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Description

TTNPB is a highly potent RAR agonist. Competitive binding assays using human RARs yield ICss of a=5.1

nM, B= 4.5 nM, and y=119.3 nM, respectively.

IC5¢ & Target

IC50: 5.1 nM (RARa), 4.5 nM (RARB), 9.3 nM (RARy)[1]

TTNPB inhibits binding of [PH]tRA with IC50s of 3.8 nM, 4 nM, and 4.5 nM for human RARaq, B, and v,

In Vitro
respectively. TTNPB competes for [*H]tRA binding to CRABPI with IC50s of 1800 nM[1].
In Vitro:
DMSO : 11.25 mg/mL (32.28 mM; Need ultrasonic and warming)
H,0 : < 0.1 mg/mL (insoluble)
1mg 5mg 10 mg
Concentration
Preparing 1mM 2.8696 mL 14.3480 mL 28.6961 mL
Stock Solutions 5mM 0.5739 mL 2.8696 mL 5.7392 mL
10 mM 0.2870 mL 1.4348 mL 2.8696 mL
TR i AEAS RV R R A T A 1 R VA RIS T o 2. — BRSO, B SR IR, iR
5 UR RIS B i R A
ik & 447 J7 SRR -80°C, 6 months; -20°C, 1 month. -80°C {71, i#7E 6 A Wi, -20°C
fEE, W 1 AHNER.
In Vivo:
TR R 1 S AR S AN 25 2 7 AL PG SV iR 7 58 . DL R IEARDT R8I S 1% In Vitro J7 =CRC I 75 1 %
B, AR U B 7 -
Solvent&Solubility | i scuoss AT aRME, MEIHOM & T LURIBREERIF, I8 5 0R17: (RMSKIGI T AN, RUUED
B, R USRI R 110 20 BOR AR AL S EC ] 28 b iR AR B e BC i AR rp s
BAUTHE Mg, nT LU R s 7 ) Oy S i
1 AE RTINS R 10% DMSO— 90% (20% SBE-B-CD in saline)
Solubility: 1.25 mg/mL (3.59 mM); Suspended solution; Need ultrasonic
BT RAERAS 1.25 mg/mL (3.59 mM)i Y SR, B AT F T D IR s v 5
Bl 1 mL TR, BL 100 L 12.5 mg/mL %% DMSO 44 Bn# 900 uL 20% (¥ SBE-B-CD 4
HEAOKER S, REWAS.
2 R ININAERN AR 10% DMSO  —~90% corn oil
Solubility: = 1.25 mg/mL (3.59 mM); Clear solution
BT RAERAT 2 1.25 mg/mL (3.59 mM, WIFTEEARRN) IRBEIEL  BE07 SANE T S8 A e H BLE
MsEgs .
PL A mL ARSI, HC 100 pL 12.5 mg/mb ({3 7E DMSO fifi##m%] 900 uL FoKihr, IREA.
References [1]. Pignatello MA, et al. Multiple factors contribute to the toxicity of the aromatic retinoid, TTNPB (Ro
13-7410): binding affinities and disposition. Toxicol Appl Pharmacol. 1997 Feb:;142(2):319-27.
ERB%.

Labeled and unlabeled retinoids are added to nucleosol or cytosolic fractions in ethanol so that the

total amount of ethanol added is constant in all tubes and did not exceed 2% of the incubation




Kinase Assay

volume. The receptor preparations are incubated with retinoids at 47°C for 4-6 hr. Sephadex PD-10
desalting columns are used to separate bound radioligand from free radioligand after equilibrium is
achieved. For competitive binding assays, varying concentrations of unlabeled competing ligand are
incubated with the appropriate nucleosol or cytosol in the presence of a fixed concentration of
[BH]tRA (sp act. 1149.3 Ci/mmol) or [*H]9-cis RA (sp. act. 24.0 Ci/mmol). Final concentrations of [3H]
tRA and [®H]9-cis RA for nuclear receptor binding assays are 5nM. Final concentrations of [*H]tRA
for CRABP binding assays is 30 nM. The ICs,s are calculated. For saturation kinetics, increasing
concentrations of radiolabeled ligand ([*H]tRA sp. act. [149.3 Ci/mmol, [*H]TTNPB sp. act. 5.5
Ci/mmol) are added to the nucleosol of the appropriate receptor subtype in the presence
(nonspecific binding) or absence (total binding) of a 100-fold molar excess of the corresponding
unlabeled retinoid. Specific binding is defined as the total binding minus nonspecific binding.

Saturation kinetics are calculated [1].
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