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Nestoron (ST-1435) J&—Ff' 19-norprogesterone #7:E4), %I progesterone receptors A5 EisE 7]

Description
FEHEYE, R — P BRI A R R, TR R e,
IC50 & Target Progesterone Receptors[1]

Nestoron (400 v Ci 3H Nestoron’kg BW; subcutaneous injection; female Sprague-Dawley rats)
treatment results in the Cmax in the blood and plasma are 58.1 and 95.5 ng equiv. 3H Nestoron/g, with t1/2
of 15.6 hours. Approximately, 81.4% and 7.62% of the administered dose is excreted via feces and urine,
respectively[1].

Animal Model: 27 adult, female, Sprague-Dawley rats (200-225 g; age: 8 weeks)[1]

In Vivo Dosage: 400 pCi *H Nestorone/kg BW

Administration: Subcutaneous injection (Pharmacokinetic study)

Result: The mean peak concentrations of radioactivity (Cmax) in the blood and
plasma were 58.1 and 95.5 ng equiv./g, with ti» of 15.6 hours.
Approximately, 81.4% and 7.62% of the administered dose was excreted
via feces and urine, respectively.

o o S :
Solvent&Solubility DMSO AR : 33.33 mg/mL (89.96 mM; 7S Bh; WRIREK DMSO X/ BOVA il A B35 5%

R, S AT ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.6992 mL 13.4960 mL 26.9920 mL
Stock Solutions 5 mM 0.5398 mL 2.6992 mL 5.3984 mL
10 mM 0.2699 mL 1.3496 mL 2.6992 mL
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JE

KT A INEEAER:  10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: > 2.5 mg/mL (6.75 mM); & &R

HTT RIS > 2.5 mg/mL (VI ARED BB IHEW.

PL 1mL TAEGCAE], B 100 pL 25.0 mg/mL 7% DMSO fifi&#in#| 400 uL PEG300 ', JBA
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Y1515 Hi B A RF I 50 uL Tween-80, JRE YA RIGHAEEEIIAN 450 uL AFHK EHE 1

mL,

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

I -

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

Solubility: > 2.5 mg/mL (6.75 mM); ¥ i &k

SR BRI > 2.5 mg/mL GERIERFD HIEHER.

PL I mL TAEBCAE], HC 100 uL 25.0 mg/mL [{7EH DMSO fig#&iInE] 900 uL 20% [ SBE-B-CD
AEFERAOKEIR T, IREBIN .

2 g SBE-B-CD (fiff T H:Mk B-AWIKG) MR ERT 10 mL MAERHKT, SEEMERTEY.
FR =

EIRF AR 10% DMSO  —  90% Corn Oil

Solubility: > 2.5 mg/mL (6.75 mM); ¥ & &k

W7 A3k > 2.5 mg/mL GHFIBERED MBI RN, b7 REs e A Ll ERsh s it m
TR

PL I mL TAEBCAE], HC 100 uL 25.0 mg/mL {7 DMSO fig & inE] 900 uL Tk, JBEH
5.
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ALIEVEF J5ig= 1mg 5mg 10 mg 25 mg
BRI
wE
1 mM 2.6992 mL 13.4960 mL 26.9920 mL 67.4800 mL
5 mM 0.5398 mL 2.6992 mL 5.3984 mL 13.4960 mL
10 mM 0.2699 mL 1.3496 mL 2.6992 mL 6.7480 mL
15 mM 0.1799 mL 0.8997 mL 1.7995 mL 4.4987 mL
DMSO
20 mM 0.1350 mL 0.6748 mL 1.3496 mL 3.3740 mL
25 mM 0.1080 mL 0.5398 mL 1.0797 mL 2.6992 mL
30 mM 0.0900 mL 0.4499 mL 0.8997 mL 2.2493 mL
40 mM 0.0675 mL 0.3374 mL 0.6748 mL 1.6870 mL
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50 mM 0.0540 mL 0.2699 mL 0.5398 mL 1.3496 mL
60 mM 0.0450 mL 0.2249 mL 0.4499 mL 1.1247 mL
80 mM 0.0337 mL 0.1687 mL 0.3374 mL 0.8435 mL
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