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Summary 

The β-hairpin peptidomimetics of the present invention are backbone cyclized 

peptidic compounds, built up from 13 amino acid residues, of the general formula 

cyclo(-Xaa
1
-Xaa

2
-Thr

3
-Xaa

4
-Ser

5
-Xaa

6
-Xaa

7
-Xaa

8
-Xaa

9
-Xaa

10
-Xaa

11
-Xaa

12
-Xaa

13
-) 

(I), 5 

and pharmaceutically acceptable salts thereof, 

wherein 

 

Xaa
1
 is OctGly; Arg; hArg; Cha; a dipeptidic amino acid residue of type O; or of 

type P; as defined herein below; or an amino acid residue with delimited side 10 

chain-length of type Q; or of type R; as defined herein below;   

 

Xaa
2
 is Glu; Val; Leu; Nle; Phe; hPhe; DiHPhe; Tyr; hTyr; Trp; or a dipeptidic amino 

 acid residue of type O; or of type P; as defined herein below; 

 15 

Xaa
4
 is Ala; AllylGly; Abu; or Val as defined herein below;  

 

Xaa
6
 is Ile; or OctGly as defined herein below; 

 

Xaa
7
 is Pro; or a N-substituted glycine of type I as defined herein below; 20 

 

Xaa
8
 is -B-CO- as defined herein below or a N-substituted glycine of type I as defined 

herein below; 

 

Xaa
9
 is Gln; Tyr; or a β-amino acid residue of type N as defined herein below; 25 

 

Xaa
10

 is Lys; Asn; Gly; a β-amino acid residue of type N as defined herein below; or a 

 γ-amino acid residue of type M as defined herein below; 

Xaa
11

 is hLeu; Ser; hSer; hSer(Me); Thr; alloThr; Asn; Gln; hGln; Dap; Tyr; His; or a 

 γ-amino acid residue of type M as defined herein below; 30 
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Xaa

12
 is Gly; -A-CO- as defined herein below; a N-substituted glycine of type I as defined herein 

below; or the D-isomer of an amino acid residue of type C; or of type D; or of type E; or of type F; 

as defined herein below; and 

 

Xaa
13

 is -B-CO- as defined herein below; a N-substituted glycine of type I as defined herein 5 

below; a β-amino acid residue of type N as defined herein below; a γ-amino acid residue of type 

M as defined herein below; -A-CO- as defined herein below; or the D-isomer of an amino acid 

residue of type C; or of type D; or of type E; or of type F; as defined herein below; 

 

with the proviso that 10 

- Xaa
1
 is a dipeptidic amino acid residue of type O; or of type P; as defined herein below; 

and/or 

- Xaa
2
 is a dipeptidic amino acid residue of type O; or of type P; as defined herein below; 

and/or 

- Xaa
7
 is a N-substituted glycine of type I as defined herein below; 15 

and/or 

- Xaa
8
 is Oic; 2Ind; Pip; Azt; or a N-substituted glycine of type I as defined herein below; 

and/or 

- Xaa
9
 is a β-amino acid residue of type N as defined herein below; 

and/or 20 

- Xaa
10

 is a β-amino acid residue of type N as defined herein below; or a γ-amino acid 

residue of type M as defined herein below; 

and/or 

- Xaa
11

 is a γ-amino acid residue of type M as defined herein below; 

and/or 25 

- Xaa
12

 is a N-substituted glycine of type I as described herein below; or the D-isomer of 

an amino acid residue of type C; or of type D; or of type E; or of type F; as defined herein below; 

and/or 

- Xaa
13

 is a N-substituted glycine of type I as described herein below;; a β-amino acid 

residue of type N as defined herein below; 30 

 a γ-amino acid residue of type M as defined herein below; -A-CO- as defined herein 

below; or the D-isomer of an amino acid residue of type C; or of type D; or of type E; or of type F; 

as defined herein below; 
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and with the further proviso that 

- if Xaa
11

 is Tyr; or His, then 

  Xaa
1
 is Arg; hArg; or a dipeptidic amino acid residue of type O; 

   or of type P; as defined herein below; 

  and/or 5 

  Xaa
2
 is a dipeptidic amino acid residue of type O; 

   or of type P; as defined herein below; 

 

-B-CO- is a residue of an L-α-amino acid with B being a residue of formulae 

-NR
20

CH(R
71

)-; -NR
20

CH(R
72

)-; -NR
20

CH(R
73

)-; -NR
20

CH(R
74

)-; -NR
20

CH(R
84

)-; or the 10 

enantiomer of one of the groups A1 to A37 and A105 as defined hereinafter; 

 

-A-CO- is a residue of an amino acid with A being a group of one of the formulae 
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