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Description

UAMCO00039 dihydrochloride /& i34, A1, 564+ (¥ dipeptidyl peptidase IT #1117, IC50 {5}y 0.48

nM,

IC50 & Target

1C50: 0.48 nM (DPPID[1]; Ki: 0.082 nM (DPPID)[2]

In Vitro

UAMCO00039 has an IC50 of 0.48 & 0.04 nM and a high selectivity for DPPII compared to DPPIV
(IC50=165 £9 uM) and DPP activity not caused by DPPII or DPPIV. UAMC00039 seems a promising tool
to unravel the function of DPPII as well as to validate its potential as a therapeutic target[1]. The efficacy of a
DPPII inhibitor in cell culture depends not only on the inhibitors”  potency towards the enzyme but also on
its stability in the medium and its ability to enter the cell. UAMC00039 is stable for at least 48 h at 37 ° C
in culture medium and in DPPII assay buffer. The compound is able to enter PBMC within 1 min resulting in
a concentration-dependent inhibition of intracellular DPPII activity without affecting the ‘non-DPPII’ DPP

activity. 1 and 100 1 M UAMCO00039 inhibits DPPII activity of PBMC and U937 cells more than 90%[2] .

In Vivo

A dose dependent inhibition of DPPII but not of DPPIV is observed in the peripheral organs of both the
rats and the mice (after oral administration) and the rabbits (after IV administration). UAMCO00039 tested
orally at 2 mg/kg does not cause signs of acute toxicity and does not cause any significant changes in the
following functions that are evaluated: general behaviour, body temperature, respiration, bleeding time,
blood pressure, urine volume, liver function, fasting glucose and gastrointestinal parameters like acidity,

motility and irritation[1].

Solvent&Solubility

1 B S5

DMSO I MREE > 150 mg/mL (391.89 mM; WK DMSO X /™= i (R R BE A R 2 5o, 56
FITEY) DMSO)

H20 FHIFEMEE 100 mg/mL (261.26 mM; 8 75 BIE)

* ">" means soluble, but saturation unknown

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.6126 mL 13.0630 mL 26.1260 mL
Stock Solutions 5mM 0.5225 mL 2.6126 mL 5.2252 mL
10 mM 0.2613 mL 1.3063 mL 2.6126 mL
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ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
wE
1 mM 2.6126 mL 13.0630 mL 26.1260 mL 65.3151 mL
5 mM 0.5225 mL 2.6126 mL 5.2252 mL 13.0630 mL
10 mM 0.2613 mL 1.3063 mL 2.6126 mL 6.5315 mL
15 mM 0.1742 mL 0.8709 mL 1.7417 mL 4.3543 mL
20 mM 0.1306 mL 0.6532 mL 1.3063 mL 3.2658 mL
25 mM 0.1045 mL 0.5225 mL 1.0450 mL 2.6126 mL
DMSO/H20
30 mM 0.0871 mL 0.4354 mL 0.8709 mL 2.1772 mL
40 mM 0.0653 mL 0.3266 mL 0.6532 mL 1.6329 mL
50 mM 0.0523 mL 0.2613 mL 0.5225 mL 1.3063 mL
60 mM 0.0435 mL 0.2177 mL 0.4354 mL 1.0886 mL
80 mM 0.0327 mL 0.1633 mL 0.3266 mL 0.8164 mL
100 mM 0.0261 mL 0.1306 mL 0.2613 mL 0.6532 mL
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