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Description

TCN 201 2 —Ff 2k, EFIEMAETE4PER GluN1/GluN2A NMDA 24557, pIC50 i)y
6.8. 5 GIuN1/GluN2B NMDA #Zfk (pIC50<4.3) MLk, TCN 201 X GIuN1/GluN2A NMDA 5z {4 H
BB,

IC50 & Target

pIC50: 6.8 (GluN1/GluN2A NMDA receptor)[1]

Cellular Effect

Cell Line Type Value Description

Negative allosteric modulation of eGFP-fused human GIuN2A

receptor expressed in HEK293T cells assessed as inhibition of
HEK-293T ICso 109 nM NMDA-induced channel current at -60 mV holding potential

measured for 5 secs every 60 secs in presence of glycine by

whole cell patch ¢

In Vitro

TCN 201 (compound 1) is selective for GluN1/GluN2A NMDAR over GluN1/GluN2B NMDAR, with
pIC50s of 6.8 and <4.3, respectively[1].

TCN 201 (10 © M) produces only slight inhibition of GluN1/GluN2B NMDAR-mediated currents in
oocytes[2].

TCN 201 (10-30 ©» M) antagonism of NMDAR-mediated responses is both subtype- and
glycine-dependent and more potent than TCN 213 in oocytes[2].

TCN 201 (0.1-100 v M) does not produce complete block of NMDAR-mediated responses in
oocytes[2].

TCN 201 (10 v M) antagonism of NMDAR-mediated currents shows a negative correlation with their
ifenprodil sensitivity in rat cortical neurons[2].

TCN 201 (1-9 v M) suppresses cortical spreading depression (CSD) in chick retina[3]..

In Vivo

TCN-201 (10 mg/kg; i.p.) is ineffective in CSD blood-oxygen level-dependent (BOLD) response in

rats[4].

Solvent&Solubility

Y P SR
DMSO ¥ fRIE : 250 mg/mL (541.25 mM; 8 7 Bhi; IR DMSO X 7= & NGRS A B35 5%
e, A AETTE ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing I mM 2.1650 mL 10.8251 mL 21.6502 mL
Stock Solutions 5mM 0.4330 mL 2.1650 mL 4.3300 mL
10 mM 0.2165 mL 1.0825 mL 2.1650 mL
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R FAINEEAIAT): 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: >2.08 mg/mL (4.50 mM); ¥ K

BT RT3 > 2.08 mg/mL CHRIERAD IR HER

U 1mL TARRCAH], B 100 pL 20.8 mg/mL 7T DMSO & W% 400 uL PEG300 ', R4
B4y, B ERKATIA 50 uL Tween-80, VB AA]; ARG HEAEEMA 450 uL AEBEK EFBZE 1
mL.

AEFE KT K 0.9 g EALEN, AT ddH0 FHEAE 100 mL, A LA BV IE % I 1 AR B A K
a3

L -

IR IR R: 10% DMSO  —  90% (20% SBE-B-CD in Saline)

Solubility: >2.08 mg/mL (4.50 mM); ¥ 5K

BT RT3 > 2.08 mg/mL CHRIERAD IR THIER

PL I mL TAEBCAE], HC 100 uL 20.8 mg/mL [{7EH DMSO fig#& i InE] 900 uL 20% [ SBE-B-CD
AEFEAOKEIR T, IREBIN .

2 g SBE-B-CD (T 2E:ME B-FFMIKG) MiREAT 10 mL FIAEIEKp, 5B iEEm.

FR =

EIRF AR 10% DMSO  —  90% Corn Oil

Solubility: >2.08 mg/mL (4.50 mM); ¥ i)

SET7 %A 3RS > 2.08 mg/mL CHLRIEERAD MRE WL BET7 22 S8 FWIAE AN 1 BB 3h W seie iy
TEREA .

PL ImL TAEM 9B, EX 100 pL 20.8 mg/mL fJ¥# % DMSO fig & nE] 900 uL oK, RAY
5.
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ALIEVEF J5ig= 1mg 5mg 10 mg 25 mg
BB
W
1 mM 2.1650 mL 10.8251 mL 21.6502 mL 54.1254 mL
5mM 0.4330 mL 2.1650 mL 4.3300 mL 10.8251 mL
DMSO
10 mM 0.2165 mL 1.0825 mL 2.1650 mL 5.4125 mL
15 mM 0.1443 mL 0.7217 mL 1.4433 mL 3.6084 mL
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20 mM 0.1083 mL 0.5413 mL 1.0825 mL 2.7063 mL
25 mM 0.0866 mL 0.4330 mL 0.8660 mL 2.1650 mL
30 mM 0.0722 mL 0.3608 mL 0.7217 mL 1.8042 mL
40 mM 0.0541 mL 0.2706 mL 0.5413 mL 1.3531 mL
50 mM 0.0433 mL 0.2165 mL 0.4330 mL 1.0825 mL
60 mM 0.0361 mL 0.1804 mL 0.3608 mL 0.9021 mL
80 mM 0.0271 mL 0.1353 mL 0.2706 mL 0.6766 mL
100 mM 0.0217 mL 0.1083 mL 0.2165 mL 0.5413 mL
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