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Construction of Screening Model for Dipeptidyl Peptidase IV in vitro and
Active Inhibitory Estimation of Related Compounds
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[ Abstract] Objective: We aimed to establish a model to select dipeptidyl peptidase IV ( DPP-IV) , and to
test the inhibitory rate of the seven compounds. Method; DPP-IV was extracted from cultured Caco-2 cells and the
values of absorbance (A) were tested in different activity units which were to evaluate the relation between the
activity of DPP-IV and the value of A by the curve of activity-A. Sitagliptin as a positive control was used to
evaluate the selected model. The derivatives from sitagliptin and the compounds were estimated inhibitory activity
by the model. Result: The activity of DPP-IV was correlated to the value of A in a certain range. The IC,, values
of sitagliptin, JD-1 and JD-2 were 18. 354 nmol-L ™", 3.4 wmol-L " and 2. 6 wmol-L ™", respectively; the range of
inhibitory activity for the compounds was between 21. 45% and 27. 77% . Conclusion: The IC,, of sitagliptin tested
by this selected model is close to the value reported, which proves availability of the model. and meanwhile, the
compounds estimated in this study contain inhibitory effect.
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JE R AR bR VRN 2k, (&l 3, B 4 s IR UG
730 181 H g5 #E MR [ E Oy #R SR ID-1, JD-2 1C,,
{8, 45 Rk 2 s,

65
60
55t
50
45
40
35}
30
25
20

¥=0.2006X-0.1833
R’=0.999

M =/%

2 25 3 35 4 45
JD-1/pmol L™

B3 JD-1iRE-IHRH &



TICEBE 45 ) Sl R SRR TV 400 5 50 S 1 B 15 A5 7R K AR 5GP 0 40 o 3 44 )0 2

®3 MEXALEYI DPP-IV gl %=

60 [
551 Y=0.1218X +0.2359
2
R"=0.9977
50
S g5t
Ly
E A0
% 35t
30
25|
20 ‘ ‘ ‘ ' ‘
0 0.5 1 1.5 2 2.5 3
JD-2/ pmol.L*
B4 JD-2 iRE-HIIFIEH L
R 2 sitagliptin fTEMEHE 1C,,
1G5,
et Hitly
/pmol-L -1
F
Br
F
NH, O
ID-1 3.4
N
F . N
HCL H
F
F
NH, O
D=2 2.6
U
F -HCL

H

3.5 M LA WX DPP-IV Fi 40 615 1 AR5 A
BRIV T 1 J5 1, 38 35 X 45 Ak B 90 AS [ 390 o 20 410+
it 8, 4% %] 2H-PPT,2H-Rh1,4H-Rh1,2H-Rg2,
4H-Rg2 - 41X DPP-IV # il 3if o4 , 45 L W 3& 3 Piom .
4 itig

o 412 T 2 2R 02 ¥R M T 40 A 0 I 1 — 2R Z ik, 2L
A 0 WA 1 A S e 5 2 40 0, ) B 00 i e 5 o
WEZR 5000, PR FOE 198 B B A M3 AR i VR T, e Ah
T BE I 51 T AL 43 0, U 2% T Ak TE HE A, B M oK
BRI R . H A DA ol W 2 AR BR-1 (GLP-1)
AT RO MR R 5 R IR (GIP) i F 2, H5 2
19 5 AR N K I AR, A 2 ~ 7 min, ZEAR E
BEYE DPP-IV Zp fif il 3R B BE S IR A, B
T IF & T K00 e e 5 R 2L 3 200 Bk LA
ik, HHT, DPP-IV # il 51 9 i 58 . & 25| e
LA K 24508 |l 56 1 R R ZE R[4 /N4 F DPP-IV
MHGRABOH . REAREREYED LR
O\ W) Januvia ( B% B2 VH fh %] 7T, sitagliptin
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vildagliptin, ) F1 & B 3 i $t 55 /A 5] /) Onglyza (1) 5
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WEPER LA Y HE AT T X DPP-IV 41 1 A 5% , £5 5] A
KAE WA — & 1 i) 32, sitagliptin 77 £E 4 JD-1,
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