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BRAA. BRBFAR. B2E. AERRA. s A BEstA - SO:H . A&
GEE. RMRERAAC - Ce&EE HPFnAH1l -8,
ARPHLRGR AN H(QIELHAAGTHE AL, EAD T
HATAY)E T @e(AA). (AB)F(AC)H 4 F A = 6518 Xk +.

24
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HOOC <N 0

(22x%)



(22y)

HOOC

(222)

26



10

15

20

25

HOOC\\\///A\\\///O

VAR bR Ao 65 IR
(AB) LA LEBLRE

c
AE

(92)

(71b)

#.
Aeg “ A" RehulRapiteh

27



HOOC 0 -
COCONE2

(40a)

HOOC 0 COCONE;

(40d4)

28



w

(40g)

COCONE;

(40h)

29



w

HOOC

(401)

(403)

30



P
HOOC 0 COCONH;

(40k)

HOOC

(401)

31



(42)

HOOC

(52a)



(52b)




BOOC 0 COCONH,

/ —_—
l CoHg
U,
(n-C4Hg)
(S52e)

HOOC

(22¢g)

34



(52h)

(521)

35



[9)]

HOOC

(523)

HOOC

(52k)



}rooc/\ 0
: COCONH,

OMe

{52m)

37



(91}

HOOC

(82n)

COCONE2

(n-CsH13)

(220)

COCONE;

(1-adamantyl)

38



(52r)

39



wm

HOOC

(52s)

(52u)

40

(n"C4H9)



U

(52v)

HOOC

(52w)

41



HOOC

HOOC

(58b, 404)

12



(58c)

HOOC

(58a, 40k)

43



HOOC 0 COCONH3

(t-butyl)

{(58e)
PN
HOOC 0 COCONH;
/ —_
\\\ N //

44



(58h)

45



wm

HOOC

COCONH;

(583)

46



wn

HOOC\/\/ 0

HOOC\/\/ @]

(58k)

47



(67Db)

COCONH;
HOOC o )
\/\///
l C2Hs
P,

(67c)

COCONH;
HOOC 0
| C2Hs
ey

48



m

HOOC

{69z)

49



(70a)

50



(70b)

(83)
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(S0Db)

HOOC

(87)

VAR L AL A M ¢ iR
(AC)AL A LEBETHAY “B” BeyvuRaitewm

wkeh - 3 - LB TRANKSM AL TH AL, KR B, AT By
B LR AYit o TRAXRAFTHLED:
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HOOC (CH2) 10

VAR b E AL A4 69 R A .

E#®JA). (IIA). (IA). (IB). (IIB). (IIIB)¥AZE(AA). (AB)F=(AC)
How BB X A TGS %% - | - TREFS%R%E- 3 - FRANL
A AALRN L —F @, EXFHEALT, ALPOLEHER
B SR TR AN, TMNTUHAEME, A KEREAEEE BERL
FRRALA Y., REAHKATHRALOBEERARTRHREEFPBHRLIEE Y
BB AR, 4D 45 M k% BEEEATARKLEREZRRFRIT
B F XA T T A AR H F

Q3T R B e L2 K 6 A R K e Aa st A6 R ALAe R AL
WA, Blieds. E4feteb AL PG R 6 R BRI B
ERAT A 69 e ta B F (A L4 S.M.Berge,¥ A “ Pharmaceutical Salts,”
J.Phar Sci. 66:pp.1-19(1977)). 5 %b, AKX bhmeymEiRATIAL &
FHEMRANERE L AR Li . wapmd, RPRE HKEA
%O BmELAYN. BEMAN. ME®mI. AEERE BEsRI BB
AL BEE HERE AARD KmEBIE om&E A
A+ AR S, CLHARL SARE FTHRIE HHRBRE
HEBEm L SARYE. CEBAM#HED THAMF_BHEBRE AR
B SARYL SAXImE SAssi. FABE. LRHE. U
miEL d. AAEid. ¥R&H L. malseate . APLEEE. FHE. FE
Sibm, WHAMRE, FhESDS. SN EmRE ARZE W
BE. Emi. e zmd BRd FRFABEEE KH
Bh. M. B md Hmnd 2THE BLo®BE FXR
BB, R UBRE ZHATEAHSEBREOREBRE.
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AXPH—ENEHBER—IREAFRT S, BREERATY
K. F#, SHEMAAMBERTERER, HAENLSHGITXFo
BRRXFMEGTARME, R -FS - FMEKRLRSY CIEIH#RED
ABIR X Ao B X F MR REDERLPATRBEER A, H by R4k
BEFETHEETERARERAY, FFARXEFHERLRLSHWEOIE
AZPHERZ Y, wREEZLRIARFMIR, THRIBAHGF &
BRAEGARMHRF CH LEHIF o A48 BRI LARHFR LK S 5h
R A SRR REA M T R E RN R R &,

WHARKPLEHeiTAEY, CEALFRIABELBEAAF LA
TEMSBRELEZLHETRALEKRANEA G ERGRKLANLES.
WHATAENTHXNE FTRRBEARGERE, ARBEHEREHEFTLD
& AR F e A (A L Bundgard, H., Design of Prodrugs, pp. 7-9,21-
24 Elsevier, Amsterdam 1985), w725 8,45 K44+ LA N AN & B ST A
W, Plde, BIEEFRBENEGYWESENER L&, BT EF
W B GMEGEN R LH &8k, SRERALPHLSY L8k
BARTAEG B LG R T FOB LTS, AXEFAT, #
25 & X B8R AT 25 4o (B AR ) AR B (O B3 ) AU ) e 3k Bs.

LT &
THES R T ENE A& A ) F:
Bn FE
THF - W £k
LAH a4z 4E
LDA —FRAARE
DBU 1,8 - —RE=3[54.0]+—%
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rqﬁ/CH3 c:ICN BI“?;\
LN o NaHCO4
CH,0 LDA N O _—
CHj
1 2
o)
Y pEc B o~ CICOCOQE!
N
CH /—Et
3 3 CH, =~ N .
1) (COCl),
2) NH,OH
1) CICOOE!
AN _LiOH_ s 2) NH,OH A
a2 /Et ,—Et
cx,07 >N CHy 0N CHy OO ]
COCOOEt COCOOR COCONE3
5 6: R=Li. 7:R=H 8
Br(CH,),COOE! _
BB, AN o —_— :N )—Et
g = R Ho
HO ~_N ) O0OC (CE2) 10 COCONE;

10: R=E!, 11: R=H

BRA—FREAAEETHF $AK2 - P& - 5 - FPAEWURNH
EFAAEFHAEHF2, B -2-2 - TEREAL2HE £
ERmBACTALE RS, BELAHZ R A 4. BERAEBRIAPALEFE
8. B —7ik, RLATREBILABFEHS, BERNARMNERENLA G,
BERETE UEPALELEEFS 8, A BByt 8 BLFAAIFE 9,
Bde 4 - B TELET O - ALK 10, BLLKBAF 107
7 11,
BER2 -F—Hy

BnO BnO HO

Hp. Pd-C
N ~ COOEt _H2 N COOE! A COOEt

12 13 14
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BnO

R
_NHOH CONH CONH Xﬁr
2 BnCl__ S 2
K2003 - N ; Nch03

16
RL0O COR,
R0 COR, AN
ZN= R.COCI NZ P
V!
> o R4
17a-d 18a-g
17 R. R, R- 18 R, R, R4 R4
a: OEt Et Bn a: OEt Et Bn o-Ph-Ph
b: NH; Et Bn b: NH, Et Bn o-Ph-Ph
c: NHy E CH,COE! c: NH, E! Bn m-Ci-Ph
d: NH; cyclo-Pr Bn d: NH, Et CH,COEt m-Ci-Ph
e: NHy cyclo-Pr Bn o-Ph-Ph
. NH, Et Bn Ph
g: NH, El Bn 1-Naphthyi

A& Pd/C ﬁ-ET B & 4,F B ibA-4 12(N. Desidiri, A.Galli, I.Sestili, #=
M. L. Stein, Arch. Pharm. (Weinheim) 325, 29,(1992))4F%| 14, AR E1& A &
BB ITRMEEE] 1S AR F AR sl 15847 0 - I AALFE] 16
R -E- 2 - BE 13 R 16 8RB TFHRATREA, BEES lﬁgﬁ’i’f&
FALIFE Rk 17, BEFBARBABRAMAERK 18,

B&2-FHy
CONH,
lBUNHz BH-: & Hz Pd-C @ /\COORa
AIC;
20v-z
R00C._ O CONH, HOOC

CONH,
. P Kﬁ{{
B, LIOH
22v-2

21v-z
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19 R, R, Ra Ra

a: CH,OH E! Bn 0-Ph-Ph
b: CONH, E! Bn o-Ph-Ph
c: CONH, E! CH,CH{OH)Et m-CI-Ph
d: CONH, E! Bn m-Ci-Ph
e. CONH, cyclo-Pr Bn o-Ph-Ph
. CONH, E Bn Ph
g. CONH; Et Bn 1-Naphthyl
20-22 R, Ry Ry

v: Et Et Ph

w: E! Me 1-Naphthyl

x: Et Bn o-Ph-Ph

y: Et Bn m-Cl-Ph

z: cyclo-Pr Me o-Ph-Ph

BT Ak - S fo SR B 18 755] 19, KRG A PAC K
Tidit S5E B EE) 20, @itk LEAFAB A 20 4T O - AR
A %21, & PAC AL TR EALATHF R 21 48R 22.

B4R 3 - F—Hy

X~ 1
OH BnC! Bno o)
NaH NaHCOB
S COOEt S COOEt
-, N . - N

23 24

BnO  cOOE:

i
Bno /—Ri1. 1) 1IN KOH/DMSO
COOEt  m,coci XN 2) 1N HCl
‘2 = - -
SN T EisN o’ 2 3) heat
25a: R.=E!
b: Ry=cyclo-Pr 26a-t
BnoO Bno
~ — R 2 —
/ 1 / Ri
N LiAIH x-N
. 0 Rz R>
27a-t 28a-{
26'28 R1 R? X
a: El Ph
b: Et o-Ph-Ph
c: Et m-Cl-Ph
d: Et m-CF3-Ph
e: E! 1-Naphthyl
t. cyclo-Pr  o-Ph-Ph
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48 B S04k FoF B A ibA-4 23(N.Desideri F. Manna, M.L. Stein,
G.Bile,W Filippeelli, #= E.Marmo,Eur.J.Med.Chem.Chirri.Ther. 18, 295,
(1983))i# 47 O - K AKZE 24, A1 - % - 2 - TRIXAFTERALHN
i 24 BAFN - AL, HEHTHRBATAHE 25, BEFEARDGE
FFELEAL A R 26 . KAE 26 (BT AR, B EBRMARE, RBHMAR
B A2 27, A LAH R B 27 648 E 6L ) 4% ) 73 k% 28 .

B3 -F ey

Ry COOE:

0 Ri =
/\Hk + 3 . N/ Me koM
R; I I\ﬁ COOEt s
r . &
29a: R,=Ph 24a: R,=0OBn 31a: Ry=H, RpmPh
b: Ry=cyclo-Hex. b: Ry=OMe b: R.=08n. Ry,=Ph
30a: Ry=H c: Ry=OMe. R,=Ph

R:  COOH
7 N

\N/Me S

"2

32a: R.=H, Ry=Ph
b: Ry=0Bn. Ry=Ph
c: Ry=0OMe. R,=Pn
d: R,=0Bn, Ry=cyclo-Hex

d: Ry=0Bn, Ro=cyclo-Hex

33a: Ry=H, Ry=Ph
b: R,=08Bn, Ry,=Ph
¢: Ry=08n. Ry=cyclo-Hex

ERAET, m#3 -8-4-FKEXT-2-BWX3-8-4-%
CET- 2 - BAfowkiz - 2 - LB LERBRAGITEM RS HIFE
ek 31, AEEBT A6 DMSO Kk E, BERMNFE 32, RE

LR AT 2] 33 .
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B4 - F—3Hy

COCONH BnO  COCONR;R:

1)(COCI)2 T N= i
28a-f 2) HNR,R, N7 Me « N/ R3 H,. Pd-C
or —_—
5 33a<c Rq
34 35a-1

HO  COCONRiR: gH,cooms —30°0S~(  COCONR:R:

2 — NaH i
N7 R3 N R3
Ry Rq
10 36a- 37a-d.f-k: Rg=El

38a: Rg='Bu
39d,i.k, I: Re=Me

HOOC_O  COCONR:R,

3540 R, R; Rj R,
KOHagq = // R3 a H H £t Ph
MeOH N b: H Me E! Ph
Rq c: Me Me Et Ph
d H H Et o-Ph-Ph
15 40a-d,t-I e H Me Et o-Ph-Ph
t: Me Me Et o-Ph-Ph
g H H Me Ph
h H H Et m-Cl-Ph
i H H E m-CF+Ph
j: H H E 1-Naphthyi
k H H cyclo-Pr o-Ph-Ph
b M H Me cyclo-Hex
-l A = )= S > N «
20 AEBa e S 8L 8R A4 2 28 & 33 A& 35, & PAC AETIE

B B BATRLF RAIRE) 36, 12 SAL4h A0 ik LB BE 4% 75| <ok 36 4T
O - S AMLAER 37, 3839, @i AAAKERNKBEERITHRMAEE
114640 H %3] %% 40 ,

BRE4 - By

25
N NH
N
NC_O COCONH, N0 COCONH,
BrCH,CN A ;_; ?fé?s"”’ =
NaH gas =
h ——— Ng BT ——— N T
cl Cl
30
41 42

36h &5 O-L R TR 41, BEE 2R A B RAGREHILA 42,

59



(V]

10

15

20

25

30

2,5

Rz
OH OR x’\g
BnBr
~ l Me ) A | Me
~ N or ~_N Rp=Me. Et,
Mel . cyclo-Pro
43 44a: R=Bn _
b: R=Me  *=CLBr
OR; OR
Me  DBU ! RCOC!
“ ' z d R
- ——
\N\)'LRZ NI 2
Br
45a-¢ d6m-e
OR;
LiAlH, or
- ~—d R
. N 2
NaBH,
O R3 AlCl;
47a-m, o-w
45, 46. R1 Rz 47-52 R1 Rz R3
a: Bn £ a-o Bn Et a-o (see below)
b: Me EI p Bn Me 1-adamantyl
¢ Bn' Me q Bn Me  o-biphenyl
d: Me cycio-Pro r Bn cycioPro phenyi
e: Bn cyclo-Pro s Me E! p-n-CHg-Ph
t Bn Me cycio-Hex
u Me cycioPro cyclo-Hex
v Bn cycloPro cyclopentyl
w Bn Me cycloipentyi

OR1q

1) (COCl),

72— ‘d =
SN2 SN T2
2) NH,OH

Rs3 Rz
48a-t, vV, W 49a-t, v, W

60

OR1 COCONEH; Ho PA-C
5, Pd-

or Bbr;
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OH COCONH; Me0QOC 0 COCONH, _HOOC

N Br” " COOMe = OH
N7 R NS R T
KoCOa, Kl Rs

R3
50a-t, v, w St1a-t, v, w
OR OR
1 1) (COCI), 1 COCONH; Hy. PG-C
= — - = '/ R
SN 2 T/ ~_ N/ 2
L 2) NH,OH or BBry
R3 R3
48a-t 49a-t
N
QX COCONE> - MeOOC 'O COCONH, HOOC
N Br® COOMe NN OH’
W NZ Re ——— S Ny Rz —
K,COs, Ki :
Rs 2003 R;
50a-t 51a-t
47 - 52 Rs=

S

Z NO;
OMe

61

0  CcocoNH,

N
N7 R2

Rj3
528, v, W

~~

O COCONH,

|
7 Ny=
R3

52a-t
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S tareribiT O - HAEALESR 44, 52 - RREEMWKFE 45,
AL FE 45 HATERLITR) 46, L ELR B IF R BLA T4 47, A&

£ iR RAFRAR R AT TR 48, AERASRKRRLEFE 49,

%u_i

FL A9 ¢4 BX B AL 493 50, @i O - A S0 A AT BREEFT AWM 51,

KRG KBIFE R T B 52

&R 6 - F—Fy

Ry
OH  pr~CooMe MeOOC 0 XY BBU
Y | Me 2 Me O
x N N R.=Me. El, iPr,
1Bu. cyclo-Pro,
43 53 cyclo-pentyl
O cocl
0™ COOMe 07" COOMe MeOOC” 0
O NaBH,
PN N AlICl; N
LN R N R Ny R
54a-e o7 R / R2
Sa. b,
\ 55a. b, d S68-k
R,CH,X
54,55 R; R>
a Me o-biphenyi
b Et o-bipheny!
c: iPro o-biphenyi
d. cyclo-Pro cyclohexyl
e: 1Bu o-biphenyl!
f: cyciopenty o-biphenyil
MeOOC 0 ~
1) (cocy, Me° COCONH,  HOOC™ "0 COCONH,
NG /A - NP
2) NH,OH L
R, Ry
S7a,c,e-k S8a.c,e-k
56-58 Ry R, R, R,
a Me o-biphenyi { cyciopentyt o-biphenyl
b Et o-biphenyi g Et m-biphenyi
c iPr o-biphenyl h Et cinnamy!
d cycloPro  o-biphenyl i Et pnenethyl
e 1Bu o-biphenyi j cyciopropy! 1-naphthyi
. k cyclopropyl  cyciohexyi
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ROCT 0 COCONH;

588-k R=

a:-ONa  b: -OCH(Me)OCOOMe c: -OCH(Me)OCOQiPr d: -OCH,0OCOtBu

e:-0OCH (Me)OCOO—O f.—OCH(Me)OCOO-G g: -OCH(Me)OCO—O

h=-OCH(Me)oc05<] i-0(CH;) JN_L © ji +(CH2)?0- (dimer)  k: COE!

HCI

Yeukrz 43 AT O - HEAHIZ S, KEW S35 2 - RRE—~&e
#AZE| PR N - BRI B, RARLEIRFE 54, 4 54
B B f — AT e B AT B B ek 55, BT AALsh - AL R RAFEIKR
ARk 56, B—Fik, BAKAREIT 546 C - AT S6, A
BELERE A RBOR A EITE 56 /53] 57, KREKBIHNATEH S,
WAty 58b AL h H4A 2 592, BB 5AENRAREE, AmiTE
59b-k .

k6 - F Ky

OH COCONH- R7 O  COCONH,
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58i-p R=
E
N
N-NTr N-N o Ny
5 ——-(’NN m —(~N_N - |
N
>N =
~ - o~ 9 _
b4 36b 34T O - B EALIZE] 591 - p.
R
K-
X o i
MeO _~_ Me /\g DBU MeO._ R,COC
) =\ o
S Ry-‘- El x N
60 cycio-Pro §18:R=E!
X=Cl, Br B: Ry=cycioPro
MeO_~ ) 1BuNH; BH; MeO._~ o
N F N -
AICI, _
0" R R2
622d 63a-d
COCONHE COCONME,
N(EC):  Meo T : 3 2N
x N Y/, Rl ——— ~ N / 2
NH,OH
2) NH, R, 2,
64a-d 65a-d
COQOEt COOH
P Fj COCONH, .. o(\/ COCONE,
= Z =
N 4 Rl - ~.N / Rl
NaH
Rs R,
66a-d 67a-d
62-67 R1 R2
a Et Ph
b:  cycloPro  o-Ph-Ph
c: £t o-Ph-Ph
d: Et cyciohexyl
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A2 - EREALEE 60 347 N - AL 415 7 ) 4Rukrz 1Lidh, B
mIIFE| 61, ¥ 61 SBARR BHF 62, REARTAK - FHK
Fo B MNAELRIFE 63, MEBRRERAEKRANEZE 63135 64, &
JG B BBr;i#t 47 O - BLWEALIFE] 65, B 65 945 4 - £ THERRE

1F3] 66, REKBITH B 67,
FB2, 8
COCONH (CH,) ,COOH
2 (CH) nCOOR l 2MEOCONH7
Br(CH,),COOEt | COCONH; OH" i

68-69 n position
\\\\ (CH, ) ;COOR
(I) COCONEH;

o
e

Ay - EH BB A 36d F2 65c 47 O - M AILIZH 68, H 2
KAEIZE) B 69, 4L4-4h 36d F= 65¢ B 7 BEBL 1) BS A adi AL 22 4] 72 70

¥4, 9
'CH,) 3COOEt (C¥;) 3COOR
| COCONH- CH,CONH,
0 I~
tBUNH, BH « N/ Et
| AN
AIC! P
66¢c 71a: R=Et
b: R=H

RRT A - FMKF fAL4EE R4 66 133 71,
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%4 10

OBn OBn
2 Br T COOEt (2 1) CS2
x_N ~ N-_COOEL
BT’ 2) # COOEt
44b r
72
OBn
ﬁ\ .- Br " COOEt opp COCEt KOtBu
' NN COOET
\N\/\s/\/coozc 0BU K,N P
COOEE 44 COOEt
74a+b a: B-substituted
b: 6-substatuted
OEBn - OBn -
ORBn COQEtL NaH COOEL KOH COQH
\, = SH T~ SMe —— ~ N> SMe fa
/ /
s~ N CHal =N DMSO S\
COOE® COOEt COOH
75a.,b 76 7
a: B-substituted
n: 6-substituted
- O OBn
OBn
= 1) (COCl),
. _ y/ SMe
N7 SMe
O 2) NH,OH
78
BrCH,COOMe
Meooc” 0 HOOC” O  COCONH;
iOH 7 T NsM
LiQ ~ N / e

66
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WerE 44b 5 LB LESR BIFE 72, RER CS fmi®, REH
BB LB EAR 73, T3 HHifeilk LER LB R AT E REFM 5
T4atb, 6 - 28 - F RIS WAL Tdatb W IR R TEE L
75, BN 6 - FREITEMS BERFDLBMS - EANFE 76, K
76 & R 7T, BATHBLEIEAIFE 78, HAbH T8 34T C - A
AR T, REBLEKEREMRALE A0, BEM0FE 81, A
BB TEEAMLL AL AR B2, REKMIFTIERLI,

BE 1 - F—y

0

- .N P
NH, 20 ij NEZ meooC"NZ
2 Me o) 2 Me BrCH,COOMe 2 i
> N >~ N x-N
84 85 86
Br
P\)Y - ™ —~ .
MeooC IFZ 1) (COCY), MeOOC™ NZ COCONE:
0 2\ ye 2) NH,OH ANA\_
NaHCO, N7 NI E
g7a:R=Ph R
b: R=cycio-Hexyl l 8sa-b
MeOOC™ NH COCONH HOOC™ NH COCONEH,
e — N e
R R
89a-b 30s-b

W E LT Ak 84 4L h L N - CBZ #7144 85, AL LB FEK
BACLIET413 86, EBALETHE 86 5F K a - BITIKEIR FITE
87, MEBLARE AR AL A 87 #5%) 88, @5 M N - CBZ
TH AL AL h 89, KA% 89 7338 90 .
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B 11 - F e

~
MeOOC™ NZ COCONH,

1) tBUNH,*BH;

~ y/ Me
2) Hp.Pd-C
88a
AN
MeOOC ~NH  — CONH, HOOC” " NH  — CONRH,
~ p Me ~ ) Me

9N

BT AR - AR fAL4 R RALAH 88 172 91, RJG KRR

92

3|8 92,
3212
OBn ' excfis OBn
Br COOMe K-CO
= I COOEL Z COOE- 23
e ———— i —_—
x N . N°VCOOMe
Br
24 =
OB . OBn COOEt
PN —_— oMe -
-y Me
N " KoCOz S\ N-Z DMSO
o4
@
OBn O
1) (COCI),
= — L L
N / OMe

2) NH,OH

— OH COCONH; 7

T oM
e
Hz N7 Br” > COOMe
——i ————————
Pd-C

O KoCO3 . KI

68
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A B LB T Es SR 24 AT N - RBRAL, AL, B EABR — VB
ﬁﬁo—vﬁﬁﬁﬂwuAmym%ﬁiﬁm,&%ﬁﬁ%%ﬁEMﬁ
52 - WAL - 8 - FAAWGEE, £34AL#HTC - REL KEK
kB EB A RR RS, B - FAEEHR O - RALFE %6,
KRG KBIFE 97.

% 36451

AT A PR ERTRRELBORLETHTHLEH.

% 3645 1
&%A:S—Wig—z—iwﬁwﬁﬁﬁz%ﬂ%

H-60--70CHRAATHET A2y TIER(L.6M, 11.4ml,
l&hmmﬁﬂkl%ﬁﬁumyl%mm%@%ﬁ%GMM£&¢J%
BA IR 10 54F, NS - wH A - 2 - AW R(l, LMarion 4=
W F.Cockburn, . Am.Chem. Soc.,71,3402(1949))(2.20g,17.9mmol)&j & £k
dhdml)E k., HFRAWEFE 10 54, £- 70 C T A MRNT R
(1.84g,17.9mmol)#4 3 Sk v (8ml)is sk, A £ - 78 CT 44 1 8,
ETBTHRE 2 NN, A AKSGEAEKRERT, FBRAMN
de, B LEBEEBUKA, AFeAAE AR SRR ER, IR LRIRE,
A 10 % S 8 s A daRie, A LB ER, FBUR A KRG, A NaSO,
TR, ARETHREEN, RieW AR E#EEL, A ThACOEN3:2)
B, R T BEF 2.32g(57.0% F )AL S,

NMR #. 88 4 SR A B 2 3 MR8 &4,

IR V(R ARG #) 1685, 1630cm™”. 'HNMR(CDCl3) 8

35.84-3.88 (3H, m), 4.45 (2H, m), 7.0-7.3 (3K, m), 7.82 (1H,
m), 8.07 (2K, m), B.27 (1H, m).
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A C Hp;sNO, 3 48 C,73.99; H, 5.77; N, 6.16
s4a: C,7408; H,5.85, N, 6.20.

,%B:1a$W%£-2-c£—6—Wi£m%$3%%é

ook vk 45 A (2, 2.146g9.44mmol)l - i - 2 - T &
(2.14g,14.2mmol) F= % 88 £.47 (L. 60g,19mmol) f£ # &R (50ml) ¥ &9 A4
BoEA 20 VB, LR EREMR, ERETRERR, %A R R
2 4 12 ] 2.39g(90.7% = & )irMALE4, mp,138-139 C.
IR vyl e 5 2 1600, 1592, 1505cm™ . 'HNMR(CDCly) 2

1.19 (3H, t, J=7.5 Hz), 2.72 (28, g, J=7.4 Hz), 3.80 (3K, s),
6.69 (1H, &d, J=2.0, 9.8 Hz), 7.10 (1H, s), 7.26 (lE, 4,
J=9.6 Hz), 7.35-7.55 (4H, m), 7.67 (24, m).

o4 ClaHiINOy 3+ B 18 C 77.40;: E, 6.13; N, 5.01.
Sop4a: C. 77535 E. 6.27: N, 5.06.
FEC: 1-F4-2-Ch-6- FAAIRRIOHE

,ﬁ_,;](/\-z‘:p&mm‘f:al—r:ﬁ“??ﬁtf’i«j’i%(a 1.37g,4.90mmol) ¥ #L 3
e E| S AL4542(1.03g,27. 1mmol )£ Z B (100ml) F &) ARE T, R B ¥R
Ay Bl 4.5 B, bR B, FIRA IR S % S A ALshK
mwd, BURER, FBGRAAKRA, A NaSOs TR, BETRXE
#17125] 1.23g(94.5% = %), & FTREL, Ik 5% At B E 3t — 3 AR
RTTFT—H44&.

IR Voo 7 1) 1642, 1550, 1218cm™ . 'H NMR(CDCl;) d
1.18 (3H, t, J=7.6 Hz), 2.57 (2H, g, J=7.5 Hz), 3.75 (3H, s),

J
4.06 (2H, s)., 6.38 (1E, ad, J=9.6, 2.2 Bz), 7.0-7.3 (7€, m),
7.39 (1¥, &, J=2.2 Hz).

FED: (1 -F4-2- k- 6- FAEGRS 3 - 2L BB LE
5 ¢ 45) &

EAAHEARTHLEAZHREI06724. 91mmol)#§ X (10ml)iz &
& ha AR sEAL A (4, 1.23g,4.64mmol)a E(20ml)E Rk, HiEREZR
Tk 2 e, ABEA4KERLE, RERAKRE, A Na,S04 F %
ERETREER, it R BB A)E# s, A THACOE(10:1)
SR, 133 1.66g(98.5% 7 )RS
IR Voo % 88) 1732, 1582, 1530, 1224cm™ . 'H NMR
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(cDClz) & 1.12 (3H, t, J=7.6 Hz), 1.42 (3H. ¢, J=7.3 Hz),
2.71 (2, g, J=7.5 Hz), 3.87 (3H, s), 4.07 (2H, s), 4.42 (2H,
g, J=7.1 Hz), 7.00 (1, &d, J=1.8, 9.4 Hz), 7.05-7.3 (6H, m),
©.77 (1B, 4, J=1.8 Hz).
FHE: (1-F£-2-2K-6-FRESR%- 3 - R)LERES
Fo B 8L T B F &

¥ LiOH 1H,0(1. Og)é’v}((lOml)@&im)\élJ 5(1.46g)84 ¥ B3 (10ml)ix
EBY, RAMAETBTHRM 40, TERKERK, ASITRKPTERK
A, F &2 F % (670mg),mp>300 CT. IR v (& AK B H)
1608,1579,1530,1372cm™’ . ﬁl%ﬁﬁi«l—’rﬁ»&&%;pH4 A Lﬁé{-}k, #
BUR A Kk, A NSO, T, METHREEAM, FHFA 3
TR THERRE,

1y NMR (CDCl3) & 1.16 (3H, t, J=7.5 Hz), 2.89 (2H, g,

J=7.4 Hz), 3.86 (3H, s), 4.07 (2K, s), 7.0-7.3 (7H, m), .72
(18, d, J=1.6 Hz).
FEF: (1 -FA-2-CHh-6-FaLDR%- 3 - K)LEbk 8
& 4] & |

1) k420 T 4% £8% B 2 B5(220mg,2.03mmol) 4 & & (3ml) & & i Fo
7| b ik #(7, 569mg,1.66mmol) K (2ml)A= H ER(Smh)#REGM T, REWE

0 C T #3004, FABA28 % EAAMNET, REMVEZE TR 2

DSBS, AR ER, BRURAKEAE, A NaSO, FH%. ARETR
FEMNE, BAMRARKEEAL, ATK: AcOEH(1:)#A, F245
MALA4, mpl59-160 T,

IR v nax(GRARG H) 3342, 3166, 1664, 1571cm™ ,

2)AE vk i3 F 03| AL A4 (4, 1.288g,4.85mmol)é v £ =k 7 (25ml)
U5 3% % Ae B B BE£(3.18g,25mmol)#g mw A ek (Sml)igs ik F, REME O
CF 4 18, kA TiEmE 28 % & 844&G0m)F, REME
FRTFHIE LA, Ak, BRAEMA R FTIRER, EIUERAKRE,
B Na,SO, F1&. ERETHREFENE, BAWRA LRLUE XE0FE
1.27g(73.6% /= & )i AL 440.
FBG: (1 -FE-2-CTHk-6-£h79%5-3-H)TBBEEIY
&
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£ - 20 C T4 = i&4m(976mg,3.89mmol)e§ = R F bt (Sml)is ik Am
A B A AL A (8, 437mg,1.30mmol )4 = F He(S0ml)E & F, Reh
ATEBTHE 24 IuF, KEENKKFT, ANV ETE, 4 &AM,
AR KEE EBRETHREENE BAHA—KFTh4Es, mp,
219-220 C(45-f#).

IR v me(GEAR G #) 3388, 3261, 3193, 1530cm™ .

FEH: (1 -F4A-6-03-CBARAL)- 3 - ChA%%-3-5)
BB 10 894 &

R HEAATH 60 % £44A(52mg,1.32mmol)Am N 2| BF (9,
213mg,0.661mmol)f= 4 - & - 2 - T B L E5(283mg, 1.45mmol)#y —F &
WELk(Sm)ER T, RAMAETEBTHIE 85 I E, KREENKKTF,
LB LESER, RRGRAKLE, A NaSO, . ERET REEA
B, BAeMARKGESL, ALK LBLUE(2)RM, AXELH
123 162mg(56.2% = £ )e4rMiL a4, mp: 143-144 C,

FBI: (1 -F4-6-03-#E/AE)- 2 - A% %E- 3 - 5)
LEEBERR 11 94 &

3% E i 85(10, 125mg,0.286mmol)#) F &8 (1.2ml)#F= 10 % S A4
(12ml) 5B E £ T3 3 ey, AAHEBRRL, AZATFREK,
EEGRR K%, A NaSO, TR, ERETRXEMNE, BRWARK
& koAb, B A4 FEL(10:1) 28, B L&k LB & 4 an f7 3] 58.4mg(49.9%
7R A AL A4, mpl76-178 C,

L3 2
FHEA: 3-3-FRE-2-wRB)RKRLE 3694

¥(E)- 3 - - FRL- 2 -wwH)m e LB (12, NDesider,
A.Galli I Sestili, #o M.L.Stein,Arch.Pharm.(Weinheim)325,29(1992))
(12.2g,43.0mmol)#= 10 % 4& - %(0.5g)84 T 8% B (250ml)ifk &4 £ 2L
THREEZEAHT 2 40RE R, LEBELN, ERETRERR,
5% A B ARG ik sk, B TBACOEN2: ) A(1:2)# M, 3R Ké) Refiay
28 5(6.0g(48.8% /= %)) A 47 AL 440,

FHEB: 3-(3-#%-2 -wRA)RBK 15 94 &

Wik B (14, 7.47g)4h 28 % ABRMLEGCOmMD)EREERTHEL

R, BRETEBGREELY, AAHRA LBRLEERFEH 649g004.7%
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B iRAE Y, mpl30-134 C,
FHEC: 3-(3-FEA- 2 -wRA)RBK 16 9414

¥ 52 AL A4 (15, 4.85g,29.2mmol),F & £.(4.06g,32. Immol)F= 5% 84
49(8.07¢g,58.4mmol) & F 2 Z A #(100ml) F ¢4 Ak Bk 9 B, i
EE REY, ERETREER WERRAMETRAFTHR, ZRAK
sk, B NaSOs Fi. BEEHE, AemARLERFE 5.10g(682%
PRV AFAALA 4, mpl26-127 C,
SHED - 1: 2-(8-F&E-2-CHE%%%-1-K)LETE 17

o H) &

¥ % E(13, 1.0g,3.51mmol), 1-i& - 2 - T#&I(0.79g,5.23mmol)#=
% 8 £.44(0.70g,8.23mmol) & ¥ 2 T A 8 (10ml) F 49 iR&- 4 Am #h &1L 20
DB, EEEAKR, ERETHREFERGERNE, AathARKELHA,
A S5 ACOEN5:1) e ML, 43 %) 283mg(23.9% & £ )im K7L &4,

'H NMR (CDCl3) d 1.15(3H, t, J=7.2Hz), 1.25(3H, t, J=7.5Hz), 2.61
(2H, q, J=7.6Hz), 3.97 (2H, s), 4.04 (2H, q, J=7.2Hz), 5.11 (2H, s), 5.93 (1H,
d, J=7.4Hz), 6.23 (1h, t, J=7.0 Hz), 7.08 (1H, s), 7.3 - 7.5 (6H, m).
FHED-2: 2-8-F&RE-2-CTHhAR%R%E-1-K)TEBK1TF
2-(2-2CHh- 8 -Q-ARTALE%R%E - 1 - A)LEEK 17c 895 &

¥ Wk ovE 4T &£ 4p (16, 4.00g,15.6mmol). 1-& - 2 - T &
(3.53g,23.4mmol)F= 2% B £.4%(6.55g,78mmol) & ¥ 2 Z A B (30ml) F 49 %
L mElA 60 A, R ER, ERETRBRLERY, RAYA
B e, AT LEROUE(2)®R, RERALHLERK, &
%] 2.32g(48.2% 7 £ )R A4 44 17b, mpll7-119 C.

A AcOEL T4 ok 5 = 415 %) 0.208g(4.6% = &) 4R AL &4
17¢c, mpl56-157 C,

HHED - 3: 2-(8-FAKL-2-zmAASRE- 1 - FR)TBAE 1T
a4 #) &

R FEARECHRARARFLAR: TIHEH(B0.8%~ %),
mp, 128-131 7T,

FEE: #1&3 - (RROXFBEA)ER% B9 —RFT&E

¥ o3l m it A (17, 1eq) A B 69 R F B R (1.5eq) 8 Rig R Am# =

AR, RREREMKRERRE, FEA NSO, F#&]. ERETHRE
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ERE, ReMiBiLESE&AEEE LK.
o pe ) & |
2 -8 -FHA- 2 -Ch- 3 -(UEEETEREIRE- 1 - BT
8 B 18a
Wik g, AT ACOEL(S © 1#ht, F2 Liis
My 73.2% = %, 3k SR BEAK,
) -8 - FRE- 2 -E- 3 -(REARTEREIRE- 1 - KT
BB 18b
@it A Gk A, AT AcOEY(1 © 2)#elt, /FE Lkt
4 71.3% 7= %, JE AR ER.
2 -8 -FEA- 3 -(MAETERE) -2 - TE-HRE- 1 -5
BB 18c Mp,239-240 C (4 #)(E), 96.2% > *%.
2 -3 -(MEEFELE)-2-Ch-8-Q2- &RTAEE) - "%R% - |
- A)ZEE 18 Mp,191-192°C (LB LB - %), 68.4% &,
2 - (8 -FHARA-2-FKAL-3 - (AFEEFXFTEE) - 5% |
- A) TELE 18e
Bit G E s, A CACOEt ((1:2) #ht, 3 ik
A4 56.6 % F &, FEHKE R,
FH|F: 4143 - (RRGFR) 34R% 19 64— K7 &
CEKAHT, HRTEE - EMILH ( I ARSI = Sk
be3eq) s —ETIRAILAIT, B 10 4, RAEM T HEF, B (18,1eq)
%;%?%ﬁﬁQEMAﬁﬁﬁeiﬁﬁ@éﬁﬁﬁ%5¢ﬁ,%%m
AR LB, A BAMA, HORRBRENE R AKRE, A NaSO;
TR, EARETEBHREER, BReMRAEERTL LN,
A F &
2 - (8 -FHRE-2-TE-3 - (NEAFEFHREAIRE-3-K)
B 19a
Wit AR IR A 635 44k, B 0% S AcOEt(1:1) %bl, R3] LiRfe
Y, Febesh, FEA451 %
5 NMR (CDCl3) & 1.09 (3H

5=7.5 Hz), 3.16 (2%, t, J
4.10 (24, s), 5.1 (2H, s),
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t, J=7.2 Hz), €.66 (1H, 4, J=7.8 Hz), 6.91 (1B, &, J=7.2 Hz),
7.1-7.6 (13H, m).
2 - (8 -F&AL-2-CTHE-3- (4FEEAFR) -w%%-1-5)
BB 19b
Mp, 134 - 136 C (% -Tk), FHF 597 %.
2 - (3 - (MEFA)-2-CTHE-8- (2-2XATEE) -9%%
-1 -4) Tk 19
Mp, 131 C (- THk) , 73.0 % =%,
2 - (8-FHALE-3- (MAFLE) -2-A-7%%-1-K)CT
Buie 19d
Mp, 167 - 168 °C (% - &), 69.7 % F&.
2- (8 -F&aK-2- FRA- 3 - (AREREFE) 9% -1-%)
LB K 19
Mp, 208 - 210°C (%), 379 % =%,
2 - (3 -FFE-8-FHRL-2-THEEE R-1-E) LEK 191
Mp, 174 - 176 C (& - %), 773 % =&,
2 - (3 -FHE-8-FaE-2-TEASRE-1-K) LBE 19g
Mp, 166 - 169 C (4 f) (B - TIK) , 435 % FF,
FBG: 4148 - BABREMNEY 20 69— KT
EEAAATH S - FEAREITAEY ((19) F2 10 %4 -
ELBLUBETHRAAHHEFIINTEIX
H A H] &
2 - (3 -FH-8-F%-2-CTEIRE-1-K) TEK 20v
Mp, 138 - 141 °C (B - i), 45 % F&F.
2 - (3 -%E-8-£4-2-ChRSE- 1 -4) TBE 20w
Mp, 138 - 142 °C (& - )% - LEALE) , 32 % F %,
2 - (2 -CA-8-#A-3- (FELEFE)w%%-1-3) LEt
B 20 x
59.6 % =&,
2- (3-(MEAFHA) -2-4A-8-#A9%5-1-X) Lk
20y |
58.3 % =&,
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o (2 -mEAk- 8 -FA-3 - (FEAFRIARE-1-5)C
Bt 20z

55.8 % =&,
ﬁ%H;ﬁ%m%%—8-?&6&%&@%N%*&?%

¥ 60 % S44h(1.5¢q)% Sy mAE 8 - #A T RRAEM(20,
1.0eq)#v i LB F . A K, W A EE(3.0eq) = F A FBLE P 4IRS,
anézmT##4—umafmA%ﬁﬁ_&A%ma&cﬁ$K
HIUR A Ak, B NaSO, Tk, ERETHREEMNE, A it &
&k AL,
F ek &
G-%gf1-3%?%%?%-2—L£m%%—8—%i£ﬁﬁﬁ
€ 21v

Mp,159-163 C(Z.B - Tix), 42.2% F&. IR V ma (ARG H)

§. 1731, 1678, 1649 cm -. “E NMR (CDCl3) &
. J=7.6 Hz), 2.79% (2E, g, J=7.6 Hz

1.17 (3, t = =z}, 3.83 (3E, s),
2.09 (25, s), 4.23 (2H, s), 4.72 (2H, s), £.35 (1lH, br.s),
5.82 (iE, &, J=7.0-Ez), 6.20 (1H, t, J=7.0 Ez), ©.44 (lE,
br.s), 7.00-7.28% (6%, m)

A CyHaN3O4 0.2H,0 0 3+ J{#: €. 68.805 H. €.40; N, 7.23,
Sp{E: C. 68.67; H, 6.40; N, 7.18.
G-%h-1-EATHRATE-2- LhUR%- 8 - ARB)LET

B 21w

Bk K M 38% ~&., IR v na(CHCI;)3498 3384 , 1754,
1671, 1596cm "',
2 -8 - (FREATARL)- 2 - LA -3 - (AEREFEIRE- L -

) LBE 21X, 45 4% = &,

2 -8 - (FABAFTEARL)-3-(MAFE)-2-C kv kE - 1 - &)
B 21y, Mp,157-158 C(k), 38.8% %,
) - (8 - (VESAFAL)- 2 - FAaA- 3 - (REEFE)HARR- 1 -
£) LB 21z, 43.8% =&,

FB1: iRk - 8 - AACBASH 22 HH &
B A EQDA 10 %48 - RE LR OE FHRAHELIATHF
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3B, iLE AR, B LB LE AL Rk ERAETREERGERMN,
BAMA LR LES &,
H e &
2 -3 -FA-8-(HAFAE)-2- vk - 1 - R)TBK 22v
Mp,213 - 218 C(H M) LB - THR), 79% 7 *.
IR Voo (GRAK B 25) 3418, 1735, 1718, 1638, 1618cm™. 'H
NMR (CDCl3+CD3OD=7:l) § 1.16 (3H, t, J=7.7 Hz), 2.77 (2R, g,
=7.7 Hz), 3.99 (2H, s), 4.24 (2H, s), 4.6% (2H, s), 5.83
1¥, &, u-7;0 Hz), §.23 (iH, t©., J=7.0 Hz). 7.01-7.25 (6H, m).
5 #r CiHpaN,0,02H,0 # F48: ¢ 68.27: H, €.10; N, 7.57.
pl{: C. 67.99; H, 6.07; N, 7.85.
2 -8 - (HBAFAR)-2-T%K-3-(- AR)mkE- 1 - R)TEe
B 22w
Mp,129 - 133 C(ZJ% - AcOEt), 65% j*#.
2%2 -8 - (HRAFARA)-2-THK-3- (AREAFE)EIHRE -1 -
£) LB R 22x Mp,164 - 165 C(AcOEt), 61.1% /%,
2 - (8 - (BAFAE) - (MAFH)- 2 - TAER%E - ] - R LR
22y Mp,216 - 219 C (% #)(AcOEY), 57.5% = %.
2 -8 - (HAFEL)- 2 -FAEA- 3 - (AFEEAFEIR% - 1 - 3)
LELE 222 655% F~%, 'H NMR ( CDCl;) d
1.7’6 (1H, m), 4.06 (2, s}, 4.22
s), 4.63 (2K, s), 5.82 (1 4, J=7.5 Hz), 6.16 (1lE, t,
5

J=7.2 Ez), 6.56 (1H, &, J=7.5 Hz), 6.88 (1K, é, J=7.2 Hz),
7.11 (1H, dét, J=7. 1.5 Hz), 7.26 (2H, m), 7.3-7.5 (3E, m).

0.51 (2H, m), 0.8% (2H, m),
(2

o 0]

4] 3

FEA: 3 -£K-2 - RWRCHTE 24 GRS

£0°C T4 60 % S (2.69g,66.2mmol) 5 ¥ #LFAANE] 3 - B -
2 - kPR LER LEE(23, 12.0g,66.2mmol)(N.Desider, F.Manna, M.L. Stein,
G.Bile,W Filippeelli, #= E Marmo.Eur.J. Med.Chem.Chim.Ther.,18,295
(1983))84 — ¥ 34 ¥ BB (220ml)iF & F. REWAE 0T T3k 50 547, &
B A4 W A AE £ £.(8.4ml,72.8mmol), % B FH TR, mATRTE,
BAM R S % BB AN E R A KA, B NaySO, TR, EMET k&
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EF B, BAM AR EEs, A AcOELFR(1:19 £ L3, 7% 3|
16.17g(90.0% /= & )it RAFALAL S |
IR vy 1) 1736, 1446, 1728cm™ . 'H NMR(CDClL;) 3
1.21 (34, &, J=7.2 Hz), 3.93 (24, s), 4.14 (2H, g, J=7.2 Hz),
5.10 (2H, s), 7.13-7.22 (2, m), 7.32-7.42 (3H, m), §.16 (1H,
aé, J=4.0, 3.0 Hz).
¥ Ci6H7NO; 3+ 45 ©. 70.83; &, 6.32; N, 5.16.
Sp|4f: C, 70.65; E. 6.37; N, 5.20.
F$HEB: (8- FAA- 2 - LEUHRR -1 - B8 LB 25a e B &
Feubrz 47 A (24, 15.15g,55.8mmol). B 8 £,45(23.45g,279mmol)
Fol -2- 2 - T &(11.4ml,113mmol) & ¥ & T A BA(250ml) F #5647
i E A 24 B, Ak, A NaSOs TR, EBRETHREERNE,
7 Aty B A Ic &k %4k, A AcOEt (1119 £ 1:9) s B, 453
16.668(92.0% = % )i K A7 ALAL 647
IR Voo 12) 1690, 1227, 1092cm™ . 'H NMR(CDCly) 8
.15 (3B, t, J=7.2 Hz), 1.26 (3K, t, J=7.3% Bz), 2.82 (2H, g,

1.1

J=7.5 Hz), 4.11 (2E, g, J=7.2 Bz), S5.16 (2H, s), 6.22 (1H, 4,
J=7.6 Hz), 6.44 (1¥, t, J=7.1 Hz), 7.07 (lE, s), 7.27-7.57

(

A CooHyNO;  0.1H,O 3+ Ji48: ©. 73.87; H, 6.57; N. 4.31.
STim|4E: c, 73.75; H, 6.66; N, 4.30.

&8 - TAA- 2 -FAAGRE - 1 - R)AMLE 25, T8 % 7=
FHC: &8 - FHRE-2-TK-3 - (ARG EFEE ) 2% - 1
- BB LB 26 69— %

B ekei(25, leq). B #9E FELRA(2.0eq)fe = Z B (5.0eq) e i A
M AE 90 C(i5i8) FAn# 2 - 8 BF, WA TLER LB, R4 ) e BB A
Kbk, B NaSO, T, M EThREEANGE, Red AR EFaKL,
B AcOEt T (12)aMF A E 4.
F A ] &
(3 - £F8A- 8- FAA-2 - A% %R- 1 - B)RBTE 26

Mp,124 - 125 C(AcOEt-Z#t), 79% &%,
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(8 - FHA-2-Ch-3 -FFFEEARTBRAIRE- 1 - H)ABT
B% 26b
Mp,110 - 112 C(T & - T.ix), 46.0% /=%,
(8 -FHKL-3 -(MAXFEA)- 2 - ZHE3%%R- 1 - )RR LE
26¢
Mp,115.0 - 116.5 C(T.8 - TIK), 92% & #.
(8 -FREL-2-CEA-3 -(M=RKFAETERE)RE- 1 - 2R
B B 26d ‘
Mp,129.0 - 129.5 C(Z. B - &)%), 82% =&,
(8 -FHIL-2-THE-3-(1-EFBA)R%E - 1 - B)HRBR TE 26e
Mp,169 - 170 C(¥X - &%), 59.3% =%,
(8- FRE- 2 -FKAK- 3 -(FFEEEXFRE)G%E- | - AR
7. B 26f
Mp,143 - 145 C(AcOEt-T#%), 52% =%,
THED: #1408 - FARK-2-THE- 3 - (RRAGEXFEL)3R% - 1
- RV B8 - FEE -2 - TE- 3 - (AR EFTEI )RS 27 6
— /R T &

f EiX (26, 1.0mmol)éy = F LAR(10ml)E®& F A 50 % f AL
4pREE(Bml), RAHAE 140 T Tk 2 - 24 N BF, B35, RAEWA
WEBBA, FERACRUERER, FRORANKLE, A NaSO, Fk.
ERETREENE, ﬁé%ggﬁﬁﬁ%m,mﬂ%ﬁ,%ﬁﬁﬁw

FAERMERE 1 D, ARETEBHREZEN, BReHBITLERHE
112 3) 27 .
H A ) &
- AFEBA- 8 - FERA- 2 - LA%R% 27
Mp,92 - 93C (ZE LB - TIE) . IR vimax (Kbr) 2965, 1593,

1571, 1552, 1326, 1275, 1045 em™*. <~H NMR (CDCl3) & 1.05

(3H, t, J=7.4 Hz), 2.42 (2H, g, J=7.4 Bz), 5.21 (2%, s), 6.47
(lH, d, J=7.4 Hz), 6.62-6.71 (2K, m), 7.25-7.52 (8E, m),
7.61-7.65 (2H, m), 9.23 (1H, &, J=7.2 Hz). [EIMS]) m/z 355 [M+].

/n\#ﬁ' C,4H,; 1 NO, OleO?‘]‘ﬁ—’fﬁ C, 80.69; H, 5.98; N, 2.92.
<MA4E: c, 80.67; H, 5.98; N, 3.92.
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8-F A -2 - TH - 3 - (AREAEAFRTFBEA)IRE 27D
ZESE. R v m(RIKBH)ITIS, 1597, 742cm™,
8-FE AL - 3 -(MRETFEE)- 2 - TE%I%R%E 27c
Mp,95.5 - 96.5 C(T& - L), 87% &~ #.
8-FE AL - 2-2h -3 -(=ZAFTEAFEFTEEA)S%% 27d
Mp,97 - 98 C(Z &k - &), 84% =&,
8-F & - 2-THh - 3 - (1 - RFELE)EI5% 2T
66.1% = %,
8- E A - 2-FAmk - 3 - (AREARFEIA)S R% 27
82% =&,
FHE: 41&8-FRA-2-T%-3 ~ (BRAR T A% 28 9 —
B &
BE & 4 R R 2SS 27 .
Ak & |
3-%A- 8- FRK- 2 - AR A 28, MR (CDCLy)

6 1.28 (3H, t, =7.4 Hz), 2.71 (2H, g, J=7.4 Hz)}, 4.22 (2H,

J
s), 5.16 (2H, s), 5.99 (1H, &, J=7.4 Hz), 6.24 (1lH, ad,
J=7.4, 7.4 Hz), 6.61 (1K, s), 7.02-7.51 (11H, m).

8-FH AL - 2 - LA - 3 - (AREEFE)E%R%E 28D
FEF%, IR v m(CHCI;)1525, 1259em™.
S-FE I - 3 - (AAFA)- 2 - TE%R%E 28
% &%, IR v mx(CHCI;)1551, 1258cm™.
8-F A& - 2-T A - 3 - (A=A FAFTE)H%R% 28d
Mp,73 - 75 C(T8), £ &7 %, IR v (R BH)1332, 1163,
1114cm™ .
(8-FEAL - 2-24 -3 -(1 - RFHR)ER% - 1 - K)HBE 28
Mp,119 - 120 C(Z%%), 89.0% /=%,
8-F A& - 2-3r @A - 3 - (ARFREAFR)EI%R% 28
91% # %, IR v ma(CHCI3)1527, 1448, 1259cm™.
FHF: #1860 -FE-2-FhES%%- 1 - 2)RBELE3la, -
Fh-8-FEA-2- FEARE- | - BARBIEIDFC -FE
-8 - WRA - 2 - FASGER- 1 - J)ABRLE e —RI &
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¥ 3 -£- 4 -%KAT- 2 -8(Q29, F.Bellesia,F .Ghelfi,K Grandi
#2 M.Ugo,J.Chem.Res.(S),S 428(1986))(1.3eq)F=#t"% - 2 - LB LEE R
3 - BUAR g Ha-4(1.0eq) A BBk B 540 (10eq)ey ik &4 /2 165 CFmdk |
- 4B, BAEkeigsie, ATk AcOE(S-2:1)#AL.
e &
(G-Fh-2-FHh3%R%E-1-K)HRRTE3a
Mp,75 C(THK), 37.1% =&,
B -F£-8-FaA-2-FA7R%E- 1 - F)RMTEI3ID
Mp,117-118 C(TH), 47.4% =%,
B-FA-8-FaE-2-FHEERE- 1 - H2)ARTEc
Mp,105 C(Z)%), 23.4% &%,
FBG: 540 - Fh-2-FEAARE- ] - £)#% 8 32a (3 - F A
-8 -FHAA -2 -FHEASEE- 1 - R)EMK2DD YK E
3% b ik & 31(2mmol)iE F KOH(0.5g)#4 K (Sml)f= = F LA (Sml)iz 72
R 140 COER) T Avdk S B, MeAskK, e A LB RE,
RAAL BB, ALK UEFR, FIGRAKRZAER NaSO, T,
ERETHREERE, 44 A AcOEt & .
H ek &
(3-FA-2-FHABSR%E- 1 - KKK 32
Mp,182-183 C (&%), 60.3% =&,
(3-F4-8-FaRA-2 - FRAE%R%E- 1 - K)FRK32D
Mp,132 C(45-#8), 68.4% /%,
FHH: #1463 -F4A-2- Ph%%E33af3 -Fh-8-FaAL
- 2 - PRk B 33b e — AR ik
BHRBE_FTEPHRSDMATR2 D, ERETREENE
¥aahadEd IATT—F4 4.
3-FA- 2 - FEAI%RS 33 E&
Mp,96 - 97 C, &&= &,
3 -4 - 8 - FRE- 2 - PR GE 33 egH L
i ‘4 NMR (CDcly) 6 2.34 (3H, s), 4.22

(28, s), 5.17 (2H, s) 6.00 (1H, &, J=7.6 Hz), 6.25 (1E
3=7.1 Hz), 6.56 {1E, s}, 7.0-7.5 (11X, m).
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FB I HECHRE - 1 - K LEBLK 34 v 35a-k 69— T K
b AL 4 AR AL 8 BT e ik, Bl & X EALE.
(3 -F4h-2- FHAAER%E- 1 - H)TEBK MGG
Mp,198-199 C(¥K), 49.3% /%, |
(G-FA-8-FaA-2- A RE- 1 - B)LEESK S
Mp,188 - 189 C, 63% %,
A ) &
G-%h-8-FRE-2-ChRE- 1 - R emk- N- TEK
A& 35b,
Mp,190 - 191°C, 80% &,
G-F4k- SFALA- 2 - CEBRE- 1 -H)LwA- N, N-=¥
B 35¢
Mp,199 - 200 C(AcOEt), 43% /%,
8-Fa%E-2-T%k-3- (AR F v ks - 1 - R) LB A BLER 35d
Mp,183 - 185 C(Z 8 - ZX%), 79.0% & %.
(8-FH L - 2-0A- 3 -(AREAFRA)HR%E- 1 - F)TEE- N-F
BB 35¢ '
Mp,200 - 201 C (T8 - THK), 71 % =%,
8-FEH - 2-0HE - 3 - (REAFA)RK - 1 - H)TEE - NN
W A B 35F
Mp,201 - 202 C(Z.B - ZI), 88% &,
(- Fh- SFRE- 2-FEARE - | - B)LEBRE I5g
Mp212 - 214°C, 962% =&, IR v ma(R4KBH)3472,

3197, 1678, 1627 cm t. TE NMR (CDCly) § 2.44 (3H, s), 4.21
(25, s), 4.75 (1%, br.s), 5.13 (2%, s), 6.14 (1H, br.s) 6.39
(1H, &, J=7.4 Bz), 6.51 (1E, t, J=7.3 Hz), 7.05-7.15 (2H, m),

7.20-7.5 (9K, m).
H#r CysHyoN,Os 3+ 45 ©, 75.36; HE, 5.57; N. 7.03.
E{a: C. 75.12; E, 5.66; N, 7.06.
8-F&aEL- 3 - (EFH)- 2 - TES %% - 1 - F)TESLA 35h
Mp,145 - 148 C(T & - Tix), 80% /= &.
(8 -FHA-2-C&-3- (AZAFEFL) 5%%-1-%)
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LELBEEE 351
Mp, 182 - 185C (& Fh - k), 76 % F&.

(8-F &4 - 2-2h -3 -(AZRAFEAFA)ER% - 1 - &) LEEBLE 35
Mp,189 - 190 C(¥%k), 76.0% %,

(8-F A& - 2-7hAmA - 3 - (FREAFR)R% - 1 - KX)LEBUEK 35K
Mp,185 - 186 C(CH,.CL-2 k%), =¥/ %,

FEK: #1406 - ARG E - 1 - KA)LEBLE 36, dk#—RAE
&HEAMJ@/\% 19 A mALA M 20 PRk 6 7 ik, B &k i,

A &

(3-FHk-2-THh-8-#ARE- 1 - X)) LEBK 36
Mp,194-195 C (AcOEY).

H A &

2 -8 -5A-3 - (AREEAFR)HSAR - 1 - K)LEBLEK 36d
Mp,195 - 196 C(\ﬁ%)(w,— ), 95.0% &~ &,

(2-78 - 8 - BA- 3 - (AREEFRAS% - 1 - X)LEBLK 36¢
Mp,186 - 189 C(Z. & - TH), 89% /= F.

2 -Ch- 84 -3 - (FEEFTEMHRE -] -FX)zEeiA- N, N

- — W X Bhhe 361
Mp,177 - 180 C(Z & - Tk), 95% &,

(3 -F&- 8524 - 2 - FHuHR%- 1 - K)LEABK 362
Mp,189 - 192 °C, 94.9% &,

G-(MEFE)- 2-T& - 8 - #2A%% - 1 - ) LEBE 36h
Mp,144 - 146 C(AcOEt-Zkt), 88 % = #.

Q-Z2 - 8-BA - 3 - (MZAFTAFE)SR% - 1 - %) L8 301
Mp,142 - 146 C(AcOEt-T)), 96% =&,

(2 -2k~ 8#4-3-(1 - BEAFE)%%- 1 - X)CEEK 36
Mp,176 - 178 C(¥K), 84.5% /=&,

(2 -RAE- 8- FL -3 - (AREAFR)SR% - 1 - K)LEBLE 36k
Mp,189 - 191 C(ACOEt-Zk), 95% = &.

FHL: A0 -(RAEATEL)R% - | - F)T8BKE 37 - d,

fgi38a#239d. i. k#9—f&F &
B AALA S 20 A AL A ss 21 Frik e 5 ik, # & XL od.

H e &
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G- th- 8- (LEATAL) -2 - LEMGR- 1 - R)LERK ST

Mp,191-192 C(AcOEt - TH), 23 % &. |
G -%h- 8- (LEATAE) - 2 - LANRE- ] -R)LEmiA- N
- PR BLEE 37D

Mp,197-198 C(ACOEt - &%), 72 % /= *.
(G-%A-8-(LEATFAE)-2- L%k~ 1-H)LEE- NN
- —F X B 37c

Mp,140-141 C(AcOEt - &%), 39 % 7 #.

(8 - (LEAFAL)- 2 - LASAREATAIRE - 1 - H)TEE
B 37d

Mp,127-129 C (L8 - THE), 86.0 % F&.

(8 - (LESETFTEL)- 2 - LES(RELEFARE - 1 - ) TEE
- NN - =9 &8k 37f

Mp,109.5-110.0 C(Z.8 - &%), 79 % &,
G-Fh-8-(LEATFTRE)-2- FAIRE-1- R LE B 378

Mp,193-195 C, 41.4 % /* %.

(8 - (LESAFTAA) -3 -(AAFH)- 2 - LA R - 1 - R LR
#& 37h

Mp,172-175 C(AcOEt - &4%), 73 % = .

(8- (LEATER) - 2 - ZEI(-FATRIGRE - 1 - H)LEAtE
37]

378 % =%, IR vmax(CHC13)3513,3400,1761,1698,1638,1497cm'1o
G-Fh-8-RTAZATAE) -2 - ZHA%%- 1 - A BB
fz 38a

Mp,161-162 C.

(8 -~ (FEATFTRE)- 2 - LAS-(AREAF RS E - 1 - A)LER
F& 39d

Mp,73-75 C (9 M) LB - THR), 84 % %

(8 - (PESAFTHRA) -2 -5~ 3 C(AMZAFATE)NRE- 1 - 5)
EEBL AR 391

Mp,136-137 C(AcOEt - &%), 59 % * #.

(8 - (PESAFTAL)- 2 - FAA- 3 - (AREAFRMIGRE- 1 -X)
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LB 39k
Mp,178-139 T(AcOEt - The), 69 % &,

FEM: 4148 - (BAFTERL)ER%- 1 - X)TEmE40a - d, gk

o — R 7 &
¥ IN S RALAP KR & (4ml) e A B LK B5(37 - 39, 2mmol)é) F &
QImlyE& T, EREZTETHRHE 40 547, A @8 xA, A 2N - HC
Bk, A LB CEER, XBGRMAKRE, A NSO &%, ARETHKR
FEMNE, BEREME R,
HAH) &
G-F£-8-(HRAFTARL)- 2 - A3 R%- 1 - X)LESAE 402
Mp,244-245 ‘C (AcOEt - Z.&), 42 % %, IR v mu(KBr)

1312, 1092 cm Y. *H NMR

3gs5, 2974, 2931, 1703, 1680, 1625,
(CDC13+CD20D) & 1.22 (3¥, t, J=7.4 Hz), 2.50 (2H, g, J=7.4
uz) . 4.27 (2%, s), 4.73 (2H, s), 6.37 (1E, &, J=7.8 Hz), 6.73
(1% @&, J=6.6, 7.8 Hz), 7.06-7.43 (8K, m). [EIMS] m/z 380
(M=) .
//J\*ﬁ' C21H20N205 0.7H30‘i‘1’;§-{ﬁ: C, 64.18; K, =.4%: N, 7.1.3

L {g: C. 64.28; H, 5.27; N, 7.03.

(3-FH-8 - (HBAFEL)- 2 - TASSE- 1 - X)TBBE- N
- ¥ A BBz 40b

Mp,212-213 'C(AcOEt), 47 % &= *,
G-F£-8-(HBAFERA)-2-THh%3%%-1-5)TEBE- NN
- Z WA BAk 40c

Mp,166-167 C (AcOEt), 49 % /= &,
(8 - (BAFTAR)- 2 - THAI-UREAFR)R%E - 1 - R)LEBERK
40d

Mp,209-212 C (4 M) L8 - TH), 93 % &~ &,

IR v maGRAKB #3316, 1704, 1601, 1493cm™, 'H
NMR (dg-DMSO) & 1.01 (3H, t, J=7.5 Hzj), 2.67 (2H, q, J=7.5

Hz), 4.18 (2H, s), 4.71 (2H, s), 6.41 (1, 4, J=7.% Hz),

6.57-6.5% (2H, m), 7.14-7.57 (10H, m), 7.34 (1H, s), 13.09
(lK, br.s).
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J-# C27H24N20s 0.3HgO: 3t {A: C. 70.21; H, 5.37; N, 6.06.
L 4g ©. 70.17; H, 5.35; N\, 5.98.

8 - (HAFEAL) - 2 - CLAI-GFEAF LR E- 1 - H)LBEBRE
- N,N-— ¥ & Bt 40f

Mp,208-209 C(Z.&* - TH), 93 % & F
G-%F%-8-(HEFARL)- 2 - FAGS - 1 - X)LEBK 40g

Mp,245-246 C (45 #&), 86.7 % = &.

IR v (A5 #8)3417 , 1736,1650,1629, 1495cm™, 'H NMR
(CDC13+CD3OD) & 2.47 (3K, s), 4.24 (2H, s), 4.73 (2K, s),
6.38 (1K, d, J=7.5 Hz), 6.59 (1H, t, J=7.2 Hz), 7.10 (2H, m).
2.2-7.3 (3H, m), 7.44 (1H, &, J=6.9 Hz).
A H CooHysN2Os 0 9 HyO 3 FLqfis C. 64.83; ¥, 5.01; N, 7.57.

4L C., 64.87; E, 5.02; N, 7.56.

(8 - (HAAFAL)- 3 -(MEFA)-2- CAHHR%E- 1 - K)LEHRK
40h

Mp,230-233 C(5 ) LB - THaE), 79 % &,
8 - (BAFTEA)- 2 - k- 3 -(NZRAFEFHE)R%E- 1 - &)
LEEBLER 401 |

Mp,235-237 C (% M) CHLCL - THR), 97 % = .
(8 - (BAFAEE)-2- -3 -(-BAFTHR)GR%- 1 - X)LaEs
Jez 40;

68.4 % &, IR v mo(RARGH)3429, 3338, 1730.1649,1612,
1588, 1493cm™,
(8- (BAFTEAR)- 2 -HAE-3 - FEAFH)MGR4R-1-H) L@
Bl 40k

Mp,205-207 C (4 #)(AcOEt - L), 93 % = #.

345 4

BBA: 8- (RAFTAE)-2-24- 3 - (-EEFTRMIRE- 1 -
&) LEE B 41

A Lk AL A4 36 A% 37 85 7 ok, A i T &L 2 AL 5 (36h),
Mp, 212-215°C(ZB), 45% =%, IR v mx (RHEBH)
3484, 3226, 1659, 1629, 1497, 1305, 755cm”. 'H NMR
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(dg-DMSO) & 1.08 (3E, t, J=7.1 Hz), 2.80 (2K, g, J=7.2 Hz),
4.36 (2H, s), 5.18 (24, s), 6.74 -6.85 (2H, m), 7.01 (1K, 4,
J=6.9 Hz), 7.21 (1H, s), 7.23-7.39 (3H, m), 7.78 (1H, s),

7.83 (1H, &, J=6.3 Hz).
¥ CyHigN3OsCl 3+ B 4f: C. 63.72; E, 4.58; N, 10.62; CL, 8.96.
S|4 C. 63.54; H, 4.69: N, 10.79; Cl, B.63.

$HB: (8 -~(1H-m=- 5 SAwEA)- 2 -CE- 3 -(1-BEATFE)
ke - 1 - B)LESBLAER 42 94 &

¥ 4T A (41, 100mg , 0.253mmol)fo = F & & R ALH
(68mg,0 329mm01)4‘£ W (2. 5ml) 4 RA ek EA 23 e, RIS
SR, 2 FEECm) T, BARMLAAK, REMEZTETHHF
20 é}é‘?, fza)aﬁ/a}iﬂz»:zﬁ, AN LECE, RAHmA IN ARLFE
B, kAASATRAL RALBBL, RACLRIERER FRRA
Kk, B NaSOs T8, ERETHREENE, HRAMWETLET,
R EREY, BOEmAZERT, 55 25mg23 % FE )AL E
4, mp,140 - 143 C(5 M T 8 - TH).
R v oo (GRAKBE) 3468, 3222, 3153, 1718, 1651, 1612,

-

1594, 1489 cm™l. 'E NMR (cDCly) 8 1.23 (3H, t, J=7.5 Hzl),
5 88 (28, g, J=7.5 Hz), 4.22 (2H, s), 5.65 (2H, s), 6.04 (1%,
<), 6.29 (iH, 4, J=7.8 Hz), 6.50 (1, t, J=7.2 Hz), 6.82
br.s), 7.06-7.37 (5H, m).

P |

W
4

SE 4] 5
FHEA: 3-FARE-2 - FEARR HMadiHl&
B2 - ‘?2&— 3 - wqkvg BE(43, 164g, 0.15mol), Bk &AL

(12.72g, 0.195mol), W T &g fe4(2.42g, 7.5mmol)F=F A i&(18.7ml,
0.158mol) /2 1 £.7% " (380ml) P 44 R A-4h £ R T HLH 1.5 A, A TK
(G8ml), BAWEKET RS, RER LB LEER, FRORRAKRHEF
AT #8(Na,SOy), EAETHREEMNE, 735283090 % & F)FAMNLS
.

1k NMR (CDCl3) & 2.56 (3H, s), 5.11 (2H, s), 7.04-7.16
(22, m), 7.35-7.45 (5H, m), 8.08 (1K, d4d&, J=4.5, 1.5 Hz).
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$HB: 3-FRE-2-FE-1-02- R TR)BALMTE  45b )
&

¥ 3 - FEAFHAg(J Yorgensen , H.C .Nielsen,N.Malhotra #=
J Becher, J.Heterocyclic Chem.,29,1841(1992)(343mg,2.78mmol)#= 1 - pg
_ 2 - THI(504mg, 3.34mmol)#giR 444 70 CT And 10 S4F, BT
B LR ek B AR, 133DICIR ¢9 Bl 4R 711mg(93.8%), Mp,157-158 C, |
$BC-1: 8- FRE-2 - LABRE 6aiHE

3 - FHA- 2 - FA®E ( 44a, 29.7g, 0.149mol ) LB LB
( 17ml ) kB 1 - 8- 2 - TE ( 22.5g, 0.149mol ) #4i%b-4h i 70
C TR, FLBCE (23ml) MARERESH, % B AR LB
LB T &S, 135 47.04g ( 90.1 %) & 43a. &3 452 ( 47.04g,
0.134mol ) % ( 150ml ) %% 4 DBU ( 44.2ml, 0.295mol ) =i 0.75
B, A E, AL LEER, EREAAR, BHTR ( NaS0.).
JRJE T R & A, 125 A S b4 46a, 26.62g (79 % &),

“H NMR (CDCl3) & 1.28 (2H, t, J=7.6 Hz), 2.70 (2E. q, J=7.6

Hz), £.16 (2, s), 5.98%8 (1l®, <, J=7.5 Ez), 6.29 (iH, t, J=7.1
Hz), €.48 (1%, s), 7.10-7.52 (7H, m).

fobedh 46b - e A LR T EA &

FHC - 2: 2-TA-8- W E kv ok 46b 89 4] &

%1, 8- =& 2 WIH[5.4.0]-7-+ —k % (DBU)(341mg,2.24mmol )&
¥ (1ml)yg & mAE| L& 3#(45b, 277mg,1.02mmol) £ % (4ml) ¥ ¢4 ia-47
?,%ﬁé%ﬁi%iTmﬂ@m3¢w,Aﬂé,ﬁﬁ&é%,m%
ok, ABETRERR 25 178mg(L ¥ FF)wkH. H

NMR (CDCl3) & 1.28 (3H, t, J=7.5 Ez), 2.70 (2H, g, J=7.5 Hz),

2.91 (3%, s), 5.93 (1%, 4, J=7.2 Hz), £.32 (1H, t©, J=7.0 Hz),
6.40 (1E, s), 7.10 (1H, s), 7.50 (1lE, d, J=6.8 Hz).

H A &
8 - FHEE - 2 - FREA%H% d6c

92 % ~#oil. 1y NMrR (cDpcly) & 2.31 (3H, s), 5.16 (2,

5.98 (1H, &, J=7.6 Hz), 6.28 (1H, t, J=7.0 Hz), 6.44 (1E,
s), 7.08 (1E, s), 7.34-7.55 (6H, m).
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-3 @A - 8 - TR R% 46d
72 % &% 1y MR (cDCl3) § 0.60-0.68 (2H, m), 0.86-0.96

(2H, m), 1.83-1.97 (1#, m), 3.8% (3H, s), 5.52 (1lH, d, J=7.4
Hz), 6.25-6.34 (1H+1H, m), 7.11 (1K, 4, J=1.6 Hz), 7.47 (1R,
é, J=7.0 Hz).

8-F £k - 2 - LA K RK 46e
69 % &% ‘s MR (CDCl3) 8 0.61-0.65 (2H, m), 0.86-0.96
(28, m), 1.84-1.97 (1¥, m), 5.15 (2H, s), 5.98 (1H, &, J=7.6

Hz). 6.25-6.32 (1H+1H, m), 7.12 (1H, 4, J=2.0 Hz), 7.35-7.43
(6H, m).

FHED: #&8-FAE-2- LA - 3 - (R E )RR 4T 69—

oy
B AALAY 17 %14 18 Frik ey 7 &, @ 46 &) BiX AL S,
H A &
§ - AL -2 - CE- 3 - (FEEEFTHRE)R% 48
Mp,114-115 C, 80 % /= &,
§ - EEE- 3 -HTABE - 2 - TEARR AT
Mp,88 - 89 C, (Z# - EtOAc),77 % / &.
§ - FEL- 3 -FmAAHEE- 2 - TAURRAC
Mp,63 - 64 C, (Z)%),68 % /&,
§ - FEL- 3 -EAFEA - 2 - TAE%RR 4T
Mp,85 - 86 C, (Z)).74 % 7 &,
§ - FHEAL- 2-TE- 3 -2 - ARRE)EER 4Te
Mp,84 C, (ZH-EtOAc), 89 % /.
§ - FFAME- 220K -3 -(1 - AR 2 - REXB)IRER A
Mp,137-138 C, (ZJ%-EtOAc), 25 % 5.
§ - FEA- 2-THE- 3 - (B2 - BEE)NR%E 4T
70 % = &,
§ - EHA - 3-(35-ZRTAVEFHE - 2 - TEAASHR% 47h
Mp,131 C, (T} EtOAc), 82 % O,
§ - EE- 2-TA- 3 - (1 - A& - 2 - FETA)EHRSR AT
Mp,139-140 C, (ZHEtOAc), 58 % =&,
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LARFAETEA) - 8 - FAE- 2-TEERE 4T

S ok, S8 % FE. IR v (442964, 1590, 1548,
1438, 1302cm’.
§ - FHEA - 2-TE- 3 - (FEik- 2 - A)RR 4Tk

Mp,141-142 C, (EJR/EtOAc), 82 % =%,
H o] &
§ - FHL-2-CK-3-03-(EH-2-A)yEw- 2 - )Rk
471

i® i /K 8 F 2 & (Y. Hamanaka,S,Fukushima #= T.Hiyama, Heterocycles,
30,303(1990))41 % 3 - (E%r - 2 - K)E#r - 2 - 8, Mp, 137-138 C
(4. EtOAc). “H NMR (CDCl3) & 7.10 (1H, &g,

=3.6. 5.0 Hz), 7.256 (1H, d, J=5.0 Hz), 7.39 (1, d&d, J=1.0,
s 0 Hz), 7.55-7.60 (2H, m). IR Vpax (KBr) 2845, 2606, 1671
1273, 1245 cm *

AAr CoHO,S #93+ F48: C,51.41; H, 2.88; N, 30.50.
salfd:  C,51.39; H,3.06; N, 30.24 .
bk AR, REWR LA, FFARLE—Y AT
BATT—94%%&.
8 - FEA - 2-TA - 3 - (MFAERTEE)IFRA 4Tm
Mp,64-67 C, 77 % = %.
§ - FEA - 2-TA- 3 - (IFRKR -2 - (4 - ERERTH)TE)IR%
470
Mp,64-65 C(T)), 41 % & &.
§ - AL - 2-Fh- 3 - AFEARTEL)ER% 479
Mp,114-116 C, 66.9 % =%,
8 - FAL - -ETFERA2-F AL SF AT
Mp,144-146 C, 81.4 % &%,
(M ETAFFEA) - 2-25K - 8 - FAKSR% 4TS
Mp,90-91 C, (ZX%), 72.8 % &~ &.
§ - FEL-2-FAE-3-(1 - A& 2 - HKTETE)I%RR 4T
Mp,105-106 C, (&% EtOAc), 61 % /= &,
ST AZEA - 2 - AL - 8 - FAKM%R%E 4Tu
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Mp,122-123 C, 38.9 % 7 &.
. Ek - 3 - MALEA - 2 - FRAIRF ATV

Mp,93.5-94.5 C, 24 % = &.
HHES - FAKE- 3 - (R @A) - 2 - LAvIRk 48 &
—fFE 1)

B AL A 27 41 4% 28 PRE 67 %, W 47 B & X A
— 7 % 2) |

¥ 47 . A4S (Seq.mol). Bk = fAt4e(3eqmol) £ S 7k v P 4]
Ao A SR 45 Ahb, kR, REH A LB LB ER, FRRA
K 2o 5 BT 8 (NaySO4), ERETHREEANE, FAMiBTELE &K
B 6,3 AL,
F A H] &
§ - wEA- 2 - LA 3 - CPEEFE)RF 482

Fg =&, uMMm (cDCl3) 8 1.26 (3H, t. J=T.2
Hz), 2.74 (2H, 4, J=7.8 Hz), 4.28 (2H, s). £.18 (2H, s), 6.02

(1H, &, J=7.2 Hz), .28 (1H, t, J=7.2 Hz), 7.11 (1H, &, J=8.4
Hz), 7.23-7.71 (14E, m).

§ - FEAA- 3 -HKAEFE- 2 - T3 Rk 48¢c

1% NMR (CDCliz) & 1.15-1.34 (5E, m), 1.41-1.74 (6H, m},
2.18 (1E, quint, J=7.8 Hz), 2.65 (2H, q, J=7.4 Hz), 2.82 (2H,
&, J=7.2 Hz), 5.17 (2H, s), 5.98 (1%, 4, J=7.0 Ez), 6.34 (1E,
a@, J=7.0, 7.4 Hz), 6.53 (1H, s). 7.3-7.5 (6H, m).

QAL - 2 - LA - 3 - RETHRR 48

IR vy (KBr) 2950, 2920, 1550, 1520, 1365, 1250cm’™ .
S L - 2 - L 3 - (Q-AARE)HRE 48
25% =&,
g - 2 - LhE- 3 - (BA - 2-FA)HRE 48
FARA- 3 - (ARFRFE)- 2 - v % 48)
01 % 3, IR v (44%)2922, 1523, 1371, 1312cm™ .
g - wEA-2-LE-3 (G -EH-2 - ByEH 2 - AR
ok 48] 'H NMR(CDCly) d 1.22 (3H,t,J=74
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Hz), 2.63 (2H, q, J=7.4 Hz), 4.41 (2H, s}, 5.06 (2H, s), 5.92
(1%, &, J=7.0 Hz), 6.17 (1, &d, J=7.0, 7.2 Hz), 6.51 (1H
s), 6.91-7.42 (11H, m).

a2z " . pr i
§ - FAL- 2 - LA - 3 - (ATFREFE)HR% 48m

= A, A 73 .. o

%% =%, s MR (cpclsy) 8 1.29 (3H, t, J=7.5 Hz),
2.92 (2E. g, J=7.5 Hz), 3.72 (3H, s), 4.21 (2K, s), 5.7 (2H

s), 6.01 (1H, &, J=7.2 Hz), 6.26 (1, t, J=7.2 Hz), 6.58-6.75
(4H, m), 7.11-7.44 (5H, m), 7.46-7.63 (2H, m).

A = ~ >

§ - FEL-2 - CLh- 3 -4 - EXREFTR)FER% 480
1y NMR (CDCl3) § 0.70-1.80 (24H, m), 2.57-2.71 (4H, m),

< 17 (25, s), 5.98 (1H, &, J=7.4 Hz), 6.34 (1H, &4, J=7.0,

7.4 Hz), 6.53 (1K, s), 7.26-7.51 (6H, m).
§ - HEL- -(HEA-2-ATFH)- 2 - FEAREK 48
Mp,98-99 C, &&= H.
3-%R-8-FAE- 2 - KARERF 48
94% =&,
3-(HETEFE)-2-T%k- 8- ¥ A5 %k 48s
Fik 2), ks, 67.9% FE.
8- & k- 2 - LA - 3 - RTEAFT R %RR 48t
1y mur (CDCl3) & 1.00-1.26 (5H, m), 1.55-2.25 (6K, m) ,
595 (3H, s), 2.68 (2H, d, J=6.9 Hz), 5.16 (2H, s). 5.98 (1H,

&, J=7.2 Hz), 6.34 (1H, ad, J=6.9, 7.2 Hz), 6.47 (1H, s),
7.30-7.49 (6H, m).

$HF: 2-(8-FARKE-2-CTH-3 - (EmAGFR)ERR -1 - B)

LELBR B 49 64 &
LR 34 AR 35 FrR ek, w48 A& X s AW,
H ] &

2 -8 -FALE-2-CTE-3-(HF A ygekek - 1 - R)LEEEL

Fi 49a
Mp.,196-199 C, 61% /=%,

2 -8 - FHE-3-HRTEFE-2 - ARk - 1 - R)LEBLK

49b
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Mp,176 , (2.4 - EtOAc), 85% 7 %.
)-8 - FEE -3 -FAETA- 2 - TEHRE ] - X)) UE B
49¢ _

Mp,161-162 C, (2% - AcOEY), 77% %,
2 -(8 - FHRE-3-FHEAFTE-2- LAk - 1 - A)LERK
49d

Mp,144-145 C, (ZI), 76% /= *.
2 -8 - FEA- 2-0A- 3 - BRAEERE -1 - BT BB R 49¢

Mp,141 - 142 C, (&) - EtOAc), 77% P E,
2 -8 -Fah-2-2Ek-3-02- BAERE)EEE - 1 - R) TRk
49f

Mp,159 - 160 C, (Z}t - EtOAc), 82% =&,
2 - (8 - FHRE-2-THE-3-(FE-2 g wRymeas- 1 - KT
EEBLk 498 |

Mp,209 - 210 C, (EtOAc), 77% /%
2 - (8 - FRAE- 3GBSZRTAFEA- 2 - ARG - 1 - R)TEE
BB 49h

Mp,230 - 231 C, (EtOAc), 59% j=#.
2 - (8 - FEA- 2-Th- 3 - QFRETAHRER -] - BB B
49i

Mp,188 - 189 C, (EtOAc), 79% j*%.
2 -8 - FAA- 3 - (ARFAFH)- 2 - TEUERE-] - R TEEL
fie 49

Mp,178 - 179 C, (ZJ% - EtOAc), 93% %
2 -(8 - FHARE-2-TE-3-(Fy- 2 -APR)EIRE- 1 - KT
B2 Bk 49K

Mp,191 - 192 C, (EtOAc), 73% /= %.
2 -(8 - FARE-2-TH-3-(C-FH-2 - HyEer- 2 - ATFE)
Blokek - 1 - &) LEBLE 491

Mp,208 - 209 C, (EtOAc), 10% &F(AF).
2 - (8 - FEA- 2-TE- 3 -(TFEREFH)R%E - ] - ) LEEL
B 49m 4
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Mp,180 - 182°C, 61% =%,
2 -(8 -FaH%-2-T%k-3 G ESE I S - R LR AR
49n
Mp,205 - 208 C, 8% =%,
2 - (8- FEA-20h- 3 - (GEARFTR)FEIRE - 1 - %)
LR B 490
Mp,169 - 170 C (EtOAc) 80% = &,
2 -3 -(ARE- 1 -AFH)- 8- FRE- 2 kv RE - 1 - &)
LR B 49p
Mp,225 - 226 C(EtOAc), 21% F#(3 ¥).
2 - (8 - FBRE-3-HEEA-2-AFH)-2- B LD S
B 499 '
Mp,198 - 200 C, 82.7% = #.
2-(3-FH - 8 - FRE- 2 - mAEKRE - 1 - K)TERK O
Mp,206-207 C, 30% =&,
2-B-(FETEFH)- 2 -TH- 8- WA R - 1 - R)LEREK
49s :
Mp,195-196 C, (), 96.8% =%,
2 -(8-FRL-3-FTAFE- 2 - FAERE - - R) LRk
49t
Mp,222 - 223 C, (EtOAc), 88% 7 %.
)-8 -FEAE- 3 -FALATA- 2 -wAEIRE- 1 - K)LER
B 49v
§ - FEA- 3 - RAAEE - 2 - HARERE ATV
§ - FHEA- 3 - FRAATFTE- 2 - HAETIRE 48
TS T ER 5 R4 &, AFHR—FEANTH FF —H 4%,
Mp,186-187 C, 28 % =¥,
2 -8 - FARLE-3-FHREAFTE- 2 - Wk - 1 - R LEEBLR
49w
foth 48w TH bk — ok )8 &, AFR—FAAUTATT
— ¥4 4&, Mp,174-175TC, 66 % =&,
FHG: HE2 -0 -(RROFTE) - 8 -FK- 2 LA R% - ]
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—#F % 1)

JEEE AR 35 Ak 36 Pk eh ik, W 49 #l &KL e .
— & F % 2)

¥ 1M =38 ALA0 64 = §UF 52(3.3eq,mol )i sk A B 49 #) = R FIE
. RAMBRME 3 b - 1K, dexokok, ARREFAMARSELTR
(Na:SOs), ARMETHREEME, HehBiLEshigeinl.
) -2 - k- 8 - K- 3 - (REAFRMIGRE - 1 - B)LERK
50a &9 4) &

g 7%, mmm (cpcly) 8 1.25 (3H, £, J=7.5
Bz), 2.93 (2H, q, J=7.% Hz), 4.25 (2H, s), 5.76 (1H, br.s),

6.39 (1H, br.s), 6.70 (lEH, 4, J=7.2 Hz), 6.79 (1R, t. Jg=7.1
Hz), 7.08-7.78 (10H, m)}, 12.90 (1H, s).

B ] &

2 -3 -HALTE- 2 -TE- 8 -EEUuRR ] - B LEBk
50c . ‘

2 -(3 -FAATEA- 2 - LA 8 -FEEUERE -] - R LB R
50d .

2 -(-Th- 8- BE- 3 - ARAAERSE - 1 - K)TEEEE S0c.
2 -5 - —RTAEFH)- 8 -H£E-2-THER%R-1- B SYN .33
= 50h .

2 -(2-zE- 8 -#E-3 -(F%- 2 - AFE)IRE- ] - R)TE
sh: 50k, Mp, 163-164 C(ZX: EtOAc), 40 % =%,

2 -(2-24-8-HE-3-(3B-FEH-2-H)FEw- 2 - A 3R)w
whok - 1 - ) CEEELR 501,

2 -z - 8 -#A- 3 -(MFAREFE)EIRER - | - R) LB B
50m ,

Mp,140-143 C, 86 % =%,

)~k 8 - A 3 - (REAFARER - 1 - R)LERk
50n,

Mp,174-178 C(4-##), 85 % =%,

§ - A -2-2K-3-(4-EXERTATE A% -1 - H)L8
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g 500, Mp,99 - 100 C(Z#: EtOAc).

) -3 - (BEE-2-AFE)-8-£K-2- ke keg - 1 - &)
2 ELELE 50q, Mp,129 - 130 C,77.6% = .

2 -3 -F£-2-%KAE- 8- gk - 1 - K) LEEBLER S0,
Mp,188 - 190 C,96.7% /%,

2 -3 -(FETAFHA)-2-TE- 8- phugs - 1 - R)TEBE
B 50s, Mp,145 - 148 C,(%)59.3% 7 &.

2 -3 -KRTLEAFE- 8 -FE- 2 - WAk - 1 - &) LERK
50t .

FHH: #4&2 -0 - wEg A TaL- 2 -CTE- 3 - (B o )7
ek - 1 - R)LEEBUAK S 0 — R F &

3% 4k A4 50(1mmol). ;6 7,8 % 8 (1.1mmol).  KCO3(3mmol).
KI(0.2mmol), DME(GmD#t# 5 B, Re A LB LB EE, FRR
A A e & 5F BT 8 (NaySOs), ERETREXENE, AR E 4k
R AR & IELAL,

FHeh] & .
2-2-THhk-8 - (FERATARE)- 3 - AREEFR)IR% -1 - )
LEEBLAL Sla ‘

Mp, 221 - 222°C, 54 %%,

2 (8 - (FEEATFTAL) - 3 -HRTAFTE- 2 - sEkgE- 1 - &)
BB 51b

Mp, 149 - 150 C, (24 - EtOAc), 19 % 7 E (M 49b ).

2 - (8 - (FESAFTEAAE)- 3 A TR- 2 - TEERE- - %)
LEEBERE Slc

Mp, 158 - 159 C, (AcOE), ZF /7 #*.

2 - (8 - (PESATAA)- 3 -FEEAFE- 2 - LAk gE - 1 - &)
LB 51d

Mp, 147 - 148°C, (AcOEY), 79%/ *.

2 -(8 - (FEAFTAR) - 2-TE - 3 - BARAREERE -] - R)LE
Buiz Sle | '

Mp, 140 - 141°C, (2 - EtOAc), 36 % =&,

2 - (8 - (FPEATFTARE) - 2-T4 -3 - Q-mASARMRE- 1 - H)T
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BEBLAE S1f

Mp, 114 - 115°C, (&4 - EtOAc), 84 % &3,
2 - (8 - (PEATFTEAL)- 2-24- 3 -(F-2-FFEmH%-1-
E)LEBL Slg

Mp, 195 - 196 C, (EtOAc), & &7 #.
2 -8 - (FEATAE) - 3-G, 5-=RTE)FEH-2- TEARE
- 1 - £)Z®EE S1h

Mp, 186 - 187 C, (EtOAc), 83 % &F(2¥).
2 -8 - (FEAFAL-2-24-3-Q-FECH)IR%R- 1 - &)
LB Sl

Mp, 175 - 176 C, (EtOAc), 47 % =%(2%).
2 -3 -AFATA)- 8 - (FEAFAL)- 2 - TASR%E- 1 - %)
BB 51 :

Mp, 190 - 191 C, (EtOAc), 65 % &=H(2¥).
2 - (8 - (PEEATAL)- 2 - A -3 -(Fu-2-B)pR%E-1-
) BEBEE S5k

Mp, 182C, (Z¥: EtOAc), 75 % =%,
2 -8 - (FERAFEL) - 2-CA-3-(Q-F%- 2 B)yFkw- 2
- A PR )EISRE - 1 - R)LERK 511

Mp, 176 - 177°C.
2 -(2-24- 8- (FEAFAL) - 3 - (AFREFI)HHR% - ] - %)
LEEB A S1m

Mp, 155 - 157°C, 85 % =&,
2 -(2-TA- 8 - (PEAFTAL) - 3 - (AAEAFE)R%R - | - )
BB Sin

Mp, 156 - 157°C, 96 % =%,
2 -8 - (FEAFTAL)-2-CTHk-3- (4-E X AT )T A5 %
- 1 - A)LEBRER Slo

Mp, 175-176 C, (Z¥%: EtOAc), 92 % =& (2 ).
2 -G -(ARIE-1-AFR)- 8§ - (FHRAFAE) -2 - FASR%
-1 - AT 8B Slp

Mp, 191-192 C, (EtOAc), 38 % *#(2¥).
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) -(G-Fh- 8- PERATARE - 2 - FAKRE- 1 - HLERK
S51r

Mp, 186-188°C, 745 % =&,
2 -G -(FETH)- 8 - (FTEAFTAR)- 2 - A %RR- 1 - &)
LEEBRAE Sls

Mp, 174-176 T, (EtOAc: ), 70.9 % = .
)-8 - (FEEATRA- 3 -FOATA- 2 - FAURE- 1 - 5)
LEEBu S1t

Mp, 177-178 C, (2#%: EtOAc), 68 % *F(2 ).
2 -(8 - (PEEATAL)- 3 - RAATE- 2 -FALIRE -1 - %)
LEEBLER S1v
2 - B-IRALATRA-2-FAA- 8- EEGRE -1 B) TEEBLE 50V
(@%miﬁf&ﬁ%aﬂ%%,%ﬂﬁ%ﬁ*ﬁ%%%?ﬂ%T*ﬁﬁ
£)Mp, 175 - 176 C, 70.4% =%,
2 -(8 - (FEEAFTRA)- 3 -HLEFE- 2 - ¥k ks - 1 - A
BB Slw
H o) &

Wit SOw 2 A bik — g ik 2)k &84, SFAAFH—FRMALNT
AFTF—¥41%. Mp, 149 - 150°C, 63% /= *.
FHI: HE2 -8 -HREFRE-2- LA - 3 - (B FR)HSR%
-1 - A)EEBE S2 69— M T E

B4 & 22 Bk s 5k, A ARAEKRESL.
Hpus) &
2 -2 -2E- 8 -(HBEAFEL) - 3 - (HEREAFEIRER- ] - &)
LEEBLAL S2a

Mp. 229-234 C (4 #%) . 84 % =%, IR Vmax GRAK G #5) 3417,

1734, 1653, 1629, 1496, 1237 cm *. 14 NMR (dg-DMSO) & 1.14
(35, t, J=7.5 Hz), 2.83 (2H, g, J=7.5 Hz), 4.36 (2H, s), 4.72
(2u, s), 6.44 (1H, &, J=7.5 Hz), 6.70 (1H, t©, J=7.2 Fz), 7.20
(25, &, J=8.4 Hz), 7.30-7.36 (2§, m), 7.43 (2H, t, J=7.5 Hz),
5 55.7.64 (4, m), 7.67 (1H, br.s), 7.73 (1H, &, J=6.6 Hz),
12.80-13.60 (1E, bz.).
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% CysHpN,Os - 0.1H,0 #43+ F48: C,70.76, H, 532, N, 6.11,
sa4E: C,70.53; H,540,N,6.19 .

2 -8 -HEFARE- 3 -FRTEAFTE-2 - ZA3%R%- 1 - X)L

Buik 52b

Mp, 224-225 °C (ACOEt).
Na 2 : 'H MMR (dg-DMSO) 1.0-1.15 (8H, m), 1.5-1.66

(65, m)., 2.6-2.7 (4K, m), 4.1 (2H, s), 6.46 (1H, d, J=7.5
Ez), 6.76 (1B, &&, J=6.6, 7.5 Ez), 7.8 (1H, 4, J=6.6 Hz). -

2 -8 -HBATFTHRLE- 3 -FAAFTE-2 - LAAEGRE- 1 -F)TE
Bl 52¢
43 % Z % IR vm (KBr) 3461, 2952, 1703, 1636, 1583, 1536,
1306 1262 em 1,
A CooHasN2Os - 0.4H,0 #93+ F4E: C,63.28;, H, 6.58, N, 7.38..
£m4a: C, 63.25;H,6.40,N, 7.28,
Na 2 IR vy (KBr) 3450, 1664, 1618, 1489cm’™ .
2 -8 -HAAFEL- 3 -FERAFTE- 2 -hER%- 1 - KL
Bl 52d
76 % =3 IR v (KBr) 3474, 2924, 1724, 1623cm™ .
Na #: IR vpa (KBr) 3474, 2924, 1675, 1618, 1493cm™ .
S H C2oHa7NaNaOs - 1.5H,0 &3+ F15: C,58.79; H, 6.73; N, 6.23,
Na, 5.11. Em4a: C,658.86;H,6.70, N, 6.34, Na, 5.15 .,
2 -8 -#AFEL- 2-THE -3 - KA RE - 1 - ) TEBUE 52
Mp, 232-233 °C (acetone:AcOEt). 37% & & IR Vpax (KBr)
3476, 2931, 1709, 1638, 1613 cm t. H NMR (CDC1l3+CD30D) &
0.87-0.95 (3H, m), 1.19 (3H, t, J=7.6 Hz), 1.32-1.62 (6K, m),
2.73-2.86 (4H, m), 4.74 (2H, s), 6.36 (1H, &, J=7.6 Hz), 6.70

(1E, d&, J=6.6, 7.6 Hz), 7.61 (lE, &, J=6.6 Hz). [MS] m/z 360
[M)7.
2-(8-HATARA-2-TA-3-Q-@ARDIRE-1-H)LE
Bthe 52f

Mp: 176 - 177 C(T}% : LB T BEE). 81% &, IR v (KBr)
3388, 2931, 2871, 1736, 1644, 1619, 1237 em L. ln nMm
(CDC13+CD30D) & 0.85-0.90 (6H, m), 1.15-1.5 (11H, m), 1.70
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(1H, m), 2.72-2.83 (4K, m), 4.72 (2H, s), 6.36 (1H, 4, J=7.8

Hz), 6.68 (1H, &d, J=6.9. 7.8 Hz), 7.58 (1K, d, J=6.9 Hz).
[MS] m/z 402 [M)™.

CppHioN,0s - 1.1H,0 #3F F48: C, 62.57; H, 7.69; N, 6.63 .,
Lp4: C,62.57;H,7.28,N, 6.59.
2 -8 -HAFAA- 2-THk- 3 - (F- 2 -F)m%%- 1 - ) LE
BLAk 52¢g
Mp: 236 - 237 C(TB L&), 33% F &, IR vme (KBr) 3441,

1730, 1643, 1618, 1500, 1243 cm . 'E NMR (CDCl3+CD30D) 8

1.25 (3%, t©, J=7.4 Hz), 2.94 (2H, q, J=7.4 Hz), 3.80 (3H, s).
4.42 (28, s), 4.73 (2H, s), 6.35 (1H, &, J=7.4 Hz), 6.52 (1H,
&d, 5=7.0, 7.4 Bz), 7.25-7.82 (13H, m). [(MS] m/z 430 [M]7.

CpsHpN,Os - 0.6H,0 43+ F48: C,68.05 H, 5.30; N, 635.
£a{a: C,67.94,H,518,N,6.33,

2 - (8 - (BRAFTAL) - 3-G5-=RTEFE)- 2 - oHERIR% - 1 -
AL BB 52h

Mp, 144 - 145°C, (Z%: EtOAc), 43 % 7 %.
2 -8 - (BAFTEAEL)- 2-TA-3 -2 - FERCE)SRE- 1 -HK)T
LB 52i

Mp: 233 - 234 C(TLBTE). 48% F&. IR vmax(KBr) 3477,

1

1707, 1637, 1491 cm . YH NMR (CDCl3+CD30D) 8 1.13 (3H, t,

=7 4 Hz), 2.71 (2, g, J=7.4 Hz), 2.84-2.92 (2K, m), 3.10-
3.18 (2K, m), 4.73 (2H, s), 6.38 (1H, &, J=7.4 Hz), 6.63 (IE,
4G, J=6.8, 7.4 Hz), 7.15-7.33 (5, m), 7.60 (1H, &, J=6.8 '
Hz). [MS) m/z 394 [M]T.

A CpoHaoN,Os 893 B2 G, 66.99: H, 5.62; N, 7.1.
L 4a:  C, 66.85, H,5.73, N, 7.01.
2 - (8 - (HATARE)- 3ARFAFE- 2 - ThwgE- 1 - R)TE
BLAE 52]
Mp: 220 - 221 C(ZBA LB8). 42% F%. IR vimex(KBr) 3438,
1731, 1620, 1494, 1217 em ®. 'H NMR (cDCl3+CD30D) & 1.11 (3H,

¢, J=7.4 Hz), 2.72 (2E, g, 5=7.4 Hz), 4.07 (28, s), 4.19 (2H,
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<), 4.69 (2H, s), 6.30 (1H, d, J=6.8 Hz), 6.38 (1H, dd,
j=6.8, 7.8 Hz), 6.54 (1¥, &, J=7.4 Hz), 6.71 (1H, 4, 5=5.8
Hz), 7.00-7.36 (8H, m). [MS] m/z 470 M]7. ‘
AH-# CasHaN2Os #93+ F48: C, 71.48; H, 5.57; N, 595,
Lml{g: C,71.27,H,564,N,592.
2 -(8 - (RAFEAL)- 2-2% - 3 - (Bw- 2 - AFR)HRKR- 1 -
A EEBL IR 52k
Mp: 251 - 252 C(EtOAc). 32% =&, IR v (KBr) 3422,

1702, 1659, 1625, 1535, 1494 cm -. “H NMR (dg-DMSO) & 1.14
(3H, t, J=6.8 Hz), 2.80 (2#, g, J=6.8 Hz), 4.50 (2H, s}, 4.71
(26, s), 6.45 (1H, &, J=8.0 Hz), 6.72 (1E, 4&&, J=6.8, 8.0
Hz), 6.90-6.94 (28, m), 7.29-7.32 (2K, m), 7.67 (1H, =I.s),
7.2 (1H, &, J=6.8 Hz). [MS] m/z 386 [M]™.

A4 CroHi1gN>05S - 0.6H,0 #43+ H 14: C, 57.45; H, 4.87; N, 7.05, §, 8.07.
{4 C, 57.50; H, 4.71; N, 6.89; S, 8.11.
2 -(8 - (BATAR)- 2-2H-3-(B-FEH-2-R)FE»-2-%
WA A - 1 - K LEEBLK 521
Mp: 209 - 210 C, 54.5% ##%. 'HNMR (de-DMSO) 2 1.11
(3H, t, J=7.4 Hz), 2.75 (2H, q, J=7.4 Hz), 4.60 (2H, s), 4.71

(28, s), 6.45 (1H, &, J=7.4 Hz), 6.69 (1H#, &4, J=7.0, 7.4
Hz), 7.20-7.34 (4K, m), 7.46-7.63 (4K, m). IR Vpax (XBI)

1

340C, 1643, 13921 cm ~.

A CasHaoN,OsS, 893+ F48:  C, 58.96;, H, 4.30; N, 5.98; 5, 13.69 .
sal4a:  C,58.59;H, 431, N,592;S,13.45.
2 -(2-zA- 8 - (HBATAE)- 3 -(MPAEFEIRE- 1 - %)
BB S2m |
Mp: 219-221 C(4-#&). 80% F#. IR vma(RAKZH) 3310,

3173, 1903, 1596, 1492 cm t. *HE NMR (dg-DMSO) & 1.11 (3E, t,
J=7.5 Hz), 2.80 (2H, g, J=7.5 Hz), 3.70 (3, s), 4.28 (2H,
s), 4.71 (24, s), 6.43 (1H, &, J=7.5 Hz), 6.60-5.81 (4%, m),
7.18 (1H, t, J=7.8 Hz),  7.32 (1¥, br.s), 7.63-7.72 (28, m),
12.70-13.30 (1H, br.).
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4 CpHpN3Og - 0.8H,O #93t B 48: C, 62.20; H, 5.60; N, 6.59 .
LM4a: C,62.00;H, 537, N, 6.54,
2 -(2-TE- 8- (BRATFTARL)- 3 - (HRHEAFHRMIRE -1 - H)LE
Bt A 52n
Mp: 208-210 C(4-f#). 69% /~%. IR Vmax GRAR B #) 3350,

1750, 1600, 1493, 1344, 1308, 1235 cm 1.

1.04 (3H, t, J=7.5 Hz), 2.72 (2K, q, J=7.5 Hz), 4.64 (2E, s),
4.73 (24, s), 6.46 (1H, &, J=7.5 Hz), 6.56-6.61 (1lH, m), 6.68
(1, ¢, J=7.5 Hz), 7.36 (lH, br.s), 7.45-7.59 (2H, m), 7.64-
7.75 (24, m), 8.10-8.16 (1¥, m), 12.80-23.40 (1H, br.).

g NMR (dg-DMSO) &

¥ CyHisN3O7 - 0.3H,0 #43+ F48: C, 5855 H, 4.59;N,9.75.
a4 C,58.57,H,4.77,N,9.47,
2 -(8 - (BAFTEL)- 2-TH- 3 -G-EREFRTEAFTA)NIRE - 1
- R TEEELEE 520
Mp: 224-225 'C (EtOAc). 59% /= #. (from Na #) IR
1

Vpax (KBr) 3472, 2922, 1706, 1636, 1483 em™ . 1E MR (dg-
DMSO) & 0.70-1.80 (24H, m), 2.60-2.80 (4H, m), 4.70 (2K, s),
6.41 (1H, 4, J=7.8 Hz), 6.74 (1H, 4&, J=6.6, 7.8 Hz), 7.29
(1%, br.s), 7.62 (1H, br.s), 7.8% (lH, 4, J=6.6 Hz). [MS] m/z
479 [M+H]T, 501 [M+Na]™. ‘

S CaeHaeN,Os - 0.7H,O #93+ F4a: C, 66.56; H, 8.03; N, 5.97.
Lm{a: C,66.42;H,7.65 N, 593,
Na 2h: 89% %, IR vu(KBr) 3469, 2921,1619, 1490,
em~l. 1 NMR (dg-DMSO) & 0.80-1.80 (24E, m), 2.60-2.80 (4K,
m) . 4.14 (2H, s), 6.21 (1H, &, J=7.8 Hz), 6.67 (1H, &d,
J=6.6, 7.8 Hz), 7.16 (1, br.s), 7.75 (1H, d, J=6.6 Hz), 7.90

(15, br.s).
2-(3-(&RK-1-AFH)- 8 - (HAFTEE)- 2 - FAIIRS-
1 - X)) #BE 52p
Mp, 237-238 C, (EtOAc), 60 % =%,
2-(-FHA-8-HBEAFTARL -2 -zmAAESRE - 1 - ) LB S
Mp, 235-237°C, 74.6 % &%,
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IR Viax (ARG 52) 3414, 3304, 2722, 2600, 2530, 1727, 1647(sh),

1623, 1605(sh) cm L. IH NMR (CDCl3) & 0.47-0.55 (2K, m),

0.90-1.00 (2H, m), 2.05-2.18 (1H, m), 4.43 (2H, s)., 4.75 (2H,
s), 6.27 (lE, br.s), 6.41 (1H, é, J=7.6 Hz), 6.59 (1lH, t,
J=7.1 Hz), 7.02-7.06 (2H+1lH, m+br.s). 7.25-7.36 (4H, m).

éy\#ﬁ' szHzoNzOs : O.ZHQO é’]?‘]".ﬁ-{ﬁ_ C, 66.73; H, 5.19; N, 7.07 .
| zql{g: C,66.77; H, 5.20, N, 7.13.
2-3-(FETHAFE)- 8- (BEFTEL)- 2 - TEE%RE -1~ %)
LBABERE 528 :
Mp, 217-2207C, (EtOAc), 92.4 % =#&, IR v maxGRAR T $)
3422, 1735, 1653, 1630, 1457 cm ©. 1H NMR (CDCl3+CD30D) &
0.1 (3H, £, J=7.4 Ez), 1.22 (3E, t, J=7.3 Hz), 1.44 (2%, m),
1.56 (25, m), 2.56 (2H, t, J=7.8 HBz), 2.88 (2K, g, J=7.5
4.21 (2H, s), 4.72 (2H, s), 6.35 (1, &, J=7.8 Hz), 6.56 (1,
¢ J=6.9 Hz), 6.99 (1H, &, J=7.8 Hz), 7.08 (1¥, &, J=8.1 Hz),
7.40 (1, &, J=6.9 Hz).
63\7})'[ C23H26N303 : O.leO»fl(]ﬂ';ﬂk—{ﬁ: C, 72.65; H, 6.94‘, N, 7.37.
zm4a: C,72.57,H,693, N, 7.39,
2 - (8 - (BATEAL)- 3 -FRTAFTE- 2 - FAIRE - | - X)T
A B i 52t
Mp: 235-236 C (205 : LEATE). IR v (KBr) 3475, 2924,

tn (o

1703 1637, 1602, 1488, 1301 cm 1. 'H NMR (dg-DMSO) & 1.00-
1,80 (11E, m). 2.25 (3H, s), 2.75 (2, &, J=6.2 Hz), 4.7 (2H,
s). 6.42 (1K, &, J=7.4 Hz), 6.75 (1H, &d, J=7.0, 7.4 Hz),
2.29 (1H, br.s), 7.60 (1H, br.s), 7.80 (1¥, &, J=7.0 Hz).
[MS] m/z 372 [M)™

S# CooHpaNoOs - 0.8H,O #h it Jida: C, 62.10; H, 6.67: N, 7.24 .
Falfa: C,62.02;H, 640N, 698,
Na #: 76% #%. IR vmax(KBr) 3447,2923, 1665,

1489, 1409 cm t.  H NMR (dg-DMSO) & 0.95-1.75 (11E, m),

[¢2}
[
0

> (3H, s), 2.72 (2H, &, J=§.3 Hz), 4.15 (2H, s), €.22 (1H,
4, 5=7.5 Hz), 6.68 (1H, @&, J=6.2, 7.5 Hz), 7.77 (1E, &,
5=6.9 Hz). [MS] m/z 295 [M+H]T, 417 (M+Na]™.

N
Ny
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2 -8 - (HAFEAL)- 3 -FAAFTEA- 2 - FALRE - | - 3)
LEEBLRE S2v Mp:237-238°C,
20 % = #, IR Vpay max (KBr) 3430, 2951 1730, 1647, 1623,

1499, 1240 cm™:. lE NMR (CDCl3) d 0.38-0.44 (2H, m), 0.78-

0.90 (2%, m), 1.16-1.90 (9H, m), 2.16 (1H, m), 2.96 (2H, d,
J=7.4 Hz), 4.69 (2H, s), 6.33 (1H, d, J=7.8 Hz), 6.69 (1H,

ad, J=6.6, 7.8 Hz), 7.33 (1H, br.s), 7.67 (1lH, br.s), 7.88
(1H, 4, J=6.6 Hz).

A CyHaaN,Os ¢4 3t F4E: C,65.61; H,6.29; N, 7.29 .
wp{a: C,65.33;H,620,N,7.28.
) (8 - (RATRL) - 3 - FAATA- 2 - FAARE- 1 - R)T
B BERE 52w Mp: 249 - 251 C,
(5. 8% ~%, 1R Vinax R AR B #5) 3470, 3254, 1704, 1636,

1598, 2537, 1488, 1302 cm -. “H NMR (CDCl3) d 1.16-1.31 (2E,
m), 1.42-1.73 (6H, m), 2.03-2.20 (1K, m), 2.28 (3H, s), 2.87

(2, 4, J=7.5 Hz), 4.71 (28, s), 6.43 (1lH, d, J=7.2 Hz), 6.75
(1€, t, J=7.2 Hz), 7.29 (1lH, br.s), 7.61 (1lH, br.s), 7.95
(1, 4, J=6.9 Hz,), 12.70-13.38 (1H, br.s).

A4 CroHpoN,Os 893+ Fi48:  C, 63.68; H,6.19; N, 7.82.,
sl C,63.42;H,6.18,N,7.69 .

Na #: Mp. > 250 C. IR vm GRH % #) 3221, 1677, 1653, 1499,
1415cm™,
A4 C19HyN;OsNa #53+ F48:  C, 60.00; H, 5.57; N, 7.36; Na, 6.04 .

xa{4: C,60.28; H, 5.70, N, 7.30; Na, 6.06 .
% 3.4 6

FHA: 3 - (FEAFTAL) - 2 - FARE S 654

Ak TR LB PE(1.31g, 8.56mmol)ey @ A kx(Sml)iE R
B 3 - B4 - 2 - FEM(0.793g , 7.27mol), K AR
(0.768g, 11.8mol), T A i# 44 (30mg, 0.09mmol)fz v £ = %k (10ml)
bR P, RAEMEZTETHI 1 D VBF, ek, RAMR &
‘?’*’%Hx EBER A Kk B FIRNS0,), ERETRE, HAAM

SRS G E s, MLBRLE: TRQD®MEFR ERD,
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791mg(60.1%).

ly yMR (CDCl3) & 2.55 (3H, s), 3.81 (3H, s), 4.67 (2H,
<), 6.97 (1H, &&, J=8.2 Hz), 7.09 (1, &d, J=8.2, 4.8 Hz),
8.14 (1H, dd, J=1.4, 4.6 Hz).

(8-FEAFAA)- 2 -k Sda il &

$#Q - TR - 3 - £EL)TE T E(53,1.75g,9.66mmol)Fe R A
&7 (0.77ml,9.66mmol) £ £ A K 95 C F Ak 2 8, K5 %
DBU(3.2ml,21.3mmol)#§ £(11ml)E @ mAZ ¥, HEFREGMWERD
STEA 1 B, BAkKY, RERCHRURER, FIURAKnk
# 8 FENGLSO,), ERETHREENE, RAHALE - THELR
723 804mg(40 % = F )M S,

Mp, 59-62 °C. *H NMR (CDCl3) & 2.30 (3H, s), 3.80 .

34, s), 4.72 (2K, s), 5.82 (1H, d, J=7.5 Hz), 6.26 (lH, t,
6.9 Hz), 6.46 (1H, s), 7.08 (1X, s), 7.51 (1E, c, J=6.6
).

|}

{
J
Bz
FHB: 8 - (FEATAL) - 2 - THh5|R% 54b i Hl &

41 - 38 - 2 - TH(470mg,3.12mmol)#y T & Z B (3ml)iE & Am A 2|
53)565mg,3.12mmol)#4§ Z 8L LB (Sml)ig R F, BRAmAER 1 I H, i
BET R X EL N RFE HRY.

1y NMR (CDCla+CD3OD) & 1.17 (3K, t©, J=7.2 Hz), 2.63 (3H,

-

<), 2.87 (28, g, J=7.2 Hz), 3.84 (3%, s), 5.01 (2%, s), §.15

(2H, s), 7.84 (1H, &d, J=8.6, 6.0 Hz), 8.02 (1H, 44, J=8.8,
1.0 Hz), B.78 (1lH, dd, J=6.4, 1.0 Hz).

3% 3% #o DBU(1.20g)E £ (Sml) ¥ 4% A m#k el 1 Do, Ak
#, FIRE(NaSOs), LMETRYSE, HemiBidig40g) e g, A
e LB LES(3:2) AR E] k4, 601mg(82.6% W 53 3t ). 'HNMR

(CbCly) & 1.29 (3H, t, J=7.5 Hz), 2.70 (2H, q, J=7.8 Hz),

3.81 (3H, s), 4.74 (2E, s), 5.86 (1H, d, J=6.9 Hz), 6.30 (1E,

t, J=7.1 Hz), 6.51 (1H, s), 7.11 (1®, s), 7.56 (1B, &, J=4.2
Hz) .

H AL H] &
Q2 - FAER%E - 8 - RAL)THFE S4c
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B bk ok s &R s, 59 % S &, k.

lH NMR ( CDCl;) d 1.30(6H,d,J = 6.6 Hz),
3.02 (1H, sept, J=6.6 Hz), 3.81 (3H, s), 4.73 (2H, s), 5.82
‘(1H, 4, J=7.4 Hz), 6.27 (1lH, t, J=7.0 Hz), 6.53 (1lH, s), 7.12
(1€, s), 7.83 (1H, d, J=7.0 Hz). '
8 - (PEAFTAL)- 2 - KAA %% 54d

A B kA &g b, hikdm, 76 % =&,

IH NMR ( CDCl;) & 0.65(2H, m), 0.92 (2H, m),
190 (1, m), 3.81 (3H, s), 4.71 (2H, s), 5.82 (i#, &, J=7.4

Hz), 6.28 (1H, 4, J=7.4 Hz), 6.28 (lH, t, J5=7.2 Hz), 6.34
(1H, s), 7.13 (1, &, J=1.4 Hz), 7.50 (1H, 4, J=6.8 Hz).

2-RTH- 8 - (FEATAL)SHR% Sde

ALk sk dl S A, R, 48.0 % .
8 - (P& A& T EKL)-2- R R% 54
B Lk & Aadh, maRA, 143 % 7 E.
'y NMR ( CDCl;) & 1.6 - 2.2(8H,m), 3.11
1. m), 3.83 (3H, s), 4.74 (28, s), 5.84 (1, & J=7.4 Hz),

—

¢ 29 (1H, t, J=7.0 Hz), 6.53 (1H, s), 7.14 (1, s), 7.34 (1H,
d, J=7.2 Hz).
S C8-(FEs A FAL)- 2 -4~ 3 - (AR EE X FELE ) k% 55D
#45) & |

BRB W 46 414 47 FrKeg ik, W 54b %J%wﬂ&/\% 83 % /=
Ty MMR (CDCl3) & 1.05 (3H, t, J=7.5 Hz), 2.07 (2E, g, J=7.5
Hz). 3.82 (3H, s), 4.74 (2H, s), 6.31 (1K, d, J=7.4 Hz), 6.49

(1K, &, J=0.6 HEz), 6.65 (1K, t, J=7.4 Hz), 7.10-7.25 (3K, m),
7.30-7.40 (2H. m), 7.42-7.58 (5H, m), 9.40 (1lH, d, J=7.4 Hz).

S-(FESAFHAL)- 3 - RTLEZEA - 2 - KRA 4% 55d 6951 &
BN 46 4% 47 Brik ey ok, W 54d #l&i%fkem, Mp,110 -

111.5C, 74 % = %,

FHD: 51&2 -KAk- 8- (FTHRAFAL) - 3 - (B8 F 3% %%

56 64— fE T &
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¥ 54(1.30mmol) =kt K a#(1.56mmol )8 A (SmD)ERE TR THE 2
., mALBLE, REVWABEBEARE, RERAKRKE TKR
(N2,SOu), ERET RS, Hiohi@idal e, AR 12)n
B, .
H A &
8§ - (FEATEL)- 2 - TA - 3 - (AREAFE)%5I%R% 56b

56 % 4%, k4., 'H NMR ( CDCl;)
§ 1 25 (3H, t, J=7.5 Hz), 2.64 (28, g, J=7.5 Hz), 3.81 (3,

s), 4.11 (2, s), 4.72 (2H, s), 5.80 (i¥, &, J=7.2 Hz), 6.17

(14, t, J=7.2 Hz), 6.59 (1lH, s), 6.68 (1lH, d, J=7.8 Bz), €.85
(1K, &, J=6.9 Hz), 7.1-7.35 {(7H, m).
(G-(BE-2-£FH)- 8- (FHEAFTERL) - 2 - FARER% S6c
Mp, 115 - 117°C, 37 % =&,
g - (FEEATARL)- 2 - 5AE - 3 - (FFFEFE)I%% 56d
Mp, 130 - 131 C(Z), 33 % =&,
2 - THE- 8 - (FEAFTAL) - 3 - (ARFEEFE)IH% S6e
Mp, 155 - 157 C(ZH), 22.5 % =%,
§ - (PESAWEL)- 2 - AL - 3 - (4RRAFH)3I%5% 56f
Mp, 145 - 148 C(ZH), 262 % = #.
8§ - (FEsATFTEAL)- 2 - T& - 3 - (MEEFH)BI%H% 56g
EhRies 1, 3 - —BRAAERESSE, AFH PN TA
FT—F4&.
§ - (FPEEEFAL)- 2 -4 -3-3-%%-2- &FE)5%% 56h
EHREEE 1, 3 - ZBRAGE%RESSE, AFR T RANTA
FT—F 4%,
8§ - (FESEFTEAL)- 2 -F@A- 3 - (1 - RAFR)E%R% 56
EMAE 1, 3 - ZBRAMEERELSE, REL—Y ELTH
FFT—F44&.
8§ - (FESEAFAL)- 2 - LT AFTE - 2 - KA E3IHR% 56k
428 % %, 'H NMR (CDCl;) d
0.64-0.69 (2H, m), 0.88-0.94 (2H, m), 1.04-1.17 (5H, m),
1.62-1.74 (6H, m), 1.80-.89 (1H, m), 2.80 (2H, 4, J=6.6 Hz),
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3.81 (3E, s), 4.72 (2H, s). 5.81 (1H, 4, J=6.9 Hz), 6.22 (1E,
s). 6.33 (1H, t, J=7.1 Hz). 7.40 (14, &, J0=7.2 Hz).

FHRE: 142 -2 KA~ 8 S (FPERATEL) - 3 -(RRHTE)
ik - 1 - A)LEEBLEE 57 8 — M F &

BB AR 34 PR ey 7 &%, By 56 4] & X BALEH.
) -(-(BE-2-E£FH)- 8 - (FEAFTARE)- 2 - A % -
1 - X)) TUEEBL 57a

Mp, 150-152 C. 91 % =&, IR vmax (CHCl3)3502, 3390,

1752, 1695, 1630 em ®. Y MMR (CDCl3) 8 2.40 (3H, s), 3.77

(3H, s), 4.12 (2H, s)., 4.71 (2H, s), 5.65 (1H, br.s), 6.23
(1H, &, J=7.4 Hz), €.44 (1lH, d, J=7.6 Hz), 6.64 (1lH, br.s).
6.81 (1H, &, J=7.2 Hz), 7.05 (1H, 4. J=7.2 Hz), 7.14-7.25
(1E, m), 7.26-7.50 (7H#, m).

S ¥ CyrHaaNoOs - 0.2H,O #h3+ H4E: C, 7048, H,5.35 N, 6.09.
244 C,70.55 H,537,N,6.10.
Epes) &
2 -3 -(H*x-2 -fR‘-’r’fR)— 8 - (FEEAFTAA)- 2 - R AR %
-1 - ) TEEBLE STC
Mp, 124 - 130°C, 48.6 % =%,
2 -2 -BRTh- 8- PERAFTAA- 3 - (AREREFEIRE- - )
L EE BB S6e
Mp, 206 - 207 C(EtOAc), 77.6 % /%
S FEATERE - 2 - FAA- 3 - (ARAFR) ARk-1-%
( LEEBRLER 57T, : |
Mp, 119 - 121°C (%), 77.6 % %,
§ - (PEAFEAA - 2 - LA- 3 -(MFEREFR)IR%E- | - RyTE
BLEe 57g
Mp, 204 - 205 C(EtOAc), 11.5 % .

28 - PESAFAA-2-CTHE-3-0G- A -2 - AER)EI%RE -

1 - X)TEEBLK 57h
Mp, 260 - 262 C(EtOAc), 73.7 % /7 %.

28 - PESAFTAL-2-CA-3-C-FEK-2- SE SRS S
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- R LB B 5T

Y492 (180mg, 0.428mmol)F= 10 % 42 ~ % (13mg) & T 8 T & (15ml)
P RAWAESARTHIE 4 bar, ERLIEAN, ATRTERE
ERETR%ER, RAYWRALBLEEL L. Mp, 167 C, 103mg
(56.9%).
2 -8 - FERAFTALA-2-FAA-3 -1 -FEFE)MR%E-1 -
£ L BB 5T)

&R, 443 % FE,
2 -(8 - FEAFTAL- 3 -FAFTE- 2 -KAKSRE- 1 - %)
LERBLER 57K

Mp, 153 - 157°C, 53.7 % =%,
FEF: 4142 -Q-KE- 8 - (PHEEAFAL) - 3 - (BARHFTH)T
ek - 1 - R)UEABLAE S8 69—

3 bR R ECRACAZ KRR 5T #) & iX L o4,
k) &
2-(-(BE-2-AFH)- 8- FEAFTARL- 2 - PAE%% - 1
- R)LEEBLR S58a

Mp, 221-224°C., 62.1 % FF. IR v (R B ) 3448, 3344,
1735, 1635(sh), 1615 cm *. 1H NMR (CDCl3) & 2.40 (3H, s),
4.14 (2H, s), 4.74 (2E, s), 6.38 (1H, a4, J=B.1 Hz), 6.54 (1lE,
t, J=6.9 Hz), 6.81 (1H, d, J=7.5 Hz), 7.05 - 7.53 (8H, m).
A CreHoN,Os - 0.5H,0 #43+ F44: C,69.17;H,5.13; N, 6.20 .

sa{E: C,69.07;H, 5.06,N,6.17.
2-(3-(BEER-2-AFR)- 8- FEAFTEAL- 2 - FAE3%R% -
1 - X)L BB S58c.
Mp, 139-141°C, 59 % =%,

IR Vpax (CHCl3) 3462, 3382, 3292, 1737, 1686, 1639
em . 1§ NMR (cDC13) & 1.32 (6H, &, J=7.0 Hz), 3.42 (1H,
sept, J=7.0 Hz), 4.19 (2H, s), 4.59 (2H, s), 6.23 (1H, &,
J=7.4 Hz), 6.45 (1H, t, J=7.0 Hz), 6.69 (1H, d, J=7.8 Hz),
6.21 (14, br.s), 7.03-7.58 (11H, m). '
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41 CsHaeN2Os - 1.3H,0 ¢4t F4a: C, 68.09; H, 5.84; N, 567,
La4a: C,68.02; H,5.74, N, 5.65.

2 -2 -RTA-8-HEFRE-3 - AREEAFR)RSRE- 1 - X)

L BEBLEE 58 |
5 Mp, 221 - 222 C(EtOAc), £&F%, IR V ma(RHAZH)

3417, 3378, 1732, 1679, 1650, 1542, 1305, 1238 cm™ L.

1y yMR (CDCl3) & 1.39 (9K, s), 4.30 (2H, s), 4.65 (2H, s),
6.09 (1H, &, J=7.5 Hz), 6.38 (1lH, t, J=7.2 Hz), 6.67 (1H, 4,
5=7.5 Hz), 7.08 (1H, d, J=6.9 Hz), 7.17 (2H, m), 7.2-7.3 (2H,

m), 7.35-7.5 (4E, m).
10

A# CaoHpsN,Os - 0.6CsHe 843+ H45:  C, 73.68; H, 5.99; N, 5.27..
z4E: C,73.53;H,6.28,N,5.04,

) -8 - FAFEAL- 2 -FAE- 3 - (REAFEIRE- ] - %)
LR BL: S8f
15 Mp, 147 - 148 C(EtOAc), 73.4 % F%, IR v mn(RH %)

1y NMR (CDCl3) & 1.65 (2, m), 1.79
4.16 (28, s), 4.69 (2H,
6.74 (1H,

3428, 1739, 1655 cm -.
(4H, m), 1.97 (2§, m), 3.42 (IH, r),
€ 29 (1E, &, J=7.5 Hz), 6.48 (1H, t, J=6.6 Hz),

s),
2.05 (1B, br.s), 7.07 (1H, &, J=7.2 Ez), 7..1

&, J=8.1 Hz),
(1E, dc, J=7.5, 1.8 Hz), 7.18 (1H, br.s), 7.29 (2H, m), 7.4~

7'545 (}H, m) . '
2 -8 -HAFTRL- 2 - A - 3 -(REREAFR)HRE- ] -3R)T
FE B iR 58¢g

Mp, 241 - 244 C(EtOAc), 73.5 % %, IR v max(GRAR T 25)

25 1114, 3180, 1702, 1600, 1482 cm 1. 'H NMR (CDC13+CD30D) &
J=7.2 Hz), 4.23 (2H, s),
J=7.6 Hz),

20

1.26 (3H, t, J=7.3 Hz), 2.83 (ZH, q,
.72 (2%, s). 6.37 (1H, &, J=7.4 Hz), 6.%8 (1lH, t,
.03 (1, &, J=8.2 Hz), 7.3-7.6 (SH, m).

248 - HAFHRE-2-K-3-C-FKEK-2- ) SRR - ]

30 - )T B 58h
Mp, 222 - 224 C(EtOAc), 713 % #%, IR v max(GRA TG 25)

~) D
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3429, 3334, 1728, 1644, 1618, 1501 cm™>. *H NMR (CDC13+CD30D)

§ 1.23 (3H, t., J=7.2 Hz), 2.85 (2K, q, J=7.5 Hz), 3.79 (2K,
&, 5=5.4 Hz), 4.74 (2H, s), 6.23 (1H, dt, J=15.9, 5.4 EHz),
€.30-6.42 (2H, m), 6.87 (1¥, t, J=7.5 Hz), 7.2-7.35 (SH, m),
7 Hz) .

.€5 (1B, &, J=7.2

S CpaHaoN,Os 653+ H4fi: C, 6797, H,5.46; N, 6.89 .
sm{a: C,67.84;H, 5.50,N,6.82,
2-8 - H$AFELA-2-CTA-3-C-FE-2-AFE)IRE-1 -
) TEE BB 581
Mp, 215-217C, 93.1% =&, IR Vv mx(FRM 5 2)3469

1487 cm . 1H NMR (cnc13) )

535,
91 (2H, m), 2.7-2.9 (6E, m), .71
S Hz), 6.64 (1E, t, J=6.6 Hz), 7.

3252, 1703, 1637, 1586,
1.17 (3H, ¢, J=7.8 Hz), 1.
(2 s), 6.35 (lH,»d J=7.
7.45 (6H, m}.
- CpaHasNa2Os - 0.4H,0 #9i+ B 4i: C, 66.46; H,6.01; N, 6.74 .
sm{a: C,6632;H,588, N,672.
2-B-#AFELA-2-KAL-3-(1 -FEFE)R%E-1-5)
LEEBLAR 58]
Mp, 205 - 207 C(EtOAc), 70.7 % =&, IR V mu(RAKB )

3439, 3341, 1737, 1648, 1621, 1597, 1495 em *. 'H NMR (CDClj)
0 0.48 (2H, m), 0.88 (24, m), 2.1i3 (1E, m), 4.76 (2E, s),

4.81 (2H, s), 6.42 (iE, &, J=7.2 Hz), 6.55 (1H, t, J=7.2 Hz
6.30 (1H, br.s), 7.07 (1, br.s), 7.2-7.3 (2E, m), 7.83-7.7

(2H, m), 7.76 (1K, &, "=7.8 Hz), 7.94 (lE, &, J=56.9 Hz), 8.25
(1H, d, J=8.4 Hz).

M CoHaoN2Os - 0.4H,0 893+ E 4E: C,69.45; H,5.11; N, 6.23,
sm4g: C,69.33;H,5.14, N, 6.21 .
2 -8 -HAFAL- 3 -FIAFTE- 2 -FmAANRE- 1 -H)T
BB B 58k
Mp, 229- 24T, 79% F %, IR v no(thBH#)3434, 3334,
1731, 1650(sh), 1620, 1593 em™l. 1§ NMR (CDCl3) & 0.41-0.46
(2K, m), 0.91-1.01 (2H, m), 1.08-1.79 (11H, m), 1.88-2.05
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(1§, m), 2.85 (2H, &, J=6.6 Hz), 4.73 (2K, s}, 6.38 (1K, d,
J=7.4 Hz), 6.59 (1, br.s), 6.71 (1H, t, J=7.2 Hz), 7.00 (1H,
br.s), 7.59 (1H, 4, J=7.0 Hz).

FEG-1: 2-(G-(BE-2-%-Fh-8-(RATARE)-2-

ARk - 1 - A)LRBUEME 5%

Mp>250'C, 86 % F&, IR v ma(RAKEH)3240, 1644, 1496,
1409, 1277cm™.
F A &
2 -(3-(BE-2-ATE-8-(1- FAKRLAIHATAL)- 2 -
LAvgE - 1 - X)TEBE 59

20 % =&, IR vma (CHCl3) 3500, 3390, 1764, 1731, 1697,
1630 cm L.
2-6-%%—2-£W£-LL%-S—U—%@iﬁﬁﬁéﬁiW
A )RE - 1 - &) LEEBLA 59¢

44 % = %, TR vme (CHCl3) 3674, 3500, 3390, 1755, 1693,
1631 em -
) (3 -(BE-2-AFE-RTABEFTEAFTEL) - 2 - TAY
ek - 1 - A)TEEBLE 59d

Mp, 102 - 104 C., 36 % =%, IR vmex (R4 5 %) 3408, 3306, 3169,
1771, 1692, 1672, 1630, 1603cm™" .
2 -3 -BE-2-AFE-8-(1 -FRTARELATEEATAL)- 2
- LE A - 1 - ) LEEBRAR 5%

Mp, 80 - 82 C(4A&). 57 % F%, IR vmex (GRIKBH) 3471, 3356,
1752, 1693, 1630, 1496, 1261, 1077cm”’ .
2 -3 -BE- 2 -AFE- 8 -(1 - FHAEAKAETARE -
carbamoane E A - 2 - LA E - 1 - K)LEEBAK 591

Mp, 80 - 85C., 35% F &, IR vm(CHCI;) 3666, 3498, 3390, 1754,
1694, 1629cm™ ,
2 - -BE-2-EFE- 8 -(1 - FAARKRACEATAS) -
2 - LE A - 1 - ) TEEBRAE 592

Mp, 74 - 80 C, .25 % =&, IR vm (CHCl;) 3674, 3500, 3390,
1760(sh), 1745, 1695, 1628cm™ .
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2 -3 -BE-2-AFX-2-ZE-8-(1 - FEARRABEATE
EWARAL)EE - 1 - K)TEBE S5

157 % =%, IR vm (CHCl3) 3500, 3390, 1772, 1737, 1694,
1631cm™,
2 -3 -BE-2-AFHE)- 2-2EK- 8 -(2 - Lok LEEE T AK)
lewkek - 1 - &) LEEBLEK 591

Mp, 113 - 120C (£ #) . 75 % 7~%, IR Vmax CRAR G 55) , 3367,
1754, 1679, 1628, 1535, 1494, 1309, 1197cm™ .
2 -(3-(BE-2-AFE)- 8 -(HATAE)- 2 - LEARE- ]
- R umEe s —HEE 3 59

Mp, 185 - 188°C. 59 % &%, IR vmex (RAKEH)3441,3228, 1762,
1724, 1685, 1643, 1501, 1200cm™ . |
2 -3 -(BE-2-EAFHR)- 2-2k-8-(02 - ERAEFATER)
glwkvk - 1 - R)LEEBLAER 59k

Mp, 159 - 162°C. 77 % &%, IR vm (GRIRF 3) 3417, 3302, 3169,
1727, 1691, 1672, 1630, 1601, 1306cm’™ .
FEG-2: #&2-C-(BHE-2-AFH)-2-TH- 8 -(RK
0y B A L)k - 1 - ) LEEBL S9l-p 8 — AR &

B S0 414 51 RETERE2 -3 - (BE-2-AFH)- 2
- A - 8 - (BAFTEAR)NGRE - 1 - F)LEEK 36d.
H A &
2 -3 -(BE-2-AFR)-2-CA-8-(1 - ZFFEEE(-S
- B)FRE)ERE - 1 - A) LEEBLE 59

Mp, 119 - 121C, 66% #%, IR v ma(&KB#)3439, 3363,
3166, 1734, 1685, 1607, 1495, 1249cm™.
2 -(3-(BE-2-AFH)-2- A - 8- (H - tetracol-5-A F AK)
glkek - 1 - ) LEBLK S9m

Mp, 206 - 209 C(H %), 60 % F 5, IR v ma(&M B 45)3488,
3437, 3322, 1681, 1631, 1530, 1496, 1309cm™.
2 -(3-BE-2-ATA-2-FE- 8 -(ww- 2 - AFTRE)HR
wh - 1 - £)TEEBEAE 59n

Mp, 196 - 197 C, (2% - AcOEt), 4.2 % = #.
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2-(-BE-2-ATFTEA-2-FE-8-(E- 4 - AFARLNR
i - 1 - A)TEBK 5%
Mp, 195 - 197 °C, (2% - AcOEt), 3.4 % %,
) -(3-BEE-2-ATE-2-FRE- 8 -(hk- 2 - AFAEIR
- 1 - A)LEBE 59
Mp, 165 - 167 °C, (2% - AcOEt), 3.4 % %,
LB T

'i%A;z-ag—7-@igm%§ma%2-%@£~7-wa£

| kek 61b 8 4] &
A 44 5% 45 4RI F A E 4 - FEEFTERE,
6la: 29.4 % =&, IR v (KBr)2962, 1648cm™. 'H NMR

(cbcly) & 1.27 (3§, t, J=7.2 Hz), 2.67 (2K, J=7.4 Hz),

aQ,
7.6, 2.6 Ez),

3.77 (3K, s), 6.06 (1E, s), 6.14 (lH, &é&, J=

6€.52 (1H, &, J=2.4 Hz), 6.94 (1K, s), 7.66 (1H, &, J=7.6 Hz).
m/z 175.0982 [M]™.

61b: Mp, 101 - 102°C (&) . 27.3% %, IR vmu (KBr)

3073, 3059, 2994, 2963, 2939, 2829, 1649 cm °.  H NMR (CDClj)
§3.76 (3H, s), 5.12 (1E, s), 6.13 (1H, 4&, J=2.7, 7.2 Hz),

6.49 (1H, d, J=2.7 Hz), 6.95 (1lH, 4, J=1.2 Hz), 7.64 (1H, 4,
J=7.2 Hz).

¥ C1oH;sNO #93+ E48: C,76.98; H, 7.00; N, 7.48 ,
Lim4E: C,76.81;H,7.09,N, 747,
%%B:2—%%—7~?i§-3%mﬁ%ﬁ£WMﬁﬁﬂﬁﬁé
A 17 %14 18 Frit e Bl AL 5 &, o3 RBRibbd 61 404 62,
3 - xWEEL - 2 - - 7 - PARMAM %% 62a, Mp,105-106 C
(E¥) . 705 % =&, IR vg. (KBr) 3057, 2966, 2926,

2868, 1645 cm 1. YH NMR (CDCl3)" & 1.02 (3K, t, J=7.5 Hz),

2.17 (2K, g, J=7.5 Hz), 3.88 (3H, s), 6.23 (1H, s), 6.54 (lH,
dd, J=2.7, 7.8 Hz), 6.72 (1H, 4, J=2.1 Hz), 7.40-7.49 .(3H,
m), 7.56-7.60 (2H, m), 2.67 (1H, 4, J=7.5 Hz).

¥ CisHsNO, - 0.5H,0 #53+ E44: C, 74.98; H, 6.29; N, 4.86 .
sm{a: C,74.77;H,6.10,N, 5.02 .
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o] &
2 -3REmA- T - FRE- 3 - (REERTHE)IRE 62D

%6 mKkH, £¥F%., 'H NMR ( CDCl;) & 048 - 0.69
(2H, m), 1.11 (1H, m}), 3.82 (3H, s), 5.71 (1H€, s), 6.45 (1H,
ad, J=2.8, 7.6 Hz), 6.57 (1H, &, J=2.6 Hz), 7.15-7.54 (9H,
m), 9.76 (1H, 4, Jg=7.6 Hz).
2 - Ak -7 - WRE- 3 - (AREAFFEA)E SR 62

Mp,140-141 C(Z.8), 90.2%* %,
3 - AEE-2- LA -7 - FRAM%R% 62

Mp,112-113 C(EK%), 41.1%= &,
FHEC: 2-%EA-7-FRA-3 - (BUAR 89 T 3R)78 ok 63 69 F1 &

A% 47 - 48 FrX e BB ik, HvlRBibedh 62 4L 63,
A & |
3-FA-2-TH-T- FAES%RE 63

ERKGEKR, 220% F&, IR v . (KBr) 3002, 2956, 2926,
1646cm™ ,
2 -3REA- T - FRA- 3 - (GREREFR)EG% 63b

Mp,109-110 C(24%), 44.3 % =%,
2 - LE -7 - WAE - 3 - (AREETF ) S% 63c

Mp,100-101 C(23%), 392 % F&, IR v max (KBr) 2964, 2927,
1645cm™ .
3-RTAETHR -2 - -7 - FARE%R% 63

SR E & B4R, 482% £ &, IR v ma (CHCl3) 2988, 2956, 2920,

2846, 1645cm™ .
FED: 2-KA-7- FARE- 3 - (RROFAISRS1-5)CER
B 64 ¢4 &

B 48 &) & 49 Pk ey Bl AR 7 ok, ¥l RmibAdh 63 5L 64
A H & |
2-3-FA-2-THA-7-FREASRE -1 - K)LEAK 64
FERKAER, 78.9% F&, IR v mx(KBr)3500,3386,

1. 1y NMR (cDCl3) & 1.23 (3H,

dt, J=7.5, 1.2 Hz), 2.98 (2H, g, J=7.8 Hz), 3.87 (3H, s),

3004, 2962, 1689, 1644, 1601 cm’
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431 (24, s), 5.57 (iH, br.s), 6.42 (1K, dd&, J=2.7, 7.5 Ez),
6 79 (1u, br.s), 7.08 (1, &, J=6.9 Hz), 7.22 (3H, m), 7.51

(1u, &, J=7.5 Hz), 7.82 (1E, &, J=2.7 Ez).

2 -2 -FAA-T - FRA- 3 - (REAFRURER - ] - R TE
Bt 64D |
Mp,194-195 C(k - &), 50.1 % &,
2 -2 -Thk-T-FRE- 3 -(ARFEEAFERE -] - A)LEEB
fi: 64c
Mp,101-106 C (k- &kt), 75.9 % &~ &,
) -G -HLAFE-2-CE- T - FAENRE - 1 - B)LERK
64d
Mp,178-180 'C(THF - &%), 50.4 % = &,
FEE: Q-mE-T- BZa - 3 - (B T RS SRR-1-R) TR BLE
65 &%) &
M 49 % & 50 Bk eh Bl AR ik, okt bdh 64 #4LA 65,
Fruk] &
2 -(-FE-2-THh-T-aEA%R- 1 - B)LERK 6
BBrs 5, dE&Kkes B4R, 49% F&, 'HNMR
(cDCl4) & 1.11 (3, t, J=7.2 Hz), 2.86 (2H, t, J=7.2 Hz),
4.24 (2H, s), 6.52 (1H, dda, J=2.1, 7.5 Hz), 7.08-7.30 (6H,
7.

m), 7.43 (1¥, d, J=2.4 Ez), 51 (1H, s), 7.92 (1, &, J=6.8
Hz), 7.98 (1R, s).

2 - Ak~ T - AE- 3 - (HEEFAMIRR- 1 - K)TES
f& 65b

Rk ER, 126% F%, 'HNMR
(cDCly) © 0.50-0.54 (28, m), 0.86-0.91 (25, m), 2.26 (1H, m)

4.21 (24, s), 6.40 (18, &d, J=2.4, 7.2 Hz), 6.79 (1H, &,
J=8.0 Hz), 7.08-7.52 (SH, m), 7.67 (1, &, J=2.8 Hz).

2-Q2 -CTHE-T-FE- 3 -(ARFEEFTENRE -] - R)LEBLK
65¢

Mp,125-129 C (¥ - ), 36.9 % F &,
2-(-FTLAFRA-2-EA-T-£ARRER- 1 - A)LEBK 6N
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JE SR ER, 280% ~%&, 'HNMR ( CDCl+CD;OD ) 3

-.00-1.20 (5H, m), 1.17 (3H, t©, J=7.2 Hz), 1.44-1.76 (6H, m)

-

2.64 (2H, &, J=7.2 Hz), 2.83 (24, m), €.60 (1H, dd, J=2.1,
6.9 Hz), 7.49 (1K, br.s), 7.77 (1H, &, J=7.2 Hz).

FHBF: 2-Q-BA-7-0G - LEBARAERL)- 3 - (RAHTL)
ok-1-24) LEEBLE 66 69 4] &

FM SO % & S1 TR e B AR %, Rl 65 34K 66,
F ) &
2-CB-FE-7-C-®EREL)-2-EAE%RE-1-H)Tw
Bt B 66a

Mp, 146 - 149 C, 54.%= %, IR vgax (KBr) 3430, 3170,

2958, 2928, 1731, 1674, 1545 em™-. *H NMR (CDCl3) & 1.22 (3E,
T, J=7.5 Hz), 1.25 (3H, t, J=7.2 Hz), 2.13 (2%, m), 2.49 (2H,
g, J=7.2 Hz), 2.87 (24, g, J=7.5 Hz), 4.08 (2H, t, J=6.3 Hz),
4.14 (2H, g, 5=7.2 Hz), 4.21 (2%, s), 3.36 (1, br.s), 6.40
(1%, &&, §=2.7, 7.2 Hz), 6.78 (1H, br.s), 7.08 (25, &, J=7.8
Bz), 7.21-7.29 (3E, m), 7.50 (1, &, J=7.2 Hz), 7.78 (iH, &,
5=2.7 Hz). 45 CogHogNp034+0.2HS0 #9344 C, 68.223;

5, 6.50; N, 6.37. Found: C, 68.20; ¥, 6.52; N, €.52.

5-# CasHasNoO5 - 0.2H,O #5++ F4&: C, 68.23; H, 6.50; N, 6.37 .
| Zal{a: C, 6830, H, 6.52,N, 552,
-(7-C-vELREL)-2-xEL-3 - (4;34;;9-%)@1%%— 1
- ;E)wa_»w% 66b
4E Sh K89 E) 1Kk, 84.2% = % 'H NMR(CDCls) 3 0.47-0.52(2H,m), 0.85-

0.91 (2%, m), 1.25 (3H, t, J=6.9 Hz), 2.08-2.17 (3H, m), 2.48
(28, =&, J=7.2 Hz), 4.06 (2H, t, J=6.3 Hz), 4.14 (2H, g,
J=6.9 Hz), 4.23 (2%, s), 5.32 (1, br.s), 6.33 (1H, &g,
J=2.7, 7.5 Hz), 6.38 (iH, br.s), 5.67 (1H, é, J=7.2 Hz),
7.11-7.54 (9%, m), 7.72 (1K, &, J=2.1 EHz).

2-(7-@3- )2 - -3 - (AREEAFE)EIRE- 1 - K)
ZJ§§ﬁ£B§»660
Mp,131-133 C(E - T48), 70.9 % &,
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2-(7T--CBEAREL)- 3 -RTEFL- 2 - A FA %% -
1 - )T B BLE 66d

Mp,150-151 C(THF - &.#), 87.0 % * &,
TBEG: 2-Q-®EA-7-G-#45RA%)- 3 -(BEAHFTEL)3+%
we-1-30) LEABLE 67 ¢ 4] &

M S %1 & 52 BT e B AR 7 ik, J§ w3 iLB-4h 66 3424 67,
HA ) & .
2-B-FE-7-C-BEAREA)- 2 - AR %- 1 - K)TEE
fe 67a

Mp, 178 - 183 °C (4 f8) . 77.0% = %, IR vpu (KBr)3700 -

2400, 3085, 2925, 1710, 1644 cm <. *

t, J=7.5 Hz), 2.14 (2H, t, J=6.% Hz), 2.87 (2H, g, J=7.5 Hz),
4.11 (2H, t, J=6.3 Hz), 4.20 (24, s), 6.38 (lH, br.s), 6.41
(1H, &4, J=7.2, 2.4 Hz), 6.96 (2H, br.s), 7.08 (2H, 4, J=6.8
Hz), 7.23-7.26 (3K, m), 7.51 (1¥, &, J=7.5 Hz), 7.75 (1lH, d,
Jg=2.7 Ez).

H NMR (CDClz) & 1.22 (3H,

5 Cp3HauN,O3 - 0.3H,0 #53H B 45: C, 66.75; H, 5.99: N, 6.77 .
sml{a: C,66.71;H,591,N,6.77.

2-(7T-0C-#ER8HK)- 2 -KEE- 3 -(FREEAFH)3I%%E- |

- ) LELBREE 67D

Mp, 112-121 C(4-#%). 69.6% = %, IR vy (KBr) 3700-2400, 3081, 3019,

2027, 1710, 1644 cm +. T

(2H, m), 2.49 (2H, t, J=6.3 Hz), 4.10 (2H, m), 4.23 (2H, s),
6§.27 (1E, 4, J=6.9 Hz), 6.67 (1H, 4, J=7.5 Hz), 7.11-7.54
{e¥, m), 7.74 (1lH, s).

H NMR (CDClz) & 0.50 (2H, m), 0.88

44 CaoHasNoOs -+ 1.2H,0 #53t F45:  C,69.54,H,5.91; N, 541,
ZalE:  C,69.43;H,593,N,535,
2-(7 -G -#ERAA2 - TE- 3 - (FREFERER- 1 -5)
LEEBRAR 67c
Mp, 112 - 116 T (£ #) . 67.0%* %, IR Vmex (KBr) 3700 -

2400, 2967, 2931, 1709, 1644 cm™*. *H MMR (CDClz) & 1.19 (3H,
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J=7.5 Hz), 2.17 (2K, br.t), 2.53 (2H, br.t), 2.2 (ZH, g,
J=7.2 Hz), 4.07 (2H, br.s), 6.35 (1H, dd, J=1.8, 7.5 Hz),
6.79 (14, 4, J=7.5 Hz), 6.98 (1H, br.s), 7.12-7.31 (4K, m),
7.42-7.53 (S5E, m), 7.70 (1E, br.s).

ot

431 CasHpsN,O5 - 0.9H,0 e+t 48 C, 69.56; H, 6.00; N, 5.59.
Lm4E:  C,69.57;H, 587, N, 544,
2-(7-0G-AREL)- 3 -RTEFE- 2 - LEEERR- |
- )T BB 67d
Mp, 201 - 202.5°C, 92.4%/* %, IR vme (KBr)3700 - 2400,

2923, 2849, 1716, 1646 cm *. H NMR (CDCl3) & 0.95-1.13 (SH,
m), .27 (3H, t, J=7.2 Hz), 1.43-1.75 (6H, m), 2.14 (2, m),
2.53 (2H, t, J=7.2 Hz), 2.65 (2K, 4, J=6.9 Hz), 2.86 (2H,
5=7.5 Hz), 4.12 (2H, t, J=6.3 Hz), 6.57 (2, &d, J=2.4, 7.
Hz), 7.68 (1H, &, J=2.4 Hz), 7.75 (1H, &, J=7.5 Ez).

a

wn

H#F C3H3oN20s - 0.3H,0 893t B 4d: C,65.79; H, 7.34; N, 6.67 .
=m{a: C,65.83,H,7.36,N,6.78,

FEmH-1: 2-(7 - (BAZRFEAR)- 2 -4k~ 3 -(FEEFE)
v wkek - R )L EEBERR 69, 70, 71 #9%)&

DA M 50 41 & 51 Frik 6 Bl AR 7 ik, #7359k il 645 50a & 65¢ 424
# 68 . |
H A & ,
) (8 -G-FEAARR)- 2 - LA- 3 - (BEAFR)IRELE)
BBk 68a

Mp, 126 - 127 C. 42% =%, IR Ve (AT #) 3396, 3221,

1737, 1725, 1698, 1639, 1310, 1188 cm '. 'H NMR (CDCl3) &
1.13-1.34 (6%, m), 2.17 (2, quint., J=6.9 Hz), 2.54 (2H, t,
J=7.4 Hz), 2.79 (2%, ¢, J=7.6 Hz), 4.03-4.20 (6X, m), 5.66
(14, br.s), 6.31 (1H, &, J=7.4 Hz), 6.46 (1H, t, J=7.2 Hz),
6.70-6.84 (25, m), 7.02 (1¥, &, J=6.4 Hz), 7 08-7.20 (1E, m),

7.21-7.3% (2H, m), 7.37-7.58 (5H, m).

¥ C3H3oN,Os - 0.5H,0 #9++ F44: C,71.38;H,6.38; N, 537,
sal{a: C,71.12;H, 6.57, N, 5.00,
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2-(7-(LEBAFTARL)- 2 - CHE-3 - (FEEAFTR)E44%-1-2)Li
BE A 68b
Mp,119-121 ‘C(THF-2Z.%). 86.6% = %, IR vmax (KBr) 3434, 3356, 3180,

3060, 2969, 2929, 1765, 1682, 1643, 1627 cm *. B NMR (CDC13)
6 1.20 (3H, t, J=7.5 Hz), 1.32 (3K, t, J=7.2 Hz), 2.94 (2H,

g, J=7.5 Hz), 4.09 "(2H, s), 4.29 (2H, g, J=7.2 Hz), 4.66 (2H,
s), 5.50 (1¥, br.s), 6.48 (1lH, dd, J=2.4, 7.5 Hz), 6.77 (1H,
br.s) 6.79 (1H, d, J=7.8 Hz), 7.75 (1H, &, J=7.8 Hz).

44 CyoHpeN,Os - 0.3H,0 843+ E44: C,71.09; H, 5.88; N, 5.72 .
salE:  C,71.11;H, 6.02, N, 5.86 .
2-(7-(5-TEBAKRAL)- 2 -THh- 3 - (AREAFE)IR%E-1-K)
LBE B 68c
Mp, 122 = 123 C (MeOH-Et;0-Z#%). 81.0% = %, IR Vi

(KBr) 3406, 3351, 3207, 2967, 2931, 2871, 1724, 1684, 1645
em . 18 NMR (CDCl3) & 1.20 (3H, t, J=7.5 Hz), 1.25 (3H, t,

J=7.2 Hz), 1.77-1.85 (4E, m), 2.37 (2H, t, J=6.8 Hz}, 2.83
(26, q, J=7.5 Hz), 4.03 (28, ¢, J=5.8 Hz), 4.08 (2K, s), 4.12
(2H, q, J=7.5 Hz), 5.57 (1K, br.s), 6.35 (1¥, 44, J=2.7, 7.5
Hz), 6.76 (lE, br.s), 6.80 (1K, 4, J=7.8 Hz), 7.12-7.32 (4H,
m), 7.40-7.54 (5H, m).
43 C3oH3uN,Os - 0.3H,0 #93t F4E: C, 72.24; H, 6.55; N, 5.27 .,
=m4a: C,72.16;H,6.55N,540.
2 - -(HE-2-%-95)- 8 -(BARESL)- 2 - TEHER%E-1-
)T EEBL A 692
Mp,185 - 187 C, 71% = &, IR vup.x (GRIR G 2£)3475, 1729

1666, 1628, 1497, 1308 cm . W NMR (CDCl3) & 1.19 (3H, t,
J=7.5 Hz), 2.19 (2H, quint., J=7.3 Hz), 2.51 (2H, t, J=7.5
Hz), 2.80 (2H, g, J=7.5 Hz), 4.04-4.16 (4H, m), 6.34 (1HE, 4,
J=7.5 Hz), 6.48 (1, t, J=7.2 Hz), 6.79 (1H, &, J=7.8 Hz),

£€.94-7.06 (2H, m), 7.10-7.19 (1lE, m), 7.22-7.34 (2H, m),
7.38-7.55 (6H, m).

A7 CaoHagN,Os - 0.3H,0 #93+ F45: C,71.09; H, 5.88; N, 5.72,
Zp{E: C,70.87;H, 583 N,5.75,
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2 - (7 - (BAFERE)- 2 - THE -3 - (BEEFH)R%-1-5) LR
fiz 69b |

Mp,226 C (4 #%),81.0% = %, |
2 -(7-(5-HAREL)- 2 - THA- 3 - REETFR)IRE1-H)T
Bt Btz 69c

Mp,84-94 C (4 ##),72.0% /= &,
2-(3-(BE-2-A-FH)- 8 -(HBATRE)- 2 - TREI%R%R-L-
A)LEEBLE: 702 Mp, 185 - 187 C, 11% &,
IR Voo (ARG #) 3388, 3215, 1730, 1644, 1600, 1585,

1498 em 2.

(22, q, J=7.2 Ez), 2.81 (2H, t, J=6.9 Hz), 4.16 (2H, s), 4.23.
(28, t, J=6.9 Hz), 6.56-6.63 (24, m), 6.67 (1H., t, J=7.2 Hz),
2.13-7.22 (1H, m), 7.24-7.34 (3H, m), 7.35-7.49 (2H, m),
7.50-7.59 (4H, m), 7.63 (1H, br.s).

) A |
2-(7-(Q2 - LEEACERL) - 2 - TE- 3 - (AEREATA)IRE-1-K)
L ELBLAR 70b

£ R A 5T 4% % B8 A B%(25mg, 0.336mmol)i# A3 65¢ (133.7mg,
0.336mmol) F=4 T B247(37.6mg, 0.336mmol)&) r9 £k (4ml)iER ¥,
RAM IR 21 B, Ak, RA R LR LB sk, AKAR R HEREAL,
M EiE, 3% 70b, 96.2mg (60.9%).

Mp, 99 - 108 C (4-#) . IR nmx(KBr) 3700 - 2400, 3182, 2968,

14 NMR (dg-DMSO) & 0.99 (3H, t, J=7.5 Hz), 2.63

2931, 1719, 1677, 1644 cm™*. *H NMR (CDCl3) & 1.19 (3H, t,

J=7.5 Hz), 2.80 (2H, t, J=6.3 Bz}, 2.92 (24, g, J=7.% )
4.08 (2K, s), 4.30 (2H, t, J=6.3 Hz), €.253 (1H, ad, J=2.7,
7.8 Hz), 6.84 (1H, & J=7.8 Hz), 7.12-7.83 (88, m), 7

d, J=2.7 Hz).

SAF CaslpNaOs - 1.2H:0 43+ J4i: C, 68.34; H, 5.82; N, 5.69 .
st 4 C, 68.40; H, 5.76, N, 5.43 .
2-(-(BE-2-A-FH)-8-Q2-FEEATEL) - 2 - TE
whok-1-3) LEEBRAR 70C
Mp, 159 - 162 C., 6% %, IR vme (GRS H) 3434, 3323
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1739, 1709, 1621, 1487 cm t. lm mMR (cDCl3) & 1.18 (3H, t,
727.5 Hz), 2.79 (2H, g, J=7.5 Hz), 2.89 (2H, t, J=6.3 Hz),
3.73 (34, s}, 4.11 (2H, s), 4.36 (2H, t, J=6.3 Hz), 5.45 (1H,
br.s), 6.36 (1H, d, J=7.8 Hz), 6.48 (1H, t, J=7.2 Hz), 6.70
(1H, br.s), 6.78 (1H, d, J=7.5 Hz), 7.03 (1H, &, J=6.9 Hz),
9.11-7.19 (1H, m), 7.22-7.33 (24, m), 7.39-7.55 (5H, m).

A# CaoHapgN,Os - 0.3H,0 93+ H4: C,71.09;H, 5.88; N, 5.72.
sp4a:  C,70.93; H, 6.05N,550,

$EH-2: 2-(7-0G-LEEARALE)-2-T4K- 3 - (ARFEEF
Fomlkek - 1 - ) UBLE Tla e % & |

Eokibd T, %P AL - BT 4K E44(125mg,1.44mmol) e A 2
= FAAs(13mg,0.097mmol) £ F 3 (10ml) F e4 R A&H F, REMAEOCTT
B 10 540, IR ¥ AR LB (66C,246mg,0.48mmol) &y F 3 (Sml)
Rk AR 60 CFAmdt 2 BF, A5, HERABIA KA eg A 8
¢,ﬁ%%m;i?%$&,$ﬁﬁmm%%,%ﬁm@%m,ﬁﬁﬁ
Tk, Hbepadsikedsi, ALBRCE: TKRA@: Dk, A
o E s, 190mg(79.4%), Mp, 128-130 C.

TR Vpax (KBr) 3458, 3132, 2964, 2932, 1730, 1682, 1648
em-). 1 NMR (CcDC13) & 1.11 (3H, t, J=7.5 Hz), 1.26 (3H, t,
3=7.2 Hz), 2.10 (2H, m), 2.48 (2H, t, J=7.2 Hz), 2.38 (2H. q,
J=7.5 Hz), 3.64 (2H, s), 3.94 (2, t, J=6.3 Hz), 4.10 (2E,
s), 4.14 (1H, g, J=7..2 Hz), 5.42 (1H, br.s), 5.63 (lE, br.s),
€. 06 (1H, d&, J=7.5, 2.4 Hz), 6.44 (1H, &, J=2.4 Hz), 6.68
(1#, &, J=7.5 Hz), 7.07-7.51 (SH. m).

S A CyHaN,O, - 0.6H,0 #93t B 18: C,73.09;H, 6.96, N, 5.50.

- g4 C,73.05,H,7.00,N,549,
2 -(7 -3 -#AREL) - 2 - A -3 -(FEEFTRIRER- D -
A LBLE 7T1b 9 4] & '

Mp, 105-120 C (4 A#), 62.0 % =%,
34 8

FEA: 2-G-FERERES)-3-RHR-4-ARK- 2 - W B —
LB 73 #94 &
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£ 65 C T 4 F & & w7 (21.73g,0.1117mol) #= i T B T B8
(19.62,0.117mol) &4 % (85ml) sk 4 2 1o, JF EABET R4, E e

R LB LEEE, GEAY. —HAE(10.8g,0.142mol). K(24mDFe TEE

(120ml)# 35 s ¥+ 7 4w A LR A0 A 5 3 (11.808,0.295mol),  #R&-4 BLH
30 5-4F 5, AR B L ES(11.8g,0.118mol), BAAE 1 B, e
aokok, dEKEEA, Ak, FH(109g20.8%), ARG - LR
F4 8, Mp, 162-164TC.

IR Viax (GRARG #4) 1719, 1644cm 'HNMR ( CDCl; ) & 1.16

(35, t, J=6.9 Hz), 1.26 (3H, t, J=7.2 Hz), 2.80 (2K, ¢, J=7.5
Hz). 3.58 (28, t, J=7.5 Hz), 4.13 (2K, g, J=6.9 Hz). 4.15
(25, g, J=7.2 Hz), 5.21 (2H, s), 7.42 (SH, s), 7.73 (1%, dd,
529.0, 6.0 Hz), 7.87 (1E, ddd, J=8.7, 2.4, 1.2 Hz), 8 12 (1X,
4c, J=6.0, 1.2 Hz), 8.22 (1H, &4, J=2.1, 0.9 Hz).

J# CyoHysNOsS, - 0.05CHCL; - 0.3H,0 #93+ F4a:

C,57.51;H,5.63; N, 3.05, S,13.97, Cl, 1.16..
sm4:  C,57.59;H,552,N,3.18,; S,14.08, Cl, 1.14.
%%B:8-#6f%i£-1,3—:&%%—2—@—6%%&%
2w ok Tdat74b 54 &

4538 7.8 2.8(2.70g,16.2mmol)Fe ik # (73, 6.03g,13.5Smmol)ay K
fr(a0ml)E R E 3 K, ALK A, A DBUQ247g162mmol)
F(3.32,13.5mmol), BAHE O CTHH6 I u, ALTAMTHE
F(120g) 6,38 ShAL7F 5] K %) 62a #2 62b &5 10 ¢ 1 #i8.A-49(6.0g,89.1%),
ARG,

FHEC: 8 -F6 -FREA- 1, 3 - EE - 2 - #EASRSR
75a+75b 844 &

kAT LT $ ¥4 T B2 47(2.73g,24.3mmol) e A 2| L i &
(74a+b,9.88¢,19.8mmol) &) DMF(25ml)& ik ¥, &4 50 C THHS
B, AR, REMRAHLEE, RAMACBRUERER, FRAA
Kk, FENSO), E&ETRSE, &bl ahk(200g)8 41K,
Aok CLELEQ: DR, FRSHFRIKRY Refaeg g AR -
Y4k 5
75a 6941 & A& eg Re{Ee948 4
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Mp, 125 - 127 C, 1.12g(16.7%). IR Venax GRAK B 25) 1661, 1508cm ™

1y NMR (CDCl3) ® 1.46 (3H, t, J=6.9 Hz), 1.48 (3H, t, J=7.5
Hz), 4.42 (2H, g, J=6.9 Hz), 4.46 (2H, g, S=7.2 Hz), 5.09

(28, s). 7.04 (1H, s), 7.15 (1H, dd, J=39.9%, 2.4 Hz), 7.3-7.55
(54, m), 8.09 (1E, ad, J=9.6, 0.6 Hz), 9.41 (1H, s).
S HF CyHaNOsS 893+ J48:  C, 63.14; H, 530, N, 3.51; 8, 8.03.
£al4a:  C,62.98; H,5.42,N,3.50;8,797.

75b #4544 &8 R o918 40

Mp, 81 - 82°C. 4.59g(58.1%). IR Vmax (&% %) 1686, 1655, 1543,
1493cm™ .
yED: 8-FAA-1, 3-ZCEE-2- ¥ A Rk 76 495 &

76 : EXAFRAATH 60 % S.4L4h(76mg) e A B FLEE (752
690mg,1.73mmol) #5 DMF(4ml) AP, LKA FTEMEAN p: ;2 ¢ S
(295mg,2.08mmol)#) DMF(1ml)i& &, RAMAETEBTRIE2 I, KE
AL s Emi, AUKOEER, FRGRAAKREA FHRMN2S0), pea
BET RS, RAohBdaikedat, ALK CRTUEG: 123
)b, %3 sk 4 732me( & 5 E).

lp NMr (CDCl3) & 1.13 (3H, t, J=6.9 Hz), 1.45 (3H, t,

J=7.2 Hz), 2.47 (3E, s), 4.00 (28, g, J=7.2 Ez), 4.45 (2H, g,
J=7.5 Hz), 5.13 (2H, s), 6.46 (1H, &, J=7.5 Hz), 6.70 (1H, t
J=7.2 Hz), 7.3-7.5 (3E. m), °.06 (1K, &ad, c5=6.9, 0.6 Hz).

FEE: 8 -4 6 - FRE-2 - FHREGRSRTS 8 4] &

¥ 10 % REAATKE R (Sm)mA R =B (76 337mg,0.815mmol)
& DMSO(GSml)iE& ¥, FRbwmA R 8 Do, A4, kBT,
B S E B ALR A, A LR OB ER, FRGRAAKRE, TIRN50.),
ARETRS, 53 774 78 R,

KR F R EGM) T BB LD, FRERETRE, &
AapiBit s IR (25g) & shA, ATk TETE(G: D#ht, ALks
B 723 191mg (87.0%), Mp,94 C.

IR vy GEAK B #) 1541, 750cm™ . 'HNMR ( CDCl; ) d 2.47
(3, s), 5.17 (3H, s), 6.03 (1E, 4, J=7.4 Hz), 6.34 (1R, t,

3=7.2 Hz), 6.61 (1H, dd, J=1.8, 1.0 Hz), 7.22 (1H, d, J=1.6
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Hz), 7:3-7.5 (6H, m).
4-# C1eHisNOS - 0.05CgH, #9 3+ F4E:
C,71.80; H, 5.43; N, 5.14; S, 11.76 .

sal{4: C,71.83;H,583,N,5.08;S,11.78.,

HHEF: 2-8 - F 6 - FEL- 2 - FAREIAREAFTE)I%RE- |
- R LR BB 80 694 &

80 : ¥ 2 - P A BF(197mg, 0676mm01)7?v"§l"7|:“§~ (78, 191mg,
0.644mmol) #EXQ2m)EREZRTHE 3 X, AR B BN KIE R, R
AR LB LEER, RIGRAKRE, THBNaS0), ABRETIRE,
A IR (25g) ki, ATK: LEBRTERM, 738 - * &,
£ -2 - WEA - 3 - (AREATRA)ERE 79 foktds RA 265mg . ye3
kb 2p F 3555 44 64 w9 Sk v (Gml)iE sk 7% Am A 2 8L £(0.5ml)4g £, vh
(ml)Esk ., §Roa 30 240, F AR EAAZK1OmD), RA
ETRTHE 1N, mACKRCE, dEkEREH, TESEAN
38, Rk, FBNapSO,), HELEKRETRSE, AikHBLER(25Y
sk, MO LEBROUEQ: DR, AR TKRZH, F3H
96mg(28.5% W 78 #H), Mp,199 - 201 C.

IR Voo (ARG #6) 3419, 3160, 1703, 1640, 1489cm™ . 'H
NMR (CDCl3) & 2.42 (3K, s)., 4.40 (2K, s), 4.77 (1H, br.s),

5.10 (24, s), 6.28 (1H, br.s), 6.33 (1K, &, J=7.8 Hz), ©6.44
(1H, t. J=6.6 Hz), 6.79 (1H, & J=7.8 Hz), 6.96 (1E, &, J=6.0
Hz), 7,15 (1K, &, J=7.2, 1.8 Hz), 7.2-7.55 (12K, m).
A4 CHaeN2OsS a9+ F 48 C, 73.50; H, 5.17; N, 5.53; S, 6.33
sm4a:  C,73.65;H,5.21; N, 5.45; S, 6.18.

FHG: 2-(8 - (FEAFTARI)- 2 - WALE-3-(AR R AT A )EI%R%E - ]
- R LREBLEE 82 94 &

81 : AskAFTH IN = Rmey = £ F5(0.7ml,0. 7mmol) & /o
A FF 3 85 (80,85mg,0. 168mm01)é’3-—§&‘?71;u(1m1)¢e-&“}’, B 0T
THE 1 NE, AKX, RAMAZATE: THEER, FRZAKR

&, T18(NaSOs), BB ETRSE, RAY A LB LEEL R, mp,138-142
C,
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1y MR (CDC13+CD30D) & 2.31 (3H, s), 4.41 (2H. ). 6.65-
¢ 80 (35, m), 7.01 (1H, &d, J=6.2, 1.2 Hz), 7.17 (1H, m).
7.3-7.6 (TE, m).

82 : & Bk 81, i L& T A (33mg, 0.216mmol), 3K & 47 (90mg,
0.65mmol) F= ) EARALTE DMF(1.2ml) ¥ ¢4 %44 £ £ 2 T 4 18 -
B AmAK, AR LETEER, FRRAKRE, F 42 (Na,S0,),
# A AEBRETRE, HimiBidak(10g)e #5814, A LBk LB,
Ax: oEss, /53 35mg4dl.3%), Mps8s - 91T,

1y NMR (CDCl3) § 2.44 (3H, s), 3.77 (3H, s), 4.41 (2,

s), 4.70 (2H, s), 5.6°2 (18, br.s), 6.20 (1E, d, J=7.8 Hz),
6.44 (1H, t, J=6.9 Hz), €.79 (1H, br.s), €.79 (1, 4, J=7.5

Hz), 6.99 (1E, &, J=7.5 Hz). 7.16 (1H, d&t, J=7.5, 1.8 Hz),
7.1-7.85 (7H, m).

$1b #9 4 & Mp,271 - 273 C(4#E), 86.5% %,
2-(8 - (BRAFEL)- 2 - FHRE3(4F FEFL)E SR - 1 - B)LEE
e 83 M Hl &

83: Mp, 200 - 205 C, 654%/~ &, IR Vma Rk B ) 3392,
3220, 1745, 1620, 1305cm™ .
3-(N - FARAHE)- 2 - FEREES e4H&

%3 - ZA ALz (84, 0.60g, 5.5mmol), (N - FAAKIE)RAR
T p:(2.1g, 8.3mmol)F= DMF (2ml) #R&-4h#E 2 X, R A BIAK
F RLEBLEFR, Rknk, THERMNaSO, EEhEEN, KA
MR ik sAl, A LB TE - TR, 7%%)] 85(0.92g, 68%),
Mp,76 - 78 C. |
IR vy, (G AR 5 ) 1725, 1551, 1227, 1061cm™ 'HNMR ( CDCl;) 8
5 49 (3H, S). 5.22 (3H, s), 7.16 (1H, m), J=8.7 Hz), 7.36-
7.45 (S5H, m). 8.15-8.27 (2%, m).
2 CrHuN;O, #5931 48 C, 69.41; H, 5,82, N, 11.56.

za4a: C,69.62;H,589,N,11.31.
A 9

FEA: 3-(N-FAEZE-N-FEEAFHRE- 2 - ¥ kot
86 o4&
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£0°C REA ST 6 SALH(60 % £ F 49 24k, 0.17g, 4.2mmol)
# DMF(3ml) % &4 & %3 F A 85(0.92g, 3.8mmol)# DMF(5ml)iE &, %
R 1B, BB AR L8 T 85(0.40ml, 4.2mmol), REMEEE
B 25 N, HRAMEAKRT, ATRTEFR, AKRKE, Fi
5 (Na,SOi), AZHEEF, FHhiBdABEE#RL, ALBTE: T
% (1:1) B, 33 86(1.07g,90%), AFKE&HmRMA.

1y MR (CDCls) & 2.43 (3/4H, s), 2.51 (1/4E, m), 3.68

(1/4H, m), 3.76 (3/4H, s), 3.85 (1H, 4,
4, J=18 Hz), 5.06-5.21 (3/24, m), 5.22 (1/2E, s),

(6H, m), 7.73 (1lH, m), 8.45 (1H, m).
FEB: 3-%A-8-(N-FARAEEA-N- FAREATEHALE -2
- W govs ok 87a 49 H1 & |

B 24 #u 29 414 31 TR e BI BT ik, HFMLeHn 86 LA 87a.
42% = %, 'H NMR(CDCl3) 6 2.34(3H, s), 3.67-3.77 (3H,m), 4.21-4.46 (4H,
15 m), 5.15 (2/3H, s), 5.25 (1/3H, s), 6.28-6.37 (2K, m), 6.71
(18, m), 7.04-7.50 (11E, m). '

J=18 Hz), 4.69 (1lH,
7.13-7.37

10

§-(N - FHRAZA - N- FAFZEAFTHAE -2 - RTEFE-2-

% 3| Rk 87b 89 & |
31% &%, 'H NMR ( CDCL) & 0.82 - 1.80(11H, m),2.25

20 (38, s), 2.70 (2K, &, J=7 Hz), 3.66 (3/4H, s), 3.74 (9/4H,
s), 4.10-4.55 (2H, m}, 5 .15 (3/2H, s), 5.23 (1/2%, s), 6.19
(3/4H, s), 6.23 (l/4H, s), 6.43 (1E, m), 6.73 (3/4H, &, J=7
Hz), 6.7% (1/4H, &, J=7 Hz), 7.12-7.42 (5H, m), 7.64 (iH, 4,
J=7 Hz).
25 FBC: 2-3-FH-8-(N-FREA-N- FARETEAE -2
- W epoh-1- ) LEEBLAG 88t &
A4l 4 28 - 34 R e RMHF %k, LS 87a 4L 88a, 66%
#%, 'HNMR(CDCls) 8 2.44(1H, 5), 2.45 (2H,s), 3.67 (1H, 5), 3.73 (2K,

s), 3.80 (1H, &, J=18 Hz), 4.24 (2H. s), 4.71 (1H, d, J=18
30 Hz), 5.00-5.31 (2H, m), 6.64 (1H, m), 7.04-7.42 (1lH, m),
7.62 (1H, m).
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2-(8-(N-FEHEA-N- PEZATE)EA - 3 - RLEATE- 2
- Wk - 1 - ) LEEBLE 88D &5 &

72¢ & . s mm (cDClz) 8 1.00-1.26 (4H, m), 1.50-1.78

(78, m), 2.32 (1K, s), 2.33 (2, s), 2.70 (2H, 4, J=7 Hz),
3.67 (1H, s), 3.73 (2H, s), 3.78 (2/3H, &, J=18 Hz), 3.78
(1/3H, &, J=18 Hz), 4.60 (1/3H, d, J=18 Hz), 4.69 (2/3EK, 4,
J=18 Hz), 5.03 (2/3H, d, J=13 Hz), 5.19 (1/3H, 4, J=13 Hz),
5.23 (2/3E, &, J=13 Hz), £.25 (1/3H, &, J=13 Hz), 6.73 (2/3H,
t, J=7 Hz), 6.79 (1l/3E. t, J=7 Hz), 7.14-7.43 (6K, m), 7.79
(1¥, m). '

FED: 2-0 - %k~ 8- PREATARE - 2 - TAARRID)
7.8 BB 89a 094 & '

44 7| 9% (882, 88mg, 0.17mmol)#» 10 % g - #(0.02¢) % L8 L8
(Sml) ¥ &4 %44 R AR T HH 3 B, SRR, ERETER
veiEk, B4 A wfckehs e 89a(5Simg, 78%), Mp 186 - 183 C,
IR Voo (ARG 43410, 3149, 1750, 1689, 1566, 1221cm’ .
2-(8 - TEREAFTEEE-2-K TEFR-2 - W A ov|whvk-1-3K) LEE
& B 89b ¢4 &

Mp,173-177 C (P 8: TB: TH]), 90 % =&,
SEE: 2-G-FA- 8- AATRRE- 2 - TRURALELER
K 90a & %] &

A 51 4] & 52 Frik 64 FUR ik, e 89a 34k % 90a, Mp,293
C (M) FE: L&), 6] % =&, '

IR vy GRAK B #4) 1722, 1670, 1621, 1535, 1219cm™. 'H
QR (a6-DMSO) & 2.56 (3H, s), 4.43 (2H, s), 4.87 (2, s).
2.10-7.26 (7H, m). g8.23 (1H, 4, Jg=7 ‘Bz) .
28 - RETARL- 2 - HRTATE- 2 - FAOIRE- 1B LERE
90b 44 &

Mp, >300 C (P E: Z®), 47 % %, IR Vmax GRARB #5)

3450, 1656, 1623, 1604, 1524 cm~ Y. H NMR (Gg-DMSO) &

0.95-1.35 (5H, m), 1.51-1.80 (6H, m), 2.43 (3E, s). Z.85 (2E,
a, J=7 Hz), 4.42 (2E, s). 2.00 (1H, &, J=7 Hz), 7.12 (143, ¢,
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J=7 Hz). 8.32 (1H, &, J=7 Hz). IR Vpax (KBr) 1722, 1670,
1621, 1525, 1219 cm l.

$HF: 2-3-F4-8-FTAEZAFEAL-2- X g k- 1-45)
LEEELRE 91 #9514

M 66c &% 7la PRk ey Rl # 5%, H4b4 88a AL 91,
Mp,147-150 C (5 fR)(FE: LB:TH), 55 % F%. IR vma(REBH)
3450, 3151, 1747, 1691, 122lcm™,
FH®G: 2-3-FE- 8 -HFEAFEREA- 2 - 7 A Rk-1-R) LEE
BLi: 92 #5414

R S1 44 52 Rk ey B M7 ok, A4 91 #4eh 92, 60 % &
&, IR vmex GRAE B 5) 3431, 3303, 1714, 1670, 1545, 1141cm™ .

1y NMR (Gg-DMSO) & 2.31 (3H, s), 3.79-3.80 (2H, m), 4.1¢
7

(24, s), 5.36 (1#, s), 5.45 (1lH, d, J=7 Hz), 6.22 (1, t, J5=
Hz), 7.00-7.27 (7H, m):

FEH: 8- FHRE-1-CEA- 2 - FRER%R % 85 &

£ R A5 50 CTFH(1) ( 1g, 3.69mmol ) #=:& LB F & ( 10ml ) &
RA B 18 B, AR ERAM T IANTE, A LA RS,
BARET TR EETBTHwrr HfKeger (42g 36 85mmol ) £
2 - T8 ( 17ml ) Pe RSt 4 D af, mARBR=FE ( 2.5ml
26.38mmol ) 52 - THE ( 3ml ) &k, KEHREHMHKEGCT, Ao
Ak, RAHRALHMOEER, HERRTR (N2SO, ), ERAETR
L, AR e, AT/ LB TE=5/1 R, F3] 382
(32% &) FEAAH. IR Vv me (HEA) 2970, 1693, 1555

1

1527, 1452, 1370, 1304 em ©. YH NMR (CDCl3) & 1.11 (3H, t,

J=7.0 Hz), 3.86 (3H, s), 4.12 (2K, g, J=7.0 Hz), 5.15 (2H,
s), 6.30 (1E, &, J=7.8 Hz), 6.46 (1K, dd, J=6.6, J=7.8 Hz),
7.26-7.54 (SH, m).

FHI: 2-8-FRE-3-HEE-2-%)- 2 - FREHI%% - |
- R LB B 95 A4 &

#% 94(915mg,2.8 1 mmol)#= 50 % £ 8A4h(Sml) £ = F ZAR(40m]) F 8
BAMAE 140 CT ik 4 J8t, £0CTFhiE, Re&H IR INER
Bk, B LB LEER, WERRTHENGLS0,), ERETHREIEANE,
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2R S8, BFHRBETEG) TR E 80 CTTHHF 2.5 1B, A
E. ETEESAT MASRART AT E(909mg,3.09mmol)#) F & (4ml)%
&, FEBERAMEE 4R, AKX, REVALBRIEER, HEKR
% FR(Na,S0,), ERETHRXEAN, HepBdaKkégun, AT
Yo/ T8k LB =20/1 #hL.

£ 0 C AT 45 Al o s 4R 49 &5 w9 ok v (4ml)iE & 8 A A FBLR
Gml)éym Sk wh(6ml)ER, REMAZER, SFEHEF2IH, £OT
T4 B R RA M mAD] 28 % RAALEAEZRAOm)F, AREREE, &
AR LB LEER, #EBUERTHR®NS0), ERETHREEM, &
AMiE R bR AL, AR/ LR OB RN, £ 316mg(23% X,
5 ¥ )4 AEALA4, Mp,183-184 C(TI/LEL L&),

IR n pax (KBr) 3395, 1692, 1605, 1535, 1494, 1304,

ly NMR (CDCl3) d 3.89 (3H, s), 4.14 (2H, s), 5.10

(38, m), 6.23 (1H, br s), 6.35-6.48 (2K, m), 6.91-6.98 (2K,
m), 7.12-7.52 (13H, m).

1017 em™ L.

A CyHaNoOy - 0.2H,0 43+ Ji4: C, 75.35; H, 5.38; N, 5.67.
| sa4a:  C,7531;H,548,N,582,
FBI: 2-G-(BEE-2-%)- 8 - (FEAFTAR) - 2 - FAKI%
who- 1 - ) TERBRAL 96 94 &
¥ 95(290mg,0.59mmol)F= 10 % 4& - #(210mg) /& F B (10ml)Fo w9 £
ok v (10ml)ad B o4 & R AR T 10 D E, SR BELH, AFER
k. EBETRSER, Hisd. £ T THE(0.28ml2.96mmol),
8 47(247mg,1.77mmol)F= 4. 47(110.8mg,0.66mmol) £ DMF(4ml) W iR
AmETRTHRIEI6NE, E0CTH IN ABERARLREYN, RE
W LB LB IR, HEBURTHR®NS0,), ERETHREEMNE, &
MR Esl, AR/ CERUE= 1 1 2B, 1% %] 156mg(56%
A 2 F)ARMALA4n, Mp,188-189 T(Tit/ LB LEs).
"IR n pax (KBr) 3385, 3175, 1761, 1685, 1589, 1430,

1310, 1208 ecm~>. H NMR (CDCl3) & 3.78 (3H, s), 3.93 3H, s).

4.15 (2H, s), 4.70 (2H, s), 5.56 (1H, br s). 6.27 (1H, 4,
J=7.8 Hz), 6.47 (1H, ad, J=6.6Hz, 7 .B8Hz), 6 63 (1H, br s),
6.97 (2H, 4, J=6.6Hz), 7.14-7.49 (BH, m}.
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%MCﬁMM%-QMﬁ%ﬁﬁﬁ:CﬁMZHSMNJ%,

zal{E:  C,68.23;H,526,N,597.
FEK: 2-(G-®BE-2-5)- 8- (BATEL)- 2 - FAER%R
-1 - A)LEBE 9T &

% 96(86.6mg, 0.183mmol)#F= 30 % £ £ 44 (2ml) 84 F B (40ml)Fr g &
&%U%ﬂ%ﬁ%%ﬁiﬁTﬁ#TﬁMiﬁHNﬁﬁ%@&ﬁﬁ%%,
BAMA LM OB ER, #EIERTHRNGS0), ERETHREEMNE
AR LB LB E S &, 155) 26.5mg (32%* )RS, Mp, 197
-198 C (Z.B& L&), .

mnmm&n%umhnﬂNMJa&mmu%mﬂ 'H

NMR (DMSO) & 3.74 (3H, s), 4.15 (2H, s), 4.71 (2H, s), 6.48
{(1¥, 4, J=7.6 Hz), 6.67-6.77 (2K, m), 7.23-7.72 (11H, m).

A4 CagHuNyOg 893+ Ji4:  C, 68.12;H,4.84, N, 6.1
L {i: C,67.89; H,4.96,N,6.12.

v oi AL A # 6 T A I

AZ P R%E- 1 - BRA g Aok - 3 - BRAMNLSHIE
fEEe L B A A TAER, 2 @it A e A sPLA,, R A
Wﬁ%iw%&%ﬁﬁﬂ,&K%%%%m%iw%ﬁﬂﬁﬁS—%%
B8, RALSBFLLFEA.

$K%%W%sm&ﬁ%%%%&%ﬁ%ﬁ%,@%&%ﬁﬁﬂ
smhﬁ%ﬁ%%&%ﬁ&%%ﬁ%%ﬁﬂ%%@%A%m%ﬁﬁﬁ%

gt F A (A). (TA). (IIA). (IB). (I1B) 3, (I1IB) &4 4L &4 3, B & AT

HATAED.

A KRR WAL A-ah B T s AT v AL B A () Jo AR R IR B AR L AT
Agiade, MR, A4, XAEEH. KEERK EREXT R
REARGFT %, ETHEFE bisueE MR LT ARENE) —
#FX(1A). (IIA), (IIA). (IB). (IB)IB)& T4 AR FEAEELE.
%ﬁﬁﬁ%%ﬁ%i%ﬁﬁsm&ﬁ%mﬁ%&%ﬁ%ﬂ%%wﬂﬁﬁ
THAWBERAKALAEG WG E, H PLA FEH A KA AE
%%%ﬁ%qﬁ%ﬁiﬁﬁwﬁﬁﬁ%ﬂm%ﬂﬁ%%ﬁﬁﬂm&%%
FaME, .
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A4 90 9 2 4 B A

o LA, AL @SN TRAT sPLA AFH BB B LTS
B o B . AES A7 R 38 A K 9 e AL A TR K6 7 W R F R sPLA
ﬁ%%%%&%%ﬁo“W%H”%ﬁﬁ%\ﬁ%mﬁﬁﬁﬂ%mﬁﬁ
Aoy LR AAEH AL RAE.

% ok b T AR )% 57 B A R AT 69 A 44 8 R AR R E T AR
ﬁ%&%%m&i,@%ﬁ%ﬁ%m%%,%%ﬁ&#%ﬁ%%%,ﬂ
ﬁ%aﬂiéﬁié%ﬂ%%k%OMm%%k%ﬁm%@$i%%%
WAL HIRE). |

5 4 ) ik BRI, BE AR HRESAARESER
i%&iaﬁﬂ,éi&m%%m%%?%%ﬁﬁ%%ﬁﬁﬁﬁw%ﬁ
CrEAE K 01 EX# 1000 EAKERELMAY. LHARELL
%#%#kx,ﬁﬁﬁmiﬁm%ﬂﬁmomﬁﬁ&k%%%ﬁ&.

A K R e A dh iRt AP EE O TR, 5%, L. BR. K
F. %A, MAARERLH.

AE W BHEATRIE LS ARENRE - 1 - EREASE
gk - 3 - FAEE A ALK (A X(IA) (IA), (I11A). (IB).
(IIB)3,(IIB) & =) 5 T % A BRI ABER OBl Lo RAE), ANy Fo -
51350 68 R AN th R R SR K BB HEIAL

B ERKEPGESM T, BE A ER RS S B RA KB EAE
wEROELEBMKFT, CMTRAKE. sachet, WREEE. B
%ﬁ%ﬁ%ﬂﬁ,?ﬁu%@%,$@%iﬁ¢,€%%ﬁ%ﬁ%mﬁ
A0 KA. BAL &A. BAL BEA. LA R BRAGEDER
SURAAF)IKFE, FELEABWES 10 % &5 & EHALE.

A K BRAL A K i He JE 45 B Z AT BL.

ST 35 R A, TR A AR de 0 AT S E B AR, I A
*,ﬁﬁﬁﬂiﬁw\ﬁw\ﬂﬁwﬁﬁwﬁﬁé%,@%ﬁﬂ@%%
#. PHFRERN, BASATAZ—FXEFIM, CATL T AYE A
SR Al AL AmEAlL BEA. AR, A ARENARELH R

DR B R TAA ARG M BB, KM, LB B
A B AR e k. R B A A e PR T AR,
Foid B A e AR REBR4E. RIEM AT B,
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ERFeRAAEHGEK, €ETH Ay 6 MRS RA. A A
¥, SEM R A B BA L E AR AR AAGEDY vo 48] -5 LR )
ﬁ%%ﬁ%%#kwoﬁﬂﬂﬁﬂ%ﬁ%%ﬁkﬁl—k%%%éﬁ%
SEME R A (R AR 8 LA ). At BB BB, BIEBAE. W
E‘ﬂ%\%&‘%%\ﬁﬁ\%&\ﬁ%&\W%%%%\ﬁWﬁ%
YEsh, ARIE LW BHFT TR,

FH AR A e B AL SLAL A5 X F] Fo BRI,

W%%%ﬁ%%%ﬁ%ﬁ%w%mﬁwﬁﬁﬁm\%%ﬁﬂﬁmﬁ
HHGREW T, ‘J‘a'riﬁié:\&"a‘%‘%‘ii%é\iééﬁﬁmi@%ﬂ&uﬁ:—ﬁﬂii@i&
¥, J’f\-‘r&béﬁéﬂé\%i@i‘i%éﬁ%é‘]5%'&53&%\%\%1&5/?%5&#;‘?%%?&?4@
KIER KL T R E |

_Tﬂ%%%ﬂl—8&%%%%@$%ﬂ$i%£@%&ﬁ&ﬁ,
“%ﬁﬁ%”%ﬁimm(mm(mm\m»(mmmmmm%%ﬁﬁ
RS, EAD LS.

A L
BT 5 A% &2 B U A
' £F
(mg/ix &)
el 3o 250
TR 65 h 200
AR Bk 10
Bt 460mg
# 7 2
AT 5 e H & A
£F
(mg/ ki )
EHER S 250
W gE 200
YR & 0y — RALRE 10
: §E5 5
%3t 665mg
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3 & AR BLEH T A A & | EH 665mg.

A 3
AT 5 RaH&aFHER:
€%
E MRS | 0.25
- | | 25.75
it F) 22(RA= R F H) 74.00
Bt | 100.00

%%&m%%%a%ﬁ%,%5%&%%mkﬂfﬁ%$ﬁﬂzz
¢,¢ﬁ£—mt,%ﬂﬁﬁﬂ%ﬁ%ﬁ¢,%é%ﬁ%%%%kﬂ%
%m§§¢,mﬂé%$ﬁﬂﬁ%,%é%@%i%%&@ﬁi,

#A 4
TR A E AR A, &K MAH 60mg EEAS
&AL -
n 45mg
TEY S N pome
B LA IRE(I0 % 89K R) 4me
v | 4.5mg
AR BRAE ot
g o
i | 150mg

WEr RS, KAkt 45 B XA, FBALRE. Ke
3 2 H B 8 AR S S TR B MR R, B R R IR
14 8 £8 5%, FHBOBERME SO CFF8, HFEET 188 XER,
kil 60 B £ B 56 84 3 T R I, 7 RS B AE Ao B B MBI AR
WE, RAE, ERANLEFRFE AN, & 5 FEH 150mg .

| 5
B35 AAH &R ER, SREANSH 80mg EHRA
EPE RS ‘ . 80mg
A | 59mg
AR B4R 2mg

Bt 200mg
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AL, HRE. AR RRERERS, R4S BXER, A
EEAEpKEEY, £%200mg.

H 5 6
BT 5 A5 &, SM4A 225mg E RS
EE RS 225mg
Kb, Fa o 6 By B4 BE 2,000mg
3 2,225mg
et R AaBit 60 B AEE, ABHEEFTHAARMKGLEL

B AL 8 b e G B B B T e R A MBI NAT A 28 BRI
MY, RB4EH.

H A 7
BT F A5 & & %A, & Sml M E4H S0mg R RA
RS 50mg
EE X FE S ¥ 50mg
%X 1.25ml
XFRER ‘ . 0.10ml
o il : q.v.
% & q.v.
s ELT S5ml
BE s s 45 B £B R, REBEH AT RS E AL RE

WA A MR, ERAET RS AREE T RER, AAN A
bR F Bk, BREHRGEAMNI ST EREHER.

BT 5] R4 &k R & 5 A
E MRS 100me
REaka 1,000ml
@ W B R 46 B RV TP T EY L LG VR <8

K B

15 AT 5 6 RXEF kA AR EAGAL B B B B Ay 6947 )
H. AT GRS R A 96 AR EHEATHER L, ZFHRAE
okt — R AL TR CxTaa AR B - A A AT
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BB EE A AT EATHRER FMHAEREG LSRRG H
J” Laure J.Reynolds,Lori L. Hughes, # Edward A Dennis, Analvtical
Biochemistry.204,pp.190-197,1992(3% # X & M B2 L3I AAE A £E):

ik
B R4 w3 -
CaCl, - 2H,0 |  (1.47g/L)
KCl ‘ (7.455g/L)
4 o iF & & G (LI BR) (1g/L)
(Sigma A-7030,Sigma Chemical Co. &j &= &, StLouis
MO,USA)
TRIS Hcl (3.94¢/L)
pH 7.5 (A} NaOH A %)
B 4% W | -
0.05 NaOAc - 3H,O,pH 4.5
0.2 NaCl

A T#AY pH A 4.5
DTNB - 5,5-=—#fx - 2 - AR FTER
gl Ak 0h — B AL - PC
shilseey 1, 2 - S(EBRELA)- 1, 2 - ZBLA - sn-Hw - 3
- BB A
TRITON X - 100™ y4 6.249mg/ml F B4R R b B 135
10uM. |
B_RL A -
M ARE 100mg/ml BT £45 T2 B RG RBEEARE
- PC #AFFR, HFEEETF 10 £ TRITON X - 100 & F X548
KR Y, FERT mAB L P, KEMmAN DINB &2 A EREN.
iR R R RAMAA ImM —gEAAE - PC K4, 0.29mm
TRITON X - 100™M %% #|, # 0.12mmDTMB &4 ¥ K& &, pH7.S5.
R FH !
1. 3% 0.2ml BB %54 e A B T A & 3 F;
2.4 10 u 1 RBASWRTGER AR SEHFF, RS 20

#;
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3. 4% 50 £ 4 %, sPLAL(10 4 A)m N B A-3E 65 5

4. A& 40 'CF 3% 30 4-4F;

5. B B kbR R A 405 EROR T s & e oK HE AT iR B

WA AL A — X AT RS, — KR, EHRERA
% EH Sug/ml. %405 EMATRAN, wREAFHH GBI R
WAL A M AL 40 % R EFHIrE R, MAZAEHHAAERFE
M. 405 BEHRAT XA E K KN AERR LA 7%, ¥ E LR EHE
WA B RER e, wREAF ARG ER, WRE ICsla, —
M, ICso (AL TA DAL ARG RBUEDHABERKE, ER
B AR B TE B 2 45ug/mL £ 0.35ug/ml, FAHZGHHANEEZER
WA, EFAGEILT, ML 405 ERK TR TLIH N B
WA R B BE B AR % H). SRAA—XEZHBJATEL, AT |
B 2% At B ICso ABLIF FT AR 69 (A AT F 3, B34 3 HOR B s n #E(E
B4 10 - 90 % Ip4) i # &, # T ICsofE.

ALkt BEESEE A WAl KB £ R T T T AT
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x
sPLA, & X HIE
Aeed ICso(uM) a4 ICso(uUM) 144 ICso(uM)

11 1.1 51t 0.13 58k 0.043
20x 0.84 52a 0.018 59a 0.007
21x 0.14 52b 0.021 , 59b 0.011
21y 0.35 52¢ 0.019 59c¢ 0.046
22x 0.014 52d 0.023 59d 0.083
22y 0.015 52e 0.062 59%e 0.055
34 0.89 52f 0.017 59f 0.07
35a 0.4 S2¢g 0.017 59g 0.039
35g  0.047 52i 0.051 59h  0:.061
37a 0.044 52j 0.006 59i 0.022
37d 0.013 52k 0.011 59j 0.053
37¢g 0.023 521 0.010 59k 0.113
38a 0.052 52m 0.021 591 0.11
39d 0.017 52n 0.036 59m 0.007
40a 0.008 520 0.025 S9n 0.6
40b >50* S52r 0.046 59%o 0.49
40c >50* 52s 0.011 59p 0.2
40d 0.006 52t 0.01 67a 0.2
40f >50* S52v 0.029 67c 0.14
40g 0.008 52w 0.014 69a 0.08
49k 0.79 57a 0.033 70a 0.044
49s 0.36 57¢g 0.08 70b 0.24
51a 0.81 57j 0.79 70c¢ 0.13
51b 0.31 . 58a . 0.008 71a 0.6
S51c 0.43 58¢c 0.035 82 0.12
51d 0.55 58e - 0.1 83 0.016
51f 0.59 58f 0.28 97 0.015
Slg 0.17 58¢g 0.009
51j 0.02 58h 0.038
51k 0.22 58i 0.051
511 0.096 58j 0.023
51m 0.31
51s 0.15
* = B R
' RIe 2
o3| ook AL Aot 5T PLA2 % %40 £, 68 A X 89 4 7

R0y L

& 220 - 270g #9 M Wistar 2R, FIREHRERER
(40mgkg BSR4 25)F, 472 MA, BT MM PLA2(300U/R) 4
AR BA(10my R)E TR EERET T, HRA 02ml, EFFRR
KB 12000, hEAEE,

W Aeb-d 39d &% T 0.6%Ak A Bk 6) T3 sk F, & REA
v A 11 £ 12 R34, |
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EEX :
fu o4 39d(1,3,10mgke)R Bk £ T 24 12 D0 EEE, TR

&) (1). (3)%=(10)mgkg # f& 4 39d 2, REFEESANA
33.3,81.8°,91.7" %= 91.7"('P<0.05,""P<0.01,Chi-square Xi).

J

10

15

(39d)

&%m*%%¢%§%ﬁ§%WT$ﬁ%,Bﬁ%%%i%ﬂ%%
20 ﬁﬁ%%%ﬂﬂ%*?ﬁﬁ%ﬁi%%%@?i&%o
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