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CLAIMS 

1. A compound of general formula I: 

h 
R iR -
V 

(CHr>>m 

wherein m is an integer from 0 to 2; 

Rai, K i, Rci, K 1 / Rei, and R each independently 

represents hydrogen, Ci-C6alkyl; -NH2, -NHCj-Cealkyl, 

hydroxyl, or Ci-C6alkoxy; 

R2 is hydrogen, Ci-C6alkyl, -C (0) OH, -C(0)0Ci-C6alkyl; 

R3 is : 

1) a 5-membered saturated or unsaturated heterocyclic 

group comprising from 1 to 4 heteroatoms selected from N, 0 

and S, optionally substituted with 1 to 3 substituents 

selected from halogen, Ci-C6alkyl, Cj-Cealkoxy, -C(0)0H, 

C (0) OCi—C6alkyl, -NHC (0) Ci~C6alkyl, phenyl, or pyridinyl; 

2) a 6-membered saturated or unsaturated heterocyclic 

group comprising from 1 to 2 heteroatoms selected from N 

and 0, optionally substituted with a group selected from 

halogen and Ci~C6alkyl; 

3) a 5-membered unsaturated heterocyclic group 

comprising from 1 to 3 heteroatoms selected from N and S, 

optionally substituted with 1 or 2 substituents selected 

from Ci~C6alkyl, condensed with a 6-membered unsaturated 

nitrogen-containing cyclic or heterocyclic group optionally 

substituted with 1 or substituents selected from 

hydroxyl, halogen or Ci~C6alkyl; 
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4) a 6-membered unsaturated cyclic or heterocyclic 

group comprising from 1 to 2 nitrogen atoms, condensed with 

a 5- or 6-membered unsaturated heterocyclic group 

comprising from 1 to 3 heteroatoms selected from N and S; 

or 

5) a group of the formula: 

or a pharmaceutically acceptable salt thereof, 

with a proviso that the compound is not a compound, 

wherein: 

when m is 1, Rai, Rbi, Rci, Rdi, Rei, and Rri are hydrogen 

and R2 is -C(0)0CH3, R3 is not: 

/\K)y Nri 
/ 

when m is 1, Rai, Rbi, Rci, Rdi, Rei, and Rfi are hydrogen 

and R2 is hydrogen, R3 is not: 

,0 

when m is 1, Rai is an amino group and R i, Rci, R i, 

Rei, and R£I are hydrogen, or Rei is an amino group and Rai, 

Rbi, Rci, Rdi, and Rfi are hydrogen and R2 is hydrogen, R3 is 

not: 
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when m is 1, Rai, Rbi, Rci, Rdi, Rei, and Rfx are hydrogen 

and R2 is hydrogen, R3 is not: 

when m is 1, Rai, Rbi, Rci, Rdi, Rei, and R£I are hydrogen 

and R2 is hydrogen, R3 is not: 

* 

when m is 1, Rai, Rbi, Rci, Rdi, Rei, and Rfi are hydrogen 

and R2 is hydrogen, R3 is not: 

H 

when m is 1, Rai, Rbi, Rci, Rdi, Rei, and R£I are hydrogen 

and R2 is hydrogen, R3 is not: 

when 1 is 1, Rai, Rbi, Rci, Rdi, Rei, and R£I are hydrogen 

and R2 is hydrogen, R3 is not: 

when m is 1, Rai, Rbi, Rci, Rdi, Rei, and R£I are hydrogen 

and R2 is hydrogen, R3 is not: 
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when m is 1, Rai, Rbi, Rci, Rdi, Rei, and Rri are hydrogen 

and R2 is -0(0)011, R3 is not: 

\ / M=J 

when m is 1, Rai, Rbi, Rci, R i, Rei, and R i are hydrogen 

and R2 is -0(0) OH, R3 is not: 

when m is 1, Rai, Rbi, Rci, Rdi, Rei, and Rfi are hydrogen 

and R2 is hydrogen, R3 is not: 

when m is 1, Rai, Rbi, Rci, Rdi, Rei, and Rfi are hydrogen 

and R2 is hydrogen, R3 is not: 

vTV 
' X 

f i 

\ iJ ii 

when m is 2, Rai, Rblf Rci, Rdi, Rei, and Rfi are hydrogen 

and R2 is hydrogen, R3 is not: 

\ ft 

when m is 2, Rai, Rbi, R°i, Rdi, Rei, and R£i are hydrogen 

and R2 is hydrogen, R3 is not: 
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! 

when m is 1, Rai, Rbi, Rci, Rdi, Rei, and R£I are hydrogen 

and R2 is hydrogen, R3 is not: 

• HH 

and with a proviso that the compound is not the 

following compound: 

Hp. / e 0 

CH 2 
I 
H 2 

^—CH2—CH2— 

0 

^—CH2-CH2' 
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He 
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F3C 

K /° 
N—CH2-CH2—^ 

^0 

Ph 

HeO 

f O 

=/ 
Hi C 

w^x 
/j j 

OEs 
I 

,N\ 
'jr=s/° 

! | 
l\/ and 
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H»C-4 .K 

CHs 

>c 
Bi-2 Cillr 

2. The compound of claim 1, wherein m is an integer from 

0 to 2 ; 

Rai and Rbi are hydrogen, methyl, amino, or hydroxyl; 

RC1 and Rdi are hydrogen, methyl, amino, or hydroxyl; 

Rei and R£I are hydrogen or methyl; 

R2 is hydrogen, methyl, carboxyl, methoxycarbonyl, or 

ethoxycarbonyl; 

R3 is 

a group selected from: 

N-CJHJ 

w 
N- \ 

% 

N 
H*C 

\\ / 
N—N 

H 

/ 
N-—S 

N ' 
H 

% 

N—S 

wx 
N—O 

H 

N-

N-
H 

NH 

N-

N—S 

N—O 
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N^N 

HoC 





128 

4. A medicament for the treatment of a respiratory tract 

disease, comprising a compound of general formula I: 

O 

!\L (CH2)m 
-R, 

wherein m is an integer from 0 to 2; 

Rai, Rbi, Rci, Rdi, Rei, and Rfi, each independently 

represents hydrogen, Ci~C6alkyl; -NH2, -NHCi-C6alkyl, 

hydroxyl, or Ci-C6alkoxy; 

R2 is hydrogen, Ci~C6alkyl, -C(0)0H, -C (0) OCi~C6alkyl ; 

R3 is: 

1) a 5-membered saturated or unsaturated heterocyclic 

group comprising from 1 to 4 heteroatoms selected from N, 0 

and S, optionally substituted with 1 to 3 substituents 

selected from halogen, Ci~C6alkyl, Ci~C6alkoxy, -C(0)0H, -

C (0) OCi—Cgalkyl, -NHC (0) Ci-Cgalkyl, phenyl, or pyridinyl; 

2) a 6-membered saturated or unsaturated heterocyclic 

group comprising from 1 to 2 heteroatoms selected from N 

and 0, optionally substituted with a group selected from 

halogen and Ci~C6alkyl; 

a 5-membered unsaturated heterocyclic 3) group 

comprising from 1 to 3 heteroatoms selected from N and S, 

optionally substituted with 1 or 2 substituents selected 
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from Ci-C6alkyl, condensed with a 6-membered unsaturated 

nitrogen-containing cyclic or heterocyclic group optionally 

substituted with 1 or 2 substituents selected from 

hydroxyl, halogen or Ci~C6alkyl; 

4) a 6-membered unsaturated cyclic or heterocyclic 

group comprising from 1 to 2 nitrogen atoms, condensed with 

a 5- or 6-membered unsaturated heterocyclic group 

comprising from 1 to 3 heteroatoms selected from N and S; 

or 

5) a group of the formula: 

or a pharmaceutically acceptable salt thereof. 

5. The medicament of claim 4, wherein the compound of 

formula (I) is a compound as defined in any one of claims 1 

to 3 . 

6. The medicament of claim 4 or 5, wherein the 

respiratory tract disease is rhinosinusitis . 

7. The medicament of claim 4 or 5, wherein the 

respiratory tract disease is caused by an RNA-comprising 

virus. 

8. The medicament of claim 7, wherein the virus is 

selected from the group consisting of rhinovirus, Coxsackie 

virus, respiratory syncytial virus, and influenza virus. 

9. The medicament of claim 4 or 5, wherein the disease is 

exacerbations of asthma, chronic obstructive pulmonary 

disease, bronchitis and mucoviscidosis, which are caused by 
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rhinovirus, influenza virus and/or respiratory syncytial 

virus. 

10. A pharmaceutical composition, comprising an effective 

amount of a compound of general formula I 

R 

Rbi Ra, 
RC-l - ' 

1 

o 

N (CH2)m 
•Re 

wherein m is an integer from 0 to 2; 

Rai / Rbi / R^i / Rdi> Rei/ and Rfi, each independently 

represents hydrogen, Ci~C6alkyl; -NH2, -NHCi-C6alkyl, 

hydroxyl, or Ci~C6alkoxy; 

R2 is hydrogen, Ci-C6alkyl, -C (0) OH, -C(0)0Ci-C6alkyl; 

R3 is 

1) a 5-membered saturated or unsaturated heterocyclic 

group comprising from 1 to 4 heteroatoms selected from N, 0 

and S, optionally substituted with 1 to 3 substituents 

selected from halogen, Ci-C6alkyl, Ci-C6alkoxy, -C(Q)OH, 

C (0) OCi—C6alkyl, -NHC (0) Ci~C6alkyl, phenyl, or pyridinyl; 

2) a 6-membered saturated or unsaturated heterocyclic 

group comprising from 1 to 2 heteroatoms selected from N 

and O, optionally substituted with a group selected from 

halogen and Ci-C6alkyl; 

3) a 5-membered unsaturated heterocyclic group 

comprising from 1 to 3 heteroatoms selected from N and S, 

optionally substituted with 1 or 2 substituents selected 

from Ci-C6alkyl, condensed with a 6-membered unsaturated 

nitrogen-containing cyclic or heterocyclic group optionally 
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substituted with 1 or 2 substituents selected from 

hydroxyl, halogen or Ci-C6alkyl; 

4) a 6-membered unsaturated cyclic or heterocyclic 

group comprising from 1 to 2 nitrogen atoms, condensed with 

a 5- or 6-membered unsaturated heterocyclic group 

comprising from 1 to 3 heteroatoms selected from N and S; 

or 

5) a group of the formula: 

or a pharmaceutical^ acceptable salt thereof, and a 

pharmaceutically acceptable carrier, for the treatment of a 

respiratory tract disease. 

11. The pharmaceutical composition of claim 10, wherein 

the compound of formula (I) is a compound as defined in any 

one of claims 1 to 3. 

12. The pharmaceutical composition of claim 10 or 11, 

wherein the respiratory tract disease is rhinosinusitis. 

13. The pharmaceutical composition of claim 10 or 11, 

wherein the respiratory tract disease is caused by an RNA-

comprising virus. 

14. The pharmaceutical composition of claim 13, wherein 

the virus is selected from the group consisting of 

rhinovirus, Coxsackie virus, respiratory syncytial virus, 

and influenza. 

15. The pharmaceutical composition of claim 10 or 11, 

wherein the disease is exacerbations of asthma, chronic 
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obstructive pulmonary disease, bronchitis and 

mucoviscidosis, which are caused by rhinovirus, influenza 

virus and/or respiratory syncytial virus. 

16. Use of a compound of general formula I 

O 

ISL (CH2)m 
R, 

wherein m is an integer from 0 to 2; 

Rai, Rbi, Rci, Rdi, Rex, and R£I, each independently 

represents hydrogen, Ci~C6alkyl; -NH2, -NHCi-Cealkyl, 

hydroxyl, or Cj-Cealkoxy; 

R2 is hydrogen, Ci-C6alkyl, -C(0)0H, -C (0) OCj-Cealkyl ; 

R3 is : 

1) a 5-membered saturated or unsaturated heterocyclic 

group comprising from 1 to 4 heteroatoms selected from N, 0 

and S, optionally substituted with 1 to 3 substituents 

selected from halogen, Ci-C6alkyl, Cg-Cgalkoxy, -C(0)0H, -

C (0) 0Ci-C6alkyl, -NHC (0) Ci~C6alkyl, phenyl, or pyridinyl; 

2) a 6-membered saturated or unsaturated heterocyclic 

group comprising from 1 to 2 heteroatoms selected from N 

and 0, optionally substituted with a group selected from 

halogen and Ci-C6alkyl; 

3) a 5-membered unsaturated heterocyclic group 

comprising from 1 to 3 heteroatoms selected from N and S, 

optionally substituted with 1 or 2 substituents selected 

from Ci~C6alkyl, condensed with a 6-membered unsaturated 

nitrogen-containing cyclic or heterocyclic group optionally 
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substituted with 1 or 2 substituents selected from 

hydroxyl, halogen or Ci~C6alkyl; 

4) a 6-membered unsaturated cyclic or heterocyclic 

group comprising from 1 to 2 nitrogen atoms, condensed with 

a 5- or 6-membered unsaturated heterocyclic group 

comprising from 1 to 3 heteroatoms selected from N and S; 

or 

5) a group of the formula: 

or a pharmaceutically acceptable salt thereof for the 

manufacture of a medicament for the treatment of a 

respiratory tract disease. 

17. The use of claim 16, wherein the compound of formula I 

is a compound as defined in any one of claims 1 to 3. 

18. The use of claim 16 or 17, wherein the respiratory 

tract disease is rhinosinusitis. 

19. The use of claim 16 or 17, wherein the respiratory 

tract disease is caused by an KNA-comprising virus. 

20. The use of claim 19, wherein the virus is selected 

from the group consisting of rhinovirus, Coxsackie virus, 

respiratory syncytial virus, and influenza virus. 

21. The use of claim 16 or 17, wherein the disease is 

exacerbations of asthma, chronic obstructive pulmonary 

disease, bronchitis and mucoviscidosis, which are caused by 

rhinovirus, influenza virus and/or respiratory syncytial 

virus. 
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22. A method for preparing a compound of general formula I 

according to claim 1 or a pharmaceutically acceptable salt 

thereof, comprising heating of dicarboxylic acid monoamide 

of general formula II 

wherein 

m represents an integer of 0 to 2; 

Rai, Rbi> Rci, Rdi> Rei/ and Rfi, each independently 

represents hydrogen, Ci-C6alkyl; -NH2, -3MHCi-C6alkyl, 

hydroxyl, or Ci~C6alkoxy; 

R2 is hydrogen, Ci-C6alkyl, -C(0)0H, -C (0) OCi-C6alkyl ; 

R3 is : 

1) a 5-membered saturated or unsaturated heterocyclic 

group comprising from 1 to 4 heteroatoms selected from N, 0 

and S, optionally substituted with 1 to 3 substituents 

selected from halogen, Ci~C6alkyl, Ci~C6alkoxy, -C(0)0H, -

C (0) OCj—C6alkyl, -NHC (0) Ci-C6alkyl, phenyl, or pyridinyl; 

2) a 6-membered saturated or unsaturated heterocyclic 

group comprising from 1 to 2 heteroatoms selected from N 

and 0, optionally substituted with a group selected from 

halogen and Ci~C6alkyl; 

3) a 5-membered unsaturated heterocyclic group 

comprising from 1 to 3 heteroatoms selected from N and S, 

optionally substituted with 1 or 2 substituents selected 

from Ci~C6alkyl, condensed with a 6-membered unsaturated 

nitrogen-containing cyclic or heterocyclic group optionally 

substituted with 1 or 2 substituents selected from 

hydroxyl, halogen or Ci-C6alkyl; 
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4) a 6-membered unsaturated cyclic or heterocyclic 

group comprising from 1 to 2 nitrogen atoms, condensed with 

a 5- or 6-membered unsaturated heterocyclic group 

comprising from 1 to 3 heteroatoms selected from N and S; 

or 

5) a group of the formula: 

with a dehydrating agent in an organic solvent. 

23. The method of claim 22, wherein the dehydrating agent 

is glutaric anhydride, and the method is performed under 

heating in an organic solvent, preferably in 

dimethylformamide. 

24. The method of claim 22, wherein the dehydrating agent 

is propionic anhydride, and the method is performed under 

heating in an organic solvent, preferably in toluene. 

25. The process of claim 24, wherein the method is 

performed with addition of sodium acetate. 

26. The method of claim 22, wherein the dehydrating agent 

is acetic anhydride, and the method is performed under 

heating in an organic solvent, preferably in dioxane. 

27. The process of claim 26, wherein the method is 

performed with addition of sodium acetate. 

28. The method of claim 22, wherein the dehydrating agent 

30 is acetic acid chloroanhydride, and the method is performed 
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32. A medicament for the treatment of a respiratory tract 

disease, comprising a compound of claim 31 or one of the 

following compounds: 
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or a pharmaceutically acceptable salt thereof. 

33. The medicament of claim 32, wherein the respiratory 

tract disease is rhinosinusitis. 

34. The medicament of claim 32, wherein the respiratory 

tract disease is caused by an RNA-comprising virus. 

35. The medicament of claim 34, wherein the virus is 

selected from the group consisting of rhinovirus, Coxsackie 

virus, respiratory syncytial virus, and influenza virus. 

36. The medicament of claim 32, wherein the disease is 

exacerbations of asthma, chronic obstructive pulmonary 

disease, bronchitis and mucoviscidosis, which are caused by 

rhinovirus, influenza virus and/or respiratory syncytial 

virus. 

37. A pharmaceutical composition, comprising an effective 

amount of a compound of claim 31 or one of the following 

compounds: 
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or a pharmaceutically acceptable salt thereof, and a 

pharmaceutically acceptable carrier, for the treatment of a 

respiratory tract disease. 

38. The pharmaceutical composition of claim 37, wherein 

the respiratory tract disease is rhinosinusitis. 
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39. The pharmaceutical composition of claim 37, wherein 

the respiratory tract disease is caused by an RNA-

comprising virus. 

40. The pharmaceutical composition of claim 39, wherein 

the virus is selected from the group consisting of 

rhinovirus, Coxsackie virus, respiratory syncytial virus, 

and influenza. 

41. The pharmaceutical composition of claim 37, wherein 

the, disease is exacerbations of asthma, chronic obstructive 

pulmonary disease, bronchitis and mucoviscidosis, which are 

caused by rhinovirus, influenza virus and/or respiratory 

syncytial virus. 

42. Use of a compound of claim 31 or one of the following 

compounds: 
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or a pharmaceutically acceptable salt thereof for the 

manufacture of a medicament for the treatment of a 

respiratory tract disease. 

5 

43. The use of claim 42, wherein the respiratory tract 

disease is rhinosinusitis. 

44. The use of claim 42, wherein the respiratory tract 

10 disease is caused by an RNA-comprising virus. 

45. The use of claim 44, wherein the virus is selected 

from the group consisting of rhinovirus, Coxsackie virus, 

respiratory syncytial virus, and influenza virus. 

15 

46. The use of claim 42, wherein the disease is 

exacerbations of asthma, chronic obstructive pulmonary 

disease, bronchitis and mucoviscidosis, which are caused by 

rhinovirus, influenza virus and/or respiratory syncytial 

20 virus. 

47. A method for preparing a compound according to claim 

41 or a pharmaceutically acceptable salt thereof, 
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comprising heating of dicarboxylic acid monoamide of 

general formula II 

wherein 

m represents an integer of 0 to 2 ; 

Rai, Rbi, Rci, Rdi, Rei, and Rf!, each independently 

represents hydrogen, Ci~C6alkyl; -NH2, -NHCi~C6alkyl, 

hydroxyl, or Ci-C6alkoxy; 

R2 is hydrogen, Ci~C6alkyl, -C(0)0H, -C (0) 0Ci~C6alkyl; 

R3 is: 

1) a 5-membered saturated or unsaturated heterocyclic 

group comprising from 1 to .4 heteroatoms selected from N, 0 

and S, optionally substituted with 1 to 3 substituents 

selected from halogen, Ci~C6alkyl, Ci-C6alkoxy, -C(0)0H, -

C (0) OCi~C6alkyl, -NHC (0) Ci~C6alkyl, phenyl, or pyridinyl; 

2) a 6-membered saturated or unsaturated heterocyclic 

group comprising from 1 to 2 heteroatoms selected from N 

and 0, optionally substituted with a group selected from 

halogen and Ci~C6alkyl; 

3) a 5-membered unsaturated heterocyclic group 

comprising from 1 to 3 heteroatoms selected from N and S, 

optionally substituted with 1 or 2 substituents selected 

from Ci-C6alkyl, condensed with a 6-membered unsaturated 

nitrogen-containing cyclic or heterocyclic group optionally 

substituted with 1 or 2 substituents selected from 

hydroxyl, halogen or Ci-C6alkyl; 

4) a 6-membered unsaturated cyclic or heterocyclic 

group comprising from 1 to 2 nitrogen atoms, condensed with 

a 5- or 6-membered unsaturated heterocyclic group 
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comprising from 1 to 3 heteroatoms selected from N and S; 

or 

5) a group of the formula: 

48. The method of claim 47, wherein the dehydrating agent 

is glutaric anhydride, and the method is performed under 

heating in an organic solvent, preferably in 

10 dimethylformamide. 

49. The method of claim 47, wherein the dehydrating agent 

is propionic anhydride, and the method is performed under 

heating in an organic solvent, preferably in toluene. 

15 

50. The process of claim 49, wherein the method is 

performed with addition of sodium acetate. 

51. The method of claim 47, wherein the dehydrating agent 

20 is acetic anhydride, and the method is performed under 

heating in an organic solvent, preferably in dioxane. 

52. The process of claim 51, wherein the method is 

performed with addition of sodium acetate. 

25 

53. The method of claim 47, wherein the dehydrating agent 

is acetic acid chloroanhydride, and the method is performed 

under heating in an organic solvent, preferably in acetic 

acid. 

30 
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54. The method of claim 47, wherein the dehydrating agent 

and the solvent are acetic acid anhydride, and the method 

is performed at 90-100°C. 

55. The method of claim 47, wherein the dehydrating agent 

is carbonyldiimidazole. 
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AMENDED CLAIMS (ARTICLE 19 PCT) 

1. A compound of general formula I: 

wherein m is an integer from 0 to 2; / 

Rai/ Rbi/ Rci/ Rdi, Rei, and Rfi, eaclyindependently represents 
hydrogen, Ci-C6alkyl; -NH2, -NHCX-C^alkyl, hydroxyl, or Ci-

C6alkoxy; / 
R2 is hydrogen, Cx-C6alkyl, -c{o)OH( -C (0) OCx-Cgalkyl; 

R3 is: / 

1) a 5-membered saturated or unsaturated heterocyclic group 

comprising from 1 to 4 heteroatoms selected from N, 0 and S, 

optionally substituted with 1 to 3 substituents selected from 

halogen, Ci-C6alkyl, /di-C6alkoxy, -C(0)0H, -C (0) OCi-C6alkyl, 

NHC (0) Ci-C6alkyl, phenyl, or pyridinyl ; 

2) a 6-membej?ed saturated or unsaturated heterocyclic group 

comprising from/ 1 to 2 heteroatoms selected from N and 0, 

optionally suiz^stituted with a group selected from halogen and Ci-

C6alkyl; / 
3) ar 5-membered unsaturated heterocyclic group comprising 

from 1/ to 3 heteroatoms selected from N and S, optionally 

substituted with 1 or 2 substituents selected from Ci-C6alkyl, 

coiiaensed with a 6-membered unsaturated nitrogen-containing 

pyclie or heterocyclic group optionally substituted with 1 or 2 
substituents selected from hydroxyl, halogen or Cx-Cgalkyl; 

4) a 6-membered unsaturated cyclic or heterocyclic group 

comprising from 1 to 2 nitrogen atoms, condensed with a 5- or 6-

membered unsaturated heterocyclic group comprising from 1 to 3 

heteroatoms selected from N and S; or 

5) a group of the formula: 

AMENDED SHEET 
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or a pharmaceutically acceptable salt thereof, 

with a proviso that the compound is not ^ compound, 

wherein: 

when m is 1, Rai, R i, Rci, R i, Rei, and R i 

R2 is -C(0)0CH3, R3 is not: 

ore hydrogen and 

when m is 1, Rai, Rbi, Rcx, Rdi, 

R2 is hydrogen, R3 is not: 

., and R x are hydrogen and 

when m is 1, Rai is srfi amino group and Rbi, Rci, Rdi, Rei, and 

Rfi are hydrogen, or Re/ is an amino group and Rai, Rbi, Rci, Rdi, 
and Rfi are hydrogen smd R2 is hydrogen, R3 is not: 

N-
H / » 

m is 1, Ra1( Rbi, Rci, Rdi, Rei, and Rfx are hydrogen and 

R2 is hydrogen, R3 is not: 

when m is 1, Ra1( Rb1; Rc1( Rdi, Rei, and Rfi are hydrogen and 

R2 is hydrogen, R3 is not: 

AMENDED SHEET 
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Rai and Rbi are hydrogen, methyl, amino, or hydroxyl; 

Rca and Rdi are hydrogen, methyl, amino, or hydroxyl; 

Rex and Rfi are hydrogen or methyl ; 

R2 is hydrogen, methyl, carboxyl, methoxycarb^fiyl, 

ethoxycarbonyl ; 

R3 is 

a group selected from: 

or 
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AMENDED SHEET 
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4. A medicament for the treatment of a respiratory tract 

disease, which is a compound of general formula/l: 

Rai/ Rbi, R°i, Rdi, Rei, Rfi, each independently represents 

hydrogen, C!-C6alkyl; -W&2, -NHCi-C6alkyl, hydroxyl, or Ci-

C6alkoxy; / 

R2 is hydrogen, C^-C6alkyl, -C(0)0H, -C (0) OCi-C6alkyl; 

R3 is: / 

1) a 5-memb©red saturated or unsaturated heterocyclic group 

comprising froprf 1 to 4 heteroatoms selected from N, 0 and S, 

optionally substituted with 1 to 3 substituents selected from 

halogen, 2r~C6alkyl, Ci-C6alkoxy( -C(0)0H, -C (0) 0Ci~C6alkyl, 

NHC (0) Ci/C6alkyl, phenyl, or pyridinyl ; 

2/) a 6-membered saturated or unsaturated heterocyclic group 

comprising from 1 to 2 heteroatoms selected from N and 0, 

o]zftionally substituted with a group selected from halogen and Ci-

C6alkyl; 

3) a 5-membered unsaturated heterocyclic group comprising 

from 1 to 3 heteroatoms selected from N and S, optionally 

substituted with 1 or 2 substituents selected from Ci-C6alkyl, 

condensed with a 6-membered unsaturated nitrogen-containing 

cyclic or heterocyclic group optionally substituted with 1 or 2 

substituents selected from hydroxyl, halogen or Cx-Csalkyl; 
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4) a 6-membered unsaturated cyclic or heterocyclic gronp 

comprising from 1 to 2 nitrogen atoms, condensed with a 5- or 6-

membered unsaturated heterocyclic group comprising from / to 3 

heteroatoms selected from N and S; or / 

5) a group of the formula: / 

or a pharmaceutically acceptable salt thereof. 

5. The medicament of claim 4, wherein the compound of 

formula (I) is a compound as defined in/any one of claims 1 to 

3 • / 
6. The medicament of claim 4 oy 5, wherein the respiratory 

tract disease is rhinosinusitis. / 

7. The medicament of claim/4 or 5, wherein the respiratory 

tract disease is caused by an .RNA-comprising virus. 

8. The medicament of cl4im 7, wherein the virus is selected 

from the group consist/ng of rhinovirus, Coxsackie virus, 

respiratory syncytial virus, and influenza virus. 

9. The medicamenrt of claim 4 or 5, wherein the disease is 

exacerbations of asthma, chronic obstructive pulmonary disease, 

bronchitis and mucoviscidosis, which are caused by rhinovirus, 

influenza viru£ and/or respiratory syncytial virus. 

10. A /pharmaceutical composition for the treatment of a 

respiratory tract disease, comprising an effective amount of a 

compound^ of general formula I 

wherein m is an integer from 0 to 2; 
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Rai, Rb1( Rc1; Rd!, Re1; and Rfi, each independently represents 

hydrogen, Ci~C6alkyl; -NH2, -NHCx-C6alkyl, hydroxyl, or AZx~ 
C6alkoxy,- / 

R2 is hydrogen, Ci-C6alkyl, ~C(0)0H, -C (0) OCi-C6alkyl / 

1) a 5-membered saturated or unsaturated heterocyclic group 

comprising from 1 to 4 heteroatoms selected from N, 0 and S, 

optionally substituted with 1 to 3 substituents selected from 

halogen, Ci-C6alkyl, Ci-C6alkoxy, -C(0)0H, /-Q. (0) 0Ci-Csalkyl, 
NHC(0)Ci-C6alkyl, phenyl, or pyridinyl; / 

2) a 6-membered saturated or unsaturated heterocyclic group 

comprising from 1 to 2 heteroatoms /selected from N and 0, 

optionally substituted with a group ̂ elected from halogen and Ci-

C6alkyl; / 

3) a 5-membered unsaturates heterocyclic group comprising 

from 1 to 3 heteroatoms selected from N and S, optionally 

substituted with 1 or 2 substituents selected from Ci~C6alkyl, 

condensed with a 6-menzbered unsaturated nitrogen-containing 

cyclic or heterocyclic/group optionally substituted with 1 or 2 

substituents selected^from hydroxyl, halogen or Ci-C6alkyl; 

4) a 6-membez'ed unsaturated cyclic or heterocyclic group 

comprising from/i to 2 nitrogen atoms, condensed with a 5- or 6-

membered unsaturated heterocyclic group comprising from 1 to 3 

heteroatoms/selected from N and S; or 

5) a/group of the formula: 

/ or a pharmaceutically acceptable salt thereof, and a 

pharmaceutically acceptable carrier. 

11. The pharmaceutical composition of claim 9, wherein the 

compound of formula (I) is a compound as defined in any one of 

claims 1 to 3. 

12. The pharmaceutical composition of claim 10 or 11, 

wherein the respiratory tract disease is rhinosinusitis. 

R3 is 
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13. The pharmaceutical composition of claim 10 or lz, 

wherein the respiratory tract disease is caused by an >RNA-

comprising virus. / 

14. The pharmaceutical composition of claim 13, wherein the 

virus is selected from the group consisting of Rhinovirus, 

Coxsackie virus, respiratory syncytial virus, and influenza. 

15. The pharmaceutical composition of clsflm 10 or 11, 

wherein the disease is exacerbations of /asthma, chronic 

obstructive pulmonary disease, bronchitis >and mucoviscidosis, 

which are caused by rhinovirus, infZuenza virus and/or 

respiratory syncytial virus. / 

16. A method of treating a respiratory tract disease, 

comprising administering to a patient an effective amount of a 

compound of general formula I / 

wherein m is/an integer from 0 to 2; 

Rai/ Rbi/ Wh Rdi/ Rei, and Rfi, each independently represents 
hydrogen, C/-C6alkyl; ~NH2/ -NHC1-C6alkyl, hydroxyl, or Cx-

C6alkoxy; / 
R2 ¥S hydrogen, Ci~C6alkyl, -C(O) OH, -C (O) OCi~C6alkyl ; 

Ri is : 
/\) a 5-membered saturated or unsaturated heterocyclic group 

cssmprising from 1 to 4 heteroatoms selected from N, 0 and S, 

optionally substituted with 1 to 3 substituents selected from 

halogen, Ci-Csalkyl, Ci-C6alkoxy, -C(0)0H, -C (0) OCi-C6alkyl, 

NHC(0)Ci-C6alkyl, phenyl, or pyridinyl; 

2) a 6-membered saturated or unsaturated heterocyclic group 

comprising from 1 to 2 heteroatoms selected from N and 0, 

optionally substituted with a group selected from halogen and Ca-

C6alkyl ; 
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3) a '5-membered unsaturated heterocyclic group comprising 

from 1 to 3 heteroatoms selected from N and S, optionally 

substituted with 1 or 2 substituents selected from Ci-C^alkyl, 

condensed with a 6-membered unsaturated nitrogen-containing 

cyclic or heterocyclic group optionally substituted with 1 or 2 

substituents selected from hydroxyl, halogen or Ci-CValkyl; 

4) a 6-membered unsaturated cyclic or heterocyclic group 

comprising from 1 to 2 nitrogen atoms, condensed with a 5- or 6-

membered unsaturated heterocyclic group comprising from 1 to 3 

heteroatoms selected from N and S; or / 
5) a group of the formula: / 

or a pharmaceutically acceptable salt thereof. 

17. The method of claim V6, wherein the compound of formula 

I is a compound as defined i/n any one of claims 1 to 3 . 
18. The method of clciim 16 or 17, wherein the respiratory 

tract disease is rhinosinusitis. 

19. The method jzf claim 16 or 17, wherein the respiratory 

tract disease is caused by an RNA-comprising virus. 

20. The metKod of claim 19, wherein the virus is selected 

from the groidp consisting of rhinovirus, Coxsackie virus, 

respiratory Syncytial virus, and influenza virus. 

21. Tne method of claim 16 or 17, wherein the disease is 

exacerbations of asthma, chronic obstructive pulmonary disease, 

bronchitis and mucoviscidosis, which are caused by rhinovirus, 

influenza virus and/or respiratory syncytial virus. 

/ 22. Use of a compound of general formula I 

b „a 
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wherein m is an integer from 0 to 2; / 

Rai/ Rbi, Rci, Rdi/ Rei, and Rfi, each independently represents 

hydrogen, Ci-Cgalkyl; -NH2, -NHC-i-Csalkyl, hydroxyl, or Ci-

C6alkoxy; / 

R2 is hydrogen, Cx-Cealkyl, -C(0)0H, -C (0) OCi~C6alkyl ; 

R3 is: / 
1) a 5-membered saturated or unsaturated heterocyclic group 

comprising from 1 to 4 heteroatoms selected from N, 0 and S, 

optionally substituted with 1 to 3 substituents selected from 

halogen, Ci-C6alkyl, Ci-C6alkoxy, -C(0)0H/ -C (0) OCi~C6alkyl, 

NHC (0) Ci-C6alkyl, phenyl, or pyridinyl; / 

2) a 6-membered saturated or unsaturated heterocyclic group 

comprising from 1 to 2 heteroatoms selected from N and 0, 

optionally substituted with a grou^p selected from halogen and Ci-

C6alkyl; / 
3) a 5-membered unsaturated heterocyclic group comprising 

from 1 to 3 heteroatoms /selected from N and S, optionally 

substituted with 1 or 2/substituents selected from Cx-C6alkyl, 

condensed with a 6-^nembered unsaturated nitrogen-containing 

cyclic or heterocyclic group optionally substituted with 1 or 2 

substituents selected from hydroxyl, halogen or Ci-C6alkyl; 

4) a 6-memcered unsaturated cyclic or heterocyclic group 

comprising from 1 to 2 nitrogen atoms, condensed with a 5- or 6-

membered unsaturated heterocyclic group comprising from 1 to 3 

heteroatoms selected from N and S; or 

5)/a group of the formula: 

or a pharmaceutically acceptable salt thereof for the 

manufacture of a medicament for the treatment of a respiratory 

tract disease. 

23. The use of claim 22, wherein the compound of formula I 

is a compound as defined in any one of claims 1 to 3. 

24. The use of claim 22 or 23, wherein the respiratory 

tract disease is rhinosinusitis. 

AMENDED SHEET 



156 

25. The use of claim 22 or 23, wherein the respiratory 

tract disease is caused by an RNA-comprising virus. / 

26. The use of claim 25, wherein the virus is selected, from 

the group consisting of rhinovirus, Coxsackie virus, respiratory 

syncytial virus, and influenza virus. / 

27. The use of claim 22 or 23, wherein th^s disease is 

exacerbations of asthma, chronic obstructive pulmonary disease, 

bronchitis and mucoviscidosis, which are causes} by rhinovirus, 

influenza virus and/or respiratory syncytial ̂ rirus. 

28. A method for preparing a compound/of general formula I 

according to claim 1 or a pharmaceutically acceptable salt 

thereof, comprising heating of dicarcoxylic acid monoamide of 

general formula II / 

wherein / 

m represents an integer of 0 to 2; 

Rai, Rbi; Rci/ Rdi/ Rei/ and. Rfi, each independently represents 

hydrogen, Ci-C6alky4; -NH2, -NHCi-C6alkyl, hydroxyl, or Cx-
C6alkoxy; / 

R2 is hydrogen, Ci-C6alkyl, -C(0)0H, -C (0) OCi-C6alkyl; 

1) a /5-membered saturated or unsaturated heterocyclic group 

comprisi/ng from 1 to 4 heteroatoms selected from N, 0 and S, 

optionally substituted with 1 to 3 substituents selected from 

halogen, Cx-C6alkyl, Ci-C6alkoxy, -C(0)0H, -C (0) 0Ci-C6alkyl, 

NHC(0)Ci-C6alkyl, phenyl, or pyridinyl; 

2) a 6-membered saturated or unsaturated heterocyclic group 

comprising from 1 to 2 heteroatoms selected from N and 0, 

optionally substituted with a group selected from halogen and Ci-

C6alkyl; 

3) a 5-membered unsaturated heterocyclic group comprising 

from 1 to 3 heteroatoms selected from N and S, optionally 

substituted with 1 or 2 substituents selected from Ci-C6alkyl, 

R3 is : 
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condensed with a 6-membered unsaturated nitrogen-containing 

cyclic or heterocyclic group optionally substituted with 1 pv 2 
substituents selected from hydroxyl, halogen or Ci-C6alkyl;/ 

4) a 6-membered unsaturated cyclic or heterocycLic group 

comprising from 1 to 2 nitrogen atoms, condensed with/a 5- or 6-

membered unsaturated heterocyclic group comprising/from 1 to 3 

heteroatoms selected from N and S; or / 

5) a group of the formula: / 

with a dehydrating agent in an organic solvent. 

29. The method of claim 28, wherein the dehydrating agent 

is glutaric anhydride, and the method is performed under heating 

in an organic solvent, preferably in dimethylformamide. 

30. The method of claim /28, wherein the dehydrating agent 

is propionic anhydride, and the method is performed under 

heating in an organic solvent, preferably in toluene. 

31. The process /of claim 30, wherein the method is 

performed with additizfn of sodium acetate. 

32. The methocr of claim 28, wherein the dehydrating agent 

is acetic anhydride, and the method is performed under heating 

in an organic solvent, preferably in dioxane. 

33. Th^ process of claim 32, wherein the method is 

performed With addition of sodium acetate. 

3 4/ The method of claim 28, wherein the dehydrating agent 

is aoetic acid chloroanhydride, and the method is performed 

und^r heating in an organic solvent, preferably in acetic acid. 

/ 35. The method of claim 28, wherein the dehydrating agent 

and the solvent are acetic acid anhydride, and the method is 

performed at 90-100°C. 

36. The method of claim 28, wherein the dehydrating agent 

is preferably carbonyldiimidazole. 

N. 
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