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741 -2 4/~

TUEHERX I VA A HZAE2BIHAR I izt Y
PR ARR: o EHIHRYE, TUHFD LR FEMEREM4HTING
AMPRey e, Ao, #0kSE, #HBE phkdidbixk

11



B ) i W 3w 2 7 AR A AR AR R 7 ) e T R T R R FE R IR
HHEETHATRETUREESIARX T VR, LR AIEHLE
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FHAAYERNLERAERLE, ARERFETHRCEALY,
HERGKPEH3, 8 —HLXHF (4, 3, 0)FE-1C6)—
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Hpgaah—Hl LER [ FiRhs it 5 mRash il
B THIRNE: REBR ] Hiribeh5 MR L4 MK
HHEAER TR, SLAF. ERH. HEMN. R RE AW
B, MEWZRAWRACAEEHELGMA A, BREA. B
%, OBEH. AN B EPREAAREERNTEMELHNE
HH. LARBMAAKSREMNE LEF LIRS, LB . H
B ROC-BF. T®, AKPEEK. AETHAASTHENTAHE
Mseth. EXRB K EMBER £ T, 7ToUERE A ay B R g
Be 3 3 A1 7E M b B- 4o

WA ARSI EEHNEATHREL N6 0 k gdyRFEA
FHHEH0 . 1—-1.5g/K,0.2-0.8g/ KN,
ZMERELEEFHEE. FHIGERTE L. B, —REALT,
TREA—HEE MY, B—HEPFERAIGHELH1 00
—-750mg.

ARAMFHETU S CER AU FELR. AX8H
., XHEE-RINYREACE S mERE T E RS
iR AW, I HARHRGEA AR

TRIEENEHE T ERTAZH#THE, ERHKENA
978, B 36 A A IR o
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30 CGEFR) R3O gl THEHABMMAET 400
mlZPEFRE. WMA150 gMA M H50%EMHMI1T
g), MEAEETHABH2 440, hE, REXRL PR
Flo BHAFRMIOmMIAF100m I 7 HLH, HKB17gh#
KRR (PR 50%),

Bo:250C (M),

'H.-NMR (DMSO-¢, $ ppm) : 7.65 (4H,4d,J » 808 Hr), 7.99 (4H,d,J » 808
Hz), 3.94 (8H, »), 2.40 (6H, »).

EIMS : m/z 418 (M-, 1.3%), m/z 418 (M* 4+ 1, 1.2%).

H&E2: #HE3, T-_FLWIT I, 3, 0)F- )
(5) -2k H

BO60mI 48%FEBMT exrMmET HE 1T KA
10.8g3, T—=x{¥X#mi-—3, 7~:%%ﬂ%(3,
3, 0)F—1C5)mb. ¥i%R&4EDE 4 W H AL 44
EER. BAFAMWM100m I HAEMS 0Om 1 AESHHAM. A
Qﬁ(100mlx4)%%*m#ﬂ%%ﬁﬁﬁ@ﬁﬁﬁoﬁ&
WEAAFEML . 1 PH-ZREFEARARR. %5528
BEATHAMEAY (FRT1%) .

Bh: 220C (448

'H-NMR (DMSO-D,0, 5 ppiz) : 4.06 (8H, s).

MS : m/z 110 (M*).

#WE3: HEI, T8 AWM (3, 3, 0)F- 1
(5)%
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We, 72gTHE2THBNI, T K 4K
(3,3, 0)F- 1(5)—-M-_EEEEMELIOMI10%
BRANKBERY . BEKREZRAYWLERR K, HENTRE
RBAFEWLKE, RE1 gAY (T7F: 90%),

'H-NMR (D,0, § ppm) : 4.02 (8H, »).
MS : m/z 110 (M*).

WEd: WEI, T-ZHAEXFC3, 3, 0)F- 1
(5) %

¥0.7eW (EFEIZHBTIOM] PREAM4m | EA
b, MEHHFHFEET1 8 0 Cayhyiap ik 8 /1B, H14%
REWANEERE, FELR. WHERHEULENR TR, A
10m | BARTEHEER R BERNAE Y. RFEEXRTE, Hit
RERMYFHFEm3Im] 3 0BAANHAB R MWEHR
(THF, 5m1 X3 ) EREHFAEHRFEBFERE, T
(Nap, SO4 )KREFEHBEG6 Ometnfikath (=% 31
%) o

'H-NMR (DMSO-d,, 8 ppm) : 4.04 (8H. ¢).
MS : m/z110 (M*)

B&E5: HEN— (xtPXR#BE) -3, 4 -2 (EFTH)
— 3 —rikrk ot
H19gm CEFX) LR gx{ THFHFMLAETFT220
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m | ZHAFREY. A3 0 g TAFEMY, MEEZRATIHHL
#H2 0/ ot WERKEKREBHN. FMmb 0m | LRUEHUFER
REEFY, HERBRACEERRARRL 2 gieftsd (-
£:60%)o

BE:170°C

'H-NMR (CDCl,, 6 ppm) : 7.69(2H,d,J = 8.2 12), 7.33 (?H,d, J = 8.2 H?),
4.00 (4H, 8), 3.15 (4H, 8), 2.44 (s, 3H).

&6 : MEN— (HFRMABE) -3~ (BFE) —4—
(REFHE) — 3 —rikEoH

W10 gHESPRBHIN- (AT HHERE) -3, 4- =
(RFX) -3 —EHETFLIOm] ZFREF(DMSO),
MEWHLE THBFER vk 2 /M. EHBE, 241 .5
g Rd. HRERAYAHEFRIFAILEANRKKP, B
ZHAFPRC200m] X3 )FER, £4F¥WA, iINa SO
Tt Bk E. B EERGESY, 525 g
e (FE: 57%),

BE:182°¢C

'H-NMR (CDCl,, & ppm) : 7.71 (2H, d, J = 8.2 Hz), 7.36 (2H, d, J = 8.2 H2),
4.01 {4H, 8), 3.20 (2H, 8), 3.06 (2H, 8), 2.45 (3H, 8).

HET: HIEN— (MNP X#ABE) -3 - (AXTLE) -4
— CRFH) — 3 —rlk
W4 ghB6KMHN— (HFTRA/EE) -3 — (BEFH)
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—4— (RETE) -3 —hEHETL100m | TEP. HiZHE
HERMMELI gEABE(LAH T20m ] 2B HETH
B3t B LB ik 3 Aete BKARHZRMIRAH. A3

mlAKE, #3004 iE. KRERL, K72 g7l

e (FR: 49%).

BE:185°TC o
'H-NMR (CDCl,, 8 ppm) :7.84 (2H, d, J = 8.2 Hz), 7.46 (2H, 4, J = 8.2 H2),

4.20 (2H, g, J =7 Hz), 4.06 (41, ), 2.45 (3H, s),

2.26 (2H, t, J = 7 Ho).
#E8: HEN® — (XTFHHUBE) -3, 8——HLNK

(4,3, 0)F-1(6)%

#3.6gHETHREHN' — (HPXRF/E) —3-(H
XZE)—4-CEFE) -3 k&8 HET3I0m | ZFXTHE
fed, A5 g BAKBRAHEAZR THLEN 1 8. BE
REZRPRAWAERBEAER, AZEFR(50mI X3 )%
RiEREW. SHERAE, AARHRFKSE, F22 .5 gt
A (FR: 88%),

BE:201°C

H-NMR (CDCl,, § ppm) : 7.80 (2H, d, J = 8.2 Hz), 744 (2H, d,J = 8.2 Hz),
4.05 (4H, s), 3.41 (2H, 8), 2.92 (2H, t, J = 5.8 HZ),

2.44 (2H,t,J = 5.8 H2).

HE9: HAEN? — (¥%)-N° — (ITH#RE) -
3, 8——HLEHNF(4, 3, 0)F-1Ch)—}
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1. 8grhf 8 PRAGN® - (HTXeBE) -3,
8-——HENHF (4,3, 0)F-1C6)-HAETIOmMIYF
B, #6m1 5 0%8ANAABHML . Sm ]l FEEMELR
BB TR TR S Mot WIERSE R M RA D LE
BREPRFAAZATRE (3mI X3 ) FR, TH(Na, SOp
ER%E, MBRITRETE. BH2 o iMifbédth (R: 85
% ) o

BWh:196°7C

'H-NMR (CDC),, & ppm) : 7.80(2H, d, J=82¥W7), 744 (2H,d,J = 8.2 H2),

7.28 (5H, br. &), 4.01 (4}, g), 3.56 (2H, 8), 3.40(°H,
5), 2.90(2H, 4, J = 5.8Hz), 2.22(9H, t, J = 5.8 H2).

HHE10: HEN® —(F%)-3, 8- 8L 4,
3, 0)T—1C6)—HELn

H2eEpBEIPRBHN® — (FH) -NP — (P ¥
BME)—3, 8——RLNF (4, 3,0)F-1C6)-HE
FT15m] 48%5 861 . 5 gX@md, WiZRMREHE
w3/ BANE, Am20m I AFBHAFHF (50mI X
3)RFIRAY. HUAMFERAFE RN E, REKREK
HAFEHAL : 1 ¥EE-CBAMELBRGEF. #F1.5¢g
FRANAY (TR 98%),

g 205C (44)

1H-NMR (CDC),, 5 ppm) : 7.29 (5H, br. 8), 4.00 (4H, s), 3.55 (2H, s), 3.38(2H,
s), 2.91(2H, d, J = 5.8Hz), 2.24(2H, t, J = 5.8 Hz).

20



BE1L: HE3, 8——HAELNFC4, 3, 0)F—1
(6 ) Hm_EMmKHL

#1.5ghbE8PRBHN® — (T FEHRE) -3,
8——RLWF (4,3, 0)F-1C6)—-HEFFLI5mI
4 8%ERB I 2 g XKW, WIORAWER 4 /Iet. AN,
MA20mlKe ABFHEC40mI1 X3) %z sdh. 25H
APFEAFERERANC. RIEREKEHFAMNL: 198 -7
AR R B, B30 .9 gL (FF: 98
%) o

Big:225—227C(a8)

WH12: HE3, 8—ZRALHHF (4,3, 0)F-—-1
(6)—W_EREEH

BOo.7ghMBELOFRBHN® —(FX£)-3, 8—=
AN C4, 3, 0)F-16)-HEEBEEBRTF20m]
5% LEBAKBERT, #0 .51 0% ERAET s T#
BASAR T ZRAWER 7/ Mo JEREIR, BRIERSE IR}
H¥EHEET10m ] 4 8%B8. FAAEREG ZER, 75
0.5gHALEY (FR: T3%),

g 225-227C(4M)

#5513 BBE3—FHE-3, 7T--8RWF (3, 3,
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0)F-1(5)~-H-Hsk#

#Oo.81gAME2HRMAN3, T-RENF (3,
3, 0)F—-1(5)—M-ERRMBFFACLOmMI ). M
EHEPREMISBFRACO . Im] )FFRCI10mI )IHE
WIHEK 4 het, ZRBFEAMEAFFEFC20m ) TH
(20m 1) REFARGEK, SRKHALEH(0.81g,
9 4%),

WHE:185-1877C (44

HMEL14: HE3-C%-3, T-—HKLHHFC3, 3,
0)F- 1(5)—B_4asks

HO0.73miIT7T0%LEMEARBH(8g) mEH] -
MEFHEBE -3, 4 (BTE) -3 —vhEHh (3. 41
L g)TFLHCA3m ) P RR AR B EEE FHLRE
N

BRI L EE A E#EE (CHec la ~-MeOH)
S, BE3-CE—-T-xTXHEME-3, 7T -_HL000
(3,3, 0)F-1(5)-HC0.95¢g, #R3I9%),
#0.9gBtEWET20m] 4 8%E M1 g XHP K
M. FIRGr (3 0m 1 X3) Bkt ht B &HLR
B, ABRBAFEATHRLE, REGHALEY(0.5Tg, *

R:62%)o
MS m/z (rel. int. %) : M* 138 (32), 123 (20), 109 (50), 108 (100).
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5226 5

EHHL: MELI-FHE~T-C3, T-ZHLEHNFC3,
3,0)F- 1(5)-H—-3—-%)-6, 8—_#
~1, 4——%F—4-£X5Hh—-3 %8B (KR~
10679)

#0. 4g1-HHX~-6,7, 8—=H—-1, 4——4—
4~fretk—-3 -k, 0.8g3, T——HENFC3, 3,
0)F- 1 (5)-H_E2%LH0.8ml1, 8—-HA4X
H$C5, 4, 0)+—K-T—-H(DBUH»EFTF30m! LM
ZHHFEAELO O TRy MIE P LB HENR 8 /Nite WiZR PR
SWAEERTHRERR. HRB R wHEL AT EEE. 45
0.35gtFAEAYH(FR:6T7%),

W 220-222C (o)

'H-NMR (CDCI, + CD,COOD, 5 ppm) : 8.81 (1H, 8), 7.87 (1H, 84, J = 14.2,
1.8 Hz), 4.69 (4H, 8), 4.24 (4H, 8), 4.01 (1H, m), 1.23 (4H, m).

L2 HES —EX-1-FFE-T7-(3, 7T-ZFERHF

(3,3, 0)F-1(5)_W—-3—-%)—6, 8

—Zf-1, 4——F—4-f5H-3 KRR (KR—-
10747)

¥o.4g5—-AX—-1-FFX-6, 7, 8—ZF-1,

-4 —4-fHh—-3 %8 0.8g3, 7T-ZH#XHK

23



(3,3,0)F- 1(5)—_E28EMO.6ml1, 8
~ZRERF (S5, 4, 0)FT—H%-T~-H(DBU)EFT

40m I ZHZPHEHZETERT 10 0 CaybiBFER 7 /0
Bt fEE& FREEEG, Bk~ 8wt ATk, 4§
FIO.3gtirMtaH (F£:57%),

Mg 220—225C (440

'H-NMR (CDCl, + CD,COOD, § ppm) : R.A9 (1M, r), 4.65 (4H, 8), 4.24 (4H,
g), 291 (1H, m), 1.18 (4H, m).

LHF3: HMELl-FFE-T—(T-FH-3, 7T—2HFX
#$(3,3,0)F 1(5)-HK—-3-%)-6,
8——f—1, 4 -5 —-4-A5H-3 —BBIK
#(KR-10755)

0. 1lgZEAlHEgNy1-—NmE—-T7—-3, 7T—"&
ZHFC3, 3, 0)F-1(5)-H-3-%)—-6, 8—=
-1, 4——F—-4—-8%sHK-3—-%6R%5Thlml 36%YF
BAEEfL . Sm ] FHAKRNESITF. ) 20 TCTHRIEZR
MRAHER 2 /Mt BMEEBREFR, MA1m | FHEEfIm ]
2 0 %8t B HER 1 /et BAEKAR AR B AE S — 8
(1: 1)%%, B%0.082girfiftely (k.
78%)-

Hid: 210—-2137T (44
'H-NMR (CDCla + CD,COOD, Sppm) : 8.82(1H,s),7.85(1H,d,J =14.3

Hz), 4.83 (2H, m), 4.67 (4H, br. 8), 3.98 (m, 1H), 3.89
(2H, m), 3.16 (3H, 8), 1.24 (4H, m).
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EHF4: HELI-FFEE-T—- (3, T—ZRLWF 3,
3,0)F-1(5)-HF—-3—-%>5, 6, 8~—=
f—1, 4——F—-4-%5H-3-8B% (KR—-
10758)
#0.6g1~-%KX-5,6,7, 8—WHA—-1, 4—=
E—4-8sHh—-3-%% 1.2g3, T-_HLXF(3,
3, 0)F- 1 (5)—FH_FEsMml .3ml1, 8—=8&
#BHFC5, 4, 0)+—%—-T-H(DBU)EEFF32ml
LHEZHHBHZEEHER L0 Mt EERBTHZRNRS
FAFFH HRBRB TP LA EFK. 520 .58 g4
BMEAWCFR: T4%),
B : 226—2287C (4H4)
’H-NMR (CDCI, + CD,COOD, 5 ppm) : 8.71 (1H, s), 4.68 (4H, 8), 4.18 (4H,
g), 4.00 (1H, m), 1.22 (4H, m).
LS HE1-FHE-T - (T-FH-3, T-—8ENX
(3,3, 0)F-1(5)—-Hm—-3-%)-5,
6, 8—=Zf—1, 4——5—4 -8 5H—-3 -8
e
#O .15 gMpl4blEM1 -FFAE-T7-(3, T-=
AERHFC3, 3, 0)F—-1(5)-H—-3-%>-5, 6,
B—ZH—1, 4——E -4~ H-3-%METdl. 2
ml36%FBAELZ2m ] PRARGES Y'Y, MEBKRBE
A3 EREATEE, BEHO0 . 14gi5R e TR 90

25



%)o *gf§230“233nc(5}ﬁ¥)0

'H.NMR (CDCl, + CD,COOD, & ppm) : 8.86 (1H, 8), 4.73 (2H, #), 4.70 (4H,
8), 4.31 (2H, m), 4.02 (1H, m), 3.19 (3H, m), 1.24 (4H, m).

KW : HEL—FHE—6—#—T7— (3, 7~—=f 2K
(3,3,0)F-1(5)-H—-3-%)—-4—-%
—1, B—REXE-3-#M(KR-10797)
#0 .53, T—ZHHERFC3,3, 0)%-1(5)
—HoEERBEM0 . 581, B——HRAHF (5, 4, 0)F
—HK—T—H (DBU)&FF30m | LMz aHLE:,
ERHIE, MEMANOD . 258 1 —FHE— 7 —ZABEE— 6 —
A—d4—8-1, 8—THX—-3 -5, FRRLRLY Z4H
WM BT R TRESE. SRFBRY WL E
—CBC1: 1)k, BEHO . 22 glffifhety (xR, 84
%)
BE: 267°C(48)

'H-NMR (DMSO-d,, § ppm) : 8.87 (1H, 6), 8.08 (1H, d, J = 12.5Hz), 4.60
(4H, s), 4.21 (4H, s), 3.96 (1, m), 1.26 (4H, m).

KRBT : MBI -FFHE—-6, 8——#—T—-(3, §——4%
FEAC4, 3, 0)F—106)—H—3—-%)—

1, 4 -5~ 4§kl — 3 —msnnk
#O.3g1-HKX-6, 7, 8—=f—1, 4%~
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4 —Hrs -3 -HB0 . 42 g8 APHFHEBE-3, 8-
SHRABFIFCC, 3, 0)F-1C6)_WAT20m] ik
MAO .3ml1l, 8——HHENKC5, 4, 0)+—8—-7~
W (DBU)FEMREE S if. EEBTHIZRMREHITHE
i, EBRB ARG ERRLETTH20m 1 4 0% 5 8%
ol g XBMPTARWRAYP. WRETRE 5 Mo, WZRM
RAMANETEFAA—RTRE (3 0m 1 X5) % %,
BIERGEAMFELRACH—CEB (1 1) %t%. 570 .34¢g
AN (£: 68%).
B 287—-291C (4H)
'H-NMR (CDC], + CD,COOD, 6 ppm) : 8.80 (1H, 8), 7.88 (1H, d, J = 14H7),
4.10 (4H, s), 4.00 (1H, m), 3.40 (2H, 8, br), 2.94 (2H, ¢,

J = 5.8Hz), 2.31 (2H, t, J = 6.8Hz), 1.25 (4H, m).

ERFI8: HlEl-—FHE-6, 8——H-T—-(3, 8—=4K
ZHHFC4,3,0)F—-1C6)-H—8—%)-

1, 4——F—4—-85H%—-3 4%
Ho0.3g1-%W¥—-6,7, 8—Z/A—1, 4——%—
4 —Erhh— 3 —HMA0 . 623 -FX—-3, 8——HLHNK
(4,3, 0)F-1C6)—-WHELKHATTIOmILHZ
Ho WAO0.6ml1 1, 8—ZHLEXHFK(5, 4, 0)+—%K—
T—#% (DBU). ¥iZKERAWEGE 5 /Mt 3 LR TR
WK HRMANTRHAREETI0OM | 5 BTRYTHEEA
Fo WAOD . 521 0%4EFHEE, EEATTHEERNEREAY
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P 6 /et I Bty , WMIEREIER, FEHO . 25 gt EY
(FZR:61%). BE: 270C(4H),
H-NMR (CDCl, + CD,COOD, 8 ppm) : 8.84 (1H, 8), 7.89 (1H, d, J = 14Hz),
4.60 (4H, 8), 4.02 (1H, m), 3.41(2H, 8), 2.94 (2H, t,
J = 5.8Hz), 2.27 (2H, t, J = 5.8H2), 1.27 (4H, m).
EHAY : M1 —-HF%X—6, 8- ~"H~-7-(3, T—"%&
ZRHFC3, 3, 0)F- L(5)-H—-3—-%) -
1, 4—ZF~4 85— 3 - s8R
#0.33g7-A#*—-1-%F#-6, 8—-FH—-1, 4
—~ZB— A —FrE k-3 —HRMTE. 0. 40 gN— (X FH
k) —3, 44— CBFX) -3 —hEHf0 . 5 g BAHKR
WERT20m ] —HEAFBEYHHLEER T ZERRBN
2 4/p. BEMAT 0 0m | A AFIEMARTEY. HiLE
HEET20m] 47%E8KM0 .5 gFXMPIEAHRRRAE
W 5 Ao WZRMBEMAHEER, FMA20m] K,
B 5 K ERRAY. FEHREARBN G} BAF LB ER ST,
KRB0 . 3 ghBem (FRT5H%),
BE: 280—-282C (44).

EHF10: HEI-HHE-T7-C3, T—ZHLXK (3,
3, 0)¥F-1(5)-H-3-#%)—-6, 8—=
-1, 4——F—4-FrbHh-3-B%% (KR-
10679)
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#0.28g1-FH%x—-6,7, 8—=Hf—-1, 4—=
—4—F k-3 %8 0.16g3, 7-~HLEWHF(3,
3, 0) F-1(5)—MWM0.3ml1, 8- "KELRHF(H,
4, 0)+—%~-T—-W (DBU)EFT20m ! ZHHET
100TCsAdEg S Mite AZEETHZEMRSYHEELR.
TR YA RACE-TR ) 2 L) H%, BFO0 .3
grMfath (=£: 80%).

WE:220-2237C (44,

LG L HEL-—HFEX-T-C3, T AHLNFC3I,
3, 0)F-1(5)—-H-3-%#)—-6, 8§—=
M—1, 4——F—4—-4frsH—~3 -8 (KR-
10679)
k1 -5%FHE—6, 7, 8—=ZH—1, 4——5—4-4
sok—3 % (14.7g). 3, T--RLRHFC3, 3,
0)F—-1(5)-H_FBR#$(14.1g), ZRFEELK
(45ml)FTREC1 1) BENETRER 5 /Moo W% M
BAHANZERFELIEYNB ARG TEY, MERCHK (200
ml)fAkC200ml)KA#THA, BXTRERIFMAL
AHC16.6g, T:85%),
BWE:220-222C (M),
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3, 0)%-1(5)—H-3-%)—-6, 8—=
B—1, 4——F—4—-F5H-3-HBRTRN
(KR-10802)
ERETHEENAL 1 HEN1 -FHE-T—-(3, 7T-
“HRANFC3, 3, 0)F-1(5)-H—-3-%)-6, 8
—Zf—1, 4——H—4-fEH-3 BB 0. 1g) LU
B EAN, BEFELEH (0 .95g, FR: 85%).
WE:197-200C ().

EHM13: #HEL-FHE-T—-C3, T-ZHLXHN(3,

3, 0)F-1(5)-H—-3-%)—-6, 8=

-1, 4—=—48—4—-Fplh—-3 BB

(KR=10777)

#O0.5gLEM11HEN1 -HKFEEX-T—-C3, T—=

LHERH(3, 3,0)F 1(5)—H-3-%)—-6, 8§—
-1, 4——E -4 -EEN-3 - BBMATRERCLO
mi)FFERECLIOm] ) F, BRTHENFELRERAETE,
MERADS0%LE (5ml)FZHC10ml ) fRkikk, %3
RAAAH (0. 42g, PR:T77%). E197—-200
TR

EHAL4: 1 -FEE-T—-C3, T-ZHERHKCI, 3,
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0)F- 1(5)-H—-3—-%)—-6, 8§—=F—
1, 4——4—4-25Hh—-3 -BEi8k#E (KR
-10777)

#0.6gkHMl 1MEN1-—FHX-7T~-(3, T—=
BHEBRHF(3,3,0)F-1(5)-H—-3—-%X)—-6, 8—
R, A E 4 BN -3 - HRIET 2% (50
ml), WAKRER(SmI)fZM 100w 1) FFHERAK
EXEd, RETEWROGALEH (0 . 4g, FF: 60
% )

BE19T~-201C(42H),

LHFL15: HE1-FHRE-6-R—-T—(7T—-FX£-3, 7
—ZR/HEXHFC3, 3, 0)F 1(5)—H-3
—X)—4-8~1, 8-TIXEX-3 -}
(KR—10816)

WHl, 8——HHXK(C5, 4, 0)+—%—-T7—%
(DBU) Ak C 4 0m 1 ) ARMBEEFAMT —H—1 -5
HE—-6—-H—1, 4-—4F—-4-%-1, 8—EHEX-3-%
M(2.1g)F3, T—_HZLNHFC3, 3, 0)F-1
(5)—HM-EBRE (2 g) FHAEFETHRBHL . 5/
Bito WY HARATHEC20m] ) %Rk, H3H1 -FHHk—
6—#M—T7—-C3, T——HHEXHFC3, 3, 0)F-1(5)
~H—-3~X)—4-8~-1, 8 —TFHEX-3 %R (KR~
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10797, 2.6g, =897%). AELEHI NN T%
HEEAKC20m] ) f9 8%FHE (2 0m | ) IFEEH 6 /o
BEMBRFFEMANFTREC20m ] ) fk#ER 1 0m] )3
HAEZBTHIES 094, HBRAERN, ARAECS0mI] )%
#, REGFALEGH 2 .5g, £: 84%), JEK: 240
—245C (448,

EHEL16: 1 —FFXE~-T— (3, T-ZRAEXHFC3, 3,
0)F-1(5)-H—3—-%)—-6—-H—1, 4
—ZH— 4 Akt 3 -k

W1 -5\ —6, T—=—Ff—1, 4—F—4—f % it—

3—%#(4.4g)f3, T—HLNFC3, 3, 0)F—

(5)—W_5FEBE (4.2g) WE_JFAXLHECLL .6

ml)>EZHEC120ml ) EAFHEER 7 ite HiEIE

WHALHEC100mI ), A(50ml). ZH(50m1)

@ C50ml ) Kkitk, FaGAKeH (4. 28, "F

77%).

B 239—-2427%C

'H-NMR (CD,COOD, & ppm) : 8.57 (1H, ), 7.82(1H, d, J = 12.2 Hz), 7.12
(1H, d, J = 7.4 Hz), 4.52 (4H, 8), 4.20 (4H, ), 3.82 (1H, m),
1.37 (2H, m), 1.20 (2H, m).
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0)F-1(5)-H-3—-%)-6—-%—1, 4
—E -4 —fbh -3 -EBTRY (KR-
10824)
¥1.6gLEMlE6HEN1-—FHE-7-C3, 7=
BRRFC3, 3,0)F- 1(5)-H—-3-%)—-6—-#%—
1, 4——8—4—-§5Hh—3 - BBHETI8%TH (150
ml )y, BRFTEY, RERFEE, MLFH 30ml) e
MC30ml )%k, ARAKEH (L. Ta, F£94
% ) o
dE: 245-2507C (46

EHRH18: 1 —HFFHX~T-C3, T-ZREHF(3, 3,
0)F-1(5)—H—-3-%X)-6—-%—-1, 4
—ZH~ 4 —fh— 3 -HHAEmE (KR—
10787)
W1-FAX—-6, T——F—1, 4——58—-4-f&1—
3—%#%(1.07g). 3, T—-HLRFCI, 3, 0)F
-1 (5)-H_EE%H(1.08g) )M, B——ALENHF
(5, 4, 0)+—%—-7—-%(DBU, 2ml ) ERTLK
(20m!l)F3aER 3 /Mt. AHE, S ER RS
FERLHEATHER, BEKRETEFH (5m] ) RAER (5
ml ), KBRTEY, BERERE, ALHRE, BEFRLE
$(C0.95g, %£: 60%),
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BWE:260—-263°C

'H-NMR (CDC), + CD,COOD, § ppm) : 8.36 (1H,s), 7.87(1H,d,J = 12.2
Hz), 6.85 (1H, d, J - 7.4 Bz), 4.50 (4H, 8), 4.27 (4H, 8),

8.53 (1H, m), 1.40 (2H, m), 1.27 (2H, m)

EHAM19: 1 -FFXE-6-HA—-T7—-(7-F%-3, 7—-=
RENFC3, 3, 0)F~1(5)—-H~3—
E)—1, 4-—5—-4 -8 h—-3 -
(KR-10820)
#1.5gEKM16 e —FHE-T—(3, 7T—
ZREXFC3, 3, 0)F-1(5)-H—3—-3%)—6—#
-1, 4—ZF—4—LEHh-3-4BETISHTFHC18
ml)f37%F@AKC1I8m ! )FHHEE]RS M. BEFMBR
WHRRH. H150mIMHc | AR RHERME =t
I BB 1 hede REBEEN, AREMNLE, FEFALEGY
(1.48g, £:86%).
ME:260—263T

H-NMR (D,0, & ppm) : 8.27 (1H, #), 6.93 (1H, d, J = 13.8 Hz),
6.68 (1H, d,J = 7.3 Hz), 4,25 (2H, br. 8),

8.09 (4H, ), 8.80 (2H, br. 8), 8.23 (1H, m),
2.88 (8H, »), 1.12-0.88 (4H, m).

ERF20: HE1-FHE-6, 8——HK-—T—-(7-%-
W—3—-%)—1, 4——F—-4-4sHh-3-%
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M(KR—-10831)
#1-FFE%—6,7, 8—ZA—1, 4A——4H—4—-§%
-3 -%K(0.48g), N-ZX~-3, 7T—_HLEXH
(3,3, 0)F- 1(5)—H-FERLECO.57g)H
1, 8——H LXK (5, 4, 0)+—%-T7T-W (DBU,
0.87"ml)BTFLAHEC20mI ) FEEN 3 hit, A,
AR E Y BRACHE C10m] ) PRI %, 155
HEAAW 0.5, FRT73%), A: 188—-192
.

'H-NMR (CDCI, + CD,COQD, § ppm) : 8.86 (1H, 8), 7.86 (1H, d, J =
14.2 Hz), 4.82 (2H, br, 8), 4.68 (4H, 8), 4.30 (2H, q,J =

7.1Hz), 3.96 (1H, m), 3.88 (2H, br, 8), 148 (3H, t,J =
7.1 Hz), 1.27 (4H, m).

21 HET— (3, T——BLERFC3, 3, 0)F-
1(5)—#—3—#*)—6, 8——H—1—C4
—RExXE)-1, 4——_F—-4-Frh—3 -8
(KR-10798)

Hl1-—C4—BXE)~-6,7, 8—=ZH—1, 4——_4—
4-Frbh—3 %% (0.33g). 3, 7T—HLNHF

(3,3, 0)F I(5)—H-_gBHHEC0.27g)

1, 8——KLHRHFK(5, 4, 0)+—%—T-H (DBU,

ImI))BAFZHCLO0m ) FHE 4 Mide AEETHER

PR A YR BB LRI, M. PEEHE, FEiTM
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ket 0.28g, E:66%), h: 195—-198
C.

TH-NMR (CDC], + CD,COOD, 5 ppm) : 8.565(1H,e),7.94 (1H,d,J =143
Hz), 7.43 (2B, m), 7.25 (2B, m), 4.55 (4H, 6), 4.15 (4H, &)

EHH22: FET—C3, T—BLNHFC3, 3, 0)F-
1 (5)—H—3-#£)—1—-(2, 4——F¥
*)—6, 8——f—1, 4——-5—4—-F%5Hh~-
3—-%¥®M(KR-10817)

#H1—-C2, 4——FXX)-6, 7, 8—=H—-1, 4—
TER~4 R K3 -8B 1, 07g). 3, T-2H2X
HC3,3,0)F- 1(5)—- 6888 1g)>frl. 8
—ZREBF (5, 4, 0)D+—H~-T-H (DBU, 2m!)
BTLHC30m ) FEER 7/, EEBRTHZRMESY
RERBGF BAtE ey, MEWAETTFRM (1 0ml ) fri
T3 09 4h AT, Bk Y, AEfFALAY (1 g, &
R: T4%),

B 231—-235T(44)

'H-NMR (CDC, + CD,COOD, 5 ppm) : 8.60 (1H, 6), 7.96 (1H, 4, J=14.2 Hz),
7.39~7.23 (3H, m), 4.51 (4H, 8), 4.14 (4H, 8).

EHFI23: BBE1-TE-T—-(3, T-ZHLEHNKC3,
3, 0)F-1(5)—HK-3—-%)—6—F—
1, 4——5F—4 -84 -3~
BT—8—1-ZX~-6-F—-1, 4——45— 4 -5~
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3—%M(0.27g). 3, T—-H{EHWFC3, 3, 0)F
-1(5)—B-_EE®E(0.31g). 1, 8——HLHHF
(5, 4, 0)+—%~-7T—% (DBU, 0.52m!l)HH
(10m 1) EHK 78, ZEETHIRPNR S KELAFE
WY, ATH. Ak, K2 TE, BHFALEY
(0.25g, R:72%), ¥%:229-232C (%
A2,

JH-NMR (CDC], + CD,COOD, & ppm) : 8.55 (11, 8), 7.85 (1H, d, J=12.3H7),
7.14 (1H, d, J = 7.3 H2), 4.54 (41, ¢), 4.36 (?H, q,J = 7.1 H2),

4.23(4H,8),1.46 (3H, t,J = 7.1 Hz).
LHFI24: HELI-KRTE~-T—C3, T-ZRERF (3,

3, 0)F-1(5)—H—-3-%*)—-6, 8§8—=

-1, 4——F—4—-F5H—-3 %™

B1-RTH*~-6,7, 8—ZH—-1, 4——58—-4—-4%

h—3—HHK(0.32g), 3, T—_HLWFC3, 3,
0)F- 1 (5)-—H-_FE%#E(0.3g). 1, 8——A%
BHC5, 4, 0)+—%—T-®H(DBU, 0.55ml )%
THECY 2m 1) B 5 /et ik iy, AT Rt
W, REGAKAH (0 .38g, FF:92%), Bk
265—268°%,

'H-NMR (CDCI, + CD,COOD, § ppm) : 8.57 (1H, s), 8.02 (1H, d, J = 14.2
Hz), 4.50 (4H, 8), 4.17 (4H, &), 1.87 (9H, &).
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EHH25: HEL-HHX—-6, 8——H—-T—-(T-CTH~-
3, T——8LWHC3, 3, 0)F-1(5)-
Wi—3—-%)_1, 4—"F—-4-§5H-3 %
3

BOERCO . 17 g)PekiT (K, 1g) wEH) -

HHEX—6, 8——K~T—(3, T-_HLX¥F(3, 3,

0)F- 1(5)—H—-3—%)—1, 4—_5F—4 -8 5H-

3—BM(0.3T7g)M_FEPRBE(I0OmMI] ) HARNTH

WHHATETHABE2 4/, WA 10 0m | AFBIHER

Y. HHRBRAEEEE(CHcly : 98 : Z#=6: 3

1) ReyEY, HEAMANCAHC0.21g, PR: 52%),

¥id:188-192°¢,

LHF26: HE1I-—HHAX—6, 8——H—-7T—(7T-—FH-
3, T——RAEXHF(3, 3, 0)F-1(5) -
H—3-%)—-1, 4——5—4 -5 H%-3-%
M(KR-10845)

W1-%WX-6,7, 8—ZF—-1, 4——4~-4-§%
H—3—BBM(0.42g). 3-HWH—-3, 7T-_RKLXHF
(3,3, 0)F- 1(5)—W_FEMEC0.47g)
1, 8——H4&XHK(5, 4, 0)+—-%—-T7T-W (DBU,
0.63g)ATLHEC20mIiI)#EEKT M, £XETH
ZRMRAHHBERR, MEDE xS, ML IREE, &
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HiFHMAHO . 368 (FE: 62%),

'H-NMR (CDC), + CD,COOD, § ppm) : 8.84 (1}, 8), 7.87 (1H,dd, J = 14.3,
1.8 Hz), 4.68 (4H, 8), 4.32 (4H, ¢), 4.01 (1H, m), 3.09 (3H, s),
1.28 (2H, m), 1.19 (2H, m).

XHMA27: HEL1-FFX-6, 8——H—-T—-(7-—FHX-
3, T—=—8%#RHFC3, 3, 0)F-1(5)—
W—3-%)—1, 4——F—-4-ftH-3-%
MERE(KR10755)

O .3 gEMM26HENL-FFE-6, 8——F—7
—(7T-FX-3, T-Z8ALRHFKCI, 3, 0)F- 1(5)
—H—3-%)—-1, 4——F -4 At K -3 -HKEMET10
ml 5%TBAKBEHY, BEMAN2ZmM] 35%#8f20m! 2
B WiZRAYBRINKAKBE R L o, Ak TTirdy, AR
A, NETH, BHO0 . 25 g H(FR: 7T8%). &
B:210-213C (44,

EHEHM28: HHE6, 8—=HR-T7T—-(3, T—_REXHK
(3, 3,0)%*-1(5)-¥H—-3—-%)—-1-
(2-RCE)-1, 4——48—-4—-85H%-3 -
KR

H1—-C(2—-HR2#)_6,7, 8—=Zf—1, 4——%5—

4 -8 Hh—3-%6%(0.29g). 3, T—-REXK

(3,3, 0)F-1C(5)-FH-_5EMH*p0.33g)f
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1, 8——8LNHK (5, 4, 0)+—H%-T-W(DBU,
0.46g)ATFZHC15ml)HHE 3/, AEETH
ZRNRA YK BB Bk £, LM ERE,
REGHAAH 0 .29g, FR: T6%). JaK: 241~
245C (44,

'H-NMR (CDC, + CD,COOD, 8 ppm) : B.B6 (1H,s), 7.88 (1H, dd, J = 14.2,
1.8 H2),4.68 (4H,s), 4.50 (1H, ¢, J = 7.8 Hz), 4.23 (4H, s),
346(1H,t,J=7.8H2),3.05(1H. ¢t,J » 7.8 H2),

291 (1H,t,J = 7.8 Hz).

EHH29: MET-(T-FX-3, T-Z&HRHFC3,
3, 0)%¥-1(5)-WH-3-%)—-1—-(2,
A——fHXX)—6, 8——f—-1, 4——4&-4
~f gk~ 3 —HBMEME (KR-10819)

WG 2 2HEHT -3, T—ZRERK (3, 3,

0)F- 1(5)—H~-3-H%)_—-1—-(2, 4——F*%)

-6, 8——F—1, 4——E—-4-AtHh—3 KK (445

mg)AEF10m! 9 8%FHFEMNZmMI 3 THTEK. #

FRAWER 4 /0ot H B ARET BB RN 8B KAEK

EFOmlAFBRBRTEY. WAN-NaOHWERAFHEP

H=8., st BB ETE, MEREFET AP K

(S5mi)dFZHC(Iml >, BATHc | &, &Y,

HRFBRACRERTEY, RGN (404meg,

£: 88%).
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Yig: 247—-2517C (448).

'H-NMR (CDCI, + CD,OD, 8 ppm) : 8.567 (1H, »), 7.04 (1H, d, J = 14.1 Hz),
7.42 (1H, m), 7.17 (2H, m), 4.87 (4H, »),

4.10 (4H, »), 8.20 (34, ).

BN R AR I LRI B s i M LA e H
H, RERpE 1 f0] I %,

5AHAE R Ciorofloxacinfoofloxacin 48, AZEBH
AR [ Firsi M a i 2 KA MRS ERe
PEEE, XBAYERFTRAFRERR ONEEE. ©1]
MARPRLZ, 6 ——HEEXHERAAUNSREHERE (&
I 1) 2 At @i g MERAREE N LAl RR Y
XA ok i B 6T A AR 4 P A T AR BOR

4]
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3

2

REPSERMAL2, 6 - —FREEXNEEUN E L gizn

BRHRRE (us, n1)

wF |42, 6 - —FEREEXFRLEH

KR-10679 KR-10747 Ofloxacin

1| aREeHHHE  8se 0.195 0.049 0.391
2 " 121E 0.098 0.049 0.195
3 " 203E 0.098 0.098 0.391
4 " 256E 0,098 0.049 0.195
5 " 690E 0.049 0.025 0.195
6 " €92€ 0.049 0.013 0,098
7 " 693E 0.049 0.025 0.195
8 L 694E 0.098 0.049 0.195
9 " 695E 0.098 U.025 0.195
10 " 697 0.025 0.025 0.098
11 & 70)E 0.098 0.098 0.195
12 . 703E 0.098 0.049 0.195
13 . 705E 0.098 0.098 0.391
14 L 7068 0,049 0,049 0.195
15 " 7076 0.098 O, Gyd 0.195
16 . 708E 0,025 0.0J3 0.098
17 " TI1E J,049 0.013 0.098
18 g TI4E 0.049 0.025 0.195
19 u 725€ 0.098 0.049 0.195
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