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Description

Tianeptine J&—FhdE S B HTHIALT . Tianeptine & 1 -BTjv 24k (MOR) A &R LA, 12
8 B Jy 3Z 4 (DOR) MI%/NEEEWZN57 . Tianeptine J&—F & B IH 1T, BEWE ISR AMPA 21k
(AMPA receptor) 3§51 NMDA %21k (NMDA receptor). Tianeptine ] Jk/b N/ % 5% S 46 4F T &
ARG R, PR RPIAIEM . Tianeptine I HMH] PI3BK/Akt /5 NF-x B JE KM
MMP-9. Tianeptine HJ F T2 fRHIARAI AR AR, (HA BAT BFAE FI[11[21(31(41(5]

IC50 & Target[2][5]

u Opioid Receptor/MOR 8 Opioid Receptor/DOR MMP-9 Akt PI3K NF-xB

In Vitro

Tianeptine JHIL ¥ MOR | /B IR 41/ E v 4 AR Ak AR 6 (M1) B, IF42 i AL
(B A AL (SOD) AL AL &) (1L, AT IR UL BT 2]
Tianeptine T 2 e T FIA A% 450X [f) BDNF A1 NGF /K7, {EiEi 5 4R [ Rhg & A4 2]
Tianeptine (0.1-100 M, 14 K) BFEFEACKFRARAAR B2 0 A S 1) LDH BEl[4].
Tianeptine (10 1 M) AEEHZ> NMDA (HY-17551) HA%E S uT, (HE IL-1B 74
N R T AT L O R 4]«
Tianeptine (0-500 uM, 1-24 /) @i 6] PI3K/Akt /S NF-x B iBEE NG MMP-9 1%
1%, 18397 LNCaP AUAIRAEREST, AT SAMFE 5],
Cell Invasion Assay[5]
Cell Line: LNCaP cells
Concentration: 500 uM
Incubation Time: 24h

Result: Significantly attenuated TNF-o-stimulated cancer cell invasion.

In Vivo

Tianeptine (10 1 50 mg/kg, MRS, B EEMEFETIRAX S-HT Jhi s R L BT
BN (REAR) , EARWANE S-HT T sl RN (R ER) [1].

Tianeptine N2> S K B AN AP LI 32 (K0 2, DRIEAS = B n st/ i 37 3% 00 P 4 2]

Tianeptine R S50 RO TSI IARIBRIE R AZ AT, FHEHY58R 2 > e )02 [|1aZ[2].

Tianeptine (5-10 mg/kg, MEIETAT, Fil) 7L/ BUAVEOR FE R RS i 5 B0 e 8.3 (1 DR 1
M, HABIIZ 3 ThRERES 3],

Tianeptine (1-10 mg/kg, NSRS, FPIRGHBRHMIK, #EL: 5 R) RIHMPEESER, X
FiE R TRl H s BT NMDA SRS, T2 AE S AE/4H e PRl 0K (R0 B 4% A0 N A i o 4= s
(4]

Animal Model: Corticosterone release assay established in male Wistar rats, weighing

initially 260-280 g[1]

Dosage: 10 mg/kg (without Benserazide (HY-121275)) and 50 mg/kg (with
Benserazide)

Administration: Intraperitoneal injection (i.p.), single dose

Result: Did not antagonize 5-HTP-induced peripheral corticosterone release.

Specifically antagonized the appetite suppression and weight loss
effects caused by increased central 5-HT.
Animal Model: Hot-plate and tail-flick model established in adult male Swiss Webster

mice (25-32 g)[3]
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Dosage: 5 and 10 mg/kg
Administration: Intraperitoneal injection (i.p.), single dose
Result: Significantly prolonged the latency of pain response in both the

tail-flick and hot plate tests, demonstrating a strong analgesic effect at
10 mg/kg.
Completely blocked the analgesic effect in both pain models
pretreatment with pCPA (HY-B1368).
Did not affect the performance of mice on the rotating rod.

Animal Model: Model of cerebral cortex and white matter area damage established in

Newborn Swiss mice on postnatal day 5 (P5)[4]

Dosage: 1, 3 and 10 mg/kg
Administration: Intraperitoneal injection (i.p.), single dose or twice daily for 5 days
Result: Failed to alleviate the underlying impairment caused by ibotenate with

acute or chronic administration.

Effectively reversed damage exacerbated by chronic IL-1f pretreatment.

Solvent&Solubility

i) g
DMSO 1 [¥EfREE : 10 mg/mL (22.89 mM; 75 B, IR DMSO Xt 7= i VA BE AT S 35 R,
T AETITE 1) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.2886 mL 11.4430 mL 22.8859 mL
Stock Solutions 5mM 0.4577 mL 2.2886 mL 4.5772 mL
10 mM 0.2289 mL 1.1443 mL 2.2886 mL

SRR 7= S TE AN TR AR o AV A B PR A& VA R T 5 . — BT, 1 40 2 ORAE,

ST R R I PR P R

i %R R A7 77 SURYIFR : -80°C, 6 months; -20°C, 1 month. -80°C f§ {76, 54 6 A H i, -20°C
g PRy, WEE 1A H .

YL

TEIRAR IR SEgRsh PR Ls 245757 X IR 2 VA IR T

VLNV 7 B Se % I In Vitro 75 SUBLHITEE R BRI I Bh 7 77«

WSS SR AT EENE, P AR RV T DRI R A7 25 1R, ORI SEER R AR, 2
WESLHIES, 2R,

DRV AR AT R IR B 20 LU 4R VA FRIFE SR ) i P AR 5 B e AR b M B TE S AT
WG, AT LOE AR/ B8 7 1 7 BN

E S

R FA IR 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline

Solubility: > 1 mg/mL (2.29 mM); &% ¥ i

BT R3S > 1 mg/mL CHURIRE R (I 70

U 1mL TARRCAH], B 100 uL 10.0 mg/mL FI7TE DMSO & W% 400 uL PEG300 ', iR&
Y251 A ERER R IIN 50 uL Tween-80, 1RAHIA]; RGH4REIMAN 450 uL EFEHIK EHZE 1
mL.

AEFEEKIECH]: ¥ 0.9 g ALY, T ddH.0 JFERZE 100 mL, A A/SFVESIE U 025 B H K
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iR 0T

R

L -

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

Solubility: > 1 mg/mL (2.29 mM); &% ¥ i

BT RAI3AF > 1 mg/mL CHURIE R D EHER -

PL 1 mL TAEBCAE], B 100 uL 10.0 mg/mL [{7EH DMSO fig & InE] 900 uL 20% [ SBE-B-CD
AEFEAOKEIR T, IREBIN .

2 g SBE-B-CD (I T 5k B-FRMIAE) MAEAE T 10 mL AEEE K, SEARMEREIEN.

FR =

EIRF AR 10% DMSO  —  90% Corn Oil

Solubility: > 1 mg/mL (2.29 mM); V&% ¥ i

SEHT AR > 1 mg/mL CHURIEERAD IRV, SbJ7 25 A I7E £ A UL LI sese mots

(O
PL I mL TAEBCAE], HC 100 uL 10.0 mg/mL {75 DMSO fig & inE] 900 uL Tk, JBEH
%],
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SRR BRI R -
AL 7 AL R VA0 o VAR B PR B & VAR RS R 3 0 — ELEC BT, 0 B ORAT, B G SRS VAR R S P 7= i R
ik & T A7 75 SRR . -80°C, 6 months; -20°C, 1 month. -80°C fif 7R, H7E 6 ™A WM, -20°C fEfFlf, #7141
HWAEA

ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
wE
1 mM 2.2886 mL 11.4430 mL 22.8859 mL 57.2148 mL
S mM 0.4577 mL 2.2886 mL 4.5772 mL 11.4430 mL
DMSO 10 mM 0.2289 mL 1.1443 mL 2.2886 mL 5.7215 mL
15 mM 0.1526 mL 0.7629 mL 1.5257 mL 3.8143 mL
20 mM 0.1144 mL 0.5721 mL 1.1443 mL 2.8607 mL
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