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<AA 4>

=725H el AxdA)rr gedy. w2 AAdeM s O [Ege2 - gh=3] 2
k2 gel AAle @ [3h5he3 — 3F9Ed — 39E6 — 3H9ET]
Ao AAdz FiEste] ARt

AXd 1 [83HE82 - FFE3] &S TF F7E39 A=

(1) IN-W8-4-r]&-2-1}o] E 2ol

)

Az

4~ g-2-UERoldd (3 g, 0.01972)S 5 Fgadd 931 HEdZ2 = (150 ml) 2 {33t o7)9)
g (3 9%, 4.78 m1)S €a 1087 wdt dvh, AP Eu|= (1.5 %, 3.52 ml)E FH&f wk-gHol] 208
of Ax MAM3] ZrIst}.  o]F 10%7 Aol muksk thg 50-60TelA 16A17F H¢t &7k, WS
oz A3 tE, vedERgse & EFEdor FEY. fUISE FF AR AUER g%
T, dieta, AS FUAA F YAHES Adow B}

2EE 1A -4-mE-2-UEZold el AARS orange solid; Ri=0.53(NAF: oEHolAHlo]E = 5:1); yield

90.3%; mp 87.4-88.5C; IR(KBr) 3400, 1635, 1530-1510cm ; NMR(CDCls, 89.45MHz) & 8.33(br, NH),
7.99(s, 1H), 7.34-7.17(m, 6H), 6.72(d, J=8.8Hz, 1H), 4.54(d, J=5.6Hz, 2H), 2.25(s, 3H)o]t}.
(2) IN-HIZ4-F22-2-UERoldd A=z

4-Z22-2-UEZoldd (3g, 0.0174mol), HF (1.2 B, 1.69ml), WA BZnlo]=(1.2eq, 2.48ml)E A}
gate] 47 (D3 2 o= IN-HA-4-SF22-2-HE=RIIY S Al xgrt,

IN-HA-4-F 2 2-2-UEZold@ e AAS orange solid; R=0.46(&NAk: odolAE|o]E=5:1); yield 67.1%;

mp 78.0-78.2°C; IR(KBr) 3400, 1622, 1563, 1510, 1455, 1400, 1350, 1270, 1245, 1225, 1157cm
NMR(CDCl3, 89.45MHz) & 8.42(br, NH), 8.20(m, 1H), 7.47-7.26(m, 6H), 6.77(m, 1H), 4.55(d, J=5.6Hz, 2H)
ojtt.

(3) 4-vE-IN-FH o A-2-UEZoldH Ax

ST ZgkaTo] 4-mA-2-UolEReld Y (5g, 0.03286mol)S Y1 FRe EFdor =00t oo AHS
stol=gle (2 93)S Wi 583F wHkdlth, 2-B 2R AMAl (1.5eq, 6.73m1)S F 3] 208o] A w-goho
A3 A7FgTE, o2 1083F Aol wwke & 60-70Tol A 33A1%F Eot BRI, wkgAS ALowm
A3 & AgEFele] ERAS AAG ¥, mEdIFRg=e B EFggdow &30, fU5S B 4
U AFolER &gt §, qista, S STIAZ T ZALES Aoz Bt

4-wE-IN-H do| A-2-UE=Rold™ el A4S orange solid; R=0.45(AAF:  oEolAEo]E=5:1); vyield
54.0%; mp 79.4-79.8C; IR(KBr) 2950-2830, 1635, 1570, 1520, 1455, 1400, 1355, 1280, 1230, 1190,
1150Cmﬂ§ NMR(CDCl;, 89.45MHz) & 7.84(br, NH), 7.31-6.92(m, 8H), 3.91(m, 2H), 3.05(m, 2H), 2.44(s, 3H)

ot
(4) 4-¥E-IN-3-vdZ 2 g)-2-YERZoldd A%

4-vE-2-UEZold#(3g, 0.0197mol), ATU% stel=gt= (2 B9), 1-HER-3-mid2Xa 3 (1.2 93, 3.59
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ml)S ARESte] A7) (3)3 22 WHoR 4-WYE-IN-S-HdZ2d)-2-UEZoldAS A g},
4-HE-IN-(3-HdZ 2 F)-2-UEZold Yo A4S orange solid; R=0.58(&4k: oElolA|Eo]E=5:1); yield

39.8%; mp 94.9-95.27C; IR(KBr) 3400, 1635, 1570, 1520, 1400, 1350, 1275, 1230, 1195, 1155, 1055cm1§
NMR(CDCls, 89.45MHz) & 7.97(br, IHNH), 7.47-7.23(m, 6H), 6.70(d, J=8.8Hz, 1H), 3.29(m, 2H), 2.77(t,

J=7.4Hz, 2H), 2.25(s, 3H), 2.17-1.88(m, 2H)o]t}.
(5) 4-Fzz-2-UEZ-IN-Hdo|doldd A=

-2 2 2-2-UEZold#(5g, 0.029mol), AT slol=glel= (2.0 F%, 1.39g), (2-HE2ReHlAl (1.5
e 5.94ml) S AFESte] 4-FEE-2-UER-IN-Fldo|dold S A x5},

4-FR2Z-2-UEZ-IN-ddodold b2 A4S orange solid; R=0.51(34t: o HolAHo]E=5:1); yield 38.2
%; mp 83.2-84.2°C; IR(KBr) 3350, 3100-3020, 2950-2830, 1620, 1570, 1520-1490, 1455, 1405, 1360, 1270,
1250, 1220, 1200, 1150cm ; NMR(CDCl;, 89.45MHz) & 8.14(m, LHNH), 7.42-7.20(m, 6H), 6.79(d, J=9.2lz,
M), 3.51(m, 2H), 3.00(t, J=7.1Hz, 2H) o]t},

AA Y 2 [SHFE3 - 5584 — FET] &S FF FFETY A=

(1) IN-E-4-w =1, 2-) o}l (3} 3HE4)

)
—

-HE-5-mE-1, 8-y st 2wl o]t E-2-2 (82 7a) Al

BN

7] A 1 (DollA 4e IF-Hd-4-wE-2-UEZold# (2g, 0.00825mol)¥} Fe powder (10 W&, 4.6g)E
(16m) ¥ FHFTUnD)Z FAY. o] 30C HALEZ 7k 3, zg 94k (1/6

T2 Zoade @i dEs o
ek 0.418 ml)E 58 AAA AA 8] ArFsth. 80-90T A 1A1ZF B9t FFHSTE. HESAS AL A9
A Amre] getolztstar, wE FHEE 60-70CE 72 oEE 2 AT, oA AEFI I 2 A4

IN-HA-4-w DAl AL, 2-T]opRl 9] A2 violet solid; R=0.30(F4k: o dolAMH©]E=3:1); yield 51.4%; mp
111.9-112.4°C; IR(KBr) 3450, 3360, 3050, 2940, 1710, 1620, 1510, 1495, 1390, 1300, 1265, 1200, 1105cm
g NMR(CDCl;3, 89.45MHz) & 7.41-7.13(m, 5H), 6.38(m, 2H), 5.87(d, J=7.9Hz, 1H), 4.21(s, 2H), 3.67(br,
NH), 2.17(s, 3H)o]t}.

S Zetago) 7] IN-HA-4-w Al 2-t] ol (500 mg, 0.00236 mol)S 4= HEgslo|=aFatd &
A 7131, HESdo] ATl dloltglol= (3 B, 170mg)E 2t I e dHd FEEHO)E(1.1 T,
0.325 mDE F3l 5ol AAHA AH7Fstth. o] ¥ AS 60-70TNA 4A1ZF &2

ok SRS, WgNe geow
43 ok, o F7152 P45 &g AdoER B5F T, o3l

ol
dilEgzg=st & TFEAeR FEIH
FA] 7

-l d-5-we-1,3-t]slo| = mul zo|mthE-2-2-9] A4S white solid; Re=0.076(35F: odolAg o] E=2:1);
yvield 2.5%; mp 191.2-192.4C; IR(KBr) 3250-2900, 1705, 1675, 1500, 1400, 136Ocm71§ NMR(CDCl3,
89.45MHz) & 9.33(br, NH), 7.46-6.66(m, 8H), 5.07(s, 2H), 2.34(s, 3H); Anal. Calcd. for CysHN:0
C,75.6; H,5.92; N;11.7 Found: C,74.4; H,5.69; N,11.1 ©]t}.

(2) IN-¥lAA4-Z=22uA-1,2-t)o}7l(3}384) @ 1-WlAd-5-F22-1 3-T]lo| =2l Fo|n|thE-2-2 (3=
7b) A%

A7 AN G 1 (2)dl4 d& IN-HA-4-FEZ-2-UEZoldA (2g, 0.00761mol)¥} Fe powder(10eq, 4.25g),
cHC1(1/6 F%, 0.418ml1)S AF&38te] 7] (2)9] Aubiel e wo=z IN-wld-4-F22-2-UEZodUS
A Z3c).

IN-HA-4-F22-2-UEZold A XA dark brown solid; R=0.24(3F: o HolA|E|o]E=5:1); yield 65.1
%; mp 115.3-117.5C; IR(KBr) 3350, 3070-3030, 2970, 2920, 2880, 2850, 1595, 1500, 1458, 1390, 1360,
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1345, 1295, 1270, 1220, 1165, 1120, 970cm ; NMR(CDCls, 89.45MHz) & 7.32(m, 5H), 6.42(m, 2H), 5.81(m,
1H), 4.21(s, 2H), 3.77(br, NH) o]t}.

A7 IN-H A -4-F 2 23 A-1, 2-t]o}b (300mg, 0.00129mol)< Tolueneol] =<1t}.
olE (1.5 T, 162mg)E Eil 3-4 WL =HFE 718 U2, dd F2EF

1089 AAA ZF7Fskch, o]& 100-110CoA 33417 Bk s-Fech,
ds AAT &, dEAER=Es B EF{dor FE9. {75 S
oAFsta, qdAe FUA F 2ALES AHos F g},

1-Hd-5-F22-1,3-tsto| =2l Fo]u|t}EH-2-29] A4S yhite solid; R=0.15(3Ak: o eolAEHo]|E=2:1);
yield 54.3%; mp 185.2-187.27C; IR(KBr) 3250-2680, 1740-1650, 1620, 1600, 1490, 1455, 1438, 1392,
1340, 1300, 1195, 1140, 1070cm ; NMR(CDCls, 89.45MHz) & 10.2(br, NH), 7.31-6.70(m, 8H), 5.08(s, 2H);

Anal. Calced. for CuHiCINO C,65.0; H,4.29; N;10.8 Found: C,64.3; H,4.23; N,10.6 ©]t}.

AAd 3 1 [S3HE3 - FH3FES - FFE6 > FFET] S T FHETY A=

(1) #id N-(4-md-2-yE=Z 3 d)-N-s d o & 7upe o] E(S}et=5) . dld N-(2-ofv]e—4-m g s d)-N-s o &
Fhatrl ol E(3}5E6) 2 5-mE-1-#do]|d-1,3-t]3to| E R ml F o] H| thE-2-2 (3} §=T7c) Ax

47 AN 1 (3N AxF 4-h-IN-sl el D2 ERebd e (2g, 0.0078m01) < P Azl Sel 9]
O of7lol NaliCO; (3 FRE WA 34 $E] FREE AW, 5% Fo dAd FERAdE 3 B,
2.00 )% Adl Wgele] w0l DA AADE. o)% 00T 74 S D T FwEd
o woelglold 7tz sd FREUWelES 3 G © steka 40-50CAA 1042 § SR, wsAs 4
cow 47 08, AEUERAS ¥ HEACE F2AL. A1EE P4 A0E AAIED Sr 7
ojmelil, ofolg TN F 2ANES Aoz Faa),

N-(4-ve-2-HEZHd)-N-H ol & Ilulwo] EQ] AAF2 light browntorange solid; Ri=0.18(&4k: o &olAl]
°]E=5:1); yield 93.8%; mp 110.1-110.3C; IR(KBr) 3100-2850, 1730, 1540, 1500, 1450, 1410, 1380,
1360, 1300, 1270, 1200, 1160Cmﬂ§ NMR(CDCl3, 89.45MHz) & 7.62-6.55(m, 13H), 4.01-3.68(m, 5H), 2.99(t,
J=7.6lz, 2H), 2.27(s, 3H) °|t}.

-(4-vg-2-UE 2 d)-N-gdo&7}lutdo] E (1.5 g, 0.00399 mol)ZE &t : wEddFZg}o]
(1 :2) Eggdd =}, of7]o] Pd 7HE (150mg)S ¥+=TF.  ©]= 45 psi Hy gas 3ol A 12A13F E<F

= I

g}, WS AS celite pads T8k oJ7}slal, celite padE oEe @ WEAZF 2ol =2 71 AlFH ozs)
Aot e AgSHEtel AdES A

Ad N-(2-opv| e-4-wWF ) d)-N-dA| o D tupe[ o] Eo] A4S brown solid; R=0.15(&4k: oEolAg o] E
=5:1); yield 94%; mp 127.3-127.8C; IR(KBr) 3500-3330, 3100-2850, 1710, 1620, 1515, 1390, 1300, 1265,
1205¢m 3 NMMR(acetone-ds, 89.45MHz) & 7.42-6.68(m, 13H), 4.60(br, NH,), 3.65(m, 2H), 2.92(t, J=8.1Hz,
20), 2.21(s, 3H) o]t}

f?}‘:}. ey
R
Eia=

5-mE-1-sdoel-1,3-t]slo| =2l Zo|n|t}E-2-29] A& light pink solid; R=0.15(&4F: o Elo}A g o]
E=2:1); yield 74.4%; mp 139.9-140.7C; IR(KBr) 3250-2600, 1740-1600, 1500, 1470, 1450, 1400, 1360,

Mr e e O
oot oo

Hﬂr. el E_eiﬂ <} % %?;f}%@i
=2

1310, 1290, 1225, 1200, 1160, 1135cmﬂ; NMR(CDC13, 89.45MHz) & 10.6(br, NH), 7.24-6.08(m, 8H), 4.09(t,

J=7.6Hz, 2H), 3.04(t, J=7.6Hz, 2H), 2.35(s, 3H); Anal. Calcd. for CiHiN:0 C,76.1; H,6.39; N;11.1
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Found: C,75.5; H,6.38; N,10.8 ©]t}.

(2) 3d N-(4-vg-2-YE=Hd)-N-(3-d|d 2= ) 7pupr o] E(S}gt=5), #d N-(2-opv] e—4-m D 3 d ) -N-7]
dzz g 7inuo] E(513H6) 9 S-re-1-dld T2 d-]1 3-t]sto]=wull ol mtpF-0-2(3}3HE7d) A%

A7) A e 1 (4ol Fe 4-vE-IN-(3-Fld T2 )-2-YE=Zobd@ (1 g, 0.0037 mol), NaHC0s(3 F3),
d FEZYWE (6 ) S At 7] (D] Ao e WyoR sd N-(4-vEd-2-HEZHd)-N-
(3-Fldz =) 7tutH o] EE Az gt}

Hd N-(4-He-2-HEZHI)-N-(3-HIdZ 2 ) 7luly o] EQ] A2 yellow solid; R=0.22(F3k: o &olAlE|
o]E=5:1); yield 93.7%; mp 104.6-105.3°C; IR(KBr) 3050, 2920, 2850, 1730, 1520, 1495, 1455, 1385,
1350, 1300, 1205cm ; NMR(CDCls, 89.45MHz) & 7.83-7.04(m, 13H), 3.78(m, 2H), 2.68(t, J=8.5Hz, 2H),
2.44(s, 3H), 2.07(m, 2H) o]t},

A7 dld N-U-mE-2-HEZHE)-N-(3-dd 223 ) 7hl o] E ( g, 0.00256 mol), Pd activation
carbon(100mg) 9} 45psi H, gas & AFE3le] A7) (1) Fwkiel 2 Wyo= #d N-(2-opv -4-v el 5 d)-N-
Hldz2gstuio] ES Azttt

g N-(2-opv| —4-v o d)-N-gld 22 Gt o] EQ] AL brown oil; R=0.28(34k: odolaHl o] E
=2:1); yield 79.5%; IR(KBr) 3470, 3380, 3050, 2940, 2850, 1715, 1620, 1525, 1490, 1392, 1300, 1265,
1205, 720, 700cm NMR(acetone-ds, 89.45MHz) & 8.23-6.71(m, 13H+NH), 4.82(br, NHy), 4.02-3.21(m, 2H),
2.66(t, J=7.8Hz, 2H), 2.27(s, 3H), 2.06(m, 2H) °]t}.

7] 3l N-(2-obn| m—4-w D3 d)-N-s d T2 AJufuo] E (250 mg, 0.000694 mol)9} ZT]-gujo]7hEo] E
(2 B, 116.6 mg)S AR&ste] 7] (1) FWHiel e wyo R 5-wd-1-Adx23-] 3-Tt]sto]| =2 nlzo|n|
thE-2- Az

S-HE-1-Hld X2 d-1 3-tslo| =2l ol n tpE-2-22] A/ light brown solid; R=0.13(Z%F: o Lol
o]E=2:1); vyield 33.5%; mp 132.1-132.5C;: IR(KBr) 3260-2800, 1705, 1650, 1505, 1475, 1450, 1400,
1370, 1290, 1160, 1140, 1120cm ; NMR(CDCls, 89.45MHz) & 9.66(br, NH), 7.26(m, 6H), 6.93-6.86(m, 2H),
3.91(t, J=7.2Hz, 2H), 2.72(t, J=7.8Hz, 2H), 2.37(s, 3H), 2.08(m, 2H) °]t}.

(3) #Ad N-(U-F22-2-UEZHI)-N-(3-dl o) 7t E(Set=5), #d N-(2-ojr|e-4-S2 2 v d)-
N-sldel D7t o] E(8hgh=6) B 5-F22-1-sdolE-1,3-tsto] =Wl o] v thE-2-2 (5} 5H=Te) Al

F71 ARl 1 (5)eA e 4-ZFRE-2-HEZ-IN-F|dedeldd (1.5 g, 0.00542 mol), NaHCOs(2 F%), 7
d SE2EHPVE (6 TS AFEsHY 7] (1) zRkEel e wog dd N-4-Z2E-2-UERZH)-
N-(3-dldolg)7lutd o] E A E(crude) S A|Z3}S T}

471 dd N-(4-F22-2-UERIAE)-N-(3-dHdold)7hntio]E A&, Pd activation carbon(150mg) <}
45psi Hy gas& AHE3te] 7] (1] FyHiel e o= dd N-(2-obn| e—4-2 2 29 d)-N-5 d ol & 7hu}w]
o|EE Azt

Hd N-(2-oln e-4-F 229 d)-N-sldod7lnpo] E9] AL brown solid; Ri=0.53(3F: o €olAH o] E
=2:1); yield 38.6%; mp 119.0-120.8C; IR(KBr) 3450, 3350, 3240, 3010, 2940, 1720-1670, 1630, 1590,
1500, 1455, 1430, 1400, 1300, 1210, 1195, 1090, 1025cm ; NMR(acetone-ds, 89.45MHz) & 7.35-6.55(m,

13H), 5.01(br, NHy), 4.11-3.42(m, 2H), 2.96(t, J=7.9Hz, 2H) °]t}.

A7) #Hd N-(2-opn] —4-F R 23 d)-N-d| Do d7tulmo] E (400 mg, 0.00109 mol)¥} Ar]gulo]7liEolE
(4 95, 360 mg)E AFEsle] A7) (1)e] Sier Fd3st o= 5-F22-1-ddole-1,3-H3}o| =2l %]
u|tpE-2-22 A F3},

F-FE2-1-gdod-1,3-t o] =2l Fo|n|t}E-2-22] A4S light brown solid; R=0.18(&At: o dolA ]
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o]E=2:1); yield 93.26%; mp 176.1-177.8C; IR(KBr) 3250-3000, 1740-1650, 1490, 1400, 1360, 1285,
1230, 11500m1: NMR(CDCl3, 89.45MHz) & 10.8(br, NH), 7.22-6.63(m, 8H), 4.08(t, J=7.3Hz, 2H), 3.03(t,
J=7.3Hz, 21); Anal. Calcd. for CisH;sCIN.O C,66.0; H,4.80; N;10.2 Found: C,66.0; H,4.84; N,10.3 ©]t}.
AN 4 1 [B9E7 > FFEL] B5L 5 55 5gR19 Az

(1) 1925021 3-tglo] =zl =0l v 524 0] £(1a) A%

AAle] 2 (DellA Aze, 1-82-5-vd- 13-gate] =2 Zzo|n|thE-2-2 (50 mg, 0.000210 mol)& i

Smle] FF<lell =tk o7l Lawesson Al°F (0.6 G, 50.9 mg)E 7k &, ¥HEHS 100-110CelA 1Y

bR EFAE gaSRetd Arsta, WEdIRAEe & FFEAOR FEFIUT. {UISE T
e} [s=4

5 F g
T Aty AYClER gt 5, ojustal, oo SR & 2AGES APoR wed
1-H1d-5-vgl-1,3-t]s}o] = 2 Wl Zo|n|t}ZF-2-#o] 2] A4S light yellow solid; Ri=0.39(3Ak: o €lo}AlE|

©]E=2:1); vyield 50.9%; mp 212.2-212.8C; IR(KBr) 3200-2850, 1475, 1425, 1190, 800, 710cm
NMR(CDCl3, 89.45MHz) & 10.7(br, NH), 7.39-6.91(m, 8H), 5.52(s, 2H), 2.38(s, 3H) ©]t}.

(2) 1-W1A-5-F72-1 3-t]glol=aul Zolu|t}Z-2-so]2(1b) AZX

£ (70 mg, 0.000270 mol)x}
.

AA e 2 ()l AzxH, 1-HNA-5-FE=2- 13-tslo|=2Hl o] n|thE-2-
1-MA-5-F22-1,3-t]slo| =2l

Lawesson Al¢F (0.6 B, 65.6 mg)S AF&3ste] A7) ()Y 53k whio=
zojuthE-2-#o] 2 A zxght.

1-lZd-5-F 2 2-1,3-tHalo| el =o|ntpE&-2-#o] 2] 43S white solid; R=0.68(&%}F: oEolAlHo|E
=2:1); yield 30.9%; mp 213.3-214.5C; IR(KBr) 3200-3020, 2980-2900, 2850, 1620, 1500, 1475, 1440,
1370, 1320, 1300, 1260, 1230, 1190cm ; NMR(CDCls, 89.45MHz) & 11.0(br, NH), 7.32-6.87(m, 8H), 5.44(s,

2H) o]t}.
(3) o-dg-1-(2-d|do€&)-1,3-t]slo| = 2wl o] nt}E-2-H o] 2(1c) A=

AAd 3 (DA AxH, 5-dE-1-gdE-1,3-t) 50| =2l Zo|u|t}E-2-2 (100 mg, 0.000396 mol)S} &}
&= Aok (0.6 D, 96 mg)S AR AV (D3 5d3 Wy oz 5-mEd-1-ddog-1,3-t]3lo| =2l =
o| | thE-2-# o] & A g},

v el-1-# Jol &-1,3-T) sho] = 2wl o] |t} -2-#ho]- 0] A4S white solid R=0.42(34k: o EolAE]o] =
=2:1); yield 48.0%; mp 206.6-207.2°C; IR(KBr) 3200-2850, 1470, 1320, 1280, 1240, 11750mﬂ§ NMR(CDCl3,

89.45MHz) & 11.7(br, NH), 7.83-6.84(m, 8H), 4.42(t, J=7.6Hz, 2H), 3.08(t, J=7.6Hz, 2H), 2.34(s, 3H);
Anal. Calcd. for CyligNsS C,71.6; H,6.01; N;10.4; S,11.9 Found: C,70.2; H,6.01; N,9.96; S,9.99 o|t},

(4) 5-HE-1-B-Fd>x23)-1, 3-tslo|=2rl=o|ut}pE-2-Ho] 2 (1d) A|x

AA 3 ()4 AzP, 5-dg-1-AdZ2 -] 3-t]Ffo] = @A zo|ut}E-2-2 (30 mg, 0.000112 mol)Z}
MW$m14%(Q6%ﬂi273m@%‘4%ﬂ@'§ﬂ(Uﬂ‘%%@‘%ﬁgiﬂ}ﬂ%ﬂ%&ﬂﬂii%%L&q
sfo] =2l = o|n|thE-2-M o] & A Z 3},

- e-1-(3-dd 22 2)-1,3-t o] =2l = o] mthE-2-M0] &9 A2 white solid; R=0.56(&4F: o do}A]
Elo]E=2:1); vield 53.4%; mp 128.4-129.2°C; IR(KBr) 3160-2850, 1515, 1490-1360, 1325, 1285, 1250,
1230, 1205, 1190, 117OCm1? NMR(CDCls, 89.45MHz) & 7.29-6.83(m, 8H), 4.30(t, J=7.5Hz, 2H), 2.77(t,
J=7.6Hz, 2H), 2.39(s, 3H), 2.17(m, 2H) ©o]tr}.

(5) r-FE=-1-(2-Hdol|&l)-1,3-tslo] =l = o] H| t}E-2-M | 2(le) A

A 3 (3)elM Azxd, 5-FERZ-1-Hdd-1,3-t]sto| =@l zolnthE-2-2 (100 mg, 0.000366 mol)T}
Lawesson A1F (0.6 T3, 89 mg)& AH&ste] 7] (1) 0%1?1 WP o m5-F 2 2-1-(2-3 d ol ’)-1,3-t] 5} o]
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ERylzolnuhE-2-Ro] 25 AT,
S-FR22-1-(2-Fdel")-1,3-tgfo] =2 Rl = o] n|thE-2-#0] 2 2] A2 white solid; R=0.54(FAk: o dolA]
Hlo]E=2:1); yield 65.2%; mp 219.4-220.5C; IR(KBr) 3200-2750, 1620, 1607, 1500, 1475, 1430, 1320,
1270, 1170cm ; NMR(CDCl;, 89.45MHz) & 11.1(br, NH), 7.25-6.72(m, 8H), 4.46(t, J=7.6Hz, 2I), 3.13(t,
J=7.6lz, 2H); Anal. Calcd. for CyHiCIN.S C,62.3; H,4.54; N:9.70; S,11.1 Found: C,63.2; H,4.70; N,9.42;
S,12.3 o|t}.
523 A : cAP/DRIUA AE T DId A JAET] S

G-dEl AL E A= S E2E-S 74 AXEF melanoma B16S cAMP/SHElZ|URAl A] 2l&HeolE Fate] Wb
S A% (Rasmussen, N., et al., Neuroendocrinol. Lett., 20:265-282, 1999; Scott, M. C., et al., J.
Cell. Sci. 115:2349-55, 2002)

melanoma B16% 96—%£ ZHolES A 2 5007/% EF3F tF2 2447k viokslgtt. G-l eAlolE A= &
ZE (HFTEE 1 DI AR 47 AAle 4o 93] Alxd 1,3-tslo]=ZHl=on|tE-2-Ao]& FEAES
FAlo AElsta 39zt WYt tg MR E WEd Wede S 3 405 mmolA e FFE S4E Fok A

AEZF melanoma B16S 10% AEldt &AL -3k DUEM wiAlol A 37°C, 5% CO, Z=7olA ujkst
(R

10% Zefdt IS 35-3F DMEM vfX|ollA] 3A7F viF3 A|EF melanoma B16-S 59+1 ug/mle] HAehde WE3})
Qo Y iAo G-l Ato]lE A= 2RSS HUIEIE we 156+2 ug/mle] REbdS WESHIT

dup-dlg Aol E A5 S22 823 AJEQ] 1,3-Uslo]E2 il Zo|uthE-2-Ao]l 2 FAE FAld A s u
WEE delbde] e AREE 10 uM, 5 pM, 2.5 uM, 1.3 pMoAl A=ste] 5099 W@l arE JehgE =
T (EC) S AAsAt

A A nda dEEly FAA ] uWl g ECoike 44 121 uMy 263 pMe] itk
CMW%@ﬂWﬂAJLjﬁﬂ§“?§43$mﬁmmam&4@ﬂﬂﬁ%@ﬂﬂ@%?%%ﬂgﬁlL&ﬂﬂﬂE
2l o rE-2-Mo) FEAES rMEFTS ECyat SHolA "oy A4 v ulg- Zes 3z

SFATHEE 1).

x 1
Inhibition %

Al & B M B WY > M O oM ECsn value
la i= 1 2h4 75 »>100 1.7 UM
1b === 1 ERE g2 >100 1.9 uM
1c = 2 268 72 > 100 1.5 umM
1d = 3 282 63 >100 1.3 UM
1e === é 288 60 >100 2.0 umM

A A - - - - - 70

2rHE| = = 5 - = 180 M

A 5 B &

Lo

@ BgtEe] e 3EE A= H AF

(1) 871 & 29 22 2402 31eE la ~ le 9 shl raAdwoz e 942 555 A=xsqln.
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<104>

<105>

<106>

X 2
o2l HoVH (5H%)
SrEkE e~ le =4 15 0.2
FEIetE 5.0
A F el 10.0
=2/ Al 10.0
o 5.0
2c| 2 AE OO E 2.0
A H| of2lbt 3
Z2|&H 0 E B0 1.5
EH| B AT AH OO E 0.3
FtE=A E2H 0.3
E2|oEE ot 0.3
SreH, & M4, pH ZEA 1.0
BHH 2= upto 100

@) I AT AY
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