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Table S1:

Structures, names and used abbreviations of the constrained amino acids

discussed in this review, with representative references for their synthesis and applications
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(28,3R)-2-(1- Ing' ! Substance P yes
indanyl)glycine Arginine
vasopressin’
H,N™ “COOH
0.0 2-(9-fluorenyl)glycine Flg' ! Substance P’ yes
H,N™ “COOH
Substance P’
2,3-methanophenylalanine VPhe’ ! Enkephalin® yes
c;Phe’ Carboxypeptidase
N inhibitor’
HoN™ "COOH Aspartame®
a,B-dehydrophenylalanine | A“Phe' %10 Substance P yes
| Enkephalin''
HN” COOH Reviews”'?
2
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Substance P’
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Syk kinase ligand*
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yes
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7-HO-
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79
Review
46,47

Hen egg
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/ _ 6-carboxy-4,5,6,7- o433 ACE inhibitors®® yes
tetrahydro-thieno[3,2- - FT inhibitors™
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/=N 6-carboxy-4,5,6,7-
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H
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carboxylic acid
HOOC N
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tetrahydro-2-carboxylic AngIV*
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Syk kinase ligand®
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Melanocortin®

Bradykinin”’
R=0H Hba- Syk kinase
4-amino-1,2,4,5- (Gly)", L7 ligand*"! no
tetrahydro-8-hydroxy-2- 8-HO- Opioid”
benzazepine- Aba- Hen egg
3-one (-2-acetic acid) (Gly)* lysozyme[52-61]*
4-amino-3-0x0-3,4,5,10- Aia- 475 Somatostatin’® no
NH tetrahydro-azepino|3,4- (Gly)™ AngIV*’
— b]indol(-2(1H)-acetic NK1 antagonist®’
acid) Melanocortin®®
H,N N\(\/COOH) Opioids”
O
N
N / 7-amino-6-0x0-7,8- Ata- 78 AngIV™ no
N dihydro-4H- (Gly)™ Melanocortin®®
N [1,2,3]triazolo[1,5-
H,N —COOH, a]diazepino-5(6H)-acetic
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X =CH, - 7 ACE inhibitor” no
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inhibitor™"'
X=0 - 82 ACE inhibitor™ no
H
%\ 2-aza-bicyclo-[3.3.0]- - s ACE inhibitor® | yes
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H
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H ” COCH Melanocortin®
3-amino-2,3,4,5- - 8990 ACE inhibitor”' yes
H.N N tetrahydro-2-oxo-1H-1- ACE/NEP
2 \—COOH | benzazepine-1-acetic acid inhibitor’
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ACE inhibitor”

(25,55)-5-amino- Haic™ 28.92.93 Stat3 activator’ yes
1,2,4,5,6,7-hexahydro-4- Thrombin
H2N N oxo-azepino[3,2,1- inhibitor®
O hilindole-2-carboxylic Granzyme B
COOH acid inhibitor”
Bradykinin”
Review”
Bradykinin®>'%
s (S)-[3-amino-4-o0x0-2,3- DBT?* 96.97.9% Cholecystokinin'"' yes
\Q dihydro-5H- Growth hormone
- benzo[b][1,4]thiazepin-5- secretagogue' "
HN N\/COOH yl]acetic acid Elastase inhibitor'”
0o ACE inhibitor”"**
ACE/NEP
inhibitor'**
(S)-3-amino-5- DBO” o8-101 Bradykinin® yes
ACE inhibitor™

(carboxymethyl)-2,3-
dihydro-1,5-
benzoxazepin-4(5H)-one

* 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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