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Description

Pizuglanstat (Compound 3; TAS-205 free base) +&—Fli' 1 RIEHEMIATHIIRZE D A (prostaglandin
D synthase) #I#7], % N MATFIEZE D AHEH 1C50 A 76 nM. Pizuglanstat ##] PGD2 4.
Pizuglanstat 20355256 M MU 8% o Pizuglanstat A T AILEAE PESOW,  BIRIMLAE 3 A R BFJC.

IC50 & Target

DP

In Vitro

Pizuglanstat (10-3000 nM) ]| E G40 (RBL-2H3 F1 KU812) (%] PGD2 5 /%[2].

In Vivo

Pizuglanstat (1-60 mg/kg; ks FRFIEBAE H K, FFgk 15 K) a4 sese i
LTRSS JE | WE TR MR A IR AN S DR 1Y) PGD2 PR A 2]

Animal Model:

TR S SR,

Male Hartley guinea pigs (3 weeks old at purchase, 5 weeks old at

challenge); Ovalbumin-sensitized allergic rhinitis model[2]

Dosage: 1, 3, 10, 30, 60 mg/kg

Administration: Oral administration; single dose 1 h before the 3rd challenge, or once
daily for 15 days

Result: Dose-dependently reduced PGD: levels in nasal lavage fluid, suppressed
late-phase nasal obstruction (area under the curve of specific airway
resistance from 3-7 h).

Inhibited eosinophil infiltration into the nasal cavity.

Had additive effects on eosinophil suppression and late-phase obstruction
when used in combination with Montelukast, and when used in

combination with Fexofenadine, the suppression of early and late-phase

obstruction is comparable to monotherapy.

Solvent&Solubility

Y P SR
DMSO 1A f#REE : 12.5 mg/mL (24.58 mM; 75 BhiE; IR DMSO X 7= it (WA iR FE A 2 3 5
e, A RETTE ) DMSO)

10 mg

Solvent Mass
1mg 5mg
Concentration

Preparing 1 mM 1.9661 mL 9.8307 mL 19.6614 mL

Stock Solutions 5 mM 0.3932 mL 1.9661 mL 3.9323 mL

10 mM 0.1966 mL 0.9831 mL 1.9661 mL

STEARAE = S LE AN TENA R o AV A BEE PR A& VA T 5 90 — BLECRUA I, 18 9 26 ORAE,
ST R R I T P R

i %R R A7 J7 SURBIPR : -80°C, 6 months; -20°C, 1 month. -80°C f§ 176, 54 6 4 H i, -20°C
fiETEIE, EAE 1A A LR .
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AR S PE AN [RIATR o BV S PR A @ R TR OB A Vs — ELBCROI T, T ORAT 38 S IR ST VR B AR 7 B 2K
o

& A7 77 SUORIIRR . -80° C, 6 months; -20° C, 1 month. -80° C ffifFlf, W7E 6 N WA, 20° ClfERT, 57E
LA

AT FE 1 mg 5 mg 10 mg 25 mg
WAUAER
W
1 mM 1.9661 mL 9.8307 mL 19.6614 mL 49.1536 mL
5mM 0.3932 mL 1.9661 mL 3.9323 mL 9.8307 mL
DMSO 10 mM 0.1966 mL 0.9831 mL 1.9661 mL 4.9154 mL
15 mM 0.1311 mL 0.6554 mL 1.3108 mL 3.2769 mL
20 mM 0.0983 mL 0.4915 mL 0.9831 mL 2.4577 mL
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