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Teneligliptin (MP-513) hydrobromide hydrate A& — Fft [T IR i% 1 1) FUE £ R ) K SE KA 4

Description (DPP-4) M5 CoF AFIK REERY 1C50s 43514 0.37 F10.29 nM). Teneligliptin hydrobromide hydrate
A G MBS, ATFE T 2 BORE R AR SR A I .
IC50 & Target DPP4
Teneligliptin (2.5-5 1 M, 24 h) hydrobromide hydrate B340 AMPK [ Bk B 1k w5 bl Ak 22 11
AN UL R NLRP3 SAE/MABE A5 [3].
Teneligliptin (1-3 1M, 12 h) hydrobromide hydrate A #7545 (ROS) 174, 4 KBTI
LA P R D G S A T TR 3 I A B A (5]
Teneligliptin (1.5-3 11 M, 24 h) hydrobromide hydrate T ii[}j Doxorubicin % 5] H9c2 4 % hiF
(YT, A3 MCP-1 Fl IL-1B) T (Apoptosis) (Bax/Bel-2 HZ fi1235)[6].
Teneligliptin (2.5-5 1 M, 2-48 h) hydrobromide hydrate & iT 3l il 24 #& 40 s 7 () TLR4 A
JNK/API/NF- x B 15 5155, | Lipopolysaccharide 53 fI4M sk A 480 SR, - [RIIN AR A AL 82
WRR[T7].
Teneligliptin (3 1 M, 3 h) hydrobromide hydrate il #Ifi] p38MAPK B ik &b 1 H202 5 511
USP22-SIRT1 N, JFMBIFNEA FH INS-1 UMb A ThaERens. B 20U T DU 9 5 22 40 WA U8
(8],
Teneligliptin (3 1 M, 3 h) hydrobromide hydrate J#il#iE SIRT1 ffI A 1.1b4 B 41 A i
P53 LKL T BE R A [8] -
Western Blot Analysis[3]
Cell Line: Primary mouse cardiomyocytes treated with high glucose (30 mmol/L)
Concentration: 2.5,5 uM
In Vitro Incubation Time: 24h

Result:

Western Blot Analysis[5]

Cell Line:

Concentration:
Incubation Time:

Result:

Western Blot Analysis[7]
Cell Line:

Concentration:
Incubation Time:

Result:

Inhibited NLRP3 and caspase-1 at 2.5 and 5 uM.

Increased the p-AMPK.

Cardiac microvascular endothelial cells isolated from 1- to 4-day-old SD

rats
1,3 uM

12h

Suppressed reactive oxygen species (ROS) and the vascular adhesion

molecule ICAM-1.

Suppressed transcriptional factor Egr-1 expression.

Human dental pulp cells

2.5,5uM

24h

Suppressed c-Jun and c-Fos expression

Suppressed nuclear p65 protein accumulation
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Teneligliptin (10 mg/kg, 1Ak, 24 J&) hydrobromide hydrate £3% [ &1 2 ZUHE JR I A BROBE IR
PEZRMEMAETAL, R B MMAEFRERE (V) WRE s, AT 27 58 s 1 v
T2

Teneligliptin (30 mg/kg, %, 4 Ji) hydrobromide hydrate 33 #1f] NLRP3 # /N A i vk i
STZ (HY-13753) 755 I R O /N BROC LAE R . 452495 R G 19 9808 [ BE[3]

Teneligliptin (30-60 mg/kg, ¥X7K, 10 J&) hydrobromide hydrate 7 & I5 £ & A AERE /N RS
T IS 384 00 I RE SR TR FES PR A PR A SR 2 3L (AL IR U7 240 L R AR O B s 44 ) 41

Teneligliptin (0.1-1 mg/kg, /%) hydrobromide hydrate 7£ K BRI 714 P9 B A KT 9264030 )y 2%

FEE[1].
Animal Model: Diabetic cardiomyopathy (55 mg/kg STZ (HY-13753) was administered to
C57BL/6 male mice by intraperitoneal injection for 5 consecutive days,
In Vivo fasting blood glucose level was higher than 16.7 mmol/L)[3]
Dosage: 30 mg/kg
Administration: Oral gavage (p.o.), 4 weeks
Result: Ameliorated myocardial hypertrophy.
Improved heart function, with increasing the fractional shortening to 49.6%.
Reduced the expression of myocardial injury indicators (CK-MB, AST,
LDH).
Reduced the critical pathological factor NOX4.
Reduced activation of the NLRP3 inflammasome and IL-1p in the heart.
1 B S
Solvent&Solubility DMSO H ¥ fERE - 33.33 mg/mL (78.13 mM; 5 BIVA; MR DMSO Xt it IV R B A 3% 5

e, 5 AETTE ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 2.3442 mL 11.7211 mL 23.4423 mL
Stock Solutions 5 mM 0.4688 mL 2.3442 mL 4.6885 mL
10 mM 0.2344 mL 1.1721 mL 2.3442 mL

SRR = S TE AN [ A 77 oV AR RE R PR I I VA RIS B 480 — LRI, WA,
S VR R R 7 it 2R

T M RA7 7 AR . -80°C, 2 years; -20°C, 1 year. -80°C fif (£, 57E 2 EA M,
TP, THLE 1 AER A

YL

ARSI (0 SIS AN 45 2577 20 SR BRAE 2 N AR T R

AR VAR TT A S6% B8 In Vitro J7 sURCHIVEE (065 490, FEARVCH I BOIE 7
——APRESEIO G R AT R, VI (0 68 2 T LARIB AR 40, &M RAE s R SSIRi TAR, &
WS BIRD, 4R A

DA VAU SR 1 T 4 LU 8 A 70 7 S TC ) 28 P P PR s B FE TR R v e BT L T
TG, W7 LOE I FAE /s 7 i) 7

JE

TR T A P )

-20°C fi

10% DMSO — 40% PEG300 — 5% Tween-80 — 45% Saline
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Solubility: > 2.5 mg/mL (5.86 mM); V&5V

W RAHAG > 2.5 mg/mL (R ARKD HIETHIR.

UL 1mL TAEWCHE], B 100 pL 25.0 mg/mL KT DMSO f## N 400 uL PEG300 1, VR4
¥15); B B ARSI 50 uL Tween-80, JRE YA RIGHIEEEIIN 450 uL AFHK EHE 1

mL,

AEFRER KT 4 0.9 g FAEN, BT ddH.0 HEAZE 100 mL, AT LIS EIEHE I IR FE 3R K
s

I -

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

Solubility: > 2.5 mg/mL (5.86 mM); V&5V

W RAHAG > 2.5 mg/mL (R ARKD HIETHIRT.

PL I mL TAEBCAE], HC 100 uL 25.0 mg/mL [{7H DMSO fig#& i InE] 900 uL 20% [ SBE-B-CD
AER R KK B, IREA.

2 ¢ SBE-B-CD (R T FEME B-FRMIRE) MAEAT 10mL MIAEBIKP, weBMERTEN.

HE =

TR FA IR AT 10% DMSO  —  90% Corn Oil

Solubility: > 2.5 mg/mL (5.86 mM); V&5V

PEJ7 AR > 2.5 mg/mL CWERIEEARAED IR, S5 RSB FIAE A A UL i Eh 528

B
PL I mL TAEBCAE, B 100 uL 25.0 mg/mL f7E DMSO fig & inE] 900 uL Tk, JBEH
%],
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A RAF J7 RANWIBR : -80°C, 2 years; -20°C, 1 year. -80°C /IS, Wi 2 SEME], -20°C i fES, WA 1 SE PRI .

AT FE 1 mg 5 mg 10 mg 25 mg
WAUAER
W
1 mM 2.3442 mL 11.7211 mL 23.4423 mL 58.6057 mL
5mM 0.4688 mL 2.3442 mL 4.6885 mL 11.7211 mL
10 mM 0.2344 mL 1.1721 mL 2.3442 mL 5.8606 mL
15 mM 0.1563 mL 0.7814 mL 1.5628 mL 3.9070 mL
20 mM 0.1172 mL 0.5861 mL 1.1721 mL 2.9303 mL
DMSO
25 mM 0.0938 mL 0.4688 mL 0.9377 mL 2.3442 mL
30 mM 0.0781 mL 0.3907 mL 0.7814 mL 1.9535 mL
40 mM 0.0586 mL 0.2930 mL 0.5861 mL 1.4651 mL
50 mM 0.0469 mL 0.2344 mL 0.4688 mL 1.1721 mL
60 mM 0.0391 mL 0.1954 mL 0.3907 mL 0.9768 mL
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