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BRAOMT c BEMBRAMAACOELRHF > ERH 0 4H
koo 46H MM AMESO ek 0 ERERA/S-FRE-2-HL-
N-[(1-—XFAAfnR4-5)FEIXFTRE ARE
ko 1.7%(80%) : BEE179-181°C o |

S R2) - FRE-2-HME-N-[(1-—XFE- T
-4-E)F R X Fahk(500E% > 1.05ERTE) ~Fer X
(587#% %, » 1.05E £ ) ~ RHCI(0.05& #) ~ H,0(8 & #)
REtOH(3S5EH )X RAH B RBA o BELEH AR
s RIEBREAE > RA2-BE-D-FHRE-N-[(1I-=X¥F
Exfint-4-£)FTEIXFRE  BRAGHK  50EL
(96%) : 1& % 156-157°C o
Y@ 27
2B %-5-BEN[(1-—EFHBwwz-4-X)FHI]X
Ll Y |

FBR1) K- RESBEXTROGOES > 3.26EXF
VREZAK(1.45% 4. 9B EF )£, 4-—frEH (20EHA)
P EE BRBE o HARBRAWEALO30 EHA4)F
s RIS AG A IR MBI I R T A6-2E-1,2- = £ -40-3,1-
¥ Ho2oh-2,4- —W360% £ (62%) o

FR2): H6-BE-1,2-= f-4H-3,1- K H2o4-2,4-=
FM60EL »2EXF )R-BEFE-I-—XFE-THw
(420 % » 1.5EXF)EDSO(S EA)PZXREM > &
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T8 FHH30E o 3 MRS WRACOELMH M » £ 18X
HHRA oM MAE NS0, RAERE  RRMARGH
AYBLEERERMMALRB-HE-S-AEN-[(1-=%
AR wR-4-%)F 1R Faisk > 520E £(63%) o

Y4 28
- X -5-AE-N-[(1-—RPE S fmw-4-K)FEI|X
L33

o P E R R (12284 > 1 0ERF)HmE6-2%-
1,2- = #,-4H-3,1- X #3424 — (B REXKTH
Z A EREA)(2.0% > 9.6EXF)RDIF(I5EA#)2 %
W EMFOLM o |

AhERPFml-EETE-1-—XPE-S B (2.7
%29 6EXT) EATERTHRHS Jo SRR REH
AACOEt (50 & #)&H,0(50% # )M & o #% &K A& AAcOEt 3%
T o #f & 5F X ACOEL R vA B A ok ik W ok > AMESO, Bk & &
BoRGUWABBLEETERTHIL » RA2- B A-5-4
B-N-[(I-=%7 4558 mw-4-5)FE]XTaliak > 2.47
£(58%) o |
4 29
2-BA-5-RAEN-[(1-—%Fh~fwwk-4-£)F&]
X P up

T BR1) : #430%H,0,(6%FH) s ASCT » HmES-RA
£-1H-5315%-2,3- =& [J. Med. Chem., 19, 391(1976)](
4.0% 221 . 1E X F)RIN-NaOH(15 EH)Z & F o MR
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- BAHA (52 )

LMETETHHEINE  REEALOP » R4 ok
BHBERAS-RAEMEEXTR 2.6 £(68.6%):
7% 2 93-95°C o

% ®2) . #%(B0C)20 (2.5%°14.3 EXF)FmES-R
AE-MEAXTR(Q2.5%°13.9 EXF )% =-Bullx
BEFoMROMWETBTHRHISNE » RiEAL0 &£
AACOEt 3 3R o # K sk MH 0% % » AMgSO, $EHRR AR
CREUAHBLATRA MM > WA5- RAEN-F
Z-TEREEMHBEEEXTR 2.5 £(63.4%) : BE175°C

TR M- RAEN-BZ-TEEEMBEEX T H(
1.0% >3.58ERE)~4-BEFTE-1-—XFE5HwE(
1.0%>3.57TE%£ %)~ =% (0.37 £-3.66 EXF)R
DPPA(1.0% » 3.63E X 5 )#ADNF #2244 » £0CCT#
HISHRAETBTHH2IE o RAWEALIF » &
VAACOEt 3£ R o 4 3K sk vAH, 0%k % » AMgSO, st 0k & %A% »
REBREHAYBLEEER ML mf2-(F=-T
FHEAE)EES-RAEN-[(1-—XFENEur-4-%)
PRA]EFTREMR 1.86%(96.4%) : % 2:88-90°C o

SRA) M2 (BZ-TREE)EE-S-RAE-N-[(1-
—EFE-SEw-4-E)F R )X PRER(1.86 % 0 3.43
EXF)ATFAGEA) P2 RA44 > EOCTH#0SER
ETBTHHE3I0% 6 o R4 HEAH0F o 12 8 15%Na0H
KEZEPH > RRACOEtE IR o 6% & AH, 026 % » A MgS0,
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R REAERAL-BES-RAE-N-[(I-=FXFESA
o-4-%)-FPE]X PR 1.49%(97.7%) : B x114-

116°C o

Y4 30

- A-4-fN-[(1-—¥FEXEHR-4-K)FHEIXTF
34

AT-$-1,2- =% -40-3,1- X 54-5-#-2,4 - —w(&dN-
FREL-A-EEBEERTRAZRCAZRLAERLA)
(1.0% >5.06% ¥ ¥ )RDNF(18EH)ZH&EF » Fd-=
FREUR(C2EL) c A EBTHHOS ML > H4-KE
PE-1I-—X7PE <R uww(1.56% 556 EXF)ifmE
AR EMHSIBF o MR BRSHWAACOELHF > R
HyOse ek » AMgSO R R XK c ARG WA H B LK
BHRBAMILRE2-BE-4-E-N-[(I-=XFEX R
A-B)PEIE PR > 892% £(41%) : B X161-162°C o
Wi 3l
2- B A-6-—FRHE-N-(1-—XFPEAHuw-4-R)XTF
B Ax

Hul) . 4k (2.5%8 2 48.5 X F)mIN KOHA %%
ZARAER FmES-HENK - FTREME(.66 £ 50
EXF)RIN KOHAZ & (150 #4)Z %k + » #F SN
KOHZOC Fi#47 o R AMWEAL.5 I o A A% 1E > #
BAMAN HCl e dn » EH0C T > AB2-R % -6-74
EXPRIAK6.23%(68%) : 12190°C
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HR2) . 2B E-6-MEXTR(3.64%20 ERF)
A k-l X P A B ww(5.33% 0 20 ¥ F) ~ EDCI
(4.00%, » 21% % 5 ) & DMAP(2.45%, » 20% % ¥ ) £CH,Cl,
(60 )b ZRAMH > XA EBTHHO6.00 0 c RARR
&M ACH,Cl o » AH 0% B K%Mk o 46 AR AMgSO,
Bk EARTERE o HARGHASIO L > AR H AL
(30-50%AcOEt » £t P) EBEFTEERR > AA2-M
£-6-ME-N-(1-—XFEAHrk-4-5)X TR 2.33
£(27%) : mm217Co .

T HR3) {H2-EO6-AHE-N-(1-=XFENRU®-4-
E)XPaEm(2.00% > 4. 4K F)RNaBH,(1.20% » 33%
RE)ETHF(35E )P 2 8k » R H A £37%HCHOAK
B (2.15% 4 > 26 .58 L F)R3M H;S0, k& (3.7EHA
YAROCTFZAhABRAMT c RAMWEVCCTR#FLOIIE
s #% 1% ANaOH A % 348 3t % & Sk bt » 3 IXEt,03 3R o 4
# # AH20 % Bk o e > IAMESO 36 sk 320 2 T & o
BYWARECTIHRRAOEt ZRAWBARL A/2-—FK
£-6-E-N-(1I-—XFESRuk-4-2)XPupx 2.07
£(97%) : B R122°C o

HRA)  H2-—FREEC-HE-N-(1-—KFEX K%
w-4- %)X Pk (1.60% 3.5 EXF )R AELOH
(T5H) P2 RAH > AL RATBTHHEL o HRE
MBEEREERARTTRE > "/2-ME-6-—FRE-
N-(1-=RXPEXBng-4- %)X FTalAk» 1.42%8(9%) °
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Y 32
2-BA-4-—FRHBEN-(1-—XFESRHR-4-E)XF
[ 9:53

FR1) K S ARMZIRERRER G ME2 AKX
PERR(B.9% A2EXF)ERK(A00EA) P I HEHA o £
RAME R LI o

AAIE s HRICIFEmERS T » RWAERPHE K2 o
Kt HRBR1 I ABREBESHMNac RS
A% > ;RA0%NaOHA B o » X Zidebt » AW pHE B
10 » %% o #§ B M IA5%Na COg 7k i ik % ¥ o vAIRHC148
ok BRAL > A DHE &5 > £ AACOH(50 EA)RE > A
WA Rk o BL,0B8 & BA4-BA-2-HEXTHR
4.2%,(55%) : 1% ®230°C o

T R2) (A E-2-HERXTHR(0.80% 0 4. 4ERT)
®NaBH,(1.25% > 33EXRF)ATIFSEA) P B F & >
% 1% 6w £ 37T%HCHO K % % (2. 158 # » 26 5F ¥ 5 ) 3N
HyS04(3.7 EH)KRBZEBRACCTZIARARAHTF o HRA
WH0CTH#HLONE » RigaANaOHKZE R B o AWE
pHAE &3 » £ AEt 05 I o 64 #0 R 4 AH 0% B K % ¥
NSO EEARETRE o ARG WA HeOH B&H R >
WAL —FRAE-2-HEXTHR0.74%(80%) °

FR3) D MA-—FRAE-2-HERTR(4.20% » 208K
HE)~4-BB-1-— X FE A nww(5.33% »20E%F) -
EDCI(4.00% > 21 % % %) RDMAP(2.45 % > 20 EX F)#
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CHyCl,(60EA )P X REM» EXBTHRHELT.ONE o
BERRASMACHCl, MM > RH,0R B K% ¥ o 67 MR
AMgSO, R B AR FTRE c RGWESIOy £ AR
$61k (509 AcOEt » Z T B F) > £ HAOEtH & & » AHA
A-— PR h-2-E-N-(1 - —RXFEAARR-4-B)XT
AR 0 5.44% (59%) © % R:183°C o

FBRA) A —FRE-2-AE-N-(1 - —XFESAR
-A- )X PaERE(1.60% » 3.5 X F )k sk £EtOH(
TSEAM) Pz RAMW s AL, A TR TRELNE o RO
Wi ERRAARETRE - REHAB B LARM
1£(30-50%Ac0Et » 2T F) L —_RALRAESR -
AEE2-Meh-4-—FRAEAN-(1-—XFEAfw=w-4-%
YE T 0 1.18%(79%) : B ®118°C o
4 33
2-ME E-5-(N-Z i E-N-FABRE-N-[(1-—XFEX&
weg-4-E)FE-XPER

SBR1) RS- FRE-2-HE-N-[(I-—XFEC -
4-R)FE]XPalm(MM24)(B10E % > 1.77T EXF )R
BEGL 294EXF)ZRAW > GR1.ONH o RARE
BAHE o i amMeOHE R 8 @ M o 4 bk MEL 09 8
ma5-(N-z s E-N-FE)BE-2-AHE-N-[(1-=—%XF%-
AER-4-E)TEIETEEMR 0 ATOE % (53.2%) » &%
FeRRED o BmEIT5-176C o

S ER2)  H5-(N-ZE-N-FE)E-2-#E-N-[(1-
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—EFEARRE-4-B)FAIXFapk(500E L 1.0%
K E)RPL0,(110% %) AMeOH(40E # )+ 2 44 > #H;
ARG AF/ FFAD)REBTHE o MBI IER
ARERRA2-EE-S-(N-2A-N-FE)BEE-N-[(1-
—EFESAEUR-4-B)FEIRTRE  ARCRRE
Mo EMERAT—F B> RER o ER 224-226
C o
x4 1
2-(N’-E-g IR E)-S-—FRE-N-[(1-—XFESE®
-4-E)FA]-X P p |

HETHRESO.TEHHSEXF)R_FTHROG EA)
ZEE BRI ME2-BE S —FERE-N-[(1-=XF %
xEw-4-5)FEIETRME(2.2% > 5ERF) ~ NaHCO0,
(1.0%> 11 9B X F)R_HF» (50 EA)ZHEAF °

WERRAWMAEVCC THHI0 26 > REEAKTER
SRTRER O BAMBERMSO )R RBER A2 - KR
E-2ABES-—PREN-[(I-=XFEXRuR-4-5
AESES S ¥ X

ME-RBEQ23E 20 28T )FmELRBKRETRE
PEN L FICETOER S LER T X3 0-F SN B
Bk o RE AR B LHF AT A > RA2-(N-E-
RAERE)S-—FRE-N[(1-—RXTFESRRR4-£)
PAIETRAE(L.84 62.0%) : BE178-179°C ; 'H NMR
(DMSO-dg)ppm : 0.86(3H, t), 1.14-1.47(12H, m), 1.50-
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1.68(3H, m), 1.79(2H, t), 2.70-2.89(8H, m), 2.97(2H
. dt), 3.14(2H, t), 4.27(1H, s), 6.78-6.90(3H, m),
7.13-7.41(10H, m), 7.85(1H, d), 8.51(1H, t), 9.17(
1H, s) o |

THSH (X2 Z26)EABMMmF X > HatiEd
FTRAZ2-BE-XPREMZAA LB RERKRZEN
AAREAKRERT | {} ARFLEHZIBAL o

42
- (N'-E-TABRE)-N-[(1-—RFEXBok-4-%)F
A% PERE

{2-BA-N-[(1-—RXFEARUR-4-5)FR]XTEE
BRmE-TEMR): £%£80.2% ; % x197-198°C ; 'H NMR(
DMSO-dg)ppm : 0.86(3H, t), 1.24-1.83(11H, m), 2.79(
20, d), 3.02(2H, dd), 3.15(2H, t), 4.27(1H, s),6.91
(1, t), 7.13-7.41(12H, m), 7.57(1H, d), 8.21(1H,
d), 8.57(1H, t), 9.92(1H, s) o

x4 3
2-(N-E-REBRE)-N-[(1-—XFEAHhwk-4-%)F
AIXPEERE

{2-BE&-N-[(1-—RFEARRR-4-£)FEIXTR
BemiE-R AR} £$£29.9% ; B m178-180°C (EtOH) |
IH NMR(DMSO-Dg)ppm: 0.86(3H, t),1.24-1.83(13H, m),
2.79(2H, d), 2.96(2H, dd), 3.15(2H, t), 4.26(1H, s
), 6.91(1H, t), 7.13-7.41(12H, m), 7.57(1H, d),
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8.22(1H, d), 8.58(1H, t), 9.93(1H, s)e°

LI
2-(N-E-CBRE)-N[(1-—RFEARRk-1-%)F
EAE S 1

(2-BA-N-[(1-—XFAXEwZ-4-B)FRAI|XTR
BRE-C R} & $56.9% ; %% 168-169°C (Et0H) ;
LH NMR(DMSO-dg)ppm : 0.86(3H, t), 1.25-1.83(15H, m)
2,792, d), 3.01(2H, dd), 3.17(2H, t), 4.26(1H,
s), 6.91(1H, t), 7.13-7.40(12H, m), 7.57(1H, d),
8 21(1H, d), 8.57(1H, t), 9.95(1H, s) o
x4 5 |
2-(N'-E-FABRE)-N-[(1-—XPRA A fiwk-4-B)F
AIXFERE |
(2-BE-N-[(1-=—RXPExHn=x-4-X)FE]XT&
B E-g Rk} & $67% ; %M 146-148°C ; 1H NMR(DMSO-
de)ppn : 0.86(3H, t), 3.00(2H, dd), 3.15(2H, m),4.27
(18, s), 6.89-7.58(14H, m), 8.04(1H, d), 8.19(1H, g
), 8.59(1H, t), 9.93(1H, s)o
x#l 6
2-(N-E-2AIRE)-N-[(1-—KFPEAfnwwk-4-%)F
ElX PR
(2-BEN[(1-=XFEARAR4-B)FEIETR
B E-Fa): E$72.1% ; B 2155-157°C (EtOH) ;
LR NMR(DMSO-dg)ppm: 0.86(3H, t), 1.25-1.83(19H, m)
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2.79(2H, d), 3.01(2H, dd), 3.15(2H, t), 4.26(1H,

s), 6.91(1H, t), 7.13-7.41(12H, m), 7.57(1H, d),

8. 21(1H, d), 8.58(1H, t), 9.95(1H, s)o

x4 7

2-(N'-E-TABRE)N-(1-—RXPEAEnk-4-B)XF

A x
(2-BEN-(l-—XPEXfuvk-4-2)XTRBERE-

2 0.92(3H, t),1.23-1.67(6H, m), 2.04(4H, m), 2,84(
2H, m), 3.24(2H, q), 4.11(1H, m), 4.28(1H, s), 4.53
(1H, t), 6.55(1H, d), 6.94(1H, dd), 7.15-7.44(12H,
m), 8.40(1H, d), 10.26(1H, s)°

x4 8
2-(N-E-RARE)-N-(1-—XFE Bt 4-L)XF
33 |

C{2-BAEN- (X FAARwR-4-B)RTFTRBERE-
R} 2 $65.0% ; % x199-201°C ; 'H NMR(CDC1;)ppm
: 0.89(3H, t), 1.29-1.70(8H, m), 1.92-2.15(4H, m),
2.79-2.88(2H, m), 3.23(2H, q), 3.87-4.05(1H, m),
4.28(1H, s), 4.56(1H, t), 6.08(1H, d), 6.91-7.44(
130, m), 8.41(1H, d), 10.25(1H, s) o

x5 9
2-(N-E-ZEBRE)-N-(I-—XFESfwer-4-5 ) X8
B
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(2-BA-N-(1-—XFEXRwrk-4-5)XFREBKAE-
o p) : & £52.09 ; % ¥6192-194°C ; 1H NMR(CDC13)ppm
©0.87(3H, t), 1.25-1.67(10H, m), 1.92-2.13(4H, m)
. 2.79-2.87(2H, m), 3.24(2H, q), 3.88-4.02(1H, m),
4.28(1H, s), 4.54(1H, t), 6.05(1H, d), 6.91-7.46(
130, m), 8.41(1H, d), 10.27(1H, s)e
x4 10
0-(N'-E-2ABRE)N-(1-—FFESEuwz-4-E)XF
s |

(2-B%-N-(1-—XFEARRR-4-E)XFRBERE-
R} & £51.0% ; B x149-151°C ; 'H NMR(CDC1;)ppm
:0.87(3H, t), 1.23-1.68(14H, m), 1.92-2.15(4H, m)
, 2.80-2.88(2H, m), 3.23(2H, q), 3.86-4.02(1H, m),
4.28(1H, s), 4.57(1H, t), 6.06(1H, d), 6.91-7.48(
138, m), 8.41(1H, d), 10.26(1H, s) e
x4 11
2-(N'-E-+ ABE)-N-(1-—XFAAEnw-4-K)XTF
-9

{2-BE-N-(I-—XFEXErvE-4-B)RFRHKRE-
£} 2 %2£94.09% ; B Xs149-150°C ; 'H NMR(CDCl3)ppm
1 0.87(3H, t), 1.25(12H, m), 1.56(6H, m), 2.04(4H,
m), 2.84(2H, m), 3.23(2H, q), 3.91(1H, m), 4.28(1H,
s), 4.54(1H, t), 6.05(1H, d), 6.94(1H, dd), 7.15-
7.44(12H, m), 8.40(1H, d), 10.26(1H, s) o
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x4 12
9-(N'-E-ZEWRE)N-(1-—EFEXRuk-4-£)XF
i i

(2-BE-N-(1-—RXFEARRRE)RTRERAE - K
B} & #£83.0% ; % %204-206°C ; 'H NMR(CDC13)ppm :
0.92(3H, t), 1.23-1.67(6H, m), 2.04(4H, m), 2,84(2H
., m), 3.24(2H, q), 4.11(1H, m), 4.28(1H, s), 4.53(
1H, t), 6.55(1H, d), 6.94(1H, dd), 7.15-7.44(12H, m
), 8.40(1H, d), 10.26(1H, s) o
x4 13
3.5-—FaRE-2-(N-E-FERE)-N-(1-—XFENE
g -4- %)X P EEIE

{2-BE-35-—FRAEN-(I-—¥FESHUR-4-%)
AT@BRE-REk): £%£64.0% . %%195-198C ;
I NMR(CDCl3)ppm: 0.85(3H, t), 2.78(2H, d), 3.18(
2H,d), 3.76(3H, s), 3.81(3H, s), 3.95(1H, m), 4.23
(10, s), 4.86(1H, t), 5.89(1H, s), 6.48(1H, d),6.84
(1H, d), 7.35(1H, d) o
x4 14 |
5-f-2-(W-E-BARE)-N-(1-—KFE S fiww-4-%
)X P R B

{245 R-N-(1-=FFEABwk-4-B)K TR
BmE-BR) & ®67% ; %208-210°C ; 'H NMR(CDCI;)
ppm: 0.87(3H, t), 2.58(2H, d), 3.22(2H, dd), 3.90(
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1H, m), 4.23(1H, s), 4.52(1H, t), 5.05(1H, d), 8.34
(1H, q), 9.94(1H, s)-°

x4 15
2-(N’-E-pAEE)-3-RAEN-(1I-—XFPE S Rww-
1-£) 2 F R

(- A-3-RAEN-(I-—XFEAERR4-K)ET
R E-EE): ER71.2% ; B 2209-212°C ; 'H NMR(
DMSO-dg)ppm : 0.84(3H, t), 1.21(6H, d), 3.02(2H, q)
. 3.10(1H, m), 3.69(1H, m), 4.29(1H, s), 6.50(1H,
t), 7.14-7.42(13H, m), 7.66(1H, s), 8.03(1H, d) e

x4 16
2-(N'-E-p XM E)-5-HE-N-(1-—KFE N Bwwe-4-
A)X PR

{2-BA-5-ME-N-(I-=KFEABuk-4-B)X TR
Bt E-RRE) D 2 £52.0% ; % 6165-166°C ; 'H NMR(
CDC1g)ppm : 0.86(3H, t), 1.27-1.96(12H, m), 2.02(4H
, m), 2.89(2H, q), 3.24(2H, q), 3.92(1H, m), 4.30(
1H, s), 4.76(1H, t), 6.33(1H, d), 7.16-7.42(10H, m
), 8.25(1H, dd), 8.30(1H, d), 8.67(1H, d), 10.86(1H

, 8)e

x4 17

2-(N-E-BARE)-N-[3-(1 -~ — X P Ewfwk-3-%)
AEIXTHE

{2-B£-N-[3-(1-—XFEwfws-3-£)RE]|XT
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A RE-REE): E$£76.1% ; Bx109-111°C ; H NMR(
CDCl4) ppm: 0.88(3H, t), 1.24-1.62(15H, m), 1.92-
2.08(2H, m), 2.10-2.24(1H, m), 2.31-2.43(1H, m),
2.52-2.63(1H, m), 2.71(1H, d), 3.24(1H, dt),3.37(
2H, dt), 4.16(1H, s), 4.64(1H, t), 6.22(1H, t),
6.92(1H, dd), 7.10-7.50(12H, m), 8.41(1H, d), 10.26
(1H, s) o
x4 18 |
2-(N’-E-BABE)-N-2,6-—REXAXE )X TR
{2-BA-N-(2,6-—RAEXE)XFREAMRE-FAE}:
& #£63.29% % x123-125°C ; 'H NMR(CDCl3)ppm : 0.88(
3H, t), 1.16-1.30(20H, m), 1.45-1.51(2H, m), 3.07-
3.25(4H, m), 4.59-4.63(1H, t), 7.04-7.10(1H, m),
7.25-7.71(6H, m), 8.52-8.55(1H, d), 10.36(1H, s) o
x4 19
2-(N’-E-B XIRE)-5-BE-N-B3-—XERE)XFRE
&
{2-BA-5-BE-N-Q3—XERE)XTRERE-R
B} 2 #81.3% ; %x161.0-161.5°C ; 'H NMR(CDCl3)
ppm : 0.87(3H,t), 1.26(8H, t), 1.39-1.55(2H, m),
2.32(2H, dt), 3.17(2H, dt), 3.30(2H, dt), 3.96(1H,
t), 4.69(1H, t), 6.46(1H, t), 6.58(1H, dd), 6.71(
10, d), 7.04(1H, s), 7.13-7.30(10H, m), 7.75(1H, d
), 9.41(1H, s) o

-66-

RMER A BB EARR (CNS ) A4S (210X 297204 )

(300 P e B e B 3K )



TR H I R W

A7
B7

A~ ABAA (65 )

x4 20
2-[N'-(3,5-=-B=-TE-4-BEE)VEE]-N-(1-—X¥F
S Eohve-4-%)-
(2-BA-N-(1—XFESRur-4-E) X TRk
B k-2,6-—-%=-TA®[G.M. Coppinger, Tetrahedron
18, 61(1962)]} : & #£27.0% ; ¥ ®:218-225°C ; 'H NMR(
CDCls) ppm: 1.43(18H, m), 1.55-1.64(2H, m), 1.89-
2.13(2H, m), 3.90-3.98(1H, m), 4.37(1H, s), 5.07(1H
.'s), 5.43(1H, d), 6.33(1H, s), 6.95(1H, t), 7.16-
7.46(14H, m), 8.43(1H, d), 10.35(1H, s) o
x4 21 |
2-[N-(4-E-p EAXEVRE|-N-(I-—XFE S faww-4-
A)X TR
{2-BA-N-(1-—XPEARmw-4- )X TRERRRA-
Bk} £ #£86.0% ; #®®173-175°C ; 'H NMR(CDCl;)ppm
© 0.87(3H, t), 1.28(6H, m), 1.58(6H, m), 2.01(4H, m
), 2.25(2H, t), 2.83(2H, m), 3.88(1H, bs), 4.26(1H,
s), 6.07(1H, d), 6.54(1H, s), 6.90-7.43(18H, m),
8.37(1H, d), 10.41(1H, s)o
x4 22
2-[N-Q-B=THREEBECE)RE]I-N-(1-—XF X
Sfichwe-4-%)-XF R
{2 BEAEN-(I-—XFEAR U R-4-5)XFEERRN-(
2-BACA)RATHRE=-TE): £2£89.0% . Bw226-
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928°C : 'H NMR(CDCls)ppm: 1.41(9H, s), 1.63(2H, m),
1.94-2.12(4H, m), 2.84(2H, m), 3.33(4H, m), 3.92(1H
. m), 4.28(1H, s), 4.97(2H, m), 6.10(1H, d), 6.96(
1H, t), 7.25(12H, m), 8.36(1H, d), 10.29(1H, s) e
x4 23 | »
1-[2-(N-E-FABRE)VEFHE]-4-C-FREL)HR
o, o3t
(1-QC-mE2EX7aE)-4-C-FREXE)S R U-HRIE-
BR): &2 %£64.0% ; % x209-212°C ; 'H NMR(CDC13)ppm
+0.88(3H, t), 3.19(2H, q), 3.87(3H, s), 4.96(1H,
m), 3.69(1H, m), 4.29(1H, t), 6.87-7.39(7H, m),
8.04(1H, d), 8.09(1H, d) o
x4 24
1-[2-(NW-E-BERE)VXFTRHEE]-4-—XFE < ik
{(1-2-BAXPRAE)-4-—XFEXRUHRE-RIE)
: 2 %£86.09% ; B X125-127°C ; 'H NMR(CDCls)ppm : 0.89
(30, t), 1.29-1.31(8H, m), 1.47-1.49(2H, m), 2.32-
2.50(4H, m), 3.19(2H, q), 3.41-3.80(4H, m), 4.23(1H
,'s), 3.90(1H, t), 6.93(1H, t), 7.09-7.41(12H, m),
8.01(1H, s), 8.04(1H, d) o
x4 25
2-[N-(2- B A T E)RE]IN-(I- =X FEX Bk -4- 5%
)X F ak R
{2-p%-N-(1-—XFEAfng-4-5)XTREARR],2-

-68-

(300 e 2 ot ke B N Btk R o3k )

Ak R MR T BEFARE (CNS) AdRLE (210X297T2 4 )



T O 1 S R

A7
B7

Z -~ BAEA (67 )

—mAEzi): &£ %£90.09 ; 'H NNR(CDCI3) ppm: 1.58-
2.07(6H, m), 2.83(4H, m), 3.25(2H, m), 3.87(1H, s)
, 4.25(1H, s), 5.70(1H, s), 6.45.(1H, d), 6.92(1H,
t), 7.14-7.4(12H, m), 8.30(1H, d), 10.11(1H, s) o
%41 26
2-[N-(2-B A E)VRAE]-N-[(1 -—KFE X Fopwk-4-
B)FAIXFaE
(2-BE-N-[(1-—RFA~AEnx-4-5)FTE]XTR
MRl 2-—BETR)  &RIT% ; BE101-103C ;
IH NMR(CDCls) ppm: 1.34-1.43(2H, m), 1.54-1,68(3H,
m), 1.83(2H, t), 2.81-2.92(6H, m), 3.27-3.31(4H, m
), 4.24(1H, s), 5.31(1H, bt), 6.39(1H, bt), 6.82(
1H, d), 7.10-7.42(12H, m), 8.33(1H, d, J=8.2Hz),
10.20(1H, s) o

x4 27
2-(N-E-BARE)-N-(I-XABEBnw-4-L)XF
43

HERTREEG.OEA > WELF)FmE2-BE-N-(1-
TAXRwR-4-B)X TR (314 10EXFT)R F45(
SOEH)Z A E o M RSWEFK2NE o HAHIE > Fiv
Bk o K48 A4 Ao NalCO g 25 o 3 B0 K o b bSR3k o R A AR
KRR ERBEBEE-N-(-XREEN R hR-4-%)
X F R o

H2-KABEBE-N-(I-REBE AL k-4-B)XKT
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p(1.6% 3.5EXF)RE-RE(0.454% 5 3.9EKF)
EFEQIEA)PZ AR > BRL N KK KK AY
WAHBEREFERN L (O0%MBTE > A5 WM Y)
s 2-(N-E-REKRE)-N-(1-XAZEES K w=-4-
E)XvFaip: £295.0% ; Be142-1447C |

IH NMR(CDCls)ppm: 0.88(3H, t), 1.28-1.33(7H, m),
1.19-1.62(4H, m), 2.05-2.17(2H, m), 3.04-3.19(2H,
m), 3.25(2H, q), 4.10-4.15(1H, m), 4.24-4.40(2H, m

), 4,59(1H, t), 6.35(1H, d), 6.92(1H, t), 6.97-7.44

(8H, m), 8.40(1H, d), 10.20(1H, s) o
x4 28
2-(N-E-BARE)-N-[2-(1 -—KFASHmwwr-4-%)
e

HER(0.54 3.5B%KE) - RR-_FEAK(.0% >
3.6EEF)REN(0.4% > 4B X F)ETH (10EH)F 2
BEEAL N RERE o HARGHEA LS (10EH)
o M2-BE-N-[2-(1-— R FEAERR-4-£)TA]X
FPRER0.744 1LTOBRE )FmERBERT c RREH
EA50 N o KR o RGWAH B L TR A
(10%230% WM LE > ZTHF) mA2- (NV-E-£%
RE)-N-[2-(1-Z X F ARk -4-%) 2 5% 7 ok (
0.88% » 88.99%) : % X125-127°C ; 'H NMR(CDCI3)ppm :
0.88(3H, t), 1.09-1.43(10H, m), 1.44-1.77(7H, m),
1.78-1.93(2H, m), 2.88(2H, d), 3.24(2H, dt), 3.42(
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oH, dt), 4.23(1H, s), 4.58(1H, t), 6.16(1H, t),
6.93(1H, t), 7.13-7.45(12H, m), 8.41(1H, d), 10.28
(1H, s) o

FHbam(KH29Z42) MM AKX > Yo Kol
FRAZ2-EE -XTRENAALBRAERRZIABRHN
s AR RA KRR T () BERFILSHZIRMER o

x4 29
2-(N-E-ZEIRE)-N-[2-(1 -—XFExBwwk-4-K)
. |

(2-BEB-N-[2-(1 - =—XFEAARR-4-B)CE]XT
MMRE-TaR): & $£40.6% ; Bmm124-127°C ; 'H NMR(
CDC13)ppm: 0.90(3H,t) » 1.25-1.44(6H, m), 1.47-1.61
(58, m), 1.61-1.71(2H, m), 1.83(2H, t), 2.88(2H, d
), 3.27(2H, dt), 3.45(2H, dt), 4.23(1H, s), 4.60(1H
, t), 6.15(1H, t), 6.56(1H, t), 7.13-7.44(12H, m),
8.41(1H, d), 10.28(1H, s) o
x4 30 |
2-(N-E-CT ABRE)-N-[2-(1 -—XFE R uww-4-%)
LAEIX TR | -

{2-BeA-N-[2-(1-—RFANER%-4-£)TE]XT
AR E-ER): £2£91.3%  Bx143-144°C ; 'H NMR(
CDC13)ppm: 0.88(3H, t), 1.22-1.46(8H, m), 1.46-1.75
(7H, m), 1.83(2H, t), 2.88(2H, d), 3.24(2H, dt),
3.42(2H, dt), 4.23(1H, s), 4.58(1H, t), 6.17(1H, t

- 71 -
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) 6.93(1H, t), 7.13-7.44(12H, n), 8.40(1H, d),

10.24(1H, s) o

x4 31

2-(N'-E-BARE)S-—FBRE-N-(1-—XFEAEH

-4- %)% F kR
{2-BA-5-—FHEN-(I-=XFEAEUr-4-£)X

FREAE-FR): ER70.0% ; B R204-206°C ;

IH NMR(CDCl;)ppm: 0.86(3H, t), 2.86 (6H, m), 3.76(

1H, m), 4.30(1H, s), 6.81-7.84 (3H, m), 7.15-7.44(

100, n), 8.35(1H, d), 9.08(1H, s)o

x4 32 |
2-(N'-E-BRRE)-3- = FRAN(1-—XFEX B
w-4- %)X P B

{2-BA-3-—FRRE-N-(I-—X7Efnw-4-%)X
FREBERE-F®R): £2£38.0% ; BX203C ;
I§ NMR(CDCls)ppm: 0.85(3H, t), 1.12-1.34(8H, m),
1.35-1.61(4H, m), 1.92(2H, d), 2.03(2H, t), 2.55
(6H, s), 2.80(2H, d), 3.16(2H, dt), 3.86-4.05(1H,
m), 4.24(1H, s), 5.56(1H, d), 6.66(1H, d),6.93(1H,
s), 7.09-7.41(13H, m) o
x4 33
2-(N'-E-RAIRE)-N-FE-N-[(1-—BFEAH ok~

(304 D20 ot ke B v Bk RS )

A-R)FEIXPalEE
C{2-BEE-N-FEN-[(I-—RXFE S Ruk-4-£)F %]
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EPRBERE-FM) & $68.0% ; mE140°C ; 'H NMR(
CDC14)ppm: 0.88(3H, t), 1.24-1.78(19H, m), 2.93(3H,
s), 2.85-3.20(5H, m), 3.42(1H, d), 4.21(1H, s),
5.07(1H, t), 6.98-7.36(14H, m), 7.98(1H, s) o
£l 34
0-(N'-E-F AR E)-N-Clbvk-3-% )% F b i
(2-BA-N-(hk-3-B)XFRERE-FR) &%
85.29 : #5144.5°C ; 'H NMR(CDCl3)ppm : 0.85(3H, t)
1.10-1.34(8H, m), 1.35-1.49(2H, m), 3.03(2H, q),
7.05(1H, t), 7.21(1H, bt), 7.38-7.48(2H, m), 7.72(
1H, d), 8.09-8.14(1H, m), 8.22(1H, d), 8.32-8.35(
1H, m), 8.90(1H, t), 9.24(1H, s), 10.57(1H, s) o
£ 35
- (N-E-BAIEE)-N-Ck-2-%) X Pl
(2-BAN-(hk-2-B)EFRBERE-FR): £ %
84.0% ; #%%118.5°C ; 'H NMR(CDCl4)ppn : 0.88(3H, t)
1.44-1.62(2H, m), 3.27(2H, q), 4.66(1H, t), 6.99-
7.11(2H, m), 7.49(1H, t), 7.63(1H, d), 7.76(1H, t)
. 8.24(1H, d), 8.29-8.33(1H, m), 8.49(1H, d), 8.68

(18, s), 10.11(1H, s) o

x4 36

2N -(1,1-= P&+ =) RAI-N-(1-Z X P £ @
w-4- K )X TR

{2-BX-N-(1-=XFEAEwR-4-5)XFREBKRZ,2-

_73-

AERAAA TEBEME (CNS) AU (210X2970 4 )

(01 e 55 e i [ Bt RO 3 )



R P O H - T IR

A7
B7

A~ BREA (72 )

—Pi+wms): £%£38.0%; BE146-148C ;
1§ NMR(CDCls)ppm: 0.88(3H, t), 1.24-1.32(22H, m),
1.55(6H, s), 1.62-1.66(2H, m), 1.96-2.12(4H, m),
2.83-2.87(2H, m), 3.87-3.94(1H, m), 4.28(1H, s),
4.44(1H, t), 6,08(1H, d), 6.89-6.95(1H, t), 7.16-
7.42(12H, m), 8.37(1H, d), 10.04(1H, s) o
x4 37
2-[N-(2.6-—RAEXE)RE]N-(1-—XFE AW
w-4-%)- X FREE
{2-BA-N-(1-—XFESBEwR-4-B)XTABERL,6-
—RAEXTFR): 2$£63.0% . Bx118C ; 'H NMR(CDCl,
Yppm : 1.17(12H, d), 1.43-1.49(2H, m), 1.816(2H, m),
1.96-2.04(2H, m), 2.77-2.81(2H, m), 3.23-3.33(2H, m
), 3.75(1H, m), 4.25(1H, s), 5.82-5.91(2H, m), 6.95
(18, t), 7.16-7.41(15H,m), 8.43(1H, d), 9.53-9.54(
1H, m) o
x4 38
1-[2-(N-E-BERE)XFRHEL]-4-—XPER AW
" |
[1-QC-BEXTHE) 4 —KFEEAAUARE-F
B} &2 $£82.0% ; mx125°C ; 'H NMR(CDCl3)ppm : 0.88
(3H, t), 1.29(8H, bs), 1.42-1.56(2H, s), 1.65-1.78
(1H, m), 1.83-1.95(4H, m), 2.51-2.82(4H, m), 3.13-
3.28(1H, m), 3.35-3.61(2H, m), 3.67-3.88(2H, m),

-74-
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4.56(1H, d), 4.85-5.00(1H, m), 6.98(1H, dt), 7.09-
7.49(12H, m), 7.82-8.16(2H, m) o
£ 39
1-[2- (- R A IRE)E P ab )4 (10,11 - § -5H-=
£ s[a A1 BEH-5-%)% Bt

{1-(2-pe A X P X)-4-(10,11-= % -5H-=% % [a,d]
BEH-S-2)E AR E-F8) I ER£39.0% B
144°C ; 'H(CDC15)ppm : 0.89(3H, t), 1.18-1.43(8H, m)
1.44-1.63(2H, m), 2.18-2.48(4H, m), 2.77-2.88(2H
m), 3.22(2H, q), 3.26-3.93(4H, m), 3.94-4.02(3H,
n), 4.67(1H, t), 6.92(1H, t), 7.04-7.35(10H, m),
8.07(2H, t) o

x4 40
2-(N’-E-p AR E)-N-[3-(1 -— P EASBRuwor-4-%)
TN T A

{2-E-N-[3-(1-—XFE~fm-4-£)RE]RVT
EEAERE-¥8) ;& $£45.3% ; #2123 - 124.5°C (AcOEt
/&) ; (CDCls)ppm: 0.88(3H, t), 1.14-1.40(13H, m
), 1.45-1.66(6H, m), 1.81(2H, t), 2.87(2H, d), 3.24
(1H, dt), 3.38(2H, dt), 4.22(1H,.s), 4.60(1H, t),
6.24(1H, t), 6.93(1H, t), 7.13-7.32(7H, m), 7.34-
7.44(5H, m), 8.40(1H, d), 10.28(1H, s) o
x4 41
N-(I-FE X Rwwk-4-K-2-(N-E-RERE )X F o B
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(-8 & -N-(1-FEAfinR-4-B)XTRERE-¥8
}: & #48.4% ; % x134°C ; 'H NMR(CDCl3) ppm: 0.88(
SH, t), 1.20-1.40(8H, m), 1.45-1.69(4H, d), 2.18(2H
. t), 2.86(2H, d), 3.24(2H, q), 3.25(2H, s), 3.83-
4.03(1H, m), 4.62(1H, t), 6.13(1H, d), 6.94(1H, dt
), 7.24-7.43(7H, m), 8.40(1H, d), 10.26(1H, s)e°
x4 42
N-(1-F A~ fiwek-4-£)-2-(W-E-+ERE)XFREE

(2-Be -N-(1-FEAEuR-4-E)XFTRBERE-£R
}: 2 #£81.9% ; % X129°C ; 'H NMR(CDCl3) ppm: 0.88(
3, t), 1.17-1.41(10H, m), 2.00(2H, d), 2.18(2H, t
), 2.86(2H, d), 3.25(2H, q), 3.52(2H, s), 3.83-4.02
(1H, m), 4.56(1H, t), 6.06(1H, d), 6.95(1H, dt),
7.24-7.45(7H, w), 8.42(1H, d), 10.29(1H, ,s)e

T D)

%4 43
N-[1-[2,6-— R A X-4-(4-REE)-S-(FREFTE )ww-
3-A]F A fiw-4-K]-2-(W-E-BERE )X FRERk

Y1) $10%Pd/Cr AR AT HEMEXHAL T A RA
ZN-(1-F A< fnwz-4-%)-2-(N-E-RARLE)EFTR
Be(lA% >3 1BEF)RTH(B5ES)ZHRT o RS
HA50 pSifiBRH THES B> REALATRIE o4&
RARSE o RGHHE B LM ERR AL (50% F R

0.8%NH,0H » &= R F1F) » @ AN-(x Lok -4-5)-2-

(V-E-XRE)XFTRERK:48.4% ; BR159Co
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£~ BAHA (75 )

S B2): HN- (xR wr-4-£)-2-(N-E-RERE)X
Pakhk(0.96% > 2. TE R F)®NaBHCN(0.17% » 2. TE %
E)ifmE2,6-—RHE-4-(4-REE)FHES TR
EF AR (0.9% > 2.7TE X F)RMeOH(30E ) ik
oM RAOMAERTHHET Jif > REANOCCTHK
A FER > 5k (MgS0,) RSB o ARG HABH
LHERRAT AL (10E50% M TE > #HTIRT) > & F
N-[1-[2,6-— R A E-4-(4-REE) S (FREFE)H=%-
3-E]FEARRRA-$]-2-(V-E-REIRE)ETEE
(0.65%, » 35.7%) : #&%123°C ; 'H NMR(CDCl3) ppm:
0.88(3H, t), 1.17-1.46(22H, m), 1.49-1.66(2H, m),
1.80-2.00(4H, m), 2.57(2H, d), 3.09-3.53(9H, m),
3.68-3.89(1H, m), 3.49(2H, s), 4.53(1H, t), 5.98(
10, d), 6.93(1H, t), 7.05-7.24(4H, m), 7.33-7.48
(2H, m), 8.41(1H, d), 10.30(1H, s)°

FHib st (A4 M A MM F X RH > 2aaN-(1 -F
Exfww-4-£)-2-(NV-E-FERE)XFERK > K
N-(1-Fhxfmw-4-£)-2-(N-E-BEKRE)¥ 7K
x4 44
N-[1-(2,6-—REAE-4-(4-REE)-S-(FRAEFE )wbwe-

(S v 2 o B (o Bk RO )

3-A1FE S fone-4-£]-2-(NW-E-FERE)XFHERE
A %34.19% ; #%¥:132°C ; 'H NMR(CDCl3) ppm: 0.88 (
3H, t), 1.17-1.46(24H, m), 1.49-1.66(2H, m), 1.80-

- 77 -
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A7
B7

TR H R

-~ BAEA (76 )

2.00(4H, m), 2.57(2H, d), 3.09-3.55(9H, m), 3.68-
3.89(1H, m), 3.49(2H, s), 4.53(1H, t), 5.98(1H, d)
, 6.93(1H, t), 7.05-7.24(4H, m), 7.33-7.48(2H, m),
8.41(1H, d), 10.30(1H, s)e°

%4 45
2-(N’-E-pABRE)-N-(I-—FFEAHuwek-4-K)X7F
[© 33

W2-E-R AR E-40-3,1- K434 -4-8(3.0% > 10%
KR )B4 BE-1-—EFPEXBERR(3.0%>10 EXF)
EFXEQIEA)PZRAME A3 N> KRN o KR
WA BLETHER L (0% BRTE > ATHRY)
s mAF2-(N-E-RERE)-N-(1-=—XKFREXHwk-4-
E)E TR (2.34 5 40%) : B ®182°C ; 'H NMR(CDCI,
Yppm : 0.87(3H, t), 1.27-1.30(8H, m), 1.47-1.67(4H,
n), 1.95-2.12(4H, m), 2.84(2H, d), 3.24(2H, q),
3.90-3.94(1H, m), 4.26(1H, s), 4.56(1H, t), 6.09(
11, d), 6.92-6.98(1H, m), 7.16-7.44(12H, m), 8.41
(18, d), 10.26(1H, s) o

F oot (EHI6EE3) B AMMAE X » $ & 2-E-f
ERA-40-3,1- K524 4 -WA LI @M ERAZIER
s A EAREE (o GERFLOHZRES o
K4 46
N-(3,5-—-$=-TH-4-BEE)-2-(N-F-RERE)X
Tk |

-78-
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(- %-2,6-F=-TE®}: ££22.0%; Bx211-214
°C ; 'H NMR(CDCl;)ppm: 0.86(3H, d), 1.27-1.51(28H, m
), 3.16-3.23(2H, q), 5.34(1H, s), 5.60(1H, s), 6.97
(1H, d), 7.00-7.45(4H, m), 7.64(1H, d), 8.34(1H, d)
., 9.17(1H, s), 9.84(1H, s) o
x4 47
N-(4-FE-BAXR)-2-(N-E-REARE)EFRER

{4-E-g A %B): &£ £40.0% ; Bx155-157C ;

IH NMR(CDCI3)ppm: 0.85-0.94(6H, d), 1.28-1.32(20H,
m), 2.61(2H, t), 3.25(2H, q), 4.61(1H, s), 6.94-
7.03(1H, m), 7.19-7.65(6H, m), 8.00(1H, s), 8.40(
18, d), 10.01(1H, s)o

X4 48

N-(2-% %-6,11-—f - %%[belftMH-11-K)F &
2-(N-E-gERE)ET &

(11-BAFE-2-8%-611-—H—%4[belftmH
): E%£60.0% ; Bx71-76°C ; 'H NMR(CDClg3)ppm : 0.88
(3H, t), 1.32-1.62(8H, m), 3.23-3.30(2H, m), 4.77
#5.69(2H, q), 6.39(1H, s), 6.90-7.43(10H, m), 8.40
(1H, d), 10.21(1H, d) e
x4 49
N-[1-[2-(4,5-= K Kokok-2-R)RT A S Buok-4-%1]-

(5 P2 R e B A B w3k )

2-(N-E-m ERE)X PR
{2-[2-(4-p A< Eww-1-2)T A E-4,5-— %%

-79-
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A7
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- BAHHA (78 )

skok): & £45.6% ; % ¥160-161°C ; 'H NMR(CDCl;)ppm
© 0.88(3H, t), 1.08(3H, ddd), 1.28-1.31(8H, m),
1.51-1.56(2H, m), 1.80(2H, d), 2.16(2H, t), 2.93(
oH, t), 3.08-3.04(4H, m), 3.24(2H, dt), 3.80(1H, m
), 4.63(1H, t), 5.27(1H, d), 7,02-7.54(13H, m),
8.43(1H, d), 10.10(1H, s) o
x4 50
N-(3.3-— %A EE)-2(N-E-RARAE)X FoEM
(3,3-—% B MM} £%60.0%; Hw118C ; 'H MR
(CDC1;)ppm : 0.88(3H, t), 1.06-1.72(10H, b), 2.38(
oH, q), 3.00-3.60(4H, m), 4.00(1H, t), 4.60(1H, t)
. 6.13(1H, b), 6.64-7.52(13H, mn), 8.73(1H, d),
10.28(1H, s) o
x4 51
N-[1-(2- % -6,11- = - % s[b el tMMm-11-%)=
ez -4-%1-2-(NW-E-BEXRE)E PR
{(11-(4-pe A A fww-1-%)-2-%%-6,11-— K — %4
[b,elf M%) : & £54.1% ; B m198-199°C ; 'H NMR(
CDC14)ppm : 0.82-0.93(3H, m), 1.27-1.64(12H, m),
1.93-1.95(2H, m), 2.12(2H, q), 2.70(1H, d), 2.87(
1H, d), 3.24(2H, q), 3.90-4.00(2H, m), 4.57(2H, t)
, 6.03(1H, d), 6.77-6.96(4H, m), 7.09-7.45(9H, m),
8.40(1H, d), 10.26(1H, s) o

£ 52
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N-[2- (4,5-—%ckeob-2-R )R E]-2-(N-E-REIR
5)XFREE |

(2-(2-me kT A)-4,5-—KE%-2} &2 35.9% .
¥ X 285-288°C ; 'H NMR(CDClg)ppm: 0.97(3H, t), 1.17-
1.86(100, m), 3.24-3.31(2H, m), 3.43(2H, t), 3,86-
3.92(2H, m), 4.62-4.66(1H, m), 6.36(1H, t), 7.18-
7.70(13H, m), 8.36(1H, d), 8.71-8.74(1H, m), 10.53
(1H, s) o
£4 53
N-[2-(4,5-— % Kokob-1-2)Z £]-2-(N'-E-E AR %)

5 ‘ |

{(1-(2-m A X TaEd)-4-—XFECHu-#): ££8.0
9% : % %:169.7°C ; 'H NMR(CDCl3)ppm: 0.89(3H, t),
1.18-1.59(10H, m), 3.20-3.7(2H, dt), 3.45-3.51(2H,
dt), 4.06(2H, t), 5.09-5.15(1H, m), 6.45(1H, t),
6.88-6.93(1H, m), 7.15-7.46(12H, m), 7.59(1H, s),
8.45(1H, d), 9.69-9.70(1H, m) o

% ] 54
2-(N-E-pARE)-N-(1-— X FHE A Rww-3-R)XF
R |

T B1) XM F A EF22-(N-E-RERE)-N-(
wowg-3- %)X FRMEG.0% > UEXF)RP0 £ mm@ (70
EH)EZRAM > HMCCR R XK (50 psi) FHFLT
B KB B®E o MMAARIO%NaOHZ A P fo » AR TE

-81-
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A~ BRABA (g0 )

35 B3 A e NalICO g 2% 3% 2 #e o 424 # A #£ 5k (MgS04) R
R o MARGWHH B LEFEMA L (20% FHR0.8
O%NH,OH > 2 —H FHe k) > mA2-(N-E-REIRE)-N-(
SEBwe-3-4 )X Fakak(83.8%) ¢ B A165°C ©

o m2) AR EFR(14A S 6EXF ) HmEL-
(NV-E-EEERE)-N-Gofimw-3-5)XFam(l.0%
2.8 ¥ E) ~Ky005(0.4% »2.9E X F)RDMSO(SESA) £
CCTZEAT o HRAHERIBNH » #A1%NaHCO3 %
WP ABMBCEERRRIYNAACO; 5k H ¥ o 1A M
Rk (MgS0,) Rk o RGHAH B L#EERH A
(5% £50% ML > £CTHRTP) ®fF2- (N-E-RE
BE)N-(1-— %X FENRnx-3-X)XFaE0.3 £
20.59%) : ##112°C » 'H NMR(CDClg)ppm: 0.88(3H, t),
1.23-1.35(8H, m), 1.47-1.85(6H, m), 2.05-2.20(1H,
m), 2.35-2.49(1H, m), 2.57-2.80(2H, m), 3.24(2H, q
), 4.12-4.23(1H, m), 4.35(1H, s), 4.57-4.65(1H, m)
, 6.90-7.55(14H, m), 8.48(1H, d), 10.37(1H, s)o

X#l 55
2-(N'-F - ARE)-5-BE-N-(1-—KFEX k-4
AR T a R

ABMRAOATBRL)ZF X > 2k2-(N-E-kERE)-
S-A & -N-(1-— R F &5 Rk -4-%) K Falblk » #R2-
(N-E-B R RE)-N-(hwz-3-R)XFalhk» $H2-(N'-
E-REBRE)S-BEN-(I-—X£FE-SfwR-4-£)X

..82-
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A7
B7

A~ BAEA (g1 )

PaERk . & £84.0% ; ®x190-192°C ; 'H NMR(CDCI3)ppm
:0.84(3H, t), 1.26(8H, m), 1.53(8H, m), 1.92-2.11
(4H, n), 2.82(2H, m), 3.19(2H, td), 3.55(2H, m),
3.91(14,s), 4.27(1H, s), 4.46(1H, m), 6.08(1H, d),
6.71(1H, d), 6.78(1H, dd), 7.15-7.41(10H, m), 8.00
(1H, d), 9.27(1H, s) o

X 41 56

EE-N-(1-—XF%

Afwwk-4- X)X FEERE

# B AL PR ARE(0.05EH > 0.65EXF)» ZHFNE
ZCE(0.09%E 4 > 0.6 EXF)~2-(N-E-REIRE)-5-
BE-N-(I-—XP A fnw-4-2)XFaER(0.32 £ »
0.59EXF)R K FHR(ISEA)EVCCTZHERT o iRk
S ME200E > RERB o HARGHWAH B LEELER
Wb (50% MM s 2FTHRF) mA2- (NV-E-&
ERE)S-FPEREEBRE-N-(1 - —XFEARRw-4-
E)EFPaEA(0.29% 5 79.0%) : mx180-182°C ; 'H NMR
(CDC13)ppm : 0.85(3H, t), 1.28(4H, m), 1.57(6H, m),
2.00(4H, n), 2.85(2H, m), 2.95(3H, s), 3.12(2H, td
), 3.90(1H, m), 4.29(1H, s), 4.63(1H, m), 6.22(1H,
d), 6.46(1H, d), 7.15-7.41(12H, m), 8.36(1H, d),
10.17(1H, s) o
x4 57
2-(N-E-EAIRE)-S-CEE-N-(1-—XFRE i
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B~ BARA (82)

w-4-%) KPR

# = (0.098F# » 0.65% 3 ¥ ) gt sk aF (0.067 EH
b0 07TERF) AERTHEME2-(N-E-RERE)-S-
BA-N-(1-—fFE~Rmww-4-%)-FFap(0.32% >
0.59EXF)R_RFROEA)ZERF c RS HIMH
U RERB o MARGUWAH B LEFHER TR (
50% MM L& > £RTHF) » AA-(V-E-REKRE)-
S-z M A-N-(1-—XFEARwk-4-5)%X Falpg(0.33
%5 96.0%) : 5 M113-115°C » 'H NMR(CDCI4)ppm : 0.86
(30, t), 1.27(8H, m), 1.49-1.69(4H, m), 1.92-2.08(
AH, m), 2.17(3H, s), 2.85(2H, m), 3.22(2H, q), 3.90
(16, m), 4.28(1H, s), 4.57(1H, t), 6.40(1H, d),
7.03(1H, dd), 7.15-7.40(11H, m), 8.06(1H, d), 8.30
(18,d), 10.10(1H, s) o
x4 58
2-(N-FE-pABE)S-(N-E-TEKRE)-N-(1-—XF
A Bw-4-R)EFRE |

AFMEH28ZFX > #H2- (NV-E-EEKRE)-S5-(N'-
E-TERE)-N-(I-=XF A fw-4-5)F TR
Yo E-AMR2-(N-E-RAERE)S-BE-N-(1-=X7F
Exfioww-4-A)EFaEk £%£79.0% ; Bw209- 211
°C ; 'H NMR(DHSO-dg)ppm: 0.83(3H, t), 0.89(3H, t),
3.77(1H, m), 4.29(1H, s), 6.08(1H, t), 7.00(1H, bs
), 7.15-7.40(1H, m), 7.91(1H, d), 8.30(1H, s), 8.41

..84..
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A~ BASHA (83 )

(18, d), 9.06(1H, d) o
x4 59
2-[N'-(2-—-FE-TEBECE)RE]-N-(1-—FFE
Boww-4-5) X FRER

AEAF A EAZ]2-[NV-Q2-ET£)RE]-N-(1-
—EFEARwR-4-B)-XFPREE(0.334£0.7TEXF)
N-TE(0.13%F# > | MEXF)RFTHGO EH)ZHER
b o> BT ok ifmNaBHCN(0.32% » 5. 1B ¥ F) » 3
Bl Smaa > WADHEL 6 o At HEARRAMWRE
BERH2IE o fmB R RIC] ) R BEZERA S M
cHEBRAOMRB o RAGHERA_RTRT » RERM®A
109 NaOHz s ik 4t ZpHAE 10 > 4 — F FHIFI o L H #
Rtk (MgSO.) Rk o MR G HHH B LT HER S
(e E) aA2-[NV-C2-=-E-TEBRECE)RE
]-N-(l-—Z P RS Bmvk-4- %)X FREM(0.15% » 35.0
9%) : #&m:159-161°C ; 'H NMR(CDCl4)ppm : 0.89(6H, t),
2.10(4H, m), 2.48(4H, t), 2.64(2H, m), 3.84(2H, m)
, 3.31(2H, q), 3.95(1H, m), 4.28(1H, s), 5.30(1H,
bs), 6.06(1H, d), 6.96(1H, t), 7.15-7.44(12H, m),
8.34(1H, d), 10.20(1H, s)o
x4 60
2-[N-(2-E-TEBACK)REIN[(1-—XFEXE
wog-4-K)FE1X PR

EHEXP6FFEAAEFZ2-[N-C-BEATE)ERE]-
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A7
B7

TP RPN H R

A~ AR (g4 )

N-[(I-=XFEXAmwr-4-5)-FEIXFEBKROGIEL
» LOEEF)AN-THO8MA 1.1 EXF)ZERY »
HERTHmEBROIRA) » RERLSHEL T = B8N
$itsn (305E £ > LABRT) o R12.) 04 » #10%NalHCO4
BANMEA)RBEZ —HRMELASR > EHRSH
AR EER oA ME IR MgS0,) Rk - HAY
WA H B L& R F AR st (AcOEt 90/ MeOH 10/
NH,OH 1)> mfF2-[N-(2-E-TEBKETE)IRE]-N-[(
I-— X FEARuwe-4-5)F A X Falak (110 £ - 20
%) : % % 148-150°C ; 'H NMR(CDCl3)ppm: 0.91(3H, t),
1.28-1.61(9H, m), 1.7(2H, t), 2.35(1H, bs), 2.61(2H
, t), 2.78(2H, t), 2.88-2.92(2H, m), 3.27-3.38(4H,
m), 4.24(1H, s), 5.37(1H, bt), 6.39(1H, bt), 6.92(
1H, t), 7.13-7.40(12H, m), 8.35(1H, d), 10.19(1H,

S)o

FTHibaH(Kp6L)EAMMFT XA 2AAFER
E-THEo
x4 61
2-[N-(2-REABACKE)RE]-N-[(1-—XFEAH -

4R FE]-X PRk

£ #£59.09 ; 1H NMR(CDCl3)ppm : 1.06(6H, d), 1.35-
1.88‘(8H, m), 2.75-2.93(20, 1H, 2H, m, h, t), 2.93-
3.37(4H, m), 4.24(1H, s), 5.20(1H, bt), 6.31(1H, bt
), 6.94(1H, t), 7.14-7.43(12H, m), 8.37(1H, d),

-86-
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10.23(1H, s) o
x4 62
2-(N'-E-TEARBRE)S-—CEAE-N-[(I-—XFE i
w-4- )P E-XPakiE

HER1) D AS-R-2-AHEN-[(1-=RKFEAERR-4-
E)PRAIRXFRBGEERNM24MA)(2. 1% 4. 6BEXT
YRDMF(30EA# )2 &k » Fim =K (1.46FE 4 > 14.06
EXF)o A ZRIRBR FERRBRTAERA/I- =
CBE2AEN[(1-—XFEABUR-4-5)FE]%
TEEAE(2.28% 0 97.5%) : B M167-168°C o

T R2) A A-2-AEN-[(I- =X FESA®
-4-R)FEIEPRAER(L.04L» 1.O9EBKF)ZmuF o
HAPt0s(30E L) o M BE R AN XKB2F / *+H5 2%
JFHHI N o BEMBEMBAXBERR 2-BE-5-=
CEAN-[(I-—XFPE Enx-4-5)FE]XTERK
930% £ (100%) : % 2:161-163°C o

HB3) A2 BAES-—EEN-[(I-= X7 A R®
w-4-E)F AR PR (D93E % » 1.259% £ ¥ ) CHC] 5
(20E#)zma b > S RRRE-TE(3T4E L 3.779
EXF) o MAEATABE > LXK RGWRHB L
BERRBALRAS-—ClE-2-(N-E-TEKRE)-N-
[(I-—FFERwwk-4-B)FE]XFTalfx - 366 &
519%) : % % 158-160°C ;

'H NMR(CDCls)ppm: 0.90(3H, t), 1.12(6H, t), 1.35-

-87-
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£~ BAHA (g6 )

1.64(9H, m), 1.84(2H, t), 2.90(2H, d), 3.19-3.31(
8H, m), 4.24(1H, s), 4.47(1H, bt), 6.38(1H, bt),
6.75-6.82(2H, m), 7.16-7.40(10H, m), 7.87(1H, d),
8.66(1H, s) o
AMMREHI622Z 5 X » mAESBRL) FkA LB (=
WS —_-E-AEN—-E-TE -wHiwSE ~SHtww
ARk ~ kol ook ) ~ 2B B AL (F B ~ TR -
BAETHM)  £BRRERLH (R TN RKT
W) R AT M2)PRAPL0, ~ B -NiEA
Wit K AFemk /HCl > #3485 W3) kA R RME-
TEAARMRE- T8> URTHOIETBF ik 2ibodh o
X4 63
2-(N'-E-THRE)-5-—FE-N[(I-—%kFEXEw
R-4-%)F 41K FagE |
[ZFh > RRRE-THE] : ER201-203C ; 'H NHR(
CDClg)ppm: 0.90(3H, t), 1.29-1.84(12H, m), 2.89(6H,
s), 3.18(2H, q), 3.28(2H, t), 4.24(1H, s), 4.62(1H,
bt), 6.46(1H, bt), 6.73-6.82(2H, m), 7.14-7.41(11H,
m), 7.86(1H, d), 8.82(1H, s)o
x4 64
2-(N’-E-THAIBRE)-S5-(kob-1-X)-N-[(1 -—XF RS
Bowk-4-%)FE]-X T RE
(ke BRME-TE): BE197-199C ;
IH NMR(CDCl3)ppm: 0.92(3H, t), 1.33-1.87(11H, m),

-88-
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A7
B7

E - BBALA (87 )

2.84(2H, m), 3.17-3.28(4H, m), 4.23(1H, s), 6.18(1H
bs), 7.12-7.40(134, m), 7.73(1H, d), 7.93(1H, s),
8.32(1H,bt), 8.50(1H, d), 10.33(1H, s) o
£ 4 65
2-(N-E-TEBRE)S-(wfmwg-1-K)-N-[(1-—%F
Axfuw-4-X)FPE]-XFRE

{wHoket» RAME-THE}: BX200-202°C ; 'H NMR
(CDC1)ppm : 0.90(3H, t), 1,21-1.88(9H, m), 1.99(4H
m), 2.90(2H, m), 3.15-3.32(8H, m), 4.24(1H, s),
4.88(1H, bt), 6.47(1H, bt), 6.55(1H, d), 6.64(1H,
dd), 7.13-7.40(10H, m), 7.85(1H, d), 8.63(1H, bs) o
% 4 66
S-— PR E-2-(N-E-RERE)-N-I(Q-—XFEEn
w-4-R)FE-XFaERg

{—FB> RRAME-AE]:BE 199-201°C ; 'H NMR(
CDCl4)ppm: 0.91(3H, t), 1.25-1.90(9H, m), 2.9(8H,
s+m), 3.17(2H, q), 3.31(2H, t), 4.25(1H, s), 4.51(
1, bt), 6.35(1H, bt), 6.74(1H, d), 6.85(1H, dd),
7.14-7.41(10H, m), 7.97(1H, d), 8.93(1H, bs) o
x4 67
2-(N'-TEABE)-S-FHRE-N-[(-—XKFE X Fowr-4-
FZIEIT Y

(FaEdn > RRME-THE): BE 206-208°C ; 'H NMR(
CDCls)ppm : 0.92(3H, t), 1.34-1.89(11H, m), 2.91(2H

_89-
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, m), 3.23(2H, q), 3.33(2H, t), 3.78(3H, s), 4.24(
1H,s), 4.49(1H,bt), 6.22(1H, bt), 6.89(1H, d), 6.99
(18, dd), 7.14-7.40(10H, m), 8.22(1H, d), 9.61(1H,
S) e

x4 68
2-(N’-E-TAIRE)-5-CHE-N-[(I-—XPE X Ew-

A-R)FRIXFRER

{zoshs RRME-TE): B 191-193°C ; 'H NMR(
CDCl4)ppm : 0.85(3H, t), 1.19-1.81(14H, m), 2.83(2H
, d), 3.12-3.25(4H, m), 3.92(2H, q), 4.17(1H, s),
4.45(1H, .t), 6.21(1H, t), 6.82(1H, d), 6.90(1H, dd
), 7.07-7.34(10H, m), 8.12(1H, d), 9.54(1H, s)o
x4 69
2-(N-E-THARE)-S-BRAXFRE-N-[(1-—XPEx
Anwe-4-B)PE|-XFEERE

(BAETRM RRAME-TE]: BX190-1927C ;
IH NMR(CDCl4)ppm: 0.33(2H, m), 0.62(2H, m), 0.91(
3M, t), 1.23-1.69(9H, m), 1.83(3H, m), 2.90(2H, m)
, 3.17-3,30(4H, m), 3.75(2H, m), 4.24(1H, s), 4.60
(1H, bt), 6.35(1H, bt), 6.96(2H, m), 7.13-7.41(10H
, m), 8.16(1H, d), 9.55(1H, s)o
£ 4 70
2-(N'-E-TARE)-5-(CHEK-4-K)-N-[(1-—XF %
Afnww-4-E)FPA]-RPRE

-90-
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(Bioh » LRME-THE]}: BX 208-210°C ; 'H NMR
(CDC1g)ppm: 0.91(3H, t), 1.31-1.88(11H, m), 2.90(
20, m), 3.06(4H, m), 3.19(2H, m), 3.30(2H, m), 3.84
(40, m), 4.25(1H, s), 4.58(1H, bt), 6.36(1H, bt),
6.88(1H, d), 7.00(1H, dd), 7.14-7.40(10H, m), 8.13
(1, d), 9.41(1H, s)o
x4 71
5-(BiE-h-4-%)-2-(N'-E-HXIRE)-N- [(1-_-2.‘?;&
Afiww-4-E)FE]-XPRE

{HEoHh > RRME-AB} . ®E 215-217°C ; 'H NMR
(CDC1g)ppm: 0.92(3H, t), 1.34-1.88(9H, m), 2.90(2H
., m), 3.06(4H, m), 3.18(2H, m), 3.30(2H, m), 3.84(
41, m), 4.24(1H, s), 4.59(1H, bt), 6.34(1H, bt),
6.88(1H,d), 7.01(1H, dd), 7.14-7.40(10H, m), 8.13(
1H, d), 9.42(1H, s)o

(Pl Jo ) ke e N Btk vk )

¥4 72
S-FAA-2(N-E-AERE)N[(I-— KPR fiokok-
4-%)F AR T R

(A TE4 RAME-AR): BX196-198°C ;
IH NMR(CDCls) ppm: 0.94(3H, t), 1.36-1.70(7H, m),
1.89(2H, t), 2.45(3H, s), 2.72(2H, d), 3.20(2H, q)
, 3.30(2H, t), 4.25(1H, s), 4.63(1H, bt), 6.31(1H,
bt), 7.17-7.41(12H, m), 8.34(1H, d), 10.07(1H, s) o
£ 13
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2-(N’-E-TEBRE)-S-FRAE-N-[(I-—XFE S fbwk-
4-E )P A X PaEER

(B PR RRME-THE]: BR206-208°C ;
I NMR(CDCls) ppm: 0.92(3H, t), 1.30-1.89(11H, m),
2.44(3H, s), 2.91(2H, m), 3.20-3.32(4H, m), 4.25(1H
,'s), 4.62(1H, bt), 6.32(1H, bt), 7.14-7.40(12H, m)
, 7.91(1H, d), 8.33(1H, d), 10.05(1H, s) e

x4 74 |
2-(W-E-TABE)5-ZAEN[(1-=XF LA Btk
4-%)PEIXFRE

(R RAME-THE):: BR159-160°C ;
1§ NMR(CDCl)ppm: 0.92(3H, t), 1.24(3H, t), 1.30-
1.76(14H, m), 1.85(2H, t), 2.81-2.94(4H, m), 3.21-
3.33(4H, m), 4.25(1H, s), 4.61(1H, bt), 6.28(1H, bt
), 7.14-7.45(12H, m), 8.37(1H, d), 10.19(1H, s)o
x4 75
2-(N-E-TEIEAE)-5-(=-E-AEVEE-N-[(=XF %
SAwe-4-E)F A -X PR

{(=-E-®MK> RRAE-THE]}:: BR171.5-172.5°C ;
1] NMR(CDCl;) ppm: 0.90(9H, t), 1.28-1.65(11H, m),
1.83(2H, t), 2.90(2H, d), 3.16-3.32(8H, m), 4.24(
1H, s), 4.55(1H,bt), 6.47(1H, bt), 6.70-6.75(2H, m
), 7.13-7.40(12H, m), 7.76(1H, d), 8.48(1H, s) o

) 76
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5-(—-E-TA)EE-2-(W-E-TERE)-N-[(I-—KF
Exfnw-4-5)FE-XFalilk

(=-E-TH » LRME-TE): BX181.5-182.5C ;
1§ NMR(CDClg)ppm : 0.86-0.94(9H, m), 1.27-1.87(17H,
m), 2.89(2H, d), 3.13-3.30(8H, m), 4.23(1H, s),
4.64(1H, bt), 6.54(1H, bt), 6.67-6.72(2H, m), 7.13-
7.40(12H, m), 7.73(1H, d), 8.49(1H, s) o
y LI |
() 2-(N-E-THRBE)-5-BE-N-[(Q-—XF L Ko
w-4- K )FEIX PR
(b) 5-E-TABFHAL-2-(N-E-THEKRE)-N-[(] -
— XA - 4- R VPRI XPRER
{2 BE5REN[(I-—RFEARUR4-E)FE]-
APREAIRAME-TE] EHAEEX197-199C ;
IH NMR(CDCI3)ppm: 0.90(3H, t), 1.20-1.90(11H, m),
2.88(2H, m), 3.18(2H, td), 3.25(2H, dd), 4.23(1H,
s), 5.31(1H, bs), 6.88(1H, dd), 6.97(1H, d), 7.10-
7.41(11H, m), 7.95(1H, d), 8.66(1H, s), 9.40(1H, s
) & |

v 153-155°C ; 'H NMR(CDCl3) ppm: 0.90(6H, t),
1.30-1.85(15H, m), 2.86(2H, m), 3.21(6H, m), 4.21
(1H, s), 4.63(1H, bs), 5.02(1H, bs), 6.54(1H, bs),
7.00-7.40(12H, m), 8.34(1H, d), 10.01(1H, s) o
x4 78
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2-(N'-E-TEABRE)-4-H-N-[Q-—XFE S fkw-4-
AEVFEIXFRERE
(2-BE-4-f-N-[(I-—XFEXEHuR-4-£)FEH]|X
PR R RRE-TH): BX195-197°C ; 'H NMR(CDCl;
yppm : 0.93(3H, t), 1.30-1.90(11H, m), 2.91(2H, m),
3.24(2H, td), 3.31(2H, dd), 4.25(1H, s), 4.67(1H,
bs), 6.36(1H, bs), 6.87(1H, dd), 7.14-7.41(11H, m)
, 8.51(1H, d), 10.38(1H, s) o |
AR EHO2ZFR > mEAKH 1 2% BRF M
3) s WA THXHTIZI052 /b4 4 o
x4 79 |
2-(N-E-F A RE)-5-(kot-1-K)-N-[(1 -=XFEX
Bm-4-E)FE- X oM |
{2-me %-5-(kek-1-B)-N-[(1-=XFEXHn=-4-
A)FAIXFaREMBRE-RE) B 183-185C ; 'H NMR
(CDC13)ppm : 0.88(3H, t), 1.24-1.86(17H, m), 2.89(2H
., m), 3.21(2H, q), 3.34(2H, m), 4.22(1H, s), 4.97(
10, t), 7.00(1H, s), 7.07-7.40(13H, m), 7.55(1H, d
), 8.48(1H, d), 8.74(1H, t), 10.55(1H, s) o
x4 80 :
2-(N-E-ZERE)-S-—FPRE-N-[(I-—XFES K
Z-4-%)F %1% FEEm
{2-BA-5-—FRE-N-[(1-—XFESAnR-4-%)
FEIRFTEMRRE-ZB]: BR145-147C ;

-94-
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1§ NMR(CDCls) ppm: 0.88(3H, t), 1.26-1.86(27H, m),
2.87(6H, s), 3.14(2H, q), 3.26(2H, t), 4.23(1H, s)
_ 4.76(1H, bt), 6.73-6.78(2H, m), 7.13-7.40(11H, m
), 7.77(1H, d), 8.72(1H, s) o
£ 4| 81
2-(N'-E-p EBRE)-S-FPHRE-N-[(I-—XFE R
4-X)PEAIXFREE

(2-BB-5-FREN[(1-—FFEAEnR-4-£)7F
E]-XP@BAE-FE) BR189-191°C ; 'H NMR(CDCI,
Yppm : 0.88(3H, t), 1.29-1.88(17H, m), 2.90(2H, m),
3.23(2H, q), 3.30(2H, t), 3.78(3H, s), 4.25(1H, s)
. 4.52(1H, bt), 6.27(1H, bt), 6.90(1H, d), 6.98(1H
. dd), 7.14-7.40(10H, m), 9.21(1H, d), 9.61(1H, s)
% 4] 82
2-(N'-E-FARE)-5-(Bak-4-%)-N-[(1-—%XF %
Sfww-4-E)FE-XPRERE

{2-m A -5-(Baak-4-%)-N-[(I-=XKFE S fnw-4-
E)-FAIXFRBRE-RE} BR153-155C ; 'H MR
(CDC13)ppm : 0.88(3H, t), 1.28-1.88(17H, m), 2.91(
oH, m), 3.06(4H, t), 3.20(2H, q), 3.30(2H, t), 3.84
(4H, t), 4.24(1H, s), 4.56(1H, bt), 6.35(1H, bt),
6.89(1H, d), 7.01(1H, dd), 7.14-7.40(10H, mn), 8.15
(11, d), 9.45(1H, s) o
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x4 83
2-(N’-E-g X 1B X)-5-(Bmwe-1-%)-N-[(1-=XKF
Axgfw-4-%)F A X Fal ik

{2-Be A -5-(x A mk-1-%8)-N-[(1I-=XFEAHnx-
A-B)FEIXTREMAE-EM) . BR166-168°C ; 'H NMR
(CDC15)ppm : 0.88(3H, t), 1.28-1.89(23H, m), 2.90(2H
, m), 3.04(2H, q), 3.23(2H, q), 3.30(2H, t), 4.24(
1H, s), 4.48(1H, bt), 6.25(1H, bt), 6.93(1H, d),
7.05(1H, dd), 7.14-7.40(10H, m), 8.12(1H, d), 9.51
(1H, s) o
x4 84
2-(W-E - X E)-5-(hok-1-K)-N-[(1 -—KXFE<
fonz-4-X)FPE]-XFRE

{2-Be &-5-(ok-1-B)-N-[(1-=XFEAHRR-4-

E)FTAIXFRBRE-RE] D BR176-178C ; 'H NMR(
CDCl3) ppm: 0.88(3H, t), 1.28-1.87(17H, m), 2.96(
2H, m), 3.24(2H, q), 3.34(2H, t), 4.26(1H, s), 4.70
(1H, bs), 6.46(1H, dd), 6.66(1H, bs), 7.14-7.42(10H
, m), 7.56(1H, dd), 7.69(1H, d), 7.88(2H, m), 8.53
(1H, d), 10.28(1H, s)o
x4 85
2-(N'-E-p ARE)-S-(wfieek-1-K)-N-[(1-=XF
Axfww-4-B)FPE|-X PR

{2-Be &-5-(w Bt -1-8)-N-[(I-=XFEAfn=

-96_
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4-E)FEIRFEMRE-RRE]  BE182-184°C ;

LH NMR(CDCl;) ppm: 0.88(3H, t), 1.27-1.98(21H, m),
2.90(2H, m), 3.13-3.29(8H, m), 4.23(1H, s), 4.55(

1§, bt), 6.55-6.63(3H, m), 7.13-7.40(10H, m), 7.80
(1, d), 8.57(1H, bs) o -

%4 86
5-Z fA-2-(V-E-RERE)N[(1-—¥FEA Hopod-
1-8)FE X TR

(2-BX-5-CRE-N-[(1-—%(FEARRwE-4-%)F
E]X PR E-EE) BR188-189°C ; 'H NMR(CDCI;
) ppm: 0.88(3H, t), 1.28-1.88(20H, m), 2.90(2H, d)
, 3.20(2H, q), 3.29(2H, t), 3.99(2H, q), 4.24(1H,
s), 4.51(1H, t), 6.29(1H, t), 6.89(1H, d),6.97(1H,
dd), 7.14-7.41(10H, m), 8.19(1H, d), 9.62(1H, s)o
x4 87 |
5-—z i Ak-2-(N'-E-B ERE)-N-[(Q-—XFES i1
w-4- K )FE|-XFRERE

{2-BE-5-—CBE-N-[(1-—XFE B u-4-%)
PRIXFTRERAE-RE] D BRE149-151°C |
If NMR(CDCls) ppm: 0.86(3H, t), 1.00-1.80(23H, m),
2.83(2H, m), 3.17(8H, m), 4.17(1H, s), 4.40(1H, bs
), 6.30(1H, bs), 6.72(2H, m), 7.10-7.40(10H, m),
7.81(1H, d), 8.60(1H, bs) o
% 4] 88
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2-(N’-Z A BE)-S-—FRRE-N-[(J-—XFE S A w-
4-%)F A I X PaE g
(2-BB-5-—FTHAEN-[(1-—X7EHuw-4-%)
PRAIEFTREATE): BR186-188°C ; 'H NMR(CDCl3)
ppm: 1.01(3H, t), 1.20-1.90(7H, m), 2.80(2H, m),
2.87(6H, s), 3.03(2H, m), 3.17(2H, bs), 4.30(1H,
s), 6.84(3H, m), 7.18-7.44(10H, m), 7.90(1H, d),
8.53(1H, bs), 9.24(1H, s)o
x4 89
2-(N-E-p AIRE)-S-—FPRRE-N-T(I-—XFE
w-3-K)FA]-X PR |
{2-BE-5-—FRREN[(1-=XFANEUR-3-%)
PEIXFTREBRRE-RE] D BR142-1447C |
IH NMR(CDClj3) ppm: 0.88(3H, t), 1.12-2.12(17H, m),
2.53-2.69(2H, m), 2.86(6H, s), 3.19(2H, q), 3.32(
20, t), 4.24(1H, s), 4.60(1H, t), 6.62-6.63(2H, m)
, 6.81(1H, dd), 7.11-7.37(10H, m), 7.92(1H, d),8.84

(1H, s) o

x4 90

2-(N’-E-Be A pR%)-5-E-N-[(1-— X F A fiwwr-4-
E)PRIXTRME

{2-Bc%-5-BE-N-[(I-—XFEXBnR-4-5)FE]-
EPREMARE-EE): BE165-167°C ; 'H NMR(CDCls)ppm
:0.86(3H, t), 1.20-1.90(17H, m), 2.88(2H, m), 3.15

-98-
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(28, td), 3.23(2H, dd), 4.23(1H, s), 5.20(1H, bt),
6.80(1H, bt), 6.91(2H, m), 7.10-7.40(10H, m), 7.95(
1H, d), 8.62(1H, s), 9.42(1H, s)o

x4 91
5-(N-z i &-N-FR)BE-2-(N-E-F XiRE)-N-[(1 -

—RXFEA S Bhek-4-B)-FEAIXPalle
{2-B&-5-(N-ZmA-N-FE)EE-N-[(1-=XF EX
Fnr-4-%)FEIXFRBERE-RE] B192-193C
Il NMR(CDCl;) ppm: 0.89(3H, t), 1.29-1.90(20H, m
), 1.83(3H, s), 2.92(2H, d), 3.20(3H, s), 3.20-3.29
(2H, m), 3.33(2H, t), 4.26(1H, s), 4.65(1H, t),
6.77(1H, bs), 7.14-7.40(11H, m), 8.50(1H, d), 10.49
(1H, bs) o
x4 92
2-(N-F - AXRE)-S-—Frh-N-[[1-#(4-RXX)F
Exfweg-4-K]-FEAIXFaii
{2-B%-5-—FRRE-N-[[1-(4-RXE)FTESA®
#-4-A]FEIXTRBERE-EE) : BE216°C ; 'H NMR
(CDClg)ppm : 0.88(3H, t), 1.20-1.90(17H, m), 2.80-
3.05(2H, m), 2,90(6H, s), 3.19(2H, d), 3.30(2H, t)
, 4.21(1H, s), 4.53(1H, bt), 6.53(1H, bt), 6.65-
6.92(2H, m), 7.17-7.47(8H, n), 7.76-8.00(1H, m),
8.88(1H, s) o
x4 93
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2-(N’-E-BERE)-S-—FaE-N-[[1-#(4-HXE)F
Axfinww-4-E]-FEIXTaEE
{2-Be A-5-—FRE-N-[[1-RU-REXE)FEXE
o -A- R TR X FREBRE-RE} D BR220C
If NMR(CDCl3)ppm: 0.88(3H, t), 1.15-1.90(17H, m),
2.78-3.02(2H, m), 2.90(6H, s), 3.19(2H, q), 3.30(
o0, t), 4.23(1H, s), 4.52(1H, bt), 6.48(1H, bt),
6.74(1H, m), 6.84(1H, d), 6.93-6.99(4H, m), 7.29-
7.34(4H, m), 7.92(1H, d), 8.88(1H, s) o
x4 94
2-(N-E-p RIRE)-S-—FRAE-N-[[1-#(4-FHREX
E)FPE fu-4-A|FRIX TR
{2-BX-5-—FRE-N-[[1-#U4-FREE)FESHR
wz-A- R | FEIRXTRBRRE-EE] D BE163C ;
1§ NMR(CDClg)ppm: 0.88(3H, t), 1.12-1.96(17H, m),
2.77-3.01(2H, m), 2.90(6H, s), 3.19(2H, q), 3.29(
2H, t), 3.76(6H, s), 4.17(1H, s), 4.48(1H, s), 6.40
(1H, s), 6.62-6.95(6H, m), 7.17-7.40(4H, m), 7.96(
1H, d), 8.95(1H, s)o
2. R
2-(N'-F-BABE)S-—FHE-N-[I-U-BEEFE S
foww-4- R )FE|-XFaER
{2-Beh-5-—FRE-N-[1-(4-BEEFESRwk-4-
£)-PAIXFTRERE-EE]: BE186°C ;

- 100 -
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1H NMR(DMSO-Dg)ppm : 0.86(3H, t), 1.27(8H, m), 1.40
(2H, t), 1.58-1.63(1H, m), 1.68(2H, d), 2.02(2H, t
), 2.85(6H, s), 3.02(2H, q), 3.17(2H, t), 3.50(2H,
s), 6.34(1H, bt), 6.77(1H, dd), 6.86(1H, d), 7.28-
7.45(5H, m), 7.54-7.62(4H, m), 7.79(1H, d), 8.04(1H
, bt), 8.86(1H, s)o
x4 96
2-(N-E-REMRE)S-—FrE-N[1-Q-BHEEF LS
Ang-4-%)FE]-XFRE
{2-BEE-5-—FBREN[I-C-HEXE)FESAw=-4-
B)FPAIRXPaipcmE-RA) B R160°C ; 'H NMR(DMSO-
d¢)ppm : 0.84(3H, t), 1.10-1.63(15H, m), 1.78(2H, t

), 2.71(2H, d), 2.84(6H, s), 2.98(2H, q), 3.11(2H,

t), 3.32(2H, s), 6.80(1H, d), 6,84(1H, d), 6.91(1H

, bt), 7.21(1H, dd), 7.28-7.44(7H, m), 7.50(1H, dd

), 7.87(1H, d), 8.52(1H, bt), 9.22(1H, s) o

x4 97 '

2-(N'-FE-B X IRE)-5S-—FREE-N-[[1- (=K 55K Eix-

S-%) A k4% ]F % TR |
{2-BX-5-—FRE-N-[[1-(=FHFERR-5-£)F K

wwg-4- R |FRIXFREMRAE-RE]: BR207C;

1H NMR(DMSO-dg)ppm : 0.86(3H, t), 0.98-1.96(17H, m)

. 2.60(2H, d), 2.74(2H, q), 2.83(6H, s), 2.96(2H,

q), 3.10(2H, bt), 3.92(4H, q), 3.98(1H, s), 6.81(

- 101 -
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2H, d), 6.89(1H, bt), 6.98-7.29(8H, m), 7.84(1H, d
), 8.51(1H, bt), 9.13(1H, s)o
£ 98
2-(N-E-BEIBRE)-S-—FRRE-N-[B-—XF£-8-§
NEH[3,2,1]%-3-2)F R X FalE
(2-BA-5-—FREN[(B-—%7E-8- L REH#[3,2
A1F-3-2)FPRIXPRMBAE-ERE] : BX195°C ;
1§ NMR(CDC1;)ppm: 0.88(3H, t), 1.27(8H, m), 1.49-
1.61(8H, m), 1.90-2.00(1H, m), 1.99-2.02(2H, m),
2.91(6H, s), 3.17-3.22(4H, m), 3.29-3.33(2H, m),
4.44(1H, s), 4.51(1H, bt), 6.41(1H, bt), 6.73(1H,
d), 6.85(1H, dd), 7.13-7.28(6H, m), 7.47(4H, d),
7.96(1H, d), 8.94(1H, s) o
£41 99
2-(N'-E-FABE)-5-—FlE-N[1-PE-1-(]-=%
PR wer-4-£)-CAIXPEE
(2-BA-5-—FHAEN[I-FE1-(I- =275 fi%
R-4-£) A X PREMRE- B} E®190°C ;| 1H NHR
(CDC1;)ppm : 0.88(3H, t), 1.27(8H, m), 1.49-1.61(8H
m), 1.90-2.00(1H, m), 1.99-2.02(2H, m), 2.91(6H,
s), 3.17-3.22(4H, m), 3.29-3.33(2H, m), 4.44(1H, s
), 4.51(1H, bt), 6.41(1H, bt), 6.73(1H, d), 6.85(
1H, dd), 7.13-7.28(6H, m), 7.47(4H, d), 7.96(1H, d
), 8.94(1H, s) o
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x4 100
S-— PR A-2-(N-E-RERE)-N-[(I-—KFES it
wh-4- B )FAIXT g
2-BE-5-—FHREN[(=XFEEUR-4-£)F
EIXPREBRRE-RK): BXR218C ; 'H NMR(CDCI3)ppm
- (30, t), 1.08-1.96(13H, m), 2.75-3.00(2H, m),
2.90(6H, m), 3.18(2H, q), 3.30(2H, t), 4.25(1H, s).
, 4.59(1H, bt), 6.53(1H, bt), 6.74(1H, d), 6.82(1H
, dd), 7.05-7.52(104, m), 7,90(1H, d), 8,9_2(1H, s)
x4 101
2-(N- BT ERE)-S-—FRE-N-[(1-—XFESHH
w-4-%)F & | X P kR
{2-BX-5-—FRE-N-[(1-—XFEXRu=-4-£)
PEIXPREBRREETE! : BX210-212°C ; 'H NMR(CDCl,
)ppm - 1.30-1.90(11H, m), 2.32(2H, m), 2.89(8H, s+m
), 3.30(2H, dd), 4.18(1H, m), 4.26(1H, s), 4.88(1H
, bs), 6.57(1H, bs), 6.73(1H, d), 6.81(1H, d),
7.14-7.45(10H, m), 7.89(1H, d), 8.88(1H, bs) o
x4 102
2- (N - EEE) 5= PBE-N-[(1-—RFEAB
w-4-R)FEIXFRER
{2-BE-5-—FHREN[(1 - —XFEABEHRR-4-£)
FEIXFRBRAERER] D BE211-213C ;
1H NMR(CDClg)ppm: 1.30-2.00(15H, m), 2.90(8H, s+m)

- 103 -

( om0 1 (Y ol O S )

AR AAR + BREAE (CNS ) AGLE ( 210X297 4 )



FE-TRR O e H  In- H E-WR

318830

A7
B7

-~ BBHA (102)

, 3.30(2H, dd), 4.02(1H, m), 4.24(1H, s), 4.54(1H,
bs), 6.41(1H, bs), 6.71(1H, s), 6.83(1H, d), 7.16-
7.40(10H, m), 7.97(1H, d), 8.95(1H, s) o
x4 103
2-(N-3- PR AFEIRE)-S-—FRRE-N-[(1-—%XF %
SEuww-4- X )FAIXFRER

{2-B &5 —FREN[(1-—XFESHER=-4-%)
FPEIXRFTREAS-FREAK) : BR191-193C ; 'H NMR
(CDClg)ppm : 1.27-1.88(9H, m), 2.92(8H, m),'3.28(7H
, q+s), 3.41(2H, t), 4.24(1H, s), 4.88(1H, bt),
6.60(1H, bt), 6.77(1H, d), 6.81(1H, dd), 7.13-7.40
(10H, m), 8.00(1H, d), 8.64(1H, bs) °
x4 104
2-(N-3- PR B EIRE)-S-(CBAR-k-4-%)-N-[(1-—XF
Axfuw-4-E)FRIXFRE

{2-B & -5-(Bmok-4-%)-N-[(I- =R FEX fwwk-4-
E)FE]XFTREAS-FREAR) D BELTS-176°C ;
1§ NMR(CDClsg)ppm: 1.34-1.88(9H, m), 2.90(2H, m),
3.06(4H, m), 3.31(7H, m+s), 3.44(2H, t), 3.84(4H,
m), 4.24(1H, s), 4.96(1H, bt), 6.37(1H, bt), 7.00
(1H, dd), 7.14-7.40(10H, m), 8.10(1H, d), 9.32(1H,
s)o
x4 105
2-(N'- B EFERE)-S-(HBok-4-%)-N-[(1-—%X %

- 104 -
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E -~ BRBH (103)

SEnw-4- X )FEAIXFRE
(2-BE B -5-(HaEok-4-%)-N-[(1 =X FE S Rwok-
4-%)-FEIXTHRERAERETR) | BR218-220C
Il NMR(CDCls)ppm: 0.19(2H, m), 0.48(2H, m), 0.93(
18, m), 1.34-1.88(7H, m), 2.90(2H, m), 3.06(6H, m)
, 3.32(2H, t), 3.84(4H, m), 4.24(1H, s), 4.69(1H,
bt), 6.34(1H, bt), 6.89(1H, d), 6.99(1H, dd), 7.14-
7.40(10H, m), 8.15(1H, d), 9.48(1H, s) o
FHHRARH106E108% 2 &4 > RARF K 4268
B ©
x4 106
2-(N-E-B AR E)-S-RAHE-N-T(I-—XFE < fwwg
4-E)FE X P ek
C{2-BAS-RAEEN-[(1-—X7E5Bwk-4-%)F
LI¥XTHEBRE-FR) BX179-180.5C ;
'H NMR(CDC1;)ppm : 0.88(3H, t), 1.22(6H, d), 1.20- ~,
1.67(13H, m), 1.69(2H, d), 1.86(2H, t), 2.84(1H, m

(3 D 2 e B2 N Bl B oW 3K )

{(2-B -6 —FREN-(I-—XFESfnw-4-%)X

- 105 -

|
), 2.92(2H, d), 3.23(2H, dd), 3.32(2H, t), 4.25(1H {
, s), 4.53(1H, t), 6.24(1H, t), 7.14-7.42(12H, m), |
8.28(1H, d), 10.03(1H, s) o }
x4 107 |
2-(W-E-p k&) 6-—FHEAN(1 -—XFEEH |
-4- )X PRk :
l
|
l
I
|

R RAAR T BB EAR (CNS ) AGLR ( 210X 2970 )
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PREBRRE-FM) I BITTC ; 'H NMR(CDCl3)ppm : 0.88
(3H, t), 1.10-1.30(8H, m), 1.51(2H, t), 1.61(2H, m
), 1.95(2H, d), 2.13(2H, t), 2.66(6H, s), 2.76(2H,
d), 3.23(2H, q), 3.97-4.05(1H, m), 4.29(1H, s),
4.52(1H, bt), 6.74(1H, d), 7.19(1H, t), 7.26-7.43(
OH, m), 8.19(1H, d), 9.82(1H, bt), 11.10(1H, s) o
x4 108
2-(N - AIRE)-4-—FE-N-(1-—RFES L%
w-4- )X PR i
{2-BE-4-—FBREN-(I-—XFE S fuw-4-%)%X
FREBRE-F®K): mE87°C ; 'H NMR(CDCl3)ppm : 0.87
(3H, t), 1.18-1.70(12H, m), 1.96(2H, d), 2.07(2H,
t), 2.83(2H, d), 3.02(6H, s), 3.24(2H, q), 3.88-
3.91(1H, m), 4.27(1H, s), 4.54(1H, bt), 5.88(1H, d
), 6.23(1H, dd), 7.10-7.51(11H, m), 7.94(1H, d),
11.01(1H, s) o
x4 109
S-BEE-2-(N-E-TEBE)-N-[(1-—KFEAHhwk-

4-R)F A 1K Pk

HER1) ;A2 E-5-AE-N-[(1-—RXFEASH kR
A-R)FA]X TR (EA 28)(1.2 £:2.69 EXF)n
CHCl3(15% )z ik b » i % RME-T & (8028 % >
8.09 EXF)o AMBABMKUIKE  XFEEMN ARG
WAHBLEEHRR AL > HB5-HE-2-(N-E-TH

- 106 -
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BAE)N-[(1 - —XFEABEwk-4-B)FE]|X TR
1.1£(75%) o

FR2) : AS-HE-2-(N-E-TEKRE)-N-[(1I-=X¥F
EAfnz-4-%)FE]X TR (60EL > L T6EXT)
R MeOH / AcOEt (50 4 / S0 )2 ik + » #mPt0;(38
EBE) ERLARKRGCAF/FF5F2L)TH#E AHER
EEAELE c BEMMEZERE c RGHAY B LEF
BB AT S > RSB A-2-(N-E-TERE)-N-[(1-=
EFEABnR-4-5)FE X Fabs > 780 % (86%) :
g 212-213°C ; 'H NMR (DMSO-dg) ppm: 0.83(3H, t),
1.21-1.88(11H, m), 2.77(2H, m), 2.95(2H, q), 3.10(
2H, t), 4.27(1H, s), 4.80(2H, bs), 6.58(1H, dd),
6.68(1H, d), 6.75(1H, bt), 7.13-7.41(10H, m), 7.58
(1H, d), 8.35(1H, bt), 8.74(1H, s) o

ABMBEAIOZFX » ERAARARE-ARHERKIRR
E-THE » 84T 5bA% (X #110) o
£41 110
SRk -2- (N -E-HERE)-N-[(1-—KF % okok-

(0l 2 ot e e v Bk R oS )

A-B)F R XFRER

(REME-HE): BE213-214°C ; 'H NMR (DMSO-dg)
ppm: 0.80(3H, t), 1.21-1.82(9H, m), 2.77(2H, m),
2.92(2H, q), 3.10(2H, m), 4.27(1H, s), 4,80(2H, bs
), 6.58(1H, dd), 6.68(1H, d), 6.78(1H, bt), 7.14-
7.41(10H, m), 7.59(1H, d), 8.34(1H, bt), 8.75(1H,

- 107 -
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s) o
x4 111
(a) 2-(N'-FE-THRE)-5-FEampk-N-[(1-—%XF %
Sfnw-4- X )FEAIX PR
(b) 2-(N-E-TERE)-S-FTABE-N-[(I-—FXFEX
foww-4- X )FEIX PR
H5-FRAE-2-(N-E-TERE)-N-[(1I-=XFEXHK
ook -4- )P KX PaER(X#73)(200E % » 0.367E %
E)#CH3CN/CH,Cl 3/ MeOH/Ho0 (10E #/2% # /4% #/0.5
E)F 2k > $OXONE® (2KHSO0;KHSO4K,S0,) (142% %
»0.23] BXF) > AT BT RIAH2I > REF N5
5 2 0XONE® (15% %) o vA25%NH,0H4k & iR 4 40 2 i
s 3 ACH,Cl o 9% o 6 4 M B AH 02 ¥ & » AMgSO0, 8¢
BREEF O RGHWHARB LI TR > &8N EA
2-(N-E-TERE)-S-FTHHAEE-N-[(1I-—KFEXHK
wok-4-E)FRIRPAEM > 130 £%£(63%) : B 209-
211°C ; 'H NMR (CDCls) ppm: 0.91(3H, t), 1.33-1.88(
11H, m), 2.69(3H, s), 2.88(2H, m), 3.22-3.31(4H, m
), 4.24(1H, s), 4.85(1H, bt), 7.03(1H, bt), 7.13-
7.42(11H, m), 7.91(1H, d), 8.63(1H, d), 10.71(1H,
s),
BR2-(W-E-THERE)S-FaHaE-N[(I-—XKFENH
wog-4-E)F AKX FRER > 308 £(14%) : Bma175-179
°C ; 'H NMR(CDCls)ppm: 0.93(3H, t), 1.31-1.88(11H,
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m), 2.90(2H, m), 3.02(3H, s), 3.23-3.34(4H, m),
4.25(1H, s), 4.79(1H, bt), 6.61(1H, bt), 7.13-7.40
(10H, m), 7.89(1H, dd), 7.97(1H, d), 8.73(1H, d),
10.82(1H, s) o |

x4 112
S-FhA-2-(N-E-TERE)-N-[(A-—XFE X Hhw-
L-E)FPRIXFRER

F1) M2 A5 (N-B=-TREEN-FE)BE-
N-[(l-=%kPExfnk-4- )P L] X Put ik (R 25)
(1.4%-2.65 EXF)RARME-TE(1.4% - 14.12%
EE)ACHCI; (25 H) P X RA MRS Jud > LXK o
REWADBLETER L AAS-(N-B=-TAS
E-N-FA)BRA-2-(N-E-TERE)-N-[(I-=XF &
Fowe-A-R)FEIE T 1.4%(84%) o

TR2) S -(N-B=-TRBEE-N-FE)BRE-2-(N'-
E-TERE)-N-[(I-—XFEXBERRE-4-E)FE]XT
(1445 2.2BXF)A=RAHR3EA)ZREY
AKBSPAFTMHI004 LETBTHHI024 o
B RA B ANH0% » ANaHCOg4 3 2 it > 3£ ACHCI 3
BRI o 46 3R A H 00 ¥ » A MgSO, 4 2k 36 % B & /35- F B
E-2-(N-E-TEHERE)-N-[(1I-=XFESKwwe-4-%)
FTEIXTEAE 310E £(26.5%) : % 203-204C ;
IH NMR(CDCl3)ppm: 0.90(3H, t), 1.28-1.87(12H, m),
2.79(3H, s), 2.89(2H, d), 3.17(2H, q), 3.27(2H, t)
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, 4.23(1H, s), 4,62(1H, t), 6.56-6.67(3H, m), 7.13-
7.40(10H, m), 7.82(1H, d), 8.86(1H, s) o
TREA(EHLIBRIDERABRRAFAZFRELA
Mo BERFXVPZ " FRAL" REEMPEXEL
z2X()iedth  BREAXHLIEL2ZLEHX — o
x #1113
KRR . BREEREALRAA > £4H100 EALE
AR ~ 200 A5~ A0E Ak ROE LARM ML o
x4 114 |
BEiy #BEFTRALAUAZRABT R > £4450
EAFHAS 100 AR ~NEALIRBAER2ELR
RS 8% o
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This invention is concemed with 2-ureido-benzamide compounds of the

formula (1)
R
- . NHCONH~—X
ﬂ\\
. - (1)
5 CO—N—2Z
Y

in which R' is H, halogen, alkyl, alkoxy or dialkylamino and R?is H, halogen,

‘hydroxy, nitro, alkyl,” alkoxy, cycloalkylmethoxy, alkylthio, alkylsulfinyl,

:alkylsulfonyl or | '
—(CHy—N—-R® |

1

R4

wherein j, R’ and R* are defined as indicated in the disclosure ;

' X is a alkyl, cycloalkyl, cycloalkylmethyl, alkoxyalky! or

——(CHp)x—N—R?®
, I, -
wherein k, R® and R® are defined as indicated in the disclosure ; and

YisHoralkyl and Z is

R’ |

| .
—(CHz)m—eN—A‘, —C|:-€N——A1 % —(CHym—A2

RB

wherein m is an integer of from 0 to 4, and

. N—

C , A' and A? are defined as indicated in the disclosure, or
-NYR can form aring ;

and pharmaceutically acceptable acid addition salts thereof.

There compounds are useful as ACAT inhibitors. .
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(Submitted on August I ,

N ‘?‘ﬁ%’-ﬂﬁi@

—f X (1)22- A -K T BELSY

R NHCONH—X

ﬂ\/i (1)

. co—r‘u——z
Y
f£eRIEHS @R TF ~ (Cr-Cx $o & ~ (C1-Co)ip LA 5 (
C,-C)=tihik» AR2AH - BARTF ~ 7%k ~AA~ (Cr-
COtk ~ (CrCote ik~ (C3Co)RmATHRE (Cr-
COmmA~ (C-ComABmams ~ (C - C )bk
E 33

—‘(CHz)j’—'T’—R?’

: Rfd

fdj K02z % BRORRIEH/ 3 Al (C-Cy)
ik~ (C-CommA ~ (C-Co)k 5 kA % (C1-Cy
Ve AETEE S NROR4T 4 A w Bk ~ & B &
“"%h"# "*"ia}i“%“ﬁfﬁ
I & (C3-Cys)re A ~ (Cs- Cs)*ﬁ)“”ﬁt > (Cs‘Cs)’ﬁWii?
-~ w-(Cy- C4) ﬁ,ﬁ (C1-Ce)

—— (CHp)—N—R®
R®
ek glEdz g BRSAROA® 3 AU ~ (C1-Co)
A& (C-CORAEE A
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K % A = o

L 1T ~
1\“%]" -

Y %H‘Ya(ﬁ Co)lek» BRZ A&

R7
l
_—(CHZ)m_€N_A1, T_—C_€N—’A &, '—'(Cl‘*lz)m"‘»"\2
| FLB

Ao £0F4 ¢

(=

Ew s ki Bn kAR RAEXE ~ F4
SERTE mkE SRARCEFL  RAKLS
MELTFE RAAEEBARAT - (CCOBE - (
Ci-CO)MRE(C-CORATE - XEAREXE > RA?
BXE —XTFAX-AHALEHL LUATE
PEBRT - BER(C-C)m Lt BRRATIX (Ci-Cox
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