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Ja}
0x
Ja}

Il

AT HE(GIE ST FK506, ASRAER SO Adh RLE AZH), A =4 s =
T OHX(ME SO JNA SU HHs 20 N), X B2 e, LSS, 04 s AL DE(0
S SU JIBNY, HA(H A, FYSI|L FA)), AI| M Fet, qySI|A B, MOIE, =
T, ¥2SH IHE SHOZ ot= IH(0S SH WS BZST), YTAA(NS SN JIFHe Y
THA, FUN YIHA S) LB SHS(HE S YRS UM, SBL BRI, LLEL AP
M ZEE, L8 ISP I, DB Y B, L8 BUHY, ShE8 YUS 5), AFY
SLMT (IS S o - 2 LIZHIA & o WX SO By IBHAMO XY 2o - 2H4 v
S5 . AS 2N SO s MM S 24), AP, PTCA 2O MR S AZ e T L oY
HE RS0t

2 @0 o REHE NS SHOZ 020 JNME P S0, HIBP S0 U A So0 M
8 20| E= I DAY EE AN PHMY 22 AN GBHS M SN A) REHS
28 SECERA BROE 48O o MM HHEA ASEC O MHE X, B, =H, BB
I 22 DHAOIME E1 8%, =, AY, HTF, Y2I0IS S 22 HH0IHE SCH

Qo Mot &40 MA S0 XM, OB, SEM % JlE XY, ASSH, BEE2Y, AHORIY, A
HIORRIADIOUIS, ME, XY, S44 M2, A, oiel, std, HE, 454 22, 2228, I
Jle 29, N 222 S LS sS4 ASEE HIHI ZREN UNE B

A)| REXO MEZYS X B, XA ¥ Do ZRU HH, ABOE 4 REMS SR M2t
HSEIXIO YBHOo 2= AT S0i0 HL 1 KK 100 ng/kg, DT FA T= IW FAS F2 0.1 U
Xl 10 mg/keE GHO0I 1 WX 431 SOiECH

Eoig 2gE &Y

T 12 SE2 9 UK 119 SSAS LEHKE E0,

T 25 BIEES 12 LN 149 sEAS UEUS S8,

T 32 BlEe 15 WX 179 ssAs UEUS 8.

T 4= SlES 18 LN 2029 SEAS UEUS S8,

T 55 BlES 21 LN 239 sisAs UEUS S8,

T 62 BlES 24 LN 269 sistAS UEUS S8,

T 72 sEe 27 WX 209 sistAs UEUS 8.

T 82 BlES 30 LN 329 sisAS UEUS 8.

T 9= BlES 33 LN 359 sistAls LEUS S8,

< 102 382 36 WX 382 SiEHAIZ LIEIUE S8,

T 112 B8 39 WX 419 SiEHAS LEIUE 8.

T 125 SEE 42 WX 49 FHBAAZ UEHHE o

T 132 BHEI2 45 WXl 479 BIEHAIZ LIEIUE S8,

T 145 BB 48 LK 509 SIEHAIZ LIEIUE SO,

T 155 BE2 519 HEAS LIEHE o

(ZYs AAIGH| st HTO HED

0I5, 2 ZYS MAIIO 23 THEOR SHGINC, = LS 0248 AAME S 200] O
Ch.

ESCN

(3-(2-B22-4-QEHE)-5-(HSAIH2EL)-2-0E 2
E 6 8

5-(HISAIIIEEL)2-HEels
g), =48 HEE(3.32 g), 1
Ct. &20HA d2ot0d 428 OME 0Eotn Xl

CEM 3-(2-2 22422

o
o N
o
o
=2
x
(&3}
(@3]
=
~
S|
iz

5
&, OIAZ2EE8 NN, HXE
)= 2ACH.

1
H-NMR(COCl5, & ppm): 2.35(3H,s), 3.89(3H,s), 4.09(2H,s),

6.63
7.36(1H,d,J=8.2Hz), 7.73(1H,d,J=1.4Hz), 7.85(1H,d,J=8.5Hz), 8

63(1H,d,J=8.2Hz), 7.30(1H,d,J=8.6Hz),
.07(1H.brs), 8.08(1H,s).

—_

3-(2-2224-QLQEHIE)S-(HEAIZSELY)-2-HECIZ(1.00 g), 10 % =&t LIEE =28 (5 ™)
HEtS(5 M)o S22 1 A2t JIZ SROIGUCH. EI2US WH2AG0 1 N MO pH 622 ZHGH
D0 24, 21 JE2 &8 2HOZ2 HAHGID HAXEOZMN 5-I22A-3-(2-22

(@)

Ch. MA&E OHE
24-2LCHIA)-2-

1H—NMR(DMSO—d6, & ppm): 2.32(3H,s), 4.04(2H,s), 6.75(1H,d,J=8.2Hz), 7.30(1H,d,J=8.5Hz),
7.52(1H,d,J=8.1Hz), 7.62(1H,d,J=8.4Hz), 7.80(1H,s), 7.87(1H,s), 11.27(1H,s), 12.28(1H,brs).

40-8
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M=o 2
GB-(2-E2=2=2-4-HE0HE)HE )-5-(HSAMEEL)-2-HE=S ME(H1 2H))

-(2-2E224-2EME)-5-(HSAIHEEL)-2-HEAS(0.88 g), HEOMER(1.02 g), OLME
2t&(11)(0.090 g), Eallﬂl IZAB(0.21 g), Ecl n-2E0t21(0.75 g), 223 Fa2I(1)(0.12 g),
N.N-CIHEZS OHJI‘:( m)el Egt=2 60 COHA-I M Etﬁéii’iﬂ. Si[]HE 3:.*0F 0316}01 OHE*%

Il

2 kyo g

1H—NMR(CDCI3, & ppm): 2.36(3H,s), 3.89(3H,s), 4.17(2H,s), 6.89(1H,d,J=7.5Hz), 7.21(1H,dd,J=8.0 and

1.7Hz), 7.24-7.53(5H,m), 7.58(1H,d,J=1.7Hz), 7.68-7.71(1H,m), 7.85(1H,dd,J=8.6 and 1.6Hz),
8.07(1H,brs), 8.12(1H,s).

(5-IHE2FA-3-(2-222-4-HE0HE)HE)-2-HEd =2 ME(N2 3E)>
M= 19 HM2 SF9 28l det 3-(2-222-4-HEWH L) HE)-5-(HSAHZEEL )-2-HES
(1.00 g)22H 5-II12=A-3-(2-S22-4-HENHE ) HE)-2-HE=(0.75 g) S C.’:*S?il}.

]H—NMR(DMSO—de, & ppm): 2.34(3H,s), 4.12(2H,s), 7.02(1H,d,J=7.8Hz), 7.20-7.70(1H,m), 7.85-
7.95(1H,m), 11.27(1H,s), 12.24(1H,brs).

M0l 3

B3-(2-2224-(2-HLUEH L) HE)-5-(HSAHERL)-2-HEL A S ME(HT 2F))
3-(2-2224-QCHA)-5-(HISANHE2EL)2-HEAS(1.32 g), AEI#(1.57 g), OtMEAMEZRS
(11)(0.000 g), ECIHLZAL(0.21 g), El n-2EOIRI(1.10 g), ¥ NN-CIHEZSO0I0IS(25 )<l
S22 60 COM A WEIGIACH. SOHE 2 ]ASH0 NES) 29 =8 EUS HIIGHUCH
EE2S 0FotL AXZHOZM 3-(2-222-4-(2-HELO0EH L) A )-5-(HSAIIISEL)-2-HEL S
1.00 g)S ULt

— o~

H-NMR(CDCl5, & ppm): 2.35 and 2.38(3H,2s), 3.88(3H,s), 4.17(2H,s), 6.90-8.17(13H,m).
(G-II2ESAN-3-(2-S22-4-(2-HEEZHH L) HE )-2-0Ee =2 ME(M2 2
= -5-

(0.

HzZ=o 12 M2 =& &0l et 3-(2-S==-4-(2-HENHEHE)
(1.00 g)22H 5-9t25A-3-(2-22=2-4-(2-H| '01IE1|“')““X') 2-Dgels

H—NMR(DMSO—dG' & ppm): 2.33 and 2.35(3H,2s), 4.09(2H,s), 6.98-7.92(13H,m), 11.22(1H,s).

R0 4
(3-(2-222-4-t-REHEIQHE)-5-(HSAN2EL )2-HEd S (M1 3F)>

)
3-(2-222-4-L2CHE)-5-(HSEAZEY)-2-HES(0.498 ¢), HEIAERIHLLALE )
(0)(0.262 g), E2| n-£E0HDI(0.420 g), t-FELOIZEH0.510 g), ¥ NN-CIHEZSODIS(5 m)o &
BI2S 60 COIM 2A WEHGIACH. AUASH SHE KAHGHD, A0IA MAS MSIAZHIZ0ED
SHIII (22 H: B AHOLH E A0 El= 3-(-2BE2E2-4-(1-RLEIQ)HE)-5-(HSAIER

I o
-2-0IE€ 1 =(0.360 g)E L/UACH.

o

N
~
H
2
é
o
09
HU
=

)

1H—NMR(CDCI3, & ppm): 1.55(9H,s), 2.36(3H,s), 3.88(3H,s), 4.16(2H,s), 6.87(1H,d), 7.20-7.33(2H.m),
7.58(1H,s), 7.86(1H,d), 8.06(1H,brs), 8.12(1H,s).

(G-IIESA-3-(2-B2E24-(t-FEEIQ)HA )-2-0E =2 MZ=(HM2 2F))
3-(2-2224-(t-FEEIQ)MA )-5-(HSAIIEEE)- [H
(2.0 g), BIEF=(2.0 g), GIEF=(5 M), EIIEE}o =
WHSHACEH. grEAs o 1/2 ORMA =s=56t10, 1 oz =) S .
20t =M, AZECEM 5-IHESA-3-(2-222-4-(1-2EEIQ)HUZE)-2-HE I =(0.277 g)
]H—NMR(DMSO—de , 8 ppm): 1.20(%H,s), 2.33(3H,s), 4.12(2H,s), 7.02(1H,d,J=7.9Hz), 7.30(2H,m),
7.52(1H,s), 7.62(1H,d,J=8.4Hz), 11.27(1H,brs).

M0l 5

(5G-IIESAN-3-(2-S22-4-(HZ

>
=
=
T
ix

© o

Am =]
|
iy
HU
HU
g
£
Ut
Jo

o >

L?JO
]
Im

L

15 9), 1,4-CIS4(6 ™),
OLHEMNER 2560 2,
HEMNUHESS =
=220 HES(7
= . oS AR W25t
HENNER =55101 22 MEoIRCH =2l oA
=

3=, 0 I=
SR24-(MESA)HE)-2-HLYUSS Tatsts RAS(0.41 )2 AT

[Ly—

ming M

i
ro
i

=

o
rir o
””0 r>| o

o
S|
9'_J
2 0
> |
E
_\,—'_
Ha
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1H—NMR(DMSO—d6, & ppm): 2.32(3H,s), 4.01(2H,s), 5.05(2H,s), 6.84(1H,dd,J=8.6 and 2.6Hz),
7.11(1H,d,J=7 .BHz), 7.27-7.44(6H,m), 7.61(1H,d,J=8.6Hz), 7.89(1H,s), 11.22(1H,s).

HZ=0 6

(3-(2-222-4-(ANSZHAUNESANHUE)-5-(HSAHZEL)-2-0ElS2 ME(H1 38))

5-(HISAIIIZEEY)-2-HEQZ(0.170 g), Ha2-SEEA4-(AMSZHAMHNESAI)HZE(0.49 g), L-EtZE}

24H0.300 g), #=4tst LLES(0.080 g), RLESILIES(0.075 g), 1,4-CIS&(3 me), L =(1.5 m)<

E8== 80 TOIA 40 Al wBtotRlt. EBSHES sF&t =, OtMEMUHEZ FEG6I0 =, 1 N St

10 % ==&tet LIEE =2HC I =X MESAL. =2clg OtHMEMHESSE s=& =, ]2 =, 0

22 MZEGIH 3-(2-222-4-(ANSZHANESAHUE)-5-(HSAIIIZEY )-2-HE221=(0.23 g)& N
2:

]H—NMR(CDCIa, & ppm): 0.97-1.06(2H,m), 1.14-1.33(3H,m), 1.66-1.86(6H.m), 2.36(3H,s),

3.68(2H,d,J=6.4Hz), 3.89(3H,s), 4.09(2H,s), 6.60(1H,dd,J=8.6 and 2.5Hz), 6.81(1H,d,J=8.5Hz),
6.94(1H,d,J=2.5Hz), 7.29(1H,d,J=8.4Hz), 7.84(1H,dd,J=8.4 and |.4Hz), 8.00(1H,s), 8.14(1H,s).

(5-3122A-3-(2-BR22-4-(NS2HAHLSA)HE)-2-HELA S ME(H2 BH))
3-(2-222-4-(AN2RAMHLSA)HE)-5-(HSAIH22L)-2-HLIS(0.220 g)ol HIELS(10 me), 10
% =5 LES £8%(5 M)2 HOISH0I 1.5 Al Oie SR5IACH  BSs A2NX W2AsD 1 N
HUAMS AIZGIO| pHE O 622 XXot, AS2S OFGIH 2, >T2BS2 MIS 2, AXGH 5
IHEZN-3-(2-22E-4-(AB2ZHAHL S AU )2 WM AFORN YL

J

1H—NMR(DMSO—d6, 8 ppm): 0.94-1.03(2H,m), 1.09-1.26(3H,m), 1.58-1.78(6H,m), 2.32(3H,s),

3.72(2H,d,J=6.4Hz), 3.99(2H,s), 6.73(1H,dd,J=8.7 and 2.6Hz), 6.85(1H,d,J=8.6Hz),
6.99(1H,d,J=2.6Hz), 7.23(1H,d,J=8.4Hz), 7.61(1H,dd,J=8.4 and 1.5Hz), 7.86(1H,s), 11.12(1H,s).

Rz=0 7

(3-(2-B222-4-(ECIZE2ZMIE)HE)--(HSAH2ELY)-2-HEAS2 ME(H1 3E))

CIZZ220E(10 M) 2 OtNIELIEZ (10 m)2 E& 0 S0MH ECIZER2Z0tMEA(11.0 g) & Edl
HEAE(22.4 g)2 E86t0 0lHs =HaI/ALCE. 0J10 5-(HSAIPIZEY )-2-0E=(6.07 g) & 2-
S224-(ECISRL22MHE)MELOTIE(8.04 g)E CIZZZ0IEH(30 M) X OIMELIEZ (30 M) &
g 00l =¢ EUS 30 2 2t0l ZH™ HototRUtt. A200A 4 Al2H wEtst =, ECISFTZ0LAIEA
(66.0 g)S FOtotD, CHAl A 20IM 17 Al2h WEIGIAULCE. BIEUS -GN 10 % =43 LHES =&
H(250 m)S MAMSG| HOtot, CHAl 1 N G440 m) S HIIoHH S422 Bt =, IOHME HFHGHULE.
HHOZLRH OLMEAUE (100 Mx2)E =&EotD, 0 FTEHL 0FE LME &ot0 oot 2= &
L LIEESO=Z AX, 25 sS0tACE. 2UHE LA == A &AH200 m)S HII6tD A 246t
Off WEst A&& DHME HFSHALH. 012H2S OLHIEAUIE (50 me)1t SAH(200 M) 2l E8 SM=Z=H
HZ2E FHoH 3-(2-22=2-4-(ECIERZ0HE)HE)-5-(HSAN=EL )-2-HE=(8.83 g)8 S

SS0tM Z2HZA 2UTH

1H—NMR(DMSO—d6' & ppm): 2.34(3H,s), 3.76(3H,s), 4.19(2H,s), 7.16(1H,d,J=8.1Hz),
7.35(1H,d,J=8.5Hz), 7.56(1H,d,J=8.1Hz), 7.65(1H. d,J=B.5Hz), 7.86(1H. s), 7.90(1H,s),
11.39(1H,s).
B-HEEAN-5-(2-2224-(ECIERZ0HE)HA)-2-HEo =
HMZEC 19 M2 29 2gol met -(2-2=2=2-4-(ECIE22=20HE)

0I=(5.2 )2 2H 3-IHE2=SA-5-(2-SE224-(ECERZHE ) HE)-2-HE S (4.
1H—NMR(DMSO—de, & ppm): 2.34(3H,s), 4.18(2H,s), 7.17(1H,d,J=8.1Hz), 7.32(1H,d,J=8.3Hz),
7.56(1H,d,J=8.1Hz), 7.63(1H,d,J=8.4Hz), 7.85(1H,s), 7.88(1H,s), 11.33(1H,s).

M0l 8
B-(2-222-4-(H=AIHE ) HE)-5-(HSAIHEEY )-2-0E2 =2 MZ(H1 22F))

)
5-(HIEAI2EY)-2-HELQS(0.568 g), AB2-2R2-4-HSANLHE(1.05 g),
g), =488 LIES&(0.312 g), RLESILHES(0.225 g), 1,4-CIsSA(10 m), & 2
COIA 2 22+ MYHSIACH ASTX d2As =, 2(50 ™) L OFHIEMNE (5
D, $IES RLBAHUEBOR AX, AU = z
5t

EHIN(Z2N: HES/222ES5=2/98)2 FHA

240

£ ZAL. 01HS OdU=z s SE ASSHAT
(E-HE2FA-3-(2-222-4-(HISAIHE ) HE)-2-Hd S ME(M2 BE))

D8 HYoz P22 3-(2-2224-(HSAIHE)HE)-5-(HSAIEEY)-2-NESS X&dl=e &8
2(0.634 g), 10 % =&t3t LHEE =E%(4 m), & WES(20 m)S EFGIH 3 A2t Ot &R5HAC
HA2OZNK WA £, 1 N F&(10 )2 HIIoHo pH 58 &2 &t1), 40 WXl 50 CT=Z JtEs OtME
AHOIIE (100 me) & =(100 me)S HItoto S HGHALCE.

RIES PHFMUEELZ AX, A6 ==6t0 20HE MAE Ao I2ZEIAZ20EHTI(EL
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W NEHS/22E2ESE=5/H)Z FHMotH 5-H=ESA-3-(2-22E24-(H=AHE)HE)-2-HE 2 =(0.380
g)2 UL

==l

]H—NMH(DMSO—de, & ppm): 2.35(3H,s), 4.10(2H,s), 5.08(2H,s), 6.93(1H,t,J=7.1Hz), 6.96-7.01(3H,m),
7.23-7.32(4H,m), 7.52(1H,s), 7.62(1H,d,J=8.5Hz), 7.91(1H,s), 11.26(1H,s), 12.26(1H,brs).

HIZ0l 9

(3-(2-2E22-4-(NEZHLSAHE ) HE)-S-(HSA2EL)-2-022S2 ME(H1 SF)D
5-(HISAIIIZEEY)-2-HEQS(0.568 g), Ha2-SE2TE2A4-(AMSZHAUSAHE)HE(1.09 g), L-Et=E}
24H1.17 g), =48 HEE(0.312 g), LLESIUES(0.225 g), 1,4-CISAH(10 M), L 2(5 M) &
B22 80 COIAM 2 & 2+ WEIGIACH. ASNX H2AS £, 2(50 M) L OLAELUNE (50 m)S &t
ot Edoty, RIIES RFE;UUEELZ HX, ZYUoHH =HoIALH. 20 =5 SAME A2IHE
ZYIAZ0IEDHII(SeN: HES/22228=2/98)2 FHotD, CAl OtMEMME (2 m) L SAH(E
m)ol =8 ZMERH MZE IMH SHCZ = 428 EEdls E82(0.9 g)2 ALt 0oIA
= Uz Us S50l AtSotRUL.

(G-IIESAN-3-(2-S224- (AN S22 SANE)HE )-2-0E =2 HE(M2 2F))

ADIE oz 22 3-(2-2224-(ASZHAU2ANE ) HE)-5-(HSAEEY)-2-0Eelss L&
St= E2(0.9 g), 10 % =43 LIEE +=3H(4 m), L NES(20 )2 EEGIH &7 2Z0AM 3
AlRE JLEGHRCH. A2 2K 28 &=, 1N 410 m)S &IIGH0 pH 43 &2 60 40 WX 50 €
Ol JrZst OtMIEANIE (100 M) L =(100 M)S FHIiotl FHGIAULH. RIISS REMUEESR
AX, ZUGHH =50t0] 20E TAISE AeIAZEIAZ0IEDHTN(EIN: HES/222ES=5/952
2 FHMGIH 5-H2Z2A-3-(2-2224-(ASZHL2AHE ) HE)2-HEsSS Z&cle E2(0.57
g)2 UL, 0lz#8 OUz TS SF0l AISot/ALH

KIZ=0l 10

B-(2-2RZ24-0SAHE)-5-(HSAIIEEY)-2-HE S M=(H1 2F)>
)

CIZ2ZZ0E(5 m) SUAN, ECIERL2Z0LHIE L
=HSGHICH. D10 5-OISAItZEE-2-HIE I =(0.
CIZ22ME(10 ™) L HEAUIEZFE =
otACH =dgt MHE 1022, 1 = A=20lA 2 A2t WEGIRU. BSHES sHotd 20d AN 2
Z2HES(5 m) Y A3 m)S FIIGIH BHEES Z=06tACH. 0 XS0 CLIZZ20E(10 ™), E
CIESL2Z0LHIELH0.91 g), & ECINEAR(1.8 = totd A=20IA 20 Al2t wBHotRACH. EtS
HE =SHGIW AIIZZHIAZ0IEINI(S2H: OLNELE /3 A=1/3)2 FHMStLD, CAl OtNEL
Hg/aacz HZ2E FMGIH -(2-222-4-0ISAHUE)-5-(HSAIIEEE)-2-0E2=(0.52 g)8 &
AULCE.

m
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m
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o
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1H—NMR(CDCI3, & ppm): 1.37(3H,t,J=6.9Hz), 2.35(3H,s), 3.88(3H,s), 3.97(2H,q,J=7.0Hz), 4.09(2H,s),

6.61(1H,d,J=2.5 and 8.5Hz), 6.82(1H,d,J=8.5Hz), 6.94(1H,d,J=2.5Hz), 7.29(1H,d,J=8.7Hz),
7.83(1H,dd,J=1.5 and 8.5Hz), 8.03(1H,brs), 8.19(1H,s).

(5-IHEEAN-3-(2-S224-NISAIHE)-2-HE= MEZ(H2 3F)>
MZO 12 M2 SF2 280l Ot 3-(2-222-4-0HSAHUE)-5-(HSAIHEEE )-2-0E 2 =(0.52 g)
Z22H 5-II2Z2A-3-(2-2224-0HSAHUE)-2-HE=(0.382 g)E LAUACH.

1H—NMR(DMSO—de, & ppm): 1.27(3H,t,J=6.9Hz), 2.33(3H,s), 3.97(2H,q,J=7.0Hz), 4.01(2H,s),
1

6.74(1H,dd,J=2.5 and 8.6Hz), 6.88(1H,d,J=8.6Hz), 6.99(1H,d,J=2.5Hz), 7.29(1H,d,J=8.4Hz),
7.61(1H,d,J=8.4Hz), 7.89(1H,s), 11.22(1H,s), 12.25(1H,brs).

=0 11

H(E2R224-2QEHA)-5-(HEAII2EY)-2-0IE Q! | g), HERIIAE
CIHEY ZAEZCIS(0) (0.06 g), OIEHS(1 me), SIAU(3 M), L 2 M HMUEE £2U(2.3 M)E &
BI5H04 90 COIA 21 Al2H WEHGIFCE, Br2Ms AKX HAS 5, SR0(50 W) L 2(50 v)2 &
JI6l0 2% LIIESS RASAMUESD M2I0IEN SUAH OUSHAUCH. 220 S=6101 20
E TALE OEt2/2(5 m/5 m)2 THE XSG 3-(2-222-4-(E|QEI-2-2 B ZE )-5-(HSEAIII2EY )-2-

5
HEIE(0.959)S 2ALCH.

1H—NMR(DMSO—d6, & ppm): 2.36(3H,s), 3.76(3H,s), 4.11(2H,s), 7.01(1H,d,J=8.1Hz),

7.11(1H,t,J=4.3Hz), 7.34(1H,d,J=8.5Hz), 7.45(1H,d,J=8.1Hz), 7.53(2H,m), 7.64(1H,dd,J=1.3 and
8.5Hz), 7.73(1H.d,J=1.5Hz), 7.94(1H,s), 11.34(1H,s).

(G-IIESA-3-(2-S224-(E|2H-2-2 ) HH)-2-HEAS ME(H2 &
X

= ( )>
HMZEC 12 M2 2o ¢dol met 3-(2-2224-(ElQu-2-9)HE)-5-(HSAIIEZEY)-2-0Ee s
(0.95 g)22H 5-IHESA-3-(2-2E2E24-(EIQE-2-2 ) HE)-2-HE=(0.28 g)S

]H—NMR(DMSO—de, & ppm): 2.36(3H,s), 4.11(2H,s), 7.02(1H,d,J=8.2Hz), 7.11(1H,m),
7.31(1H,d,J=8.4Hz), 7.45(1H,dd,J=1.6 and 8.0Hz), 7.53(2H,m), 7.63(1H,dd,J=1.3 and 8.4Hz),
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7.73(1H,d,J=1.5Hz), 7.93(1H,s), 11.27(1H,s), 12.26(1H,brs).
HIZ0 12

(3-(-222-4-(Fp-2-2)HE)-5-(HSAIHERY)->-HL S ME(H1 7))
3-(BE24-RLCHH)-5-(HSAINIS2L)-2-HEIS(1.00 g), F-2-24H0.34 g), HIERIAER
HYZATSRIS(0)(0.06 g), OIEHS(1 m), S201(3 m), L 2 N EAMUES +2H(2.5 M)S ST
2 9 COIM 2.5 A2t MUVSIGACH ISOHS MEIA W2Ae B ERU(50 m) % B(50 W)E &}
Sl SUS0I R)IESS Mot0IS0l SDAIH CIBEIACH. 012AS RLHMUEBOR AZXS, s
=E5i0! 2U0{A MAE HEE/B(20 n 1/20 MO WEHOH0 3-(2-22 = 4-(FQH p-2)HE)-
5-(HSAIIE 2L )2-HIEQS(0.57 0)8 ULt

]H—NMR(DMSO—de, & ppm): 2.35(3H,s), 3.76(3H,s), 4.11(2H,s), 5.57(1H,dd,J=3.3 and 1.8Hz),

6.98(1H,d,J=3.3Hz), 7.04(1H.d,J=8.2Hz), 7.34(1H,d,J=8.5Hz), 7.49(1H.d,J=8.1Hz),
7.64(1H,d,J=8.5Hz), 7.73(1H,s), 7.76(1H,d,J=1.4Hz), 7.93(1H,s), 11.33(MH,s).

(5-IH2=A-3-(2-222-4-(Fe-2-2 A )-2-HEe =2 ME(M2 SE)»
Hz=0 12 HM2 SFo g8l det 3-(2-2224-(Fe-2-2 ) HE)-5-(HSAIEEE )-2-HEge s
(0.57 g)22H 5-II12SA-3-(2-2224-(F-2-2 ) H)-2-HE=(0.51 g)S &ALCH.

1H—NMR(DMSO—d6, & ppm): 2.36(3H,s), 4.11(2H,s), 6.57(1H,d,J=2.5Hz), 6.97(1H,d,J=3.1Hz),

7.05(1H,d,J=8.1Hz),  7.31(1H,d,J=8.5Hz), 7.49(1H,d,J=8.2Hz), 7.63(1H.d,J=8.4Hz), 7.72(1H,s),
7.76(1H,s), 7.92(1H,s), 11.26(1H,s), 12.26(1H,brs).

RHIZ0 13

3-(2-2224-QLEHH)-5-(HSAIItZ . g), 1-84i(0 g), OtMIEAHE S
(1) (0.068 g), EEIIHI‘é'EﬁE'(OJGO g), Ecl-n-2E0t8(1.12 g), ¥ N N-CIHEESO0I0IE(15 M) E
EEG6t0 60 TOHIAM 5 AlZH WEBHGHACH ErSHsS 2A5HH ==06t0 AN HIEFS(10 m)E &IL6HK
E222 st =, (100 m) L OtMELAIE (1 00 H . &8 S

e
M
oY
LU
HU
O

S )
EEEE 2 &6t ?:.*%*ﬁ(ﬂl S=0t0 208 HASE Ael
2 & X

e
z
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HlJ
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i
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4- (1 & Al - °') HIA)-5-(HSEAEEY)-2-HEs9 EF
STl AtEoIALEH.

mp : 141-146 C

(5-3t22A-3-(2-BR2-4-(1-3 4-1-)# &) 2-H2 S HME(K2 BF))

MZ0I 19 M2 BFOl S0l Dot 3-(2-BE2-4-(1-sd-1-Y )M E)-5-(HSAIZ2H)-2-HZ I St
3-(2-BEE-4-(1-s{-2-2 )T )-5-(HSAIS2E)2-HESS EF2(0.29 )22H 5-IHE=ZA-
3-(2-2R 2-4-(1-3H-1-2)WE ) 2-HLAED 5-II2=AI-3-(2-2 2 2-4-(1-3 M-2-2 ) ¥ H )-2-H 2 Ol
S0l E82(0.22 )2 YL 01A2 AUZ TS SO ALSSIRT

CALAIO 1)

(3-(2-222-4-(1-2LEIQ)HH)-2-HEY-5-(1-HESTLII2H 2 Y)A S (3 2(9))2 84
5-I2=AI-3-(2-222-4-(1-FLEIQ)MH)2-HEYAS(0. 152 g) B NN-CIHLES0I0IS (2 m)o| =gt
S0 NN'-II22LCI0I0ICHS(0.108 g)S EIIGH0f AR0IA 40 2 2 WBIGHACH, Ol0IN 1-HEEE
OIDI=(0.0.095 g)2 CIOLUBIAIRZ=CIH(0.090 )ol NN-CIHEZSOI0I=(2 m)SAS ED15H0f 100
COIM A Belsad. SUE 22 2oio) SN HEED 28 22, O IN BUE 8
5101 BOO pHE 302 EI5HAL. 0 EHES OMEMNES 23 =831 20188 22 =3
Of XXE == A20/E 140 (&) S0H: OLMEMNE/HA=-1/1)2 NHGHAC. CIAl HEED 29
25 Bl MAZHOZM O (rHes-(-mEL)NE) 2 NE (A e TS s

(0.103 0)2 A 2Zo=z A AL

"H-NMR(DMSO-ds, & ppm

):
4.13(2H,s), 6.96(1H.d,J=
7.63(1H,d,J=8.5Hz), 8.05

mp: 185-187.5 C
CALALON 2
(3-(2-222-4-(t-FEHEIQ)HH )2-HE-5-(4-HEHNH )= 2
AAIG 19 2Rl et 5-IIESA-3-(2-SE22-4-t-2E IQUJE')—%ET'
g
%I

0.80(3H,t,J=7.3Hz), 1.20-1.38(13H.m), 1.66(2H.m), 2.29(3H,s), 3.47(2H.m),

OHz), 7.30(1H,d,J=7.9Hz), 7.35(1H,d,J=8.5Hz), 7.53(1H,s),
H.s

8.
(1 , 11.38(1H,s), 11.67(1H,s). mp : 185-187.5 T.

CI0I0ICIZ(0.085 g), (4-HIE #8)& = 0{0I<(0.079 o),
(4-DIZH ) SELI}2H R Y)-3-(2-222-4-(1-FLE|Q)H
EN AT

1H—NMR(CDCI3, & ppm): 1.24(9H,s), 2.28(3H,s), 2.37(3H,s), 4.04(2H,s), 6.73(1H,d,J=7.9%Hz),
7.12(1H,d,J=7.9Hz), 7.23-7.31(3H,m), 7.48-7.52(2H,m), 7.87(MH,s), 7.99(2H,d,J=8.3Hz),
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8.47(1H,brs).

IR(Nujol) : 1682 om
CALAIO) 3D

(3-(2-222-4-QLCHZE)-2-HY-5-(1-HESTUIN2HIZ L) IS (3 2(11))2 &)

AAIN 19 2Rl 2t 5-I2E2A-3-(2-222-4-QLLEHZE)-2-HEIZS(0.30 g), N,N'-It2LEL |0
OICHE(0 - 23 g), 1—@%%%0}0&(0.22 g), ¥ CIOIXHHIAI22=20141(0.22 M)222H 3-(2-222-4-
CEMIA)-2-HE-5-(-HIEt= T UII2H 2 L) IS (0.350 g)2 2L ALE.

1H—NMR(DMSO—de, & ppm):  0.81(3H,t,J=7.1Hz), 1.22-1.39(4H,m), 1.63-1.71(2H,m), 2.29(3H,s),

3.47(2H,t,J=7.4Hz), 4.05(2H,s), 6.69(1H,d,J=8.1Hz), 7.34(1H,d,J=8.3Hz), 7.52(1H,d,J=8.2Hz),
7.62(1H,d,J=8.6Hz), 7.81(1H,s), 8.02(1H,s), 11.37(1H,s), 11.69(1H,s).

mp : 188-189 C.
CAALO 45

(3-(2-222-4-QCHH)-2-HE-5-((4-HEHH)STLUII2H2Y) S (38 2(12))2 &4

AAG 19 RO (2t 5-I2=A-3-(-222-4-22CHE)-2-HLLIS(0.30 g), NN'-I}H22LCI0]
DICHE(0.23 g), (4-BIZMF)SZO0I0IS(0.24 g), L CIOHHHIAIZ22CIM(0.22 )2 2LE 3-(2-22
24-R2CHE)2-HE-5-((4-HELHH) =T LI2H22)IS(0.350 g)2 ALt

]H—NMR(DMSO—de, & ppm): 2.27(3H,s), 2.37(3H,s .03(2H,s), 6.67(1H,d,J=8.1Hz),

~

7.30(1H,d,J=8.5Hz),  7.40(2H,d,J=8.1Hz), 7. 51(1H d,J=7.7Hz), 7.53(1H,d,J=8.2Hz), 7.81(1H,s),
7.85(2H,d,J=8.0Hz), 7.95(1H,s), 11.34(1H,s), 12.12(1H,brs).

p @ 283-285 C.

CAAIO 5

(3-(2-B222-4-(HILUEIL)HE)-2-HE-5-(1-HE=Z LI 2H 2 ) A S (S S(13))2 &)

AAIN 19 2RO et 5-IIESA-3-(2-2E22-4-(HZ 0l El | = g), NN'-ItE2E
l—'IZIOII]IIZP (0.23 g), 1-HIEF=Z0I0IE(0.21 g), ¥ CIOHAHHIAIZZ22041(0.21 M)222H 3-(2-22
A-(HZO0EIL)E)-2-0E-5-(1-HE=ZTUII2H2Y)15(0.050 g)S LULCH

1H—NMR(DMSO—de, & ppm): 0.80(3H,t,J=7.3Hz), 1.21-1.38(4H,m), 1.63-1.70(2H,m), 2.31(3H,s),

3.47(2H,t,J=7.7Hz), 4.14(2H,s), 6.98(1H,d,J=8.0Hz), 7.34-7.38(2H,m), 7.40-7.43(3H,m), 7.52-
7.55(2H,m), 7.63(1H,d,J=8.5Hz), 7.66 (1H,s), 8.05(1H,s), 11.39(1H,s), 11.68(1H,s).

mp : 206-207 C.

CAAIO 6)
3-(2-22=2-4-(HEHEE)

AAIN 19 g™l Ot 5-It2SA-3-((2-222-4-HEHEE
&CI0I0ICHE(0.23 g), (4- ml'zé'“ﬂﬂ) c
(2-222-4-(HIL0ElL)
1H—NMR(DMSO—d6, & ppm): 2.29(3H,s), 2.36(3H,s), 4.12(2H,s), 6.95(1H,d,J=8.1Hz),

7.30(1H,d,J=8.4Hz), 7.34-7.44(6H,m), 7.52-7.56(3H,m), 7.66(1H,s), 7.84(2H,d,J=7Hz), 7.97(1H,s),
11.35(1H,s), 12.09(1H,s).

p : 203-205 C.
CAAIO 75

(3-(2-222-4-(2-HEMHE ) E)-2-HE-5-((4-HEHH)SZLIHEH2 Y ) S (e 2(15))2 &4
>

A0 19 - et 5-It2=SA-3-(2-222-4-(2-H L0 H )R )-2-0 21 =S(0.399 g), N.N'-IH2
SYCI0I0ICHE(0.242), (4-HIZHH)=EO0I0IE(0.255 g) ¥ CIOHAIHIAIZ220141(0.227 g)222H 3-
(2-2E224-(2-HENH ) HE)-2-HE-5-((4-HEMB )L LI2H 2 ) S(0.184 g)S HM FHO

SN 2ACH.

1H—NMR(DMSO—de, & ppm): 2.37(3H,s), 2.45(3H,s), 4.10(2H,s), 6.95(1H,d,J=8.2Hz), 7.18-7.32(3H.m),

7.34-7.41(6H,m), 7.53(1H,d), 7.57(2H,d,J=7.3Hz), 7.71(1H,s), 7.84(2H,d,J=8.3Hz), 8.00(1H,s),
11.34(1H,s), 12.10(1H,s).

mp : 207-208.5 C.
CALAIOl 8>
B-(2-E22-4-(2-HEWH Y )HE)-2-HE-5-(1-HEI=XLLIISHIZ2L )= (38 2(16) )2 &4)
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A 19 SO et 5-It2=A-3-(2-222-4-(2-HE0H )R )-2-HE 1 =(0.150 g), N,.N'-IH2
2YC0I0ICHE(0.091 g), 1-HIEF=FZ0t0/=(0.085 g) X CIOIKHHIAIZ2Z20141(0.085 g)22FE 3-
(2-S2E24-(2-HEZ0H L )HNA )-2-HE-5-(1-HE=TYII2HI2 ) S(0.038 g)S WM BFHO=ZAN

2ACH

1H—NMR(DMSO—de , & ppm): 0.79(3H,t,J=7.3Hz), 1.25(2H,m), 1.34(2H,m), 1.67(2H,m), 2.32(3H,s),

3.46(2H,m), 6.97(1H,d,J=8.2Hz), 7.16-7.29(3H,m), 7.33-7.42(4H,m), 7.56(2H,d,J=7.8Hz), 7.63(1H,d),

7.71(1H,s), 8.07(1H,s), 11.36(1H,s), 11.69(1H,s).

mp : 205.5-207 C.

CAAOG 9

(3-(2-2Z224-(2-HEE ) HE)-2-HE-5-((4-HEHFH ) S ZUIIZHIZY )= (3 &2
N — = L

AN 80N 22U 3-(2-22=2-4-(2-HEZWH L) E)-2-0E-5-((4-HEZHH)=
(0.098 g), OLHIEAH(4 me), L OtMIEAUIE (10 m)ol & | ol
EOtotRCt., =& XIgotd A=20M 90 =2 2t nBHotACEH.
TALE OIEtSD 29 2§ 2M=E NEIE2=ZM 3-(2-222-4-(2-HEZHE)HE )-2-HE-5-((
BIE)=ZLI2HI22)01S(0.068 g)S Ao DHZA AL

|0

ol —
ne qor
= X
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o
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kJ

=)

]2

mjo

OH
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=)

e <
U 4 10 1A

0R0 -
=2oCo
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]H—NMH(DMSO—de, & ppm): 2.27(3H,s), 2.36(3H,s), 2.81(4H,s), 4.04(2H,s), 6.83(1H.d,J=8.0Hz), 7.00-
7.32(8H,m), 7.40(2H,d,J=7.3Hz), 7.53(1H,d,J=8.3Hz), 7.85(2H,d,J=8.2Hz), 7.97(1H,s), 11.31(1H,s),

12.09(1H,s).

Mass(FAB') : m/e 557(M+1).

mp : 207-208 C.

CALALOI 10>

(3-(2-222-4-(HESA)HE)-2-HE-5-((4-HEHH)STUI2HRY)0IS (318 2(18)) 2 B4
2 o 0

AAIO 19 2ol Tet 5-It2SA-3-(2-S2=4-(H &
CIOIDICHE(0.320 g), (4-MIEBIE)=ZE0t01=(0.330 g) ¥ Cl
(2-2224-(HE=SAHE)-2-0E-5-(4-HEHH) =L L2
A &EACH

]H—NMR(DMSO—de, & ppm): 2.28(3H,s), 2.36(3H,s), 4.00(2H,s), 5.06(2H,s), 6.82(2H,d,J=1.4Hz),

7.11(H,s), 7.27-7.42(%H,m), 7.52(1H,dd,J=8.6 and 1.7Hz), 7.84(1H,d,J=8.3Hz), 7.96(1MH,s),
11.29(1H,s), 12.10(1H,brs).

mp : 173-174 C.
CAAO 11D

(3-(2-2224- (AN S22 NESA)HE )-2-UHE-5-((4-HEHMH) =L IIEH2Y) S (SHES(19))
o g4

AAIG 19 EHEHOl M2 5-II2EA-3-(2-222-4-(A22HANE S A)HEA)-2-HECIZ(0.180 g),
N N'-2I22YCI0I0ICHS (0.2 00g), (4-DIEHIF)=Z0L0IE =

9)C2EH 3-(2-22R2-4-(ASZANHE=2A])BIZ
(0.180 g)S M HBHOZ Al HALCH.

1H—NMR(DMSO—de, & ppm): 0.94-1.03(2H,m), 1.09-1.27(3H,m), 1.58-1.78(6H,m), 2.27(3H,s), 2.37(3H,s),

3.72(2H,d,J=6.4Hz), 3.99(2H,s), 6.73(1H,dd,J=8.6 and 2.6Hz), 6.80(1H,d,J=8.7Hz},
7.00(1H,d,J=2.5Hz), 7.28(1H,d,J=8.6Hz), 7.39(2H,d,J=8.0Hz), 7.52(1H,d,J=8.5Hz),
7.84(2H,d,J=8.2Hz), 7.96(1H,s), 11.28(1H,s), 12.10(1H,brs).

mo : 167-168 C .
IR(Nujol) : 1683 cm .

CAIAIG 12>
(3-(2-222-4HUME)5-((5-222-2-EIQHSE

0
SEEA4-HEHE)S5-((5-BE2E-2-EIQH =T Y )JIEHZ2Y
AL,

1H—NMR(DMSO—d6, & ppm): 2.32(3H,s), 4.13(2H,s), 6.97(1H,d,J=8.1Hz), 7.12-7.64(10H,m),
7.73(1H,d,J=1.9Hz), 8.00(1H,s), 11.30(1H,brs), 12.50(1H,brs).

mp : 200-201 C.
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IR(Nujol) : 1678 cm .

CALALO] 13)

(3-(2-222-4-HUHE)-5-((5-BE2P-0-EQHETL)ISHR Y )2-HL A= (B2 (21))2 84>
g !

AAIO 19 2ROl et 5-It2=A-3-(2-S22-4-HE A )-2-HEl=(0.
Ct&(0.170 g), (-E22EI2H-2-Y Ot0 .
5-((5-E22-2-EIQu=2d)JI2H2Y)-3-(2-222-4-1
CZAN LJULCH.

H-NUR(DMSO-ds . & ppm): 2.33(3H.s), 4.14 (2H,s), 6.98 (1H,d,J=8.1Hz), 7.33-7.37(3H.m), 7.41-
7.48(3H.m), 7.58-7.65(4H.m). 7.74(1H,d,J=1.8Hz). 8.05(1H.s), 11.40(1H,s), 12.50(1H.brs).

mp : 198-200 C.

IR(Nujol) : 1674 om .

CALALON 14)
(3-(2-222-4-HUHE)2-HY-5(4-He ST
AAIG) 1o ol met 5—9+E%A|—3—(2—%E§—4—1}g

|2 HA)-2-0 221 =(0.200 g), N.N'-It22ECI0I0I
CHE(0.172 g), 4-BIEIE=ZE0t01E(0.159 g) ¥ CIOIXIHIAIZZ 20041(0.162 g)22H 3-(4-E22-2-2=2
YA )-2-HE-5-(4-HE=ZTYII2H2Y)=(0.105 g)S Z2E2=2 M /UL,

1H—NMR(DMSO—dG ppm):  1.72-1.80(2H,m), 2.09-2.15(2H,m), 2.34(3H,s), 3.47(2H,t,J=7.8Hz),

o)
4.15(2H,s), 4.94(1H,d,J=9.9Hz), 4.99(1H,d, J=17.1Hz), 5.68-5.79(1H,m), 7.00(1H,d, J=8.0Hz),
7.37(2H,m), 7.39-7.50(3H,m), 7.63(3H,m), 7.74(1H,s), 8.09(1H,m), 11.39(1H,s), 11.73(1H,brs).

mp : 131-137 C.
CAAIG 15D

A0 19 ol et -((1-BE2 22U Z2al-2-2) 0 2)-5-9t12 S AI-2-0E21=(0.210 g), NN'-It2 L2
S CI0I0ICHE(0.130 g), 5-EE2=-2-EIQH=E0I01=(0.130 g) L CIOHAUHIAIZE204(0.120 g)222
tEgel-2-2)HE)-5-((5-222-2-ElH =2 Y )JI262)-2-HE A S(0.180 g)E

1H—NMR(DMSO—d6, & ppm): 2.31(3H,s), 4.36(2H,s), 7.10(1H,d,J=8.6Hz),7.23(1H,d,J=4.1Hz),

7.34(1H,d,J=8.6Hz), 7.53-7.60(2H,m), 7.65-7.69(2H,m), 7.78(1H,d,J=8.5Hz), 7.89(1H,d,J=8.1Hz), 8.05
(1H,s), 8.26(1H,d,J=8.6Hz), 11.40(1H,brs), 12.50(1H,brs).

mp : 216-218 C.

IR(Nujol) : 1672 om .
CALALOl 16)
(3-((1-B22 U T e-2-2)H=)-5-((5-BE22-2-E| QM2 T L) I 2122 )-2-H LIS (518 2 (24)) ©|

S5 A-2-0IE€2=(0.220 g), N.N'-IIEE
2 CIOXIHIAIZZ 20141(0.140 g)2 2%
(

g
) 2 =L (
B 3-((1-BE2LEZe-2-2)} 2 )-5-((5-E22-2-E|QH=T Y )25 2 )-2-HECIS(0.230 ¢)=

1H—NMR(DMSO—d6, & ppm): 2.31(3H,s), 4.37(2H,s), 7.10(1H,d,J=8.5Hz), 7.32-7.36(2H.m),

7.55(1H,t,J=7.4Hz), 7.59(1H,d,J=8.6Hz), 7.63(1H,d,J=4.0Hz), 7.67(1H,t,J=7.7Hz),
7.78(1H,d,J=8.5Hz), 7.89(1H,d,J=8.1Hz), 8.07(1H,s), 8.27(1H,d,J=8.6Hz), 11.41(1H,brs),
12.47(1H,brs).

mp : 225.5-226.5 C.

IR(Nujol) : 1674 o

CAAO 17D
(B-(4-B22-2-222H A )-2-HE-5-((4-HEHH ) =Lt 2H 2 ) 0!
AAIO 19 2ROl M2t 3-(4-B22-2-22 283 )-5-I2=
0ICHE(0.290 g), (4-DIEZBH)=E 3
2R-2-EZ2YIE )-2-HE-5-((4-HE
1H—NMR(DMSO—de, 8 ppm): 2.27(3H,s), 2.36(3H,s), 4.04(2H,s), 6.84(1H,d,J=8.3Hz),
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7.28(1H,d,J=8.6Hz), 7.35-7.40(3H,m), 7.54(1H,d,J=8.7Hz), 7.71(1H,d,J=1.9Hz), 7.83(2H,d,J=8.2Hz),
7.94(1H,s), 11.31(1H,s), 12.10(1H,brs).

Mo : 226-228 C.

IR(Nujol) : 1682 om .

CALALO] 18)
(3-(4-B2R-2-22 2HIA )-2-H 2-5-((4-HILHE) ST LI} 2H 2 )0l
AAIGH 19 SH0f [ief 3-(4-E2P-2-222¥A)-5-I2=

= A-2-IEQIS(0.390 g), N,N'-It28Y 00|
OICHE(0.290 g), (4-HILHIE)=Z0t01=(0.320 g) ¥ CIOIKHHIAIZZ20141(0.270 )2 2L2H 3-(4-E2
20-2-Z 22 HE)-2-HE-5-((4-HIZHHE)STUIISHI2Y)QIS(0.190 g)S MMM AXHOZ N AACt

1H—NMR(DMSO—d6, & ppm): 2.28(3H,s), 4.05(2H,s), 5.46(1H,d,J=10.9Hz), 6.01(1H,d,J=17.7Hz), 6.78-
) H

6.86(2H,m), 7.31(1H,d,J=8.5Hz), 7.37(1H,dd,J=8.4 and 1.6Hz), 7.54(1H,d,J=8.4Hz),
7.69(2H,d,J=8.4Hz), 7.71(1H,d,J=1.9Hz), 7.92(2H,d,J=8.3Hz), 7.97 (1H,s),
11.37(1H,s),12.16(1H,brs).

mp :215 CT(=0H).

IR(Nujol) : 1679 o

CALAIO 19
(3-(4-BR2-2-222H & )-2-HE-5-((2-HE L) sz d
AAIC 19 20 M2t 3-(4-B22-2-22 282 )-5-3I2
OICHE(0.290 g), (2-HIEOHIY)==0I01=(0.320 g) ¥ C
(4-E22-2-22 28 &) -2-HE-5-((2-HEY0HY )=XZ Y32
AHAAUCE.

H-NWR(DMSO-ds, & ppm): 2.28(3H,s), 4.05(2H,s), 6.83(1H,d,J=8.4Hz), 7.35(1H,d,J=8.7Hz),

7.37(1H,dd,J=8.3 and 2.0Hz), 7.41-7.47(3H,m), 7.48(1H,d,J=15.4Hz), 7.58-7.64(2H,m),
7.71(1H,d,J=2.0Hz), 7.73-7.76(2H,m), 8.04(1H,s), 11.37(1H,s), 11.86(1H,brs).

mp : 204.5-205.5 C.
IR(Nujol) : 1674 o
CALALON 20>

(3-(4-2R2-2-222WA)-2-HY-5-((1-HEH) ST LU} 2622) QIS (5181 2(28))2 &4

AAION 19 20l T2t 3-(4-BEER2-2-22=2HZE )-5-II2SA-2-HIEI=(0.390 g), N,N'-IIZEEL L0
OICHE(0.290 g), (1-HIEI)=ZO0I01=(0.270 g) & CIOIXIHIAIZ2Z22041(0.270 g)2 2L H 3-(4-E22-
2-222 )2 E-5-((1-HE) ST LI SHDA)OIS(0.050 g)S SLEM ZHOZA AACH

1H—NMR(DMSO—de, & ppm): 0.86(3H,t,J=7.4Hz), 1.40-1.47(2H,m), 2.21(2H,quartet,J=6.6Hz), 2.29(3H,s),

4.05(2H,s), 6.76(1H,s), 6.84(1H.d,J=8.3Hz), 7.32(1H.d,J=8.5Hz), 7.37(1H.d,J=8.3Hz), 7.41-
7.51(1H,m),7.60(1H,d,J=8.4Hz), 7.71(1H,d,J=1.9Hz), 7.99(1H,s), 11.34(1H,s), 11.73(1H,brs).

mp : 163-164 C.

IR(Nujol) : 1680 om .
CALAIOH 21>

(3-(4-BR2R2-2-22 2 A )-5-((5-ER22-2-E|QHEsTY)II2HI2 Y )-2-HE QS (3E2(29))2 &4
>

AAIG 12 R0l M2t 3-(4-ER22-2-22 24
0ICE(0.170 g), 5-E22-
(4-822-2-22 2418 )-5-
OC2AM YLt

)-5-It22Al-2-HI€21=(0.270 g), N,
2-EIQEIEE0I01£(0.250 g) & ClO
((5-BEZ22-2-E|2QH E g

W © A

1H—NMR(DMSO—de, & ppm): 2.28(3H,s), 4.06(2H,s), 6.84 (1H,d,J=8.4Hz), 7.34(1H.d,J=8.7Hz),

7.35(1H,d,J=4.1Hz), 7.38(1H,dd,J=8.4 and2.0Hz), 7.59(1H,dd,J=8.6 and 1.7Hz), 7.65(1H,d,J=4.1Hz),
7.71(1H,d,J=2.0Hz), 7.99(1H,s), 11.41(1H,s), 12.50(1H,brs).

mp : 234-235 C.

IR(Nujol) : 1689 om .

CALALOl 225

(3-(4-B2R-2-22 2HIA)-2-HE-5-(4-HESTUIH2H D) oIS (5132 (30)) 2 B4
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AAN 12 2Y 01| Met 3-(4-BE2R-2-222H 2 )-5-II1 25 AI-2-0IE21=(0.200 g), N,N'-9t2ZELCI0]
DIEP%(OJW g) 4-BHIEHI=Z0I01=(0.160 g) ¥ CIOIAHIAIZ22CI4(0.158 g)22H 3-(4-E22-2-2
ZZHE)-2-HE-5-(4-HE =T LI2H2)21S(0.032 g)8 ZEH2ZA AT

1H—NMR(DMSO—de, & ppm): 1.73-1.81(2H,m), 2.11-2.16(2H,m), 2.30(3H,s), 3.47(2H,m), 4.06(2H.s),

4.99(2H,m), 5.70-5.99(1H,m), 6.86(1H,d, J=8.4Hz), 7.34(1H,d, J=8.5Hz), 7.38(1H,d,J=8.2Hz),
7.63(1H,d,J=8.3Hz), 7.72(1H,s), 8.03(1H,s), 11.38(1H.brs), 11.71(1H,brs).

mp : 145-150 C.
CAAIN 230
G-((-2B22-2-EIQH=XY)IIEHR2Y)-3-(2,4-LIZZ2HH )-2-HE S (FE2(3

)3t 2

AAIG 19 2RO Oet 5-IIESAI-3-(2,4-CI222HE)-2-HE2=(0.330 g), N,
Z(0.240 g), 5-E2E2-2-EIQH=F0t0/=(0.300 g) ¥ CIOtXHHIAIZZ 244l

EE-2-EIQHSZY)IIEHZ2Y)-3-(2,4- |§§§“ﬂx') -2-HIEQI=(0.450 g)2 %’%Mﬁ“

Ct.

—

]H—NMH(DMSO—de, & ppm): 2.29(3H,s), 4.07(2H,s), 6.91(1H,d,J=8.4Hz), 7.23-7.27(2H,m),
7.34(1H,d,J=8.5Hz), 7.58-7.61(2H,m), 7.69(1H,d,J=4.1Hz), 7.99(1H,s), 11.40(1H,s), 12.48 (1H,brs).

p : 212-214 C.

IR(Nujol) : 1688 cm .

CALAION 24>

(5-((5-BR2P-2-E|QMETL)I}2H 2 Y)-3-(2,4-CI1 222U )-2-H LIS (S 2(32))2 &)
0 +

(0.

AN 12 - Tt 5—3P§EAI 3-(2,4-CI222WH)-2-HE2/=(0.330 g), N,N'-It2Z2LCI0[0ICt
Z(0- 240 g), 5 SE2-2-EIQH=Z0t01=(0.360 g) L CIOIXHHIAIZZ24I41(0.230 g)222H 5-((5-
SBZ2-2-EIQE=ZY)II=2HIZ2Y)- 3 (2,4-LIS22YH)-2-HEQS(0.460 g)S HEM HICZAN ¢

UCEH.

]H—NMH(DMSO—de, & ppm): 2.28(3H,s), 4.07(2H,s), 6.91(1H,d,J=8.4Hz), 7.25(1H,dd,J=8.4 and 2.2Hz),

7.34(1H,d,J=8.5Hz),  7.36(1H,d,J=4.0Hz), 7.59(1H,dd,J=8.6 ~and 1.6Hz), 7.61(1H,d,J=2.1Hz),
7.65(1H,d,J=4.0Hz), 8.00(1H,s), 11.41(1H,s), 12.48 (1H,brs).

D : 231-233 C.

IR(Nujol) : 1688 cm .

CAAI 25

(3-(-2224-(ERIE22M L) HE)2-HLY-5-(-HESEYI
SAIOI 19 FH0 [2 5-32=A-5-(2-322-4-(Se B2

[E) eIl &) -2-HI 221 =(0.200 g), N,N'-
122 Y C0I0ICHE(0.177 g), 1-HIEFESZ0I01S(0.166 g) 2 CIOIAHHIAIZ220I41(0.166 g)2 22 H 3-
(-222-4-(ECIZZ2R2Z2ME)HA)-2-HE-5-(1-HE=TUII2HI2YU)QIS(0.225 )2 WM AFO=R

A & ACH

]H—NMR(DMSO—de, & ppm): 0.79(3H,t,J=7.2Hz), 1.25(2H,m), 1.34(2H,m), 1.66(2H,m), 2.31(3H,s),

3.47(2H,t,J=7.6Hz), 4.18(2H,s), 7.11(1H,d,J=8.1Hz), 7.36(1H,d,J=8.5Hz), 7.55(1H,d,J=8.1Hz),
7.63(1H,d,J=8.5Hz), 7.86(1H,s), 8.04(1H,s), 11.43(1H,s), 11.92(1H,brs).

mp - 146-150 C.
CALAIO 26

(3-(2-222-4-(ECIZERZME )UE)-2-HE-5-(4-HEUM= T LII2HI2 Y ) IS (3 2(34))2 &
=

-

~

eg)sa)-2-Heels(0.200 g),
OFXHIAIZZ 20141(0.166 g)2 2
Hol2H29)1=(0.220 g)8 H

AAIG 19 2t M2t 5-9t2=2A-3-((2-222-4-(E2E=2Q
N N'-2I 22 L CI0I0ICHE(0.177 g), p-ERAW=Z0L0 )
2H 3-(2-222-4-(EZ2220 ) A )-2
M ANOZ AN AL,

b=
H O

0. g
4-HIE =

\_/

1H—NMR(DMSO—d6, & ppm): 2.29(3H,s), 2.37(3H,s), 4.17(2H,s), 7.09(1H,d,J=8.1Hz),

7.32(1H,d,J=8.5Hz), 7.39(2H,d,J=8.2Hz), 7.55(2H,d,J=8.5Hz), 7.84(3H.m), 7.98(1H,s), 11.41(1H,s),
12.12(1H,brs).

mp : 247-250 C.
CAAG 275

(3-(-EZ224-(ECIERZNE )HE)-2-HNE-5-((5-ER22-2-E|QU=Z L )II2HI2 L) QI S(
(35)) &4

t

]

=
=

tol
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AAIO 19 2Rl Tet 5-II 25 A-3-(2-B224-(ECERLZHE) ©1=(0.368 g), N.N'-

22 CI0I0ICHE(0.243 ¢g), 5-22=2-2-E|QH=Z001=(0.297 ¢ AZ222014(0.228
0)C22H 3-(2-2E224-(ECIER2Z0HE)8E) 2—[H|%‘—5—((5—%@2—2—89&%2%)BFEH}E%)P_'
(O 205 g)S WM Aoz M AACH

H—NMR(DMSO—de, & ppm): 2.30(3H,s), 4.18(2H,s), 7.09(1H,d,J=8.0Hz), 7.25(1H,d,J=4.0Hz),

7.35(1H,d,J=8.5Hz),  7.55(1H,d,J=8.2Hz), 7.60(1H,d,J=8.8Hz), 7.69(1H,d,J=4.0Hz), 7.86(1H,s),
8.00(1H,s), 11.44(1H,s), 12.51(1H,brs).

IR : 1696 cm .
mp : 228-230 C .
CALAIOH 28)

(3-(2-222-4-(ECIZR220 2 )HE )-2-HE-5-((-E22-2-EIQU=X Y )II2H2Y ) S (32
(36))2 &4d>

AAIG 19 S0l Tet 592 =A-3-(-2224-(E2 BRI )HE)-2-HEQ
S22 UC0I0ICE(0.243 g), 5-22D-2-EIQHEZ0I0]S(0.363 g) X CIOK

0)2Z22H 3-(2-2224-(ECIERZHE)HA)-2-HE-5-((5-E22-2-E|QH=Z Y )II=EH2Y) 0l
£(0.425 )2 4 BHOZN 2L,

£(0.368 g), N.N'-
A E

1H—NMR(DMSO—dG, & ppm): 2.30(3H,s), 4.18(2H,s), 7.09(1H,d,J=8.1Hz), 7.35(2H,m),

7.55(1H,d,J=8.2Hz), 7.60(1H,dd,J=1.6 and 8.6Hz), 7.64(1H.d,J=4.1Hz), 7.86(1H,s), 8.01(1H,s),
11.44(1H,s), 12.45(1H,brs).

IR : 1691 cm .
D 247-249 C .
CALAIOH 29>

(3-(2-222-4-(ECIZF 2N E ) )-2-HE-5-((4-HI LB M) =2 LI 2HI2 L) I =S (& 2(37)) 2
A

o
0

AAlG 12 S0l et 5-H2HA-3-(2-222-4-(ECIZR20E)HE)-2-0221=(0.368 g), NN'-
It2 2L CI0I0ICHE(0.243 g), (4—H|'§Uﬂﬂ)§§OPDIE(O.275 g) & CIOtRHIAIZZ22014(0.228 g)2 2
FE 3-(2-2224-(ECIER20 2 )HUE)-2-02-5-((4-HILBd) == LI2H24 )21 S(0.420 g)S

o

2 2o ZHORH VUL

1H—NMR(DMSO—d6, & ppm): 2.29(3H,s), 4.17(2H,s), 5.45(1H,d,J=11.0Hz), 6.00(1H.d,J=17.6Hz),
1

)
6.81(1H,dd,J=17.6 and 11.0Hz), 7.09(1H,d,J=8.1Hz), 7.32(1H,d,J=8.5Hz), 7.55(2H,m),
7.68(2H,d,J=8.4Hz), 7.86(1H,s), 7.92(2H,d,J=8.4Hz), 7.98(1H,s), 11.40(1H,s), 12.15(1H,brs).

IR : 1681 cm .
mp : 185-188 C.
CALALOl 30)

(3-(2-2224-(ECIZF 22U E)UE)2-HE-5-((2-HLNHE) =X LI 222 ) I = (5E2(38))

o g4

A0 19 SOl [tet 5-5I2SA-3-(2-2224-(ECIZR2 NS )H A )-2-HEI=(0.368 g), NN'-
22 <L 00I0ICHE(0.243 g) (2-HENHYY)=Z0t01=(0.275 g) ¥ LCIOIXHIAIZZ20141(0.228 g)2

§‘='E1 -(2-2224-(ECIER2Z0E)E)-2-HE-5-((2-HENHE )= EIH=HI2Y )21 =(0.215
g)2 EE& Mo AFJOZAN AL

1H—NMR(DMSO—d6, & ppm): 2.30(3H,s), 4.18(2H,s), 7.09(1H,d,J=8.0Hz), 7.35(1H,d,J=8.5Hz),

7.44(3H,m), 7.48(1H,d,J=15.6Hz), 7.55(1H,d,J=8.0Hz), 7.61(1H,d,J=15.8Hz), 7.63(1H,m),
7.75(2H,d, J=6.5Hz), 7.876(1H,s), 8.06(1H,s), 11.41(1H,s), 11.96(1H,brs).

IR : 1688 cm .
219-224 C.
CALALOl 31D

(3-(2-222-4-(ECIER20IE )8R )2-HE-5-((1-HE) = Z LI 2622 ) A S (3 & 2(39)) 2 &4
>

AAlC 12 S0l et 5-H2EA-3-(2-222-4-(ECIZFR20E )HE)-2-012 21 =(0.368 g), NN'-
22 CI0I0ICHE(0.243 g), 1-HIEI=FE0t01=(0.224 g) & CIOIXHIAIZZ20I4(0.228 g)222H 3-
(2-2224-(ECERZ2ME)HE )2-HE-5-((1-HE) =X dI26H22) 21 =(0.1059) 2 Z2EL=Z2AM

2ACH
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1H—NMR(DMSO—d6, & ppm): 0.85(3H,t,J=7.4Hz), 1.43(2H,m), 2.22(2H,q,J=7.0Hz), 2.30(3H,s),

4.18(2H,s), 6.75(1H,d,J=15.2Hz), 6.82(1H,m),7.09(1H,d,J=8.1Hz), 7.35(1H,d,J=8.5Hz),
7.55(1H,d,J=8.0Hz), 7.61(1H,d,J=7.3Hz), 7.86(1H,s), 8.02(1H,s), 11.41(1H,s), 11.76(1H,brs).

IR : 1674 cm .

b 90-93 C.

CALAIOH 32)

(3-((2-222-4-(HI=AIHIE ) HE)-2-H 2 -5-(1-HEtE T LI 2H DY) OIS (382 (40) )2 B A
ATAIGH 12 S0 Tt 5-2=A-3-(2-22 2-4-(HSAIH L) HE)-2-HE IS (0.179 g), N.N'-II2E
LCI0I0ICHE(0.143 g), 1-BIEFSZ0I0/S(0.134 g) 2 CIOIXIHIAI222014(0.133 g) 22 2E 3-(2-2
224 (H=AH)HE)-2-He-5-(-HEZTUIN2H2U)IS(0.004 g)S A HHO2 M AU

1H—NMR(DMSO—dG, & ppm): 0.80(3H,t,J=7.2Hz), 1.26(2H,m), 1.34(2H.m), 1.67(2H.m), 2.31(3H,s),

3.47(2H,t,J=7.7Hz), 4.11(2H,s), 5.04(2H,s), 6.90-6.98(4H,m), 7.26(3H,m), 7.34(1H,d,J=8.6Hz),
7.53(1H,s), 7.62(1H,d,J=8.9Hz), 8.05(1H,s), 11.36(1H,s), 11.68(1H,s).

mp : 151-153 C.

CAAIO 33

B-(2-E2224-(H=sAHE)HE ) -2-HE-5-(4-HEHMSEZLIISHIZ Y )= (e 2(41))2 &4
AAI0 12 Y-l T2t 5-ItESA-3-(2-2224-(H=sAIHE ) H A )-2-HE

SCI0I0ICHE(0.143 @), p-E=AU=Z0I01=(0.151 g) &L CIOHAH
(2-222-4-(H=sAHE )HE ) -2-HE-5-(4-HEH P =L LI =4
N SALCEH.

]H—NMR(DMSO—de, & ppm): 2.89(3H,s), 2.36(3H,s), 4.09(2H,s), 5.04(2H,s), 6.91-6.98(4H,m), 7.22-

7.31(4H,m),  7.39(2H.d,J=8.2Hz), 7.53(2H,m), 7.85(2H,d,J=8.2Hz), 7.99(MH,s), 11.34(1H,s),
12.09(1H,brs).

mp : 170-172 C.
CALAIO 34

(3-(2-222-4-(ASZHAUSAINE ) HE)2-HE-5-(1-HE=ZIII2HI2Y) S (3t S(42)) 2 &4

>
A0 12 EHH Ot 5-9
g

= 2 )
N.N'-It2 24 CI010ICHE(0.220 g), 1—@%%% t01=(0.205 g) = EIOWHIAI% %Hlﬂ( 205 g)2 2%
Bl 3-(2-222-4-(ASZHAUSAINE)HE)-2-012-5-(1-HE=ZLIIISHI2)=(0.155 g)S &M

ez M AL

1H—NMR(DMSO—d6, & ppm): 0.81(3H,t,J=7.1Hz), 1.13-1.40(%H,m), 1.45(1H,m), 1.65(4H,m), 1.83(2H,m),

2.30(3H,s), 3.47(2H,t,J=7.6Hz), 4.09(2H,s), 4.42(2H,s), 4.53(1H.m), 6.92(1H,d,J=7.9Hz),
7.10(1H,d,J=7.9Hz), 7.34(1H.d,J=8.6Hz), 7.38(1H,s), 7.63(1H.d,J=8.5Hz), 8.05(1H,s), 11.34(1H,s),
11.68(1H,brs).

CAAIGI 35)

(3-(2-222-4-(NSZHUSAUHE)HE)-2-HE-5-(4-HEHNM=LLIHISH 2 L) A S (3 =(43))2
8HA)

AAIN 19 - et 5-II2=2A-3-(2-222-4- (A 22 =
N N'-2t28YCI0/101CHS(0.22 o ) 2l | |

2y 3-(2-2=z=2-4- (AIJEA’é' AHIE)HIE)-2-HE-5-(4-HEH ML LI 2H 2 )2l = (O 14 Og)
EEM A™HOZ A HRULCH.

1H—NMR(DMSO—dG , & ppm):  1.15-1.30(5H,m), 1.46(1H,m), 1.64(2H,m), 1.83(2H,m), 2.28(3H,s),

2.37(3H,s), 4.07(2H,s), 4.42(2H,s), 5.53(1H,m), 6.89(1H,d,J=8.0Hz), 7.09(1H,d,J=8.0Hz),
7.30(1H,d,J=8.6Hz), 7.37(1H,s), 7.40(2H,d,J=8.1Hz), 7.53(1H,d,J=8.6Hz), 7.85(2H,d,J=8.3Hz),
7.98(1H,s), 11.32(1H,s), 12.09(1H,s).

mp : 178.8-180.9 T.
CAAIG 367

(3-(2-2224-UHSAHE)-2-HE-5-(4-HEHMNSTYIIEH2Y ) S (3t 2(44)) 2 &4
AN 12 2ol Mt 5-IHESA-3-(2-2E22-4-0ISAIME )-2-HE A S(0.190 g), N.N'-H=E2LLCI0]
OICHE(0.162 g), p-SRASZE0I0IS(0.171 g) ¥ CIOHKHIAIZ220141(0.152 g) 222 H 3-(2-22=2-
4-OI SAIE)-2-HE-5-(4-HEHM=SZLIIZHI2)S(0.145 g)2 2N ZH=2AM LAl

40-19



1020007011056

1H—NMR(DMSO—d6, & ppm): 1.27(3H,t,J=7.0Hz), 2.28(3H,s), 2.37(3H,s), 3.97(2H,q,J=7.0Hz),

4.00(2H,s), 6.73(1H,dd,J=8.6 and 2.5Hz), 6.82(1H.,d,J=8.6Hz), 7.00(1H.d,J=2.5Hz),
7.29(1H,d,J=8.6Hz),  7.40(2H,d,J=8.2Hz), 7.52(1H,dd,J=8.5 and 1.7Hz), 7.85(2H,d,J=8.3Hz),
7.97(1H,s), 11.30(1H,s), 12.09(1H,s).

mp : 161.9-163.3 C.
CHAIN 375

B-(2-222-4-0SAHUE)-2-HE-5-(1-HE=TIIIEHI2Y) S (St S(45)) 2 &4)

AN 12 2ol et 5-IHE2SEA-3-(2-222-4-0ISAIHME )-2-HE A =(0.190 g), N.N'-H=2E2LCI0]
OICHE(0.162 g), 1-BIEF=FO0I01=(0.151 g) & CIOXIHIAIZE22014(0.152 g)2 22 H 3-(2- 224
HISAIE)-2-HE-5-(1-HE=TYHIIEHZ2 L) Z(0.090 g)S PMH ZFZAH IJUCH

]H—NMR(DMSO—de, & ppm): 0.8 .27(5H,m), 1.35(2H,m), 1.67(2H.m), 2.29(3H.s),

(
3.47(2H,t,J=7.7Hz), 3.97(2H,q,J=6.9Hz), 4.02 2H,S), 6.74(1H,dd,J=8.6 and 2.0Hz),
6.84(1H,d,J=8.6Hz),  7.00(1H,d,J=2.0Hz), 7.33(1H,d,J=8.5Hz), 7.61(1H,d,J=8.5Hz), 8.04(1H,s),
11.32(1H,s), 11.68(1H,s).

mp : 103.0-105.5 C.

CAAION 38D

(3-(2-222-4-(EI2H-2-2)
-t

)-2-0f
AAIOI 19 S0l @2t 5922 A-3-(2-2 2 2-4-(E| QHI-
FYUCI0I0ICHS(0.073 g), p-SRAEE0I0IS(0.077 )
(-2 2 2-4-(E|QH-2-2 ) ¥ B )-2-H 2-5-(4-HEHH & E L}
N 2Lt

—
w
T
—
T
-~

o W
T

—~ N
~

HJXI

X )-2-HE-5-(4-HEHHEELIIZH 2 L) I S (5812 (46)) 2] &4
—2-
Q

1H—NMR(DMSO—d6, & ppm): 2.30(3H,s), 2.35(3H,s), 4.10(2H,s), 6.95(1H,d,J=8.1Hz), 7.12(1H,dd,J=3.7

and 5.0Hz), 7.30(1H,d,J=8.5Hz), 7.37(2H,d,J=8.2Hz), 7.44(1H,dd,J=1.8 and 8.1Hz), 7.51-7.56(3H,m),
7.73(1H,d,J=1.9Hz), 7.84(2H,d,J=8.3Hz), 8.00(1H,s), 11.34(1H,s), 12.12(1H,brs).

mp : 236.5-242.0 C.
CALAIO 39)

(3-(2-222-4-(EIH-2-2 ) A )-2-HE-5-(1-HE=ZUII 22 ) S (32 (47))2 4D

AAIG 129 2l et 5-II2ESA-3-(2-S22-4-(E| 28 -2-2 ) WA )-2-0E21=(0.160 g), NN'-IIZ
SYC0I0ICHE(0.102 g), 1-HE=EZEO00IE(0.095 ¢g) ¥ CIOIKHIAIZZ24I41(0.096 g)22FH 3-
(2-2224-(E|QH-2- )& )-2-HE-5-(1-HE=ZIIIEHR2Y)S(0.067 g)2 PN ZHFo=ZN ¢

UL,

1H—NMR(DMSO—dG , 8 ppm): 0.79(3H,t,J=7.3Hz), 1.24(2H,m), 1.33(2H,m),1.66(2H,m), 2.32(3H,s),

3.46(2H,t,J=7.7Hz), 4.12(2H,s), 6. 97(1H d,J=8.1Hz), 7.11(1H,dd,J=4.0 and 4.9Hz),
7.35(1H,d, J=8.5Hz), 7.44(1 ,dd,J=1.8 and 8.0Hz), 7.52(1H.d,J=8.2Hz), 7.54(1H,d,J=5.1Hz),
7.63(1H,dd, J=1.5 and 8.5Hz), 3(1H d J=1.8Hz), 8.07(1H,s), 11.37(1H,s), 11.69(1H,brs).

mp : 184.4-185.1 C.
CALAIO 40>

AAIG 12 2RO et 5-IIESA-3-(2-B224-(Fe&t-2-Y

|- ) N'-It22
ZCI0I0ICHE(0.162 g), 1-BIEF=E0I01=(0.151 g) ¥ CIOIXHIAIZZ20141(0.152 9)2 2R H 3-(2-2
224 (Fe-2-2)HE)-2-HE-5-(1-HESZIIIEH22)S(0.170 g)S UM BHOZ AN AL

1H—NMR(DMSO—d6, & ppm): 0.79(3H,t,J=7.3Hz), 1.24(2H,m), 1.33(2H,m),1.65(2H,m), 2.32(3H,s),

3.45(2H,t,J=7.6Hz), 4.12(2H,s), 6.57(1H,m), 6.97(1H,d,J=8.2Hz), 7.00(1H,d,J=8.1Hz),
7.34(1H,d,J=8.5Hz), 7.49(1H,d,J=8.1Hz), 7.62(1H,d,J=8.6Hz), 7.72(1H,s), 7.76(1H,s), 8.06(1H,s),
11.35(1H,s), 11.70(1H,brs).

mp : 162.1-163.8 C.

IR : 1652 cm .
CALALOl 41>
(3-(2-222-4-(LRh-0-2 ) HIE )-2-HE-5-(4-HEHHSTLUISH D) OIS (5152(49)) 2 B4

AAIG 19 EOl @2t 5-It2=A-3-(2-22 2-4-(Fa-2-2
JCI0I0ICHS(0.162 g), p-SRAUSZOI0IS(0.171 g
(-222-4-(Fe-2-2)HH)-2-HE-5-(4-HELHH ST L}
AALH,
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1H—NMR(DMSO—d6, & ppm): 2.30(3H,s), 2.35(3H,s), 4.10(2H,s), 6.58(1H,m), 6.98(2H.m),

)
7.30(1H,d,J=8.6Hz), 7.38(2H,d,J=8.1Hz), 7.49(1H,d,J=7.9Hz), 7.53(1H,d,J=8.4Hz), 7.73(1H,s),
7.77(1H,s), 7.84(2H,d,J=8.1Hz), 8.00(1H,s), 11.34(1H,s), 12.12(1H,brs).

mp : 232.7-234.1 C.

0

IR : 1679 cm .
CALAIOH 42>
(3-(2-222-4-(1-81M-2-2 )M E)--E-5-(4-HEHMSTLUINSHRL)AE L 3-(2-222-4-

(1-31 MI—1-2 ) Bl & ) -0- (| El-5-(4-H 2 H M= T LI 2 H 2 ) OIS (BHEH2(50)) o BH&D
AAIGH 19 S0 [Het 5-F22AI-3-((-222-4-(1-81M-2-2 ) A )-2-H LSS Tatsts 5-I12=
N-3-(2-2 2 2-4-(1-31 MI-1-2 ) BIE ) -2-H 2 1= (0.100 g), N,N'-FIELLCI0I0ICHE(0.064 g), p-S2
&= =001 S(0.067 g) 2 CIOFAIHIAIZ 2 2EA(0.060 g) O R2E 3-(2-2 2 2-4—(1-31 Ml-0-2 ) Il &l ) —2-

HE-5-(4-HEHMEELI}SHBU)AS ) 3-(2-2 2 2-4-(1-31 Ml—1-2 ) BI B ) -0- [ 2 -5-(4-0 =L ¢ Ml =
TUJIEHIRY) QIS0 E52(0.067 g, EMHI=2H2/8)S SHEA HEOZ A AUCH

1H—NMR(DMSO—de , 8 ppm): 0.87(3H,m), 1.28-1.61(4H,m), 1.91-2.14(2H,m), 2.28(3H,s), 2.37(3H,s),

4.08(2H,m), 5.05-5.48(1H,m), 5.80/6.30(1H,m), 6.80-7.00(1H,m), 7.17-7.26(1H,m),
7.29(1H,d,J=8.3Hz), 7.39(2H,d,J=7.5Hz), 7.42-7.48(1H,m), 7.53(1H,d,J=8.2Hz), 7.85(2H,d,J=7.8Hz),
7.98(1H,s), 11.31(1H,s), 12.10(1H,brs).

mp : 173-183 TC.
IR : 1659 cm .
CALALO] 43)

(3-(2-222-4-(1-248l-2-2 )M &) -2-H L -5-(1-HEHE T LI} 242 Y
1-2) M E)-2-H Y -5-(-HEr S T L3202 ) IS (38t 2 (51)) 2 &4

A0 12 ol Te

e
i
He
w
A
v
iy
HU
Hu
A
A
T
Jo
=
|

Bl ||'U

U m

HAI222H (0,06
o

NUC WA 12

1H—NMR(DMSO—d6, & ppm): 0.78-0.91(6H,m), 1.20-1.61(8H,m), 1.66(2H,m), 1.91-2.45(2H,m), 2.30(3H,m),

1
3.47(2H,t,J=7.6Hz), 4.07(2H,m), 5.05-5.82(1H,m), 6.28-6.99(2H,m), 7.16-7.29(1H,m),
7.34(1H,d,J=8.4Hz), 7.42-7.63(2H,m), 8.05(1H,m), 11.33(1H,s), 11.68(1H,s).

mp : 84-85 T.

IR : 1666 cm .

(A"l do/db DIRAS Ol=st €Y 46 &=2)

ANE Ee2
3(1-ERBLEEH-2-2UAHE)-5-((-2R2R2-2-EIQHETLY)II2HIS U )-2-HE IS (3 E2(23))

ANE S2

C57BL/KsJ-dbm db+/db+, C57BL/KsJ-dbm +m/+m (Jackson Laboratory)2l 5 =9 &431 0ILAZS F22olN
2 WXl 35212 =3 J|2t & AE0 AISotUCtH.

OFE A

SYS 0250 HME 2L HO|(CE-2, W= FUOH N =& otFlt. =&Hl= 0.01%2 HIS2 oL,
ZOICH 2 3l/3 HOIE 226t1, 2ol 220 20| XS JI=2o0 1 X0IZ2LEE Ol &FHS 4
E05I AL

ANE AHB

221 db/db OIRAE ME, €YX, €™ = E2DMEIE S5 HIE®HO=Z 5l 22 U= &, 14 Y
2t 2EOl HO|E &8 FOolCHAE J(2t2 8 = WXl 10 =d). 7ML 142 WMol &S0l ol It
g2l XMclE AAIS 2elA JHIlEel S (Chase Heparinized Capillary Tubes)ES 010l Ot W=EOZ
Mestn, 2o 2200 2ol €& &2 dAC. =T a=32 02Met 4LmMo 2Lx, €835 ECIZ
clhele s, & o s, 74Mu @YX, 82 & EclZ22AMele sE2 o0, E8t, 0,
7, 4L M= SHGIUO. =EUE 5, €0, AR TAGHULCEH.

=3y

YRS SHOS 10 WX 15 49 EXE ABGD, 22DRA M8 GAH(2EIA CII-HAER,
QN FOIRN)CZ =HGIRULH. EF = EQIZ22MEE 559 =FH0= 10 WXl 15 w2 EAZ2 ARGt
1D, GPOpS2ZH=Y(ECI2CIHCIEGHAERN) L= GPO-DASH (EcIZ2elH I EE-HAE2N) 0
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