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XKARESWHEM 1'2-Z-O-BTARAE-_S ZEREMIKITEYIM
B K EXT Cdc25B F1 CDA45 R4 22 1 B 20 B 3£ 5] 1 J& 7 14 i 5%

BHER-FRRLN, BREREHAL, £ B
(WAL AL T %6, i3k & EASF 830046)

R MBS PR RIS Y R S e (muscimol). SR 2 &k (cycloserin) AIRSE # &R (ibotenic acid) #F
TR BUEM L A SR, ASCUAR R (BEEER) AR, SRS FEMVE, BT L3RR N, &
BT 3-(1,2-=-0-F W N 3 4 £.3E)-5-75 FE-3a,6a & -4,6- — EARE L LI [3',4-d] S FERe bk 1 B 2 IR S A,
HAEMZ UV-Vis, 'THNMR. IR AITC R M AT 7 R & BRI & T TR YIS TRk, R B4 kg v
B2 3 BIE B E I AESEAY DNA 45 A1, WoR T A RIFEE FIPUE . BUa K B MR ig 1 « W1 s i v
GERLH, MEERIREE N 20 pg-mL T, LAY 3a~30 X4 2L E W 25B BEEREERE (Cdc25B) I KN
56.99%~99.94%, L Z 4 RN 5 ug-mL i, BR T 3f. 3h. 3i. 3m. 30 TiETES, HAL SRR
4 66.85%~99.84%, HfFHE— BT, MAk, RSN EIRILFEUE (CDA5) Ik SEIh S AR, kL RIRE N
20 pg-mL7UES, BRT O3 EiEHEAL, HAAYIN AL PR CD45 R B A IR EREE A B RAFI IS
P, HADH 2y 63.08%~92.09%., XL EAT MR B AR LAY IE/EN Cdc25B FI CD45 & [k Z IR B R AT A
IR, FRIERE . S MR K e MR VR T g TR B A AR A 4 R A

KR 1,2-2-O- 3 WA A S AL g, & i, b iusiE v, A IRt A e

FE %S RI16 HFRIRED: A Y E S 0513-4870 (2018) 04-0585-07

Synthesis of 1',2'-O-isopropylidendioxyethyl isoxazoline derivatives of
natural muscarinic analogs and screening its anti-cancer and leukocyte
common antigen activity on Cdc25B and CDA45 in vitro

IMERHASAN Mukhtar’, HELIL Setiwaldi, WANG Ting

(College of Chemistry and Chemical Engineering, Xinjiang University, Urumgi 830046, China)

Abstract: Muscimol, cycloserin and ibotenic acid which are extracted from mushroom contain isoxazole
pharmacophore structure. By using muscarinic structure as a model compound and molecular recombination
method, we synthesized muscarinic analogues compounds 3-(1',2'-di- O-isopropylidenedioxyethyl)-5-aryl-3a,
6a-dihydro-4,6-dioxopyrrolino[ 3',4'- d]isoxazoline derivatives through 1,3-dipolar cycloaddition reaction. The
structures of the target compounds were confirmed by UV-Vis, 'H NMR, IR and elemental analysis. The drug
activities of obtained compounds were screened in vitro. The pharmacophore in the structure is a potential
non-covalent DNA binding, the compounds have anticancer activity and the leukocyte common antigen activity
in a different extent. The preliminary results of in vitro anticancer test suggest that the inhibitory rates of
compounds 3a—30 to Cdc25A phosphatase in cell division cycle ranged from 56.99%—99.94%; at the test
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concentration of 20 pg‘mL’l, 3f, 3h, 3i, 3m, 30 were no inhibition activity, and the rest of the compounds shows
moderate to good excellent inhibition rate from 66.85% to 99.84%, even at the concentration aslow as5 pg-mL ™.
At the test concentration of 20 pg-mL ", except compound 3i, the rest compounds’ inhibition activity of against
leukocyte common antigen (LCA) CD45 protein tyrosine phosphatase A, are 63.08%—-92.09%. These active
compounds are potential inhibitors against Cdc25A and CD45 protein tyrosine phosphatase A, which have great
application prospects in the treatment of cancers and Inflammatory and immune diseases.

Key words: 1',2'-O-isopropylidendioxyethyl isoxazole; synthesis; in vitro anticancer activity; leukocyte

common antigen activity
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Table 1 Inhibition rate of target compounds 3a—30 against
Cdc25B phosphatase.  *The positive control is sodium vanadate
NagV Oq, concentration (umol-mL %)

Inhibition rate/% Inhibition rate /%

Compd. mpd.
20 pg'mL™ 5pug'mL7t 20 ug'mL™t 5pug'mLt

3a 97.98 73.24 3i 56.99 31.63
3b 99.27 98.19 3 99.94 99.24
3c 98.19 78.18 3k 99.36 66.85
3d 99.43 93.53 3l 99.78 99.84
3e 99.25 94.39 3m 85.66 39.57
3f 86.36 38.44 3n 99.60 99.34
39 99.20 98.87 30 88.59 29.37
3h 73.6 16.84 NagV O, 9.821 + 0.838%

St BN IELER Y (NagV Oy), H1Cs 4 9.821+0.838
pumol-mL ™. #4b-&4 3a~30 4> T H 44 -Br. -Cl.
-NO, S5 FE I I, 2R E ) BAT R K Cde25B
FENEE . R — AN BRI R T B -Cl, AR SRR
RIS FI AL B, 1) A2 BUACH) Cde25B 11 i 44 K T 46
A BARRT A, A — > B 4t i 7 /9 25 H1 40 -CH;,
FERI AR B, AU Cde25B il i 1k
KT AR BACHT A5 AN R 8] o B 3 A, 36 ATV
F 1B, Cdc25B )i 1 Bk i

* 2 R HWMLEY) 3a~30 AIEWLER#IXT CD45
ORI GEIREE A FIIH] 3. BT Y 9 I
244 (NagVO,), H 1Cs A 18.88+1.41. 14 ME&EW
HWHA —EMAEMEYE. A G 3a~30 I L
PREE AW R - ], A v 2 i T B R Dy it
AL E Y. RSB0 R T 1 0 -Cl,
FERI B AR AL B, A ALK CDAS G 1 K
T AR BARAT A, A — A B it T A 2 A
-CHg, ERMHIA R ERS, A ALK CD45
VR T AR BUARAT £
4 NG

ASCA R 3-(1,2'- . -0-5 WA 3 2, 3k)-5-5%
Table 2 Inhibition rate of target compounds 3a—30 against

CD45 protein tyrosine phosphatase A. The concentration of
target compounds is 20 pg-mL™. *Experimental concentration

of sodium vanadate NasV O, (umol 'mLfl). n=3, X*s

Compd. Inhibition rate/% Compd. Inhibition rate/%
3a 67.65+ 7.01 3i 48.01 +0.09
3b 79.89 + 6.01 3j 89.26 + 6.18
3c 63.64 + 3.73 3k 82.79 + 3.66
3d 77.73+4.32 3l 92.09 +5.11
3e 84.22 + 6.95 3m 63.08 + 1.08
3f 72.22 +3.22 3n 81.17 + 10.51
39 83.52 +£9.89 30 71.18 + 12.99
3h 75.02 + 12.6 NagVO4 18.88 + 1.41°
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SEIRW], aoF I AT W 1 B A % Cde25B
FRHEmE A CDA5 I FR A IR IR A F IS P K
T BT E AT, W5 b AR
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{X: Buchi B-540 %Y (i EIFRERLIE); AT WL 26
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BT & FE (3% DMF) i, fE= T,
# 13 mmol = ZfiEH 30 mL A F ik (53 DMF)
P o I S SRR Y, N TEEE 30 s — i, SRLA HE
48~90 h [ TLC %l 52 B7, N-75 Ji B SR fok . % (1 B
EANEIE S, IR V(AR ) 1V () =
9: 1], RNSEHSE, fERNR AN L mol-L7t #hER 45
P, 2 BEAHUEE IR 10% NaHCO; (3x30 mL).
H,O (3x20 mL) ¥e¥, AHLZHBER TR, R4,
FUE R, A B0 4R A K 2 i, AR i)
BOBEA: V(& T ) Vv (FEE)=8:2~9: 1],
A MAL A ) 3a~30.

3a: Rk, 444 mg, 77F 29.6%. mp 154~
155 °C; R =0.52 (CH,Cl,/CH3OH, 9: 1); [¢] 2 —5.56
(c 0.036, CHCIl5); UV-vis (CH30H) Ane: 252+ 283 nm;
IR (KBr) v: 3067, 2986. 1714. 1617. 1598. 1499,
1456. 1386, 1290, 1196. 1072, 756. 695 cm *; '"HNMR
(400 MHz, CDCl3) d: 7.41~7.36 (m, 5H, ArH), 5.54
(d, J = 9.6 Hz, 1H, 6a-H), 5.18 (dd, J = 14.0, 12.0 Hz,
1H, 1'-H), 4.99 (d, J = 5.6 Hz, 1H, 3a-H), 4.27 (dd, J =
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14.0, 6.8 Hz, 1H, 2'-H,), 4.11 (dd, J = 14.0, 6.8 Hz, 1H,
2'-Hy), 1.47, 1.45 [2s, 3H, each C(CH3),]; Anal. Calcd.
for CigH1N,Os: C 60.75, H 5.10, N 8.86; Found: C
61.04, H 4.82, N 8.52.,

3b: ERALEE A, 371 mg, 7=% 37.1%. mp 144~
146 C; R =0.57 (CH,CI,/CH30H, 9:1); [a]® +2.38
(c 0.042, CHCI3); UV-vis (CH30H) Amax: 249, 283 nm;
IR (KBr) v: 3036, 2924, 1712, 1619, 1514, 1454,
1387, 1287, 1171. 1039. 775. 663cm *; 'HNMR
(400 MHz, CDCls,) d: 7.21~6.84 (m, 4H, ArH), 4.26
(m, 1H, 6a-H), 4.12 (dd, J = 6.8, 7.2 Hz, 1H, 1"-H), 3.95
(d, J=4.8 Hz, 1H, 3a-H), 3.93 (dd, J=5.2, 9.2 Hz, 1H,
2-Hy), 3.64 (m, 1H, 2'-H}), 2.38 (s, 3H, CH3) 1.42, 1.41
[2s, 3H, each C(CH3),]; Anal. Calcd. for Ci7H1gN,Os: C
61.81, H 5.49, N 8.48; Found: C 62.00, H 5.32, N 8.23 .

3c: At fE A, 404 mg, F=% 33.7%. mp 113~
114 °C; R =0.53 (CH,CI,/CH30H, 9: 1); [a]® —5.26
(c 0.038, CHCI3); UV-vis (CH30H) Amax: 251, 282 nm;
IR (KBr) v: 3079, 2935, 1711, 1609. 1514, 1466.
1443.1393. 1301. 1252, 1109. 775. 666 cm ; '"HNMR
(400 MHz, CDCl3) 6: 7.38~6.83 (m, 4H, ArH), 5.21 (d,
J = 6.0 Hz, 1H, 6a-H), 4.25 (dd, J = 10.0, 7.2 Hz, 1H,
1-H), 3.98 (d, J = 8.0 Hz, 1H, 3aH), 3.83 (s, 3H,
OCHg), 3.19 (dd, J = 9.6, 10.0 Hz, 1H, 2-H ), 3.00 (dd,
J =5.2, 10.0 Hz, 1H, 2-Hy), 1.44, 1.42 [2s, 3H, each
C(CHs),]; Anal. Calcd. for Ci7HigN,Og: C 58.96, H
5.24, N 8.09; Found: C 59.29, H 5.33, N 8.23 .

3d: Mt E A, 348 mg, 77K 31.6%. mp 144~
145 ‘C; R=0.48 (CH,Cl,/CH3OH, 9: 1); [a] ® +21.15
(c 0.052, DMSO); UV-vis (CH30H) Ama: 286 nm; IR
(KBr) v: 3101, 2923, 1715, 1615. 1535. 1494, 1459,
1385, 1277. 1194, 1092. 759. 675cm % *HNMR
(400 MHz, DM SO-dg) o: 7.95~7.33 (m, 4H, ArH), 6.12
(d, J = 5.2 Hz, 1H, 6a-H), 5.95 (dd, J = 5.6, 6.8 Hz,
1H,1'-H), 5.04 (d, J = 5.6 Hz, 1H, 3a-H), 4.46 (dd, J =
6.8, 8.8 Hz, 1H, 2'-H}), 4.26 (dd, J = 6.0, 9.6 Hz, 1H,
2'-Hy), 1.50, 1.42 [2s, 3H, each C(CH3),]; Anal. Calcd.
for C16H15CIN,Os: C 54.79, H 4.31, N 7.99; Found: C
54.39, H 4.24, N 7.61.

3e: LA, 298 mg, =& 37.2%. mp 207~
208 C; R = 0.44 (CH,Cl,/CH;OH, 85 : 15); [a] ¥
—15.79 (c 0.038, CHCl5); UV-vis (CH3OH) Amax: 249,
282 nm; IR (KBr) v: 3097, 2923, 1716. 1614, 1534.
1491. 1462, 1382, 1302. 1188. 1070. 720. 635cm *;
HNMR (400 MHz, CDCl3) §: 7.63~7.15 (m, 4H, ArH),

5.54 (d, J = 5.2 Hz, 1H, 6a-H), 5.07 (dd, J = 6.4, 6.8 Hz,
1H, 1'-H), 4.38 (d, J = 5.2 Hz, 1H, 3a-H), 4.26 (dd, J =
6.4, 6.4 Hz, 1H, 2-H,), 3.87 (dd, J = 5.2, 6.4 Hz, 1H,
2'-Hy), 1.46, 1.42 [2s, 3H, each C(CH3),]; Anal. Calcd.
for CiH15Br N,Os: C 48.63, H 3.83, N 7.09; Found: C
48.20, H 4.00, N 7.17.
3f: FELLfafE A, 323 mg, F2E 29.4%. mp 85~
86 ‘C; Rr=0.47 (CH,Cl,/CH;OH, 85 : 1.5); [«]¥ —77.08
(c 0.048, DMSO); UV-vis (CH30H) Ama: 287 nm; IR
(KBr) v: 3085. 2929, 1715, 1604, 1512, 1458. 1389.
1292.1199.1097. 758. 666 cm *; ‘HNMR (400 MHz,
DMSO-dg) 0: 7.95~7.15 (m, 4H, ArH), 6.11 (d, J= 4.0
Hz, 1H, 6a-H), 5.97 (dd, J = 6.8, 6.8 Hz, 1H, 1'-H), 5.04
(d, J=5.2 Hz, 1H, 3a-H), 4.63 (dd, J = 7.2, 7.2 Hz, 1H,
2-H,), 4.45 (dd, J = 5.2, 6.4 Hz, 1H, 2'-Hy), 2.85, 2.73,
[2s, 3H, each C(CH3),]; Anal. Calcd. for CigH15FN,Os:
C57.48, H 5.38, N 8.38; Found: C 56.96, H 5.20, N 8.50 .
39 A alEfk, 322 mg, 7% 24.8%. mp 163~
164 °C; R;=0.561 (CH,CI,/CH;OH, 9: 1); [a] ® —2.778
(c 0.038, CHCl5); UV-vis (CH30H) Ane: 252+ 283 nm;
IR (KBr) v: 3067, 2924, 1718. 1617. 1479. 1438.
1385, 1284, 1184 1049. 753. 688 cm *; "H NMR (400
MHz, CDCly) §: 7.33~7.26 (m, 4H, ArH), 5.34 (d, J =
6.8 Hz, 1H, 6a-H), 5.30 (dd, J = 6.0, 7.6 Hz, 1H, 1-H),
4.32 (d, J = 5.6 Hz, 1H, 3a-H), 4.22 (dd, J = 5.6, 8.8 Hz,
1H, 2'-H,), 3.88 (dd, J = 8.0, 8.0 Hz, 1H, 2'-H}), 1.39, 1.35
[2s, 3H, each C(CHs),]; Anal. Calcd. for CigH15BrN,Os:
C 48.63, H 3.83, N 7.09; Found: C 48.27, H3.72, N 6.84 .
3h: 2L E &, 456 mg, 7% 30.4%. mp 138~
139 ‘C; Ri=0.83 (CgHeg/CHsOH/HAC, 2:2: 1); [a] 2
+12.500 (c 0.008, DMSO-dg); UV-vis (CH3OH) Apax:
294 nm; IR (KBr) v: 3367. 3054, 2957, 1717. 1605.
1568. 1411, 1272.1173.1051. 778. 662 cm %; '"HNMR
(400 MHz, CF;COOD) ¢: 8.41~7.71 (m, 4H, ArH),
7.27 (d, J= 7.6 Hz, 1H, 6a-H), 6.66 (dd, J = 6.8, 5.6 Hz,
1H, 1'-H), 5.51 (d, J = 7.6 Hz, 1H, 3a-H), 4.53 (dd, J =
6.4, 6.4 Hz, 1H, 2"-H,), 4.34 (m, 1H, 2"-H,), 2.50, 2.30
[2s, 3H, each C(CHs),]; Anal. Calcd. for C1;HgN,O;: C
56.67, H 4.48, N 7.77; Found: C 57.27, H 4.26, N 7.50 .
3i: MrerfafE ik, 295 mg, 77 Z 16.4%. mp 139~
141 °C; Ri=0.53 (CH,Cl,/CH;OH, 8 : 2); [a] ¥ —10.870
(c 0.046, CHCl3); UV-vis (CH30OH) Amax: 254. 283 nm;
IR (KBr) v: 3063, 2925, 1712. 1610. 1495, 1462,
1380, 1287. 1199. 1089. 751. 680 cm *; *H NMR (400
MHz, DMSO-dg) d: 7.40~7.22 (m, 4H, ArH), 6.18 (d,
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J = 7.6 Hz, 1H, 6a-H), 5.92 (dd, J = 7.6, 6.4 Hz, 1H,
1'-H), 5.03 (m, 1H, 3a-H), 4.67 (dd, J = 7.6, 10 Hz, 1H,
2-H,), 3.76 (dd, J = 6.4, 10.8 Hz, 1H, 2-H,), 2.11 (s,
3H, CHs), 1.26, 1.24 [2s, 3H, each C(CH3),]; Anal.
Calcd. for Cy7H1gN,Os: C 61.81, H 5.49, N 8.48; Found:
C61.57,H5.29, N 8.13.

3j: MefE 4k, 281 mg, FEF 18.7%. mp 213~
214 C; R=0.59 (CH,CI,/CH30H, 8 : 2); [a] 2 —25.000
(c 0.008, DMSO); UV-vis (CH30H) Ama: 292 nm; IR
(KBr) v: 3109, 2923. 1720, 1608. 1589. 1489. 1438.
1384, 1274, 1183. 1104. 738. 658 cm - 'HNMR
(400 MHz, DMSO-dg) &: 7.95~7.34 (m, 4H, ArH),
6.62 (m, 1H, 6a-H), 5.36 (m, 1H, 1-H), 4.72 (d, J=5.6
Hz, 1H, 3aH), 4.02 (dd, J = 5.6, 20 Hz, 1H, 2-H,),
3.34 (dd, J = 19.6, 20 Hz, 1H, 2-Hy), 1.16, 1.15 [2s, 3H,
each C(CHs),]; Anal. Calcd. for CgH15N307: C 53.19,
H 4.18, N 11.63; Found: C 53.43, H 4.09, N 11.93 .

3k: R4 ta ik, 312 mg, 73 20.8%. mp 169~
171 °C; R=0.55 (CH,CI,/CH30H, 9 : 1); [e] ? —9.091
(c 0.044, CHCl3); UV-Vis (CH3OH) Amac 252, 283 nm;
IR (KBr) v: 3050, 2923, 1714, 1610, 1592, 1492,
1458, 1381, 1285. 1195. 1064. 780. 691 cm
'H NMR (400 MHz, CDCl,) d: 7.37~7.14 (m, 4H,
ArH), 5.22 (d, J = 6.0 Hz, 1H, 6a-H), 4.79 (dd, J = 7.2,
9.2 Hz, 1H, 1'-H), 4.16 (d, J = 6.0 Hz, 1H, 3a-H), 3.97
(dd, J = 7.2, 6.4 Hz, 1H, 2"-H,), 3.79 (dd, J = 9.2, 6.4
Hz, 1H, 2-Hy), 2.38 (s, 3H, CH5), 1.30, 1.25 [2s, 3H,
each C(CH3),]; Anal. Calcd. for Ci7H:gN,Os: C 61.81,
H 5.49, N 8.48; Found: C 61.36, H 5.74, N 8.80 .

3l: FELLEfE A, 381 mg, 5% 25.4%. mp 172~
174 'C; Ry =0.59 (CH,CI,/CH;OH, 8.1 : 15); [a] ®
—12.500 (c 0.008, DMSO); UV-vis (CH30H) Ama: 303
nm; IR (KBr) v: 3084, 2924, 1718, 1613. 1525, 1497,
1380. 1257.1175.1014. 749 (m). 688 cm b 'HNMR
(400 MHz, DMSO-dg) 6: 7.75~7.66 (m, 4H, ArH),
5.32 (m, 1H, 6a-H), 4.24 (m, 1H, 1-H), 4.16 (d, J = 15.6
Hz, 1H, 3a-H), 3.72 (m, 1H, 2-H,), 3.34 (dd, J = 20.4,
19.6 Hz, 1H, 2-Hy), 1.35, 1.31 [2s, 3H, each C(CH3),];
Anal. Calcd. for C1H15N3O7: C 53.19, H 4.18, N 11.63;
Found: C 53.38, H 4.23, N 11.32,

3m: RE4 44, 269 mg, 73 17.9%. mp 140~
142 ‘C; Ry = 0.49 (CH,Cl,/CHsOH, 85 : 1.5); [a] 2
—11.9050 (¢ 0.042,CHCl3); UV-vis (CH30H) Ama: 252
nm; IR (KBr) v: 3060, 2924, 1721. 1620. 1593. 1485,
1442, 1386. 1290, 1196. 1063. 754. 688 cm ; 'HNMR
(400 MHz, CDCly) &: 7.43~7.26 (m, 4H, ArH), 5.35

(m, 1H, 6a-H), 5.24 (dd, J = 11.2, 14.8 Hz, 1H,1-H),
4.30 (d, J = 11.6 Hz, 1H, 3a-H), 4.20 (dd, J = 12.0, 5.2
Hz, 1H, 2-H,), 3.88 (dd, J = 15.6, 4.8 Hz, 1H, 2-H,),
1.25, 1.00 [2s, 3H, each C(CHj),]; Anal. Calcd. for
Ci6H1sCIN,Os: C 54.79, H 4.31, N 7.99; Found: C
5443, H4.11,N 7.42.

3n: A ELE A, 403 mg, 7=# 40.3%. mp 150~
151 C; R=0.471 (CH,CI,/CH;OH, 45 : 1); [a] & +4.762
(c 0.042, CHCIl5); UV-vis (CH30H) Anex: 252+ 282 nm;
IR (KBr) v: 3074, 2923, 1714, 1618. 1540. 1480,
1435, 1381, 1272, 1188. 1072, 741. 622 cm *; 'HNMR
(400 MHz, CDCl3) 6: 7.97~7.31 (m, 4H, ArH), 5.35 (m,
1H, 1-H), 4.29 (d, J = 6.4 Hz, 1H, 6a-H), 4.08 (d, J =
6.4 Hz, 1H, 3a-H), 2.85 (dd, J=17.2, 12.6 Hz, 1H, 2-H ),
2.04 (dd, J = 6.8, 13.2 Hz, 1H, 2-H,), 1.46, 1.43 [2s,
3H, each C(CH,),]; Anal. Calcd. for CiHisCIN,Os: C
54,79, H 4.31, N 7.99; Found: C 54.40, H 4.49, N 7.69 .

30: 3K il 44, 369 mg, 73 28.4%. mp 170~
1712 C; Ri=0.80 (CH3OH/H,0, 2 : 8); [¢] ¥ —17.544
(c 0.006, CHCl3); UV-vis (CH3OH) Zma: 304 nm; IR
(KBr)v: 3405, 3080. 2927, 1745, 1635. 1511. 1454,
1385, 1264. 1089. 1061. 760. 670 cm *; '"HNMR (400
MHz, DMSO-dq) : 8.04~7.87 (m, 4H, ArH), 7.09 (d,
J=10.8 Hz, 1H, 6a-H), 6.36 (dd, J = 20.0, 12.8 Hz, 1H,
1'-H), 5.64 (d, J = 11.2 Hz, 1H, 3a-H), 4.23 (dd, J =
20.8, 18 Hz, 1H, 2'-Ha), 3.76 (dd, J = 12.4, 18.0 Hz, 1H,
2'-Hb), 1.39, 1.37 [2s, 3H, each C(CH 3),]; Anal. Calcd.
for Ci;HN,O7: C 56.67, H 4.48, N 7.77; Found: C
56.40,H 4.77,N 7.34.
2 HEYEMENIR

Cdc25B 1l 2 e il A2 1 11 1o e R B PR T il v — 2K
RURE S P R W g, T 75 VF 22 MRg 4 i b i FE SR
A YU 25 HE . SRS A H R O R R
OMFP (o-methyl fluorescence phosphate) 1F 5 %%
TR, S-S 3a~ 3o X 5 2H B s P R H ]
OMFP JK =148 L9 2 OMF (o-methyl fluo-
rescence) ERE 485 nm WK LUK G T RS KN
530 nm [ R AS I GAE 5, MU S 1 v 1 A8 4k,
&Rt FOE R H R A X (D) R, BT
A5 Tl A7) R 0 PN RS I T DY IR A R R 3 B (PR
O.D./min), VLARKBRVIERE, ARG KE A (1)
Tt SR (Ba~30) XEEE T RHIHI R (%),

CD45 X FrA F 4 a3 [F] 9t )5 (leukocyte common
antigen, LCA), & & HBSZ IR IREY (PTPase) X%
JR . TR PRI R R, [ AR TG MR



TR R PR/R LA RIREE BB 11,2

O-7 WP 2 5 2 2 R VE MG ZE W AR & 1 R

X Cdc25B 1 CDA5 A& #h i AT 1 41 i 5] bt Jid v P i ik - 501 -

YA, CDA5 TN 78 M Je S8 1k 5 5 5 7 110 2
4WE R oy 78R . SIS O A R R B R N
(p-nitrophenyl phosphate, pNPP) JyJiE#18i FH, % H ot
W%, T8 96 FLiZ BH P R A AL AR A s i g v 1 o )i
) pNPP 2 CD45 7K fi# 45 2 1 7=4) pNP 7£ 405 nm 4t
A ERCW . I8 L AR R I 25 15 I 405 nm &b
W ST AR A, S PR A A St R A ) o) SR
2050 1 B ERE S (3a~30) KBS PE R | R
(Inhibition, %) .

Inhibition (%) = 1ouso ~ Nsme - 1350, (1)

nDMSO
HA veample T M2 H PIVIE B, vomso R
DMSO 20 (BpASINZG4H) FIMIE B2, W20 ik ik 8 1
alifb &Y EE N 20 pg-mL
Bt A TR AR R AN, 5 A 40 3
[FIHC R CDAS i 14 3001 355 2 000k e 1 5535 24 0 v o 5 Al o
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