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(2S,3R)-2-(1-

indanyl)glycine 

 
Ing1 

 

1 
 

Substance P1 
Arginine 

vasopressin2 

 
yes 

 

 
2-(9-fluorenyl)glycine 

 
Flg1 

 

1 
 

Substance P1 
 

 
yes 

 

 
2,3-methanophenylalanine 

 

∇Phe3 

c3Phe4 

 

4 
Substance P5 

Enkephalin6 

Carboxypeptidase 
inhibitor7 

Aspartame8 

 
yes 

 

 
α,β-dehydrophenylalanine 

 
∆

ZPhe1 

 

9,10 
 

Substance P1 

Enkephalin11 

Reviews9,12 

 
yes 

 

 

 
R = H  

3-prolinophenylalanine 

trans-3-phenylproline 
 

 
Pc

3Phe13 

 
 
 
 

 

14,15 
 

Melanocortin15 

 
 
 
 

 
yes 

R = OH  
3-prolinotyrosine 
trans-3-(4’-hydroxy 

phenyl)proline 

 
t-Hpp16 

 

16 
 

Opioid16 
 

no 

 

 

 
β-methylphenylalanine 

 
β-MePhe 

 
Reviews 

1,6,17 

Reviews17,18 

Melanocortin, 
Opioids, CCK, 

Oxytocin, 
Glucagon, 
Opioid19 

 
yes 
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Somatostatin20 

 

 

 
β-methyltryptophan 

 
β-MeTrp 

 

17,18 
 

Reviews17,18: 
Melanocortin18 

Somatostatin20,21,22 

 
no 

 

 
indoline-2-carboxylic acid 

 
Ioc23 

 

24 
FT-inhibitors25 

ACE-inhibitors26 
ACE/NEP 
inhibitors27 

Melanocortin23 

 
yes 

 

1,2,3,4-
tetrahydroisoquinoline-2-

carboxylic acid 

 
- 

 

24,28 
 

ACE inhibitor26 
 

yes 

 

 
isoindoline-1-carboxylic 

acid 

 
- 

 

26 
 

ACE inhibitor26 
 

yes 

 
 
 
 
 
 

 

 
R1 = R2 = H: 1,2,3,4-

tetrahydroisoquinoline-3-
carboxylic acid 

 

 
Tic 

 
 
 
 

 
Review 

29 

 

 

 

 

 

 

 

 

 

 

Review30 

FT inhibitors25,31  
ACE inhibitor26 

ACE/NEP 
inhibitors27,32 

Bradykinin33,34 
AngIV35 

Substance P1,36,37 
Melanocortin23 

Opioids10,29,38,39,40,41,

42,43,44  
Syk kinase ligand45 

 yes 

R1 = OH, R2 = H: 
 

6-HO-
Tic,* 

6-Htc38 

Review29 

,38  
Opioid38 

AngIV35 
 

yes 

R1 = H, R2 =O H 7-HO-
Tic,* 
Htc46 

Review29 

,46,47  

 

Hen egg 
lysozyme[52-61]48 

AngIV35 

yes 

 

 
1,2,3,4-

tetrahydrocarboline-3-
carboxylic acid 

 
Tcc49 

Tpi50,51 
Tca18 

 

29,49 
 

ACE inhibitor26 

NK1 36,37 

Nociceptin52 

Bombesin51 

Neurotensin53 

 
yes 
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6-carboxy-4,5,6,7-

tetrahydro-thieno[3,2-
c]pyridine 

 
 
- 

 

54,55 
 

ACE inhibitors26 

FT inhibitors55 

Metalloproteinase 
inhibitors54 

 
yes 

 

6-carboxy-4,5,6,7-
tetrahydro-1H-

imidazo[4,5-c]pyridine, 
spinacine 

 
Spi56 

 
Review29 

 

 
Opioid56 
AngIV57 

 

 
yes 

 

 
1,2,3,4-

tetrahydroisoquinoline-1-
carboxylic acid 

 
Tiq 

 

26 
 

Urotensin50 

ACE inhibitors26 

 

 
yes 

 

 

R = H:  
2-amino-1,2,3,4-

tetrahydro-2-carboxylic 
acid 

 

 
Atc 

 
 

 

40,58,59 
 

Opioid10,16,39,40,59 

AngIV35 

 

 
yes 

 
R = OH:  

6-hydroxy-2-amino-
1,2,3,4-tetrahydro-2-

carboxylic acid 

 
Hat60,  
6-HO-
Atc* 

 

60 
Syk kinase ligand45 

AngIV35 

Hen egg 
lysozyme[52-61]48 

Neurotensin53 
Opioid60 

 
yes 

 

 
3-amino-1,2,3,4-

tetrahydrocarbazole-3-
carboxylic acid 

 
Thc 

 

36,61,62 
 

NK1/NK2 ligand36 
Neuromedin B61 

GnRH antagonist63 
 

 
yes 

 

H2N COOH

R

 
 

 
R = H : 

2-aminoindan-2-
carboxylic acid 

 
 

 
Aic40 

 
 

 
40 

 

 
Opioid10,16,39,40 

FT inhibitor25 

AngIV35 

Melanocortin23 

 
yes 

 
R = OH :  

5-hydroxy-2-aminoindan-
2-carboxylic acid 

 
5-HO-
Aic,* 

Hai16,64 

 

 
64,65 

Neurotensin53 

Syk kinase ligand45 
Hen egg 

lysozyme[52-61]48 

 

 
yes 

N
H2N

O

COOH

R

( )

 
R = H 

4-amino-1,2,4,5-
tetrahydro-2-benzazepine-

3-one-(2-acetic acid) 

 
Aba-

(Gly)66 
 
 

 
Review66 

 

 

 

ACE/NEP 
inhibitors32 

Renin inhibitors67 
Opioids68 

NK1 antagonist37 

Opioid/NK1 
hybrid37 

 
yes 
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 Melanocortin69 

Bradykinin70 

R = OH 
4-amino-1,2,4,5-

tetrahydro-8-hydroxy-2-
benzazepine- 

3-one (-2-acetic acid) 

Hba-
(Gly)71, 
8-HO-
Aba-

(Gly)* 

 

71,72 
Syk kinase 
ligand45,71 

Opioid73 

Hen egg 
lysozyme[52-61]48 

 
no 

N
H N

O

COOH

NH

( )

 

 
4-amino-3-oxo-3,4,5,10-
tetrahydro-azepino[3,4-
b]indol(-2(1H)-acetic 

acid) 

 
Aia-

(Gly)74 

 
74,75 

 
Somatostatin76 

AngIV57 

NK1 antagonist37 

Melanocortin69b 

Opioids77 

 
no 

 

 
7-amino-6-oxo-7,8-

dihydro-4H-
[1,2,3]triazolo[1,5-

a]diazepino-5(6H)-acetic 
acid 

 
Ata-

(Gly)78 

 

78 
 

AngIV78 

Melanocortin69b 

 
no 

 
 

 

 
 
 

X = CH2 

 

 
 
- 

 

 

 

79 

 
 
 

ACE inhibitor79 

ACE/NEP 
inhibitor80,81 

 
 
 

no 

  
X = O 

 

 

- 

 

82 
 

ACE inhibitor82 
 

no 

 

 

2-aza-bicyclo-[3.3.0]-
octane-3-carboxylic acid 

 

 
 
- 

 
 

83,84 

 
 

ACE inhibitor85 
 

 
 

yes 

 

 
octahydroindole-2-

carboxylic acid 

 
Oic 

 
86 

 
Bradykinin33,87 

ACE inhibitor85,88 

Melanocortin23 

 
yes 

 

 
3-amino-2,3,4,5-

tetrahydro-2-oxo-1H-1-
benzazepine-1-acetic acid 

 
- 

 
89,90 

 
ACE inhibitor91 

ACE/NEP 
inhibitor32 
Thrombin 
inhibitor89 

 
yes 
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(2S,5S)-5-amino-

1,2,4,5,6,7-hexahydro-4-
oxo-azepino[3,2,1-

hi]indole-2-carboxylic 
acid 

 
Haic92 

 

28,92,93 
ACE inhibitor93 
Stat3 activator92 

Thrombin 
inhibitor89 

Granzyme B 
inhibitor94 

Bradykinin95 

 
yes 

 
 
 

 
 

 
 
 

(S)-[3-amino-4-oxo-2,3-
dihydro-5H-

benzo[b][1,4]thiazepin-5-
yl]acetic acid 

 
 
 

DBT96 

 
 
 

96,97,98  

 
Review99 

Bradykinin95,100 
Cholecystokinin101 
Growth hormone 
secretagogue102 

Elastase inhibitor103 
ACE inhibitor97,98 

ACE/NEP 
inhibitor104 

 
 
 

yes 

 

 
(S)-3-amino-5-

(carboxymethyl)-2,3-
dihydro-1,5-

benzoxazepin-4(5H)-one 

 
DBO95 

 

98,101 
 

Bradykinin95 
ACE inhibitor98 

 
yes 

 

* For the ease of reading, we recommend this notation to indicate the hydroxy-substitution of the 
parent compound, rather than using an arbitrary new abbreviation.   
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