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Description

UPF 1069 is a PARP inhibitor, with IC5s of 8 and 0.3 uM for PARP-1 and PARP-2, respectively.

IC50 & Target

PARP-2 PARP-1

0.3 uM (ICso) 8 UM (ICs)

In Vitro

UPF 1069 (Compound 55) is a PARP inhibitor, with ICsos of 8 and 0.3 uM for PARP-1 and PARP-2,
respectively[1]. UPF 1069 (1 pM) reduces the residual PARP activity by approximately 80% of
PARP-1-deficient fibroblasts, but only slightly inhibits the enzymic activity in wild-type fibroblasts. UPF 1069
(0.1-1 pM) markedly enhances CA1 hippocampal damage. UPF 1069 (10 uM) also exacerbates
oxygen-glucose deprivation (OGD) damage in organotypic hippocampal slices. However, UPF 1069
alleviates the damage cuased by OGD in mixed cortical cell cultures, shows a potent neuroprotective
activity both at a concentration (1 pM) selectively acting on PARP-2 and at a concentration (10 pM)

inhibiting both PARP-1 and PARP-2 activities[2].

Solvent&Solubility

In Vitro:
DMSO : 2100 mg/mL (358.05 mM)

*">" means soluble, but saturation unknown.

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 3.5805 mL 17.9025 mL 35.8051 mL
Stock Solutions 5mM 0.7161 mL 3.5805 mL 7.1610 mL
10 mM 0.3581 mL 1.7903 mL 3.5805 mL

SRR AR AN R R VA AR A B 3B (T RIS B R 4 T — LIS, TSR, BERR
SRS B R

ik T 77T )7 AT R -80°C, 6 months; -20°C, 1 month. -80°C fi {7, i 6 ANH WAL, -20°C
fEAERS, WEEE 1 N H AR

In Vivo:

TR 1 SEAR B AN 45 245 77 OB FRIE M IVE IR T 58 . DL NIRRT R8I S 1218 In Vitro J7 =URC HIlV 75 1 %
Bl RIS B VA 7

NORIESEIREE A ATSEME, I MMk & VT DMRYE G A7 261, & 0RAF: (A SRIRI TR, @B
FHILRC, RAERS: DAV 5 0 43 R RZIA FAE O 20 P (AR AR G Bl Ao e RS il 72 vp
BLUTHE BT BLG, AT LA I AR /a7 1 5 B

1K INAEFIER): - 10% DMSO—~40% PEG300 —5% Tween-80 — 45% saline

Solubility: = 2.5 mg/mL (8.95 mM); Clear solution

M7 R 3RS 2 2.5 mg/mL (8.95 mM, VERTE AR A HIMETEET .

PU 1 mL TAEECAH], B 100 ul 25.0 mg/mL [¥)¥#{% DMSO fi## i nE] 400 yL PEG300 ', &5
Al Bk ZR N 50 pL Tween-80, TR&YI5); ARFHRESINA 450 pL EHEKERZE 1 mL.

25K P I INEEFI 7 5): - 10% DMSO - —90% corn oil
Solubility: = 2.5 mg/mL (8.95 mM); Clear solution
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Kinase Assay

PARP activity is evaluated by utilizing commercially available recombinant bovine PARP-1 and
mouse PARP-2. Briefly, the enzymatic reaction is carried out in 100 pL of 50 mM Tris-HCI (pH 8.0)
containing 5 mM MgCl,, 2 mM dithiothreitol, 10 pg sonicated calf thymus DNA, 0.2

pCi [adenine-2,8-*H]NAD and recombinant enzyme PARP-1 or PARP-2 (0.03 U per sample).
Different concentrations of the putative inhibitors are added, and the mixture is incubated for 1 h at
37°C. The reaction is terminated by adding 1 mL of 10% trichloroacetic acid (w/v) and centrifuged.
Pellets are then washed twice with 1 mL of H,O and resuspended in 1 mL of 0.1 M NaOH. The
radioactivity incorporated from [adenine-2,8-*H]NAD into proteins is evaluated by liquid scintillation

spectrometry [2]
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