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Table 1. Physical properties of 1,4-oxathiin derivatives

5

R

'H NMR(60 MHz)(CDCL3) in 8, IR(KBr) in cm™! and mass
spectrum

8.25(s, 1 H, NH), 7.20~7.80(m, 5H, ArH), 6.63(d, /=5 Hz,
1H OCH), 560(d, /=5Hz, 1H, SCH), 2.33(s, 3H, CHy),
IR; 1632, 1596, 1330, 1046 cm~!, MS m/e(relative intensity)
233(M*, 100), 141(M*-CeH:;NH, 94), 113(M*-C¢H:NHCO,
68).

8.15(s, 1 H, NH), 7.65 and 7.08(2d, /=9 Hz, 4 H, ArH), 6.67
(d, /=5Hz, 1 H, 6-CH), 5.65(d, /=5 Hz, 5-CH), 3.92(s, 3 H,
OCHs), 2.26(s, 3H, 2-CH,)

8.22(s, 1 H, NH), 7.68 and 7.43(2d, J=9 Hz, 4 H, ArH), 6.63
(d, J=5Hz, 1H, 6-CH), 5.62(d, /=5 Hz, 5-CH), 2.37(s, 3 H,
2-CHa)

87(s, 1H, NH), 842~6.75(m, 4 H, ArH), 6.40(d, /=5 Hz,
1 H, 6-CH), 5.43(d, /=5 Hz, 5-CH), 3.90(s, 3 H, OCH3), 2.33
(s, 3H, 2-CHy)

7.67~7.20(m, 5 H, ArH), 6.32(d, /=5 Hz, 1 H, 6-CH), 5.25(d,
J=5Hz, 5-CH), 347(s, 3H, NCHs), 1.80(s, 3H, 2-CH,)

11.0(s, 1 H, NH), 9.08~7.20(m, 4 H, ArH), 6.65(d, /=5 Hz,
1H, 6-CH), 5.72(d, J=5Hz, 5-CH), 240(s, 3H, 2-CH,)

8.35(s, 1H, NH), 7.67(s, 4 H, ArH), 6.63(d, J/=5Hz, 1H,
6-CH), 5.62(d, /5 Hz, 5-CH), 2.35(s, 3H, 2-CHz)

9.08(s, 1 H, NH), 7.88~7.33(m, 5 H, ArH), 745(d, /=6 Hz,
1H, 6-CH), 6.60(d, /=6 Hz, 1 H, 5-CH), 2.57(s, 3 H, 2-CHj),
IR; 1636, 1540, 1070, 1040 cm !

9.02(s, 1 H, NH), 8.35~6.50(m, 3 H, ArH), 7.32(d, /=6 Hz,
1H, 6-CH), 650(d, /J=6Hz, 1H, 5-CH), 3.90 & 3.85(2s,
6 H, OCH3), 2.48(s, 3H, 2-CHy)

Entry R, R, n mp (C)
1 H H 0 115
2 H 4-OCH; 0 101~102
3 H 4-Cl 0 130~131
4 H 2-0OCH; 0 115~116
5 CH; H 0 oil
6 H 2-NO, 0 120~121
7 H 4-Br 0 127~129
8 H H 1 135~136
9 H 24-di methoxy 1 130~132
10 H H 2 132~133

897(s, 1H, NH), 7.83~7.27(m, 5 H, ArH), 7.30(d, /=7 Hz,
1H, 6-CH), 6.56(d, /=7 Hz, 1 H, 5-CH), 2.53(s, 3 H, 2-CH,),
IR; 1690, 1642, 1516, 1274, 1128, 1072 cm™!

rian Model EM 360(60 MHz) & A}-4-3}e] 3¢]or]
TMSE FZEAE sgte= #Ar)sigct HY4F
+29E2(IR)-& NICOLET MAGNA 750 +}4
3te] Agjet Ak AHE)(mass spectrum)-S
HEWLETT PACKARD 5972 GC/MSD& 143}
od9jch. Flash Zg2vlegd = silica gel 60(GF
254, 230~400 mesh)¥} f-2]g A1&3isicth =<
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dg2elels, WA, EFA F& AFAHS AHE
alol L old oM EolAlH o] E 52 Aok Aldrich
Chemical Co.o4] -7&l3tdc)

of|8 5,6-C|3|=2-2-Dj|El-1,4-KAlE|QI-3-712
HAYOE S-SAIE 79| MH=E. ]3|z 281l
al e o ~HZ 694 g 0.5mol)e] WHAZ2ze}
0] =(150 mL) &4l w4l 4H0.95 )& 7}sln
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Al awrstd g ubgERES 2571 15T o]
37t Heg d3Feeg Ygsiw 30% #4kst
4460 mL, 0.5 mo)E 127} Eotell A 4413)
71t o 1X7F Bt o] AlsA] adbsldch wkg
EPEL FERE AL ARGFFHHIERF IS
Sl g LR AlAS v)3aAe 7184 o
A eFA= 7(99g, 97%)E A9tk 'H NMR
(CDCly) & 4.80~4.62(m, 2H, CH,0), 443(q, J=7
Hz, 2 H, ethyl CH,), 3.27~2.43(m, 2 H, CH,S), 2.53
(s, 3H, 2-CHs), 1.40(¢t, 3H, ethyl CH,).

ol 5-(OLHIRIRA])-5,6-Ci8| = =2-2-0lIE-1,4-
SAlE[CI-3-FI2 B A 0|E 89 M=, Tslcg
SALElQl EEA| 799 g, 0.485 mol)] E-FN(700
mL) &fell 2:1(v/v)e] F-FZAT ZAabe] EgteY
(100 mL)& 7}sta 7417 %<+ 712 fisigdch
HHS-EAS Aeog As|ly X3 Fukdos
9 e AL o Ax(FeIihER)sidh
4l S hELE AAsS QAR E49) 7)EA
o] AANE ANEEF G SEAFe] AN
3l 8(835g, 70%)& Atk =¥ 120~126 T /05
mmHg; 'H NMR (CDCl;) & 6.27~6.22(m, 1H, 5-
CH), 4.68~4.00(m, 2H, CH;0), 427(q, /=75 Hz,
2 H, ethyl CHy), 242(s, 3H, 2-CH;), 2.17(s, 3H,
CH;CO), 1.30(t, 3H, ethyl CHy).

o 2-miE-1,4-RAE[QI-3-FI2542|0|E 9
O HiZE. oMEA] SAlE|Q] 8(22.7 g, 0.092 mol)}
S} EFAEEA d53E(0.175 g9 EFA(150
mL) §9& 547 5o 719 gFaaA Y=
24k 7HE S5t AAG e HeERES A
2o A3y AEn THAFES AL gL A
2T ER) S S5 FsbEeE AA
g F e 2 B-& MR E SRl 349
71842 Al SALelQ] 99.96 g 58%)F AiTh
#+4 90~95C /05 mmHg; 'H NMR(CDCly) & 620
(d, J=55Hz, 1H, CHO), 527(d, J=55Hz, 1H,
CHS), 4.17(q, J/=7Hz, 2H, CHy), 2.23(s, 3H, 2-
CHy), 1.30(t, 3H, ethyl CHy).

2-|§-1,4-SALE|QI-3-F|2 7441 129 H|E,
2AtelQl ole] o AH| 2 9(6.45g, 35 mmol)E &
7 mL)ol| Folx FABEE (2.1 g2l 78460
mL)& 71§ o}2- 117§t M BFsiedch

SEFES vdAFEe|=2 g H M pH=
7t & w7z 2% GArE AAs) 7k o
AR k3] g E FIFelM Azsle] &4}
12G3 9% 44k FEE& oAEL g2
3 A2(FFIEF)E oL S90S Ty
w2 A AHste] Sa1E]alil 1204 g 78 67%)
Aot =54 140~142 T, 'H NMR(CDCL) &
11.6(s, 1H, COOH), 6.23(d, /=6 Hz, 1H, HCO),
5.34(d, J=6Hz, 1H, HCS), 2.25(s, 3H, CHj), IR
(KBr) 3100, 1684, 1579, 1291, 1214 cm .

FAEIQ! ofdelE REXMe M=

ekEQl ahy

2-0E!-N-H|H-1,4-2AE|Q-3-F|2 2 A0l0|=
|STH BR,=R,=H)Q H=. uy 1: vidal
ZEebe]|=(2 mL)e] SAbe]alAl 12(32 mg, 0.202
mmol)2] $N¥& Ag&Fetelr] WA cbg ole
22229221 mL, 0222 mmol)s} Ee]ddo}n]
(31 mL, 0222 mmol)S 7}&}1 153 St wHkaled
) e 2w oA obd (37 mL, 0.405 mmol)E 7}
T oS dSFRE AASZ dedA 308 F9
o] mubsigic) wbSEFES BEI Food4 2
2y E3aFER 247 Addch #7135 AT
FEAL ) F Lol E bR A7 sk
vzt e] 71 EAkel AAA47 mg)E it} A
B3 i3 ol EAL g SE|Hog A3}
< flash AZejE el 2 F-e]ste] le) wHq
21el 8l 13(R,=R;=H)(33 mg, 70%)& gt

by 20 S-a1elql4k 11(1 mmol)S] #l®(4 mL)
Sl gledaFZele]=(1.2 mmol)E Zhetal AL
A 1A1ZF bk ot wuksiich wH-EFEe) =
gJeolldelul(1 mmol)3} obd# FEA(1 mmol)ES 7t
B3 Aol A 14)7F FoF kg o2 w3 S
FE, F& 94, E2sgntadsy, RE 28n
AFEE AHE A ARFFZER)E
vt 2 S5k SuE AU E AAY
o A ES AT Hi-oldEA JdHE
gelyo g ALl flash 2RwETgsE He
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2-0fEl-N-H"-1,4-SAlE|QI-3-7 252010
SEAE 149 M=, SAHEQ] opdE] = 13(1.31
mmol)9] WEAH2 mL) §-Ae H-&olA 30% T4t
344196 mmol)} & AA3] 7psta 247 F<t
aykstelch S EFHES A&FEolA Wysla 6
N 7WaceE 7lete F33) o ddagze)
olE2 F&3x IFEE AL AX(FFHIIER)
gt L0 5 bR AR st YA 2AE
WA Z2elo| el Hatoll A HAsiste] wjao)
AAQ LA Elgl opdels HEAT 145 A}
& 90~99%).

SAlEjQlopdR|E SES| M=

ubEQl uky

2-DiIEl-N-H|'d-1,4-SAlE|Q!-3-Fl22A 00| =
£ 159 HIZE. 24HEQl obd@l = 13(1.31 mmol)
o] WzAH2mL) &N 50T 718 F=elA 30%
A 44392 mmol)-E 718t 4417 Eo W
niatglch. Hhg-E 58S &5l WAsZ 6N
Mg 7hete $33 ok g slidalE 2]

2 2353 BT AT ARFFHIIER)
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ek Lol Sz AASY AP ZAE
dgagaelol=el Halollx] ZAs}st] 9
AR SAEQ obdel= £F 158 AUHE:
90~99%).
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