino)benzyl)-5-(3-methoxy-4-
difluoromethoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;

3-(4-(6-ch|oropyridazine-3-carbonylamino)benzyI)-5-(3-methoxy—4-
fluoromethoxyphenyl)-6-ethy|—3,6-dihydro-1 .3,4-thiadiazin-2-one;

> 3-(4-(6-chloropyridazine-3-carbonylamino)benzyl)—5-(3-difluoro-
methoxy-4-methoxypheny|)-6-ethy|-3,6-dihydro-1 .3,4-thiadiazin-2-one;
3-(4-(6-chIoropyridazine-3-carbonylamino)benzy|)-5-(3-trifluoro-
methoxy-4-methoxyphen'yl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
10 3-(4-(6-ch|oropyridazine-3-carbonylamino)benzyl)-5-(3-

fIuoromethoxy-4-methoxypheny|)-6-ethy|-3,6-dihyd ro-1,3,4-thiadiazin-2-
one;
‘ 3-(4-(6-ch|oropyridazine-3-carbonylamino)benzyl)-5-(3-methoxy-4-
15 ethoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(6-chloropyridazine-3-carbonylamino)benzyl)-5-(3-ethoxy-4-
methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(6-ch|oropyridazine-3-carbonylamino)benzyl)-5-(3-hydroxy-4-
0 methoxyphenyl)-6-ethy|-13,6-dihyd ro-1,3,4-thiadiazin-2-one;
3-(4-(6-ch|oropyridazine-3-carbony|amino)benzyl)-5-(4-
methylsulfonylphenyl)-6--ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;'
3-(4-(6-ch|oropyridazine-3-carbonylamino)benzyI)-5-(4-methy|eneoxy—
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
25 3-(4-(6-chloropyridazine-3-carbonylamino)benzyl)-5-(3-cyclopenty|-

oxy-4-methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(3-(6-chIoropyridazine-3-carbonylamino)benzyl)—5-(3-
cyclopentyloxy-4-methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-
30 one;
3-(4-(6-chIoropyridazine-3-carbony|amino)phenethyl)-5-(3,4-
dimethoxyphenyl)-3,6-dihydro-1 .3,4-thiadiazin-2-one;
3-(4-(6-chIoropyridazine-S-carbonylamino)phenethyl)-5-(3,4-
dimethoxyphenyl)-6-ethyl-3,6-dihydro-1 .3,4-thiadiazin-2-one,
3-(4-(6-ch|oropyridazine-3-carbonylamino)benzyl)—S—(3,4-dimethoxy-

35

phenyl)-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
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3-(3-(6-chIoropyridaz:ine-3-carbonylamino)benzyl)-5-(3,4-dimethoxy-
phenyl)-3,6-dihydro-1,3,4-oxadiazin-2-one;
3-(2-(6-chloropyridazine-3-carbony|amino)benzyl)-5-(3,4-dimethoxy-
phenyl)-3,6-dihydro-1 .3,4-oxadiazin-2-one;
3-(4-(6-chloropyridazine-3-carbonylamino)benzyl)-5-(3,4-dimethoxy-
phenyl)-6-ethy|-3,6-dihydr0-1 .3,4-oxadiazin-2-one;
3—(3-(6-chloropyridazzine-3-carbonylamino)benzyl)-5-(3,4-dimethoxy-
phenyl)-6-ethyl-3,6-dihyd ro-1,3,4-oxadiazin-2-one;
3-(2-(6-chloropyridazine-3-carbonylamino)benzyl)—5—(3,4—dimethoxy—
phenyl)-6-ethyl-3,6-dihyd ro-1,3,4-oxadiazin-2-one;
3-(4-(6-ch|oropyridazine-3-carbonylamino)benzyl)-5-(3-methoxy-4-
trifIuoromethoxyphenyl)—ES-ethy|-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(6-chIoropyridazine-3-carbonyIamino)benzyl)-5-(3-methoxy—4-
difluoromethoxyphenyl)-G-ethyl-3,6-dihyd ro-1,3,4-oxadiazin-2-one;
3-(4-(6-ch|oropyridazine-3-carbonylamino)benzyl)-5-(3-methoxy-4-
fluoromethoxyphenyl)-6-ethy|—3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(6-ch|oropyridazine-3-carbony|amino)benzyl)-5-(3-difluoro-
methoxy-4-methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(6-chloropyridazine-3-carbonylamino)benzyl)-5-(3-trif|uoro-
methoxy-4-methoxypheny|)-6-ethyl-3,6-dihyd ro-1,3,4-oxadiazin-2-one;
3-(4-(6-chloropyridazine—3-carbonylamino)benzyl)—5-(3-f|uoro-
methoxy-4-methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(6-chloropyridazine-3-carbonylamino)benzyl)-5-(3-methoxy-4-
ethoxyphenyl)-6-ethyl-3,6-dihyd ro-1,3,4-oxadiazin-2-one;
3-(4-(6-chloropyridazine-3-carbonylamino)benzyl)-5-(3-ethoxy-4-
methoxyphenyl)-6-ethyl--3,6-dihydro-1 ,3,4-o$(adiazin—2-one;
3-(4-(6-chloropyrid‘azine-3-carbonylamino)benzyl)-5-(3-hyd roxy-4-
methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(6-ch|oropyridazine-3-carbonylamino)benzyl)-5-(4-methy|-
sulfonyliphenyl)-6-ethyl-3,6-dihyd ro-1,3,4-oxadiazin-2-one;
3-(4-(6-ch|oropyridazine-3-carbonylamino)benzyl)-5-(4—methy|eneoxy-
phenyl)-6-ethyl-3,6-dihyd ro-1,3,4-oxadiazin-2-one;
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3-(4-(6—chIoropyridaz:ine-3-carbonylamino)benzyl)-5-(3-cyclopentyl-
oxy-4-methoxyphenyl)-G-ethyI-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(3-(6-chloropyridazine-3-carbonylamino)benzyl)—5-(3-cyc|opentyl-
oxy-4-methoxypheny|)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(6-ch|oropyridazine-3-carbonylamino)phenethyl)-5-(3,4-
dimethoxyphenyl)-3,6-dihydro-1 .3, 4-oxadiazin-2-one;
3-(4-(6-ch|oropyridazine—3-carbonylamino)phenethyl)—S-(3,4-
dimethoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
10 2-(4-(imidazole-4-carbony|amino)benzyl)—6-(3,4-dimethoxyphenyl)-
2.3.4 5-tetrahydropyridazin-3-one;
2-(3-(imidazole-4-carbonylamino)benzyl)-6-(3,4-dimethoxyphenyl)-
2 3,4,5-tetrahydropyridazin-3-one;
15 2-(2-(imidazo|e-4-carbonylamino)benzyl)-6-(3,4-dimethoxyphenyl)—
2.3 .4 5-tetrahydropyridazin-3-one;
2-(4—(imidazole-4-carbonylamino)benzyl)—6-(3,4-dimethoxyphenyl)—5-
ethyl-2,3,4,5-tetrahyd ropyridazin-3-one;
0 2-(3-(imidazo|e-4-carbonylamino)benzyl)—6-(3,4—dimethoxyphenyl)—5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(2-(imidazo|e-4-carbonylamino)benzyl)-6-(3,4-dimethoxyphenyl)-5-
ethyl-2,3,4,5-tetrahyd ropyridazin-3-one;
2-(4-(imidazole-4-carbonylamino)benzyl)-6-(3-methoxy-4-trifluoro-
25 methoxyphenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(imidazole-4-ca rbonylamino)benzyl)—6—(3—methoxy—4-difluoro-
methoxyphenyl)-5-ethy|-v2,3,4,5-tetrahyd ropyridazin-3-one;
2-(4-(imidazole-4-c:arbonylamino)benzyl)-6-(3-methoxy-4-fluoro-

30 methoxyphenyl)—5-ethyl--2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(imidazole-4-carbony|amino)benzyl)-6-(3-difluoromethoxy-4-

methoxyphenyl)-5-ethyl--2,3,4,5-tetrahyd ropyridazin-3-one;
2-(4-(imidazole—4-<:arbonylamino)benzyI)-6-(3-trif|uoromethoxy—4-

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

35
2-(4-(imidazo|e-4-carbonylamino)benzyI)-6-(3-f|uoromethoxy—4-

methoxyphenyl)—S-ethyI-Z,3,4,5-tetrahyd ropyridazin-3-one;
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2-(4-(imidazole-4-carbonylamino)benzyl)—6-(3-methoxy-4-ethoxy—
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one; '
2-(4-(imidazo|e-4-carbony|amino)benzyl)-6-(3-ethoxy-4-methoxy-
phenyl)-5-ethyl—2,3,4,5-tetrahyd ropyridazin-3-one,
2-(4-(imidazole-4-carbonylamino)benzyl)—G-(B-hyd roxy-4-methoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(imidazole-4-carbonylamino)benzyl)-6-(4-methylsuIfonylphenyl)—
5-ethyl-2,3,4,5-tetrahyd ropyridazin-3-one;
10 2-(4-(imidazo|e—4-carbonylamino)benzyl)-6-(4-methyleneoxyphenyl)-
5-ethyl-2,3,4,5-tetrahyd ropyridazin-3-one;
2-(4-(imidazole-4-carbony|amino)benzyl)-6-(3-cyc|opentyloxy—4-
methoxyphenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
15 2-(3-(imid azole-4-carlbonylamino)benzyl)-6-(3-cyc|opentyloxy-4-
methoxyphenyl)-5-ethyl-2,3,4,5-tetrahyd ropyridazin-3-one;
2-(4-(imidazole-4-carbonylamino)phenethyl)-6-(3,4-dimethoxyphenyl)—
2.3,4,5-tetrahydropyridazin-3-one;
0 2-(4-(imidazole-4-carbonylamino)phenethyl)-6-(3,4-dimethoxyphenyl)-
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
3-(4-(imidazole-4-carbonylamino)benzyl)—5-(3,4-dimethoxyphenyl)—
3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(3-(imidazole-4-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)—
25 3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(2-(imidazole-4-carbonylamino)benzy|)-5-(3,4-dimethoxyphenyl)-
3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(imidazo|e-4-carbonylamino)benzyl)-5—(3,4-dimethoxyphenyl)-6-
30 ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(3-(imidazole-4-carbony|amino)benzyl)-5-(3,4-dimethoxypheny|)-6-
ethyl-3,6-dihydro-1 .3,4-thiadiazin-2-one;
3-(2-(imidazole-4-carbonylamino)benzyl)—5-(3,4-dimethoxyphenyl)—6-
ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;

3-(4-(imidazole-4—carbonylamino)benzyl)-5—(3-methoxy-4-trif|uoro-

35

methoxyphenyl)-6-ethyl-3,6-dihyd ro-1,3,4-thiadiazin-2-one;
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3-(4-(imidazole-4-car‘bonylamino)benzyl)-5-(3-methoxy-4-difluoro-
methoxyphenyl)-6-ethy|-3,6--dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(imidazole-4-carbonylamino)benzyl)-5-(3-methoxy—4-ﬂuoro-
methoxyphenyl)—6-ethyl-3,6-dihydro-1 .3,4-thiadiazin-2-one;
3-(4-(imidazole-4-carbony|amino)benzyl)—5-(3-diﬂuoromethoxy-4-
methoxyphenyl)-6-ethy|—3,6-dihydro-1 .3,4-thiadiazin-2-one;
3-(4-(imidazole-4-carbony|amino)benzyl)—5-(3-triﬂuoromethoxy-4-
methoxyphenyl)-G-ethyl-3,6-dihyd ro-1,3,4-thiadiazin-2-one;
10 3-(4-(imidazole-4-carbony|amino)benzyl)-5-(3-fluoromethoxy-4-
methoxyphenyl)-6-ethy|—3,6-dihydro-1 .3 4-thiadiazin-2-one;
3-(4-(imidazole-4-carbonylamino)benzyl)-5-(3-methoxy-4-ethoxy-
phenyl)—6-ethyl-3,6-dihydrc>-1 ,3,4-thiadiazin-2-one;
15 3-(4-(imid azole-4-carbonylamino)benzyl)-5-(3-ethoxy-4-methoxy-
phenyl)—6-ethyl—3,6-dihyd ro-1,3,4-thiadiazin-2-one;
3-(4-(imidazole-4-carbony|amino)benzyl)-5-(3-hydroxy-4-methoxy-
phenyl)-6-ethyl-3,6-dihydro-1 .3 ,4-thiadiazin-2-one;
3-(4-(imidazole-4-carbonylamino)benzyI)-5-(4-methylsulfony|phenyl)-
6-ethyl-3,6-dihydro-1 .3 4-thiadiazin-2-one;
3-(4-(imidazole-4-carbonylamino)benzyl)-5-(4-methyleneoxyphenyl)—
6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(imidazole-4-carbonylamino)benzyl)-5-(3-cyc|openty|oxy—4-
25 methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(3-(imidazole-4-ca rbonylamino)benzyl)-5-(3-cyc|opentyloxy-4-

20

methoxyphenyl)-6-ethy|--3,6-dihydro-1 .3 4-thiadiazin-2-one;
3-(4-(imidazole-4-carbony|amino)phenethyl)-5-(3,4-dimethoxyphenyl)-
30 3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(4-(imidazole-4-carbonylamino)phenethyl)—S-(3,4-dimethoxyphenyl)-
6-ethyl-3,6-dihydro-1 .3,4-thiadiazin-2-one;
3-(4-(imidazole-4-carbony|amino)benzyl)-5-(3,4-dimethoxyphenyl)—

a5 3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(3-(imidazole-4-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)—

3,6-dihydro-1 ,3,4-oxadiazin-2-one;
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3-(2-(imidazoIe-4-carlbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)—
3,6-dihydro-1,3,4-oxadiazin-2-one; |
3-(4-(imidazole-4-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)—6-
ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(3-(imidazole-4-carbony|amino)benzyl)-5-(3,4-dimethoxyphenyl)—6-
ethyl-3,6-dihydro-1,3,4-oxadiazin-2-one;
3-(2-(imidazole-4-carbonylamino)benzyl)—5-(3,4-dimethoxyphenyl)—6-
ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
10 3-(4-(imidazole-4-carbonylamino)benzyl)-5-(3-methoxy-4-trifluoro-
methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(imidazole-4-carbonylamino)benzyl)-5-(3-methoxy-4-diﬂuoro-
methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
15 3-(4-(imidazole-4-c:arbonylamino)benzyl)-5-(3-methoxy-4-ﬂuoro-
methoxyphenyl)-6-ethyl-3,6-dihyd ro-1,3,4-oxadiazin-2-one;
3-(4-(imidazo|e-4-carbonylamino)benzyl)-5-(3-difluoromethoxy-4-
methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(imidazole-4-carbony|amino)benzyl)-5-(3-trif|uoromethoxy-4-

20

methoxyphenyl)—6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(imidazole-4-carbonylamino)benzyl)—5-(3-ﬂuoromethoxy-4-
methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(imidazole-4-c:arbonylamino)benzyl)-5-(3-methoxy-4-ethoxy-
25 phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(imidazo|e-4-carbonylamino)benzyl)—5-(3—ethoxy-4-methoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(imidazole-4-carbonylamino)benzyl)—5—(3-hydroxy-4-methoxy-
30 phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(imidazole-4-carbonylamino)benzyl)-5-(4-methylsuIfonylphenyl)—
6-ethyl-3,6-dihydro-1,3,4-oxadiazin-2-one;
3-(4-(imidazole-4-carbonylamino)benzyI)-5—(4—methyleneoxyphenyl)-
6-ethyl-3,6-dihydro-1,3,4-oxadiazin-2-one;
3-(4-(imidazole-4-carbonylamino)benzyI)-5—(3—cycIopentyloxy-4-

35

methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
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3-(3-(imidazole-4-carbonylamino)benzyl)-5-(3-cyc|opentyloxy-4-
methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(imidazoIe-4-carbonylamino)phenethyl)-5-(3,4-dimethoxyphenyl)—
3,6-dihydro-1,3,4-oxadiazin-2-one;
3-(4-(imidazole-4-carbonylamino)phenethyl)-5-(3,4-dimethoxyphenyl)—
6-ethyl-3,6-dihydro-1 .3,4-oxadiazin-2-one;
2-(4-(2,4-dimethylthiazole-5-carbonylamino)benzyl)-6-(3,4-dimethoxy-
phenyl)—2,3,4,5-tetrahydropyridazin-3-one;
10 2-(3-(2,4-dimethylthiazole-5-carbonylamino)benzyl)—6-(3,4-dimethoxy-
phenyl)-2,3,4,5-tetrahydropyridazin-3-one;
2-(2-(2,4-dimethylthiazole-5-carbony|amino)benzyl)—6-(3,4-dimethoxy-
phenyl)-2,3,4,5-tetrahydropyridazin-3-one;
15 2-(4-(2,4-dimethylthiazole-5-carbony|amino)benzyl)-6-(3,4-dimethoxy-
phenyl)-5-ethyl—2,3,4,5-tetrahydropyridazin-3-one;
2-(3-(2,4-dimethylthiazole-5-carbonylamino)benzyl)—6-(3,4-dimethoxy-
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2—(2-(2,4-dimethylthiazole-S-carbonylamino)benzyl)—6-(3,4-dimethoxy-

20
phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;

2-(4-(2,4-dimethylthiazole-S-carbonylamino)benzyl)-6-(3-methoxy-4-
triﬂuoromethoxyphenyl)-5-ethy|-2,3,4,5-tetrahydropyridazin-3-one;

2-(4-(2,4-dimethylthiazole-5—carbonylamino)benzyl)-6-(3-methoxy-4-
25 diﬂuoromethoxyphenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin—3-one;
2-(4-(2,4-dimethylthiazole-5-carbony|amino)benzyl)-6-(3-methoxy-4-
fluoromethoxyphenyl)-5--ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(2,4-dimethylthiazole-5-carbony|amino)benzyl)-6-(3-difluoro-
30 methoxy—4—methoxyphenjyl)-5—ethy|-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(2,4-dimethylthiazole-5-carbonylamino)benzyl)-6-(3-trifluoro-

methoxy-4-methoxyphenyI)-5-ethyI-2,3,4,5-tetrahyd ropyridazin-3-one;
2-(4-(2,4-dimethylthiazole-5-carbonylamino)benzyl)-6-(3-ﬂuoro-
35 methoxy-4-methoxyphenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(2,4-dimethylthiazole-5-carbony|amino)benzyl)-6-(3-methoxy-4-

ethoxyphenyl)—5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
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2-(4-(2,4-dimethylthiazole-5-carbonylamino)benzyl)—6-(3—ethoxy-4-
methoxyphenyl)—5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(2,4-dimethylthiazole-5-carbonylamino)benzyl)-6-(3-hydroxy-4-
methoxyphenyl)—5—ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(2,4-dimethylthi‘azo|e-5-carbonylamino)benzyl)-6-(4-methy|—
sulfonylphenyl)—5—ethyl-2,3,4,5-tetrahyd ropyridazin-3-one;
2-(4-(2,4-dimethylthiazole-5-carbonylamino)benzyl)-6-(4-methy|ene-
oxyphenyl)—5-ethyl-2,3,4,5--tetrahydropyridazin-3-one;
2-(4-(2,4-dimethylthiazole-5-carbonylamino)benzyl)-6-(3-cyclopentyl-
oxy-4-methoxypheny|)-5-e'thyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(3-(2,4-dimethylthiazole-5-carbonylamino)benzyl)-6-(3-cyclopentyl-
oxy-4-methoxyphenyl)-S-ethyl-2,3,4,5-tetrahyd ropyridazin-3-one;
2-(4-(2,4-dimethylthiazole-5-carbonylamino)phenethyl)-6—(3,4-
dimethoxyphenyl)—2,3,4,fi-vtetrahydropyridazin-3—one;
2-(4-(2,4—dimethylthiazoIe-5-carbonylamino)phenethy|)-6-(3,4-
dimethoxyphenyl)-5-ethy|-2,3,4,5-tetrahydropyridazin-3-one;
3-(4-(2,4-dimethylthiazole—5—carbonylamino)benzyl)—5-(3,4-dimethoxy-
phenyl)-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(3-(2,4-dimethylthiazole-5-carbonylamino)benzyl)-5-(3,4-dimethoxy-

* phenyl)-3,6-dihydro-1,3,4-thiadiazin-2-one;

3-(2-(2,4-dimethylthiazole-5-carbonylamino)benzyl)-5-(3,4-dimethoxy-
phenyl)-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(2,4-dimethylthiazole-5-carbonylamino)benzyl)—5-(3,4-dimethoxy-
phenyl)-6-ethyl-3,6-dihydro-1 .3,4-thiadiazin-2-one;
3-(3-(2,4-dimethylthiazole-5-carbonylamino)benzyl)-5—(3,4-dimethoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(2-(2,4-dimethylthiazole-5-carbonylamino)benzyl)—5—(3,4-dimethoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3 4-thiadiazin-2-one;
3-(4-(2,4-dimethylthiazole-5—carbonylamino)benzyl)-5-(3-methoxy-4-
trifluoromethoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one,
3-(4-(2,4-dimethylthiazole-5-carbonylamino)benzyl)—5-(3—methoxy—4-
difluoromethoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;




w
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3-(4-(2,4-dimethylthiazole-S-carbonylamino)benzyl)—5—(3-methoxy-4-
fluoromethoxyphenyl)-6-ethyl-3,6-dihyd ro-1,3,4-thiadiazin-2-one;
3-(4-(2,4-dimethylthi:azole-5-carbonylamino)benzyl)-5-(3-difluoro-
methoxy-4-methoxyphenyl)—6-ethyl-3,6-dihyd ro-1,3,4-thiadiazin-2-one;
3-(4-(2,4-dimethylthiazole-5-carbonylamino)benzyl)-5-(3-triﬂuoro-
methoxy—4-methoxypheny|)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(2,4-dimethylthiazole-5—carbonylamino)benzyl)-5-(3-f|uoro-
methoxy—4-methoxyphenyl)-6-ethyl-3,6-dihyd ro-1,3,4-thiadiazin-2-one;
10 3-(4-(2,4-dimethylthiazole-S-carbonylamino)benzyl)-5—(3-methoxy—4-
ethoxyphenyl)-6-ethy|-3,6‘-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(2,4-dimethylthiazole-5—carbonylamino)benzyl)-5-(3-ethoxy-4-
methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
15 3-(4-(2,4-dimethylthiazole-5-carbonylamino)benzyl)—5-(3-hyd roxy-4-
methoxyphenyl)-6-ethy|-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(2,4-dimethylthiazole-5-carbonylamino)benzyl)-5-(4-methy|-
sulfonylphenyl)-6-ethyl-3,6-dihyd ro-1,3,4-thiadiazin-2-one;
20 3-(4-(2,4-dimethylthiazole-5-carbonylamino)benzyl)-5-(4-methylene-
oxyphenyl)-6-ethyl-3,6-dihyd ro-1,3,4-thiadiazin-2-one;
3-(4-(2,4-dimethylthiazole-5-carbonylamino)benzyl)-5-(3-cyc|opentyl-
oxy-4-methoxyphenyl)-6--ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;

3-(3-(2,4-dimethy|thiazo|e-5-carbonylamino)benzyl)-5-(3-cyclopentyl-
25 oxy-4-methoxypheny|)-6--ethy|-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(2,4-dimethylthiazole-5-carbony|amino)phenethyl)-5-(3,4-
dimethoxypheny!)-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(2,4-dimethy|thiazole-5-carbony|amino)phenethyl)-5-(3,4-
30 dimethoxyphenyi)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(2,4-dimethylthiazole-5-carbonylamino)benzyl)-5-(3,4-dimethoxy-
phenyl)-3,6-dihydro-1 ,3,4-oxadiazin-2-one;

3-(3-(imidazole-4-c:arbonylamino)benzyl)—5-(3,4—dimethoxyphenyl)—
3,6-dihydro-1,3,4-oxadiazin-2-one;
3-(2-(2,4-dimethylthiazole-5-carbonylamino)benzyl)-5-(3,4-dimethoxy-

35

phenyl)-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
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3-(4-(2,4-dimethylthiazole-5-carbony|amino)benzyl)-5-(3,4-dimethoxy-
phenyl)-6-ethyl-3,6-dihydro-1 .3,4-oxadiazin-2-one;
3-(3-(2,4-dimethylthiazole-5-carbonylamino)benzyl)—5-(3,4-dimethoxy-
phenyl)—6-ethyl-3,6-dihydr'o-1 .3,4-oxadiazin-2-one;
3-(2-(2,4-dimethylthiazole-5-carbony|amino)benzyl)-5-(3,4-dimethoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(2,4-dimethylthiazoIe-5-carbonylamino)benzyl)-5-(3-methoxy—4-
trifluoromethoxyphenyl)-6-ethyl-3,6-dihyd ro-1,3,4-oxadiazin-2-one;
10 3-(4-(2,4-dimethylthiazole-5-carbonylamino)benzyl)-5-(3-methoxy-4-
diﬂuoromethoxyphenyl)-6-ethy|-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(2,4-dimethylthiazole-S-carbonylamino)benzyl)-5-(3-methoxy-4-
quoromethoxyphenyI)-6-ethy|-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
15 3-(4-(2,4-dimethylthiazole-5-carbonylamino)benzyl)—5-(3—difluoro-
methoxy-4-methoxyphenyl)-6-ethyl-3,6-dihydro-1 .3,4-oxadiazin-2-one;
3-(4-(2,4-dimethylthiazole-5-carbonylamino)benzyl)-5-(3—trif|uoro-
methoxy-4-methoxyphenyl)—6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
20 3-(4-(2,4-dimethylthiazole-S-carbonylamino)benzyl)-5-(3-f|uoro-
methoxy-4-methoxypheny|)-6-ethyl-3,6-dihyd ro-1,3,4-oxadiazin-2-one;
3-(4-(2,4-dimethylthiazole-5-carbony|amino)benzyl)-5-(3-methoxy—4-
ethoxyphenyl)-6-ethyl-3,6-dihyd ro-1,3,4-oxadiazin-2-one;
3-(4-(2,4-dimethylthiazole-S-carbonylamino)benzyl)-5-(3-ethoxy-4-

25 methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(2,4-dimethylthiazole-5-carbonylamino)benzyl)—5-(3-hydroxy-4-
methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(2,4-dimethylthiazole-5-carbonylamino)benzyl)—5-(4-methyl-
30 sulfonylphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(2,4-dimethy|thiazole-5-carbonylamino)benzyl)—5-(4-methylene-
oxyphenyl)-6-ethyl-3,6-dihydro-1 .3,4-oxadiazin-2-one;

3-(4-(2,4-dimethylthiazole-5-carbony|amino)benzyl)-5-(3—cyclopenty|-
35 oxy-4-methoxyphenyl)—Ei-ethyI-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(3-(2,4-dimethylthiazole-5-carbony|amino)benzyl)-5-(3-cyclopentyl-

oxy-4-methoxypheny|)-6-ethy|-3,6-dihyd ro-1,3,4-oxadiazin-2-one;
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3-(4-(2,4-dimethylthi:azole-5—carbony|amino)phenethyl)-5-(3,4-
dimethoxyphenyl)-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(2,4-dimethylthia.zole-5-carbony|amino)phenethyl)—5-(3,4-
dimethoxyphenyl)-6-ethy|--3,6-dihyd ro-1,3,4-oxadiazin-2-one;
2-(4-(isoxazole—5-carbonylamino)benzyl)-6-(3,4-dimethoxyphenyl)-
2.3 4 5-tetrahydropyridazin-3-one, m.p. 217°,
2-(3-(isoxazole-5-carbonylamino)benzy|)-6-(3,4-dimethoxyphenyl)—
2.3 4 5-tetrahydropyridazin-3-one;
10 2-(2-(isoxazole-5—carbonylamino)benzyl)—6-(3,4-dimethoxyphenyl)—
2.3.4,5-tetrahydropyridazin-3-one;
2-(4-(isoxazo|e-5-carbonylamino)benzyl)-6-(3,4-dimethoxypheny|)—5—
ethyl-2,3,4,5-tetrahydrop'yridazin-3-one;
15 2-(3-(isoxazole-5-carbonylamino)benzyl)-6-(3,4-dimethoxyphenyl)—5-
ethyl-2,3,4,5—tetrahydropyridazin-3-one;
2-(2-(isoxazo|e-5-carbonylamino)benzyl)-6-(3,4-dimethoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(isoxazo|e-5-carbonylamino)benzyl)-6-(3-methoxy-4-trifluoro-
20 methoxyphenyl)-5-ethy|-‘2,3,4,5-tetrahyd ropyridazin-3-one;

2-(4-(isoxazo|e-5-carbonylamino)benzyl)—6-(3-methoxy-4-difluoro-

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

2-(4-(isoxazole-5-carbonylamino)benzyl)-6-(3-methoxy-4-ﬂuoro-
25 methoxyphenyl)—5-ethyl--2:,3,4,5-tetrahydropyridazin-3-one;
2-(4-(isoxazole-5-carbonylamino)benzyl)—6-(3-diﬂuoromethoxy-4-
methoxyphenyl)-5-ethy|--2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(isoxazo|e-5-c:arbonylamino)benzyl)-6-(3-triﬂuoromethoxy-4-

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

2-(4-(isoxazo|e-5-carbonylamino)benzyl)—6-(3-ﬂuoromethoxy-4-
methoxyphenyl)-5-ethy|-2,3,4,5-tetrahyd ropyridazin-3-one;
2-(4-(isoxazoIe-5-carbonylamino)benzyl)-6-(3-methoxy-4-ethoxy-
35 phenyl)—5-ethyl-2,3,4,5-tetrahyd ropyridazin-3-one;
2-(4-(isoxazole-5-carbonylamino)benzy|)-6-(3-ethoxy-4-methoxy-

phenyl)-5-ethy|-2,3,4,5-tetrahydropyridazin—3-one;
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2-(4-(isoxazole-5-carbonylamino)benzyl)-6-(3-hydroxy-4-methoxy-
phenyl)—5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(isoxazo|e-5-carbony|amino)benzyl)—6-(4-methylsuIfonylphenyl)—
5-ethyl-2,3,4,5-tetrahyd ropyridazin-3-one;
2-(4-(isoxazo|e-5-carbonylamino)benzyl)-6—(4-methyleneoxypheny|)-
5-ethyl-2,3,4,5-tetrahyd ropyridazin-3-one;
2-(4-(isoxazo|e-5-carbonylamino)benzyl)-6-(3-cyc|opentyloxy-4-
methoxyphenyI)-5-ethyI-2.,3,4,5-tetrahyd ropyridazin-3-one;
10 2-(3-(isoxazole—5-carbonylamino)benzyl)-6-(3-cyc|opentyloxy-4-
methoxyphenyl )-5-ethyl-2,3,4,5-tetrahyd ropyridazin-3-one;
2-(4-(isoxazo|e-5-carbonylamino)phenethyl)—6-(3,4-dimethoxyphenyl)-
2 3.4, 5-tetrahydropyridazin-3-one;
15 2-(4-(isoxazole-5-carbony|amino)phenethyl)-6-(3,4-dimethoxypheny|)—
5-ethyl-2,3,4,5-tetrahyd ropyridazin-3-one;
3-(4-(isoxazo|e-5-carbonylamino)benzyl)—5-(3,4-dimethoxypheny|)—
3,6-dihydro-1 ,3,4-thiadiazin-2-one, m.p. 196°;
3—(3-(isoxazole-5-carbonylamino)benzyl)-S-(B,4-dimethoxyphenyl)-
3,6-dihydro-1 .3,4-thiadiazin-2-one;
3-(2-(isoxazole-5-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)-
3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(4-(isoxazole-5-ca rbonylamino)benzyl)-S-(3,4-dimethoxyphenyl)-6-
25  ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(3-(isoxazole-5—carbonylamino)benzyl )-5-(3,4-dimethoxyphenyl)-6-
ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(2-(isoxazo|e-5-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)-6-

20

30 ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3—(4-(isoxazole-5—carbonylamino)benzyl)-5-(3—methoxy-4-trif|uoro-

methoxyphenyl)-6-ethy|-3,6-dihydro-1 .3,4-thiadiazin-2-one;
3-(4-(isoxazole-5-carbonylamino)benzyl)-5-(3-methoxy-4-difluoro-
35 methoxyphenyl)-6-ethyl-3,6-dihyd ro-1,3,4-thiadiazin-2-one;
3-(4-(isoxazole-5-carbonylamino)benzyl)-5-(3-methoxy-4-ﬂuoro-

methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
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3-(4-(isoxazo|e-5-carbonylamino)benzyl)-5-(3-diﬂuoromethoxy-4-
methoxyphenyl)-6-ethyl-3,,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(isoxazole-5-carbonylamino)benzyl)-5-(3-trifluoromethoxy-4-
methoxyphenyl)—6-ethyl-3,6-dihydro-1 .3 4-thiadiazin-2-one;
3-(4-(isoxazole-5-carbonylamino)benzyl)-5-(3-f|uoromethoxy-4-
methoxyphenyl)—G-ethy|-3,ES-dihydro-1 ,3 4-thiadiazin-2-one;
3-(4-(isoxazole-5-carbonylamino)benzyl)-5-(3-methoxy-4-ethoxy—
phenyl )-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
10 3-(4-(isoxazole-5-ca rbonylamino)benzyl)-5-(3-ethoxy—4-methoxy-
phenyl)-6-ethyl-3,6-dihyd ro-1,3,4-thiadiazin-2-one;
3-(4-(isoxazole-5-carbonylamino)benzyl)-5-(3-hydroxy—4-methoxy-
phenyl)-6-ethy|-3,6-dihydro-1 .3,4-thiadiazin-2-one,
15 3-(4-(isoxazole-5—carbonylamino)benzyl)-5-(4-methylsulfonylphenyl)-
6-ethyl-3,6-dihydro-1 .3,4-thiadiazin-2-one;
3-(4-(isoxazole-5—carbonylamino)benzyl)-5-(4-methyleneoxyphenyl)-
6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
20 3-(4-(isoxazole-5-carbonylamino)benzyl)-5-(3-cyc|opentyloxy-4-
methoxyphenyl)—G-ethyl-S,6-dihyd ro-1,3,4-thiadiazin-2-one;
3-(3-(isoxazole-5-carbonylamino)benzyl)-5-(3-cyclopentyloxy-4-
methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(isoxazole-5—carbonylamino)phenethyl)—5—(3,4-dimethoxypheny|)—
25 ° 3 6-dihydro-1,3,4-thiadiazin-2-one;
3-(4-(isoxazo|e-5—carbonylamino)phenethyl)-5-(3,4-dimethoxyphenyl)—
6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(isoxazole-5-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)-

30 3,6-dihydro-1,3,4-oxadiazin-2-one;
3-(3( isoxazo|e-5-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)—
3,6-dihydro-1,3,4-oxadiazin-2-one;

3-(2-(isoxazole-5—carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)—
35 3,6-dihydro-1,3,4-oxadiazin-2-one;
3-(4-(isoxazole-5-carbony|amino)benzyl)-5-(3,4-dimethoxyphenyl)—6-

ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
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3-(3-(isoxazole-5-carbonylamino)benzyl)-5-(3,4-dimethoxypheny|)—6-
ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;

3-(2-(isoxazole—5-carbony|amino)benzyl)-5-(3,4-dimethoxypheny|)-6-
ethyl-3,6-dihydro-1 .3,4-oxadiazin-2-one;

3-(4-(isoxazo|e-5-carbonylamino)benzyl)-5-(3-methoxy-4-trifluoro-
methoxyphenyl)-6-ethyl-3,6-dihydro-1 .3,4-oxadiazin-2-one;

3-(4-(isoxazole—5-carbonylamino)benzyl)—5-(3-methoxy-4-diquoro-
methoxyphenyl)-6-ethy|-3,(S-dihyd ro-1,3,4-oxadiazin-2-one;

3-(4-(isoxazo|e-5-carbonylamino)benzyl)-5-(3-methoxy-4—f|uoro-
methoxyphenyl)—6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;

3-(4-(isoxazo|e-5-carbonylamino)benzyl)-5-(3-difluoromethoxy—4-
methoxyphenyl)-6-ethy|-3,6-dihydro-1 ,3,4-oxadiazin-2-one;

3-(4-(isoxazo|e-5-car‘bonylamino)benzyl)-5-(3-trif|uoromethoxy-4-
methoxypheny|)-6-ethyl-3,6-dihydro-1 .3,4-oxadiazin-2-one;

3-(4—(isoxazole-5-carbonylamino)benzyl)-5-(3-f|uoromethoxy—4-
methoxyphenyl)-6-ethy|-3,6-dihydro-1 ,3,4-oxadiazin-2-one;

3-(4-(isoxazole-5-carbonylamino)benzyl)-5-(3-methoxy-4-ethoxy-
phenyl)-6-ethyl-3,6-dihydr'o-1 ,3,4-oxadiazin-2-one;

3-(4-(isoxazole- 5—carbonylamino)benzyl)-5-(3-ethoxy-4-methoxy-
phenyl)-6-ethyl-3,6-dihydro- 1,3,4-oxadiazin-2-one;

3-(4-(isoxazole-5- carbonylamino)benzyl)-5-(3- -hydroxy-4- methoxy-
phenyl)-6-ethyl-3,6- dihydro-1,3,4-oxadiazin-2-one;

3-(4-(isoxazole-5- carbonylamino)benzyl)-5-(4- -methylsulfonylphenyl)-
6-ethyl-3,6-dihydro-1,3,4- .oxadiazin-2-one;

3-(4-(isoxazole-5- carbonylamino)benzyl)-5- (4 -methyleneoxyphenyl)-
6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;

3-(4-(isoxazo|e-5-carbonylamino)benzyl)-5-(3-cyc|opentyloxy—4-
methoxyphenyl)-G-ethyl-B,6-dihydro-1 ,3,4-oxadiazin-2-one;

3-(3-(isoxazo|e-5-carbonylamino)benzyl)-5-(3-cyclopentyloxy-4-
methoxyphenyl)-6-ethyh-:3,6-dihydro-1 ,3,4-oxadiazin-2-one;

3-(4-(isoxazo|e-5-carbonylamino)phenethyl)—5—(3,4-dimethoxyphenyl)—
3,6-dihydro-1,3,4-oxadiazin-2-one,
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3-(4-(isoxazo|e-5-carbonylamino)phenethyl)-5-(3,4-dimethoxypheny|)-
6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
2-(4-(oxazole-5-carbonylamino)benzyl)-G-(3,4-dimethoxyphenyl)—
2.3.4,5-tetrahydropyridazin-3-one;
2-(3-(oxazole-5-carbonylamino)benzyl)—6-(3,4-dimethoxypheny|)-
2.3 4 5-tetrahydropyridazin-3-one;
2-(2-(oxazole-5-carbonylamino)benzyl)-6-(3,4-dimethoxyphenyl)-
2.3,4 5-tetrahydropyridazin-3-one;
10 2-(4-(oxazo|e-5-carbonylamino)benzyl)—6-(3,4-dimethoxypheny|)—5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(3-(oxazo|e-5-carbonylamino)benzyl)—6-(3,4-dimethoxyphenyl)—5-
ethyl-2,3,4,5-tetrahyd ropyridazin-3-one;
15 2-(2-(oxazole-5-carbonylamino)benzyl)-6-(3,4-dimethoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(oxazole-5-carbonylamino)benzyl)-6-(3-methoxy-4-triﬂuoro-
methoxyphenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
20 : 2-(4-(oxazole-5-carbonylamino)benzyl)-6-(3-methoxy—4-diquoro-
methoxyphenyl)—5-ethyl-2,3,4,5-tetrahyd ropyridazin-3-one;
2-(4-(oxazole-5-carbonylamino)benzyl)-6-(3-methoxy-4-ﬂuoro-
methoxyphenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;

2-(4-(oxazole—5-carbonylamino)benzyl)-6-(3-difluoromethoxy-4-

25 methoxyphenyl)-5-ethyl-2,3 4 ,5-tetrahydropyridazin-3-one;
2-(4-(oxazole-5-carbonylamino)benzyl)-6-(3-triﬂuoromethoxy-4-
methoxyphenyl)—S-ethy|~2,3,4,5—tetrahyd ropyridazin-3-one;
2-(4-(oxazole-5-carbonylamino)benzyl)-6-(3-f|uoromethoxy-4-
30 methoxyphenyl)-5-ethy|--2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(oxazole-5-carbonylamino)benzyl)—6-(3-methoxy-4-ethoxy-
phenyl)-5-ethy|-2,3,4,5-tetrahyd ropyridazin-3-one;

2-(4-(oxazo|e-5-ca|rVoonyIamino)benzyl)-6-(3-ethoxy-4-methoxy-
a5 phenyl)—5-ethyl-2,3,4,5-tetrahyd ropyridazin-3-one;
2-(4-(oxazole-5-carbonylamino)benzyl)-6-(3-hyd roxy-4-methoxy-

phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
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2-(4-(oxazole-5-carbonylamino)benzyl)-6-(4-methy|sulfony|phenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(oxazole-5-carbonylamino)benzyl)-6-(4-methyleneoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(oxazole-5-carbonylamino)benzyl)-6-(3-cyclopenty|oxy-4-
methoxyphenyl)-5-ethy|—2,3,4,5-tetrahydropyridazin-3-one;
2-(3-(oxazole-5-carbonylamino)benzyl)-6-(3-cyclopenty|oxy-4-
methoxyphenyl)—5-ethyl-2,3,4,5—tetrahydropyridazin-3—one;
10 2-(4—(oxazole-5-carbony|amino)phenethyl)—6-(3,4-dimethoxypheny|)—
2,3,4,5-tetrahydropyridaz‘in-3-one;
2-(4-(oxazole-5-carbony|amino)phenethyl)-6-(3,4-dimethoxyphenyl)—
5-ethy|-2,3,4,5—tetrahydropyridazin-3-one;
15 3-(4-(oxazo|e-5-carbonylamino)benzyl)-5-(3,4-dimethoxypheny|)-3,6-
dihydro-1,3,4-thiadiazin-2-one;
3-(3-(oxazo|e-5-carbonylamino)benzyl)—5-(3,4-dimethoxyphenyl)—3,6-
dihydro-1,3,4-thiadiazin-2-one;
3-(2-(oxazole-5-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)—3,6-
dihydro-1,3,4-thiadiazin-2-one;
3-(4-(oxazo|e-5-carbonylamino)benzyl)-5—(3,4-dimethoxyphenyl)—6-
ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
_ 3-(3-(oxazole-5—carbony|amino)benzyl)-5-(3,4-dimethoxyphenyl)-6-
25 ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(2-(oxazole-5-carbonylamino)benzyl)-5-(3,4-dimethoxypheny|)-6-
ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;

3-(4-(oxazo|e-5-carbonylamino)benzyl)-5-(3-methoxy-4-trifluoro-

20

30 methoxyphenyl)—6-ethyl-3,6-dihydro-1 .3 ,4-thiadiazin-2-one;

3-(4-(oxazole-5-carbonylamino)benzyl)-5-(3—methoxy-4-difluoro-

methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(oxazole-5-carbonylamino)benzyl)-5-(3-methoxy-4-ﬂuoro-

35 methoxyphenyl)—6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(oxazole-5-carbonylamino)benzyl)-5-(3-diﬂuoromethoxy-4-

methoxyphenyl)-6-ethy|-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
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3-(4-(oxazole-5-carbo nylamino)benzyl)-5-(3-trifluoromethoxy-4-
methoxyphenyl)-6-ethyl-3,,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(oxazole-5-carbonylamino)benzyl)-5-(3-f|uoromethoxy-4-
methoxyphenyl)—6-ethyl-3,6-dihydro-1 3 4-thiadiazin-2-one;
3-(4-(oxazo|e-5-carbony|amino)benzyl)-5-(3-methoxy-4-ethoxy-
phenyl)-6-ethy|—3,6-dihydro-1 .3, 4-thiadiazin-2-one;
3-(4-(oxazole-5-carbonylamino)benzyl)-5-(3-ethoxy-4-methoxy-
phenyl)-6-ethyl-3,6-dihydro-1 .3,4-thiadiazin-2-one;
10 3-(4-(oxazole-5-carbonylamino)benzyl)-5-(3-hyd roxy-4-methoxy-
phenyl)—6-ethyl-3,6-dihydro-1 .3 4-thiadiazin-2-one;
3-(4-(oxazole-5-carbonylamino)benzyl)-5-(4-methylsulfonylphenyl)-6-
ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
15 3-(4-(oxazole-5-carbonylamino)benzyl)-5-(4-methyleneoxyphenyl)-6-
ethyl-3,6-dihydro-1 .3,4-thiadiazin-2-one;
3-(4-(oxazole-5-carbonylamino)benzyl)-5-(3-cyc|openty|oxy-4-
methoxyphenyl)-6-ethyl-3,6-dihydro-1 .3,4-thiadiazin-2-one;
20 3-(3-(oxazo|e-5-carbonylamino)benzyI)-5-(3-cyc|openty|oxy-4-
methoxyphenyl)-B-ethyl-3,6—dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(oxazoIe-5-carbony|amino)phenethyl)-5-(3,4-dimethoxyphenyl)—
3,6-dihydro-1 .3,4-thiadiazin-2-one;
3-(4-(oxazole-5-carbonylamino)phenethyl)—5-(3,4-dimethoxyphenyl)—
25 6-ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(4-(oxazo|e—5-carbonylamino)benzyl)—5-(3,4—dimetr{oxyphenyl)-3,6-

dihydro-1 ,3,4-oxadiazin-2-one;
3-(3-(oxazole-5-carbonylamino )-benzyl)-5-(3,4-dimethoxyphenyl)—
30 3,6-dihydro-1,3,4-oxadiazin-2-one;

3-(2-(oxazole-5-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)-3,6-
dihydro-1,3,4-oxadiazin-2-one;
3-(4-(oxazole-5-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)—6-
35 ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(3-(oxazole-5-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)-6-

ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
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3-(2-(oxazole-5-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)—6-
ethyl-3,6-dihydro-1 3,4-oxadiazin-2-one;
3-(4-(oxazole-5-carbonylamino)benzyl)-5-(3-methoxy-4-trif|uoro-
methoxyphenyl)-6-ethy|—3,6-dihydro-1 .3,4-oxadiazin-2-one;
3-(4-(oxazo|e-5-carbonylamino)benzyl)-5-(3-methoxy-4-diﬂuoro-
methoxyphenyl)-6-ethy|-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(oxazole-5-carbonylamino)benzyI)—5-(3-methoxy—4-ﬂuoro-
methoxyphenyl)—6-ethy|-3,6-dihydro-1 .3 4-oxadiazin-2-one;
10 3-(4-(oxazole-5-carbonylamino)benzy|)-5-(3-difluoromethoxy-4-
methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(oxazole-5-carbonylamino)benzyl)-5-(3-trif|uoromethoxy-4-
methoxyphenyl)—6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
15 3-(4-(oxazo|e-5-carbony|amino)benzyl)-5-(3-ﬂuoromethoxy—4-
methoxyphenyl)—6-ethyl-3,6-dihydro-1 .3,4-oxadiazin-2-one;
3-(4-(oxazo|e—5-carbonylamino)benzyl)—5-(3-methoxy—4-ethoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
20 3-(4-(oxazole-5-carbonylamino)benzyl)-5-(3-ethoxy-4-methoxy-
phenyl)—6-ethyl-3,6-dihydro-1 .3,4-oxadiazin-2-one;
3-(4-(oxazo|e-5-carbony|amino)benzyl)—5-(3-hyd roxy-4-methoxy-
phenyl)—6-ethyl-3,6-dihyd ro-1,3,4-oxadiazin-2-one;

3-(4-(oxazole-5-carbonylamino)benzyl)-5-(4-methylsu|fonylphenyl)—6-
25 ethyl-3,6-dihydro-1,3,4-oxadiazin-2-one;
3-(4-(oxazole-5—carbonylamino)benzy|)-5-(4-methyleneoxyphenyl)-6- _

ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(oxazole-5-carbonylamino)benzyl)-5-(3-cyclopenty|oxy-4-

30 methoxyphenyl)—6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(3-(oxazole-5-carbony|amino)benzyl)-5-(3-cyc|openty|oxy—4-
methoxyphenyl)—6-ethyl‘-‘3,6-dihyd ro-1,3,4-oxadiazin-2-one;
3-(4-(oxazole-5-carbonylamino)phenethyl)—5-(3,4-dimethoxyphenyl)-
3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3—(4—(oxazole-5-carbonylamino)phenethyl)—5-(3,4-dimethoxyphenyl)-
6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;

35
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2-(4-(pyrimidine-2-carbony|amino)benzyl)-6-(3,4-dimethoxyphenyl)-
2 3,4,5-tetrahydropyridazin-3-one;
2-(3-(pyrimidine-2-carbonylamino)benzyl)-6-(3,4-dimethoxyphenyl)-
2,3,4,5-tetrahydropyridazin-3-one;
2-(2-(pyrimidine-2-carbonylamino)benzyl)-6-(3,4-dimethoxyphenyl)—
2 3,4 5-tetrahydropyridazin-3-one;
2-(4- (pyrimidine-2-carbonylamino)benzyl)—6—(3,4-dimethoxyphenyl)—5-
ethyl-2,3,4 5-tetrahydropyridazin-3-one;
10 2-(3-(pyrimidine-2- -carbonylamino)benzyl)-6-(3,4- dimethoxyphenyl)-5-
ethyI-2,3,4,5-tetrahydropyr|dazm-3 one,
2-(2-(pyrimidine-2-carbonylamino)benzyl)—6-(3,4-dimethoxyphenyl)—5-
ethy|—2,3,4,5-tetrahydropyridazin-3-one;
15 2-(4-(pyrimidine-2-c:arbonylamino)benzyl)-6-(3-methoxy-4-trif|uoro-
methoxyphenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(pyrimidine-2-carbonylamino)benzyl)-6-(3-methoxy-4-difluoro-
methoxyphenyl)—S-ethyI-Z.3,4,5—tetrahydropyridazin-3-one;
20 2-(4-(pyrimidine-2-carbonyIamino)benzyl)-6-(3-methoxy-4-f|uoro-
methoxyphenyl)—5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(pyrimidine-2- carbonylamino)benzyl)—6-(3-diﬂuoromethoxy—4-
methoxyphenyl) -5-ethyl-2,3,4 5-tetrahydropyridazin-3-one;
2-(4-(pyrimidine-2- carbonylamino)benzyl)-6-(3- -trifluoromethoxy-4-

25 methoxyphenyl)-5-ethy|--2,3,4,5-tetrahydropyr|dazm -3-one;
2-(4-(pyrimidine-2-carbonylamino)benzyl)-6-(3-ﬂuoromethoxy-4-
methoxyphenyl)—5—ethy|—2,3,4,5-tetrahyd ropyridazin-3-one;
2-(4-(pyrimidine-2--carbonylamino)benzyl)-6-(3-methoxy-4-ethoxy-
30 phenyl)-5-ethy|-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(pyrimidine-2--carbony|amino)benzyl)-6-(3—ethoxy-4-methoxy-

phenyl)—5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(pyrimidine-2- c‘arbonylamino)benzyl)—6-(3-hydroxy—4-methoxy-
a5 phenyl)-5-ethyl-2,3,4 5-tetrahydropyridazin-3-one;
2-(4-(pyrimidine-2- carbonylamino)benzyl)-6-(4- methylsulfonylphenyl)-

5—ethyl-2,3,4,5-tetrahydropyr|dazm -3-one;
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2-(4-(pyrimidine-2-carbonylamino)benzyl)-6-(4-methyleneoxypheny|)-
5-ethy|-2,3,4,5—tetrahydropyridazin-3-one;

2-(4-(pyrimidine—2-carbonylamino)benzyl)-6—(3-cyc|opentyloxy-4-
methoxyphenyl)—5-ethyl-2,3,4,5—tetrahydropyridazin-3-one;

> 2-(3-(pyrimidine-2—carbonylamino)benzyl)-6-(3-cyclopentyloxy-4-
methoxyphenyl)-S-ethyl-Z,3,4,5-tetrahydropyridazin-3-one;
2-(4-(pyrimidine-2-carbonylamino)phenethyl)-6-(3,4-dimethoxy-
phenyl)—2,3,4,5-tetrahydropyridazin-3-one;
10 2-(4-(pyrimidine-2-carbony|amino)phenethyl)—6-(3,4-dimethoxy-

phenyl)—5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
3-(4-(pyrimidine—2-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)-
3,6-dihydro-1 .3,4-thiadiazin-2-one;
15 3-(3-(pyrimidine-2-c.arbonylamino)benzyl)—5-(3,4-dimethoxypheny|)-
3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(2-(pyrimidine-2-carbonyIamino)benzyI)—S-(S,4-dimethoxyphenyl)-
3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(pyrimidine-2-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)—6-
ethyl-3,6-dihydro-1 .3,4-thiadiazin-2-one;
3-(3-(pyrimidine-2-carbony|amino)benzyl)-5—(3,4-dimethoxyphenyl)-6-
ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(2-(pyrimidine-2-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)-G-
25 ethyl-3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(4-(pyrimidine-2-carbonylamino)benzyl)-5-(3—methoxy—4-triﬂuoro-

20

methoxyphenyl)-6-ethy|--3,6-dihydro-1 .3,4-thiadiazin-2-one;

3-(4-(pyrimidine-2--carbonylamino)benzyl)-5-(3-methoxy-4-difluoro-
30 methoxyphenyl)—6-ethyl-3,6-dihydro-1 .3,4-thiadiazin-2-one;
3-(4-(pyrimidine—2--carbony|amino)benzyl)-5-(3-methoxy-4-f|uoro-
methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(pyrimidine-2--c:arbonylamino)benzyl)-5-(3-diﬂuoromethoxy-4-
35 methoxyphenyl)—G-ethyI-3,6-dihyd ro-1,3,4-thiadiazin-2-one;
3-(4-(pyrimidine-2-carbonylamino)benzyl)-5-(3-trifluoromethoxy-4-
methoxyphenyl)—6-ethyl-3,6-dihyd ro-1,3,4-thiadiazin-2-one;
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3-(4-(pyrimidine-2-carbonylamino)benzyl)-5-(3-f|uoromethoxy-4-
methoxyphenyl)-6-ethyl-3,6-dihydro-1 .3,4-thiadiazin-2-one;
3-(4-(pyrimidine-2-carbonylamino)benzy|)-5-(3-methoxy-4-ethoxy—
phenyl)-6-ethy|—3,6-dihydro-1 .3 4-thiadiazin-2-one;
3-(4-(pyrimidine—2—carbonylamino)benzyl)-5-(3-ethoxy-4-methoxy—
phenyl)-6-ethy|-3,6-dihydr'o-1 .3 ,4-thiadiazin-2-one;,
3-(4-(pyrimidine-2-carbonylamino)benzyl)-5-(3-hydroxy—4-methoxy-
phenyl)—6-ethyl-3,6-dihydr0-1 .3 ,4-thiadiazin-2-one;
10 3-(4-(pyrimidine-2-carbonylamino)benzyl)-5—(4-methylsquonylphenyl)-
6-ethyl-3,6-dihydro-1 .3,4-thiadiazin-2-one;
3-(4-(pyrimidine-2-carbonylamino)benzy|)-5-(4-methyleneoxyphenyl)-
6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
15 3-(4-(pyrimidine-2-cyarbonylamino)benzyl)-5-(3-cyc|openty|oxy—4-
methoxyphenyl)-6-ethyl-3,6-dihyd ro-1,3,4-thiadiazin-2-one;
3-(3-(pyrimidine-2-carbonylamino)benzyl)-5-(3-cyc|opentyloxy-4-
methoxyphenyl)-6-ethyl-3 6-dihydro-1,3,4-thiadiazin-2-one;
3-(4-(pyrimidine-2-carbonyIamino)phenethyl)—5—(3,4-dimethoxy-
phenyl)-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(pyrimidine-2-carbonylamino)phenethyl)-5-(3,4-dimethoxy-
phenyl)—6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(pyrimidine-2-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)—
25 3,6-dihydro-1,3,4-oxadiazin-2-one;
3-(3-(pyrimidine-2-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)-

20

3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(2-(pyrimidine-2--carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)—

30 3,6-dihydro-1,3,4-oxadiazin-2-one;
3-(4-(pyrimidine-2--carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)—6-
ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(3-(pyrimidine-2v-carbonylamino)benzyl)-S-(B,4-dimethoxyphenyl)-6-
ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(2-(pyrimidine-2-carbonylamino)benzyl)—5-(3,4-dimethoxypheny|)—6-

35

ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
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3-(4-(pyrimidine-2-carbonylamino)benzyl)-5-(3-methoxy—4-triﬂuoro-
methoxyphenyl)-6-ethyl-3,6-dihydro-1 .3,4-oxadiazin-2-one;
3-(4-(pyrimidine—2-carbonylamino)benzyl)-5-(3-methoxy—4-difluoro- _
methoxyphenyl)—6-ethyl-3,6-dihydro-1 .3,4-oxadiazin-2-one;
3-(4-(pyrimidine—2-carbonylamino)benzyl)-5-(3-methoxy-4-ﬂuoro-
methoxyphenyl)—6-ethyl-3,6-dihyd ro-1,3,4-oxadiazin-2-one;
3-(4-(pyrimidine—2-carbonylamino)benzyl)-5-(3-difluoromethoxy-4-
methoxyphenyl)—6-ethy|—3,6-dihydro-1 ,3,4-oxadiazin-2-one;
10 3-(4-(pyrimidine—2—carbonylamino)benzyl)-5-(3-triﬂuoromethoxy-4-
methoxyphenyl)-6-ethyl-3.,6-dihydro-1 .3 ,4-oxadiazin-2-one;
3-(4—(pyrimidine-2-carbonylamino)benzyl)-5-(3-f|uoromethoxy-4-
methoxyphenyl)—6-ethyl—3,6-dihydro-1 .3,4-oxadiazin-2-one;
15 3-(4-(pyrimidine-2-carbonylamino)benzyl)-5-(3-methoxy-4-ethoxy-
phenyl)—6-ethyl-3,6-dihyd ro-1,3,4-oxadiazin-2-one;
3-(4-(pyrimidine-2-t;arbonylamino)benzyl)-5-(3-ethoxy-4-methoxy—
phenyl)—6-ethyl-3,6-dihydro-1 .3,4-oxadiazin-2-one;
20 3-(4-(pyrimidine-2-carbonylamino)benzyl)—5-(3-hydroxy-4-methoxy—
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(pyrimidine-2-(:arbonylamino)benzyl)—5-(4-methy|sulfonylphenyl)-
6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(pyrimidine—2—carbonylamino)benzyl)-5-(4-methyleneoxyphenyl)-
25 6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(pyrimidine-2-carbonylamino)benzyl)-5—(3-cyclopentyloxy-4-

methoxyphenyl)-6-ethy|--3,6-dihyd ro-1,3,4-oxadiazin-2-one;
3-(3-(pyrimidine-2-carbonylamino)benzyl)-5-(3-cyclopentyloxy-4-

30 methoxyphenyl)—6-ethy|--3,6-dihydro-1 .3,4-oxadiazin-2-one;
3-(4-(pyrimidine—2-carbonylamino)phenethyl)—S-(3,4—dimethoxy—
phenyl)-3,6-dihydro-1 .3,4-oxadiazin-2-one;
3-(4-(pyrimidine-2-—carbony|amino)phenethyl)-5-(3,4-dimethoxy—
35 phenyl)-6-ethy|-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
2-(4-(pyrazole-3-carbonylamino)benzyl)—6-(3,4-dimethoxypheny|)—

2.3,4 5-tetrahydropyridazin-3-one;
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2-(3-(pyrazole-3-carbonylamino)benzyl)-6-(3,4-dimethoxyphenyl)-
2,3,4,5-tetrahydropyridazin--3-one;
2-(2-(pyrazo|e-3-carbony|amino)benzyl)-6-(3,4-dimethoxypheny|)—
2,3,4,5-tetrahydropyridazin--3-one;
2-(4-(pyrazole-3-carbonylamino)benzyl)-6-(3,4-dimethoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(3-(pyrazole—3-carbonylamino)benzyl)-6-(3,4-dimethoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
10 2-(2-(pyrazole-3-carbonylamino)benzyl)-6-(3 4-dimethoxyphenyl)-5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(pyrazo|e-3-carbonylamino)benzyI)-6-(3-methoxy—4-triﬂuoro-
methoxyphenyl)-5-ethy|-2,3,4,5-tetrahydropyridazin-3-one;
15 2-(4-(pyrazole-3-carbonylamino)benzyI)-6-(3-methoxy-4-diﬂuoro-
methoxyphenyl)-5-ethy|-12,3,4,5-tetrahydropyridazin-3-one;
2-(4-(pyrazo|e-3-carbonylamino)benzyl)—6-(3-methoxy—4-f|uoro-
methoxyphenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3—one;
2-(4-(pyrazole-3—carbonylamino)benzyl)-6-(3-diﬂuoromethoxy-4-

20
methoxyphenyl)-5-ethyl-2,3 4 5-tetrahyd ropyridazin-3-one;

2-(4-(pyrazo|e-3-carbonylamino)benzyl)—6-(3-triﬂuoromethoxy-4-

methoxyphenyl)—5-ethyl--2,3,4,5-tetrahydropyridazin—3-one;
2-(4-(pyrazo|e—3-carbonylamino)benzyI)-6-(3-ﬂuoromethoxy—4-
25 methoxyphenyl)-5-ethyl-2,3,4,5-tetrahyd ropyridazin-3-one;
2-(4-(pyrazo|e—3-carbonylamino)benzyl)-6-(3-methoxy-4-ethoxy-

phenyl)-5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(pyrazole-3-carbonylamino)benzyl)-6-(3-ethoxy-4-methoxy-
30 phenyl)-5-ethyl-2,3,4,5--tetrahyd ropyridazin-3-one;
2-(4-(pyrazole-3-carbonylamino)benzyl)—6-(3-hydroxy-4-methoxy-
phenyl)—5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
2-(4-(pyrazo|e-3-carbonylamino)benzyl)-6-(4-methy|suIfonylphenyl)-5-
a5 ethyl-2,3,4,5—tetrahydropyridazin-3-one;
2-(4-(pyrazo|e-3-carbony|amino)benzyl)—6-(4-methyleneoxyphenyl)—5-
ethyl-2,3,4,5-tetrahydropyridazin-3-one;
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2-(4—(pyrazole-3-carbonylamino)benzyl)—6-(3-cyclopentyloxy-4-
methoxyphenyl)-5-ethy|-2,3,4,5-tetrahydropyridazin-3-one;
2-(3-(pyrazole-3-carbonylamino)benzyl)-6-(3-cyclopentyloxy-4-
methoxyphenyl)—S-ethyl-Z,3,4,5-tetrahydropyridazin-3-one;
2-(4-(pyrazole-3-carbonylamino)phenethyl)-6-(3,4-dimethoxyphenyl)-
2.3,4,5-tetrahydropyridazin-3-one;
2-(4-(pyrazole-3-carbonylamino)phenethyl)—6-(3,4-dimethoxyphenyl)-
5-ethyl-2,3,4,5-tetrahydropyridazin-3-one;
3-(4-(pyrazole-3-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)-3,6-
dihydro-1,3,4-thiadiazin-2-one;
3-(3-(pyrazo|e—3-carbonylamino)benzyl)—5-(3,4-dimethoxyphenyl)-3,6-
dihydro-1,3,4-thiadiazin-2-one;
3-(2-(pyrazole-3-carbonylamino)benzyl)—5-(3,4-dimethoxypheny|)-3,6-
dihydro-1,3,4-thiadiazin-2-one;
3-(4-(pyrazole-3-carbonylamino)benzyl)—5-(3,4-dimethoxypheny|)-6-
ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(3-(pyrazole-3-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)-6-
ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(2-(pyrazole-3-carbony|amino)benzyl)—5—(3,4-dimethoxyphenyl)—6-
ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(pyrazole-3-carbonylamino)benzy|)-5-(3-methoxy—4-triﬂuoro-
methoxyphenyl)-6-ethyl--3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(pyrazole-3-carbonylamino)benzyl)-5—(3-methoxy-4-diquoro-
methoxyphenyl)-6-ethy|--3,6-dihydro-1 .3,4-thiadiazin-2-one;
3-(4-(pyrazo|e-3-carbonylamino)benzyl)-5-(3-methoxy-4-fluoro-
methoxyphenyl)-6-ethyl-3,6-dihydro—1 ,3,4-thiadiazin-2-one;
3-(4-(pyrazole-3-carbonylamino)benzyl)-5-(3-difluoromethoxy-4-
methoxyphenyl)-6-ethy|-3,6-dihydro-1 .3,4-thiadiazin-2-one;
3-(4-(pyrazole-3-carbonylamino)benzyl)-5-(3-triﬂuoromethoxy-4-
methoxyphenyl)-6-ethyl-3,6-dihyd ro-1,3,4-thiadiazin-2-one;
3-(4-(pyrazole-3-carbonylamino)benzyl)-5-(3-ﬂuoromethoxy-4-
methoxyphenyl)—6-ethyl-3,6-dihyd ro-1,3,4-thiadiazin-2-one;
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3-(4-(pyrazo|e-3-carbonylamino)benzyl)-5-(3-methoxy—4-ethoxy-
phenyl)—6-ethy|—3,6-dihydro-1 .3,4-thiadiazin-2-one;
3-(4-(pyrazole-3-carbonylamino)benzyl)-5-(3-ethoxy-4-methoxy—
phenyl)—6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(pyrazo|e-3-carbonylamino)benzyl)-5-(3-hydroxy—4-methoxy-
phenyl)-6-ethy|-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(pyrazo|e-3-carbonylamino)benzyl)-5—(4—methylsuIfonylphenyl)—6-
ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
10 3-(4-(pyrazole-3-ca|rbonylamino)benzyl)-5-(4-methy|eneoxyphenyl)—6-
ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(pyrazo|e-3-carbonylamino)benzyl)-5-(3-cyclopentyloxy-4-
methoxyphenyl)-6-ethyl-3,6-dihyd ro-1,3,4-thiadiazin-2-one;
15 3-(3-(pyrazo|e-3-carbonylamino)benzyl)-5-(3-cyclopentyloxy-4-
methoxyphenyl)—6-ethy|—i3,6—dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(pyrazo|e-3-carbonylamino)phenethyl)-5-(3,4-dimethoxypheny|)—
3,6-dihydro-1,3,4-thiadiazin-2-one;
3-(4-(pyrazole-3-carbonylamino)phenethyl)—5-(3,4-dimethoxyphenyl)—
6-ethyl-3,6-dihydro-1 ,3,4-thiadiazin-2-one;
3-(4-(pyrazo|e-3-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)—3,6-

20

dihydro-1,3,4-oxadiazin-2-one;
3-(3-(pyrazo|e-3-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)-3,6—

25 dihydro-1,3,4-oxadiazin-2-one;
3-(2-(pyrazo|e-3-carbonylamino)benzy|)-5-(3,4-dimethoxyphenyl)—3,6-

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

3-(4—(pyrazole-3-carbonylamino)benzyl)-5-(3,4-dimethoxypheny|)—6-
30 ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(3-(pyrazole-3-carbonyIamino)benzyI)—S-(3,4-dimethoxypheny|)-6-
ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(2-(pyrazole-3-carbonylamino)benzyl)-5-(3,4-dimethoxyphenyl)-6-
a5 ethyl-3,6-dihydro-1,3,4-oxadiazin-2-one;
3-(4-(pyrazole-3-carbonylamino)benzyl)-5-(3-methoxy-4-triﬂuoro-

methoxyphenyl)-6-ethyl-3,6-dihyd ro-1,3,4-oxadiazin-2-one;
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3-(4-(pyrazole-3-carbonylamino)benzyl)-5-(3-methoxy-4-diﬂuoro-
methoxyphenyl)-6-ethy|-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(pyrazo|e-3-carbonylamino)benzyl)-5-(3-methoxy-4-f|uoro-
methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(pyrazole-3-carbonylamino)benzyl)-5-(3-diquoromethoxy-4-
methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(pyrazo|e-3-carbonylamino)benzyl)-5-(3-trif|uoromethoxy-4-
methoxyphenyl)-_6-ethy|-3,6—dihydro-1 ,3,4-oxadiazin-2-one;
10 3-(4-(pyrazole-3-carbonylamino)benzyl)-5-(3-fluoromethoxy-4-
methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(pyrazole-3-carbonylamino)benzyl)-5-(3-methoxy-4-ethoxy—
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
15 3-(4-(pyrazo|e-3-carbonylamino)benzyl)-5-(3-ethoxy-4-methoxy—
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(pyrazole-3-ca rbonylamino)benzyl)—5-(3-hydroxy-4-methoxy-
phenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one,
3-(4-(pyrazo|e-3-carbonylamino)benzyl)-5-(4-methy|sulfony|phenyl)-6-

20
ethyl-3,6-dihydro-1,3,4-oxadiazin-2-one;

3-(4-(pyrazole-3-carbonylamino)benzyI)-5-(4-methyleneoxyphenyl)-6-

ethyl-3,6-dihydro-1,3,4-oxadiazin-2-one;
3-(4-(pyrazole-3-carbonylamino)benzyl)-5-(3-cyclope ntyloxy-4-
25 methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(3-(pyrazole-3-carbonylamino)benzyl)-5-(3—cyclopentyloxy—4-
methoxyphenyl)-6-ethyl-3,6-dihydro-1 ,3,4-oxadiazin-2-one;
3-(4-(pyrazole-3-carbony|amino)phenethyl)—S-(B,4-dimethoxyphenyl)-
30 3,6-dihydro-1,3,4-oxadiazin-2-one;

3-(4—(pyrazole-3-czarbonylamino)phenethyl)—5-(3,4-dimethoxyphenyl)—
6-ethyl-3,6-dihydro-1,3,4-oxadiazin-2-one;
2-(3-nicotinoylaminobenzyl)—6-(3-ethoxy—4-methoxyphenyl)-2,3,4,5-
35 tetrahydropyridazin-3-one, m.p. 204°;
2—(4-isonicotinoylaminobenzyl)-6-(3-ethoxy-4-methoxyphenyl)—2,3,4,5-

tetrahydropyridazin-3-one, hydrochloride m.p. 252°;
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2-(4-pyrazinecarbony|aminobenzyl)-6-(3-ethoxy-4-methoxypheny|)-
2,34 5-tetrahydropyridazin-3-one, m.p. 202°;

2-(4-(isoxazole-5-carbonylamino)benzyl)-6-(3-ethoxy-4-methoxy-
phenyl)—2,3,4,5-tetrahydropyridazin-3-one, m.p. 192°;

2-(4-nicotinoylaminobenzyl)-6-(3-cyc|opentyloxy-4-methoxypheny|)-
2.3,4 5-tetrahydropyridazin-3-one, m.p. 205°

2-(4-nicotinoylaminobenzyl)—G-(3,4-dimethoxyphenyl)-2,3,4,5-tetra-
hydropyridazin-3-one, hydrochloride m.p. 212°;

d) compounds, disclosed in EP 0 539 806 B1, selected from the
group consisting of
5-(3-methoxy-4-difluoromethoxyphenyl)-6-ethyl-3,6-dihyd ro-1,3,4-
thiadiazin-2-one, m.p. 97°,
5—(3-methoxy—4-trifluoromethoxyphenyl)—6-ethy|-3,6-dihydro-1 ,3,4-
thiadiazin-2-one;
5-(3-methoxy-4-triﬂuoromethoxyphenyl)-6-methy|-3,6-dihydro-1 ,3,4-
thiadiazin-2-one;
5-(3-methoxy-4-difIuoromethoxyphenyl)-6-methy|-3,6-dihyd ro-1,3,4-
thiadiazin-2-one;
5-[3-methoxy-4-(1,1 ,2,2-tetraﬂuoroethoxy)phenyl]-6-ethy|-3,6-dihydro-
1,3,4-thiadiazin-2-one;
5-(3-methoxy-4-chIoromethoxyphenyl)-6-ethy|—3,6-dihyd ro-1,3,4-
thiadiazin-2-ohe;
5-(3-methoxy-4-chI0romethoxypheny|)-6-methyl—3,6-dihyd ro-1,3,4-
thiadiazin-2-one;
5-(3-methoxy—4-pentachloroethoxyphenyl)-6-ethy|-3,6-dihydro-1 ,3,4-
thiadiazin-2-one;
5-(3-methoxy-4-trifluoromethoxyphenyl)-6-propyl-3,6-dihyd ro-1,3,4-
thiadiazin-2-one;
5—(3-methoxy-4-diﬂuoromethoxyphenyl)—6-propyl-3,6-dihydro-1 ,3,4-

thiadiazin-2-one;
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5-[3-methoxy-4-(1,1 ,2,-triﬂuoroethoxy)phenyl]-6-ethyl-3,6-dihydro-
1,3,4-thiadiazin-2-one;
5-[3-methoxy-4-(1,1 ,22,-trifIuoroethoxy)phenyl]-6-methyl-3,6-dihyd ro-
1,3,4-thiadiazin-2-one;
5-(3-methoxy-4-difluoromethoxyphenyl)-3,6-dihydro-1 ,3,4-thiadiazin-
2-one, m.p. 120°%;
5-(3-methoxy-4-trifluoromethoxyphenyl)-3,6-dihydro-1 ,3,4-thiadiazin-
2-0one,
10 5-(4-triﬂuoromethoxyphenyl)-3,6—dihyd ro-1,3,4-thiadiazin-2-one;
5-[3-methoxy-4-(1,1 2,2-tetrafluoroethoxy)phenyl]-3,6-dihyd ro-1,3,4-
thiadiazin-2-one;
5-(3-methoxy-4-ch|oromethoxypheny|)-3,6-dihydro-1 ,3,4-thiadiazin-2-
15 one,
5-(3-methoxy-4-tric:hIoromethoxyphenyl)—3,6-dihydro-1 ,3,4-thiadiazin-
2-one;
5-(3-methoxy-4-pentachloroethoxyphenyl)-3,6-dihyd ro-1,3,4-

thiadiazin-2-one;
5-(4-diﬂuoromethoxyphenyl)—3,6-dihyd ro-1,3,4-thiadiazin-2-one;
5-[3-methoxy-4-(1,1 ,2,2,3-pentaﬂuoropropoxy)phenyI]-6-ethyI-3,6-
dihydro-1,3,4-thiadiazin-2-one;
5—[bis-3,4-(difIuoromethoxy)phenyl]—3,6-dihyd ro-1,3,4-thiadiazin-2-

20

25 one;
5-[bis—3,4-(dich|orornethoxy)phenyl]-3,6-dihydro-1 ,3,4-thiadiazin-2-

one;
5-[bis-3,4-(1 2-difluoroethoxy)phenyl]-3,6-dihydro-1 ,3,4-thiadiazin-2-
30 one,
5-[3-ethoxy-4-(1,1 ,2,2,-tetraﬂuoroethoxy)phenyl]-3,6-dihydro-1 ,3,4-
thiadiazin-2-one;
5-[3-methoxy-4-( ,2,2,-trichIoroethoxy)phenyl]—3,6-dihydro-1,3,4-
thiadiazin-2-one;
5-[4-(2,2,2-trif|uoroethoxy)phenyl]-6-ethy|—3,6-dihydro-1 ,3,4-thiadiazin-
2-one, m.p. 102°;

35
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5-[3-methoxy-4-(2,2:,2-trif|uoroethoxy)phenyl]-6-ethyl-3,6-dihyd ro-
1,3 4-thiadiazin-2-one, m.p. 123-125°%;
5-[3-methoxy-4-(2,2,2-trifluoroethoxy)phenyl]-3,6-dihydro-1 ,3,4-

thiadiazin-2-one, m.p. 120°;

> 5-[3-(2,2,2-trif|uoroethoxy)-4-methoxyphenyl]-6-ethyl-3,6-dihydro-
1,3,4-thiadiazin-2-one, m.p. 120-121°;
5-(3-diﬂuoromethoxy-4-methoxyphenyl)-6-ethyl-3,6-dihydro—1 ,3,4-
thiadiazin-2-one, m.p. 105°;
10

e) compounds, disclosed in EP 0 618 201 A1, selected from the group
consisting of
3-dimethylaminopropyl-5-(3,4—dimethoxyphenyl)-6-ethy|-3,6-dihydro-
15 1,3,4-thiadiazinon-2-one, m.p. 175°;
3-dimethylaminopropyl-5-(3-methoxy—4-trif|uoromethoxyphenyl)—6-
ethyl-3,6-dihydro-1,3,4-thiadiazinon-2-one;
3-dimethylaminopropyl-5-(3—methoxy-4-difluoromethoxyphenyl)—G-
ethyl-3,6-dihydro-1,3,4-thiadiazinon-2-one; |
3-dimethylaminopropyI-5-(3-methoxy-4-ﬂuoromethoxyphenyl)-6-ethy|-
3,6-dihydro-1,3,4-thiadiazinon-2-one;
3-dimethylaminopropyI-5-(4-methoxy-3-difluoromethoxyphenyl)—G-
ethyl-3,6-dihydro-1 ,3,4-thiadiazinon-2-one;
25 3-dimethylaminopropyI-5-[4-methoxy-3-(2,2,2-trif|uoroethoxy)phenyl]-
6-ethyl-3,6-dihydro-1 ,3,4-thiadiazinon-2-one;

20

3-dimethylaminopropyl-5-(4-methoxy-3-f|uoromethoxyphenyl)-6-ethyl-
3,6-dihydro-1,3,4-thiadiazinon-2-one;
30 3-dimethylaminopropyI-5-(3-methoxy—4-ethoxypheny|)-6-ethyl-3,6-

dihydro-1,3,4-thiadiazinon-2-one;
3-dimethylaminopropyl-5-(4-methoxy-3-ethoxyphenyl)—6-ethyl-3,6-

dihydro-1,3,4-thiadiazinon-2-one;
3-dimethylaminopropyI-5-(3-methoxy-4-hyd roxyphenyl)-6-ethyl-3,6-

35
dihydro-1,3,4-thiadiazinon-2-one;




WO 03/032993 PCT/EP02/10507
-90 -

3-dimethylaminopropyl-5—(3,4-dimethoxyphenyl)-3,6-dihydro-1 ,3,4-
thiadiazinon-2-one;
2-dimethylaminoethyl-5-(3,4-dimethoxyphenyl)-6-ethy|-3,6-dihydro-
1,3,4-thiadiazinon-2-one;
2-dimethylaminoethyl-5-(3-methoxy-4-triﬂuoromethoxyphenyl)-G-
ethyl-3,6-dihydro-1 .3,4-thiadiazinon-2-one;
2-dimethylaminoethyl-5-(3-methoxy—4-diﬂuoromethoxypheny|)-6-ethy|-
3,6-dihydro-1,3,4-thiadiazinon-2-one;
10 2-dimethylaminoethyl-5-(3-methoxy-4-fl uoromethoxyphenyl)-6-ethyl-
3,6-dihydro-1,3,4-thiadiazinon-2-one;
2-dimethylaminoethy|-5-(4-methoxy-3-difIuoromethoxyphenyl)-6-ethy|-
3,6-dihydro-1,3,4-thiadiazinon-2-one;
15 2-dimethylaminoeth'yl-5-(4-methoxy-3-ﬂuoromethoxyphenyl)-6-ethyl-
3,6-dihydro-1,3,4-thiadiazinon-2-one;
2-dimethylaminoethyl-5-(3-methoxy—4-ethoxyphenyl)-6-ethy|-3,6-
dihydro-1,3,4-thiadiazinon-2-one;

20 2-dimethylaminoethyI-5-(4-methoxy—3-ethoxyphenyI)-6-ethyI-3,6-
dihydro-1,3,4-thiadiazinon-2-one;
2-dimethylaminoethyl-5-(4-methoxy-3-hyd roxyphenyl)-6-ethyl-3,6-
dihydro-1,3,4-thiadiazinon-2-one;
3-morpholinopropyl-5-[3-methoxy-4-(1,1 ,2,2,3-pentafluoropropoxy)-
25 phenyl]-6-ethyl-3,6-dihydro-1 ,3,4-thiadiazinon-2-one;
3-dimethylaminopropyl-5-[3,4-bis-(diﬂuoromethoxy)phenyl]—3,6-
dihydro-1 ,3,4-thiadiazinon-2-ohe;
3-dimethylaminopropyl-5-[3-methoxy-4-(1 .1,2-trifluoroethoxy)phenyl]-
30 3,6-dihydro-1,3,4-thiadiazinon-2-one;

3-dimethylaminopropyl-5-[3,4-bis-(chloromethoxy)phenyl]-3,6-
dihydro-1,3,4-thiadiazinon-2-one;

3-morpho|inopropyl-5-(3-methoxy—4-fluoromethoxyphenyl)-6-ethy|-
3,6-dihydro-1,3,4-thiadiazinon-2-one;

3-morpho|inopropyl-5-(3-methoxy-4-trif|uoromethoxyphenyl)-6-ethyl-
3,6-dihydro-1,3,4-thiadiazinon-2-one;

35
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3-piperidinopropyl-5-(3-methoxy-4-difIuoromethoxyphenyl)—6-ethy|-
3,6-dihydro-1,3,4-thiadiazinon-2-one;

3-morpholinopropyl--5-(3,4-dimethoxyphenyI)-6-ethyI-3,6-dihydro-
1,3,4-thiadiazinon-2-one;

> 3-piperidinopropyl-5-(3,4-dimethoxyphenyl)-6-ethy|-3,6-dihydro-1 ,3,4-
thiadiazinon-2-one;
3-pyrrolidinopropyl-5--(3,4-dimethoxyphenyl)-6-ethyl-3,6-dihyd ro-1,3,4-
thiadiazinon-2-one;
10 3-morpho|inopropyl-5-(3-methoxy-4-ethoxyphenyl)-6—ethy|—3,6-
dihydro-1,3,4-thiadiazinon-2-one;
3-piperidinopropyI-5--(3-methoxy-4-ethoxypheny|)-6-ethyl-3,6-dihydro-
1,3,4-thiadiazinon-2-one;
15 3-pyrro|idinopropyl--5-(3-methoxy-4-ethoxyphenyl)-6-ethy|—3,6-dihyd ro-
1,3,4-thiadiazinon-2-one;
3-morpholinopropyl-5-(4-methoxy-3-ethoxypheny|)-6-ethy|—3,6-
dihydro-1,3,4-thiadiazinon-2-one;
20 3-piperidinopropy|-5-(4~methoxy-3-ethoxypheny|)—6-ethyl-3,6-dihydro-

1,3,4-thiadiazinon-2-one;
3-morpho|inopropyl--5-(3-methoxy-4-difIuoromethoxyphenyl)—G-ethyl-

3,6-dihydro-1,3,4-thiadiazinon-2-one;
3-piperidinopropyl--5-(4-methoxy-3-difIuoromethoxyphenyl)-6-ethy|-

25 3,6-dihydro-1,3,4-thiadiazinon-2-one;

3-piperidinopropyl--5-[3-(2,2,2—trifluoroethoxy)—4-methoxyphenyl]-6-

ethyl-3,6-dihydro-1 .3,4-thiadiazinon-2-one;
3-morpholinopropyl-5-[3-(2,2,2-trif|uoroethoxy)—4-methoxyphenyl]—6-

30 ethyl-3,6-dihydro-1,3,4-thiadiazinon-2-one;
2-morpho|inoethyl-5-(3—methoxy-4-f|uoromethoxyphenyI)—6-ethyI-3,6-
dihydro-1,3,4-thiadiazinon-2-one;
2-morpholinoethyl-5-(3-methoxy-4-trifluoromethoxyphenyl)-6-ethy|-

35 3,6-dihydro-1 ,3,4-thiadiazinon-2-one;
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f)  compounds, disclosed in DE 196 04 388 A1, selected from the group
consisting of
3-(N,N-diethylamino)propyi N-[4-(3,6-dihydro-5-(3,4-dimethoxy-
phenyl)-2-oxo-2H-1 ,3,4-thiadiazin-3-y|methyl)phenyl]carbamate;
2-(N,N-diethylamino)ethyl N-[4-(3,6-dihydro-5-(3,4-dimethoxyphenyl)—
2-0x0-2H-1 ,3,4-thiadiazin-3-ylmethyl)phenyl]carbamate;
2-(N,N-diisopropylamino)ethyl N-[4-(3,6-dihydro-5-(3,4-dimethoxy-
phenyl)-2-oxo-2H-1 3,4-thiadiazin-3-ylmethyl)phenyljcarbamate,
10 hydrochloride, m.p. 218°;
6-(N,N-dimethylamino)hexyl N-[4-(3,6-dihydro-5-(3,4-dimethoxy-
phenyl)-2-oxo-2H-1 3 4-thiadiazin-3-yimethyl)phenyl]carbamate;
2-(N,N-dimethylamino)-1-methylethyl N-[4-(3,6-dihydro-5-(3,4-
15 dimethoxyphenyl)-2-oxo-2H-1 ,3,4-thiadiazin-3—ylmethy|)pheny|]carbamate;
1-methyl-4-piperidyl N-[4—(3,6-dihydro-5-(3,4-dimethoxyphenyl)—2-oxo-

2H-1,3,4-thiadiazin-3-ylmethyl)phenyl]carbamate, m.p. 183°;
~ (4-hydroxy-1-piperidyl)ethyl N-[4-(3,6-dihydro-5-(3,4-dimethoxy-
phenyl)-2-oxo-2H-1 ,3,4-thiadiazin-3-ylmethyl)phenyl]carbamate;
2-morpholinoethyl N-[4—(3,6-dihydro-5—(3,4-dimethoxyphenyl)-Z-oxo-
2H-1 ,3,4-thiadiazin-3-ylmethyl)phenyl]carbamate;

20

3-morpholinopropyt N-[4-(3,6-dihydro-5-(3,4-dimethoxyphenyl)-2-oxo-
2H-1 ,3,4-thiadiazin-3-ylmethyl)phenyl]carbamate;
25 2-thiomorpholinoethyl N-[4-(3,6-dihydro-5-(3,4-dimethoxyphenyl)-2-
oxo-2H-1 ,3,4-thiadiazin--ES-yImethyI)phenyl]carbamate;

3-thiomorpholinopropyl N-[4-(3,6-dihydro-5-(3,4-dimethoxyphenyl)—2-
- ox0-2H-1,3,4-thiadiazin-3-ylmethyl)phenyi]carbamate;
30 2-piperazinoethyl N-[4-(3,6-dihydro-5-(3,4-dimethoxyphenyl)-2-oxo-
2H-1 ,3,4-thiadiazin-3-ylmethy|)phenyl]carbamate;
3-piperazinopropyl N-[4-(3,6-dihydro-5-(3,4-dimethoxyphenyl)-2-oxo-
2H-1.3 4-thiadiazin-3-ylmethyl)phenyljcarbamate;
2-pyrrolidinoethyl N-[4-(3,6-dihydro-5-(3,4-dimethoxyphenyl)-2-oxo-
2H-1,3,4-thiadiazin-3-ylmethyl)phenyl]carbamate;

35
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3-pyrrolidinopropyl N--[4-(3,6—dihydro-5-(3,4-dimethoxyphenyl)-2-oxo-
2H-1 ,3,4-thiadiazin-3-ylmethyl)phenyl]carbamate;
3-(N,N-diethylamino)propyl N-[3-(3,6-dihydro-5-(3,4-dimethoxy-
phenyl)-2-oxo-2H-1 ,3,4-thiadiazin-3-ylmethyl)phenyl]carbamate,
hydrochloride, m.p. 161°;
2-(N,N-diethylamino)ethyl N-[3-(3,6-dihydro-5-(3,4-dimethoxypheny|)-
2-0x0-2H-1 ,3,4-thiadiazin-i3-y|methyl)phenyl]carbamate;
2-(N,N-diisopropylamino)ethyl N-[3-(3,6-dihydro-5-(3,4-dimethoxy-
10 phenyl)-2-oxo-2H-1 ,3,4-thiadiazin-3-y|methyl)phenyl]carbamate;
6-(N,N-dimethylamino)hexyl N-[3-(3,6-dihydro-5-(3,4-dimethoxy-
phenyl)-2-oxo-2H-1 ,3,4-thiadiazin-3-ylmethyl)phenyl]carbamate;
2-(N,N-dimethylamino)-1-methylethyl N-[3-(3,6-dihydro-5-(3,4-
15 dimethoxyphenyl)-2-oxo-2H-1 ,3,4-thiadiazin-3-ylmethyl)phenyl]carbamate;
1-methyl-4-piperidyl N-[3-(3,6-dihydro-5-(3,4-dimethoxyphenyl)-2-oxo—
2H-1 ,3,4-thiadiazin-3-ylmethyl)phenyl]carbamate;
2-morpholinoethyl N-[3-(3,6-dihydro-5-(3,4-dimethoxyphenyl)-z-oxo-

20 2H-1 ,3,4-thiadiazin-3-ylmethyl)phenyl]carbamate;

3-morpholinopropyl N-[3-(3,6-dihydro-5-(3,4-dimethoxyphenyl)-z-oxo-

2H-1 ,3,4-thiadiazin-3-ylrnethyl)phenyl]carbamate;
2-thiomorpholinoethyl N-[3-(3,6-dihydro-5-(3,4-dimethoxyphenyl)—2-
ox0-2H-1 ,3,4-thiadiazin--3‘-y|methyl)phenyl]carbamate;
25 3-thiomorpho|inopr0pyl N-[3-(3,6-dihydro-5-(3,4-dimethoxyphenyl)-2-
oxo-2H-1 ,3,4-thiadiazin—3-ylmethyl)phenyl]carbamate;
2-piperazinoethyl N-[3-(3,6-dihydro-5-(3,4-dimethoxyphenyl)-2-oxo-
2H-1 ,3,4-thiadiazin-3-y|methyl)phenyl]carbamate;

30 3-piperazinopropyl IN-[3-(3,6-dihydro-5-(3,4-dimethoxyphenyl)-2-oxo-
2H-1 ,3,4-thiadiazin-3-y|methyl)phenyl]carbamate;
2-pyrrolidinoethyl N-[3-(3,6-dihydro-5-(3,4-dimethoxyphenyl)—2-oxo-
2H-1 ,3,4-thiadiazin-3-ylmethyl)phenyl]carbamate;
3-pyrrolidinopropyl N-[3-(3,6-dihydro-5—(3,4-dimethoxyphenyl)—2—oxo-

35
2H-1 ,3,4-thiadiazin-3-ylmethyl)phenyl]carbamate;
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3-(N,N-diethylamino)propyl N-[4-(3,6-dihydro-5-(3—ethoxy-4-methoxy-
phenyl)-2-oxo-2H-1 .3 4-thiadiazin-3-ylmethyl)phenyl]carbamate;
2-(N,N-diethylamino)ethyl N-[4-(3,6-dihydro-5-(3—ethoxy—4-methoxy-
phenyl)-2-oxo-2H-1 3,4-thiadiazin-3-ylmethyl)phenyllcarbamate;
2-(N,N-diisopropylamino)ethyl N-[4-(3,6-dihydro-5-(3-ethoxy-4-
methoxyphenyl)-2-ox0-2H-1 3,4-thiadiazin-3-yimethyl)phenyljcarbamate;
6-(N,N-dimethylamino)hexyl N-[4-(3,6—dihydro-5-(3-ethoxy-4-methoxy-
phenyl)-2-oxo0-2H-1 3.4-thiadiazin-3-yimethyl)phenyl]carbamate;
10 2-(N,N-dimethylamino)-1 -methylethyl N-[4-(3,6-dihyd ro-5-(3-ethoxy-4-
methoxyphenyl)-2-oxo-2H-1 3 4-thiadiazin-3-ylmethyl)phenyl]carbamate;
1-methyl-4-piperidyl N-[4-(3,6-dihydro-5-(3-ethoxy-4-methoxypheny|)-
2_0x0-2H-1,3,4-thiadiazin-3-yimethyi)phenyl]carbamate, m.p. 153;
15 2-morpholinoethyl M-[4-(3,6-dihydro-5-(3-ethoxy-4-methoxyphenyl)-2-

ox0-2H-1,3,4-thia-diazin-3-yimethyl)phenyl]carbamate;
3-morpholinopropyl N-[4-(3,6-dihydro-5-(3-ethoxy-4-methoxyphenyl)-

2.0x0-2H-1,3,4-thiadiazin-3-ylmethyl)phenyl]carbamate;
2-thiomorpholinoethyl N-[4-(3,6-dihydro-5-(3-ethoxy-4-methoxy-

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

20

3-thiomorpholinopropyl N-[4-(3,6-dihydro-5-(3-ethoxy-4-methoxy-
phenyl)-2-oxo-2H-1 ,3,4-thiadiazin-3-ylmethyl)phenyllcarbamate;
2-piperazinoethyl N-[4-(3,6-dihydro-5-(3-ethoxy-4-methoxyphenyl)—2-
25 oxo-2H-1,3 4-thiadiazin-3-ylmethyl)phenyllcarbamate;
3-piperazinopropyl N-[4-(3,6-dihydro-5-(3-ethoxy—4-methoxyphenyl)-
2-0x0-2H-1,3 4-thiadiazin-3-yimethyl)phenyllcarbamate;
2-pyrrolidinoethyl N-[4-(3,6-dihydro-5—(3—ethoxy—4-methoxyphenyI)-2—

30 ox0-2H-1,3 4-thiadiazin-3-ylmethyl)phenyl]carbamate;
3-pyrrolidinopropy! N-[4-(3,6-dihydro-5-(3-ethoxy-4-methoxyphenyl)-2-
oxo-2H-1,3,4-thiadiazin-3-ylmethyl)phenyl]carbamate;
3-(N,N-diethylamino)propyl N-[4-(3,6-dihydro-5-(3,4-dimethoxy-
phenyl)-6-ethyl-2-ox0-2H-1 3,4-thiadiazin-3-ylmethyl)phenyllcarbamate;
2-(N,N-diethylamino)ethyl N-[4-(3,6-dihydro-5-(3,4-dimethoxypheny|)—
6-ethyl-2-oxo-2H-1 ,3,4-thiadiazin-3-ylmethyl)phenyljcarbamate;

35
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2-(N,N-diisopropylamino)ethyl N-[4-(3,6-dihydro-5-(3,4-dimethoxy-
phenyl)-6-ethyl-2-oxo-2H-1 3 4-thiadiazin-3-ylmethyl)phenyllcarbamate;

6-(N,N-dimethylamino)hexyl N-[4-(3,6-dihydro-5-(3,4-dimethoxy-
phenyl)-6-ethyl-2-oxo-2H-1 .3 4-thiadiazin-3-ylmethyl)phenyljcarbamate;

2-(N,N-dimethylamino)-1-methylethyl N-[4-(3,6-dihydro-5-(3,4-
dimethoxyphenyl)-6-ethyl-2-oxo0-2H-1 .3,4-thiadiazin-3-ylmethyl)phenyl]-
carbamate;

1-methyl-4-piperidyl N-[4-(3,6-dihydro-5-(3,4-dimethoxypheny|)-6-

10 ethyl-2-oxo-2H-1 3 4-thiadiazin-3-yimethyl)phenyl]carbamate;

2-morpholinoethyl N-[4-(3,6-dihydro-5-(3,4-dimethoxypheny|)—6-ethy|—

2-0x0-2H-1,3 4-thiadiazin-3-ylmethyl)phenyl]carbamate;

3-morpholinopropyl N-[4-(3,6-dihydro-5-(3,4-dimethoxyphenyl)—G-
15 ethyi-2-oxo-2H-1 3,4-thiadiazin-3-ylmethyl)phenyljcarbamate;
2-thiomorpholinoethyl N-[4-(3,6-dihydro-5-(3,4-dimethoxypheny|)-6-
ethyl-2-ox0-2H-1 3,4-thiadiazin-3-yimethyl)phenyl]carbamate;
3-thiomorpholinopropyl N-[4-(3,6-dihydro-5-(3,4-dimethoxypheny|)—6-
20 ethyl-2-ox0-2H-1 .3,4-thiadiazin-3-ylimethyl)phenyljcarbamate;
2-piperazinoethyl N--[4-(3,6-dihydro-5-(3,4-dimethoxyphenyl)-6-ethy|-
2-0x0-2H-1,3,4-thiadiazin-3-ylmethyl)phenyljcarbamate;
3-piperazinopropyl N-[4-(3,6-dihydro-5-(3,4-dimethoxyphenyl)—G-ethyI-
2_ox0-2H-1,3 4-thiadiazin-3-ylmethyl)phenyllcarbamate;
25 2-pyrrolidinoethyl N-[4-(3,6-dihydro-5-(3,4-dimethoxyphenyl)—6-ethyl-
2-0x0-2H-1,3,4-thiadiazin-3-ylmethyl)phenyllcarbamate;
3-pyrrolidinopropyl N-[4-(3,6-dihydro-5-(3,4-dimethoxyphenyl)—6-ethyl-
2-0x0-2H-1,3,4-thiadiazin-3-ylmethyl)phenyljcarbamate;
30 3-(N,N-diethylamino)propyl N-[4~(3,6-dihydro-5-(3-ethoxy-4-methoxy-
phenyl)-6-ethyl-2-oxo-2H-1 3 4-thiadiazin-3-ylmethyl)phenyl]carbamate;
2-(N,N-diethylamino)ethyl N-[4-(3,6-dihydro-5-(3-ethoxy-4-methoxy-
phenyl)-6-ethyl-2-oxo-2H-1 .3 4-thiadiazin-3-ylmethyl)phenyl]carbamate;
2-(N,N-diisopropylamino)ethyi N-[4-(3,6-dihydro-5-(3-ethoxy-4-
methoxyphenyl)-6-ethyl-2-oxo-2H-1 ,3,4-thiadiazin-3-ylmethyl)phenyl]-

35

carbamate;
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6-(N,N-dimethylamino)hexyl N-[4-(3,6-dihydro-5-(3-ethoxy—4-methoxy—
phenyl)-6-ethyl-2-oxo-2H-1 ,3,4-thiadiazin-3-yimethyl)phenyllcarbamate;
2-(N,N-dimethylamino)-1 -methylethyl N-[4-(3,6-dihydro-5-(3-ethoxy-4-
methoxyphenyl)-6-ethyl-2-oxo-2H-1 .3 4-thiadiazin-3-ylmethyl)phenyi]-
carbamate;
1-methyl-4-piperidyl N-[4-(3,6-dihydro-5-(3-ethoxy—4-methoxyphenyl)-
6-ethyl-2-oxo-2H-1 ,3,4-thiadiazin-3-ylmethyl)phenyl]carbamate;
2-morpholinoethyl N-[4-(3,6-dihydro-5-(3-ethoxy-4-methoxyphenyl)-6-
10 ethyl-2-oxo-2H-1 ,3,4-thiadiazin-3-y|methyl)phehyl]carbamate;
3-morpholinopropyl -2-ox0-2H-1 3,4-thiadiazin-3-ylmethyl)phenyl]-
carbamate;
2-thiomorpholinoethyl N-[4-(3,6-dihydro-5-(3-ethoxy-4-methoxy-
15 phenyl)-6-ethyl-2-oxo-2H-1 .3 4-thiadiazin-3-ylmethyl)phenyl]carbamate;

3-thiomorpholinopropyl N-[4-(3,6-dihydro-5-(3-ethoxy-4-methoxy-
phenyl)-6-ethyl-2-oxo-2H-1 .3 4-thiadiazin-3-ylmethyl)phenyl]carbamate;

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

20 3-piperazinopropyl IN-[4-(3,6-dihydro-5-(3-ethoxy—4-methoxypheny|)-
6-ethyl-2-oxo-2H-1 .3 ,4-thiadiazin-3-ylmethyl)phenyl]carbamate;
2-pyrrolidinoethyl N-[4-(3,6-dihydro-5-(3-ethoxy-4-methoxyphenyl)-6-
ethyl-2-oxo-2H-1 3,4-thiadiazin-3-yimethyl)phenyllcarbamate;
25 3-pyrrolidinopropyl N-[4-(3,6-dihydro-5-(3-ethoxy-4-methoxyphenyl)-6-

ethyl-2-oxo-2H-1 ,3,4-thiadiazin-3-ylmethyl)phenyl]carbamate;
3-(N,N-diethylamino)propyl N-[4-(3,6-dihydro-5-(3-cyclopentyloxy-4-
methoxyphenyl)-2-oxo-2H-1 .3,4-thiadiazin-3-ylmethyl)phenyl]lcarbamate;
30 2-(N,N-diethylamino)ethyl N-[4-(3,6-dihydro-5-(3-cyclopentyloxy-4-
methoxyphenyl)-2-oxo-2H-1 .3 4-thiadiazin-3-ylmethyl)phenyl]lcarbamate;
2-(N,N-diisopropylamino)ethyl N-[4-(3,6-dihydro-5-(3-cyclopentyloxy-
4-methoxyphenyl)-2-oxo-2H-1 3,4-thiadiazin-3-ylmethyl)phenyllcarbamate;
6-(N,N-dimethylamino)hexyl N-[4-(3,6-dihydro-5-(3-cyclopentyloxy-4-
methoxyphenyl)-2-oxo-2H-1 .3 4-thiadiazin-3-yimethyl)phenyl]carbamate;

35
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2-(N,N-dimethylamino)-1-methylethyl N-[4-(3,6-dihydro-5-(3-cyclo-
pentyloxy-4-methoxyphenyl)-2-oxo-2H-1 ,3,4-thiadiazin-3-ylmethyl)phenyl]-
carbamate;
1-methyl-4-piperidyl N-[4-(3,6-dihydro-5-(3-cyclopentyloxy-4-methoxy-
phenyl)-2-oxo-2H-1 .3 4-thiadiazin-3-ylmethyl)phenyl]carbamate;
2-morpholinoethyl N-[4-(3,6-dihydro-5-(3-cyclopentyloxy-4-methoxy-
phenyl)-2-oxo-2H-1 3 4-thia-diazin-3-ylmethyl)phenyl]carbamate;
3-morpholinopropyl N-[4-(3,6-dihydro-5-(3-cyclopentyloxy-4-methoxy-
phenyl)-2-oxo-2H-1 .3.4-thiadiazin-3-ylmethyl)phenyljcarbamate;
2-thiomorpholinoethyl N-[4-(3,6-dihydro-5-(3-cyclopentyloxy-4-
methoxyphenyl)-2-oxo-2H-1 .3,4-thiadiazin-3-yimethyl)phenyl]carbamate;
3-thiomorpholinopropyl N-[4-(3,6-dihydro-5-(3-cyciopentyloxy-4-
methoxyphenyl)-2-oxo-2H-1 .3,4-thiadiazin-3-ylmethyl)phenyl]carbamate;
2-piperazinoethyl N-[4-(3,6-dihydro-5-(3-cyclopentyloxy-4-methoxy-
phenyl)-2-oxo-2H-1 ,3,4-thiadiazin-3-ylmethyl)phenyl]carbamate;
3-piperazinopropyl N-[4-(3,6-dihydro-5-(3-cyclopentyloxy-4-methoxy-
phenyl)-2-oxo-2H-1 ,3,4-thiadiazin-3-ylmethyl)phenyljcarbamate;
2-pyrrolidinoethyl N-[4-(3,6-dihydro-5-(3-cyclopentyloxy-4-methoxy-
phenyl)-2-oxo-2H-1 .3,4-thiadiazin-3-ylmethyl)phenyljcarbamate;
3-pyrrolidinopropyl N-[4-(3,6-dihydro-5-(3-cyclopentyloxy-4-methoxy-
phenyl)-2-oxo-2H-1 .3 ,4-thiadiazin-3-yimethyl)phenyl]carbamate.
3-(N,N-diethylamino)propyl N-[4-(3,6-dihydro-5-(3-propoxy-4-
methoxyphenyl)-2-oxo-2H-1 ,3,4-thiadiazin-3-ylmethyl)phenyllcarbamate;
2-(N,N-diethylamino)ethyl N-[4-(3,6-dihydro-5-(3-propoxy-4-methoxy-
phenyl)-2-oxo-2H-1 ,3,4-thiadiazin-3-ylmethyl)phenyllcarbamate;
2-(N,N-diisopropylamino)ethyl N-[4-(3,6-dihydro-5-(3-propoxy-4-
methoxyphenyl)-2-oxo-2H-1 .3,4-thiadiazin-3-ylmethyl)phenyl]carbamate;
6-(N,N-dimethylamino)hexyl N-[4-(3,6-dihydro-5-(3-propoxy-4-
methoxyphenyl)-2-oxo-2H-1 ,3,4-thiadiazin-3-ylmethyl)phenyl]carbamate;
2-(N,N-dimethylamino)-1-methylethyl N-[4-(3,6-dihydro-5-(3-propoxy-
4-methoxyphenyl)-2-oxo-2H-1 ,3,4-thiadiazin-3-ylmethyl)phenyl]carbamate;
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1-methyl-4-piperidyl N-[4-(3,6-dihydro-5-(3-propoxy-4-methoxy—
phenyl)-2-oxo-2H-1 3.4-thiadiazin-3-ylmethyl)phenyl]carbamate;
2-morpholinoethyl N—[4-(3,6-dihydro-5-(3-propoxy-4-methoxyphenyl)-
2-oxo-2H-1 3 ,4-thiadiazin-3-ylmethyl)phenyljcarbamate;
3-morpholinopropyl N-[4-(3,6-dihydro-5-(3-propoxy-4-methoxy-
phenyl)-2-oxo-2H-1 3,4-thiadiazin-3-ylmethyl)phenyljcarbamate;
2-thiomorpholinoethyl N—[4-(3,6—dihydro—5-(3-propoxy-4-methoxy-
phenyl)-2-oxo-2H-1 3,4-thiadiazin-3-ylmethyl)phenyllcarbamate;
10 3-thiomorpholinopropyl N-[4-(3,6-dihydro-5-(3-propoxy-4-methoxy-
phenyl)-2-oxo-2H-1 3 4-thiadiazin-3-ylmethyl)phenyl]carbamate,
2-piperazinoethyl N-[4-(3,6-dihydro-5—(3-propoxy-4-methoxypheny|)—
2_ox0-2H-1,3,4-thiadiazin-3-ylmethyl)phenyl]carbamate;
15 3-piperazinopropyl N-[4-(3,6-dihydro-5-(3-propoxy-4-methoxypheny|)-

2-0x0-2H-1,3,4-thiadiazin-3-ylmethyl)phenyl]carbamate;
2-pyrrolidinoethyl N-[4-(3,6-dihydro-5-(3-propoxy-4-methoxyphenyl)—2-
oxo-2H-1,3,4-thiadiazin-3-ylmethyl)phenyl]carbamate;

20 3-pyrrolidinopropyl N-[4-(3,6-dihydro-5-(3-propoxy-4-methoxypheny|)-
2-0x0-2H-1,3 4-thiadiazin-3-ylmethyl)phenyl]carbamate;
3-(N,N-diethylaminoc)propyl N-[4-(3,6-dihydro-5-(3-isopropoxy-4-
methoxyphenyl)-2-oxo-2H-1 .3 ,4-thiadiazin-3-ylmethyl)phenyl]carbamate;
2-(N,N-diethylamino)ethyl N-[4-(3,6-dihydro-5-(3-isopropoxy-4-

25 methoxyphenyl)-2-oxo-2H-1,3,4-thiadiazin-3-yimethyl)phenylJcarbamate;

2-(N,N-diisopropylamino)ethyl N-[4-(3,6-dihydro-5—(3-isopropoxy—4-
methoxyphenyl)-2-oxo-2H-1 .3 4-thiadiazin-3-ylmethyl)phenyl]lcarbamate;

6-(N,N-dimethylamino)héxyl N-[4-(3,6-dihydro-5-(3-isopropoxy-4-

30 methoxyphenyl)-2-oxo-2H-1 .3 4-thiadiazin-3-yimethyl)phenyllcarbamate;

2-(N,N-dimethylamino)—1-methylethyl N-[4-(3,6-dihydro-5-(3-
isopropoxy-4-methoxypheny|)-2-oxo-2H-1 ,3,4-thiadiazin-3-ylmethyl)-
phenyl]carbamate;

1-methyl-4-piperidyl N-[4-(3,6-dihydro-5-(3-isopropoxy-4-methoxy-

35
phenyl)-2-oxo-2H-1 3 4-thiadiazin-3-ylmethyl)phenyl]lcarbamate;
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2-morpholinoethyl N--[4-(3,6-dihydro-5-(3-isopropoxy—4-methoxy—
phenyl)-2-oxo-2H-1 3 ,4-thiadiazin-3-ylmethyl)phenyljcarbamate;
3-morpholinopropyl N-[4-(3,6-dihydro-5-(3-isopropoxy-4-methoxy-
phenyl)-2-oxo-2H-1 3 4-thiadiazin-3-ylmethyl)phenyllcarbamate;
2-thiomorpholinoethyl N-[4-(3,6-dihydro-5-(3-isopropoxy-4-methoxy-
phenyl)-2-oxo-2H-1 .3 4-thiadiazin-3-ylmethyl)phenyljcarbamate;
3-thiomorpholinopropyl N-[4-(3,6-dihydro-5-(3-isopropoxy-4-methoxy-
phenyl)-2-oxo-2H-1 3 4-thiadiazin-3-ylmethyl)phenyl]carbamate;
2-piperazinoethyl N-[4-(3,6-dihydro-5-(3-isopropoxy-4-methoxy-
phenyl)-2-oxo-2H-1 3 4-thiadiazin-3-ylmethyl)phenyl]carbamate;
3-piperazinopropyl N-[4-(3,6-dihydro-5-(3-isopropoxy-4-methoxy-
phenyl)-2-oxo-2H-1 .3,4-thiadiazin-3-ylmethyl)phenyllcarbamate;
2-pyrrolidinoethyl N-[4-(3,6-dihydro-5-(3-isopropoxy-4-methoxy-
phenyl)-2-oxo-2H-1 .3 ,4-thiadiazin-3-ylmethyl)phenyl]carbamate;
3-pyrrolidinopropyl N-[4-(3,6-dihydro-5-(3-isopropoxy-4-methoxy-
phenyl)-2-oxo-2H-1 .3,4-thiadiazin-3-yimethyl)phenyllcarbamate;
3-(N,N-diethylamino)propyl N-[4-(3,6-dihydro-5-(3-fluoromethoxy-4-
methoxyphenyl)-2-oxo-2H-1 .3 ,4-thiadiazin-3-ylmethyl)phenyljcarbamate;
2-(N,N-diethylamino)ethyl N-[4-(3,6-dihydro-5-(3-fluoromethoxy-4-
methoxyphenyl)-2-oxo-2H-1 ,3,4-thiadiazin-3-yimethyl)phenyl]carbamate;
2-(N,N-diisopropylamiho)ethyl N-[4-(3,6-dihydro-5-(3-fluoromethoxy-
4-methoxyphenyl)-2-oxo-2H-1 .3 4-thiadiazin-3-ylmethyl)phenyl]carbamate;
6-(N,N-dimethylamino)hexyl N-[4-(3,6-dihydro-5-(3-fluoromethoxy-4-
methoxyphenyl)-2-oxo-2H-1 .3 4-thiadiazin-3-ylmethyl)phenyl]carbamate;
2-(N,N-dimethylamino)-1-methylethyl N-[4-(3,6-dihydro-5-(3-fluoro-
methoxy-4-methoxyphenyl)-2-oxo-2H-1 ,3,4-thiadiazin-3-ylmethyl)phenyl]-
carbamate;
1-methyl-4-piperidyl N-[4-(3,6-dihydro-5-(3-fluoromethoxy-4-methoxy-
phenyl)-2-oxo0-2H-1 .3,4-thiadiazin-3-yimethyl)phenyljcarbamate;
2-morpholinoethyl N-[4-(3,6-dihydro-5-(3-fluoromethoxy-4-methoxy-
phenyl)-2-oxo-2H-1 .3, 4-thia-diazin-3-ylmethyl)phenyl]jcarbamate;
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3-morpholinopropyl N-[4-(3,6-dihydro-5-(3-fluoromethoxy-4-methoxy-
phenyl)-2-oxo-2H-1 3 4-thiadiazin-3-ylmethyl)phenyljcarbamate;
2-thiomorpholinoethyl N-[4-(3,6-dihydro-5—(3-fluoromethoxy—4-
methoxyphenyl)-2-oxo-2H-1 3,4-thiadiazin-3-yimethyl)phenyl]carbamate;
3-thiomorpholinopropyl N-[4-(3,6-dihydro-5-(3-f|uoromethoxy—4-
methoxyphenyl)-2-oxo-2H-1 3,4-thiadiazin-3-yimethyl)phenyl]carbamate;
2-piperazinoethyl N-[4-(3,6-dihydro-5-(3-ﬂuoromethoxy—4-methoxy-
phenyl)-2-oxo-2H-1 3 4-thiadiazin-3-ylmethyl)phenyl]carbamate;
10 3-piperazinopropyl N-[4-(3,6-dihydro-5-(3-f|uoromethoxy-4-methoxy-
phenyl)-2-oxo-2H-1 .3 4-thiadiazin-3-ylmethyl)phenyllcarbamate;
2-pyrrolidinoethyl N-[4-(3,6-dihydro-5-(3-f|uoromethoxy—4-methoxy-
phenyl)-2-oxo-2H-1 3.4-thiadiazin-3-yimethyl)phenyl]carbamate;
15 3-pyrrolidinopropyl N-[4-(3,6-dihydro-5-(3-f|uoromethoxy-4-methoxy—

phenyl)-2-oxo-2H-1 3 .4-thiadiazin-3-ylmethyl)phenyl]carbamate;
N-[4-(3,6-dihydro-5-(3,4-dimethoxyphenyl)—2—oxo-2H-1 ,3,4-thiadiazin-
3-y|methyl)phenyl]-2-morpholinoacetamide;
N-[4-(3,6-dihydro-5-(3,4-dimethoxyphenyl)-2-oxo-2H-1 ,3,4-thiadiazin-
3-y|methy|)pheny|]-2-(N,‘N-diethylamino)acetamide;
N-[4-(3,6-dihyd ro-5-(3,4-dimethoxyphenyl)-2-ox0-2H-1 ,3,4-thiadiazin-
3-ylmethyl)phenyl]-2-(N,N-diisopropylamino)acetamide;
N-[4-(3,6-dihydro-5--(3,4-dimethoxyphenyl)-2-ox0-2H-1 ,3,4-thiadiazin-

20

25 3-yimethyl)phenyl]-2-thiomorpholinoacetamide;
N-[4-(3,6-dihyd ro-5-(3,4-dimethoxyphenyl)-2-oxo-2H-1 ,3,4-thiadiazin-
3-yImethyl)phenyl]—2-piperidinoacetamide;
N-[4-(3,6-dihydro-5--(3,4-dimethoxyphenyl)—2-0x0-2H-1 ,3,4-thiadiazin-
30 3-yimethyl)phenyl]-2-(4-hyd roxypiperidino)acetamide;
N-[4-(3,6-dihydro-5--(3,4-dimethoxyphenyl)—2-oxo-2H-1 ,3,4-thiadiazin-
3-yl methyl)phenyl]-2-piperazinoacetamide;
N-[4-(3,6-dihydro-5-(3,4-dimethoxypheny|)-2-oxo-2H-1 ,3,4-thiadiazin-
3—ylmethyl)phenyl]-2-(4-methylpiperazino)acetamide;
N-[4-(3,6-dihydro-5-(3,4-dimethoxyphenyl)-2-oxo-2H-1 ,3,4-thiadiazin-
3-yimethyl)phenyl]-2-pyrrolidinoacetamide;

35
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N-[3-(3,6-dihyd ro-5-(3,4-dimethoxypheny|)-2-oxo-2H-1 ,3,4-thiadiazin-
3-y|methyl)phenyl]-2-(4-morpholinyI)acetamide;

N-[3-(3,6-dihydro-5-(3,4-dimethoxyphenyl)—2-oxo-2H-1 ,3,4-thiadiazin-
3-ylmethyl)phenyl]-2-(N,N-diethylamino)acetamide;

° N-[3—(3,6-dihydro-5-(3,4-dimethoxyphenyl)—2-oxo-2H-1 ,3,4-thiadiazin-
3-ylmethyl)phenyl]—2-(N,N—diisopropylamino)acetamide;
N-[3-(3,6-dihydro-5--(3,4-dimethoxyphenyl)—2-oxo-2H-1 ,3,4-thiadiazin-
3-y|methyl)phenyl]—2-thiomorpholinoacetamide;
10 N-[3-(3,6-dihyd ro-5--(3,4-dimethoxyphenyl)-2-oxo-2H-1 ,3,4-thiadiazin-

3-y|methyl)phenyl]-2-piperidinoacetamide;
N-[3-(3,6-dihydro-5--(3,4-dimethoxyphenyl)-2-oxo-2H-1 ,3,4-thiadiazin-
3-ylmethyl)phenyl]-2-(4-hydroxypiperidino)acetamide;
15 N-[3-(3,6-dihyd ro-5-(3,4-dimethoxyphenyl)-2-oxo-2H-1 ,3,4-thiadiazin-
3-ylmethyl)phenyl]-2-piperazinoacetamide;
N-[3-(3,6-dihydro-5-( 3,4-dimethoxyphenyl)-2-oxo-2H-1 ,3,4-thiadiazin-
3-y|methyl)phenyl]-2-(4-methy|piperazino)acetamide;
N-[3-(3,6-dihydro-5-(3, 4-dimethoxyphenyl)-2-oxo-2H-1 ,3,4-thiadiazin-
3-yimethyl)phenyl]-2- pyrrolidinoacetamide;
N-[4-(3,6-dihydro-5-(3,4- dimethoxyphenyl)-2-oxo-2H-1,3,4- thladlazm-
3-y|methyl)phenyl]-3-(4-morpholmyI)proplonamlde,
N-[4-(3,6-dihyd ro-5—(3,4-dimethoxyphenyl)-2-oxo-2H-1 ,3,4-thiadiazin-
25 3-y|methy|)pheny|]-3-(N,N-diethylamind)propionamide;
N-[4-(3,6-dihyd ro-5-(3,4-dimethoxyphenyl)—2-oxo-2H—1 ,3,4-thiadiazin-

20

3-ylmethyl)phenyl]-3-(N,N- diisopropylamino)propionamide;
N-[4-(3,6-dihydro-5-(3,4- dimethoxyphenyl)-2-oxo-2H-1,3,4- thiadiazin-
30 3-yimethyl)phenyl]- -3-thiomorpholinopropionamide;
N-[4-(3,6- d|hydro ~(3,4-dimethoxyphenyl)-2-oxo- -2H-1,3,4-thiadiazin-
3-yImethyl)phenyl]—3-p|perldmoproplonam|de,
N-[4-(3,6-dihyd ro-:5-(3,4-dimethoxyphenyl)-2-oxo-2H-1 ,3,4-thiadiazin-
3-y|methyl)phenyl]—3-(4-—hydroxypiperidino)propionamide;
N-[4-(3,6-dihydro-5-(3,4-dimethoxyphenyl)—2-oxo-2H-1 ,3,4-thiadiazin-
3-y|methyl)phenyl]-3-piperazinopropionamide;

35
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N-[4-(3,6-dihyd ro-5-(3,4-dimethoxypheny|)-2-oxo-2H-1 ,3,4-thiadiazin-
3-ylmethyl)phenyI]-3-pyrroIidinopropionamide;
N-[4-(3,6-dihyd ro-5--(3-ethoxy—4-methoxyphenyl)-2-oxo-2H-1 ,3,4-
thiadiézin-3-y|methyl)phenyl]—2-(4-morpholinyl)acetamide;
N-[4-(3,6-dihydro—5--(3—ethoxy-4-methoxyphenyl)—2-oxo-2H-1 ,3,4-
thiadiazin-3-ylmethyl)phenyl]-2-(N,N-diethylamino)acetamide;
N-[4-(3,6-dihydro-5--(3-ethoxy-4-methoxyphenyl)-2-oxo-2H-1 ,3,4-
thiadiazin-3-y|methyl)phenyl]-Z-(N,N-diisopropylamino)acetamide;
10 N-[4-(3,6-dihyd ro-5-(3-ethoxy-4-methoxyphenyl)-2-oxo-2H-1 ,3,4-
thiadiazin-3-y|methyl)phenyl]-2-thiomorpholinoacetamide;
N-[4-(3,6-dihydro-5-(3-ethoxy—4-methoxyphenyl)-2-oxo-2H-1 ,3,4-
thiadiazin-3-ylmethyl)phenyl]-2-piperidinoacetamide;
15 N-[4-(3,6-dihydro-5-(3-ethoxy-4-methoxypheny|)-2-oxo-2H-1 ,3,4-
thiadiazin-3-ylmethyl)phenyl]-2-(4-hyd roxypiperidino)acetamide;
N-[4-(3,6-dihydro-5-(3-ethoxy-4-methoxyphenyl)-2-oxo-2H-1 ,3,4-
thiadiazin-3-ylmethyl)phenyI]-2-piperazinoacetamide;
N-[4-(3,6-dihyd ro-5-(3-ethoxy-4-methoxyphenyl)-2-oxo-2H-1 3,4~
thiadiazin-3-y|methyl)phenyl]—2-pyrro|idinoacetamide;
N-[4-(3,6-dihydro-5-(3-propoxy-4-methoxyphenyl)-2-oxo-2H-1 ,3,4-
thiadiazin-3-y|methyl)phenyl]-2-(4-morpholinyl)acetamide;
N-[4-(3,6-dihyd ro-5--(3-propoxy-4-methoxyphenyl)-2-oxo-2H-1 ,3,4-
25 thiadiazin-3-ylmethylphenyl]-2-(N,N-diethylamino)acetamide;
N-[4-(3,6-dihyd ro-5--(3-propoxy-4-methoxyphenyl)—2-oxo-2H-1 ,3,4-
thiadiazin-3-ylmethyl)phenyl]-2-(N,N-diisopropylamino)acetamide;
N-[4-(3,6-dihyd ro-:5--(3-propoxy-4-methoxyphenyl)—2-oxo-2H-1 ,3,4-
30 thiadiazin-3-y|methyl)phenyl]-2-thiomorpholinoacetamide;
N-[4-(3,6-dihydro-5-(3-propoxy-4-methoxyphenyl)-2-oxo-2H-1 ,3,4-
thiadiazin-3-y|methyl)phenyl]-2-piperidinoacetamide;
N-[4-(3,6-dihydro-5-(3-propoxy-4-methoxyphenyl)-2-oxo-2H-1 ,3,4-
thiadiazin-3-ylmethyl)phenyl]-2-(4-hydroxypiperidino)acetamide;
N-[4-(3,6-dihydro-~5-(3-propoxy-4—methoxyphenyI)-2-oxo—2H-1 ,3,4-

20

35

thiadiazin—3-ylmethyl)phenyl]-2-piperazinoacetamide;
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N-[4-(3,6-dihyd ro-5--(3-propoxy-4-methoxyphenyl)-2-oxo-2H-1 ,3,4-
thiadiazin-3-ylmethyl)phenyl]-2-pyrro|idinoacetamide;
N-[4-(3,6-dihydro-5--(3-isopropoxy-4-methoxyphenyl)-2-oxo-2H-1 ,3,4-
thiadiazin-3-ylmethyl)phenyl]-2-(4-morpho|inyl)acetamide;
N-[4-(3,6-dihyd ro-5-—(3-isopropoxy-4-methoxyphenyl)-2-oxo-2H-1 .3.4-
thiadiazin-3-ylmethyl)phenyl]-2-(N,N-diethylamino)acetamide;
N-[4-(3,6-dihyd ro-5-(3-isopropoxy-4-methoxyphenyl)—2-oxo-2H-1 3,4-
thiadiazin-3-ylmethyl)phenyl]—2-(N,N-diisopropylamino)acetamide;
10 N-[4-(3,6-dihydro-5-(3-isopropoxy-4-methoxyphenyl)-2-oxo-2H-1,3,4-
thiadiazin-3-ylmethyl)phenyl]-2-thiomorpholinoacetamide;
N-[4-(3,6-dihyd ro-5-(3-isopropoxy-4-methoxyphenyl)-2-oxo-2H-1 ,3.4-
thiadiazin-3-y|methy|)phenyl]-2-piperidinoacetamide;
15 N-[4-(3,6-dihydro-5_-(3-isopropoxy-4-methoxyphenyl)-2-oxo-2H-1 ,3,4-
thiadiazin-3-ylmethyl)phe nyl]-2-(4-hydroxypiperidino)acetamide;

N-[4-(3,6-dihydro-Ei-(3-isopropoxy-4-methoxyphenyl)-2-oxo-2H-1 ,3,4-
thiadiazin-3-y|methyl)pheny|]-2-piperazinoacetamide;

20 N-[4-(3,6-dihydro-ES-(3-isopropoxy-4-methoxyphenyl)-2-oxo-2H-1 ,3,4-

thiadiazin-3-y|methyl)phenyl]—2-pyrro|idinoacetamide;
N-[4-(3,6-dihyd ro-5-(3-cyclopentyloxy-4-methoxyphenyl)-2-oxo-2H-
1 ,3,4-thiadiazin-3-y|methyl)phenyl]-2-(4-morpholinyl)acetamide;
N-[4-(3,6-dihyd ro-5-(3-cyc|opentyloxy-4-methoxypheny|)-2-oxo-2H-
25 1.3 4-thiadiazin-3-ylmethyl)phenyl]-2-(N,N-diethylamino)acetamide;
N-[4-(3,6-dihydro-5»(3-cyclopentyloxy-4-methoxyphenyl)-2-oxo-2H-
1 ,3,4-thiadiazin-3-y_lmethyl)phenyl]-2-(N,N-diisopropylamino)acetamide;

N-[4-(3,6—dihydro-5--(3-cyc|opentyloxy-4-methoxyphenyl)-2-oxo-2H-
30 1 ,3,4-thiadiazin-3-ylmethyl)phenyl]—2-thiomorpholinoacetamide;
N-[4-(3,6-dihyd ro-5-(3-cyc|opentyloxy-4-methoxyphenyl)-2-oxo-2H-
1 ,3,4-thiadiazin-3-y|methyl)phenyl]-2-piperidinoacetamide;
N-[4-(3,6-dihyd ro-5-(3-cyclopentyloxy-4-methoxypheny|)-2-oxo-2H-
a5 1 ,3,4-thiadiazin-3-y|methyl)phenyl]-2-(4-hydroxypiperidino)acetamide;
N-[4-(3,6-dihydro-5-(3-cyclopentyloxy-4-methoxypheny|)-2-oxo-2H-

1 ,3,4-thiadiazin-3-y|methyl)phenyl]—2-pyrrolidinoacetamide;
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N-[4-(3,6-dihyd ro-5--(3-ethoxy—4-methoxyphenyl)-2-oxo-2H-1 ,3,4-
thiadiazin-3-y|methyl)phenyl]-3-(4-morpholinyI)propionamide;
N-[4-(3,6-dihydro-5--(3-ethoxy—4-methoxyphenyl)-2-oxo-2H-1 ,3,4-
thiadiazin-3-ylmethyl)phenyl]—B-(N,N-diethylamino)propionamide;
N-[4-(3,6-dihydro-5--(3-ethoxy-4-methoxyphenyl)-2-oxo-2H-1 ,3,4-
thiadiazin-3-ylmethyl)phenyl]-3-(N,N-diisopropylamino)propionamide;
N-[4-(3,6-dihydro-5-(3-ethoxy-4-methoxyphenyl)-2-oxo-2H-1 ,3,4-
thiadiazin-3-y|methy|)phenyl]-3-thiomorpholinopropionamide;
10 N-[4-(3,6-dihyd ro-5-(3-ethoxy-4-methoxyphenyl)-2-oxo-2H-1 ,3,4-
thiadiazin-3-ylmethyl)phenyl]-3-piperidinopropionamide;
N-[4-(3,6-dihydro-5—(3-ethoxy—4-methoxyphenyI)-2-oxo-2H-1 ,3,4-
thiadiazin-3-ylmethyl)phenyl]—3-(4-hydroxypiperidino)propionamide;
15 N-[4-(3,6-dihyd ro-5-(3-ethoxy-4-methoxyphenyl)-2-oxo-2H-1 ,3,4-
thiadiazin-3-ylmethyl)phenyl]-3-piperazinopropionamide;
N-[4-(3,6-dihyd ro-5-(3-ethoxy-4-methoxyphenyl)-2-oxo-2H-1 ,3,4-
thiadiazin-3-ylmethyl)phenyl]-3-pyrro|idinopropionamide;
N-[4-(3,6-dihydro-5—(3-propoxy-4-methoxyphenyl)-2—oxo-2H-1 ,3,4-
thiadiazin-3-ylmethyl)phenyl]—3-(4-morpholinyl)propionamide;
N-[4-(3,6-dihyd ro-5-(3-propoxy-4-methoxyphenyl)-2-oxo-2 H-1,3,4-
thiadiazin-3-ylmethyl)phenyl]-3-(N,N-diethylamino)propionamide;
N-[4-(3,6-dihyd ro-5—(3-propoxy-4-methoxyphenyl)-2-oxo-2H-1 ,3,4-

20

25 thiadiazin-3-ylmethyl)phenyl]—3-(N,N-diisopropylamino)propionamide;
N-[4-(3,6-dihyd ro-5—(3-propoxy-4-methoxypheny|)-2-oxo-2 H-1,3,4-
thiadiazin-3-y|methyl)phenyl]-3-thiomorpholinopropionamide;
N-[4-(3,6-dihydro-5--(3-propoxy—4-methoxypheny|)-2-oxo-2H-1 ,3,4-
30 thiadiazin-3-ylmethyl)phenyl]—3-piperidinopropionamide;
N-[4-(3,6-dihydro-5-(3-propoxy-4-methoxyphenyl)-2-oxo-2H-1 ,3,4-
thiadiazin-3-ylmethyl)phenyl]-3-(4-hydroxypiperidino)propionamide;
N-[4-(3,6-dihyd ro-5-(3-propoxy-4-methoxyphenyl)-2-oxo-2H-1 ,3,4-
thiadiazin-3-ylmethyl)phenyl]—3-piperazinopropionamide;
N-[4-(3,6-dihyd ro-5-(3-propoxy-4-meth0xypheny|)-2-oxo-2H—1 ,3,4-

35

thiadiazin-3-ylmethyl)phenyl]-3-pyrrolidinopropionamide.
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N-[4-(3,6-dihyd ro-5--(3-isopropoxy-4-methoxyphenyl)—2-oxo-2H-1 ,3,4-
thiadiazin-3-ylmethyl)phenyl]—3-(4-morpholinyl)propionamide;
N-[4-(3,6-dihyd ro-5--(3-isopropoxy-4-methoxyphenyl)-2-oxo-2H-1 ,3,4-
thiadiazin-3-y|methyl)pheny|]-3-(N,N-diethylamino)propionamide;
N-[4-(3,6-dihydro-5-(3-isopropoxy-4-methoxypheny|)-2-oxo-2H-1 ,3,4-
thiadiazin-3-y|methyl)phenyl]—3-(N,N-diisopropylamino)propionamide;
N-[4-(3,6-dihydro-5-( 3-isopropoxy-4-methoxyphenyl)—2—oxo-2H-1 ,3,4-
thiadiazin-3-y|methyl)phenyl]—3-thiomorpholinopropionamide;
10 N-[4-(3,6-dihydro-5-(3-isopropoxy-4-methoxyphenyl)-2-ox0-2H-1,3,4-
thiadiazin-3-y|methyl)phenyl]-3-piperidinopropionamide;
N-[4-(3,6-dihyd ro-5-(3-isopropoxy-4-methoxypheny|)-2-oxo-2H-1 ,3,4-
thiadiazin-3-ylmethyl)phenyl]-3-(4-hydroxypiperidino)propionamide;
15 N-[4-(3,6-dihydro-Ei-(3-isopropoxy—4-methoxyphenyl)-2-oxo-2H-1 ,3,4-
thiadiazin-3-ylmethyl)phenyl]-3-piperazinopropionamide;
N-[4-(3,6-dihydro-5-(3-isopropoxy-4-methoxyphenyl)—2-oxo-2H-1 ,3,4-

thiadiazin-3-y|methyl)phenyl]—3-pyrro|idinopropionamide;
20 N-[4-(3,6-dihyd ro-fi-(3-cyclopentyloxy-4-methoxypheny|)-2-oxo-2H-
1 ,3,4-thiadiazin-3-ylmethyl)pheny|]-3—(4-morpho|inyl)propionamide;
N-[4-(3,6-dihydro-5--(3-cyc|opentyloxy-4-methoxyphenyl)-2-oxo-2H-
1 ,3,4-thiadiazin-3-ylmeth‘yl)phenyl]-3—(N,N-diethylamino)propionamide;
N-[4-(3,6-dihyd ro-5--(3-cyc|opentyloxy-4-methoxyphenyl)-2-oxo-2H-
25 1 ,3,4-thiadiazin-3-ylmethyl)phenyl]—3-(N,N-diisopropylamino)propionamide;
N-[4-(3,6-dihyd ro-5-(3-cyc|opentyloxy-4-methoxyphenyl)-2-oxo-2H-
1 ,3,4-thiadiazin-3-ylmethyl)phenyl]-3-thiomorpholinopropionamide;
N-[4-(3,6-dihyd ro-5--(3-cyclopentyloxy-4-methoxypheny|)-2-oxo-2H-
30 1 ,3,4-thiadiazin-3-y|methyl)phenyl]-3-piperidinopropionamide;
N-[4-(3,6-dihydro-5-(3-cyc|opentyloxy-4-methoxypheny|)-2-oxo-2H-
1 ,3,4-thiadiazin-3-y|methyl)phenyl]-3-(4-hydroxypiperidino)propionamide;
N-[4-(3,6-dihydro-5-(3-cyclopentyloxy-4-methoxyphenyl)—2-oxo—2H-
35 1 ,3,4-thiadiazin—3-ylmethy|)phenyl]-3-piperazinopropionamide;
N-[4-(3,6-dihyd ro-5-(3-cyc|opentyloxy-4-methoxypheny|)-2-oxo-2H-
1 ,3,4-thiadiazin-3-ylmethy|)phenyl]-3-pyrrolidinopropionamide;




—-—

WO 03/032993 PCT/EP02/10507
- 106 -

3-(N,N-diethylamino)propyl N-[4-(6-(3,4-dimethoxyphenyl)—3-oxo-
2,3,4,5-tetrahydropyridaz:in-z-ylmethyl)phenyl]carbamate;
2-(N,N-diethylamino)ethyl N-[4-(6-(3,4-dimethoxyphenyl)—3-oxo-
2,3,4,5—tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;
2-(N,N-diisopropylamino)ethyl N-[4-(6-(3,4-dimethoxyphenyl)—3-oxo-
2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]oarbamate;
6-(N,N-dimethylamino)hexyl N-[4-(6-(3,4-dimethoxyphenyl)-3-oxo-
2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;
10 2-(N,N-dimethylamino)-1-methylethyl N-[4-(6-(3,4-dimethoxyphenyl)-
3-oxo-2,3,4,5-tetrahydropyridazin-2-y|methyl)phenyl]carbamate;
1-methyl-4-piperidyl N-[4-(6-(3,4-dimethoxyphenyl)-3-oxo-2,3,4,5-
tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;

15 (4-hydroxy-1-piperidyl)ethyl N-[4-(6-(3,4-dimethoxyphenyl)-3-0x0-

2,3,4,5-tetrahyd ropyridazin-2-ylmethyl)phenyl]carbamate;
2-morpholinoethyl N-[4-(6-(3,4-dimethoxyphenyl)-3-oxo-2,3,4,5-tetra-
hydropyridazin-2-ylmethyl)phenyl]carbamate;
20 3-morpholinopropyl N-[4-(6-(3,4-dimethoxyphenyl)—3-oxo-2,3,4,5-
tetrahydropyridazin-2-y|methyl)phenyl]carbamate;
2-thiomorpholinoethyl N-[4-(6-(3,4-dimethoxyphenyl)-3-oxo-2,3,4,5-
tetrahyd ropyridazin-2-y|methyl)phenyl]carbamate;

3-thiomorpholinopropyl N-[4-(6-(3,4-dimethoxyphenyl)-3-oxo-2,3,4,5-
25 tetrahyd ropyridazin-2-y|methyl)phenyl]carbamate;
2-piperazinoethyl N-[4-(6-(3,4-dimethoxyphenyl)-3-oxo-2,3,4,5-tetra-
hydropyridazin-2-y|methyl)phenyl]carbamate;
3-piperazinopropyl N-[4-(6-(3,4-dimethoxyphenyl)-3-oxo—2,3,4,5-tetra-
30 hyd ropyridazin-2-y|methyl)phenyl]carbamate;
2-pyrrolidinoethyl N-[4-(6-(3,4-dimethoxyphenyl)-3-oxo-2,3,4,5-tetra-
hyd ropyridazin-2-ylmethyl)phenyl]carbamate;
3-pyrrolidinopropyl N-[4-(6-(3,4-dimethoxyphenyl)-3-oxo-2,3,4,5-tetra-
35 hydropyridazin-2-y|meth'yl)phenyl]carbamate.
3-(N,N-diethylamino)propyl N-[4-(6-(3-ethoxy-4-methoxyphenyl)-3-
oxo-2,3,4,5-tetrahyd ropyridazin—2-ylmethyl)phenyl]carbamate;
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2-(N,N-diethylamino)ethyl N-[4-(6-(3-ethoxy-4-methoxyphenyl)-3-0xo-
2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;
2-(N,N-diisopropylamino)ethyl N-[4-(6-(3-ethoxy-4-methoxyphenyl)-3-
oxo-2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;
6-(N,N-dimethylamino)hexyl N-[4-(6-(3-ethoxy-4-methoxyphenyI)-3-
oxo-2,3,4,5-tetrahydropyridazin-2-ylmethy|)phenyl]carbamate;
2-(N,N-dimethylamino)-1 -methylethyl N-[4-(6-(3-ethoxy-4-methoxy-
phenyl)-3-oxo-2,3,4,5-tetrahydropyridazin-2-y|methyl)phenyl]carbamate;
10 1-methyl-4-piperidyl N-[4-(6-(3-ethoxy-4-methoxypheny!)-3-oxo-
2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;
2-morpholinoethyl N-[4-(6-(3-ethoxy-4-methoxyphenyl)-3-oxo-2,3,4,5-
tetrahydropyridazin-2-y|methyl)phenyl]carbamate;
15 3-morpholinopropyl N-[4-(6-(3-ethoxy-4-methoxyphenyl)-3-oxo-
2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;
2-thiomorpholinoethyl N-[4-(6-(3-ethoxy-4-methoxyphenyl)-3-oxo-
2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;

0 3-thiomorpholinopropyl N-[4-(6-(3-ethoxy-4-methoxypheny|)-3-oxo-
2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;
2-piperazinoethyl N--[4-(6-(3-ethoxy-4-methoxyphenyl)—3-oxo-2,3,4,5-
tetrahydropyridazin-Z-yImethyl)phenyl]carbamate;
3-piperazinopropyl N-[4-(6-(3-ethoxy-4-methoxyphenyl)-3-oxo-
25 2.3 4 5-tetrahydropyridazin-2-yimethyl)phenyl]carbamate;
2-pyrrolidinoethyl N-[4-(6-(3-ethoxy-4-methoxyphenyl)-3-oxo-2,3,4,5-
tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;
3-pyrrolidinopropyl N-[4-(6-(3-ethoxy-4-methoxyphenyl)-3-0x0-

30 2,3,4,5-tetrahydropyridazin-2—y|methyl)phenyl]carbamate.
3-(N,N-diethylamino)propyl N-[4-(6-(3,4-dimethoxyphenyl)-3—oxo-5-
ethyl-2,3,4,5-tetrahydropyridazin-2-ylmethy|)phenyl]carbamate;
2-(N,N-diethylamino)ethyl N-[4-(6-(3,4-dimethoxyphenyl)-3-0xo-5-
35 ethyl—2,3,4,5-tetrahydropyridazin—2-y|methyl)phenyl]carbamate;
2-(N,N-diisopropylamino)ethyl N-[4-(6-(3,4-dimethoxyphenyl)-3-oxo-5-
ethyl-2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;
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6-(N,N-dimethylamino)hexyl N-[4-(6-(3,4-dimethoxyphenyl)-3-oxo-5-
ethyI-2,3,4,5-tetrahydropyridazin-2-y|methyl)phenyl]carbamate;
2-(N,N-dimethylamino)-1 -methylethyl N-[4-(6-(3,4-dimethoxyphenyl)-
3-oxo-5-ethyl—2,3,4,5-tetrahydropyridazin-2-y|methyl)phenyl]carbamate;
1 -methyl-4-piperidylN-[4-(6-(3,4-dimethoxypheny|)-3-oxo-5-ethyl-
2,3,4,5-tetrahydropyrida_z.in-2-ylmethyl)phenyl]carbamate;
2-morpholinoethyl N~[4-(6-(3,4-dimethoxyphenyl)-3-oxo-5-ethyl—
2,3,4,5-tetrahydropyridaz.in-2-ylmethy|)phenyl]carbamate;
10 3-morpholinoprople-[4-(6-(3,4-dimethoxyphenyl)-3-oxo-5-ethyl-
2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;
2-thiomorpholinoethyl N-[4-(6-(3,4-dimethoxypheny|)-3-oxo-5-ethyl-
2,3,4,5-tetrahydropyridazin-2-y|methyl)phenyl]carbamate;
15 3-thiomorpholinopropyl N-[4-(6-(3,4-dimethoxyphenyl)-3-oxo-5-ethyl-
2,3,4,5—tetrahydropyridazin-2—y|methyl)phenyl]carbamate;
2-piperazinoethyl N—[4-(6-(3,4-dimethoxyphenyl)-3-oxo-5-ethyl-
2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;

20 3-piperazinopropyl N-[4-(6-(3,4-dimethoxyphenyl)-3-oxo-5-ethyl-
2,3,4,5-tetrahydropyridazin-Z-yImethyI)phenyl]carbamate;
2-pyrrolidinoethyl N-[4-(6-(3,4-dimethoxyphenyl)-3-oxo-5-ethyl-
2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;
3-pyrrolidinopropyl N-[4-(6-(3,4-dimethoxyphenyl)-3-oxo-5-ethyl-
25 2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;

3-(N,N-diethylamino)propyl N-[4-(6-(3-ethoxy-4-methoxyphenyl)-3-

oxo-5-ethyl-2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;
2-(N,N-diethylamino)ethyl N-[4-(6-(3-ethoxy-4-methoxyphenyl)-3-oxo-
30 5-ethyl-2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;
2-(N,N-diisopropylamino)ethyl N-[4-(6-(3-ethoxy—4-methoxyphenyI)-3-
oxo-5-ethyl-2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;
6-(N,N-dimethylamino)hexyl N-[4-(6-(3-ethoxy-4-methoxyphenyl)-3-

35 oxo-5-ethyl-2,3,4,5-tetrahyd ropyridazin-2-ylmethyl)phenyl]carbamate;
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2-(N,N-dimethylamino)-1 -methylethyl N-[4-(6-(3-ethoxy-4-methoxy-
phenyl)—3-oxo-5-ethyl-2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]-
carbamate;
1-methyl-4-piperidyl N-[4-(6-(3-ethoxy—4-methoxyphenyl)-3-oxo-5-
ethyl-2,3,4,5-tetrahydropyridazin-2-y|methyl)phenyl]carbamate;
2-morpholinoethyl N-[4-(6-(3-ethoxy-4-methoxypheny|)-3—oxo-5-ethyl-
2,3,4,5-tetrahydropyridaz:in-Z-yImethyl)phenyl]carbamate;
3-morpholinopropyl N-[4-(6-(3-ethoxy-4-methoxyphenyl)—3-oxo-5-
10 ethyl-2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;
2—thiomorpholinoethylN-[4-(6-(3-ethoxy-4-methoxyphenyl)-3-oxo-5-
ethyl-2,3,4,5-tetrahydropyridazin-2-y|methy|)pheny|]carbamate;
3-thiomorpho|inopropylN-[4-(6-(3-ethoxy-4-methoxyphenyl)-3-oxo-5-
15 ethy|-2,3,4,5-tetrahydropyridazin-2-y|methy|)phenyl]carbamate;
2-piperazinoethyl N-[4-(6-(3-ethoxy-4-methoxyphenyl)-3-oxo-5-ethyl-

2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate; :
3-piperazinopropyl N-[4-(6-(3-ethoxy-4-methoxyphenyl)-3-oxo-5-ethyl-

2,3,4,5-tetrahydropyridazin-2-y|methy|)phenyl]carbamate;
20 2-pyrrolidinoethyl N--[4-(6-(3-ethoxy-4-methoxypheny|)-3-oxo-5-ethyl-
2,3,4,5-tetrahyd ropyridazin-2-ylmethyl)phenyl]carbamate;
3-pyrrolidinopropyl N-[4-(6-(3-ethoxy-4-methoxyphenyl)—3-oxo-5-ethy|-

2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;

25 3-(N,N-diethylamino)propyl N-[4-(6-(3-cyclopentyloxy-4-methoxy-
phenyl)-3-oxo-2,3,4,5-tetrahydropyridazin-2-y|methyl)phenyl]carbamate;
2-(N,N-diethylamino)ethyl N-[4-(6-(3-cyclopentyloxy-4-methoxy-
phenyl)—3-oxo-2,3,4,5-tetrahyd ropyridazin-2-y|methyl)phenyl]carbamate;
30 2-(N,N-diisopropylamino)ethyl N-[4-(6-(3-cyclopentyloxy-4-methoxy-
phenyl)—3-oxo-2,3,4,5-tetrahydropyridazin-2-y|methy|)phenyl]carbamate;
6-(N,N-dimethylamino)hexyl N-[4-(6-(3-cyclopentyloxy-4-methoxy-
phenyl)—3-oxo-2,3,4,5-te‘trahyd ropyridazin-2-ylmethyl)phenyl]carbamate;
35 2-(N,N-dimethylamino)-1 -methylethyl N-[4-(6-(3-cyclopentyloxy-4-
methoxyphenyl)—3-oxo-2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]-

carbamate;
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1 -methyl-4-piperidy|N-[4-(6-(3-cyclopentyIoxy-4-methoxyphenyl)-3-
oxo-2,3,4,5-tetrahydropyridazin-2-ylmethy|)phenyl]carbamate;
2-morpholinoethyl N-[4-(6-(3-cyc|opentyloxy—4-methoxypheny|)-3-oxo-
2,3,4,5-tetrahydropyridazin-2-ylmethy|)phenyl]carbamate;
3-morpholinopropyl N-[4-(6-(3—cyc|opentyloxy-4-methoxypheny|)-3-
oxo-2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;
2-thiomorpholinoethyl N-[4-(6-(3-cyc|opentyloxy-4-methoxyphenyl)-3-
oxo-2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;
10 3-thiomorpholinopropyl N-[4-(6-(3-cyclopentyloxy-4-methoxyphenyl)-
3-oxo-2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;
2-piperazinoethyl N-[4-(6-(3-cyclopentyloxy-4-methoxyphenyl)-3-oxo-
2,3,4,5-tetrahydropyridazin—2-y|methyl)phenyl]carbamate;
15 3-piperazinopropyl N-[4-(6-(3-cyclopentyloxy-4-methoxyphenyl)-3-
oxo-2,3,4,5-tetrahydropyridazin-2-ylmethy|)phenyl]carbamate;
2-pyrrolidinoethyl N-[4-(6-(3-cyc|opentyloxy—4-methoxyphenyl)-3-oxo-
2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;
20 3-pyrrolidinopropyl N-[4-(6-(3-cyclopentyloxy-4-methoxyphenyl)-3-
oxo-2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;
3-(N,N-diethylamino)propyl N-[4-(6-(3-propoxy-4-methoxyphenyl)—3-

oxo-2,3,4,5-tetrahydropyridazin-2-y|methyl)phenyl]carbamate;

2-(N,N-diethylamino)ethyl N-[4-(6-(3-propoxy-4-methoxyphenyl)-3-
25 0x0-2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyllcarbamate;
2-(N,N-diisopropylamino)ethyl N-[4-(6-(3-propoxy-4-methoxypheny|)-
3-oxo-2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;
6-(N,N-dimethylamino)hexyl N-[4-(6-(3-propoxy-4-methoxyphenyl)-3-
30 oxo-2,3,4,5-tetrahydropyridazin-2-y|methy|)phenyl]carbamate;

2-(N,N-dimethylamino)-1 -methylethyl N-[4-(6-(3-propoxy-4-methoxy-
phenyl)-3-ox0-2,3,4,5-tetrahyd ropyridazin-2-y|methyl)phenyl]carbamate;
1-methyl-4-piperidyl N-[4-(6-(3-propoxy-4-methoxyphenyl)-3-oxo-
35 2,3,4,5-tetrahydropyridazin-2-y|methyl)phenyl]carbamate;
2-morpholinoethyl N-[4-(6-(3-propoxy-4-methoxyphenyl)-3-0x0-
2,3,4,5-tetrahyd ropyridazin-2-ylmethyl)phenyllcarbamate;
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3-morpholinopropyl N--[4-(6-(3-propoxy-4l-methoxyphenyl)—3-oxo-
2,3,4,5—tetrahydropyridazin-2-y|methyl)phenyl]carbamate;
2-thiomorpholinoethy! N-[4-(6-(3-propoxy—4-methoxyphenyl)-3-oxo-
2,3,4,5-tetrahydropyridazin-2-y|methyl)phenyl]carbamate;
3-thiomorpholinopropyl N-[4-(6-(3-propoxy-4-methoxyphenyl)—3-oxo-
2,3,4,5-tetrahydropyridazin-2-y|methyl)phenyl]carbamate;
2-piperazinoethyl N--[4-(6-(3-propoxy-4-methoxyphenyl)-3-oxo-
2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;
10 3-piperazinopropyl N-[4-(6-(3-propoxy-4-methoxypheny|)—3-oxo-
2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;
2-pyrrolidinoethyl N-[4-(6-(3-propoxy-4-methoxypheny|)-3-oxo-
2,3,4,5-tetrahydropyridazin-2-y|methy|)phenyl]carbamate;

15 3-pyrrolidinopropyl N-[4-(6-(3-propoxy-4-methoxyphenyl)—3-oxo-

2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;
3-(N,N-diethylamino)propyl N-[4-(6-(3-isopropoxy-4-methoxypheny|)-
3-oxo-2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;

20 2-(N,N-diethylamino)ethyl N-[4-(6-(3-isopropoxy-4-methoxyphenyl)-3-
oxo-2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;
2-(N,N-diisopropy‘lamino)ethyl N-[4-(6-(3-isopropoxy-4-methoxy-
phenyl)—3-oxo-2,3,4,5—tetrahyd ropyridazin—2-ylmethyl)phenyl]carbamate;
6-(N,N-dimethylamino)hexyl N-[4-(6-(3-isopropoxy-4-methoxypheny|)-
25 3-oxo-2,3,4,5-tetrahydropyridazin-2-y|methyl)phenyl]carbamate;
2-(N,N-dimethy|amino)-1 -methylethyl N-[4-(6-(3-isopropoxy-4-
methoxyphenyl)-3-oxo-?_,3,4,5—tetrahydropyridazin-2-ylmethyl)phenyl]-
carbamate;
30 1-methyl-4-piperidyl N-[4-(6-(3-isopropoxy-4-methoxyphenyl)—3-oxo-
2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;
2-mbrpholinoeth‘yl N-[4-(6-(3-isopropoxy-4-methoxypheny|)-3-oxo-
2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;
3-morpholinopropyl N-[4-(6-(3-isopropoxy-4-methoxyphenyl)-3-oxo-

35
2,34 5-tetrahyd ropyridazin-2-ylmethyl)phenyl]carbamate;




—.—
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2-thiomorpholinoethyl N-[4-(6-(3-isopropoxy-4-methoxyphenyl)—3—oxo-
2,3,4,5-tetrahydropyridazin-2-y|methyl)phenyl]carbamate;
3-thiomorpholinopropyl N-[4-(6-(3-isopropoxy-4-methoxyphenyl)-3-
oxo-2,3,4,5-tetrahydropyridazin-2—ylmethyl)phenyl]carbamate;
2-piperazinoethyl N--[4-(6-(3-isopropoxy-4-methoxyphenyl)-3-oxo-
2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate; ‘
3-piperazinopropyl N--[4-(6-(3-isopropoxy-4-methoxyphenyl)—3—oxo-
2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;
10 2-pyrrolidinoethyl N--[4-(6-(3-isopropoxy-4-methoxyphenyl)-3-oxo-
2,3,4,5—tetrahydropyridaz:in-2-ylmethyl)phenyl]carbamate;
3-pyrrolidinopropyl N-[4-(6—(3-isopropoxy-4-methoxyphenyI)-3-oxo-
2,3,4,5-tetrahydropyridaz:in-2-y|methyl)phenyl]carbamate;
15 3-(N,N-diethylamino)propyl N-[4-(6-(3-ﬂuoromethoxy-4-methoxy-
phenyl)—3-oxo-2,3,4,5-te1:rahydropyridazin-2-ylmethyl)phenyI]carbamate;
2-(N,N-diethylamino)ethyl N-[4-(6-(3-f|uoromethoxy-4-methoxy—
phenyl)—3-oxo-2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;
2-(N,N-diisopropylamino)ethyl N-[4-(6-(3-ﬂuoromethoxy—4-methoxy

20
phenyl)-3-oxo-2,3,4,5-tetrahydropyridazin-2-y|methy|)pheny|]carbamate;

6-(N,N-dimethylamino)hexyl N-[4-(6-(3-f|uoromethoxy-4-methoxy-
phenyl)-3-oxo-2,3,4,5-tetrahyd ropyridazin-2-ylmethyl)phenyl]carbamate;
2-(N,N-dimethylamino)-1 -methylethyl N-[4-(6-(3-fluoromethoxy-4-
25 methoxyphenyl)-3-oxo—2,3,4,5-tetrahyd ropyridazin-2-ylmethyl)phenyl]-

carbamate;
1-methyl-4-piperidyl N-[4-(6-(3-ﬂuoromethoxy-4-methoxyphenyl)-3-
oxo-2,3,4,5-tetrahyd rop'yridazin-2-y|methy|)phenyl]carbamate;
30 2-morpholinoethyl N-[4-(6-(3-f|uoromethoxy-4-methoxyphenyl)—3-oxo-
2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;

3-morpholinopropyl N-[4-(6—(3-fluoromethoxy-4-methoxyphenyl)-3-
oxo-2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;
2-thiomorpholinoethyl N-[4-(6-(3-f|uoromethoxy-4-methoxypheny|)-3-

35
oxo-2,3,4,5-tetrahyd ropyridazin-z-ylmethyl)phenyl]carbamate;
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3-thiomorpholinopropyl N-[4-(6-(3-fluoromethoxy-4-methoxypheny|)-3-
oxo-2,3,4,5—tetrahydropyridazin-2-y|methy|)phenyl]carbamate;
2-piperazinoethyl N-[4-(6-(3—f|uoromethoxy-4-methoxyphenyl)-3-oxo-
2,3,4,5-tetrahydropyridazin-2-y|methyl)phenyl]carbamate;
3-piperazinopropyl N-[4-(6-(3-f|uoromethoxy-4-methoxyphenyl)-3-oxo-
2,3,4,5—tetrahydropyridazin-Z-yImethyl)phenyl]carbamate;
2-pyrrolidinoethyl N-[4-(6-(3-ﬂuoromethoxy-4-methoxyphenyl)-3-oxo-
2,3,4,5-tetrahydropyridazin-2-y|methyl)phenyl]carbamate;
10 3-pyrrolidinopropyl N-[4-(6-(3-ﬂuoromethoxy-4-methoxypheny|)-3-oxo-
2,3,4,5-tetrahydropyridazin-2-ylmethyl)phenyl]carbamate.
N-[4-(6-(3-ethoxy-4-methoxyphenyl)-3-oxo-2,3,4,5-tetrahydro-
pyridazin-2-ylmethyl)phenyl]—2-(4-morpholinyl)acetamide, m.p. 150°;
15 N-[4-(6-(3-ethoxy—4--methoxyphenyl)-3-oxo-2,3,4,5-tetrahyd ro-
pyridazin-2—y|methyl)phenyl]-2-(N,N-diethylamino)acetamide;
N-[4-(6-(3-ethoxy-4-methoxyphenyl)-3-oxo-2,3,4,5-tetrahydro-
pyridazin-2-y|methyl)phenyl]-Z-(N,N-diisopropylamino)acetamide;
N-[4-(6-(3-ethoxy-4-methoxyphenyl)-3-oxo-2,3,4,5-tetrahydro-
pyridazin-2-ylmethyl)phenyl]-2—thiomorpholinoacetamide;
N-[4-(6-(3-ethoxy-4-methoxypheny|)-3-oxo-2,3,4,5-tetrahydro-
pyridazin-2-ylmethyl)phenyl]-2—piperidinoacetamide;
N-[4—(6-(3-ethoxy-4--methoxypheny|)-3-oxo-2,3,4,5-tetrahydro-
25 pyridazin-2-ylmethyl)phenyl]-2-(4-hydroxypiperidino)acetamide;
N-[4-(6-(3-ethoxy-4--methoxyphenyl)-3—oxo-2,3,4,5—tetrahydro-
pyridazin-2-ylmethyl)phenyl]—2-piperazinoacetamide;
N-[4-(6-(3-ethoxy-4--methoxyphenyl)-3-oxo-2,3,4,5-tetrahydro-
30 pyridazin-2-y|methyl)phenyl]-2-pyrrolidinoacetamide;
N-[4-(6-(3,4-dimethoxyphenyl)—3-oxo-2,3,4,5-tetrahydropyridazin-2—yl-
methyl)phenyl]-2-(4-morpholinyl)acetamide;
N-[4—(6-(3,4-dimethoxyphenyl)-3-oxo-2,3,4,5-tetrahydropyridazin-2-yl-
methyl)phenyl]-Z-(N,N-di;ethylamino)acetamide;
N-[4-(6-(3,4-dimethoxyphenyl)-3-oxo-2,3,4,5-tetrahydropyridazin-2-y|-

20

35

methyl)phenyl]-2—(N,N-diisopropylamino)acetamide;




——
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N-[4-(6-(3,4—dimethoxyphenyl)—3-oxo-2,3,4,5-tetrahydropyridazin-2-y|-
methyl)phenyl]-2-thiomorpl'lolinoacetamide;
' N-[4-(6-(3,4-dimethoxyphenyl)—3-oxo-2,3,4,5-tetrahydropyridazin-2-yl-
methyl)phenyl]—2-piperidinoacetamide;
N-[4-(6-(3,4-dimethox.yphenyl)-3-oxo-2,3,4,5-tetrahydropyridazin-2-yl-
methyl)phenyl]-2-(4-hyd roxypiperidino)acetamide;
N-[4-(6-(3,4-dimethoxyphenyl)-3-oxo-2,3,4,5-tetrahydropyridazin-2-yl-
methyl)phenyl]—2-piperazinoacetamide;
10 N-[4-(6-(3,4-dimethoxyphenyl)-3-0x0-2,3,4,5-tetrahyd ropyridazin-2-yl-
methyl)phenyl]—2-pyrrolidin‘oacetamide;
N-[4-(6-(3,4-dimethoxyphenyl)—3-oxo-2,3,4,5-tetrahydropyridazin-2-yl-
methyl)phenyl]—3-(4-morpholinyl)propionamide;
15 N-[4-(6-(3,4-dimethoxyphenyl)-3-oxo-2,3,4,5-tetrahyd ropyridazin-2-yl-
methyl)phenyl]-3-(N,N-diethylamino)propionamide;
N-[4-(6-(3,4-dimethoxyphenyl)—3-oxo-2,3,4,5-tetrahyd ropyridazin-2-yl-
methyl)phenyl]—3-(N,N-diisopropylamino)propionamide;
N-[4-(6-(3,4-dimethoxyphenyl)—3-oxo-2,3,4,5-tetrahyd ropyridazin-2-yl-
methyl)phenyl]-3-thiomorpholinopropionamide;
N-[4-(6-(3,4-dimethoxyphenyl)—3-oxo-2,3,4,5-tetrahyd ropyridazin-2-yl-
methyl)phenyl]-3-piperidinopropionamide;
N-[4-(6-(3,4-dimethoxyphenyl)-3-oxo-2,3,4,5—tetrahyd ropyridazin-2-yl-

20

25 methyl)phenyl]-3-(4-hydroxypiperidino)propionamide;
N-[4-(6-(3,4-dimethoxyphenyl)—3-oxo-2,3,4,5-tetrahydropyridazin-2-yl-
methyl)phenyl]—3-piperazinopropionamide;
N-[4-(6-(3,4-dimethoxyphenyl)-3-oxo-2,3,4,5-tetrahydropyridazin-z-yl-

30 methyl)phenyl]-3-pyrro|idinopropionamide;
N-[4-(6-(3-propoxy-4-methoxyphenyl)-3-oxo-2,3,4,5-tetrahyd ro-
pyridazin-2-y|methyl)phenyl]-2-(4-morpho|inyl)acetamide;
N-[4-(6-(3-propoxy-4-methoxypheny|)-3-oxo-2,3,4,5-tetrahyd ro-
pyridazin-2-y|methyl)phenyl]-2-(N,N-diethylamino)acetamide;

35
N-[4-(6-(3-propoxy--4-methoxyphenyl)-3-oxo-2,3,4,5-tetrahyd ro-

pyridazin-2-ylmethy|)phenyI]—2-(N,N-diisopropylamino)acetamide;
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N-[4-(6-(3-propoxy—4-—methoxyphenyl)-3-oxo-2,3,4,5-tetrahydro-
pyridazin-2-ylmethyl)phe|nyl]-2-thiomorpholinoacetamide;
N-[4-(6-(3-propoxy-4-methoxyphenyl)-3-oxo-2,3,4,5-tetrahydro-
pyridazin-2—ylmethyl)phenyl]-2-piperidinoacetamide;
N-[4-(6-(3-propoxy-4-methoxyphenyl)-3-oxo-2,3,4,5-tetrahyd ro-
pyridazin-2-ylmethyl)phenyl]—2-(4-hyd roxypiperidino)acetamide;
N-[4-(6-(3-propoxy-‘4-methoxyphenyl)-3-oxo-2,3,4,5—tetrahydro-
pyridazin-2-ylmethyl)-2-piperazinoacetamide;
N-[4-(6-(3-propoxy--4-methoxyphenyl)-3-oxo-2,3,4,5-tetrahyd ro-
pyridazin-2-ylmethyl)phenyl]-2-pyrrolidinoacetamide;
N-[4-(6-(3-isopropoxy-4-methoxyphenyl)-3-oxo-2,3,4,5-tetrahydro-
pyridazin-2-y|methyI)phenyl]-2-(4-morpholinyl)acetamide;
N-[4-(6-(3-isopropoxy-4-methoxypheny|)-3-oxo-2,3,4,5-tetrahyd ro-
pyridazin-2-y|methyl)phenyl]—2-(N,N-diethylamino)acetamide;
N-[4-(6-(3-isopropoxy—4—methoxyphenyl)-3-oxo-2,3,4,5-tetrahydro-
pyridazin-2-ylmethyl)phenyl]—2-(N,N-diisopropylamino)acetamide;
N-[4-(6-(3-isopropoxy-4-methoxyphenyl)—3-oxo-2,3,4,5—tetrahyd ro-
pyridazin-2-ylmethyl)phenyl]-2-thiomorpholinoacetamide;
N-[4-(6-(3-isopropoxy-4-methoxyphenyl)-3-oxo-2,3,4,5-tetrahyd ro-
pyridazin-2-ylmethyl)phenyl]-z-piperidinoacetamide;
N-[4-(6—(3-isopropo:xy-4-methoxyphenyl)—3-oxo-2,3,4,5-tetrahyd ro-
pyridazin-2-y|methy|)phenyl]—2-(4-hyd roxypiperidino)acetamide;
N-[4-(6-(3-isopropoxy-4-methoxyphenyl)-3-oxo-2,3,4,5-tetrahyd ro-
pyridazin-2-y|methyl)-2--piperazinoacetamide;
N-[4-(6-(3-isopropoxy—4-methoxyphenyl)—3-oxo-2,3,4,5-tetrahyd ro-
pyridazin-2-ylmethy|)phenyl]-2-pyrro|idinoacetamide;
N-[4-(6-(3-cyclopentyloxy-4-methoxypheny|)-3-oxo-2,3,4,5-tetrahydro-
pyridazin-2-ylmethyl)phenyl]-2-(4-morpholinyl)acetamide;
N-[4-(6-(3-cyclopentyloxy-4-methoxyphenyl)-3-oxo-2,3,4,5-tetrahyd ro-
pyridazin-2-ylmethy|)phenyl]—2-(N,N-diethylamino)acetamide;
N-[4-(6-(3-cyclopentyloxy-4-methoxyphenyl)-3-oxo-2,3,4,5-tetrahyd ro-
pyridazin-2-y|methyl)phenyl]—2-(N,N—diisopropylamino)acetamide;
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N-[4-(6-(3-cyclopentyloxy-4-methoxyphenyl)-3-oxo-2,3,4,5-tetrahydro-
pyridazin-2-ylmethyl)phenyl]-2-thiomorpholinoacetamide;

N-[4-(6-(3-cyclopentyloxy-4-methoxyphenyI)-3-oxo-2,3,4,5—tetrahyd ro-
pyridazin-2-ylmethyl)phenyl]-2-piperidinoacetamide;

> N-[4-(6-(3-cyc|opentyloxy—4-methoxyphenyl)-3-oxo-2,3,4,5-tetrahyd ro-
pyridazin-2-ylmethyl)phenyl]-2-(4-hydroxypiperidino)acetamide;
N-[4-(6-(3-cyclopentyloxy-4-methoxyphenyl)—3-oxo-2,3,4,5-tetrahyd ro-
pyridazin-2-ylmethyl)—2-piperazinoacetamide;
10 N-[4-(6-(3-cyclopentyloxy-4-methoxyphenyl)-3-0xo-2,3,4,5-tetrahydro-

pyridazin-2-ylmethyl)phenyl]-2-pyrro|idinoacetamide;
N-[4-(6-(3-ethoxy—4-wmethoxyphenyl)-3-oxo-2,3,4,5—tetrahyd ro-

pyridazin-2-y|methy|)phenyl]—3-(4-morpholinyl)propionamide;

15 N-[4-(6-(3-ethoxy-4-methoxyphenyl)-3-oxo-2,3,4,5-tetrahyd ro-

pyridazin-2-ylmethyl)phenyl]-3-(N,N-diethylamino)propionamide;
N-[4-(6-(3-ethoxy—4-methoxyphenyl)-3-oxo-2,3,4,5-tetrahydro-

pyridazin-2-ylmethyl)phenyl]—3-(N,N-diisopropylamino)propionamide;
N-[4-(6-(3-ethoxy-4-methoxyphenyl)-3-oxo-2,3,4,5-tetrahyd ro-

pyridazin-2-y|methy|)pheny|]-3-thiomorpholinopropionamide;
N-[4-(6-(3-ethoxy-4--methoxypheny|)-3-oxo-2,3,4,5-tetrahyd ro-

pyridazin-2-ylmethyl)phenyl]-3-piperidinopropionamide;
N-[4-(6-(3-ethoxy-4—methoxyphenyl)-'3-oxo-2,3,4,5-tetrahyd ro-

20

25 pyridazin-2-y|methy|)phenyl]—3-(4-hydroxypiperidino)propionamide;
N-[4-(6-(3-ethoxy-4--methoxyphenyl)-3-oxo-2,3,4,5-tetrahydro-
pyridazin-2-ylmethyl)phenyI]-3-piperazinopropionamide;
N-[4-(6-(3-ethoxy-4-methoxyphenyl )-3-0x0-2,3,4,5-tetrahydro-
30 pyridazin-2-ylmethyl)phenyl]-3-pyrrolidinopropionamide;
N-[4-(6-(3-propoxy-4-methoxyphenyl)-3-oxo-2,3,4,5-tetrahyd ro-
pyridazin-2—ylmethyl)phenyI]-3-(4-morphoIinyl)propionamide;
N-[4-(6-(3-propoxy-4-methoxyphenyl)-3-oxo-2,3,4,5-tetrahyd ro-
35 pyridazin-2-ylmethyl)phenyl]-3-(N,N-diethylamino)propionamide;
N-[4-(6-(3-propoxy--4-methoxyphenyl)-3-oxo-2,3,4,5-tetrahydro-
pyridazin-2-ylmethyl)phenyl]-3-(N,N-diisopropylamino)propionamide;
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N-[4-(6-(3-propoxy-4--methoxyphenyl)-3-oxo-2,3,4,5-tetrahydro-
pyridazin-2—ylmethyl)phenyl]-3-thiomorpholinopropionamide;
N-[4-(6-(3-propoxy--4--methoxyphenyl)-3-oxo-2,3,4,5-tetrahyd ro-
pyridazin-2-ylmethyl)phenyl]-3-piperidinopropionamide;
N-[4-(6-(3-propoxy-4--methoxyphenyl)-3-oxo-2,3,4,5-tetrahyd ro-
pyridazin-2-ylmethyl)phenyl]-3—(4-hyd roxypiperidino)propionamide;
N-[4-(6-(3-propoxy-4-methoxyphenyl)-3-oxo-2,3,4,5-tetrahydro-
pyridazin-2-y|methyl)phenyl]-3-piperazinopropionamide;
N-[4-(6-(3-propoxy-4-methoxypheny|)-3-oxo-2,3,4,5-tetrahyd ro-
pyridazin-2-y|methyl)phenyl]-3-pyrrolidinopropionamide;
N-[4-(6-(3-isopropoxy-4-methoxyphenyI)-3-oxo-2,3,4,5-tetrahydro-
pyridazin-2-ylmethyl)phenyl]-3-(4-morpho|inyl)propionamide;
N-[4-(6-(3-isopropoxy-4-methoxypheny|)-3-oxo-2,3,4,5-tetrahyd ro-
pyridazin-2-ylmethyl)phenyl]-3-(N,N-diethylamino)propionamide;
N-[4-(6-(3-isopropoxy—4-methoxyphenyl)-3-oxo-2,3,4,5—tetrahydro-
pyridazin-2-ylmethyl)pheny|]-3-(N,N-diisopropylamino)propionamide;
N-[4-(6-(3-isopropox;y-4-methoxyphenyl)-3-oxo-2,3,4,5-tetrahyd ro-
pyridazin-2-ylmethyl)phenyl]-3-thiomorpholinopropionamide;
N-[4-(6-(3-isopropoxy-4-methoxyphenyl)-3-oxo-2,3,4,5-tetrahydro-
pyridazin-2-ylmethyl)phenyl]—3-piperidinopropionamide;
N—[4-(6-(3-isopropoxy—4-methoxyphenyl)-3-oxo-2,3,4,5-tetrahyd ro-
pyridazin-2-ylmethyl)phenyl]-3-(4-hydroxypiperidino)propionamide;
N-[4-(6-(3-isopropc)xy54-methoxyphenyl)-3-oxo-2,3,4,5-tetrahyd ro-
pyridazin-2-y|methyl)phenyl]-3-piperazinopropionamide;
N-[4-(6-(3-isopropoxy-4-methoxyphenyl)-3-oxo-2,3,4,5-tetrahyd ro-
pyridazin-2-y|methy|)phenyl]-3-pyrro|idinopropionamide;
N-[4-(6-(3—cyclopentyloxy-4-methoxypheny|)—3-oxo-2,3,4,5-tetrahyd ro-
pyridazin-2-y|methyl)phenyl]-3-(4-morpho|inyI)propionamide;
N-[4-(6-(3-cyclopemyloxy-4-methoxyphenyl)-3-oxo-2,3,4,5-tetrahyd ro-
pyridazin-2-ylmethyl)phenyl]-3-(N N-diethylamino)propionamide;
N-[4-(6-(3-cyc|opentyloxy-4-methoxyphenyl)-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-cyclopentyloxy-4-methoxyphenyl)-3-oxo-2,3,4,5—tetrahyd ro-
pyridazin-2—yImethyl)phenyl]—3-thiomorpho|inopropionamide;
N-[4-(6-(3-cyclopentyloxy-4—methoxyphenyl)-3-oxo-2,3,4,5—tetrahydro-
pyridazin-2-y|methyl)phenyl]-3-piperidinopropionamide;
N-[4—(6-(3-cyc|opentyloxy—4-methoxyphenyl)-3—oxo-2,3,4,5-tetrahydro-
pyridazin-2-ylmethyl)phe.nyl]-3-(4-hydroxypiperidino)propionamide;
N-[4-(6-(3-cyclopent'yloxy-4-methoxyphenyl)-3-oxo-2,3,4,5-tetrahyd ro-
pyridazin-2-y|methyl)phenyl]-3-piperazinopropionamide;
10 N-[4-(6-(3-cyc|opentyloxy-4-methoxyphenyl)-3-oxo-2,3,4,5-tetrahyd ro-
pyridazin-Z-yImethyl)phenyl]-3-pyrro|idinopropionamide;
3-(N,N-diethylamino)propyl N-[4-(3,6-dihydro-5-(3,4-dimethoxy-
phenyl)-2-oxo-2H-1 3 4-thiadiazin-3-ylmethyl)phenyl]carbamate;

15
and/or physiologically acceptable salts thereof for the preparation of a

medicament for the treatment of osteoporosis, tumours, tumour meta-

stases, atherosclerosis, rheumatoid arthritis, multiple sclerosis, diabetes

20 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

25 2-(4-ethoxycarbonylaminobenzyl)-6-(3,4-dimethoxyphenyl)—2,3,4,5-
tetrahydropyridazin-3-one;

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

hydropyridazin-3-one;

30 2-(3-acetamidobenzyl)—6-(3,4-dimethoxypheny|)-2,3,4,5-tetrahydro-

pyridazin-3-one;
2-(4-trif|uoroacetamidobenzyl)-6-(3,4-dimethoxyphenyl)—5-ethyl-

2.3,4,5-tetrahydropyridazin-3-one;
2-(4-ethoxycarbonylaminobenzyl)-6-(3,4-dimethoxypheny|)-5—ethyl-

35
2,3.4,5-tetrahydropyridazin-3-one;
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2-(4-methoxycarbonylaminobenzyl)-6-(3,4-dimethoxyphenyl)—S-ethyI-
2.3,4,5-tetrahydropyridazin-3-one;
2-(4-butyrylaminobenzyl)-6-(3,4-dimethoxyphenyl)—5-ethyl-2,3,4,5-

tetrahydropyridazin-3-one;

> b) compounds, disclosed in EP 0 723 962 B1, selected from the group
consisting of
3-(4-nitrobenzyl)-5-(3,4-dimethoxyphenyl)—6-ethyl-3,6-dihydro-1 ,3,4-
thiadiazin-2-one;
10 ' 3-(4-aminobenzyl)-5-(3,4-dimethoxyphenyl)—6-ethyl-3,6-dihyd ro-1,3,4-

thiadiazin-2-one;
3-(4-trifluoroacetamidobenzyl)-5-(3,4-dimethoxyphenyl)-6-ethy|-3,6-

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

15 3-(4-acetamidobenzyl)-5-(3,4-dimethoxyphenyl)-3,6-dihydro-1 ,3,4-

thiadiazin-2-one;
3-(4-methoxybenzy|)-5-(3,4—dimethoxyphenyl)—6-ethyl-3,6—dihyd ro-

1,3,4-thiadiazin-2-one;
3-(2,6-dichlorobenzyl)—5-(3,4-dimethoxyphenyl)-G-ethyl-3,6-dihydro-

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

20

c) compounds, disclosed in EP 0 763 534 A1, selected from the group
consisting of
3—(4-picolinoylaminobenzyl)-5-(3,4-dimethoxyphenyl)-6-ethyl-3,6-
25 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-dimethoxypheny|)-3,6-dihydro-
30 1,3,4-thiadiazin-2-one;

3-(4-isonicotinoyla minobenzyl)-5-(3,4-dimethoxyphenyl)-3,6-dihydro-
1,3,4-thiadiazin-2-one,
3-(4-nicotinoylaminobenzyl)—5—(3,4-dimethoxyphenyl)—6-ethyl-3,6-
35 dihydro-1,3,4-oxadiazin-2-one;
2-(4-nicotinoylaminobenzyl)—6-(3,4-dimethoxyphenyl)-5-ethyl-2,3,4,5—

tetrahydropyridazin-3-one;
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d) compounds, disclosed in EP 0 539 806 Bf1, selected from the group
consisting of
5-(3-methoxy-4-dif|uoromethoxyphenyl)-6-ethy|-3,6-dihydro-1 ,3,4-
thiadiazin-2-one;
5-(3-methoxy-4-diﬂuoromethoxyphenyl)-3,6-dihyd ro-1,3,4-thiadiazin-
2-one;
e) compounds, disclosed in EP 0 618 201 A1, selected from the group
consisting of
10 3-dimethylaminopropyl-5-(3,4-dimethoxyphenyl)-6-ethyl-3,6-dihyd ro-
1,3,4-thiadiazinon-2-one;
3-dimethylaminopropyl-5-(3,4-dimethoxyphenyl)—3,6-dihydro-1 ,3,4-
thiadiazinon-2-one;
15 3-dimethylaminoethyl-5-(3,4-dimethoxyphenyl)-6-ethyl-3,6-dihyd ro-
1,3,4-thiadiazinon-2-one;
3-piperidinopropyl-5-(3-methoxy—4-difIuoromethoxyphenyl)-6-ethyl-
3,6-dihydro-1,3,4-thiadiazinon-2-one;
3-morpho|inopropyl-5-(3-methoxy—4-difluoromethoxyphenyl)-6-ethy|-
3,6-dihydro-1,3,4-thiadiazinon-2-one;
f)  compounds, disclosed in DE 196 04 388 A1, selected from the group

20

consisting of
3-(N,N-diethylamino)propyl N-[4-(3,6-dihydro-5-(3,4-dimethoxy-
25 phenyl)-2-oxo-2H-1 3 4-thiadiazin-3-ylmethyl)phenyl]carbamate;
3-(N,N-diethylamino)propyl N-[4-(3,6-dihydro-5-(3-ethoxy-4-methoxy-
phenyl)-2-oxo-2H-1 3 4-thiadiazin-3-ylmethyl)phenyl]carbamate;

3-(N,N-diethylamino)propyl N-[4-(6-(3,4-dimethoxyphenyl)-3-0xo-
30 2,3,4,5-tetrahydropyridazin-2-y|methy|)phenyl]carbamate;
3-(N,N-diethylamino)propyl N-[4-(6-(3-ethoxy-4-methoxyphenyl)-3-
0x0-2,3 4 5-tetrahydropyridazin-2-yimethyl)phenyllcarbamate;
N-[4-(6-(3-ethoxy—4--methoxyphenyl)-3-oxo-2,3,4,5—tetrahyd ro-
a5 pyridazin-2-ylmethyl)phenyl]—2-(4-methylpiperazino)acetamide;
N—[4-(6-(3-cyc|opentyloxy-4-methoxyphenyl)-3-oxo-2,3,4,5-tetrahydro-
pyridazin-2-ylmethyl)phenyl]—2-(4-methylpiperazino)acetamide;
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N-[4-(3,6-dihydro-5-(3-ethoxy-4-methoxyphenyl)-2-oxo0-2H-1,3,4-thiadiazin-3-
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

arthritis, multiple sclerosis, diabetes mellitus, ulcerative colitis and AIDS.

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 [, disclosed in EP 0 738 715 A2,

5 in which
R' and R? are each, independently of one another, H or A,

R? and R are each, independently of one another, -OH, -OR" -S-R" .SO-R'
-S0,-R', Hal, methylenedioxy, -NO,, -NH,, -NHR'® or -NR'R !,

R’ is a phenyl radical which is unsubstituted or monosubstituted or disubstituted by

10 R®and/or R’,
Q is absent or is alkylene having 1-6 carbon atoms,

R® and R’ are each, independently of one another, -NH,, -NR8R°, -NHR‘O,
-NR'’R"| -NO,, Hal, -CN, -OA, -COOH or -COOA,

R® and R’ are each, independently of one another, H, acyl having 1-8 carbon atoms,

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

-CONH;, -CONHA, -CONA,;, -CO-COOH, -CO-COO0A, -CO-CONH,, -CO-CONHA or
-CO-CONA,,

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

and/or Cl atoms,

20 R'® 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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atoms,
and
Hal is F, Cl, Bror |,

b) compounds of the formula I, disclosed in EP 0 723 962 B1,
3
R . R?
R
S
Rates
N—N
\ 5
Q—R

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

in which

R’ and R* are each, independently of one another, -OH, -OR'O, -S-R', -SO-R'O,
-S0,-R' Hal, methylenedioxy, -NO,, -NH,, -NHR'? or -NR'"R'!,

10 R® is a phenyl radical which is unsubstituted or monosubstituted or disubstituted by

R® and/or R7,
Q is absent or is alkylene having 1-6 carbon atoms,

R® and R’ are each, independently of one another, -NHj, -NR8R9, -NHR'O,
-NR'’R'!, -NO,, Hal, -CN, -OA, -COOH or -COOA,

15 R® and R® 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,, -CONHA, -CONA,;, -CO-COOH, -CO-COOA, -CO-CONH,, -CO-CONHA or
-CO-CONA,,

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

20 and/or Cl atoms,
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R'" 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
5 Halis F, Cl, Brorl,

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

in which

B is an aromatic heterocyclic radical having from 1 to 4 N, O and/or S atoms,
10 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,, Sor O,
R' and R? are each, independently of one another, H or A,

15 R® and R are each, independently of one another, -OH, -ORS, -S-RS, -SO-RS,
-S0,-R®, Hal, methylenedioxy, -NO,, -NH,, -NHR® or -NR°RS,

R® 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,

A is alkyl having from 1 to 10 carbon atoms, which may be substituted by from 1
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to S F and/or Cl atoms, and
Hal is F, Cl, Bror |,

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

; R1 R
R S
0] |
) Wa
R N—N
H

5 in which
R' and R? are each, independently of one another, H or A,
R’is H, OA or O-CHam+1:0Xn,
R* is -O-CHome1-nXn,

X isForCl,

10 A is alkyl having 1-6 carbon atoms,

misl, 2, 3,4,50r6, and
nisl,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,

15 in which
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R' and R? are each, independently of one another, H or A,

R? and R* are each, independently of one another, OH, OA, SA, SOA, SO,A, Hal,

methylenedioxy, cycloalkoxy having 3-7 carbon atoms or O-CyHym+1-kFy,

7N\
R’ is -NR°R” or-N (CH,),,,
N

5 where one CH? group may also be replaced by oxygen,

R® and R 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 isF, Cl, Bror|,

10 mis1,2,3,4,50r6,
nis 3,4,5o0rb6,
kis1,2,3,4,5,6,7,8,9,10,11,12 0r 13,

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

2
3 R
R
R1
4 X
|
R \ >:O
N—N
\
Q@

NH-CO-B

15 in which

R' and R? are each, independently of one another, H or A,
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R} and R* are each, independently of one another, -OH, -OA, -S-A, -SO-A,
-S0O,-A, Hal, methylenedioxy, -NO,, -NH,, -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,
Bis-Y-R®or -0-Y-R’,
Q is absent or is alkylene having 1-4 carbon atoms,
Y is absent or is alkylene having 1-10 carbon atoms,
Xi1s CHyor S,

R’ is NH,, 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,

Halis F, Cl, Brorl,

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

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

2-(4-methoxycarbonylaminobenzyl)-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-
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-aminobenzyl)-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; l
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-isonicotinoylaminobenzyl)-5-(3,4-dimethoxyphenyl)-3,6-dihydro-1,3,4-

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

d) 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;

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

€) 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-dimethylaminoethyl-5-(3,4-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;

) 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-diethylamino)propyl N-[4-(3,6-dihydro-5-(3-ethoxy-4-methoxyphenyl)-2-
ox0-2H-1,3,4-thiadiazin-3-ylmethyl)phenyl]carbamate;

3-(N,N-diethylamino)propyl N-[4-(6-(3,4-dimethoxyphenyl)-3-0x0-2,3,4,5-
tetrhydropyridazin-2-ylmethyl)phenyl]carbamate;

3-(N,N-diethylamino)propyl N-[4-(6-(3-ethoxy-4-methoxyphenyl)-3-0x0-2,3,4,5-
tetrahydropyridazin-2-ylmethyl)phenyl]carbamate;
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N-[4-(6-(3-ethoxy-4-methoxyphenyl)-3-0x0-2,3,4,5-tetrahydropyridazin-2-
ylmethyl)phenyl]-2-(4-methylpiperazino)acetamide;

N-[4-(6-(3-cyclopentyloxy-4-methoxyphenyl)-3-0xo0-2,3,4,5-tetrahydropyridazin-2-
ylmethyl)phenyl]-2-(4-methylpiperazino)acetamide;

N-[4-(3,6-dihydro-5-(3-ethoxy-4-methoxyphenyl)-2-oxo0-2H-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.

3. Use according to Claim 1 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-
tetrahydropyridazin-3-one and

2-(4-ethoxycarbonylaminobenzyl)-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-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-nicotinoylaminobenzyl)-5-(3-cyclopentyloxy-4-methoxyphenyl)-3,6-dihydro-
1,3,4-thiadiazin-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 B1, 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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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.

10. 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 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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