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Ki-value (nM)

Inhibitor Sequence against furin #in Publication Publication
MI-1152 5-Gva-Tle-Arg-4-amidinobenzylamide 1.26 30 Hardes et al., ChemMedChem 2017
MI-1184 H-dArg-Arg-Arg-Val-Arg-4-amidinobenzylamide 0.0283 9 Hardes et al., ChemMedChem 2017
MI-1183 4-AMe-Phac-Arg-Glu-Arg-4-amidinobenzylamide 2.68 Not published
MI-1116 Phac-Arg-Tle-Arg-4-amidinobenzylamide 0.17 9 Hardes et al., ChemMedChem 2015
MI-0090 4-GMe-Phac-Arg-Tle-Arg-Noragmatin 0.28 25 Ivanova et al., ChemMedChem 2017
MI-1142 Ac-YGRKKRRQRRRVR-4-amidinobenzylamide 11.99¢ Not published
MI-0092 4-GMe-Phac-Arg-Tle-Arg-Agmatin 0.22 26 Ivanova et al., ChemMedChem 2017
MI-1153 nona-D-arginine (D9R) 1.3 Kacprzak et al., JBC 2004
MI-0701 4 4-GMe-Phac-Arg-Val-Arg-4-amidinobenzylamide 0.0076 17 Becker et al., JBC 2012
MI-0227 3 Phac-Arg-Val-Arg-4-amidinobenzylamide 0.66 3 Haéiii:rt ::';EhJe'\;Z I\(/jlg(ri](é?ne;noigls
MI-1188 3 4-GMe-Phac-Arg-Glu-Arg-4-amidinobenzylamide 0.58 Not published
MI-1146 5-Gva-Val-Arg-4-amidinobenzylamide 2.54 28 Hardes et al., ChemMedChem 2017
MI-1148 4 4-GMe-Phac-Arg-Tle-Arg-4-amidinobenzylamide 0.0055 19 Hardes et al., ChemMedChem 2015
MI-1554 4 4-GMe-Phac-Arg-Tle-Lys-4-amidinobenzylamide 0.0085 27 Ivanova et al., ChemMedChem 2017
MI-1535 4-GMe-Phac-Arg-Val-Arg-4-amidomethyl-2-aminopyridin 8.32 16 Ivanova et al., ChemMedChem 2017
MI-1579 4-GMe-Phac-Arg-Tle-Arg-(3-fluor)-4-amidinobenzylamide 0.0223 24 Ivanova et al., ChemMedChem 2017
MI-1555 4-GMe-Phac-Arg-Tle-Arg-5-amidomethyl-2-aminopyridin 0.80 20 Ivanova et al., ChemMedChem 2017
MI-1530 4-GMe-Phac-Arg-Val-Arg-p-diaminoxylen 3.47 13 Ivanova et al., ChemMedChem 2017
MI-1556 4-GMe-Phac-Arg-Tle-Arg-p-diaminoxylen 2.52 19 Ivanova et al., ChemMedChem 2017
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MI-1533 4-GMe-Phac-Arg-Val-Arg-5-amidomethyl-2-aminopyridin 3.73 15 Ivanova et al., ChemMedChem 2017

CMK Dec-Arg-Val-Lys-Arg-CMK Garten et al., 1994 Biochimie
— 106 Cameron et al., JBC 2000
ROR hexa-D-arginine 265 Fugere et al., MolPharmacol 2007

! Binding mode unknown, therefore only an ICso value in nM could be determined.

CMK — chloromethylketone, Dec — decanoyl, GMe — guanidinomethyl, Gva — 5-guanidinovaleryl, Phac — phenylacetyl, Tle — tert-leucine

Table 1. List of inhibitors used in the study. For details, please see text.
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Inhibitor Sequence };g;ﬁ:gfffﬂ?ﬁ) S;jﬁ:;;gg Publication
MI-1116 Phac-Arg-Tle-Arg-4-amidinobenzylamide 0.17 + Hardes et al., ChemMedChem 2015
MI-0227 Phac-Arg-Val-Arg-4-amidinobenzylamide 0.66 ++ Becker et al., IMedChem 2010
MI-0701 4-GMe-Phac-Arg-Val-Arg-4-amidinobenzylamide 0.0076 (+) Becker et al., JBC 2012
MI-1148 4-GMe-Phac-Arg-[Ile-Arg-4-amidinobenzylamide 0.0055 - Hardes et al., ChemMedChem 2015
MI-1554 4-GMe-Phac-Arg-[Tle-Lys-4-amidinobenzylamide 0.0085 - Ivanova et al., ChemMedChem 2017
MI-1579 4-GMe-Phac-Arg-Tle-Arg-(3F)-4-amidinobenzylamide 0.0223 (+) Ivanova et al., ChemMedChem 2017
MI-1188 4-GMe-Phac-Arg-lBll-Arg-4-amidinobenzylamide 0.58 ++ Not published
MI-1183 4-AMe-Phac-Arg-lBll-Arg-4-amidinobenzylamide 2.68 ++ Not published
MI-1530 4-GMe-Phac-Arg-Val-Arg-p-diaminoxylen 3.47 ++ Ivanova et al., ChemMedChem 2017
MI-1556 4-GMe-Phac-Arg-[Tle-Arg-p-diaminoxylen 2.52 + Ivanova et al., ChemMedChem 2017
MI-1533 4-GMe-Phac-Arg-Val-Arg-5-amidomethyl-2-aminopyridin 3.73 ++ Ivanova et al., ChemMedChem 2017
MI-1555 4-GMe-Phac-Arg-Tle-Arg-5-amidomethyl-2-aminopyridin 0.80 (+) Ivanova et al., ChemMedChem 2017
MI-1535 4-GMe-Phac-Arg-Val-Arg-4-amidomethyl-2-aminopyridin 8.32 (+) Ivanova et al., ChemMedChem 2017
MI-1146 5-Gva-Val-Arg-4-amidinobenzylamide 2.54 ++ Hardes et al., ChemMedChem 2017
MI-1152 5-Gva-[Tle-Arg-4-amidinobenzylamide 1.26 (+) Hardes et al., ChemMedChem 2017
MI-0090 4-GMe-Phac-Arg-[Tle-Arg-Noragmatin 0.28 + Ivanova et al., ChemMedChem 2017
MI-0092 4-GMe-Phac-Arg-Tle-Arg-Agmatin 0.22 (+) Ivanova et al., ChemMedChem 2017
MI-1184 H-dArg-Arg-Arg-Val-Arg-4-amidinobenzylamide 0.0283 (+) Hardes et al., ChemMedChem 2017
CMK Dec-Arg-Val-Lys-Arg-CMK - Garten et al., 1994 Biochimie

CMK - chloromethylketone, Dec — decanoyl, GMe — guanidinomethyl, Gva — 5-guanidinovaleryl, Phac — phenylacetyl, Tle — tert-leucine




