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M. OBHEGREE K, SREHES, AALEERAT,
133 % &8 £ RIFMI S 4 35.0mg . Kk F 57%,

mp227-229°C 4h#)
HR-MS:268. 9824 (-1.5amu)

&&

(% 7 %) 6)
3, 4——R—T7T—R—6—HE-—3-—WEEHR—2—#

FJZI h& COzH
O2N N"O
H

B2

& LB 289104 (100mg, 356umol)dy Z & (3.5ml)iE &
g IN & RARLPKRERTII, 711umol), A &R 2 )
B, A B, PAK(AOmMD), AEBEEAT H pHE 5, R xiE
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B A5 IFF s 5RiE M A AN A HP — 20P( K=K T M= 20:1)
HEE, AAFR, BHAEHEARFMILLSH69.0mg, Kk
77%0

mp213—-215°C (%)

HR-MS :253. 0162 (+2.7mmu)

(L5 7)
7—8—3, 44— —6—HA—3—®WEEHK—2—5%

Brﬂ "iCOzH
O2N N O
H

1A Lk 365444 (181mg, 529umol), 8B 5 K& #
6 Bl ey Fixitir, BB FEHEAKRFMILES Y 107mg o M ¥
64%.

mp218—~220°C (##)

HR—-MS :312. 9358 (+2.4mmnu)

(3 3 5 8)

3, 4—— 8 —T7T—FRA—-—6—X—3—8MEBoHK—2—
7 8K

N
O2N N"O
H )
EERT, @£ 4851549 (231mg, 833umol)#y Lo

(15ml)& R F o A &R 1L47(93.5mg ., 1.67mmol)a) K (5mi)
B, TERETFTHRE4 I, BLASOCTHRHIOSH. AHE,
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BERGRER. HEHaREER TR, kKREEHTAK
HEBTAPHI AT, HHFE3004. TRKEN B HK, K
KRR, T8aFk, AF, FHERER A KREHELEH
126mg . M % 60%,

mp239-242°<C
Anal.Caled forC, H;N,O; +1/10H,0 : C,47.86; H,2.89
;N ,16.74 ‘

found ;: C,47.90; H,2.92
;N,16.61

(% 3 ¥ 9)
7T—R—3—FRE—6— A SRHN— 2 — KM &
F CO,Et
OzNK:[:IOMe

R Ek# 269644 (1.00g, 3.56mmol). sk it T & (4404,
7.07mmol) R #, 1L 4R (990mg , 4.31mmol)ss F X (100mI) & & &
E100CTHH 200, Adp, MrRLtd ARk, RBH
FEMN KRN OREARKREE R L[ R TR 2B L &=4:1)
HE, FEAENARIFEILA Y 580mg . # % 55%,
*H-NMR(CDCl4, & ):1.47(3H,t,J=7.3Hz),4.18(3H,s),4.55(2H,q,J=
7.3Hz),7.95(1H,d,J=10.8Hz),8.57(1H,d, J=7.3Hz).

(%7 % 10)

3—FHREA—T—FEA—-6—HAFTEHR—2 KB L&

Me: : ::;rcozst
OsN OMe
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EERRFEHT.EFEEMA81LEH(1.420. 5.12mmol)
MAEKZHRFPHRBOM)ER T P AW RMBEE = F L R
(3.41g, 23.1mmol), £iZ FTHE 458y, Fi @K 154
i, WRAEREIANFBAEEAMKERY, 2BLANE, B
AoRTFHRERKE, 8FFANE, AAKABMHTRE, &8
exEM. BEINMAEAHBKEEHEZ[ECR . LM LE=
10:1)4F 41, BE L F EH KR KFHALS I T62mg . M £ 51%,
IH-NMR(CDCly, & ):1.47(3H,t,J=7.3Hz),2.72(3K,s),4.17(3H,s), 4
.54(2H,q,J=7.3Hz),8.03(1H,s),8.43(1H,s).

(L4 # 11)
7—(Ret—1—R%)—3—FRE—6—AHETEHK— 2 —
# 8 T &
N
+N N, CO3Et
OQNKINIOMe
¥kt 9asitsih(1.41g, 4.78mmol) R k£ (1.63g .
23.9mmol)ss ZAF(1OmI)iER E S0 CTHRHF I et A ELRERA
— AP HEE, Aokt A—RTRERKE, 5
AW AMESLH, AEAKABHTHRE, RBELFEMN, HiF
Bled i M &k ECR . LBILE=11—282 &K
#, RFFRRBRERAKKIFMILSIH 423mg ., K F 26%,
' H-NMR(CDC1,;, 6 y:1.47(3H,t,J=7.3Hz),4.23(3H,s),4.56(2H,q,J=
7.3Hz).7.15(1H,t,J=1.5Hz),7.27(1H,s),7.72(1H,s), 8.18(1H,5),8
.46(1H,s). |

(% & %) 12)
3—FHRE—-6—A—T—(4— R F—1— X)L EHR—
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2-HMLE o
K,\N' N, CO,Et
O2N NIOMe

@ £ 9as1L 4 (180mg ., 610umol)ay va £ vk % (20ml)
PN 4 —ak ' #(290mg , 3.05mmoal), #HHA T O, &
100 CTFHEH 48, EI0CTHH18 et AFRBAS,
MERE, ¥R EABKEEF ARG . LH= 401 —~
20:1)4 4, BRI E R ERKRKAFHILAS Y 70.0mg . KK E 31%,
' H-NMR(CDCl;, & ):1.47(3H,t,J=7.2Hz),4.24(3H,s),4.56(2H,q,J=

7.2Hz2),6.52(2H,d,J=7.8Hz),7.38(2H,d,J=7.8Hz),8.22(1H,s),8.60
(1H,s).

(£ 5 13 ~ 21)

B KA 12MF Sk, FHTA1LRGLEN,
" o
XM w Fkt R x4l R
13 -N) 6 - 'J‘:?O 18 -N_N )
14 -NMe 17 -N:N-Gm 2 -N_NCY
15 -NMNL)F 18 N N{NO; -N:N-Bn

(5 4 ) 13)

1 H-NMR(CDC1;,6 ):1.46(3H,t,J=7.2Hz2),1.58-1.64(2H,m),1.71-1.
77(4H,m),3.05(4H, brt,J=4.8Hz),4.13(3H,s),4.53(2H,q,J=7.2Hz),
7.69(1H,s),8.13(1H,s).

(%7 5] 14)
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! H-NMR(DMS0-d¢, & ):1.35(3H,t,J=7.3Hz),2.86(6H,s),4.05(3H,s,
),4.43(2H,q,J=7.3Hz),7.66(1H,s),8.29(1H,s, ).

(% 7 %) 15)
L H-NMR(CDCl,, S ):1.47(3H,t,J=7.3Hz),3.27(8H,s),4.15(3H,s),4
.55(2H,q,J=7.3Hz),6.94(2H,dd, J=8.8,4.4Hz),7.00(2H, t, J=8.8Hz)
,7.80(1H,s),8.18(1H,s).

(% 364 16)
'H-NMR(CDCl;, & ):1.47(3H,t,J=7.30z),3.23-4.27(4H,m), 3.28-3.
33(4H,m),3.90(3H,s),4.15(3H,s),4.55(2H,q,J=T.3Hz),6.90(1H,d,
J=7.8Hz),6.95-7.05(3H,m),7.80(1H,s),8.17(1H,s).

(%5 17)
'H-NMR(CDCL, , & }:1.47(3H,t,J=T.3Hz),3.24-3.28(4H,m), 3.34-3.
38(4H,m),3.81(3H,s),4.15(3H,s),4.55(2H,q,J=7.3Hz),6.47(1H,dd
,J=2.0,7.84z),6.52(1H,t,J=2.0Hz),6.60( 1H,dd, J=7.8,2.0Hz),7.2
1(1H,t,J=7.8Hz),7.79(1H,s),8.18(1H,s).

(3% 3 %] 18)
' H-NMR(CDC1,, S ):1.47(3H,t,J=7.3Hz),3.26-3.32(4H,n),3.58-3.
62(4H,m),4.16(3H,s),4.55(2H, q,J=7.3Hz),6.90(2H, d, J=7.3Hz), 7.
81(1H,s),8.17(2H,d,J=7.3Hz),8.22(1H,s).

(%3 %) 19)
' H-NMR(CDCl,, 6 ):1.47(3H,t,J=7.3Hz2),3.24-3.28(4H,m),3.30-3.
32(4H,m),4.15(3H4,s),4.55(2H,q,J=7.3Hz),6.90(2H,d, J=8.8Hz),7.
24(2H,d, J=8.8Hz),7.80(1H,s),8.19(1H,s).

(k3 20)

L B-NMR(CDC1;, 8 ):1.47(3H,t,J=7.3Hz),3.25-3.29(4H,n), 3. 35-3.
39(4H,m),4.15(3H,s),4.55(2H,q,J=7.3Hz),6.91(1H,t,J=7.3Hz),6.
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98808764. 2

99(2H.d,J=8.8HZ),7.30(2H.dd,J=8.8,7.3Hz),7.80(1H,s),8.18(1H,
s).
(LB 21)

'H-NMR(CDC1;,8 ):1.46(3H,t,J=7.3Hz),2.62-2.65(4H,m),3.11-3.
14(4H,m),3.53(2H,s),4.13(3H,s),4.53(2H,q,J=7.3Hz),7.34-7.35(

5H,m),7.71(1H,s),8.13(1H,s).

(% 7 %) 22)
3-—FTRE—T7T—(4—(4—FTREXE)R%R—1—-X)—6

— AR BN — 2 — KB
oy

NN

N

]::(N CO,Et
02N OMe

@Rt 985144 (300mg, 1.02mmol)ds) = Lﬂ%(15ml?
SRR d— (7 RERKL)R S = &8 (1.35g, - 5.10mmol),
HA %o, £100CTRHES T, Aap, KERR, #1173
WA ARERAEEEA[ETRKR . LK LE= 51— 41134, &

Bl 40 KK IFAEIL S 4 145mg o 4k 30%.
' H-NMR(CDCl,, & ):1.47(3H,t,J=7.3Hz),3.22-3.29(8H,m), 3.79(3H
,s),4.15(3H,s),4.55(2H,q,J=7.3Hz),6.87(2H,d, J=9.3Hz),6.96(2H

,d,J=9.3Hz),7.80(1H,s),8.18(1H,s).

(% 7 %) 23 ~ 28)
EBh Lk 22 EAMHFE, FHTA2LHHLEY,
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&2

R N__ COqEL
OQNIINID“Q
LB R LB A LB A
c
a - w0 25 -N_N= 27 -N_N-CO,Et
Me
26 -N_NC) 2% -N_N-Ac 28 -N_)-oH
(% 7 #) 23)

I §-NMR(CDC1,, & ):1.47(3H,t,J=7.30z),3.22-3.26(4H,n),3.28-3.
33(4H,m),4.15(3H,s),4.55(2H,q,J=7.3Hz2),7.02(1H,dt,J=1.5,7.8H
z),7.11(1H,dd, J=7.8,1.5Hz),7.26(1H,dt,J=1.5,7.8H2),7.39(1H,d
d,J=7.8,1.5Hz),7.81(1H,s),8.18(1H,s).

(376 ] 24) |
'H~-NMR(CDC1;, & ):1.47(3H,t,J=7.3Hz),2.34(3H,s), 3.24-3.29(4H
,m),3.34-3.37(4H,m),4.15(3H,s),4.54(2H,q,J=7.3Hz),6.74(1H,d,
J=7.8Hz),6.79(1H,d, J=7.8Hz2),6.81(1H,s),7.19(1H,t,J=7.8Hz), 7.
79(1H,s),8.18(1H,s).

(% & ) 25)
H-NMR(CDCl,, 6 ):1.46(3H,t,J=7.3Hz),3.15-3.20(4H,m),3.39-4.
04(4H,m),4.15(3H,s),4.54(2H,q,J=7.302),6.54(1H, t,J=5.4Hz), 7.
77(1H,s),8.19(1H,s),8.35(20,d, J=5.4Hz).

(% 3 1) 26)
'H-NMR(CDCl,, & ):1.47(3H, t,J=7.3Hz),2.15(3H,s),3.06-3. 13(4H
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,m),3.62-3.67(2H,m),3.77-3.83(2H,m),4.15(3H,s),4.54(2H,q,J=T7
.3Hz),7.76(1H,s),8.20(1H,s).

(% 3 5 27)
' H-NMR(CDCl3,0 ):1.29(3H,t,J=6.8H2),1.47(3H,t,J=7.3Hz),3.04
-3.09(4H,m),3.63-3.68(4H,m),4.15(3H,s),4.18(2H,q,J=6.8Hz),4.
54(2H,q,J=7.382),7.75(1H,s),8.18(1H,s).

(%4 1) 28)
L H-NMR(CDCl,, & ):1.46(3H,t,J=7.3Hz),1.72-1.82(2H,s),2.00-2.
09(2H,m),2.91-2.99(2H,m), 3.28-3.38(2H,n),3.88-3.97(1H,m), 4.1
4(3H,s),4.54(2H,q,J=7.30z),7.73(1H,s),8. 15(1H,s).

(% 3 #] 29)
3—FHRA-6—FE—T7T—RKREATEHR—2 —#H

{ Mo :Icogu
02NJ::I' OMe

% £ 4k O 49 6 4 4 (590mg, 2.00mmol). ¥ # (941mg,
10.0mmol) & 3% 88 47 (1.38g , 10.0mmol)&s Z Ak (20mNE 2 R &
HMAEP, BOCTHHE1208, AHE, PAVEKERLMN
B RBREEMN KRN ASTETHRPRBAMKRIAE,
ALstkik. AREBRBKEAT 4 pHI , ARBER, AL
KEHEHTRE, R EEN, B REAIHIFHALE Y
407mg . 4 #* 60%,

'H-NMR(CDCla, 8 ):4.24(3H,s),7.18(2H,d,J=7.8Hz),7.31(1H, t, J=
7.3Hz),7.48(2H,t,J=7.8Hz),7.51(1H,s), 8.39(1H,s).

(3% # 5] 30)
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3—FHRE—6—FA— 7 —3—BARRE)EBoRh— 2
— % 8

O2N

| C}-omu:[cozﬂ

Q2N N OMe

B h LAp 20 MM F ik, FHKEERREMELE Y,

'H~-NMR(CPCl,;, &5 ):4.26(3H,s),7.51(1H,dd,J=8.3,2.4Hz),7.64(1H
»t,J=8.3H2),7.7T1(1H,s),7.95(1H,t,J=2.4H2),8.14(1H,dd, J=8.3,2
.0Hz),8.50(1H,s).

(£ # 5 31)
3—FEHEE—6—HMEA—T7T—B—FEEXFPEEA)F B K~
2 —KEB LS

'OzN’O\'n J:I“I CO,Et

Q3N N OMe

£ 100CT, Wx&s 98144 (200mg, 677umol)X 3
-—Fﬁﬁai‘?’ﬂﬂ}ﬁiiiﬁ(s%mg. 2.03mmol)a§ N, N——F L F
B (2mIE R 6 bt AHERAK, ARGBER, AR
KB MmTRE, AR EIEN, REFHOAEM BRI E#iE
[E2 R CELE= 41]#4, FHLEHL KRRKFARLES D

38.8mg . H # 13%.
'H-NMR(CDC1,;,8 ):1.43(3H,t,J=7.3Hz),4.11(3H,s),4.50(2H,q,J=
7.3Hz),4.73(2H,d,J=5.4Hz2),7.21(1H,s),7.57(1H,t,J=7.8Hz),7.73
(1H,d,J=7.8Hz),7.95(18,t,J=5.4Hz),8.18(1H,d, J=8.3Hz),8.25(1H
,8),8.79(1H,s).
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(%4 # 32)°
3—FTRE—6— AT —NREA_THREEEH-2—H
BT E

o
-N , CO5EL
oi Ny O

OzN N OMe

£ 110CTF., ¥ £#k5 9489444 (600mg, 2.03mmol)R
RE_PH L AT L (1.88g, 10.2mmol)éy T & (20ml)iE & & 3
HEP R 24 o, AHBENATKIE, Rt E Ktk
By, REKGERM TR, AEBHEITEN. B3R EARKAE
EiHE[ECR . CHLE= 51— 313H, R ERKEH KK
M S 4 70.0mg o M % 8%,
' H-NMR(DMSO-dg, & ):1.37(3H,t,J=6.8Hz),4.17(3H,s),4.48(2H,q,
J=6.8Hz),8.01(2H,dd,J=5.4,2.9Hz2),8.10(2H,dd, J=5.9,2.9Hz),8.4
9(1H,s), 8.TI(1H,s).
(% 1 33)
T—(Rt— 1 —K)PEX -3 —FRE-6—AHELTAHKR—-2
—ARBRLE

0.N N~ OMe'
EERBTF, B4 1085144 (121mg, 415umol)ay @

R AL E@BOMNER F oA N — & X 3% 88 L K (222mg ,
~1.25mmol), #2280C., ARRBAEPIAN2, 2 —BA=F
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T #(20.5mg, 125pumol), H#H 5.5 e, TEMH & REdH, %
e xRk, MEEBERNRK, WHER T ZHGOM)P, oA
k= (113mg, 1.66mmol), £ THH 55 hot, BREABER
B, R8RS MNERLE#R[ECR 28 LE= 1.50)
WA, BEEBEN KRRFLLSH 102mg . 1K £ 69%,

'H-NMR(CDCl, ,& ):1.45(3H,t,J=7.3Hz),4.19(3H,s),4.52(2H,q,J=

- 7.3Hz),5.67(2H,s),6.98(1K,s),7.19(1H,s),7.59(1H,s),7.63(1H,s
),8.65(1H,s).

(3% #& ) 34)
T——FERATEA -3 -—FRE—-6—HEEBHKh—2—
B L

MegN—nNICC)zEt
O2N N OMe
BREEAP AN TR, FHBEERIFEIRAS W,

L H-NMR(CDCl,, & ):1.47(3H,t,J=7.30z),2.23(6H,s),3.82(2H,s),4
.17(3H,s),4.54(2H,q,J=7.302),8.19(1H,s),8.28(1H,s).

(% % 1 35)
3, 4— 8 —T—GHREk—-6—E— 3 —-FEEHk— 2
— K&

COQH
OQNU NI

£ B80CT, ¥ F£#kp 985144 (506mg., 1.71mmol) &g
#(749ul , 8.56mmol)s Z A (2miI)iE R H# 6 o+, A HE,
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RERBARER, HHHASARKEEER[ELR LHRT
Be= 211k H, BHoeRA, BAERTTFTHEMNE, A
5%hy BRI KB A (BmI), T2 FTHH 24 Jot, A 3N ey
BRBEAAFTAPHI, BoRFHRER, AAKRARKETHRE,
RBHEEHN, A TN INE&K(5m), B 65 e, TR
gk, BRKAERBERT, BRELEN KR KIFMALLH
275mg . Mk % 48%.

mp213. 5§—-214. 5°C

Anal.Calcd forC,;H,,N,O¢ - 9/10H,0 : C,46.41; H,4.1
3;N,16.65

found: C,46.66; H,4.0
0;N,16.32

(3 36 #) 36)
3, 4——_H—7—(ht—1—R)—6—#X— 3 —FH%
B o — 2 — 8
N
A= N COaH
OaN N~ O
H

MLk 118944 (423mg, 1.23mmol)¥ o A 3N # &
(20ml), A B80CTHH 6 1et, MR LA TP o AR HE(2mi),
FHEHF 1010t AR PRHTAEREH LORAEKR, RF, 77
BE KRS 166mg o WK F 44%,

mp>300°C
Anal.Caled forC,,H,Ns;O;- 1/2H,0: C,46.46; H,2.580

;N,22.58
found : C,46.17; H,2.44

;N ,22.61
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(% #& ) 37)
3, 4—— 8 —6— A -3 —F—7—(4—kwB—1—
BB R — 2 — F 8L

O~
QUNI COzH
O2N N O
2 H

G1%LA&B 12 #5102 4 (1.34g ., 3.62mmol)ty Z & (40ml)iE
P e A K (10mb)Fe IN S F AT KSR (10.9ml), ok SR 4
B, A E. Mo F Xk pHAs Dowex XFS43279.00, it
Fhfe, TEHREIMHES, RERBERA, WRIAYREERT
3N £ 8 (70ml)¥, ERBFHH 4 6t, KERBARKE, A
Kbk, RF, B8 FEHRKIFHEL LS4 1.000 . 1% 81%.

mp283-285°¢C
Anal.caICd fOI'C;.;HgN“Og '4/5H30 . C,49.07; H,Z.SZ;

N,16.35
found : C,48.84; H,2.62;

N,16.05

(% 3 %] 38)
3, 4——f—6—HA-3—M— 7 —(kE—1—K)%
B o — 2 — F B

G\' N._COzH
ONI:INIO
2 H
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1% A KB 138514 4(70.0mg, -194umol), B 5 £ #
B 37 AARes F ik, FHEEH RKIFHEILS W 31.0mg . Mk %
50%.
mp>300°C
HR-MS:318. 0977 (+1.3mmu)

(% 5 47 39) |
3, 4— K- T—_FTEARE—-6—RA—3—FEEK
—2— A%
MezNQI{I CO2H
O2N

N O
H

% B EkB 14 89104 H(40.0mg, 125umol), &8 5 £
# 37T R M#es A ik, REREH LA RFHEILSH 5.00mg , K&
£ 15%,
mpl94. 5-196. 5°C
HR-MS:278. 0641 (-1.0mmu)

(3% 76 51 40)
7—(4—4—REX)RE—1—-X)— 3 —FHHL— 6 —5
AEBok— 2 — K
F
LS NN
v N, COoH
02N NIOMe
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@K 154514 44 (357mg, 784umol)sy Z 8% (4mi)is &
FhAK(Am)f IN R RLFKEA(1.57mI, 1.57mmol), #e
B4 o, A AN INLEBY b pHA . o x b ik st
K, ARERFER, BAKABETFHRE, Ri@BEEHN, #34a
e RRKIFAILS 4 316mg ., 4 % 94%,

' H-NMR(DMSO0-d¢, & ):3.21(8H,s),4.04(3H,s),7.02(2H,dd,J=9.3,4
.9Hz),7.08(2H,t,J=9.3Hz2),7.84(1H,s),8.31(1H,s).

(£ 45 41 ~ 53)
BREXAMAOBRAMHFTE, FBTA3ILRGILE,
&3

n]::(u coH
OzN NIOM.
k& R x & A k&P =n
MeO
p— p— -~
s N ) %  -N_N{ )l st -N_N-Ac
OMe Me
2 N0 a NN 52 -N_N-COsEt
0 RO w O m Do
44 -N_NLNO; 49 N NBn
c

as -NuNO 50 —NHN-¢:3

(% 5 41)

' H-NMR(DM50-dg , 6 ):3.08-3.13(4H,m),3.17-3.23(4H,m),3.80(3H,
s),4.02(3H,s),6.90-6.99(4H,m),7.80(1H,s),8.27(1H,s).
(%35 42)
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! H-NMR(DMSO-ds,d ):3.15-3.20(4H,m),3.25-3.30(4H,m),3.73(3H,
s),3.98(3H,s),6.40(1H,dd, J=8.3,2.0Hz),6.52(1H,t,J=2.0H2),6.5
9(1H,dd,J=8.3,2.0Hz),7.14(1H,t,J=8.3Hz),7.72(1H,s),8.21(1H,s
).
(3 4 1 43)

' H-NMR(DMSO-dg, & ):3.13-3.18(4H,m),3.19-3.24(4H,m), 3. T0(3H,
S),4.08(3H,s),6.85(2H,d,J=8.8H2),6.96(2H,d,J=8.8HZ),7.89(1H,
s),8.36(1H,s).

(% 3 1] 44)
' H-NMB(DMSO0-dg , 6 ):3.18-3.23(4H,n), 3.58-3.65(4H,m),3.98(3H,
s),7.10(2H,d,J=9.3H2),7.71(1H,s),8.09(2H,d, J=9.3Hz),8.23(1H,

s).

(% 36 1] 45) _
' H-NMR(DMSO-dg, & ):3.10-3.16(4H,m),3.20-3.25(4H,m), 4.04(3H,
s),7.08(1H,dt,J=7.8,1.50z2),7.25(1H,dd,J=7.8,1.5H2),7.33(1K,d
t,J=7.8,1.5Hz),7.44(1H,dd,J=7.8,1.5H2),7.85(1H,s),8.30(1H,s)

(3% 7 1#) 46)
I §-NMR(DMSO-d; , & ):3.18-3.23(4H,m),3.25-3.29(4H,n),4.07(3H,
s),7.02(2H,d,J=8.8Hz),7.27(2H,d,J=8.8Hz),7.90(1H,s),8.36(1H,

" s).
(%4 # 47)
L H-NMR(DMS0-dg, & ):2.27(3H,s),3.20-3.21(4H,m),3.24-3.26(4H,
m),4.05(3H,s),6.04(lH.d,J=7.SHz),6.79(1H,d,J=7.8Hz),6.83(1H,
s),7.12(1H,t,J=7.80z),7.85(1H,s),8.33(1H,s).
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(3 %€ 1) 48)
! -NMR(DMSO-dg , & ):3.19-3.20(4H,m),3.27-3.29(4H,mn), 3. 98(3H,
s),6.82(1H,t,J=7.3Hz),7.00(2H,d, J=7.8Hz),7.24(2H,dd, J=7.8, 7.
3Hz),7.72(1H,s),8.21(1H,s).

(3= % 5] 49)
' H-NMR(DMSO-dg, 6 ):2.73-2:93(4H,n),3.12-3.18(4H,n), 3.84(2H,
5),4.05(3H,5),7.34-7.44(5H,m),7.81(1H,s),8.31(1H,s).

(5 7 % 50)
*H-NMR(DMSO-d¢, & }:3.07-3.14(4H,m), 3.85-3.92(4H,m), 3. 98(3H,

s),6.67(1H,t,J=4.9Hz2),7.73(1H,s),8.23(1H,s),8.40(2H,d, J=4.9H
z). v

(53 % 51)
| H-NMR(DMSO-d¢, S ):2.04(3H,s),3.00-3.04(2H,m),3.05-3.09(2H,
m),3.54-3.59(4H,m),4.08(3H,s),7.87(1H,s),8.37(1H,s).

(5% 4& 55} 52)

! H-NMR(DMS0-d¢, S ):1.21(3H,t,J=6.8H2),3.01-3.07(4H,m), 3. 46-
3.54(4H,m),4.07(2H,q,J=6.8Hz),4.08(3H,s),7.90(1H,s),8.36(1H,
s).

(5 76 4 53)
' B-NMB(DMSO-dg, 6 ):1.47-1.58(2H,m),1.79-1.89(2H,n),2.85-2.9

4(2H,s),3.15-3.24(2H,m),3.61-3.70(1H,m),4.07(3H,s),7.76(1H,s
),8.30(1H,s).

(% % ] 54)
3, 4——R—T—(4—(@4—REL)RE—1—%)—6—
i — 3—FEEd— 2 — KK
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F
SN
N
g o

O2N N"O
H

@1 %A 40 # 14 #(25.0mg , 58.5pmol)sd & & (5ml)ix
A A 4THE R RB(IM), TETEH 2 10, KEREA
B, WiRBHREAKEESEAT, AIEFEN KIKIFAL
44 14.0mg . K% 56%,

mp235.5-237. 5%
Anal.Caled forC,,H,s FNgO;s - T/10H, O : C,53.57; H,4

.12; N ,16.44
found : C,53.74; H,3.

T7;N,16.15
HR-FAB+:414. 1188 (-2.6mmu)

(% 7 %) 55 ~ 58) |
BRE LA S4 MRS E, RETA4TRGLEY,

* 4 RJ:INIcozst
Q2N N~ OMe
xk# R %6 R
35 B uN_O'NOZ’ 57 ‘N’:N'Ac

56 N_N~ 58 -N_N-COEt
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(% 7 #) 55)
mp222-224<C
HR-FAB+:441. 11665 (+0.6mmu)

(5% 7 # 56)
mp197-199°C
HR-FAB+:398. 1215 (+0.2mmnu)

(% # % 57)
mp212-214°<¢
HR~FAB+:362. 1153 (+5.2am)
(% # % 58)

mp213.5-215. 5
HR-FAB+:391. 1126 (-0.2mmu)

(3% 3 #) 59)
3, 4——F—T—4—Q-FTREZRE)RE—1—%)—

6 —AX—3—WERH— 2 -HK

OMe
A~
\,NUNICOQH
03N a (0]

F1E# B 41 851449 (314mg , 715umol)¥ s A 3N 2 &
(10ml), wHAEK 4 Jbar, RkAHRARR, LEBEETEY,
WwARK. AR GREAE, RT.FHBEHKRFHMILES H.24TMmg

e & 75%,
mp204-206°cC
Anal.Calcd forC, H,{N;O¢+2.1H,0 : C,51.86;H,5.05;

(i
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N,15.12
found: C,51.96; H,4.75;
N, 14.86
HR-FAB+:426. 1411 (-2.0mnu)
(%41 60)

T—(4—EFERE—1—%£)—3, 4——R—6—HL%—
3 — e — 2 — A

SRS N, COgzH
oznﬂﬁlo

B £ H 49 49144 (30.0mg , 70.8umol)sy F 8 (5ml)ix
RPN AT%E BB (1mI), £ 70CTHH 16 o, A5,
AERE, FRBGAEAREL R, FEREAREH KRIFHRL
44 18.0mg ., ¥k % 60%,

mp278-280°%C

Anal.Calecd forC;oH, 3 NsO; -4/5H,0 : C,56.68;H,4.90;
N,16.52

found : C,56.79;H,4.65;
N,16.23

HR-FAB+:410. 1451 (-1.4amu)

(%3 5] 61)
3, 4——E-T7T-(4—BAKRK—-1—-K)-6—HE—-3
—WEE— 2 — KK
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HOO
N N, COaH
0] NKINIO

2 H

® kA 53 691445 (30.0mg, 86.1umol)Pf 4o A 3N 2 &
(Sml), AERZTFTHHK 2 ot RBRAER, AKEHL K, 35
BEHKKRFBILSH 13.0mg ., KFE 44%,

mp253-25§85°C
Anal.Calcd forC, H,,N,O¢ - 3/10H, O : C,49.50; H,4.33
; N ,16.49

found : C,49.76;H,4.19;
N,16.32
HR-FAB+:334. 0894 (-1.9mu)

(% & %] 62)
3, 4 ——H—6—FHA—3—H—T7T—FKRAFTEoK— 2
— ¥ 8%

(-0~ N, COH
| OzNﬂHIO
@ LB 29491 4 H(400mg. 1.17mmol)as Z B85 (10mi)iE

A AR L®2m), TRFRE R, AAART oA K,
i Rk, RAKAK, RIAkikE, AT, 1358 &
B RKIFMIL S 79.5mg ik & 20%.

Mp154=156°cC (4f)

Aral.Calcd forC, sHyN;04+3/4H,0 : C,52.87T;H,3.11;
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N,12.33
found : C,52.75;H,3.12; N

,12.20
HR-MS :327. 0495 (+0.3mnu)

(% % 1) 63)
3, 4——H—6—FHE—T—C—AXAL)- 3-8t
BH— 2 — K%
02N

@-0 N, CO,H

#ZB0CTF, Blk&H 30691449 (277mg, 717umol)sy &
BOEm)ERPIPNREEK (M), HEARETHHF I et £R
RgPmANK, SRk EHBREK, RAAK, RIFLEE,
RF, FREBEHS RKRIFMILS M 163mg . J F 58%,

mpl98-200%C (5M)
Anal.Calecd forC,sHgN,O4 - H,0: C,46.16;H,2.58;N,!1

4.36
found : C,46.46;H,2.56; N, 14.

26
HR-FAB+:373. 0424 (+0.4mmu)

(%3 1 64)
3, 4——R—6—HE—-T - -—HERTLERE)-3

—WEREH— 2K
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O,N J@( COzH
O2N

@ kAH 31 69144 (38.8mg . 90.8umol)as F & (1ml)ix
BN IN R RLPKER(I182u, 182umol), ik FA 1)y
B o A BN, AT AH pHE , BB EE N, oA K,
REGER, RAKRKMTIRE, BB ESN, HAHHA
EEMTHL(IM)E, PAKRLRKO0.2m), TETHKE—R&.
ERERFRNK, SRKENRG IR, RABK, KI5k
B, AT, REG¥EH K RFMILEH 27.2mg . K F 78%,

mp239—-241°C

HR-FAB+:386. 0716 (-2.0mmu)

(% # %] 65)

3, 4— R —6— A -3 —H—-—T—HFE_Fo# L2

% |

02N

%A %) 32 #9144 (50.0mg, 118umol), #%15 £
5 63 MR &9 F ik, FHFEH RKFHEILS W 5.70mg , k&
13%.

mp297—-299°C

HR-FAB-:379. 0289 (-2.5mmu)
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(% %% % 66)
3, 4——8—T7—(Ckd—1—R)PX—6—8it—3—
BR odvB bk — 2 — i &% 3 AL 2b

oy
NNNXIN\ICOzH
02 N O
H HCI

@RS 33 4944 (102mg . 285umol)F se A 4N % &
(15ml), AEE2FTHH 26t £ B80CT, AORRRFTEN
RESK(ImI), BRI ARLE 1508, RERMBREZEN, 338
REETK, AEHRLAELE, KMHEEEMN, AF20REF
AN XKL, KKEFHT, BHEAELE, THKEHE
bk, RAAK—ZHRLRA, ZBLE&RE, AT, F58E
FEHRARIFMILES Y 39.7mg . K F 39%,

mp>300°<¢C

Anal.Calcd forC, ;Hy,NsOs+-HC1 -1/2H,0:

C,43.29;H,3.07
;N ,19.41

found: C,43.38; H,3.0
6;N,19.48

(FE B 67)
3, 44—~ —T—=—FEAEXATFTEA—6—siA—3 -4
Bk — 2 — ¥ 8§

2

MezNjgN\I COzH
O2N N O
H
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EERT, BIR#&EH 348514 (161mg ., 482umol)ay 4N
LEBISMIERTAMNRES(Im), EEEFHRHSE 1 IeF, &
TOCTH#HBHE1 b, ZBHREEMN, AFHHREP AT,
kM Atk A S AKK K SP— 850 (K] ##.
FEIREHRRFHAILS Y 82.0mg, W E 57%,

mp>300°C
Anal.Caled forC,,H,,N,O - 3/10H, 0 : C,48.42;H,4.27
N,18.82

found : C,48.35; H,4.00;
N,18.77

(3 4 ] 68)
7T—R—3—FTRA—-6— A ASEHK—2—FaLik

:@ CONHz
O2N N OMe

@%b O 49 1Ls W (542mg . 1.84mmol)s ¥ &L (20ml) A
B P AN 28%65 £ K(1.5ml), M@K 3 e, & E KBS
FEN, ABHMREPOAK, SREK RN LG DK, RFE,
EFL# I, AAKRSKATHR, REREEN. AFoLR
WA, AT, 3 0864 KK LA W 369mg . i E T6%.
' H-NME (DMS0-d; , & ):4.18(3H,s),7.97(1H,d,J=10.7Hz),8.56(1H,d
,J=7.3Hz).
(3 7€ #| 69)
3, 4— & —T—R—6—Sif—3—HMEEHR—2—F
% 8%
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O5N NTO
2 H

EOCTE L4 68485144 (108mg ., 406mmol)ay & 85
(BmI)iE R P 1o N\ 48%45 £ X8 (0.6ml)., AT R THHF 1 .18,
EGOCTHHEIS I, BRRALRENBAKP, BHH20 9
#, SRR EHESRK, T, FHFEBEHL K KIFHALEH
69.7mg . 4k # 68%-

mp>300°<%C
Anal.Calcd forC4H;FN,O, : C,42.87; H,2.00;N,22.22
found: C,42.89; H,2.03; N,21.96

(3% % ) 70)
3, 4——_ 8 —6—HA—3—BW—T7—(4—kEB—1—
E)yEBh— 2 — F@ i

O
G‘ N, CONH,

OgNﬂ NIO
H

G1 LB 68 8514 4 (190mg . 714mmol) sy w3 £ o o
(10mI)i& i & #o A 4 —ak 72 8 (339mg , 3.57mmol). & 110°C
T, #AFFHRHAE 24 bt A HBERBEREEM, PALEH,
R Ry sk, RAAMTHE, Kk, 28, KRHGxEE, K
F, BEHBEH KR, AL P oA IN L& (BMI), TR TFHHE 1D
B, MAEAABREA, AKEEFIHRE, AT, FEHEHE
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B RARFB/ILESH 21.0mg . K % 8%,

mp>300°C
Anal.Calcd fOI‘CHHgNsOs . 9/5H2 O : C,46.75;H,3.53;

N,19.47
found : C,47.15;H,3.13; N

,19.14

(%) 71) |
6—RA—T—R—3—TRESEHR—2— K8 L&

F. N, COzEt
HzND:N'IOMe
H# £ 9 a9 449 (300mg . 1.02mmol)iE T Z 3 (50ml)
P, AN 10%854E 5K (60mg), A LA TUARRAR)EH 2 ot

SERARER, MAEARBER, FHHFALGHIFEHFKRK

260mg . k& 96%,
UH-NMR(CDCl,,8 ):1.45(3H,t,J=7.3Hz),4.10(3H,s), 4.45(2H, brs)
,4.50(2H,q,J=7.3Hz),7.03(1H,d,J=8.8H3),7.65(1H,d,J=11.2Hz).

(5% 3 # 72)
6—HKL—3, 44— R —T—HR—3—FSBH— 2 —5%

F N, CO5H
o TS

G &b 7185144 1 (50.0mg, 189umol)ay F &1 (1ml)ix &
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e IN R E LA KEA(BOOU), T2 FHHF 18, MEKR
MRERE, B THBKEEBmMI), oA 47%% L8 (1ml), #E
— B, BRERBRAER, HHRHOREETFRAAKEIRE,
A A mAMMNSP—850 (K] #mbl, b EREE, A
IN g RESN, SEKEHBEORKK, AKEESNT.
FEaBein X KREMLEH 10.2mg . M £ 23%.
mp>300°<C

Anal.Caled forCaH;FN, O3 -3/5H,0: C,46.20;H,3.10;
N,17.96

found : C,46.32; H,3.02; N
L1777

(% 5 %) 73)
7—(3—F® ottt —1—%)—3—%—1, 2, 3, 4—
DHE -6 —ZRFEAELEKR— 2 — K85

CHO

H
GUNI CO,Et
FaC N O
: H

£50CT, §7—f4&£—3—8W—1. 2, 3, 4—wW§
—6—=ZRFTAEEHK—-2—7%ZH8(3.60g, 11.9mmol)ay 3
#EOmM)E R b A 2, 5 ——FRAEAWAkH— 3 —&
(2.01ml, 14.2mmol), AHRABEFTHEHAE 1.5 b, AR &K
i AEK(300m) Y, ALBLMAR, ALKRKMTRE,
B EEN, ARHGAETPASRTR, TERERHK,
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A-RTPHkkR, RF, FE&EHRKRIFMILEH 2.57g .
SR, ER., AEKRS, Aukité#Es (Lmes—=2
H=2:1) 4352, LiF% 973mg., % F 4 3.549 . M F 78%,

'H-NMR (DMSO-dg, 6) :1. 18 (SH, t, J
=T.3Hz), 4. 12-4. 17 (2H, m), 4. 84 (1
H,d, J=2.0Hz), 6. 60 (1H, q, J=1. 5Hz
),6.82(1H,s),7.04(1H,s),7.16(1
H, s) . 7. 61 (1H,d, J=1.5Hz), 7. 79 (1
H, s), 9. 74 (1H, s), 11. 02 (1H, s) .

(%3 # 74)
7T—CB—(RAFHA)kSE—1—K%X)—3—-%8—1, 2, 3,
4 —WE -6 —ZATEASEH -2 MM md

NH, - HCI

é H
NnNIcozst
F3C u (o)

@ LB T3 6944 (1.98g, 5.19mmol)4y Z & (56ml)iE
mP, ALK E(7TT8mg . 11.2mmol), & v A 8 8 48
(919mg . 11.2mmol), B 2 Joat, AN EMRA B R P
BoAK(300mI), MLBIBER, AAKABMTEE, &8
ExEM. BFHHREET 5 (80mI)F, A 4e#(500mg),
AR A REE@m), EEE. RLAMGAKLE)TAE 2L
., BARARRPHRANYER, ZREHKES, SBTEHILH,
R EEh, 38R esPoARER, TRKERK, A
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RikiE s RF, B AEHAKIFMAILS 2.01g . 1L % 93%.,

'H-NMR (DMSO-dg, 6) : 1. 18 (3H, t, J
=7.3Hz), 3. 90 (2H, q, J=5. 4Hz), 4. 1
2—-4. 17 (2H, m), 4. 83 (1H, d, J=2. 0Hz
), 6. 33 (1H, t,J=2.4Hz), 6. 69 (1H, s
), 6. 88 (1H, d, J=2. 4Hz), 6. 98 (1H, s

), 7. 14 (1H, s), 7. 64 (1H, s), 8. 06 (3
H, brs), 11.00 (1H, s) .

(L34 75)

T—CB— (4 —ZRABEAXA)RERLARR)T Aotk —
1—X)—3—%—1, 2, 3, 4—wWHE ~—6—=ZRFTESTEHR
—2—HKRK B

oK
. .
Oi?wma
N NICOQEt
F@IJuo

EETET. @)% 74091454 (1.03g, 2.46mmol)ay N,
N —=F K P& @25m)iE@+®, A= MK (514ul .
3.96mmol), # & e A 4 —F F8k % % & F 8 T % (564mg .
2.95mmol), £48F 2 A THHE 3 0 8t, 5K B E A K(200ml)
v, THEKEHEORK, RAAK, —RTRREE, AT,
B3 H G e R RFMILS W 1.229. K F 87%,

88



98808764. 2 oo P 5E80/2001

'H-NMR (DMSO~-ds, 6) : 1. 17 (3H, t, J
=7.3Hz), 1.30 (3H, t, J=7. 3Hz), 4. 1
1-4, 17 (4H, m), 4. 26 (2H, q, J=7. 3Hz
), 4. 81 (1H, d, J=2. 0OHz), 6. 17 (1H, t
, J=2. 0Hz), 6. 46 (1H, t, J=5. 4Hz) , 6
.71 (1H, s), 6. 80 (2H, s), 7. 11 (1H, s
), 7.52 (2H, d, J=8. 8Hz), 7. 83 (2H, d
, J=8.8Hz), 8. 87 (1H, s), 10. 94 (1H,
s) .

(3 # #) 76)

(B —((A—CRARE— 2 —RAFRE)RERERE)
A )kvs—1—K)—3—%—1, 2, 3, 4—WA—-6—=
BT ASBH— 2 — AL

H HF
A
é 0 CO,Et
oyt
FiC N“o

1% M LB T4 8544 (900mg . 2.15mmol)& 3 — R — 4
—FR®BE L EFHH(90Img . 3.23mmol), #H¥ 5 Kk bl
75 W Fl &9 & ik, 1F 8K & H K KARM LS 4 448mg o M F 35%.

'H-NMR (DMSO—-dg, §) : 1. 17 (3H, t, J
=7.3Hz), 1. 30(3H, t, J=7.3Hz), 4. 1
1-4. 19 (4H, m), 4. 28 (2H, q, J=7. 3Hz
), 4. 81 (1H,d,J=2.0Hz), 6. 17 (1H, t
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» J=2.0Hz), 6. 71 (1H, s), 6. 808 (1H,
s), 6.814 (1H,s), 7.00(1H, t, J=5.4

Hz), 7.11 (1H,s), 7.52 (1H, s), 7. 686
(1H,dd, J=11.7, 2. 0Hz), 7.72 (1H, d

d, J=8.8, 2. 0Hz), 8.39 (1H, t, J=8. 3
Hz), 8. 71 (1H,d, J=2. 9Hz), 10. 4 (1

H, s) .

(L5 77)

3, 4—— 8 ~—T—(B—((A—ZEXABEBEAER)REAELEL
A)PR)RE—1—X)—3—WH—6—=HAFEAELEH—-2—-5
8 2 5%

5 “Oco,e,

COqEL

ETBT.Q %% 754 L4 H(100mg, 174umol)sy 1,
4—;ﬁﬁﬁwm%ﬁ¢.ﬁk2,3—:%—5.6—:&&
(39.5mg ., 174pumol), H @A 1 .08F, AHE, KR EE
M, AAHOREF PAZRTR, $AKERK, AZLTH
hik B, RE, FE % EH K RIFHI S 94.2mg . i £ 95%,

'H-NMR (DMSO-ds, 6) : 1. 30 (3H, t, J
=7.3Hz), 1.32(3H, t, J=7.3Hz), 4. 1

9 (2H, d, J=4. 9Hz), 4. 26 (2H, q, J=17.
3Hz), 4. 40 (2H, q, J=7.3Hz), 6. 25 (1

90
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H, t,J=2.0Hz), 6. 49 (1H, t, J=5. 4Hz
), 6. 92 (2H, s), 7.52 (2H, d, J=8. 8Hz
), 7. 75 (1H, s), 7. 83 (2H, d, J=8. 8Hz
), 7. 91 (1H, s), 8. 90 (1H, s), 13. 21 (
1H, s) .
(E# 14 78)

3, 4—=f—T7—-3—((4—CZREXRE—-2-RFE)
FABARE)TE)RE—1—A)-3—®W—6—-ZRTEAEER
Hh— 2 — KT8

H F

H
ER e
6 o CO;zEt
DY %o
F N O
8 H

A Lk 76 49104 (448mg . 757umol), & B 5 Kk
#1548 B & 7 ik, /R 21 & & B KR 45 M AL & 252mg ok £ 57%,
'H-NMR (DMSO-dge, 6) : 1. 31 (3H, t, J
=7.3Hz), 1. 32 (3H, t, J=7.3Hz), 4. 2
1 (2H,d, J=4. 9Hz) , 4. 28 (2H, q, J=T7.
3Hz), 4. 40 (2H, q, J=7. 3Hz), 6. 25 (1
H, t, J=2. 0Hz), 6. 93 (2H, d, J=2. 4Hz
), 7. 03 (1H,"t, J=5. 4Hz), 7. 66 (1H, d
d, J=11.7,2.0Hz), 7.72 (lLH, dd, J=38
. 8,2.0Hz),7.175 (1H, s), 7.92 (lH, s
), 8. 39 (1H, t,J=8.3Hz), 8. 73 (1H, d
,J=2.5Hz), 13.21 (1H, s).
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(74 # 79)
T—B3—((4—HEER)EAFEARE)PRA)H®E—1— %)
—3, 4—=—8—3—B—6—=R PR BH— 2 — &

N
¢
Y Dcogﬂ

oo
FsC N0
M

B KR T7T L4 4 (85.2mg, 174pmol)dy T 85 (2.4ml)iE
AP AN IN BB AL 4P KB R (596pul, 596umol), w#H =ik 1)
B, A4 B, R EEN, BTV EKP, AINHEKRAT
A pH4 . ZBBREEN, BRAASEK, SBLERK, A
Kikike, BT, REARBEL KRFMLE Y 69.2mg, K F
87%.
mp234-236°C (%)

Anal. Caled for CzaHlsFaNsog'HzO:C, 51.79;H
, 3.40; N, 13.13 |

Found: C, 51.91; H, 3.43

; N, 12.82
HR-FAB-:514. 0968 (-0.6mmu) .

(%7 % 80)

7T—CB—(4—AA—2—REE)REAEARA)T A )0tE
—1—%)—3, 4 ——4—3—¥M—6—=RFAEEHK—2
— K&
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H HF

e
é 0 CO.H
O oo
FqC N
3 N 0

1% 7 ] 78 8 144 # (250mg . 424umol)# 2 & (7.5ml)E
Bb . Aon AN & E AP AKEA(1.70ml . 1.70mmol), he @ ik
Vb, A4 G, RGHEBA, EBRTAKGM)T. A 4N B®%
W H pH2 ., TR EHEHEKK, AKEELE, RT, 77

FEWMRKRKIFBENLE 213mg . 1o & 93%.
mp249-251°C (5#)
“Anal. Caled for C,3H,sF(N;0,4-1/2H,0:C, 50.93;
H, 2.97; _
N, 12.91

Found: C, 50.90; H, 2.99,
s N, 12.74 |
HR-FAB~-:532. 0882 (+0.2mmu) .

(L& 15 81)

3, 4— R —-T7—(4—(AFA)RE—1—X)—3—-#—
6—ZFTEASEH— 2 — A5k 8
OH

FaqC N O
3 H

Bl4—(4—(RTERL—1—K)-5—=RATE-1, 2
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— & E A =K (200mg, 781umol)sy ZH (10mIYER ¥ . 4o A B
X /-8 = 28 (142p1. 937pmol), MR BIR 4 .hat, A ¥ E,
A EEn, $ANGRERRLEEE#E (ATR—Ta
(50:110:1)) &5, F2 ik F &M R RFEMILS 4 129mg . MK
% 43%,

'H-NMR (DMSO-dg, 6) : 1. 33 (3H, t,J
=6. 8Hz), 4. 40 (2H, q, J=6. 8Hz) , 4. 4
3 (2H,d, J=5. 4Hz), 5. 01 (1H, t, J=5.
4Hz), 7.21 (1H,s), 7.75 (1lH, s), 7.7

8 (1H, s), 8. 03 (1H, s), 13. 26 (1H, br
s) .

(3 7 ) 82)

3, 4——F—T—4—((A—ZEREEEXX)RATHA
E)FE)REt—1—%)—3-WA—6—ZRFEEER-2-%
8 Z 8%

H
O_N
h'd
Lo OCO:Et

N

e GNE
FaC NTO
3 H

# % 818514 H(129mg, 337umol)®y N, N—=7F
AP®BMECM)EAP PAL—FRBELEXLERTH(118mg,
675umol), EE B FTHE 100, BE—K. BB EEMN, ¥
BrRRERABRREESEE (= RTHR—8(50:1520:1)]) &
2, A A EEN RKRFMILS H 130mg . dF 67%,
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'"H-NMR (DMSO~-ds, §) : 1. 30 (3H, t, J
=7.3Hz), 1. 32 (3H, t, J=6. 8Hz), 4. 2
8 (2H, q,J=7.3Hz), 4. 38 (2H, q, J=6.
8Hz), 5. 11 (2H, s), 7. 53 (1H, s), 7. 6
1 (2H,d, J=8 8Hz), 7.74 (1H, s), 7. 8
6 (1H, s), 7. 89 (2H, d, J=8. 8Hz), 8. 0
2 (lH, brs), 10. 20 (1H, s), 13. 24 (1H
, brs).

(% 7 # 83)
T—@—(—ABRE)RATHRAL)TE)RE—1—-K)
—3, 4——H—3—¥—-6—ZRTEAEEHK—2—AK

H
O_N
v
NL, o OCO:H
S ¢ et
F3C N0
H

@ £ by 82 A 40 (130mg . 227umol)&y Z 8 (5mi)iE A
b ho A N £ 447 K £ % (681ul, 681pmol), & v A K (1ml),
PRE A2 e, ANE, BEHEEM, mAK, AINe S
BAT A PH2 . SR EW RSk, AKkriks, RF, #
5] G & 4 £ K42 AL & 4 32.0mg . Hk E 26%.

mp278—280°%C (4

Anal. Calcd for C,,H;sF3;Ns0, -6/5H,0:C, 49.02;

H, 3.06;
N, 12.99
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Found : C, 49.37; H, 3.10

s N, 12.66
HR-FAB-:516. 0760 (-0.7mmu) .

(% 7 % 84)
3—ZARE—-—T—(4—(RTE)KREE)—6—F AT EHK—
2 —-HEE LS
OH -

5
COE
OZNI‘I ’

OEt

EBAART, A3 -ZRE-T—R—6—HAEEHR
— 2 —#%8% 2% (6.90g, 22.3mmol)#y ZH(TOMI)ER ¥ & i 4
— (% ¥ % )k & 8 & (15.1g , 112mmol), FH@F 0 = L &
(23.4ml, 168mmol), MHFE 16 e, AH B, GRERF
AR TR, ARkt A—RTRERKE, SANGAHN
EAH, BAKKGMTRE, RiBKETEN, BH2 KR EA
Bk e#ii (ZHLE) H4, RHEBERKRIFLALEY
3.699 . % 43%, 4, BKEI—CLRE—T—R—-6—#
EKebohok— 2 —7% 8 28 2.150 . & ¥ 31%.,

IH—NMR (CDC1l,, 6) :1.47 (3H, t, J=1
. 1Hz), 1.53 (3H, t,J=7.1Hz), 4. 55 (
2H, q, J=7. 2Hz) , 4. 66 (2H, q, J=7. 2H
z) , 4. 71 (2H, s), 7. 09 (1H, s), 7. 68
1H, d, J=1. 5Hz), 8. 15 (1H, s), 8. 43 (
1H, s) .
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(% #& # 85)
7—(4—(N—(4—B2XX)RBATHAE)TX)RLX)—3
—CLHAE-6—HEAEEBR-2-BHMLE

H
O.N
Y O
g 0 s Br
Nwmlcozst
O2N OEt

WL 84 BH1LA Y (100mg, 258umol)& 4 — R EAF
F 85 (51.1mg ., 258umol)sy = R FR(IM)ER. £ T8 FH
K3 e ABBREEN, A2 XERIHIFMILL M 145mg .
¥ % 96%,

'H—NMR (CDC1l,, 6) :1. 47 (3H, t, J=717
.3Hz),1.53 (3H, t, J=7. tHz), 4. 55 (
2H, q, J=T7.2Hz), 4. 66 (2H, q, J=7. 0H
z) ,5.23(2H, s), 6.81 (1LH, s), 7. 24 (
1H, s), 7. 29 (2H, d, J=8. 8Hz), 7. 41 (
2H, dt, J=8.8, 2. 6Hz), 7. 70 (1H, d, J
=1.5H2z), 8. 15 (1H, s), 8. 45 (1H, s) .

(% 7 %) 886)
7 —(4 —((N—(4 —2FXR)AETHRAX)TR)RLK)—
3, 4— -8 —6—HEA—3—MEEH— 2 -4

H
o)

N
X
J;ogﬁlm
WUN COzH
| O2N NIO

H
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# %% %) 8549144 (100mg, 171umol)sy & &% (3ml)iE &
TR EE(0.5ml), B THE 16 at, KEREREA,
mAK, SRk EN B RKR, RAAK, KRBk E, AT,

B ExEHEARFEBILES W 57.2mg . W F 62%,
mp270-272C (#MHK)
Anal. Calcd for C,oH,;4BrNgO,-1/2H,0 : C, 44.62;
H, 2.62;
N, 15.61. |
Found : C, 44.97; H, 2.51; N
, 15.26. ’
HR—-FAB+:529. 0123 (+1.5mmu)

(3 # #] 87)
7—(4—((N—FXTERETHAL)TE)RLE)—-3, 4
— R —6—MEA—-3—FEEKR—-2-HHH

o, N O

o

N
Yoy coe
OsN
2 ﬁ 0

€ £ 84 8514 40 (100mg, 258umol)ss = & F 1% (3ml)
ERPRANEFTEFNBBE(47.8u1, 387umol), EE B THH
6B, ABEEEMNE, B THHKEAEmM)P, 4o XK 48 (0.6ml),
EETRTR#E6 I, AERBRAER, EF 2N RALMHKE
e, RLBLEAk. RERGKE, SR EN DO RKE,
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&R R K oRBRAE AT, FHFEHRKRFAILSH 49.0mg,

i & 36%.,
mp222-224°C (2#&)
HR-FAB+:487. 0998 (+2.0mmu)"

(% # #) 88)
3, 4——R—6—HE—-3-—WM—-T—-(4—((N-REK
ETF®EE)TE)RER)ERHK— 2 - A K

H
ON

11:("
O2N

%] 3% 76 1) 84 &9 K‘é‘#ﬁ(“OOmg , 258umol)ey = & F 5 (3ml)
BAT, PAEAF R G E@Q2.1u), 387umol), AT R THH
6t KB EEMB, ETFHKEBM)F, o AR LK (0.6ml),
ERTHFEIOGT, KERBALEE, ET2NERALHKRER
B, RLBLEEEk . #AARESLF fo, T EBKEHhod Rk
wRARK, R ERT, REXR[ER R KIFHANLEY

65.2mg . 4% ¥ 52%,
mp241-243C (4%)
HR-FAB+:451. 1008 (+0.5mmu)

(%44 89 ~ 107)
BBE LAy 8B MAMFE, FH FTASLKALEH,
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. H
NanNICO:H
0N NG

Ekp R FkH m gkl R Kk A

se O, » O 9w "0 . 5
Ci
D ORI O FCQ"‘ 105 i
% /O'c. ’ . FD 101 : I) 106 n-Bu
2 L, v g e Qo
K (o]
93 CID 98 /Ou. 103 ‘GCI
(3£ 7 %) 89)

mp266—268T(QM)

Anal. Calcd for CgoH13BrNgO7‘HC}. 'HzO:C, 41
.15; H, 2.76;

N, 14.40.

Found: C, 41.07; H, 2.67
; N, 14.35.

HR~-FAB+:529. 0140 (+3.3mmu)

(% 4 % 90)
mp260-262°C (%)

Anal. Calecd for ‘C”H”BrNgOerO:C, 43.89; H
2.76 ;

N, 15.36.

Found: C, 44.24; H, 2.66; N,
15.03.

HR-FAB+:529. 0084 (-2.3mmu)
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(%5 91)
mp250—252°%C(4HM)

HR—-FAB-:483. 0451 (-0.5amu)
(% 4 % 92)

mp215—-217°C (%)
Anal. Caled for C, H,,C1N40,-HC1 :1/2H,0:C
, 45.30; H, 2.85;

N, 15.85.

Found: C, 45.23; H, 2.95
; N, 15.84.

HR-FAB-:483. 0476 (+2.0mmu)

(34 %] 93)
mp205-207C (M)
HR-FAB-:483. 0466 (+.0um)

(3 7€ 7] 94)

mp217-219°<C (9 #%) .
Anal. Calcd for C40H,3FNgO,-HC1 -1/2H,0:C, 4
. 6.75; H, 2.94;
N, 16.36.
Found: C, 47.16; H, 3.05
; N, 16.28.
HR-FAB+:469. 0915 (+0.7amu)

(% #& 1) 95)
mp270-272°%C (%~ #%)

HR-FAB+:467. 0748 (-0.4mmu)
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(5 % % 96)

mp251-253°C (2#)
Anal. Caled for CgongFNsO-r 'I/ZHZO:C, 50.32; H
» 2.96 ;

N, 17.60.

Found: C, 50.01; H, 2.68; N,
17.65.

HR-FAB-:467. 0787 (+3.6mmu)

(% 3% 97)
mp265-267°C (%8%)
HR-FAB+:465. 1156 (-0:3mmu)

(3% 3 5 98)

mp223—-225°C (45#)
Anal. Caled for C,  H, ¢4 NsO, -1/2H. O : C, 53.28; H,
3.62;

N, 17.75.

Found: C, 53.27; H, 3.51; N, 1T
.61,
HR-FAB—-:463. 0996 (-0.6nmu)

(% # % 99)
mp252-254°C (5#)
Anal. Caled for C, , H,4NgO,-HC1:C, 50.36; H, 3.
42 ; ‘

N, 16.78.

Found: C, 50.38; H, 3.64; N, 16.8
0.
HR-FAB-—:463. 1009 (+0.7umu)
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(% 7. 100)
mp256—-258°<C (45#)
HR~FAB-:517. 0723 (+0.3mmnu)

(%% 101)
mp230-232%C(4#)

Anal. Caled for C, , H,;FyNz0,-1/4H,0 : C, 48.23;
“H, 2.60;

N, 16.07.

Found: C, 47.93; H, 2.52; N,
16.09.

HR—-FAB-:517. 0704 (-1.5zmu)

(=47 102)

mp203-205°C (5#%) _

Anal. Caicd for C,,H,,C1,N;0,-H,0: C, 44.71;
H, 2.63;

N, 15.64.

Found: C, 44.39; H, 2.40; N,
15.34.

HR—-FAB-:517. 0046 (-2.0mmu)

(%% 103)
mp218-220°C (%)

Anal. Calcd for C20H12C12N607'H01 '.I/ZHzO:

C, 42.54; H, 2.50; N
, 14.88.
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Found : C, 42.79; H, 2.54; N,
14.95.

HR-FAB-:517. 0062 (-0.5mmu)

(% & ) 104)

mp246—-248°C (98
Anal. Calcd for C,oH,,C1,N¢O,-1/2H,0 : C, 45.47
5 H, 2.48;
| N, 15.91.
Found: C, 45.43; H, 2.28; N
, 15.95.
HR-FAB-:517. 0065 (-0.2umu)

(% 4 150 105)
mpl99—-201°C (54#)
Anal. Calcd for C,;H,§NgO,-H,0:C, 47.01; H, 4.1
8;

N, 19.35.

Found: C, 47.19; H, 3.91; N
, 19.40.
HR-FAB-:415. 1001 (-0.2mmu)

(% 4 %} 106)
mpl194—-196°C (2
Anal. Caled for C,gH,gNgO,-1/2H,0 :C, 49.20; H,

4.36 ;
N, 19.13.
Found: C, 49.06; H, 4.23; N..
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» 18.92.
. HR-FAB-:429. 1161 (+0.2mmu)

(% 4 % 107)
mp185-187°C (9#%)
HR-FAB-:429. 1140 (-1.9amu)
(% 7 4 108)
3, 4——H8—-T—@—(N-(4—-FREEXX)ALATHR
E)PE)ReE£)6 — A — 3 —MEEHKh—2-RRHA

M
O_N
b { »
N
N OMe
OgN

]»j“ CO2Na
XY
H O

1% # 5 84 #9404 % (100mg, 258umol)ey = & T 4 (1ml)
BERY, PA4—FREFEFRMH(50.1ul, 387pmol), &
TR THHSE 6 Iot, R EEMNE, ETFTHHEM)F, A
RILEHKO.6ml), TR THEHF 2485, HERKBREA, 5T 2N
FERILMAKERE, BRLB LMk, FAARERE L, TBKR
EH LSk, RARAK, RiZidE, AT, BEFEH KK
M AL & 70.2mg o, & 53%.

mp265—267°<C (4#)
Anal. Caled for C,  H,sNgOgNa -1/2H,0 : C, 49.32;
H, 3.15; |

N, 16.43.

Found: C, 49.51; H, 3.08; N
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, 16.58.
HR-FAB+:503. 0913 (-1.4mmu)

(% # 41 109)
T—(4—((N=(2, 6——RFE)RETHRE)T £ )k
£)-3, 4-ZH—-6—ME—3—@WEA%—2—HK

ol ¢@

L3 10
N Ci
"Nnﬂ CO2H
O2N NI
H

0

# %AW 84 4914 H(100mg, 258umol)& 2. 6 —= &
A F RME(72.8mg, 387pmol)ss K (5ml)iE ik Ao B3R 2
o AHE, WARRASKAEEHE (THR—LHLE=111)
HIZ, FEEKEERY R, HLEFHBKGM)T, oA K%
(1ml), EERFTHH& 24 et KERBEER, EF 2N £ &
MKRERE, TBBEREY, AREB T 5, EKEHR
Bag sk, RARMK, LML BAks, RF. BHEBENE
KAFS LS4 9.8mg o & 7%,

mp253~-255C (5#)

HR—FAB-:517. 0087 (+2.1anu)

(£#5 110 ~ 113)

BB L LA 109MAM Tk, FHTRELKGILEM,
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% 6

R
o J
Nj;ogn‘a m g
.\,NUNIcozH 112 ,Oc,
02N ﬁ o a
ns J

(%3 % 110)
mp252-254°C (M)
HR-FAB-:533. 0677 (+0.9mmu)

(Z#£5 111)
mp263—-265°C (4##)
HR-FAB—:491. 1323 (+0.8mmu)

(% % 112)
mp234-236°C (##%)

Anal. Caled for C20H12012N307 : C, 46.26 ; H, 2.33
; N, 16.18.

Found: C, 46.12; H, 2.38;
N, 15.90.

HR-FAB-:517. 0043 (-0.5mmu)

(F 445 113)

mp272-274°C (&)
HR-FAB-:517. 0090 (+2.4mnu)

(k4 5 114)
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3, 4— =R —6—AMA—-3—H—-T7T—(4—(N—(4—=
RTAFRER)RATHRAX)TA)»RLR)EER— 2 -8

LS50,
OzN:GNICOQH

i %65 84 9L 4 4 (100mg, 258umol). 4 —Z AT A
£ 858 (73.6mg. 387umol). = % A sak & R 1L4H(83.4ul,
387umol) & = Z & (53.9ul, 387umol)éy 5 ik (5mi)ie h =& A 3
et AHE, RRARERA#EKEE #F (TR -LK L=
1:11) &2, FRFeaRBMA. FRHESTHHEGMHP, A
RIEBK(Iml), ETRBFHAE 24 ot HERBARLA, A 2N
ERiMmAkZR, SERETEN. BREKK B RAERH
e R b ek, RAAMK, ZHLBERESE, AT, F57

FEWAKiEHILLS 14.6mg . 4 % 11%,
mp276—278°C (5#)
HR-FAB—-:517. 0703 (-1.6amu)

(£ % 115)
7 —(4—((N—(4 —BEXAREATHRALR)T R )Rk X)
-3, ——'-2(.—6‘—5'5&—‘3—@'%"5#‘-2—?&

& :ON %
2
O2N
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¥ LB 84 6914 4 (100mg, 258umol)R 4 — F A& 3
% 8 %8 85 (74.0mg . 387pmol)sy K & ik (5mi)de # & 5 2 s
Bo ®# 5. FRERMAEKIEE#E (TR —CCHIE=1.1])
LE, FEREHRHR., BRAETFTHKLGmMNP, oA REHK
(iml), EEE2FTHHFE24 o, AERBRERZ., oK, L
MEH RO RK, RAAK, ZHLERELE, AF, £5i88
WARRKMR. HAETFT INRERALEKRERWNSM), £E2TH
H 20030 94b, TEBEREHE., ARIKAEIHN, o
K EH BBk, AkkikE, AT, FHBEH RKFMIL
& 4h 47.8mg . Mk & 37%,
mp268—-—270°C (o%)
HR—-—FAB-:493. 0769 (+2.5zmu)

(%4 %1 116)

7 —(4 —((N—( —AAFER)RELATHRAA)T A )R X)
— 3. 4——R—6—HE—3—EEHK— 2 — A

H
_O0_No~,CO2H
L3T
"»Nnulcozn
OaN (o]

N
H

1% B %1 84 a9 1L 4 4 (500mg., 1.29mmol)& 3 — F f. &
B£ 6688 ((321ul. 1.94mmol), %8B 5 Ekp 32 4R &
ik, BEEBEH RKIFEIE M 297Tmg o e E 44%,
mp272-274°C (%K)
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Anal. Calcd for C21H14N609 '3/2H20:C, 48.47; H,
3.29;

N, 16.13.

Found: C, 48.62; H, 3.13; N
, 16.27.

HR-FAB-:493. 0739 (-0.5amu)

(%46 % 117)

3—ZREA—6—FHE—T -4 —(ZRIBBEETK)k2
SRk — 2 — 8 L&
NHCOCFs

Né"n COEt
O,N N" OEt
A3—CEAE—T7T—HR—6—AFBR— 2 —HKBLE
(308mg . 999umol) & 4 — (= R Z A T &)k (1.72g ,
8.91mmol) 4y Z B (10mi) 5 & F /w A = Z % (3.00mg ,
21.5mmol), £ 130 CT. AH A% PHH 15 1 0f, HE RS
RER, #FHOREAEREEHE (ZATR) &2, #5
HHB e R KAEH LS 179mg o Mk £ 37%,

'H-NMR (CDCl,, 6) :1. 47 (3H, t, J=6
.8Hz), 1.52 (3H, t, J=7.3Hz), 4. 545
(2H, s), 4. 553 (2H, q, J=7. 3Hz), 4. 6
7 (2H, q, J=6.8Hz), 7. 12 (1H,d, J=1.

5Hz), 7. 16 (1H, brs), 7. 67 (1H, d, J=
1.5Hz), 8. 16 (1H, s), 8. 46 (1H, s).

(3% 4& ) 118)
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3, 4— R —T7T—@4—((Q—REX)AEAXLRL)TE)
kot K)— 6 — X — 3 —WFRK— 2 — K8
HF
1"0
L0
NN _~UN, COoH
OanuIO
£ R 117851449 (177mg, 367umol)sy F & 5 & (5ml)
# o A B 8 47 (700mg . 5.06mmol)#y K (Smi)iE ik, &£ T2 T#
ESdet, MINESR P F, BE—RE, AERHE, AL
BB EMRKERBTFESME . TEK LN B RKR, ARKRE,
RF. B89 h AN, N—_—FA®BRECQmMDTPEXRE,
oA 2 — R FEFAES(31.0u, 282umol), &£ 60 CTHH
20 o4, MERBAREALS, SEKERE, AKEE, AT
B, A—FRAMik, WFHwELETHR—KREKG,
2ml), BT — R, AERBAARE, ARBFT ALK, TR
W Ekah, AKEE, RTE, BB LB AE, TR, 3%
&t XKML S 59.9mg . K E 33%,

mp>300°C
Anal. Caled for C,oH, (FN,04 -6/5H,0:C, 49.12; H
» 3.38;

N, 20.05.
Found: C, 49.12; H, 3.23; N
, 19.80.

(£ &% 119)
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98808764. 2 oW B 5E103/200H

T—(A—((4—AREAFXX)RERERL)T A )Rt X)—-3,
4——F—6— A —3—WEEH— 2 — K

R -
Y
&2
N 2
o,NU X,

# %4 117(243mg . 504pumol)ay F &5 & (Tml) T o A
% & 47 (960mg . 6.95mmol)ty K (Tml)iEk, HE-KE, KE
R, @REFOANKRK, BAINHLEBKBESKL(pHY) S, A
tofo B8R B4 KB AR E B A b (pHB), WA KM, HEHM S
KREN, N—FEPEBBECM)TERE, IPA 4 —-FREDR
% 8% 8% L% (145mg ., 758umol), £ 60 CTFHRH#% 4 18t, &
N4 —FRELE T L FEEZE(55.1mg, 288umol), £ 80T
FTHHES T MBERBRERSE, SR EKRE, AKREE,
AT, HBHWEKETHR—RLK(51, 6m), £30CTF
W8It E, FAANKRSB(IM), £40CTFHHE 3 I od, &
ERREABEAE, AAETMALLLE 1 KFfHm(105mg ,
2.50mmol)és T & —AK(1:1, 10mi)iEik, 50 CTHH 2 I8,
FERRAREERGENEF, 48, A INGLSF B RAYT A
PH3, it K&k, BRkik, RFE., ALHAATH
*ik, T, 33 ,}u& et KAKIFMILES W 31.0mg, 4 & 12%.
mp>300°C (5M%)
Anal. Caled for C,,H,sN,0g-HC1-4/5H,0: C, 46.
33; H, 3.07; - N, 18.01.

Found : C, 46.53; H, 3.25;

N, 17.84.
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98808764. 2 oW B E104/2005

(% % 51 120)

3—ZAA-T—-3—(RFTEX)—4—RWA—1—-%K)—6
—HEAE RN — 2 — R L

OH

o.,é
NG S
O2N N OEt

M4—R—3—(ZF L)€ (2.33g, 16.2mmol)as K (25ml)
BER P AR EILMHM(5.20g, 130mmol), ok B R 24 )8t , A
HE, RREB P f, KERK, HFHHEESZTF N, N-—
—FPETHEQIMNE, PAI—ZERE—T—R—6—sik+4
Bok— 2 —# 8 Z 8% (500mg, 1.62mmol). £ 110 CTH # 4
B, WREREIANKKY, HLBIHER, AALKAKMHT
BRE, R xEMN, A OARENEKALE LT 8 T 8]
tHhal, FEHEEH KKRFHMILSH 410mg . K F 61%,

'H-NMR (CDCly, 6) :1. 47 (3H, t, J=1
1Hz), 1. 54 (3H, t, J=7. 1Hz), 4. 56 (
2H, q, J=7. 2Hz), 4. 59 (2H, s), 4. 68 (

2H, q,J=7. 2Hz), 6. 52 (1H, d, J=8. OH
z), 7. 41 (1H,dd, J=7.3, 2. 4Hz) , 7. 4

-

5 (1H,d, J=2. 4Hz) , 8. 20 (1H, s), 8.5
7 (1H, s).

(K445 121)

3, 4——_ 8 —6—HEA—3—8—7—(3—((IN—XXZK
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98808764. 2 oMW B 5E105/200H

AFTHRAL)TE)-4— bt RF— 1 —X)EBHh— 2 -

. H
OUN
b §
oéo | &
O>N 0
Lae"

@ % 76 4 120 49 L 4 # (100mg, 241umol)&s = § T % (1ml)
EAPrOANELEFRH&B9.4ul, 362umol), ATETHHE S
Not, MARRPRATH—ZRKFR:, 3ml), il £
bas Bk, RFo HAEMTFHEGmM)P. oA K %5 (0.6ml),
EEBTHE 24 10t, AARRTRAK, SRKEHEHS
RERTF, FIXERKKRFMALS I 61.8mg, Ik F 51%,

mp230-232C (o8%) .
Anal. Caled for C,,H,sNsOg-3/2H,0:C, 52.39; H,
3.60;
N, 13.88.
Found: C, 52.70; H, 3.41; N
,» 13.81.
HR-FAB-:476. 0837 (-0.6mmu)
(% % ) 122 ~ 124)
BRELEH 121 BEAF &, FETRTiLKSLED,
&7

b fikH  af

oég O“Bf 122 2+ (12)

“]:}N«ICOZH 123 X
02N ” o 124

4R (1)
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98808764. 2 oW B 5E106/2005

(%4 122)
mpl195—197°<C (5%)
Anal. Caled for C,,H,,BrNgO,-3/2H,0: C, 45.30;
H, 2.94;
N, 12.01.
Found: C, 45.20; H, 2.63; N
, 12.17.
HR-FAB-:553. 9958 (+l.lmmu)
(%4 123)
mpl99-201°C (%4 #)
Anal. Caled for C,,H,,BrN;O4-H,;0:C, 46.01; H
, 2.81;

N, 12.19.
Found: C, 45.62; H, 2.59; N
, 12.12.
HR-FAB-:553. 9988 (+4.1mmu)
(%% 5 124)

mp230-232C (4#%)
HR-FAB-:553. 9958 (+1.0mmu)

(% # # 125)

7T—B—(IN—CB—AEFEA)RETHEE)TEL)— 4 —at
W —1—%)— 3, 4—=—FH—6—sk— 3 —FE R — 2
— ¥k 8

COzH

.é U
CO2H
02N
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98808764. 2 oW B FE107/2005

G %A 120 & /L4 4 (500mg ., 1.21mmol)# = £ 7 &
(SmiE ik P oA 3 —F M ML R LEK T H @GR ,
1.82mmol), EEERTHEHF 8t AREAFITATIR——K
FTH(1:1, 5mi), Bk KBk, RF. HLEM F otk
(15ml)¥, mAKREHZ(BmI), EETEBTHRH 24 b0t AERS
BB, AKX, SRMAF EOEHE, ALHBIEAELE, K
Fo A ETFINERLEKRKEAR(SM)Y, EAEETHHKE 3 I
i, ARBERENE, AREMMESLH, TREKEH LS
h, BREEE, RF, BIAKEHRKFHEILLH 25Tmg .
M & 38%,
mp250—252C (4%)

Anal. Caled for C,3H,sNsO,o-5/2H,0:C, 48.86; H
, 3.56;

N, 12.39.

Found: C, 48.58; H, 3.29;

N, 12.34.
HR-FAB-:520. 0735 (-0.6mmu)

(% 36 ) 126)
7T—3—8A—4—at 2 M—1—X)—3—ZHE—6—F
KbBok—2 —H8TE

NH7 »
G
NII:ICO,FA
OgN OEt

#I3—CZRE—-T—R—6—MAEEHK— 2 —AYL&
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98808764. 2 oW B 5E108/200H

(3.99g , 12.9mmol)& 3 — & % — 4 — 4t ¥ (7.10g ,
64.5mmol)sg N, N——F X P#E(150mI)iEA&, £ 100TCTF
WHH 8 Iar, RiEEM, #AJNSABEFET _RKTRRE, A
Kikik, AAKRBBRATRE, R XEN. BFHHREAR
B E#E (ZHRIK) K4, F2BERRKFMILLH
2.509 . % 49%,

lH~NMR (CDC1l,, 6) 1. 47 (3H, t,J=T
.3Hz), 1.53 (3H, t, J=T7. 1Hz), 4. 55 (
2H, q, J=7. 2Hz2), 4. 67 (2H, q, J=7. 2H
z), 6. 47 (1H,d, J=7. 3Hz), 7. 03 (1H,
d, J=2. 4Hz), 7. 24 (1H, dd, J=T7. 3, 2.
4Hz), 8. 19 (1H, s), 8. 49 (1H, s) .

(% 36 1 127)
7T—B—(4—RER)REKERE)-4—HTF—1-4)
—3—CZRE—6— XA ERHK -2 KB

) Hugu 08"
ool Tidloss

HF LA 126 4512 M (69.9mg, 175umol)R 4 — K &
F 88 (34.7Tmg, 175pmol)— R F R (5ml)igk, X2 T
WH I e, TRk E B RE, AR —_RKFTR(11)RiE
B, AF. BB EHRRFMALAY 83.0mg. M T9%,
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98808764. 2 oMW B 5E109/2005

'H-NMR (CDC1l;, 6) :1. 37 (3H, t, J=6
. 8Hz), 1. 44 (3H, t, J=6. 8Hz), 4. 48 (
2H, q, J=6. 8Hz), 4. 63 (2H, q, J=6. 8H
z), 6. 41 (tH,d, J=7.8Hz), 7. 38 (2H,
d, J=8. 9Hz), 7. 43 (2H, d, J=9. 3Hz),
7.95 (1H, dd, J=7. 8, 2. 4Hz), 8. 66 (2
H, s), 8. 67 (1H,d, J=2. 4Hz), 8. 71 (1
H, s), 9. 76 (1LH, s) . |

(% #:%) 128)

T—C—(4—RFE)REHEERE)—4—nxW—1-X)
—3, 4—_f—-6—MEA—-3—FEEHK—2—-HHK

Br
HN?lNO
Oﬁ H
N ~NIC02H
X0

O2N

® K& 126 #9144 (83.0mg , 139umol)éﬁ.3%ii(3ml)_‘2$
AP RANRLEKO6OM), AETBTRIE24 1ot. BABRZA
K(BOmI)F, Lk EH e Rk, RARAK, RBGREE, R
T, FEEER KA KRHELESH 72.9mg . 1K F 91%,
mp252-254°C (4 %)
“Anal. Caled for C,, H,3BrNgO,-2H,0:C, 43.69;
H, 2.97;

N, 14.55.

Fouqd:-C, 43.90; H, 2.59; N
, 14.53.

HR—-FAB+:541. 0070 (-3.8zmu)
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98808764. 2 oW B FE110/2005

(£ &5 129)
3, 4—— 5 —6—RHA—3—FM—-T—B—(FEAREHZX
FE)—4—og— 1 —X)EEH— 2 — KK

HN NO

Ry
0
O2N ﬁ

1 £ % 126 45 L4 4 (100mg, 250umol)sy = K F & (5ml)
B P AN KA Rk &% 8% (40.8pl, 375umol), E TR FHRHE 8
Dt ARABRPRATK——HFTH(1:1, 3mi), & ik £ 47
ek, A —=—RTR(NDNERESE, R+, R ER T
BEBmh)E, mAREHBO6mMI), EETRTHRAE24 8¢, AR
BIEAKQG@BOMDP, FARK KT B R, RAAK. KI5 %%
B, R¥, B HXB/EHLKRFHMLS W 63.5mg, K& 54%,

mp282-284%C (5¥)
Anal. Caled for C, , H,4NgO,-1/2H,0:C, 53.51; H,
3.21;

N., 17.83.

Found: C,-53.72; H, 3.59; N, 18
.00.
"HR-FAB+:463. 1020 (+1.8amu)

(3% 130 ~ 135)
BB h gk 12094 R 7 ik, FETRBLHAMNILE D,
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98808764. 2 oW B FE111/2005;

& 8 , ' .
Fikt R %kt R

O;gg?g'“ 130 ) 133
NIINICO'&H 131 O 134

Br
02N N Q
H 132 135
o

OMe

0qq

(% # % 130)
mp220-222°%C (4,
Anal. Caled for C,,H,gNgO,+H,0:C, 53.44; H, 3.6
75
N, 17.00.
Found: C, 53.60; H, 3.59; N, 17.0
2.
HR~FAB+:477. 1170 (+1.lmmu)

(£ H 131)
mp298—300C (5K)
Anal. CaICdfor C21VH138PN501'H20:C, 45-10;H

, 2.70;
N, 15.03.

Found: C, 45.31; H, 2.48; N, 14
LT7.
HR—-FAB+:541. 0086 (-2.1mmu)

(%44 132)
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98808764. 2 oW B FE112/200H;

mp263-265°C (4#)
Anal. Caled for . C, , H;3;BrN;0, 1/2H,0 : C, 45.84;
H, 2.56;

N, 15.27.
Found: C, 45.69; H, 2.65; N
, 15.09.
HR-FAB+:541. 0096 (-1.1amu)
(£ 133)

mp>300?(ﬁﬁ)

HR~-FAB+:481. 0926 (+1.8mmu)
(% 5 4 134)

mp280—-282°C (2+#%)

HR—-FAB+:477. 1150 (-0.9mmu)
(% & % 135)

mp>300°C (5#/)
Anal. Calcd for C,,H,§NgOg4-3/2H,0: C, 50.87; H,
3.69; |

N, 16.18.

Found: C, 50.55; H, 3.4%; N, 16
.08.

HR-FAB+:493. 1119 (+1.lmsu)
(% #& %] 136)

T—B—(4—AFFTE)KEAER)— 4 —atz®— 1 —X)
—3, 4——8—6-ME—3—WEBHK—2 %%

Br
: COqH
O::IU ;IO
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98808764. 2 oW B FE113/200H;

¥ £y 126 4544 4 (100mg, 250pmol), 4 — ik % L8
(53.8mg, 250pmol)& 1 —(3 —=—FEXAEXAX)— 3 - A%
b= E Ak ik 8 & (71.9mg , 375umol)e) — R TR (3ml)iz ik, A
ERTHHAS I GREAT A KT H(50mI), A Kikik,
AAKGBMTFRE, AR EEN. ¥EH K ES TFHH®
Gmi) &, mARBKO.6m), ATEFHE24 105, BARR
EAK@BOMNE, R R Bk, RARAK, RIFREE,
RF, FEFEHRRFALLSH 14.1mg, K F 10%,

mp240-242°C (4#%)
‘Anal. Calcd for C,,H,4,BrN;O0,-H,0:C, 47.33; H
, 2.89;
| N, 12.54.
Found: C, -46.98; H, 3.19; N, 12
.24.
HR-FAB+:540. 0171 (+1.6mmu)

(% % ) 137)
T ARRRERR) - 4 —EM— 1 —%)—
3, 4——_R—6—MEA—3—FEERK— 2 — K8
0o
Br
N CQO2H
o;nU;Io

H£O0CT, @mE#H5 126 85144 (100mg, 250umol) & =

Z B (52.3pl, 375umol)ty — F PR BAMN)ERF Hird— £ KT
B #.(65.8mg ., 300umol)ay =K FTH(ImI)iE &, £F R THHF
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98808764. 2 oW B FE114/200,

600, BABRAT ALK —ZRKTR(M:1, 3ml), TEKE
bt amtk, AR ——RFPR(V:1)%kEE, RT. B LERT
S8 (3m) B, o AKRBEKR(0.6mI), £EEFHN 2400, #A
HAGENKGBOMN)P, K EHRagak, RAXAK, RlFk
B, RF, BB K &M KRR ML A 79.2mg . HE 56%,
mp230—232%C (44)
HR—-FAB+:526. 0009 (+i.1mmu)

(% 74 138)

3, 4 —=—F—T7—GKE—6—EX— 3 —FEFEHK— 2
— 7% 8% °% ofk Bk A%

(o 0
XL
o,N NS0 o
FEEB 269154 (195mg, 694umol)P e A oK (2ml),
E150CT, EHAFTPHRHES et A5, WAL RAEAK
v, BLBATH pHe . Bk EHrhas &k, ARERE,
RF, Folekic & RRFMILSH 13Img . 4K F 51%,
mp 298-299 °C

Anal. Calcd fOI' CI7H19N505 : C, 52.44 s H, 4.92 > N, i7.
99.

Found : C, 52.41 ; H, 4.81 ; N, 17
.72.

(£ 4 %) 139)
3—CLRE-T—R—6—WAERKR—2-HAHKLH
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98808764. 2 oMW B FE115/2005

02N N OEt

1A LB 269144 (27.4g9, 97.4mmol), # B 5 K& )
QAR & F ik, IFE K ¥ EH RRFMILS M 20.50 . 4 £ 68%,
| H-NMR(DMSO-d,, &) : 1.36(3H, t, J =6.8Hz), 1.41(3H, t, J

=7.3Hz), 4.47(2H, q, J =6.8Hz), 4.57(2H, q, J =7.3Hz), 8
33(1H, d; J =11.7Hz), 8.63(1H, 4, J =7.8Hz).

(% & %) 140)
LB E—T—(3—R—d— kR H—1—K)— 6 — A
ARk — 2 —HELE
F
ji\' cozet
1 0 LB 139891454 (1.00g, 3.23mmol)R 3 —K— 4
e #(1.83g, 16.2mmol), E ML K& 32 48 F 4 F ik,
FEEEALTHITHMILSH 930mg . K F 72%,
I H-NMR(CDCl;, &) : 1.46(3H, t, J =7.1Hz), 1.54(3H, t, J
=7.1Hz), 4.56(2H0, q, J =7.2Hz), 4.68(2H, q, J =7.0Hz), 6.6

8(iH, t, J =8.1Hz), 7.36(1H, dd, J =7.6, 2.2Hz), 7.55(1H,
dd, J =6.3, 2.4Hz), 8.22(1H, s), 8.60(1H, s).

(%36 1 141)
3, 4——8—T—@B—R—4—hE#F—-1—-K)—6—#
A3 —@WEEHK—-2-HH
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98808764. 2 oW B E116/200H

F
0 N
x NKINI COqH
R NS0
H

1 B £ 5 140 894 4 (120mg, 323umol), & B 5 £k
# 54 MBI FE, FHBEHLKKFMEILSH 100mg . M &
58%.
mp 270-272°C (5°#&) .
HR-FAB+ : 347.0412 (-1.6mmu).
(% 3 5 142)
7—3—&REX—4—kg@—1—%)—3, 4——§H—6—
A —3—WEBEHK—2—HK
NH,
O
a~UN Ny CO,H
ozuﬂﬁlo
B -E 4B 126 459444 (100mg, 250umol) ¥ 72 X 3N i 85
(5mi), EEZETH¥ 145, BE—KR, RBRXENE,

eAK, iRk g Bk, AKkkEks, R+, F2ELHB/E
o KRS 74.0mg . e F 58%,

mp >300°C.
Anal. Caled for C, (HgNs0g - 1.9H,0 : C, 44.55 ; H, 3.42‘;
N, 18.55.
Found : C, 44.17 ; H, 3.02
; N, 18.28.

HR-FAB- : 342.0484 (+0.9mmu)
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98808764. 2 oW B OE117/2005;

(%3 17 143)
3—CZHRAE—T7 —(4 —FRokob k)~ 6 — A XFEREK— 2
— 8K T 8%

Me

@[ CO,Et
O,N N7 OEt

1M £k 139 49144 (500mg, 1.62mmol)&X 4 — F %
ke (665mg, 8.10mmol), #& B 5 K#&EH 32 8 E 49 % ik, %5
#BERTHFMILS 4 280mg . M F 47%,
1H-NMR(CDC1l,, &) : 1.47(3H, t, J =T.3Hz), 1.52(3H, t, J
=7.1Hz), 2.31(3H, s), 4.55(2H, q, J =7.2Hz), 4.66(2H, q, J
=7.0Hz), 6.83(1H, s), 7.60(1H, d&, J =1.5Hz), 8.12(1H, s),
8.38(1H, s).

(% 7€ 5 144)
3, 4——K—T7—(4—FEAK%EE)-6—HA—-3 -2
Bl — 2 — &K

Me

:@EN COzH
O2N

1R Lkp 143 54104 4 (120mg, 323umol), & 2B 5 £ 4#
5 54 A F ik, BHBEH KKIFHILSH 70.0mg ., K&
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98808764. 2 oMW B E118/200H

69%,
mp 210-212°C (o %) .
HR-FAB+ : 316.0688 (-1.6mmu).
(%4 5 145 ~ 149)
R LA 130 a9 LS dh, BB E RN 31 HEAMF X,
1$5 TAOLKNHILESY,

9 L &~ R E&s A .
1as hy Bt "

o L

ogN oR 146 l;"(s‘ 149 '{;Q &t

147 ml;&* Et

(% 7 ) 145)
'H-NMR(CDCl;, &) : 1.47(3H, t, J =7.3Hz), 1.53(3H, t, J
i=7.3Hz), 2.28(3H, s), 4.55(2H, q, J.= T7.3Hz), 4.67(2H, q,
J =7.3Hz), 6..97(1H, d, J =1.5Hz), T7.01(1H, d, J =1.5Hz),
8.12(1H, s), 8.42(1H, s).

(kM 146)
'H-NMR(CDCly, &) : 1.25(6H, d, J =6.8Hz), 1.47(2L, t, J
=7.3Hz),1.53(3H, t, J =7.3Hz), 2.71-2.79(1H, m), 4.55(2H,

q, J =7.3Hz), 4.67(2H, q, J =T.3Hz), 6.92(1H, d, J =1.0H
z), 7.14(1H, d, J =1.5Hz), 8.13(1H, s), 8.48(1H, s).

(%7€ % 147)
I J-NMR(CDCl;, &) : 1.47(3H, t, J =7.3Hz), 1.53(3H, t, J
=7.30z), 2.24(6H, s), 4.23(3H, s), 4.56(2H, g, J =7.3Hz),
4.66(2H, q, J =7.3Hz), 6.66(1H, s), 8.10(1H, s), 8.44(1H,

s).
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98808764. 2 oW B FE119/200H

(%% ) 148)
' H-NMR(CDCl;, &) : 1.47(3H, t, J =7.3Hz), 1.53(3H, t, J
= 7.3Hz), 4.55(2H, q, J =7.3Hz), 4.67(2H, q, J =7.3Hz), 7
.30(1H, m), 7.40-7.44(3H, m), 7.76(1H, t, J =1.0Hz), 7.82(
14, s), 7.84(1H, d, J = 1.5Hz), 8.21(1H, s), 8.45(1H, s).

(3 4 149)
' §~NMR(CDCl;, &) : 1.47(3H, t, J =7.3Hz), 1.55(3H, t, J

=7.3Hz), 4.56(2H, q, J =7.3Hz), 4.70(2H, gq, J =7.3Hz), 7.1
8(1H, t, J =7.8Hz), 7.30-7.39(2H, m), 7.91(1H,d, J =7.8Hz)
, 8.08(1H, s), 8.28(1H, s), 8.58(1lH, s).

(% # # 150)

ago,c-CN N, _CO.Et
mNIOMo

"R LA 1068514 H(1.059, 3.61mmol), #H B 5 L i
P33BTk, RERBELEMIFHILS M 917mg o sk &
57%.

"H-NMR(CDCl,, &) : 1.25(34, t, J =7.3Hz), 1.47(3H, t, J
=7.3Hz), 1.70-1.76(2H, m), 1.82-1.85(2H, m), 2.12 -2.17(2

H, m), 2.24-2.30(1H, m),2.76-2.78(2H, m), 3.87(2H, s), 4.
12(2K, q, J =7.3Hz), 4.17(3H, s), 4.54(2H, q, J =7.3Hz), 8
.20(1H, s), 8.26(1H, s).

(% # % 151)

128



98808764. 2 oW B 5E120/200H

3, 4——§F—-T7T—Q2Q—FhA%4L)—6—HEA—-3—F%
% opk — 2 — % BL

N
o

Me
QNICOQH
O,N n 0

& L& 145 89L& 4 (218mg, 587umol)sd 8 8 (10ml)iE
AP AR L (TO0u), ATERTHA 23 o, RIBH X5 N
B, mAK, SRk BB RK, RF, BHBEHKRFML
144 97.4mg . M % 53%,
mp 268-271C (%) .

HR-FAB- : 314.0514 (-1.2mmu).

(45 152 ~ 154)

BEREEAMISI AN, B TRI0ZHALEH,

& 10

LB Ar

ArIINICOzH 152 q}'(
0N o w32§3

N
H

154 /N )-COpH

(% #& #) 152)
mp - 243-245°C (4 %)
HR-FAB- : 342.0837 (-0.1lmmu).

(% %€ 4] 153)
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98808764. 2 oMW B FE121/200;

ap 229-231C (M) .
Anal. Calcd for C, ¢HyNs05 - HC1 : C, 49.56 ; H, 2.60 ; N,
18.06.

Found : C, 49.68 ; H, 2.77 ;
N, 18.16.

HR-FAB- : 350.0545 (+1.9mmu).

(% 7 ) 154)
mp 254-256°C (45 W) .

Anal. Calcd for C, ¢H, ¢N,C; - HC1 - 1/10H,0 : C, 46.35 ; H,
4,18 ; N, 13.51.

Found : C, 46.36 ; H, 4.2
1 ; N, 13.72.

HR-FAB- : 375.0954 (+1.4mmu).

(% # #| 155)

3—ZAA—T—4—FTRERXRTR)REL 66— K-2"E%K
—2-AME

MeO

G G P

G KB 139 H4L4 H(2.00g , 6.47mmol)sy @ & =% %
(15ml)iz R P oA d—FRERTRK(1.06g, 7.76mmol), # ¥
BhRANZZH(785mg. 7.76mmol), so S A 24 Joat A B,
WAL LE, AafkSKkhit, AAKRKETRENE,
ERREEN, #RsuReArke#x (A TR-ZK
Fix— P& (50:1)) #H4l, FHEEHRXKRIFHEILEH 2.099,
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98808764. 2 oMW B E122/200;

W& 76%.
' H-NMR(DMSO-dg, o) : 1.32(3H, t, J =7.3Hz), 1.37(3H, t, J
=7.3Hz), 3.72(3H, s), 4.41(2H, q, J =T.3Hz), 4.47(2H, q,
J =7.3Hz),4.58(2H, d, J =6.3Hz), 6.91(2H, d, J =8.8Hz), 7.
22(1H, s), 7.37(2H, d, J =8.8Hz), 8.08(1H, t, J =6.3Hz), 8
49(1H, s). |

(%4 ) 156)
7—842—3—CfE—6—MEAFEHN—2—KK LA

HQN:@N,ICOQB
O,N NZ OEt

G LA 155 &1L & (2.09g . 4.90mmol)#y & T & (5ml)
BREPRAZRIH(SMI), ETRTHHAOE I, RE ALK,

#RsAREAEBREE#E (ZRTFTR) M, FHEEHX

KAF MM A 1.20g . K E 80%.

LH-NMR(DMSO-dg¢, &) : 1.35(3H, t, J =6.8Hz), 1.37(3H, t, J
=7.38z), 4.43(2H, q, J =T7.3Hz), 4.47(2H, q, J =6.8Hz), 7.
12(2H, s), T7.49(1H, s), 8.41(1H, s).

(% %% 157)
7—5£—3, 4——f —6— A —3—FEBH— 2 —

# 8%
HZNQNICOZH
02N N“TO
H

& % 4 156 164 4 (200mg . 653umol)#s Z 85 (10mi)iE #&
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98808764. 2 oW B E123/2001

P e n IN £ B L 4FRIEA(1.96ml, 1.96mmol)& K (2ml), #e
KBRS, AHE, A 10%LE8MY 4 pHE, it
B, ARBER, AR KRBETFRANE S, &HBHEEEH,
FEaLBEH K 159mg . HRAETF HOMNE, A REER
2ml), ATERTHHF 24 e, KB EEMN, RAAK, =F
AEEAAE, KT, BEBHEN RRIFMILEH 156mg . K
% 95%,
mp >300°C.
HR-MS : 250.0311 (-2.7mmu).

(% 7 % 158)

3, 44— —6—FHEA—-3—®—T7—(Hht—1—%)%
Bok— 2 —H# &

<\ jNKj(NI COzH
N N 0
O2 H

€1 K& 157 85 1L 4 $(50.0mg, 200umol)sy 5 & (5ml)iE
AERAN2, 5——FTHREWE%%(31.7mg, 240umol), &
80 CTHH 4 Iot, REBEREAL, RAAK, —FHA&A
i, F3BEN LRFHEILASH 28.0mg, dKE 47%,
mp >300°C.
HR-MS : 300.0502 (+0.7mmu).

(% 5& #) 159)

3—FPRE—T7T—(GH—-1—RX)PEA—-6— AT RHK—2
— KT &
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98808764. 2 oW B E124/200,

CO,Et
O
N OMG
A LA 108 K4 H(7T92mg, 2.72mmol), 4&" 5 %4
# 33 MR a4 F ik, F 3B & BIKIFBIL S 4 488mg . ik & 48%,
'H-NMR(CDCly, &) : 1.47(3H, t, J =6.9Hz), 2.44-2.47(2H, m

), 3.64-3.66(2H, m), 3.90(2H, s), 4.17(3H, s), 4.54(2H, q,
J =6.9Hz), 8.19(1H, s), 8.27(1H, s)

(% 7 %) 160)
3, 4——f—T—(BK—1—%)TE—6—HL—3—
Mg Eh— 2 —AMEHgS

R %5 159 69164 % (487Tmg , 1.29mmol), %8 5 %
) 151 48R 895 ik, TR 0 KR AR M AL & 4 125mg o

# 26%.
mp 209-211°C (5 #)-.

Anal. Caled for C, (H, ,N,0¢ - HCl : C, 45.36 ; H, 4.08 ; N
, 15.11.

]

- Found : C, 45.31 ; H, 4.35 ;
N, 15.15.

HR-FAB+ : 335.1004 (+1.2mmu).

(%5 161)
3, 4— R —T—R—4—FEL—-6—s—3—Ms%E
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98808764. 2 oMW B 5E125/200H

wh— 2 — ¥ 8 2 B8
02N h'l 0
Me

G EREP 26914 (345mg., 1.23mmol)ey N, N—=%F
A T B (10mI)E & P o A 50% K AL 4. b 4t (61.3mg
1.54mmol), EEX R FTHHE 30545, oAkt T %(95.5ml,
1.54mmol), AHEHFE 2o, WA EREANAKY, ALK E
AW, ARAARSHTRAMES, AARKMREEN, #55
MRiEMKiEE#E (TR -CLHMLE=52) #4, F5%
FE W R KIFRILSH 272mg . K F 75%,
H-NMR(CDCl,, &) : 1.45(3H, t, J =7.3Hz), 3.77(3H, s) 4.5
3(2H, q, J =7.3Hz), T.87(1H, d, J =10.3Hz), 8.04(1H, d, J
=6.3Hz).

(%3 #] 162) |

3, 4— 8K —T—R—4—-FA—6—#Ak—3—WE%E
Hh— 2 — % B

OzN l\'l O
 Me

A %k 1618944 4 (207mg, 701umol), & ¥ 5 %4k
B 62 A F ik, FHRKBEN KARFHALSH 78.4mg o K
% 41%,
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98808764. 2 oW B 5E126/200H

mp 173-175°C.

Anal. Caled for C, (HsFN;05 - 1/5H,0: C, 44.36 ; H, 2.38 ;
N, 15.52. ’

~Found : C, 44.33 ; H, 2.25
; N, 15.79.

HR- FAB+ : 268.0366 (- 0.4mmu).

(%4 163)
3, 4— K —6—FEA—3—F—-T7T—=ZRTFEEEH—

A

FgCﬂN\ CO,H

O,N g:l;()
$13, 4——H—6—MEA—-3—BM—T—ZRFTEEEH
— 2 —# 8 % (120mg, 362umol)ay) ZE(5ml)E & ¥ e A 1IN
R RER(7T24ul, 724umol), HEE 1188, A4 5,
AR, RRAESATAH pH2 . SR Eirdaiamtk, AKXk
B, AT, REAEMRKRKFALS M 102mg . 4k ¥ 88%,

mp 213-215°C (& M) ,

Anal. Caled for C, (H,F,N,05 - H,0: C, 37.40 ; H, 1.88 ; N
» 13.08.

2 —

Found : C, 37.71 ; H, 1.94
; N, 13.01.

HR-MS : 303.0113 (+1.0mmu).

(% # 1% 164)
7—84A—3, 4——45—3—HW—6—=RAFTEXLTEHK—
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98808764. 2 oW B FE127/2001

2 —

HzNUN\ COyH:
F;C Io

@7—8%5—3, 4— 8 -3 - F—-6-ZRTEELEH
—2— %8 L 8%(55.9mg, 186umol)#y Z 8 (2ml)iE & ¥ Ao A IN
AR P KiE &R (446p) , 446umol), M#H B K 1.5 et A4
B, RI@MEEMN, mAK, AANLKMY HpH2, BARE
BEEMN, mASEK, SR ERK, AKkKARE, RF, #
Heb L & iy RIKAFAMIL S 24.2mg . H % 45%,
mp 218-220°C (4 #) .
Anal. Calcd for C, oH¢F;N,05 - H,0: C, 41.24 ; H, 2.77 ; N
, 14.43.

Found : C, 40.96 ; H, 2.70

; N, 14.26.
HR-MS : 273.0337 (-2.4mmu).

(% 7 %) 165)
3, 4—=—R—3—H—T7 —(hE—1—X)—6—=ZRF
X gk — 2 — # 8

C:KIN\ICOﬂ"
Fs N~o
3, 4——F—3—-WM—T7—(HhE—1—£)—6—=K

TASEoN— 2 — 5 LA(67.0mg, 191pumol)#y Z 8 (2ml)iE
AP Am A IN SR 4T KB R (382p1 . 382pmol), do k@R 10
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98808764. 2 oMW B 5E128/200H

B, A6, RIGBXEMN, HRHGABETK, AINEHK
BEAH pH2 . AR LMIEER, RAKKRBHTHRE, &
BMEEM, AFHegREFIOANS TR, TRLERK, A
KikFE, KT, B2 EHEH A RFBLESYH 52.9mg, K#
86%,
mp 136-138°C (4 &)
HR-FAB- : 322.0424 (-1.6mmu).

(% 7 # 166)

3, 4 — R —T7— KA -3 —-F—6—=RFTEEEH
—2—HKRLK

~
N\,—N

2 J@[NI CO,Et
N“TO
FaC N

EERT, AS5—%k2X—4—=ZHFA—-1, 2—ZK2%
- =& (303mg . 1.25mmol)éy Z# (SOMI)ER P, mABER=
B — Z &% (210pl, 1.38mmol), R A 68t , &K EKHEEE
REHFFE, TBKENERK, AALHEE, REXE
R, QRN AEGY Y IPAS T LB LB - FREARHRS
e, SRKEM B SK, FHALBEN R RFELAS M
148mg . il # 34%,
I §-NMR(DMSO-dg, &) : 1.34(3H, t, J =T.4Hz), 4.41(2H, q,

J =7.4Hz), T.14(1H, s), 7.33(1H, s), 7.49(1H, s), 7.93(2H
, s), 8.39(1H, s), 13.30(1H, brs).

(%35 167)
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98808764. 2 oW B 5E129/200H

3, 4——f—3—H—T—(4—REM—1—%)—6—=
RPEEEH— 2 — %ML

0 N
%NIC()zEt
. o
Fs u
AEETERET, M4—(4—at2—1—RX)—5—=RFL—2
— X X (210mg., 701pumol)&s ZE(10mIE&R F, o A 10%
42— 5% (40.0mg), ¥ BRYET, #imH 2068, AR it
XL, KRERBER, RAEZTZHGCM)E, PARE
H 8 = Z 8 (214ul, 1.40mmol), /R FK 5 88, RBRE
B, Rl ERARKREE# (=R PR — L8 (50:156:1))

AE, FERERER RRAFMILESH 158mg . M # 59%,

'H-NMR(DMSO-dg, &) : 1.33(3H, t, J =7.3Hz), 4.41(2H, q, J
=7.3Hz), 6.19(2H, d, J =7.3Hz), 7.72(2H, d, J =7.3Hz), 8.
33(1H, s), 13.32(1H, brs).

(% & 1) 168)
3, 44— —T7— Rt K- 3—-F—6—=ZRFTEEEHR

— 2 —# 8
/=
NQ/N 'N\ICOQH
e

LERT, @F&p) 1664514144 (141mg., 400umol)ss 8
B(O5ml)iER P A 6N EBK(ImI), £80CTHH 3.5 8, &
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98808764. 2 oW B 5130/2005

BEBBREEN, OFHMREPPALKRLIE, Alafh X
kB, RAKRBMHTHR, AEXBREEMN. T2k
FhANSEK, KKET, B 3054, Bl E7E 89 &K,
FRAKERSSL, B EcRen R KFHALE % 48.7mg, W £
38%.

mp 232-234°C (5-#%) .

Anal. Caled for C, ;H,F,;N,0, - 2H,0: C, 43.34 ; H, 3.08 ;
N, 15.55.

Found : C,43.20 ; H, 2.70 ;
N, 15.45.

HR-FAB- : 323.0396 (+0.4mmu).

(% 3 4 169)
3, 4—ZK—3-—M—T—(4—HAM—1—%)—6—=
RF A SRl — 2 — %8

0 N
t‘:mNICC)zH
N O
Fa Ho

@15 %) 167 8942 M (100mg . 264umol)ed 2 & (3mI)E
b e A IN BB IL 2K 5 & (659u0 . 659umol), £ 50 C T &
HAShot, A e, HRMETEH, A INLKRBT A pH4 .
HEM KM EK, ARARE, RF, RALEHERFE
fe4 4 83.0mg o K % 90%.,
mp >300°C.

Anal. Calcd for C,sHgFyN;0, : C, 51.29 ; H, 2.30 ; N, 11
.96.
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98808764. 2 oMW B FE131/200H;

Found : C, 51.27 ; H, 2.46 ; N,
11.62.

(%% % 170)
6 —(RARBE)—7T—K—3, 4——8— 3 —FEEH
—2— MW

C!mNI CO,E
HaNOLS ﬁ 0]

EERT.AM4—RE—-2—F—5— % X ABIK(2.00g,
7.95mmol)ss F 8 (40mi)iE A+, A 10%4E— %(400mg), &
A 10%3k 8 (6ml), ¥ B¥ET, HiroH 2 00, ARt
HRBERAN, AEEERERER, WRLEF LHEN6M)E,
ARMAR K= &%(1.21ml, 7.95mmol), EEBFTHHE 5
b R R Rk, AL ARE, Ak #:(2
W— LB TE=12)44%, T2 ML 288mg . Kk £ 11%,

1H-NMR(DMSO-_d‘;, ) : 1.32(3H, t, J =6.9Hz), 3.33(3H, s),
- 4.39(2H, q, J =T7.4Hz), T7.87(1H, s), 8.01(1H, s), 8.12(1H,
s).

(E3 5 171)
6 —(RAHBE)—T7T—KR—3, 4——F— 3 —FEEHR

—2—%8
ClmN ICOZH
N0
H;NO2S H

€ %44 170 441t 4 4 (200mg , 603umol)sy Z 5 (6mi)E
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98808764. 2 oW B E132/200H;

RA TN IN BRI KER(.21mI, 1.21mmol), i HK B R
3 AABAPPAK, ABEMT H pH, RBHREEN,
BRIGREASHAARMN £, - X SP850 (Kok—CTH
(20:154:1)) %, F3XEH KKRIFMLSHH 585mg, kF

32%.

mp 213-214°C (9 &) .

Anal. Caled for CyHRgCINO4S - 4/5H,0 : C, 33.98 ; H, 2.41 ;
N, 13.21. _

| Found : C, 34.15 ; H, 2.72

; N, 12.96.
HR- FAB- : 303.9837 (+4.2mmu).

(%3 5] 172)
3—ZRE-T—R—6—THRHBEEEH— 2 - A I*
F N COsEt '
MeOzS:[::I:NJEOEt

EEET, A3—ZLBEEX—T—R—6—FTREAEEHh—2
— 4 85 L 8 (450mg,1.45mmol)&y K5 (15mI)F R P oA 3 — R
T E PE#(715mg,2.90mmol), AR THHF 3 et EREHR
PhRAREAS, BRE1054 5, RARRLERG ERES,
MERBER, Az (ZRTR) #4132 0%,
RELEEHKRRFMILES H 496mg ., kERE T, |
t §-NMR(CDCl,, &) : 1.47(3H, t, J =6.9Hz), 1.50(3H, t, J

=6.9Hz), 3.33(3H, s) 4.54(2H, q, J =6.9Hz), 4.61(2H, q, J
=6;9Hz), 7.89(1H, d, J =10.3Hz), 8.52(1H, d, J =6.9Hz).

(%5 173)

141



98808764. 2 oMW B E133/200H

3~ZRAEA-T—R—6—FTHRHBEAEEHR— 2 —AH

Fm \:[ COqH
MeO,S > 0Et

EEERT, @R 172 65 1L & 4 (262mg,765umol)ay Z &
(BmI)iE s Ao A IN & & 4L 49 K 35 % (1.53ml, 1.53mmol), 4o #
FA1E506, ERBERAFMAKR, AREMBT H pH3, AL
BLBEER, AAKABRATRANEES, AERBREEM,
FEABEHRRAFEILAS Y 199mg o & # 83%,

'H-NMRB(CDCl,, &) : 1.56(3H, t, J =6.9Hz), 3.35(3H, s), 4.
70(2H, q, J =6.9Hz), 7.93(1H, d, J =9.3Hz), 8.58(1H, d, J
=6.8Hz).

(465 174)

3, 4——H—T7T—K—6—FHot— 3 —FEEH— 2

~ %8
an Ico,n
MeO,S N0
H

EEET, & KHhH 173 69144 (149mg, 474umol) sy 8 &
Bm)iEg PN RLEHK(1.5ml), AR FTHHAE24 bot, EEE
MR LK., MARRAMMEL it - X SP8S0 (K—ok—Z M
(20:154:1)) H# B2 kie, FRXERARFEILES Y
37.2mg . k% 27%.

mp 190-192°C.

Anal. Calcd for C, oH;FN,05S- H,0 : C, 39.48 ; H, 2.98 ;
N, 9.21.°
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98808764. 2 oW B FE134/200H,

Found : C, 39.60 ; H, 2.62
; N, 9.01.

HR- FAB- : 286.0089 (+2.9mmu).

(%4 5] 175)
T—#%—3, 4——H—3—-F—6—ZRTAEBHh— 2

— %
BCFQNICOZH
Fa ﬁo

ET—3%—3, 44— 8 —3—-HM—6—=RFPLAS Bk —
2 — .8 Z 8 (120mg, 329umol)y Z & (4mi)iE & + 4o A 1N & &,
49 KK (1.32ml, 1.32mmol). & 4w A K (2ml), Ao # = 30
P4, ARAHE, M12NESAT 4 pHa, i £ 4 2
Rk, AAKRKERT, B2 KBEn R KFMILLH 91.0mg.
& 82%,
mp 210-212°C (%) .
HR- MS : 335.9358 (+0.lmmu).
(% 3 # 176)
3, 48— T7T—(3—FHARS—1—K)— 38— 6
—ZRFTEEEREHN— 2 — /88
CHO
@mnicoza
FaC™>" N0
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98808764. 2 oW B 5E135/200H

AP 7385104 49 (2.00g, 5.25mmol)sg 1, 4 — = & 7
F(00mI)iERF N2, 3 ——H—5. 6 —=HE(1.25

«

5.50mmol). £ E& T 3 0et, diEM X Ea K,
fexiEA, MRt its (LBHEB— = 2:1] 4 & 2 3|
W5k s, FEEFEREMSAFML 44 1.88g, M F 94%.
'H-NMR(DMSO-dg, &) : 1.33(3H, t, J =7.3Hz), 4.41(2H, q,
J =7.3Hz), 6.66(1H, dd, J =3.4, 1.5Hz), 7.13(1H, s), 7.79
(1H, s), 7.88(1H, s), 8.15(1H, s), 9.79(1H, s), 13.28(lH,

s).
(k2 177)
3, 4——&8—7—3—9F&aAatdE—1—4%)—3—F—6
—Z AT AESE z%—-Z—mﬁ&
CHO
F3C™ S u "0

£ EE B 176 a9 1L 4 % (142mg, 375umol)ay 2 & (7.5ml)iz
i he A AN BUE L 47 K E R (825ul, 825umol), Ae i A 1

’

B, BB, REBBREEN, R TV EKPZE, A 4ANEH
BT A pH2 » G EH L esaK, AREEEATFT. F3 &
B & b KAKAF AL A 4 83.2mg o M F 61%.

mp 158-160°C (% fi%)

Anal. Caled for C, g H, sFaNg0Qg - 2/3H,0 : C, 49.59 ;
59 ; N, 11.57.

Found : C, 49.43 ;

3 ; N, 11.34.

HR-FAB+ : 352.0536 (-0.9mmu).
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98808764. 2 oW B 5E136/200H

(k&1 178)

3, 4—ZA—-T7T—-CB—(Q-—&AFH)AEAKARAL)F L)

ok -1 —HK)— 3 —E—6 —Z A FELETEHN— 2 — 3K T
5 COgEt
FgC

ERT, B EEB 7449154 (180mg, 430umol)ay N,
N—=F % FHAE4.3m)ER P 0N = 25 (89.9ul, 645umol),
FhoNFRE 2 — A KABGB7.9ul, 516umol), &R EE F i
Ho4 e, WA FEREANEK(BOM)T, BB LEER, AL
KEBRMTHRE, ABBETEMN  £AF2RETPAATIR,
SR B aR, RoR/APRREEEAT, FEHFEHRK
YA ML S E O AT ERA LS HasRA (4 3:2)111mg .
BEZRET1, 4——AF<K4mhEe. A2, 3—=H—5,
6 — — .8 (23.6mg, 104pumol: 48 F T &~ 49 44 tEi%é:/a‘L}ﬂ%). Ao A

@m14wniéﬁéﬂtwm%%ﬁﬂwﬁ%%,iﬂw%%ﬁmoéa
FEREF AR TR, ZBKEMEYEKR, AZRATR

kR, 25 % B AR AL A 4 75.5mg . M E 34%,
WVWW%O%,d):L%H&t,JﬂﬂML 4.19(28, d,
J =5.4Hz), 4.40(2H, q, J =6.9Hz), 6.24(1H, t, J =2.0Hz),

6.83(1H, d, J =5.4Hz), 6.89-6.94(1H, m), 6.920(1H, s), 6.9
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98808764. 2 oW B FE137/200H;

24(1H, s), T.08(1H, t, J =7.8Hz), T7.14-7.19(1H, m), 7.75(1
H, s), 7.92(1H, s), 8.14-8.19(1H, m), 8.33(lH, d, J =2.4Hz
), 13.22(1H, s).

( u17'1179)
3, 4—ZA—-T7T—CB—({(B—AFR)RAHKAZA)TA)
ok — 1 —K)— 3 —B—6—Z A F AL ER— 2 —# 8 8

<{Ej C()gEt

F3C

£ B %Ak ] T4 2514 4 (180mg, 430umol)fo & £.3% 3 — &
£ 85(58.9ul, 516umol), %8 5 £ 178 48 F a9 7 % . 1F %

M

¢

FiHE M R RIFAMIL S 4 95.9mg . L FE 43%,
PH-NMR(DMSO-dg, &) : 1.32(3H, t, J =6.8Hz), 4.18(2H, d,
J =5.4Hz), 4.40(2H, q, J =6.8Hz), 6.24(1H, t, J =2.0Hz),

6.41(1H, d, J =5.4Hz), 6.69(1H, td, J =8.3, 2.5Hz), 6.910(

IH, s), 6.914(1H, s), 7.00-7.02(1H, m), 7.23(1H, dd, J =15

.2, 8.3Hz), T7.47(iH, dt, J =12.7, 2.5Hz), T7.75(1H, s), 7.9

1(1H, s), 8.72(1H, s), 13.22(1H, s).

(% 4& 5] 180)

3, 44— A —-T7—-CB—-((4—RFXH)AEAAEZA)F L)

vk — 1 —H )~ 33— — 6 —Z R F AL EH— 2 — R LEH

146



98808764. 2 o B 5E138/200H

it

Y
&%
\ N@N\Icoza
F3C N~ O

H

1 F £ 74 491 6 #(180mg, 430pmol)fe F L3 4 — &

F A 85 (58.7pl, 516umol), %88 5 £66) 178 MR 49 % %, %7

FBEHRKFAMILS Y 132mg o ML FE 59%,

"H-NMR(DMSO-dg, &) : 1.32(3H, t, J =6.8Hz), 4.17(2H, d,
J =5.4Hz), 4.40(2H, q, J =6.8Hz), 6.24(1H, t, J =2.0Hz),
6.30(1H, d, J =5.4Hz), 6.90(1H, s), 6.91(1H, s), 7.03-7.08
(2H, m), 7.38-7.41(2H, m), 7.75(1H, s), 7.91(1H, s), 8.49¢
1H, s), 13.22(1H, s).

(3£ 56 5] 181)

3, 44— A8 —T7—CB—(2—AXA)AALAHXALAAL)TH)

H HF
6”*”@
<, O
\ Nf;[NICOZH
|
FsC™ ¥ N~ O
H
R 178 8491 4 49 (74.0mg, 143umol)ay Z 35 (3ml)iE ik
e N IN BRI AT R IE R (715u], 715umol), Ao # &A1 /v 8t .

AHE RBREZHN . EMT S ERE. A AN ESHIAT A pH2 .

MRk aR, RRKREERT, #EHEBEH RKFA
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98808764. 2 oW B 5139/200H

f &4 37.1mg o 4k % 53%.,

mp 177-179°C.

HR-FAB- : 488.0985 (-0.9mmu).
(5% 46 %] 182)

3, A—ZA—-T7T—-CB-((B—AFXA)RAXEAL)TA)
b —1—EK)-3—M—-6-ZRTAEEHR—2—AH
é‘ COQH
Fsc

1& B F 5] 179 a9 1L 4 4 (131mg, 253umol), 3 88 5 5 46 4
181 48R a7 %, HEFHFBEHRKAFHEILE 4 73.6mg . &
83%,
mp 169-171°C.
HR-FAB- : 488.0991 (+0.9mmu).

(5 #& 4] 183)

3, 4—Z A —-7—CB—((4—AEXL)VARLAFALAAL)TL)
ot — 1 —H)— 3 —F— 6 —Z A FTAE Bk — 2 — A&

1N
50 Q
COH

1 £ 5B 180 é:‘J 1té\#h(94.4mg, 182umol), %8 5 %5
5] 181 18R e % %, 123 B EH REFEML A4 90.3mg ., K
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98808764. 2 oW B 5E140/2005

# 73%,
mp 168-170°C.
HR-FAB- : 488.0985 (+0.3mmu).
(3% #& 5 184)
7 -3 —(((4 ~2RL)RAHARA)T A )0E— 1 — %)

— 3, 4'~—:—£—3——@51—6—-55&“’{7}5\“’5"5“,*—4—1&816%
HoN
DD
Cﬂo Br
N /INICOQE\‘.
FgC™ ™ ﬁ 0

f£ 461 T4 451 4 4% (200mg, 478umol)#g N, N — = F 4%
FEEAE(5mI)EiR T e A F R4 — 2 KA E(113mg, 573umol),
BN Z L 8(99.9ul, 717umol), £ 60 C TF#H #1180, ER
B A N Z L RR(666ul,4.78mmol), FitdE 4 et B, iy
EiEA. EFHEEP IONK, AL B EIR, B LKEK

‘:."“
L

Eu

g

MT R, RBREEMN. AKiEERE (AR -C&=
20:1 ) # & 1FE g5k, FEFEH K RKFHAILEH 154mg .
M % 56%.
UH-NMR(DMSO-ds, O) : 1.32(3H, t, J =7.3Hz), 4.17(2H, d,
J =5.4Hz), 4.40(2H, q, J =T.3Hz), 6.24(1H, t, J =2.0Hz),
6.37(1H, d, J =5.4Hz), 6.90(1H, s), 5.91(1H, s), 7.38(4H,
s), 7.75(1H, s), 7.90(1H, s), 8.62(1H, s), 13.00-13.40(1H,

br).

m\w

(% 45 5 185)
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98808764. 2 oW B FE141/2005;

7 —(B —(((4 — 2 FA)VAABARA)TA)E— 1 —X)
— 3, 4—— 5 —3——6—Z R FTAEEHR—2 -8

H H
PR e
=~ O Br
\ NKE[NICOQH
F3C N—O
H

J k) 184 a9 L4 2 (152mg, 263umol)ay Z 3 (5mi)iz i’
& o A AN £ & 1L 4 K B & (789ul, 789umol), Ao A @R 18t

...4-

A EEAE, mAK, B AN HEIAT A pH2 . TEMEN
ooy &k, RCR A K. Bk s R T, 1F5]

L4 4 133mg . 4k #F 88%-.
mp 196-198°C (% #%)

EHEH LIRAFA

Anal. Calcd for C,,H, ;BrFyN;0, - 4/3H,0 : C, 46.01
3.10 ; N, 12.19.

; H,

Found : C, 45.84 ; H, 2.8
2 ; N, 12.02.

HR-FAB- : 548.0144 (-3.7mmu).
(5 76 5 186)

3, 4—— 8 —T7T—CB—(B—CaAZAFA)RAHLL
B )P R )tos —1—A)—3—F—6—ZRFTALEEHR—2-H

COzEt

6 COQE‘t

F3C
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98808764. 2 oW B E142/200H,

JE 615 74 45 1L 4 4 (200mg, 478umol)eg N, N —=—F 4%
VAL A (5mI)E A P Ao N 3 — F RUBL % & B F 8k 2 8% (94.9ul,
573umol), &0 A = 28 (99.9ul, 717umol), £ ER F i 3
Bt o BRMEEFTINK, BLELEBER, AAKGEHMHTRE,
AR EEN ARHREP AR TR, S KENED
mfk, A-RFREEERT, B¥ELEBRTF N, N—=FAF
BBz (5ml), Ao A = Z B (666ul, 4.78mmol), £ 80°C T 4 4 s
Bt AR EE/, AEkizets: (4 F K% 2= 20:1 )
AR IFEIRE, BEEFEH KR KFHILS 4 63.0mg, dF

sy

23%.,
'H-NMR(DMSO-ds, &) : 1.31(3H, t, J =6.9Hz), 1.32(3H, t,
J =7.3Hz), 4.19(2H, d, J =5.4Hz), 4.30(2H, q, J =6.9Hz),
4.40(2H, q, J =7.3Hz), 6.24(1H, t, J =2.0Hz), 6.36(1H, d,
J =5.4Hz), 6.91(2H, d, J =2.0Hz), 7.36(lH, t, J =7.8Hz),
7.49(1H, d, J =7.8Hz), 7.61(1H, dd, J =8.3, 1.0Hz), 7.75(1
H, s), T.91(lH, s), 8.09(IH, t, J =2.0Hz), 8.75(1H, s),
L22(1H, s).

HR-FAB- : 570.1626 (+2.6mmu).

(£ 46 1) 187)
T—B—((B—AAFRA)RLAZARL )T A )ubok — 1 —£)
4

—3, 4 —ZR—3—F—6—ZZFH P HLAE B — 2 — ¥ B

H H

. N. N_ COqH
D
éo 7
‘\Nji:INIcoga
N~O

F3C

i
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98808764. 2 oW B E143/200H

J2 546 5] 186 84 1t A 47 (60.0mg, 105umol)#y Z 8 (2ml)iE ik
+ e AN 1IN BRI 48KE & (525ul, 525umol), Aoik @i 1 Jv8t,
A EEMB, K, A 4N EBET A pHI . TIEILEH
ey anth, ARKBEBEAT, REFEN RKFANE D
50.7mg . ¥ F 88%,
mp >300°C.
Anal. Calcd for C, 4 H, ¢4F3N504 - 2H,0 : C, 50.10 ; H, 3.66
; N, 12.70.

Found : C, 50.21 ; H, 3.6
7 ; N, 12.71.
HR-FAB- : 514.1017 (+4.3mmu).

(3% #& 5] 188)
3, A—Z A —3-—W—-T—(3—(REARAKAZL)TE)
ok — 1— %)= 6 — = T AL B — 2 — A

&2,
e e

E R T4 8914 (200mg, 478umol)gd N, N—=—F %
W& A% (5mI)iE R P Ao AN FUBL K K 85 (62.3ul, 573umol), & 4o
NZ T (99.9ul, 717umol), £ B0 CFH#H 1 e, ERER
¥ A0 NEZ Tz (666ul,4.78mmol), FHHLH 408 5, RBREIE
Wlo EARE BT AOANK, BB CEER, AL KARHT

.b;‘%

an

, ARBIR £ BT )ﬂﬁih#ze,m,,[__%‘?lﬁ, 3= 20:1)

43

MEIFE R E, BREERT CEGMN)E, oA 1IN AR LMK
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98808764. 2 oW B E144/2001

E % (1.43ml, 1.43mmol), Ao =ik 1.8t EIBEEEMNE.
e XK, B AN R ELGR T h pH2 , B AR ey k. IRCR A
K. BiAxkik B AT, F3 xR &M RRFL S 108mg o ik
2 AT7%,

mp >300°C.

Anal. Calcd for C,,H,; ¢F3N50, - 1/2H,0 : C, 55.00
o7 ; N, 14.58.

; H, 3.

_ Found : C, 54.95 ; H, 3.6
9 ; N, 14.32. .
HR-FAB- : 470.1058 (-1.8mmu).

(% 4& % 189 ~ 205)

KA L5 xAE B 188 4B 49 ik, 45 FTik A 110X 951 &

L7/
. H H
# 11 NYN\H
= X
\/NY:[NICOQH
F3C . ﬁ 0
FAkf R X %k 6 fp) R X T e ROX
B “we
189 ':© 0 195 @'O” 0 201 CI)J o
o RN y
190 J:IBr 196 0 2020 _{) o
Ci
1 T o ey 7Moo 5 () o
F1C .
192 J o 198 L _coqm O 204 B O
CF, [ S
193 0 g9 L o 205 [
,@} < NC,
o
194 b 00 [ 0
® 0 200 .
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98808764. 2 oW B E145/200H

(k361 189)
mp 165-167 C.
HR-FAB-:548.0154(-2.7mmu).
(% 7& 4% 190)
mp 207-209 C.
HR-FAB-:548.0226(+4.5mmu).
(% 48 1] 191)
mp 198-200 C
Anal. Calcd for C,,HsCIF;Ns;O, « 4/3H,0:C.,49.87;H,
3.36; N,13.22.
Found: C,49.94:H.3.1
2;N,13.01.
HR-FAB-:504.0683(-0.3mmu).
(%4815 192)
mp>300 C
Anal. Calcd for C53H,sF¢Ns;O4 ¢ 6/5H,0:C,49.24:H,3.
10; N.,12.48.
Found: C,49.18;H.3.0
9;N,12.38.
HR-FAB-:538.0934(-1.6mmu).
(%= #& #) 193)
mp 194-196 C.
HR-FAB-:538.0938(-1.2mmu).
(5% #& 15) 194)
mp 183-185 C.
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98808764. 2 oW B E146/2005

Anal. Calcd for C,3H, sF;¥50, - H,0 : C, 54.87 ; H, 4.00
; N, 13.91.
Found : C, 54.88 ; H, 3.9
2 ; N, 13.7%.
HR-FAB- : 484.1262 (+2.9mmu).
(5 4 17 195)
mp 198-200°C.
Anal. Calcd for C,;H, gF3¥505 - 3/2H,0 : C, 52.28 ; H, 4.
01 ; N, 13.25.
Found : C, 51.97 ; H, 3.6
6 ; N, 13.07.
HR-FAB- : 500.1165 (-1.6mmu).
(5 76 %) 196)
mp 235-237°C.
Anal. Calcd for C,sH,,F3N50, - 3/2H,0 : C, 55.55 ; H, 4.
66 ; N, 12.96.

3 ; N, 12.69.
HR-FAB- : 512.1569 (+2.4mmu).

(% & 5] 197)
mp >300°C.
Anal. Caled for C, 4H, gF4N506 - 5/3H,0 : C, 51.52 ; H, 3.
84 ; N, 12.52.

Found : C, 51.78 ; H, 3.7

4 ; N, 12.13.
HR-FAB- : 528.1124 (-0.7mmu).
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98808764. 2 oW B FE147/200;

(% 7& 15] 198)
mp 277-279°C (% %)
HR-FAB- : 528.1143 (+!.2mmu).
(%78 5 199)
mp 189-1391°C.
HR-FAB- : 515.0917 (-1.0mmu).
(% 46 #5) 200)
mp 195-197°C.
HR-FAB- : 538.0300 (+0.4mmu).
(% 76 ] 201)
mp 223-225°C.
Anal. Calcd for Cy¢H, gF3N;50, - 5/4H,0 : C, 57.41 ; H, 3.
80 ; N, 12.87.
Found : C, 57.64 ; H, 3.69 ; N
, 12.49,
HR-FAB- : 520.1235 (+0.2mmu).
(37 %] 202)
mpl62-164°C.
HR-FAB- : 484.1227 (-0.6mmu).
(5% #& 1] 203)
mp 218-220°C.
HR-FAB- : 476.1571 (+2.5mmu).
(% 3£ 1) 204)
mp >300°C.
HR-FAB- : 450.1408 (+!.9mmu).
(% 56 1) 205)
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98808764. 2 oW B 5E148/200H

mp 198-200°C .
HR-FAB- : 486.0858 (+1.lmmu).

(5 # ] 206)

3, 4—— 5 —T—4—(4—CEAFAFE)RARER
E)Fh)kok— 1 —f)— 3 —B—6—= AT AEEH— 25
% 7

g

YO¥ j
g % CO,E
FsC

E3—(4—((4—CEAEEHZLEFRA)RAHARE)T A )KL
— 1 —£)— 4 —=ZHRFTHE— 1, 2 — LKL -%(500mg,
1.08mmol)ay Z 8 (30miI)iE ik &, #0 ANB1 A & = 8 = 2 55 (260pl,
1.70mmol), e B ik 3 et 5, B b pmER A B 8 = 2 B5(130ul,
852umol), F Ao © iR 2 oy, R ERE R LR, B BRI EE
= (ZAFPHE—FE= 301 ] #4350 % s, B3 HTeEH K
KA A4 210mg o 48 & 34%,

e

Hr

'H-NMR(DMSO-dg, &) : 1.30(3H, t, J =7.3Hz), 1.32(3H, t,
J =7.3Hz), 4.20-4.32(4H, m), 4.40(2H, q, J =7.3Hz), 6.6
L(IH, d, J =5.4Hz), 7.30(1H, s), 7.52(2H, d, J =8.8Hz), 7.
78(1H, s), T82T(!IH, ‘S), 7.833(2H, d, J =8.8Hz), 8.09(1lH, s
), 8.26(1H, s), 13.26(lH, s).

(% 7 1) 207)
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98808764. 2 oW B 5E149/200H,

T—(A—(A—#HAFR)RABLEL)T A )Rk — 1 — &)

— 3, 4——R—3—HA—6—=ZRFTHAEBH—2—
i
Ny
< © CO,H

% k) 206 45 1L 4 45 (207mg, 362umol)es T3 (5mi) & ;
o ho N RAACE2 1K & (76.0mg, 1.81mmol)ah K (5ml)ik i,
£ 80 CTTHH# 2 ot B, ARAKE 1 K5 #H(76.0mg,
1.81mmol)&g K (5ml)ig ik, B A& 90 CFH# 30 947, ¥R LR
MEREEHF TR, EKKEFMHATA INEHIAT E pH2 .
dEM B ek, ARREERNF, FEFBEN RKFANE
i 155mg . Mk F 76%.,
mp 255°C (4 #%) .

Anal. Calcd for C,,H, ;F3Ng0g « HCL - 3/5H,0 : C, 46.83 ; H
, 3.08 ; N, 14.91.

Found : C, 47.02 ; H, 3.22
; N, 14.63.

HR-FAB- : 515.0919 (-0.8mmu).
(32 74 %) 208)

3, 44— A —T—(4—Forhfok—1—A)3—3F—6—
ZRTFTAEEN— 2 —HEk L8
CHO

N»NtEiIMIcoga
|
FaC Y u 0
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98808764. 2 oW B E150/2005

£ LA 814514 4 (1.75g, 4.58mmol)as 1, 4 — =& 5%
F(50mI) & iR P e A = R 1L 45 (1.99g, 22.9mmol). Fe ik &R
24 Bt B, Ao AN = B AL 4E(1.99g,22.9mmol), Fiei @A 10 b
i, AHE, BABRELTEREZ
FElegd PN FRAR, TEKERK, AFAA {3;,9?; & B
RF, F2&&&H RKAFHLS 4 895mg . M F 51%.

LH-NMR(DMSO-d¢, &) : 1.32(3H, t, J =7.3Hz), 4.38(2H, q,

J =7.3Hz), 7.76(1H, s), 8.11(1H, s), 8.18(1H, s), 8.35(IH
, s), 9.84(1lH, s).

P

R s, KRB EEN, &

(356 %) 209)
7—(4—(AREFTHR)EAL—1—K)—3—8—1, 2, 3,
4 — WA —6—ZRFELEBR— 2 —F8 LEEHHE

NH, - HCI

JE A5 208 a5 1L 4 47 (890mg, 2.34mmol)ag Z & (20ml) &
Bk P e N #2 B H 8 2 (325mg, 4.68mmol) fo 35 3 4h (384mg,
4.68mmol), i @A 40t AE, BRAREELTERER
e, R EIN A RREEERE(ZDA TR —CE8E=10:1)
HHEIFEl ey, FRELTERR. BLEMBR T EHEM0OM)E,
BN 10%% — % (100mg), Ao NR &8 (0.5ml), ZEE. AKX
R4 RARIE)F, B2 et AR EEEREELN, &
Mt EE A, AR EPI AL LB, TEKELK, A
LBHMLERERENT, FHEREH RRIFANLESH 556mg -
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98808764. 2 oW B E151/2005,

I FE 57%.
'H-NMR(DMSO-dg, &) : 1.18(3H, t, J =7.3Hz), 4.15(2H, q,

J =7.3Hz), 4.86(1H, s), 7.21(1H, s), 7.59(1H, s), 7.83(1H
, ), 8.20-8.40(4H, br), 11.13(1H, s).
HR-FAB+ : 384.1255 (-2.9mmu).

(£ 210 ~ 214)

128 Fie ) 209 LA dh, KA L Rk 188 HE 4 F ik,
BE TR A I12CH MG LD,

£ 12

%36t R %761 A
H H
N N< 213 OMe
LI w0
0 o SUNE AN GNP

N0

H 212 @"“’

(%4 %) 210)

mp 224-226°C.

HR-FAB- : 471:1030 (+0.lmmu).
(%76 1) 211)

mp 220-222°C.

HR-FAB- : 549.0111 (-2.3mmu).
(%45 f5) 212)

mp 21-221°C.

HR-FAB- : 485.1172 (-1.4mmu).
(% 76 %) 213)

mp 210-212°C.

HR-FAB- : 501.1155 (+2.1lmmu).
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98808764. 2 oW B E152/200H;

(5 36 5] 214)
mp 212-214°C.
HR-FAB- : 521.1146 (-3.9mmu).

(5 4 4) 215)

3, 4~ A—-3-8—-7—(4—-(N—FRAAALTHAL)
FER)RA -1 —-R)—6—=ZAFEALEEH—2 %% L8

H
O_N

J; T
0
NON rchogEt
\\1
H

£ % ) 814514 4 (200mg, 523umol)#y N, N — = F &

F3C

¥ &8 Mz (2ml) s & F Ao N X By F FUBLES (114pl, 1.05mmol), £

60CTM#F2:hat, RIBAXEHN, HIFF RGP oA 8,

TIERERBEDE, ABAXEN, Al eEx (L8

— LR (1:153:1)) #4135 as55E, B FEHRAKFAILS

# 120mg . K% 46%,

'H-NMR(DMSO-ds, &) : 1.32(3H, t, J =6.8Hz), 4.40(2H, q, J
=6.8Hz), .5.08(2H, s), 6.98(1H, t, J =7.3Hz), 7.27(lH, t,

J =7.3Hz), 7.53(1H, s), T7.48(2H, d, J =7.3Hz), 7.78(lH, s
), T.88(1H, s), 8.12(1H, s), 9.77(1H, s), 13.30(1H, brs).

(%4t 1% 216 ~ 231)
w5 KA p 215 8 E 49 5 %, £ 1F T &

e

13 12 7 a9 1k &

'/{\\\-

9

)
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98808764. 2 oW B 5E153/200H;

% 13
gwr
N_ CO3Et
F3C Uulo
FAEp R % 7 1 xiehl R

R
216 1) 202 Y
217 1, 201 J
218 I 24 220 ()
219 P 225 J::T

220 J::rCl 226
991 J:tlcu 227

(% 7% 5] 216)
"H-NMR(DMSO-dg, &) : 1.33(3H, t, J =6.8Hz), 4.40(2H, q, J
=6.8Hz), 5.07(2H, s), 7.12(1H, dt, J =1.5, 7.8Hz), 7.37(!
H, dt, J =1.5, 7.8Hz), 7.51(1H, s), 7.52(1H, dd, J =1.5, 7
.8Hz), 7.64(1H, dd, J =1.5, 7.8Hz), 7.78(1H, s), 7.88(lH,
s), 8.13(1H, s), 9.12(1H, s), 13.30(1H, brs).
(% 35 5] 217)

LH-NMR(DMSO-dg, &) : 1.32(3H, t, J =6.8Hz), 4.40(2H, q, J
=6.8Hz), 5.09(2H, s), 7.18(1H, d, J =7.3Hz), T7.25(1H, t,
J =7.3Hz), T7.43(iH, d, J =7.3Hz), 7.54(1H, s), 7.(6(1H, s)
, T.78(1H, s), 7.88(1H, s), 10.01(1H, s), 13.29(1H, brs).

(FE & 15 218)
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98808764. 2 oW B E154/2005,

LH-NMR(DMSO-dg, &) : 1.32(3H, t, J =6.8Hz), 4.40(2H, q, J
=6.8Hz), 5.08(2H, s), 7.46(4H, s), 7.53(1H, s), 7.78(1H,
s), 7.88(1H, s), 8.1L(1H, s), 9.95(1H, s), 13.29(1H, brs).
(%41 219)

'H-NMR(DMSO-dg, &) : 1.33(3H, t, J =6.8Hz), 4.40(2H, q, J
=6.8Hz), 5.08(2H, s), 7.11-1.26(3H, m), 7.51(1H, s), 7.60
-7.67(1H, m), 7.79(1H, s), 7.88(1H, s), 8.12(1H, s), 9.45(
1H, s), 13.30(1H, brs).

(336 ) 220)

UH-NMR(DMSO-ds, &) : 1.32(3H, t, J =6.8Hz), 4.40(2H, q, J
=6.8Hz), 5.08(2H, s), 7.34(1H, d, J =8.8Hz), 7.50(2H, d,
J =8.8Hz), 7.53(1H, s), .7.78(1H, s), 7.88(1H, s), 8.11(1H
, ), 9.94(1H, s), 13.28(1H, brs).

(31 221)

'H-NMR(DMSO-dg, &) : 1.32(3H, t, J =7.3Hz), 4.39(2H, g, J
=6.8Hz), 5.11(2H, s), 7.22(1H, s), 7.53(2H, s), T7.55(1H,
s), T.77(1H, s), 7.88(1H, 's), 8.09(1H, s), 10.24(1H, s), 1
3.32(1H, brs).

(%3149 222)

'H-NMR(DMSO-ds, &) : 1.33(3H, t, J =7.3Hz), 4.40(2H, q, J
=7.3Hz), 5.50(2H, s), T7.45(1H, t, J =7.8Hz), T.48(!lH, s),
7.50(1H, d, J =7.8Hz), 7.68 (1H, t, J =7.8Hz), 7.72(1H, d
, J =7.8Hz), 7.78(1H, s), 7.87(1H, s), 8.11(1H, s), 9.22(!
H, s), 13.30(1H, brs).

(5317 223)

'H-NMR(DMSO-dg, &) : 1.32(3H, t, J =6.8Hz), 4.40(2H, q, J
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98808764. 2 oM 5E155/200H

=6.8Hz), 5.12(2H, s), 7.54(1H, s), 7.65(2H, d, J =8.8Hz),
7.69(2H, d, J =8.8Hz), 7.78(1H, s), 7.88(1H, s), 8.10(1K,
s), 10.23(1H, s), 13.30(1H, brs).

(54 1) 224)

'H-NMR(DMSO-ds, &) : 1.32(3H, t, J =7.3Hz), 2.23(3H, s),
4.40(2H, q, J =7.3Hz), 5.06(2H, s), 7.07(2H, d, J =8.3Hz),
7.35(2H, d, J =8.3Hz), 7.51(1H, s), 7.78(1H, s), 7.87(1H,
s), 8.11(1H, s), 9.65(1H, s), 13.28(1H, brs).

(%46 15) 225)

'H-NMR(DMSO-dg, &) : 1.32(3H, t, J =7.3Hz), 4.39(2H, q, J
=7.3Hz), 5.05(2H, s), 6.86(2H, d, J =8.8Hz), 7.37(2H, d,
J =8.8Hz), T.50(1H, s), 7.76(1H, s), 7:86(1H, s), 8.07(1H,
s), 9.57(1H, s), 13.27(1H, brs).

(5 75 %) 226)

'H-NMR(DMSO-d¢, &) : 1.17(3H, t, J =7.3Hz), 1.32(3H, t, J
=7.3Hz), 3.57(2H, s), 4.06(2H, q, J =7.3Hz), 4.40(2H, q,
J =7.3Hz), 5.07(2H, s), 7.16(2H, d, J =8.3Hz), 7.41(2H, d,
J =8.3Hz), 7.52(1H, s), 7.78(1H, s), 7.87(1H, s), 8.11(1H
, s), 9.76(1H, s), 13.30(1H, brs).

(5 76 17) 227)

'H-NMR(DMSO-ds, &) : 1.32(3H, t, J =6.8Hz), 3.61(3H, s),
3.62(2H, s), 4.40(2H, q, J =6.8Hz), 5.08(2H, s), 6.89(1H,
d, J =7.3Hz), 7.22(1H, t, J =7.3Hz), 7.36(1H, d, J =7.3Hz)
, T.41(1H, s), 7.52(1H, s), 7.78(1H, s), 7.87T(1H, s), 8.12
(1H, s), 9.79(1H, s), 13.29(1H, brs).

(% 7615 228)
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98808764. 2 o B 5E156/200H

H-NMR(DMSO-ds, &) : 1.31(3H, t, J =6.8Hz), 1.32(3H, t, J
=7.3Hz), 4.31(2H, q, J =6.8Hz), 4.40(2H, q, J =7.3Hz), 5.
10(2H, s), 7.43(1H, t, J =7.8Hz), 7.54(1H, s), 7.59(1H, d,
J =7.8Hz), 7.69(1H, d, J =7.8Hz), 7.78(1H,s), 7.88(lH, s)
, 8.12(1H, s), 8.19(1H, s), 10.03(1H, s), 13.30(1H, brs).
(% 7 1) 229)
L H-NMR(DMSO-dg, &) : 1.33(3H, t, J =6.8Hz), 4.40(2H, q, J
=6.8Hz), 5.12(2H, s), 7.46-7.55(4H, m), 7.59-7.66(1H, m),
7.74(1H, d, J =7.8Hz), 7.79(lH, s), 7.88-7.98(1H, m), 7.9
O(lH, s), 8.05-8.10(1H, m), 8.13(1H, s), 9.68(1H, s), 13.3
0(1H, brs). - |
(% #64) 230)
'H-NMR(DMSO-dg, &) : 1.32(3H, t, J =6.8Hz), 4.19(1H, s),
4.21(1H, s), 4.40(2H, q, J =6.8Hz), 4.96(2H, s), T7.23(2H,
d, J =7.3Hz), T7.26(1H, s), 7.31(2H, t, J =7.3Hz), 7.43(1H,
s), 7.77(1H, s), 7.80(1H, t, J =7.3Hz), 7.84(1H, s), 8.10
(1H, s), 13.26(1H, s).
(£ 564 231)
'H-NMR(DMSO-dg, &) : 1.03-1.26(4H, m), 1.32(3H, t, J =7.3
Hz), 1.49-1.79(4H, m), 4.38(2H, q, J =7.3Hz), 4.90(2H, s),
7.17(1H, d, J =8.3Hz), 7.41(1H, s), 7.75(1H, s), 7.82(1H,
s), 8.02(1H, s).
(= 4 5] 232)

3, 4-ZA—3—F—7—((4—(N—(4—stog £ )AL T
AE)FR)RE — 1 — R )~ 6—=Z A T RAE Bk — 2 — 5 8 7,

il

H;-
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98808764. 2 oW B FE157/200H;

bag: e
- Cm ﬁcoza

£ 5+ 18 ﬁ£(129mg, 1.05mmol)ag K (5mI)E iR ¥ e A = K &
Brdg & R oL ah (226ul, 1.05mmol)fe = Z i (146pul, 105mmol), e
BRI eT 2L b o N E S 814514 4(200mg, 523umol)
B9 N, N—FEAT®E(m)ER, Aro#AEE 20868, ER
ﬁ;&w}o)\mi&@s,Jﬂf@ﬁof?ﬁm%;‘%ﬁ:,)ﬂi:jiaﬁa,iéi%-k%’%,
KB EE u'lcﬁ] EREEE R (A TR -8 =(30:1>7:1))
A IFE a9 E, BEFEHN R RFAS 4 87.0mg o K F
33%.,
HR-FAB- : 510.1154 (+1.9 mmu).

(3 4 %) 233)

3, 4—— A —3—8A—7—(4—(N—QB—E5£)84L7F

BEAA)PE)RoE — 1 —£)—6— = AP AEEH—2 —H5 T
Bg
H
O__N

1 B £ 454 81 49 1L 4 49 (200mg, 523pumol)feE vy — 3 — %
B2 (135mg, 1.05mmol), %8 5 %46 1) 232 48 B a9 % % . 1§34
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98808764. 2 oW B 5E158/200H

Gk R ARFAMIL S 4 204mg o W FE TT7%.
HR-FAB- : 506.0739 (-0.7 mmu).

(% 7& 5 234)

3, 4—— A —3—8—7—((4—(N—(KH#koh—2—%)
AATBHAL)TER)RLE—1—R)—6—=Z A FTRAEEMN—2—
7 8% T B

I

H
OTN _
/C\ o 04
NON -‘ NIcoza
¢ N0
F3C N

f£ F 46 5] 81 849 1L 4 4 (200mg, 523umol)fo £ H# vhvh— 2 —
# 852 (102mg, 628umol)ag N, N — — F & FEL Az (5mi)iZ ik F 4o
AN KA B A R L (226ul, 1.05mmol) fo = T #& (1464l
1.05mmol), £60CHH 6 /hot, ARBRERFTIANLIRE, A
o okiE B, MAKGBMETHR, RBHREEN, AR
HEEE (CRLUB-IR(11)>LB35) #4334k 8,
B FEHRKRFLIAY 114mg o dE 40%.
HR-FAB- : 540.1104 (-2.7 mmu).

(% & 1) 235)

3, 4—ZA-3-#W—-T7—(4—(N-KERATHAL)
FTA)RE—1T—E)—6—=ZRHFTEAEEHR—2 -

H
O_N
ISt
Q/NI:IthcozH
F3C ﬁO
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98808764. 2 oW B 5E159/200H

EEe 215 a5 1L 4 4 (100mg, 199umol)ay T 3 (4ml)is ik
& o N IN SR L 42K E R (697ul, 697umol), & 42 XK (4ml).
ES50CTFHFE 15 e, A g, oAk k, $ERETEY,
Rl 3N 8387 A aibk, B B ke d ik, AKEERE AT,
FaEEHRIKIFALEH 63.0mg, & 64%.
mp 193-195°C (4 #%) .
Anal. Calcd for C, H, 4F,;Ns05 - 6/5H,0 : C, 50.95 ; H, 3.
34 ; N, 14.15.
| Found : C, 30.63 ; H, 2.0
6 ; N, 13.95.
HR-FAB- 472.0885 (+1.6 mmu).

(% 7 ) 236 ~ 252)

o

2B 5 F A 235 B a9 F E, #HIFTF R & 14323485 1L
/I

# 14 Y
{;L COzH
ch\/;[

FAE R xa&f R xit ) R
236 ) 22 XD 248
237 1 o a3 249 (O

N, B7
238 1O 244 250 ()

ol

239 1O 25 L 51

220 7 as T 5 0D
&4 oy i

247

CO,H

241
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98808764. 2 oMW B 5E160/2005

(3 46 5] 236)
mp 152-154°C.
HR-FAB- : 549.9987 (+1.3 mmu).
(%36 4] 237)
mp 219-221°C.
Anal. Caled for C, H, ;BrFyN;0; - 1/2H,0: C, 44.95; H, 2.
1; N, 12.47.

(@3]

o Found: C, 44.80; H, 2.2
8; N, 12.21.
HR-FAB- : 549.9981 (+0.7 mmu).

(3 7 %) 238)

mp 218-220°C.
Anal. CalCd fOI‘ Cz 1H138PF3N505 . 1/2H20: C, 44.94; H, 2.5

1; N, 12.47.
Found: C, 45.00; H, 2.2

9; N, 12.23.
HR-FAB- : 549.9969 (-0.4 mmu).

(% 7 %) 239)

mp 184-186°C.

Anal. Caled for C, (H,3F4N;05; - 1/2H,0: C, 50.41; H, 2.32;
N, 13.99.

Found: C, 50.11; H, 2.7
2; N, 13.67.

HR-FAB- : 490.0788 (+1.4 mmu).

(% 7% 1) 240)
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98808764. 2 oW B E161/200H,

mp 204-206°C.
HR-FAB- : 506.0497 (+1,8 mmu).
(% 7 1) 241)
mp 204-206°C.
Anal. Calcd for C,,H,,C,,F3N505 - 6/5H,0: C, 44.73; H, 2

O7; N, 12.42.
Found: C, 44.91; H, 2.31;

N, 12.09.
HR-FAB- :. 540.0046 (-4.4mmu).

(% & 5] 242)
mp 166-168°C.
Anal. Calcd for C,,H,3F¢Ns05 - H,0: C, 47.24; H, 2.70; N,
12.52.
Found: C, 47.36; H, 2.51;

N, 12.21.
HR-FAB- : 540.0732 (-1.1 mmu).

(% 76 ] 243)
mp 194-196°C.
HR-FAB- : 540.0743 (+0.0 mmu).

(3% 56 15 244)
mp 179-181°C. .
HR-FAB- : 486.1013 (-1.2 mmu).

(% 56 4] 245)
mp 210-212°C.

Anal. Calcd for Co2Hy6FygN504 - 1/2H,0: C, 51.57; H, 3.34;
N, 13.67.
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98808764. 2 oW B E162/200H,

Found: C, 51.71; H, 3.1
3; N, 13.43.

HR-FAB- : 502.0992 (+1.7 mmu) .

(% 6 %) 246)
mp 210-212°C.

Anal. Calcd for C, ,H, sFaNs0, - 3/2H,0: C, 49.47; H, 3.34;
N, 12.54.

Found: C, 49.67; H, 3.1
0; N, 12.37.
HR-FAB- : 530.0942 (+1.8 mmu).

(% 76 5 247)
mp 196-198°C.
HR-FAB- : 530.0925 (+0.2 mmu).

(5% 5& 5] 248)
mp 208-210°C.
Anal. Calcd for C,5H, ¢F,¥50; - 2.8H,0: C, 52.32; H, 3.79;
N, 12.20.

Found: C, 52.09; H, 3.4
0; N, 12.01.

HR-FAB- : 552.1044 (+1.9 mmu).

(% 3& 18] 249)
mp 165-167°C.
HR-FAB- : 486.1043 (+1.8mmu).

(% 7% 5 250)
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98808764. 2

B

B 5163/2000

mp 225-227°C.

Anal. Calcd for 021H20F3N505 . 7/10H20 C, 5126, H, 4.38

; N, 14.23.

Found: C, 51.13; H, 4.

16; N, 14.04.
HR-FAB- : 478.1336 (-0.2 mmu).

(3£ 56 15) 251)
mp 267-269°C (% f%) .

Anal. Calcd for ClnggFgNsoss' Z.BHQO: C, 43.82;

; N, 13.44.

Found: C,
9; N, 13.07.
HR-FAB- : 478.0433 (+0.0 mmu).

(3 4% %) 252)

mp 245-247°C (4% f%)

HR-FAB- : 512.0789 (-2.9 mmu).
(% 55 5 253)

H, 3.21

43.96; H, 2.8

7 —((4—(N—Q@B 432 XA VAL FTEAA)T & )kl — 1
—#£)—3, 4 -8 —3—F—6 —=ZH FHhEEH— 2 —F

<2
28

H
COzH
Y @ 2
N_ COaH
T

o)

F£ %6 5] 228 44 1L 4 (180mg, 314pumol)ay 32
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98808764. 2 oW B E164/2005

FAaNREBE(M), EERTHRHSE 2 et ##FE 1RE, A
K, dEMEH B &K, AKRE, BHEH T INARL
eRKRERE, LIEKRAXTREY, B 3INLKIAT H pH
Ehagabth, AKRAEFERT, BFEBEH RRKFLANLES
25.0mg . & F 15%,
mp 215-217°C (% #%)
HR-FAB- : 516.0778 (+1.1 mmu).

(% 7 1) 254)

3, 4——Hf—3—8—7—((4—(N—(4 —sk2 2 )R AT
B R A )T R )kl — 1 — R )— 6 —Z A FTRAE Bl — 2 — 5%

£ R 232 85 1L 4 4 (75.0mg, 149umol)as Z 2 (2ml)ig ik
Foae N TN &AL 42 KRR (5220, 522umol), & A0 A7 (2ml),
ES50CTHMHF 1508, ASErp, mMAKK, SiERETELY,
B3N BT A pHA . R ERE, A& RAMA £ 30 -
Z SP850 [K—oK—i(5:1)) 445, AKEHH. 5K
FE I RIRAFAMICES 4 5.0mg . L FE 7%,
mp 254-256°C (4 A%)
HR-FAB- : 473.0844 (+2.3 mmu).

(% 76 15) 255)

3,4—;5—3—m—7—am4N—M—é%§@£?
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98808764. 2 oW B 5E165/200H,

BAE)TA)koE — 1 —H£)— 6 —ZRKFTEALEEH— 2 A&

o_R
LG
\O ‘N

N

ﬁNICOQH
FaC™X ﬁ 0

B — 4 — # 8 (182mg, 1.05mmol)ay F (5ml)ig & P A7 A
— R £ B & & R L4 (226pl, 1.05mmol) = = T fx (1464l,
1.05mmol), A E R 3 Phat, ELFAANZES 81 91LED
(200mg, 523umol)as N, N — = P & T &t (1ml)E ik, & 4ok
@m2$ﬁo£&ﬁﬁ¢mkcﬁ6ﬁ,mm#@&m%%é[
AR KESETR, RBREEN. Akiaée#d: (ZAFK
L LE(3017:1)) B BH G A, BHEEHAKS, 4
AR -3 —8—7—((4—(N—(4 -tk K )AL FTBRRAK)T A)
Kk — 1 —E)—6—=ZRAFTEALEEHKR— 2R 188mg,
M % 65%, |

f£ PR 12 2 8% (150mg, 272umol)ay 2 8 (3ml)ig i ¥ /2 A 1N
FE fe 42 K E % (950ul, 950umol), F e A K (3ml), &£ 50CTF
B 1.5 8t S B, MAKK, FEIMLERESH, oA 3N
St A E, LERETREY, AEMRAM A £ - X SP850
(K— T (20:155:1)) ##liEim e, ARk Ew% L, FEHIEBE
tr AR AR AR A 10.3mg o K FE 7%,
mp 239-241°C (% #%)
HR-FAB- : 523.0975 (-0.2 mmu).

(% 48 1) 256)
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98808764. 2 oW P 5E166/2005

7—((4—(N—(4 —#AEFE)RATHAL)T A )Rk — 1
—#%)—3, 4——A—-4—-CA—-3-8M—-6—=ZATEEE

dh— 2 — FREL

H
O_N
AN B
N O CO,H
LN~ I :ICOZH
FsC N0

f£ % 4 15 82(560mg, 976umol)ay N, N — = F & FEtAx
(10mI)i% ik + 4o A 8% 85 47 (540mg, 3.90mmol) e sz X 2 5 (625ul,
7.81mmol), £ 80 CTH 4 2 b8t B, A& T (625ul,
7.81mmol). F#H 16 e, KB EERN B, AR TE,
BN INBFKIAT AB L, 0B EFNE, Aibfm iRk
B, MAKZBETR, Rk EEM, AaakiréiEti (2K
LB — T (1:355:1)) ¥4 35as55:8, 2 FEHRK 4 —
A BB EE 102mg » HFHEH T ZEC2mI)E, KK A 1IN
F AL 42 R E R (593ul, 593umol), K (2ml), £ 50 C FH# # 1.5
Nat . AHE, mANKkK, FIERERES, oA 3N EFKIAT
A pH4 B, TEMMESK, FORAAK. LB LEEEE T,
R EH RAKFAMILS 4 19.0mg o MK % 20%-.
mp 194—196°C.
HR-FAB- : 544.1055 (-2.5 mmu).

(5 46 4] 257)

3—ZAA—-—T—4—(IN—(4—CRAFAEAXR)AALATH
FOE)T )Rk K )— 6 — o A BB — 2 — FREK O 7
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98808764. 2 oW B FE167/200H,

J/\, C‘co Et
j:/\[ CO,E
O,N N’ OEt

f£ 56 15) 84 441 4 49 (329mg, 849umol)ag K (30ml)ix ik ¢
MmN 4 — F R & 8 FBL LB (325mg, 1.70mmol), Ao =k
2.8t AHE, REBHREEN, AaRizéei#E (KR —-0TH
ZE=11) £2EHe%E, FHAELTHHLANEDY
488mg . M F 99%,
LH-NMR(CDCls, &) : 1.38(3H, t, J =6.9Hz), 1.46(3H, t, J
=7.3Hz), 1.53(3H, t, J =6.9Hz), 4.35(2H, q, J = 6.9Hz),
4.55(2H, q, J =7.3Hz), 4.66(2H, q, J =6.9Hz), 5.25(2H, s)
, T.17(tH, s), 7.25(1H, d, J =1.0Hz), 7.47(2H, d, J =8.8Hz

), 7.71(1H, d, J =1.5Hz), 7.99(2H, d, J =8.8Hz), 8.15(1H,
s), 8.45(1H, s).

(%76 5] 258 ~ 262)
BB 5 Eak ) 257 A B 45 F ik, HIFTF L K 152 4y 1L 4

)

Cc

& 15

H
);?EN\R | 258 A1, 281 (':O
"\\,Nﬁ NyCosE 259 DO ETIDG)
0N"N

OEt CF3
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98808764. 2 oW B 5E168/200H

(% 4 %5 258)
'H-NMR(CDCly, &) : 1.46(3H, t, J =7.3Hz), 1.53(3H, t, J
=T.3Hz), 4.55(2H, q, J = 7.3Hz), 4.67(2H, q, J = 7.3Hz),
5.25(2H, s), 7.11(1H, s), 7.26(1H, d, J =1.5Hz), 7.33-7.4
2(2H, m), 7.57(1H, dt, J =8.3, 1.0Hz), 7.71(1H, d, J =1.5H
z), T.84(1H, s), 8.16(1H, s), 8.45(1H, s).
(% 7 %) 259)
'H-NMR(CDCly, &) : 1.47(3H, t, J =7.3Hz), 1.53(3H, t, J
=6.9Hz), 4.55(2H, q, J =7.3Hz), 4.67(2H, q, J =6.9Hz), §
.25(2H, s), 6.82-6.89(3H, m), 7.71(1H, d, J =1.5Hz), 8.04-
8.07(1H, br), 8.16(1H, s), 8.45(1H, s).
(% 7 15 260)
'H-NMR(CDCly, &) : 1.46(3H, t, J =7.3Hz), 1.53(3H, t, J
=6.9Hz), 4.55(2H, a, J =7.3Hz), 4.67(2H, q, J =6.9Hz), 5
.27(2H, s), 7.55(1H, s), T.T1(1H, d, J =1.5Hz), 7.91(2H, s
), 8.16(1H, s), 8.46(1H, s).
(% 4 5 261)

'H-NMR(CDCly, &) : 1.47(3H, t, J =7.3Hz), 1.53(3H, t, J
=T.3Hz), 4.55(2H, q, J =7.3Hz), 4.66(2H, q, J = 7.3Hz),
5.30(2H, d, J =1.5Hz), 7.13(1H, s), 7.45-7.52(3H, m), 7.53
(1H, dd, J =6.9, 1.5Hz), 7.66(1H, d, J =8.3Hz), 7.72-7.90(

3H, m), 8.16(1H, s), 8.45(1H, s).

{

(% 75 7] 262)
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98808764. 2 oMW B 5E169/200H

2H, m), 1.67-1.72(2H, m), 1.91-1.95(2H, m), 3.48-3.52(1
H, m), 4.55(2H, q, J =7.3Hz), 4.66 (2H, q, J =7.3Hz), 5.1
0(2H, s), 7.18(1H, d, J =1.0Hz), 7.68(1H, d, J =1.5Hz), 8.
14(1H, s), 8.43(1H, s).

(% & ) 263)
7—(4—((N—((4 —2FE)TE)AA FTHAL)T A )k
JE\)_3_ZJ§L£\—-—6—EQ]£“§U o — 2 —FRBR T &5

Br
H
QOYNVQ
O,N N OEt

e 84 #5914 (150mg, 387umol)de 4 — i KX L&

(166mg, 774umol)&y X (12mI)ix & ¥ Ao A = R A 8588 & R 1L 4
(167ul, 774umol), H e XN = Z A& (108ul, 774umol), #e ik = & 3
hEf, AEHE, ABREEN, ARk EEE (TR -8 T
B = 2.1 JL 2 FE R E FHEFERLTHFMLEH 121mg.
1% 52%,
LH-NMR(CDCl;, &) : 1.47(3H, t, J =7.3Hz), 1.53(3H, t, J
=7.3Hz), 4.34(2H, d, J =6.4Hz), 4.55(2H, q, J = 7.3Hz),
4.67(2H, q, J =7.3Hz), 5.16(2H, s), 7.17(2H, d, J =8.3Hz),
7.19(1H, s), 7.45(2H, d, J =8.3Hz), 7.68(1H, s), 8.14(1lH,
s), 8.44(1H, s).

(% 76 5] 264 ~ 277)
1% B8 L5 g6 ) 263 AA R &4 F &, H1F T & & 162 ey LS
4 o
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98808764. 2 oW B FE170/200H

. H
% 16 0 Neg

0
NeN_ N, COEL
OQNUNIOEt
K] R ELf R E A R
o4 Q2 T e L0
Br
265 ) 270 LD 275 A}

265N© 271 ,C’N 276 @
267 ,@N"" 272 ,[Nj 277

N

E
s Q0
268 I:LF 273

(%% 76 7] 264)

"H-NMR(CDCl,, &) : 1.47(3H, t, J =7.3Hz), 1.53(3H, t, J
=7.3Hz), 4.37(2H, d, J =5.9Hz), 4.55(2H, q, J = 7.3Hz),
4.67(2H, q, J =7.3Hz), 5.17(2H, s), 7.18-7.24(3H, m), 7.38

-7.44(2H, m), 7.68(1H, d, J =1.0Hz), 8.15(1H, s), 8.44(1H,
s).

(% 7 ] 265)

'H-NMB(CDCl;, &) : 1.47(3H, t, J =7.3Hz), 1.53(3H, t, J
=6.9Hz), 4.46(2H, d, J =6.4Hz), 4.55(2H, q, J = 7.3Hz),

4.67(2H, q, J =6.9Hz), 9.15(2H, s), 5.30-5.40(1H, br), 7.1

2-7.33(2H, m), T.41(1H, d, J =6.9Hz), T7.54(1H, d, J =7.8Hz
), T.68(1H, s), 8.14(1H, s), 8.44(1H, s).

(5% 7 %) 266)

H-NMR(CDCl,;, &) 1.08-1.25(2H, m), 1.30-1.44(2H, m),
1.47(3H, t, J =7.3Hz), 1.53(3H, t, J =6.9Hz), 1.55-1.60(
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98808764. 2 oW B E171/2005;

'"H-NMR(CDCI;,8):1.47(3H,t,J=7.3Hz), 1.53(3H,t,J=6.9Hz), 2.82
(2H,t,J=6.9Hz), 3.47(2H,q,J=6.9Hz), 4.55(2H,q,J=7.3Hz), 4.66(2H,
q.J=6.9Hz), 4.85(1H, brs),5.12(2H,s), 7.17-7.22(3H,m).7.27-7.31
(2H,m),7.67(1H,d,J=1.5Hz), 8.14(1H,s),8.43(1H,s).

(% 76 ) 267)

'H-NMR(CDCl;,8):1.47(3H,t,J=7.3Hz), 1.53(3H.t,J=6.9Hz), 2.90
(6H,s), 4.55(2H,q,J=7.3Hz), 4.66(2H,q,]=6.9Hz), 5.21(2H.s), 6.57
(1H, brs),6.70(2H,d,J=8.8Hz), 7.69(1H,d,J=1.0Hz), 8.15(1H,s),
8.44(1H,s).

(3= 4 1) 268)

'"H-NMR(CDCl;,8):1.47(3H,t,J=7.3Hz), 1.53(3H,t,J=6.9Hz). 4.55
(2H,q,J=7.3Hz), 4.67(2H,q,J=6.9Hz), 5.26(2H,s), 6.63-6.69(1H.m),
6.97-7.06 (2H, m),7.26(1H,d,J=2.0Hz), 7.71(1H,d,J=1.0Hz). 7.90-
8.10(1H,br), 8.16(1H,s), 8.45(1H,s).

(5 & 18] 2609)

'"H-NMR(CDCl;,8):1.47(3H,t,J=7.3Hz), 1.53(3H,t,J=6.9Hz). 4.55
(2H,q,]J=7.3Hz), 4.67(2H,q,J=6.9Hz), 5.28(2H,s), 7.21(2H.s), 7.27
(1H,d,J=1.5Hz),7.72(1H,d,J=1.5Hz),7.80(1H,d,J=8.8Hz),7.83(1H,s
).8.17(1H,s),8.45(1H,d,J=9.3Hz),8.46(1H,s).

(346 1) 270)
'"H-NMR(CDCl;,8):1.46(3H,t,J=7.3Hz),1.52(3H,t,J=6.9Hz).4.54
2H,q,J=7.3Hz), 4.66(2H,q,J=6.9Hz), 5.28(2H,s), 7.01(1H,s), 7.27
(1H,d,J=1.0Hz),7.35-7.46(3H,m),7.71(1H,d,J=1.0Hz),7.75(1H.d,J=
7.3Hz),7.76 (1H,d,J=8.8Hz),7.99(1H,s),8.15(1H,s),8.44(1H.s).
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98808764. 2 oW B E172/200H;

(%5 5] 271)

"H-NMR(CDCl;, &) : 1.46(3H, t, J =7.3Hz), 1.52(3H, t, J
=6.9Hz), 4.54(2H, q, J =7.3Hz), 4.66(2H, q, J = 6.9Hz),
5.25(2H, s), T7.25(1H, s), 7.63(1H, brs), 7.12-7.33(2H, m),
T.T4(1H, d, J =1.5Hz), 8.03(1H, d, J =8.3Hz), 8.15(1H, s)
» 8.29(1H, dd, J =4.9, 1.5Hz), 8.44(1H, s), 8.55(1H, d, J

=2.4Hz). :
(% %6 5] 272)
'H-NMR(CDCls, &) : 1.47(3H, t, J =7.3Hz), 1.53(3H, t, J
=7.3Hz), 4.55(2H, q, J =7.3Hz), 4.66(2H, q, J =7.3Hz), 5
.30(2H, s), 7.28(1H, s), 7.73(1H, s), 8.12(1H, s), 8.17(1
H, s), 8.23(1H, s), 8.30(1H, d, J =2.4Hz), 8.46(lH, s), ¢
.36(1H, s).
(5 7 %) 273)
'H-NMR(CDCly, &) : 1.47(3H, t, J =7.3Hz), 1.53(3H, t, J
=7.3Hz), 4.55(2H, q, J =7.3Hz), 4.66(2H, q, J =7.3Hz), 5
.33(2H, s), 7.30(1H, s), 7.56(1H, d, J =8.3Hz), 7.T0(1H, s
), T.72(1H, d, J =5.4Hz), 7.74(1H, s) 7.83(1H, d, J =8.3Hz
), 8.10(1H, s), 8.17(1H, s), 8.14(1H, d, J =4.9Hz), 8.47(1
H, s), 8.83(1H, d, J =5.4Hz) .
(ii&ﬁq274)

'H-NMR(CDCl,, &) : 1.45(3H, t, J =7.3Hz), 1.51(3H, t, J
=7.3Hz), 4.53(2H, q, J =7.3Hz), 4.62(2H, q, J = 7.3Hz),
5.25(2H, s), 5.75(1H, s), 6.74(1H, td, J =8.8, 2.5Hz), 7.0
0(1H, dd, J =9.8, 2.5Hz), 7.11(1H, dd, J =8.8, 4.4Hz), 7.2
5(1H, d, J =1.0Hz), 7.73(1H, s), 8.11(1H, s), 8.40(1H, s),

8.75(1H, s), 9.82(1H, s).
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98808764. 2 oW B FE173/200H,

(3 3 5} 275)
'"H-NMR(CDCl;.8):1.46(3H,t,J=6.9Hz), 1.53(3H.t.J=6.9Hz). 4.55
(2H,q.J=6.9Hz). 4.66(2H.q.J=6.9Hz), 5.25(2H.s). 6.60(1H.dd.
J=3.9,1.5H2).6.80-6.86(2H,m).,7.25(1H,s),7.52(1H.s).7.69(1H.d, J
=1.5Hz). 8.15(1H.5),8.44(1H,s).

(% 7 f5) 276)
'H-NMR(CDCl;,S):l.47(3H.t,J=7.3Hz), 1.53(3H.t.J=6.9Hz), 4.55
(2H.q.J=7.3Hz), 4.66(2H.,q.J=6.9Hz). 5.23(2H.s). 6.94(1H.dd,
J=4.9,1.0Hz),7.07(1H,s),7.20-7.24(3H,m),7.69(1H.d.J=1.0Hz),
8.15 (1H.s).8.44(1H.s).

(5 7& 45} 277)
'"H-NMR(CDCl;,8):1.47(3H.t,J=7.3Hz). 1.53(3H.t.J=7.3Hz). 4.54
(2H,q.J=7.3Hz), 4.66(2H.q.J=7.3Hz), 5.29(2H.s). 6.52(1H.bs),
7.14.—7.19(2H.in),7.32(1H,d.J=7.3Hz),7.36(1H.s),7.44(1H.d,J=
7.3Hz). 7.71(1H.s).8.15(1H.s),8.45(1H.s).

(5 7% 5] 278)

3, 4—=—&a2—T7T—@4—((IN—(4—-—ZAEKEFE)ARXT
BMEAK)PRE)RAR)— 6 — A — 3 —FEL Bk — 2 — 5
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98808764. 2 oW B E174/200

1L % 56 ) 257 84 1L & 49 (488mg, 844pumol)ay 38 8% (10ml)iE &
TN ER(2.5ml), £EE FRHF 24 bat R ER T A0 AK,
TR E R REKR, AKEEERF, B2 EBHEH L KIFH
ft 549 372mg . Ik & 80%,

mp 207-209°C (4 f%)
Anal. Calcd for C,3H, gNgOy - 3/2H,0 : C, 50.28 ; H, 3.85

; N, 15.30.
Found : C, 50.02 ; H, 3.6

2 ; N, 14.94.
HR-FAB- : 521.1057 (-0.8mmu).

(%71 279 ~ 288)

R E RaE 278 AR e ik, BB TEANTLHHILE

& 17

H
OYN‘R
o

Y N, CO.H FQ
T o Qe

QN"N0
2 H

(% 7 4] 279)
mp 242-244°C (% )
HR-FAB- : 474.0788 (-1.0mmu).
(% 4 5] 280)
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98808764. 2 oMW B FE175/200H;

mp 209-211°C (4 %)
Anal. Calcd for C22H19N707 'Hgo : G, 51.66 ; H, 4,14 ; N

, 19.17.

Found : C, 51.72 ; H, 4.15
; N, 18.46.

HR-FAB- : 492.1248 (-2.0mmu).
(3% 48 %) 281)
mp 241-243°C (4 #%)
Anal. Calcd for C,oH,,F,Ng0, - 3/2H,0 : C, 46.79 ; H, 2.
95 ; N, 16.37.
Found : C, 46.90 ; H, 2.5
8 ; N, 16.11.
HR-FAB- : 485.0650 (-0.7mmu).

(5 76 4] 282)

mp 217-219°C (4 #%) .

HR-FAB- : 585.0613 (+1.9%mmu).
(% #& 15 283)

mp 224-226°C (4 /%)

Anal. Calcd for C, ,H, ¢Ng0, -H,0 : C, 55.60 ; H, 3.50 ; N
, 16.21.

Found : C, 55.67 ; H, 3.39
; N, 15.88.

HR-FAB- : 499.1031 (+2.9mmu).

(%46 15 284)
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98808764. 2 oW B E176/200H

mp 275-277°C (% A%) .
Anal. Caled for C, , H,¢NgO; - 3/4H,0 : C, 56.09 ; H, 3.43
; N, 16.18.

Found : C, 56.25 ; H, 3.3
6 ; N, 15.94.
HR-FAB- : 499.1021 (+1.9mmu).

(% 76 %) 285)

mp 212-214°C (% #%)
Anal. Caled for C, ,H,4N;0, - 1/2H,0 : C, 54.21 ; H, 3.93
; N, 17.24.

Found : C, 54.22 ; H, 3.7
8 ; N, 17.21. |
HR-FAB- : 477.1151 (-0.8mmu).

(35 76 1) 286)

mp 237-239°C (4 f%) .
Anal. CaICd fOP Cg QH20N507 * 3/4H20 . C, 51.12 s H, 4.61
; N, 17.88.

Found : C, 51.35 ; H, 4.6
2 ; N, 17.44.

HR-FAB- : 455.1324 (-2.0mmu).

(5 7 1] 287)
mp >300°C.
Anal. Caled for C,gH,,NgO0, - HCl - 3/5H,0 : C, 43.27 ; H,

2.86 ; N, 22.43.
Found : C, 43.21 ; H, 2.8

3 ; N, 22.55.
HR-FAB- : 451.0753 (+0.3mmu).
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98808764. 2 i

B FE177/2000

(5 #& 5] 288)
mp >300°C

Anal. Calcd for C,3H,5N,0, - 2HCI - J.3H,0 : C, 43.59 ; H,
3.75 ; N, 15.47.

Found : C, 43.25 ; H, 3.3

6 ; N, 15.08.
HR-FAB- : 500.0960 (+0.5mmu).
(% 7 %] 289)
7—(4—((N—(4—2FRATA)RATFTHAAL)T £ )x2L
£)—3, 4— -5 —6—@if— 3 —FAEBH— 2 —FHBHK

Br
N, CO,H

E Rk ) 263 a9 1L & (121mg, 202umol)ay 35 34 (2.5ml)iE
e N 2 B(0.5ml), £E R T HHF 20 8T, £ R EIR T 40 XK,
TEMRE ARG, AEMRAMA £y - X SP850 [k
— K — T #(20:152:1)] 47 %], EEH R RIFEHELEY
22.2mg . & F 20%.,

mp 217-219°C (4 42)

Anal. Calcd for C, H,sBrNgO; - 1/2H,0 : C, 45.67
2 ; N, 15.22.

; H, 2.9

Found : C, 45.71 ; H, 2.7
9 ; N, 15.20.

HR-FAB- : 541.0099 (-0.8mmu).
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98808764. 2 oW B FE178/200H

(%76 ] 290"~ 293)

BB E Xk 289 MB A F ik, HIETHEA 18 WA LS

® 18 £i64) R

LOYH\R 290 \/Qar

o Br

N:N N, COsH 231 \D

OzNUﬁIO 292 F]@’F
293 )

(% 76 15 290)
mp 159-161°C (% #%) .
Anal. Calcd for C,  H,; sBrNgO, : C, 46.43
5.47.

; H, 2.78 5 N, 1

Found : C, 46.55 ; H, 2.87 ; N,
14.92.

HR-FAB- : 541.0085 (-2.2mmu).

(< #& 1) 291)

mp 187-189°C (4 #%) .
Anal. Calcd for C, H,sBrNg0, : C, 46.43 ; H, 2.78 ; N, 1
5.47.

Found : C, 46.13 ; H, 2.80 ; N,
15.34.

HR-FAB- : 541.0113 (+0.6mmu).

(% 7% ) 292)
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98808764. 2 oW B FE179/200H

mp 218-220°C (& #%) .
Anal. Caled for C,qH,,F,NgO; - 2/3H,0 : C, 48.20 ; H, 2.
68 ; N, 16.86.
Found : C, 48.40 ; H, 2.3
5 ; N, 16.50.
HR-FAB- : 485.0698 (+4.1mmu).
(% #& 1) 293)
mp 228-230°C (& /%) |
Anal. Caled for C,4H,4N;0, - H,0 : C, 48.61
, 20.89.

; H, 3.22 ; N

Found : C, 48.38 ; H, 3.11
; N, 20.99.

HR-FAB- : 450.0784 (-1.5mmu).

(% 7€ 17 294)
3—CZAA-T—-4—-((N—(4—CREHEE—-2—-RFEL)
AAFTHRAL)FTA)R L E)— 6 — A BBk — 2 — #4328

"CL

J/\, CO,Et
ﬂ COzEt

OoN N’ OEt

/£ F 56 1) 84 49 1€ 4 47 (500mg, 1.29mmol)4y = & F % (10ml)
B P N 4 —FREHE—~ 3 — % 4 F 8 8 (541mg,
2.59mmol), EEZ R TFTHHF 2067, #F—RE, KRB EEM,
Akt edis (TR— L8 T8 (2:1151:2)]) # 4 F 249 580&,
FElIEEENRKFMLES4 670mg, MFE 87%,
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98808764. 2 oW B 5E180/200H

'H-NMR(DMSO-de, &) : 1.31(3H, t, J =6.8Hz), 1.36(3H, t,
J =6.8Hz), 1.43(3H, t, J =6.8Hz), 4.30(2H, q, J =6.8Hz),

4.48(2H, q, J =6.8Hz), 4.62(2H, q, J =6.8Hz), 5.14(2H, s)
, 7.62(1H, s), 7.70(1H, d, J =11.2Hz), 7.77(1H, d, J =8.3H

z), 8.00(1H, t, J =8.3Hz), 8.46(1H, s), 8.66(1H, s), 9.93(

1H, s).
(3% 4. 1) 295)
3—ZEAA—-—T—4—((IN—(5—C &£+

A TFOAL)TE)RLE)— 6 — AT EH— 2 — A H

CO,Et
g 5 FJO
U CO,E?
OsN N OEt

1% A 5% 3540 84 491 4 4 (200mg, 516umol), %8 5 5 4% )

294 B M F ik, FEEFEHARFMIL S Y 249mg o K&
81%,
'H-NMR(DMSO-ds, &) : 1.31(3H, t, J =7.3Hz), 1.36(3H, t,

- 4.31(2H, q, J =7.3Hz),

J =T.3Hz), 1.43(3H, t, J =T7.3Hz),
12(2H, s)

4.48(2H, q, J =7.3Hz), 4.62(2H, q, J =7.3Hz), 5.
> T.37(1H, t, J =8.3Hz), 7.62(1H, s), 7.71-7.75(1H, m), 8.
06(1H, s), 8.38(1H, d, J =5.9Hz), 8.46(1H, s), 866(1H, s)

9.74(1H, s). .

b

(%% 4& %) 296)
3—CLAE-T—(4—(N—(Q—CRAAAAEL)AAPH
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98808764. 2 oW B E181/200H

BA)F A )kl £)— 6 — B L obBok — 2 — 5% 85 2 B9

gf*
COzEt
OzNj:IN OEt

f5 %45 84 85 L 4 47 (200mg, 516umol), =M 5 & ik )

H CO,Et
N

204 R ik, BEHEEEHAKREILESY 199mg . M E
67%.

LH-NMR (DMSO-d¢, &) : 1.32(3H, t, J =T7.3Hz), 1.37(3H, ¢,
J =7.3Hz), 1.43(1H, t, J =7.3Hz), 4.32(2H, q, J =T.3Hz),
4.48(2H, q, J =7.3Hz), 4.62(2H, q, J =7.3Hz), 5.12(2H, s),
7.16(1H, t, J =8.8Hz), 7.625(1H, s), 7.634(1H, t, J =8.8H
z), 7.95(1H, d, J =8.8Hz), 8.05(1H, s), 8.18(1H, d, J =8.8
Hz), 8.49(1H, s), 8.66(1H, s), 10.33(1H, s).

(3 7 4] 297)

7—(4—((N—(4—HBA-2-AFR)RALATHRAL)TA)
Kok h)— 3, 4— A —6—FHA— 3 —FEEHKR—2

m

£ 56 15) 294 49 1L & 4 (670mg, 1.21mmol)ay Z & (50ml) &
Boimim P e N IN B A LA KIER(3.37ml, 3.37mol), & A K
(fml), ERALAT, w#H@EE 1 o, S5, oA 4T%EE
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98808764. 2 oW B 5E182/200H

B (16ml), EEZ T 24 ot, MERBR LK, BREE
BR A, 33BEHRKRIFMILEY 254mg . K F 44%,
mp250-252°C (% #%)
HR-FAB- : 511.0683 (+3.3mmu).
(% & 5) 298)
7—(4—((IN—BG—#EA—2—RFEX)AALATFTHRAL)T L)
et A)— 3, 4——H—6—EX— 3 —BEBHK—2 KK

H

QOYNO’COZH
N_CO,H
02NKI 1,

1% 461 295 a9 1L 4 4 (100mg, 168umol), & 8 5 % 4% 4]
297 18 B #9 % ik 13 248 & 4 R R AT A & 4h 28.0mg ok F 33%.
mp >300°C.
HR-FAB- : 511.0633 (-1.7mmu).

(% # 4] 299)

7 _(4 —<(N —(2 gig)ii\?Eiﬁ )‘?ﬂ)u*m}f}t\)
— 3, 4—CH—6—HE—3—mERR— 2 — R
H CO.H
o N
. ©
N

O-N N O
2 H

t% B 5761 296 45 1L 4 45 (97.0mg, 197umol), 1 5 £k
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98808764. 2 oW B 5E183/200H

5] 297 AR a9 F ik, FEBEN KKFMILS 4 81.0mg, HF
REEH o
mp 216-218°C (4% /%)
HR-FAB- : 493.0752 (+0.8mmu).

(% #& %) 300)

3, 4—=—H—7—(4—(N—Q—ZEaEEZAFXL)ALT
BB E)TA)Roe )~ 6 — s — 3 — BB Boh— 2 — A8

H COEt

o N
o

NN _~_N_COZH
oa Ko
£ 5615 296 a9 1L 54 4 (197mg, 341umol)sy 3 35 (5ml)iE &R
PhaNREEZE(MI), EEE TS 4 by, #F5—-&. AEKR
GR B, ARkEREAT, BHBEH X RFLLEH
-17.0mg o K& 10%,
mp 182-184°C (4 #%)
HR-FAB- : 521.1070 (+1.3mmu).
(% #& ] 301)
3—CZAE—T—4—Q—#T Rkt f£)— 6 — 4 Lob-g

R — 2 — #4 8R T &

QOH
N \-

N _~_N_ CO,Et
XX
O,N N OEt

£ %% 139 #5144 (309mg, 999umol)#y N, N —=F
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98808764. 2 oW P E184/200H,

A PELAE(IOMIE R FIR A Av A 4 — (2 —# 2 A )k (270mg,
2.41mmol). ZZ&(1ml), £ 120 CF#H H¥ 15 ot & EIRE
RE#R, Akttt (ZATHSZ AT — Ta(10:1))
fmal, FEEREHL RKFHAILESY 114mg o Ik F 28%.
LH-NMR(CDCl,, &) : 1.47(3H, t, J =6.8Hz), 1.53(3H, t, J
=7.3Hz), 2.81(1H, d, J =4.4Hz), 2.87-2.92(2H, m), 3.97(2
H, t, J =5.9Hz), 4.55(2H, q, J =6.8Hz), 4.66(2H, q, J =7.

3Hz), 6.94(1H, d, J =1.0Hz), 7.66(1H, d, J =1.0Hz), 8.15(1
H, s), 8.42(1H, s).

(% & 1) 302)
7—(4—2—(N—(4 —#E2FXA)VAAFTERAA)T &£ )k
A)—3, 4——R—6—#L —3—BALBK— 2 —HH

CO,H
O

LT

0o~ N
Lo h
N

O,N NTO
H

f£ 36 301 4544 4 (110mg, 274umol)éy Z 4 (5ml)iE &
FheN 4 —F LT EFEKCE(B7.0mg, 298umol), # F —
o MERBRER, RiEEEE#EZ (ZRAFHESR T K —
VA (50:) A A F R R E S L E M T8 — R EER(5:1, 6ml)
., EBOCTHE09HE, AEBTHE—R. &EREA
Fig, B Fs e kEE e T REA1LE1KE4(60.0mg, 1.43mmol)
B K (Im)isiR ¥ Z 6, A TEGM)EREMR, £50CTFHRH
2 et RERSE R IR, EIFEeRET N IN BB, AT
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98808764. 2 o B 5E185/200H

A pH2, BORBE RS, EI28 6y %5 e A K, B £ &K,
RIXAK, THIEBREENT, FHEBEH R KiFHILe Y
70.5mg . ¥ F 51%,
mp >300°C.
HR-FAB-~ : 507.0902 (+0.lmmu).

(5= % 1) 303)

7—(4—(ARAFHE)RLKE)—3, 4—=—5H—6—s 4 —3—

R ok 9B ok — 2 — 4 BE

NN N__ CO,H
Y
0N ﬁo

¥ 465 139 a4 1k 4 49 (450mg, 1.46mmol)fevfok — 4 — 2
3% F 8 (617mg, 4.40mmol)es ZH SmNisa EWM F %5+, £
110 CTHH 156 ot MERBRER, Maktréeidtz (=
RTH) HHl, HRERTES KRB (51, 3m)b, BE —
Ro BMERBRER, ¥REGKREEMTIELS, PAAAL
2 1KE&#H(119mg, 2.84mmol)ay K (1m)ixik, # F — &, & E
%%&Eﬁ.éﬁﬂﬁﬁ,?MAOSNL&,%?%&&.@
KR E R, EFE 95 E e AK, B E &K, Rk A K.
BB CEREAENT, FEOLBEN RKFAMLSH 149mg
ME 27%.
mp >300°C.
Anal. Caled for C,  HeNs0, - Hy0 : C, 44.57 ; H, 2.94 ; N,
18.56.
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98808764. 2

oW B 5E186/200H

Found : C, 44.64 ; H, 3.11 ;

N, 18.64.

HR-FAB- : 358.0425 (+0.2mmu).
(3 7€ 1) 304)
3,

4—Z A8 —T—(4—(RTE)R4A)-6— 8L~ 3~
Bk B oK — 2 — A

OH

js
OZLKJ:INICOZH

£ E & 115 89 1L 4 4 (200mg, 405umol) P e A IN S R 1€
$2 K IE R (5ml), £ 80 C F#E4 2

et A s, BAIREFAT
AR M,

FEREREME, AERAMA L - X SP850
(RK—Zm=20:1)%F,F24#8&

£ 43%.,
mp 240-242°C (& #%) .
HR-FAB- : 330.0458 (-1.7nmu).

B R4k AR 2 L A 4h 57.8mg .

(% 5& 1#) 305)

3—ZAA-T—CB—-(IN—(4—-—CAAKAFL)RAT&
£V )?%)—4""*“"@”— 1—R)— 6 —HAEEH—2—-RH

oy
H
28!
]\:(Q COqEt
N\/C[NTCOQEt
N OEt
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98808764. 2 oW B E187/200H

£ FE 5 120 851 44 (500mg, 1.21mmol)ay X (30ml)ix ik
AN 4—FREE 8 F8 LB (463mg, 2.42mmol), e #H =
w20 et A, LIEKENEaIK, AEREERT, /%
g e ARFBILE W 692mg, Mk £ 94%,
LH-NMR (CDCl,, &) : 1.37(3H, t, J =7.3Hz), 1.47(3H, t, J
=7.3Hz), 1.54(1H, t, J =6.9Hz), 4.34(2H, g, J =7.3Hz), 4
55(2H, a, J =7.3Hz), 4.68(2H, q, J =6.9Hz), 5.15(2H, s), 6
.56(1H, d, J =7.8Hz), 7.39(1H, dd, J =7.8, 2.5Hz), T7.43(2H
, d, J =8.8Hz), 7.Ti(1H, d, J =2.5Hz), T.97(2H, d, J =8.8H
z), 8.22(1H, s), 8.57(1H, s).

(3% 46 17 306)
7—3—(N—(4—CZa LA XL )AL
4 —abw#l —1—%£)— 3, 4——5—6 — 5

— 2 — #E

14 QCW

COQH

f£ %4515 305 49 1L 4 4 (692mg, 1.14mmol)a4 38 8 (12ml)iE
P AN REIEGmI), EFTETHREI8 T, ERER T oA
K, THEM Ak adhik, A KEEERT, 125 % &5 £ K4
LA 4h 548mg . ik E 86%,
mp 201-203°C (% #%)
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98808764. 2 oW B 5E188/200H

Anal. Caled for 'Cz sngNsolo . 1/2H20 : C, 53.78 5 H: 3.6
1 ; N, 12.54.

Found : C, 53.82 ; H, 3.6
9 ; N, 12.60.

HR-FAB- : 548.1053 (-0.1mmu).
(% 7& %) 307)

7—B—((IN—(4—#AAFXA)AATHRAKL)TA)— 4 —t
RE—1—%£)—3, 4 —=5—6

5 =4
— R B

H
O._N
Otg S ©002H
\N\/@ COH
O,N }l\j 0
f£ % 46 1] 306 491t 4 4 (383mg, 697umol)ay K (4mi) & ik &
+ e N 1IN R R L42KIERZ(6.97ml, 6.97mmol), £ & T ¥ 3
Aty AAREMA £ - X SP850 (K — M =20:1) #
HIREE B, AR, BRLZBKATH pH2 o STEMREW £ Y
mik, AKEEBERNT, FEHEFEHRKKRFAILES S 253mg -
K 65%.
mp 231-233°C (&% /%) .
Anal. Caled for C,,H,sN50,, + 2H,0 : C, 49.56 ; H, 3.44
; N, 12.56. |
Found : C, 49.32 ; H, 3.4
1 ; N, 12.47.
HR-FAB- : 520.0740 (+0.0mmu).
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98808764. 2 oW B 5E189/200H

(% 7 ) 308)
S—ZARE—T—(4—2FHh)kok— 1 — £ )F A — 6 — &

Ao B ok — 2 — ¥4 85 T A%
E\IT\OH

N* OE‘t

E3—CRA—T—FHA—6— A B Boh— 2 — 858
(2.00g, 6.55mmol)ay ™ & 1L 5 (200m1)iE & F /o A N — & X 3% 34
B I #% (3.51g, 19.7mmol), #2 £ 80°C. AR LA TN 2,
2'— 18 R = F T H(215mg, 1.31mmol), Aok A 6 /ot o & 47
B, STIETRERED, RBREEN, HEFHNYHEEHRTLHE
(50mI) &, Ao N 4 — (32 F & )ok ok 385 2 (2.21g, 16.4mmol), &
AN EZ L A% (2.28ml, 16.4mmol), Ao B A 6 8t &R EE B A
miE, Mkt ek (L8 E) e ks, 3384
Edr RIRAFAMIL S 4 293mg o I E 11%,

'H-NMR(CDCls, &) : 1.44(3H, t, J = 7.3Hz), 1.50(3H, t, J
= T.3Hz), 4.51(2H, q, J = T7.3Hz), 4.55(2H, s), 4.63(2H, q
» J = T7.3Hz), 5.77(2H, s), 7.11(1H, s), T7.41(1H, s), 7.58(
11, s), 8.63(1lH, s).

(% 4& 1) 309)

|

3—ZAA—-T—4—(IN—(4—ZERAHAFTL)RA TR
RE)VFA )k R )P L — 6 —sh b oBolk— 2 — # 5 LB
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98808764. 2 oMW B 5190/200H

0 CO,Et
ép”O*;tO
,\IINICOzEt
02 N"OEt
1# A E 455 308 49 1L 4 47 (40.1mg, 100umol), %8 5 K44
) 257 #E B a9 & &, 1FE KB EH LKAFAIL S 49.2mg . H&
% 83%.,
UH-NMR(CDCl,, &) : 1.39(3H, t, J =7.3Hz), 1.435(3H, t,
J =6.9Hz), 1.439(3H, t, J =T.3Hz), 4.35(2H, q, J = T.3Hz
), 4.44(2H, q, J =6.9Hz), 4.49(2H, q, J =7.3Hz), 5.17(2H,
s), 5.76(2H, s), 6.70-6.90(1H, br), 7.05(2H, d, J =8.3Hz),

7.31(1H, s), T7.34(1H, s), 7.70(1H, s), 7.85(2H, d, J =8.8
Hz), 8.47(1H, s).

(% 7% %) 310)

3—CARA-—T—U4—((IN—Q@—-CZARERXAFXLA)RA T
AAVP A )R )P L — 6 — i oS Bk — 2 — R 88 T B

0
g
«NN—YO E CO,Et
;@tN\ICOZEt
0, NTOEt
1% B 4615 308 49 1L 4 45 (253mg, 630umol), 4 8 5 % 4 4]
257 Bl a9 F ik, 123 EBEHN LKIFMLS Y 314mg o M F
84%,

L H-NMR(DMSO-dg, &) : 1.32(3H, t, J =6.8Hz), 1.33(3H, ¢,
J =7.3Hz), 1.35(3H, t, J =6.9Hz),  4.30(2H, q, J = 6.8Hz
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98808764. 2 oMW B FE191/200H;

), 4.37(2H, q, J =7.3Hz), 4.38(2H, q, J =6.9Hz), 5.20(2H,
s), 5.85(2H, s), 6.88(1H, s), 7.16-.7.22(2H, m), 7.25(1H,
s), T.47(1H, d, J =6.9Hz), 7.57(1H, s), 7.93(1H, s), 8.29(
1H, s), 9.24(1H, s).

(536 %) 311)

7 —(4 —((N —(3 — A A EA)VAATHAL)T A )RLRL)

— 3 —EAEBEK— 2 — AR

-5
e
|
w
D
|
[
e
|
o))
|
=
e

& =45 310 4946 4 40 (314mg, 530pmol)ay & 5 (4ml)iE i’
oA RBEB(AM), EEBTHE 3 Ko ERARPT IAK,
Sl AT s iR, AKKERERAT, ELF NN AR
44K % R (5.30ml, 5.30mmol), & E& FHHF 6 I eto ikt &
FEWE, MKRBEAT A pH2 o BB EM R &k, AKX
ik BRF, BB B & A R RAF AL A 30.5mg ol F 1%,
mp 229-231°C (2 M) . |
HR-FAB- : 507.0923 (+2.2mmu).

(576 4] 312)

3 LAk —6— AT (B—(RARAHKAZ

st
b
._a
B

b eR bE — 1 — R )EBRok — 2 — L BR T B8
H H

{ COzEt

OzN Ly OEt
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98808764. 2 oW B 5E192/200H,

£ E ) 139 a9 4L 4 45 (1.00g, 3.23mmol)as T i (16ml)ix
RPN 3 —(RE T HL)r&I(647mg, 6.46mmol), 4o E iR 2
et MERGBRER, BaKEEEE (AR —F8=
2001 ) #HHFEaRE, FRFLEL T MY, B HEH TR
R (10mh) P, ho N KB 5 FU5% 8 (219ul, 2.01mmol), AE& T
B2 ot MUERE R LR, MEikité& gk (TR—T8T
B = 11 A #3505 i& 5 & KKAFAMILE 4 401mg .
e % 24%,
UH-NMR(CDCl,, &) : 1.46(3H, t, J =6.9Hz), 1.47(3H, t, J
=6.8Hz), 1.70-1.90(1H, m), 2.00-2.20(1H, m), 2.50 -2.70(
iH, m), 3.05-3.15(1H, m), 3.20-3.50(5H, m), 4.53(2H, q, J
=6.9Hz), 4.54(2H, q, J =6.8Hz), 5.10 -5.30(1H, br), 6.60-6

STACLH, br), 7.00-7.10(1H, m), 7.31(4H, d, J =4.4Hz), 7.38
(1%, s), 8.09(1H, s).

3, 4——&8—6—FA—3—8—7—(3—((FAAREHE
EAARA)FA )& — 1 — R )E Bl — 2 — # &

|
O3N = P‘l O

{2 9276 ) 312 69 1L 4 4 (401mg, 789umol)ay & 6% (4ml)iE i
AN RBEE(Im]), EER THH 22 bof o R EREREZIRSE,
he XK (20ml), B IN & &AL KERAYT 4 pHO . HHL A T
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98808764. 2 oW B 5E193/200H

LBk E, MKBEHERTA pH2 o ikl EHdehath,
Kikik B R T, 28 EH RKFMILE Y 42.0mg o e &
12%.

mp >300°C.

HR-FAB- : 451.1378 (+1.2mmu).

(54 1 1)

Q2N N\I CO,Et
F3C N”"OEt

£33, 4——5—3—fA—6—=ZRATAERMH—2—HAK
Z 8 (500mg, 1.75mmol)# ik 5% 85 (5ml)ig ik F 4& 40 CF Ao N FH
5 47 (354mg, 3.50mmol), 4 Fl % & F AL 3 nf. AR P
2 A kK (100ml), M L8 T BRI, B Ak BB Sh TR B, K
Mafh kA Al o 1B e 55 E o N AL 4R (1)(811mg, 3.50mmol),
£ F P R (1OmI) B, £ 100 C F i 4o s K 2 4 (280pl,
3.50mmol), @R 28t AHE, A xR tLEiERER
aMh, AW EEA, AdKEEER (K —CE#LE=81])
432 12 5] 4 5555 13 3] H 48 & b R AT AL A 4h 255mg ol F 41%.

'H—-~NMR (CDC1ls, §) : 1. 48 (3H, t, J=7

3Hz), 1. 53 (3H, t, J=7. 3Hz) , 4. 56 (

2H, q, J=7. 3Hz) , 4. 68 (2H, d, J=7. 3H
z), 8. 32 (1H, s), 8.67 (1H, s) .

(%% B 2)
7—Aft—1, 2——HA—3—CAK—6—=RTAEE
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98808764. 2 oMW B 5E194/200H

h— 2 — LB T BR
H
HzNj@[NICOZEt
FaC N"OEt
E A 169184 49 (4.98g, 13.9mmol)ay Z 8 (100ml)izE ik
T Ao N 10%4e — #(500mg), £ EiB. SR AATHMSEI o, &
ReaFE it MHILM s, RiBrhEEHN, B8 % e KK

AL A 4h 4.01g. K% 87%,

'H-NMR (CDCl,, 8) :1.25 (3H, t, J=T1
SHz), 1. 36 (3H, t, J=7. 3Hz), 3. 98 (
2H, brs), 4. 18 (2H, q, J=7. 3Hz), 4. 3
1-4. 44 (2H, m), 4. 49 (1H, d, J=1. 5Hz
), 4. 65 (1H, brs), 6. 01 (1H, s), 7. 18
(1H, s) .

(% # 5] 3)

kR — 2 — B 8
Hznmnrcoget
F3C N0
W 4 & B 289 1L 4 4 (3.51g, 10.6mmol)ay Z & (35ml)i% ik +
RN B (Tm), EER TR 20 bet, KIGREEN B, Ao

AR, BLBMIEBER, AAKBRBMTHRE, RiGKEEN,
FERBEH RIRIFHMILE ) 2699, Mk F 84%,
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98808764. 2 oW B 5E195/200H

'H-NMR (DMSO—-dg, 6) : 1. 16 (3H, t, J
=7.3Hz), 4. 07—4. 13 (2H, m), 4. 53 (1
H,d, J=2. 0Hz), 5. 10 (2H, brs), 6. 138
(1H, s), 6. 70 (1H, s), 7. 04 (1H, d, J=

1. 5Hz), 10. 36 (1H, s) .
(% % #) 4)

5— LML —2—((4—F2 Fh)kek—1—f)—4—H A
ZRTARE

OH

N»Nj@noz
FsC NHAc

£ 5 —LBMEA— 2 —fi— 4 —@ &k =R TF R(2.00g,
7.51mmol) &y  f (40mI)iE ik ¥ ho A (4 —F2 T A )Rk HEL A
(5.07g, 37.6mmol), H o A = Z R (10ml), £ FH e F + £ 1207C
THi# 24 o, AHE, ERRAFTIANCHIE, Afw
BARER, AAKKRSM TR, KR EEN. A EF
i (AT — FEE(50:1520:1)) 4&32kiE, FHEFEH K
KA LA 4 198mg o L & 8%,

'H-NMR (DMSO-dg, 6) : 2. 12 (3H, s),
4. 41 (2H, d, J=5. 9Hz) , 5. 02 (1H, t, J
=5. 9Hz), 7. 26 (1H, s), 7. 79 (1H, s),
8. 13 (1H, s), 8. 14 (1H, s), 10.69 (1lH

, S) .

(% # 1) 5)
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98808764. 2 oMW B 5E196/200H

5—f Ak —2—(4—FA2FHh)kek— 1 —RX)—4—HEA=ZR
AR

L

F3C NH2

E A% 4 05144 (17.0mg, 59.2umol) ¥ /o A 4N 38

(1ml), w#EiR 3 bat, HERER LR, FF69%ER KR
EERF, FEREMHRIKAFAILS Y 12.0mg o ik F 83%,
tH—NMR (DMSO~-dg, ) : 4. 39 (2H, d, J
5. 4Hz) , 4. 96 (1H, t, J=5. 4Hz), 7.1

2 (1H, s), 7. 60 (1H, s), 7. 66 (2H, s),
7. 95 (1H, s), 8. 00 (1H, s) .

(% # 1 6) |
4, 5——RE—2—(4—2TA)RE-1-A)=RTA

N
L
N\‘J NH2
F3C NH,

EA X B 5 ah 14 4 (220mg, 728umol)ay T & (5ml)ig ik F
oA 10%4e — 5 (20.0mg), £ &, AR A TH M 3 o, $ik
kMR, R EEMN, FEEBEHN ARFLLED

200mg . e FEE Eah,
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98808764. 2 oW B FE197/200H1

'H-NMR (DMSO-ds, 6) : 4. 37 (2H, d, J
=5. 9Hz), 4. 89 (1H, t, J=5. 9Hz), 5. 1
3 (2H, s), 5. 42 (2H, s), 6. 45 (1H, s),
6.87(1H,s),6.99(1H,s),7.52(1H,

s) .
(% % 15 7)

3—CZAAE—T—H—6—FTH AT Eh— 2 — 8T8
F N CO;Et
eS:@NIOEt
EERT,6 £k 139 a9 1L 4 4 (1.00g, 3.23mmol)éy N,
N — = F X F & iz 10m) & & F so N F 8 & 4 (249mg,
3.556mmol), £ 50 CTFHH 8 hot, ERERFIANK, A T8
LB EIR, M EOKBER TR G, AERIBIEE A . AR
ik (Th—CBLE=41) HaF20KE FEHEXEN
KIFAFAM LS4 450mg o M FE 45%,
'H-NMR(CDCls, &) : 1.46(3H, t, J =6.9Hz), 1.49(3H, t, J
=6.9Hz), 2.62(3H, s), 4.51(2H, q, J =6.9Hz), 4.57(2H, q, J
=6.9Hz), 7.51(1H, d, J =7.3Hz), 7.68(1H, d, J=10.3Hz).
(£ 497 M)
# AMPA & 1k 89 & 4 X 3 |
EwORKBAERAN G EMRBIFEST PAL AMPA
ARk 4R M 45400 ([ PH )— AMPA(R ¢ ik /£ :5nM). 5 #U 8% 47 (&
g R E100mM) A& ML A4, £ 0 C T84 30 44, @ idR
Z) 4R A BB B, AR A IR S 5 m R B b ey A AT E M
BUHABTPTRELABOIMMAE AL THEH 4L T t&
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98808764. 2

oM 5E198/200m

(*H) — AMPA #44% F 4 &

9 (*H) — AMPA # 4 % %4 100,
K E (ICs0 18),

oy ¢E A

AL EL
2 o

VAR AR 1L 4
K ig 2 1K 50%495 1L A 4

R H K, i H & A 3t AMPA £

#£ . (Eur. J. Pharmacol.,

19
E R -A

O
N
LT,
2N N0
H

1993.,246, 195-204)

WA E &KW T

< 1k

M 1L A 4h Q [3H] -AMPAKi : nM)
k645 5 cl 1260
% A&t 6 F 2010
kA 7 Br 630
ke 8 CH, 330
% 7. 45) 35 o N- 2040
% 7& ) 36 " N— 450
% & w37 o< _N- 330
% 7% 15 39 Me,N - 910
% ge ) 62 @'O\ 860
% 567 66 N 360
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98808764. 2 oW B 5E199/200H

EHE-B i
W—N u’\r\ N
Y\/c]:j[ OH
N
H
- , [3H] -AMPA
ML A 4 Y u w (Ki : nM)
E 56145 79 CH NH 4 - CO2H - Ph 37.3
%315 80 CH NH 2-F-4-CO2H - Ph 11.8
%7615 83 N (o] 4 - CO2H - Ph 15.8

af
e
/ 1
O
)=O

O2N

W—N" U ™
" *~”ﬂ“fl°~
N0
H

wA et YU w ) e
% 3% 1) 88 N o Ph 86. 2
% 3% 15) 96 N o 2-F-Ph 28.2
% 7% 15 101 N 0 2-CF3-Ph 32.3
ke 18 115 N o 4-CO2H-Ph 21.6
R 116 N o 3-CO2H - Ph 27.3
Ee 4 119 N NH 4-CO2H - Ph 28.2
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98808764. 2 oW B 5E200/2005

E4&-D
e

. (PH] -AMPA
R

FA I 4 4 Y u w Ki: M)
Fietp 121 N 0 Ph 172

L3645 123 N o 3-Br-Ph 48. 1

B ERERT R KRELA 6, 7— 347 = 00K 5 2ok H3RAT
AR A EHARBETHK, %3 % non — NMDA LK 749
AMPA £ R A H R BRIERIFAHE LS D,

TR RL A ESE T T R4 53442 miait T8

ALY AMPA T R4 4, st Tib77 L&A AR

;}n\:

14

BRl A AV 2 M REE A, 59, RAMY NMDA £ 1K
A HZERIEAMGDFMERFSSER, TAHEFRABILE D,
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