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B, SAELE,. —RLt#H, BERK, THEE, R, &
AR BARFRER, £z, ERERBREM T XA Y
KEEBmBE 2B mBEHMET. B8 UREYNRKERFE

R, TR THERH. FAREZEA, 2488 (o,

FE, ZERAE), BE (U, DEKMK, —8E, 1,2
STHEZHK, CZMR-BEAM), REERSE (W, W
%), REBMERAI0HBECAE, H305 8 ZF 2/ &
c REBEBESAZTHE (10~35CE300C, EEB/E
100TC o |

4, Lo (M), TEBMEBET (SR M -
B REENBZIAELYD (1) (S RE SRy,
-RI-BEMMZBEAMBRENB L, BIRELAY (

i), AREMBM_BHI1ZEIRE, EHNIET1.58F, §1

REKEBM B, Aedugtn, BEHA R EER

AR B T AEFEARR (CNS) AdAE (210X 297204 ) 35
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A~ BREH (36 )
, WMIEIRHE, EHN121.58H, WREMBHMSE & MEFA
T, RAMNABEEREBE®ITRE, TMBEMBITER,
FRREEAN, B2 BB (W0, P8, 2BRAEB), %
BEER (W, ¥, BER_BX), BE (W, ©Kkm®H,
~HEK, 1, 2-2 2Kk, CZCBR_RFAB), RER
B(wm, _FER) REERBEAIZ24PNE, H1ES6
hE), REBEB®EARA0E150C, EOE100C, £t &P
(MZERBRESY, R—RBR2o2BBFE, INBELEER,. B
MrRBHRTUIBREL, T2HHBE-RI-RERY2Z2E S
M, RE-RRMY KR I-EMp2ELYE,
e M)TELLEY MHETEEFEAAES 2,
e (M), BEERE), IJELED (V)L

DELSE (U, SLEREL-BETE S BELLEE S

(m, ELEERBELH), FSIEELEYD (M)AHI

EIRE, EMWIE1.20E, AENB 2, KREAHHS
EMEEAET. FMAUREHREETER, EHBM
BAER. ARNRE KN, BABE (0, FE, 28
RAB), $EEH (I, %, PER-F %), BERS
(m, REKREHK), MH (U, DEE M, — 185,

1,2-2RE 2K, —ZMR-_KEFAM), ROILESE (W,
SEEG, R, NELEBRRIL2-ZRZE). KK M
BB ANHBEI2AG, B30 RE4S6 . KEE L@
W A-20F8150C, H-20Z 80T , tedw (M)2ZRHME S
W, AR -BRZAME ., AN, BEE. BEAREEE P

AMER MR T EBEEE (CNS) AL ( 210X 2970 % ) 16
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A7
B7

A BB (37 )

Unr#RrRELE, 72 BBE-RIL-RED2ELSY, HE-R
RYKI-RERHYD2EHEDE,

te (X)) FFLtPREED (MHIHRERMNB 2
c HIELYWEBEZESH, BEAKNLE (W, RLEERA®),
MAE® (0, ZWEHR, ZELBERZBLCHE), THEBES
(, TR EBERRERBR)RSEL Y @B (0, ©®t R
XN ERLECEBREAE=ZFK) SI1L£EFLtSY (W), BEE LY
0.225.08H, HO0.522. 08 H, R EEETE2%44, B84
FEREE (W, ¥, BRER_F X), BE (0, O &% H,
SR, 1,2-2FEZR, CZBHR-_RAR)R SIS
A (om, KBk, R, mELtHRRL.2- 2K 2ZHK),
KREKERME® R OLEBZT12ME, HI0OPBEINE, K
EHEEEAZETBHBEFIS0C, EXBEF100C., £ &9 (X)
CRBRERSY., IR M2y S5E, INELEL., B E

RE@B PLUEBBRAL, 2 HMBE-RI-EHY RS,

RE-RBMYKNI-BERYD 2B &Y E,

tew XNTFIRFLEY (K)RYIZESRE (EH 1

FEIRBE IZBRBSRAET S AmMBU B2, &
PR, REBNE, RBRZ2EET, ﬁiﬁﬁﬂiﬁﬁﬁfﬁﬁi@ﬁﬂrﬁ
WMAET. eRE2EHMN, BE=2Z2K, BEREH, E1LtH
ELEH R -_RABRE, #HUREYXE® T KB
EMEMTERN, AARE2EMN,. B8R (o,
P8, CBERAB) FEEAHR (0, ¥, FXR -8 %),
ﬁﬁ(m, mE%kE, WK, 1,2-ZREZK, =28

(= Pr 3 R it B N Bk B oF 3 )

AR T REEHA (CNS ) A (210X 29704 ) 37
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&~ BB (38 )
R-RAM)), REEEEH (I, K8 K, K5, @1
RE1,2-Z8 Z k), ﬁﬁﬁfﬂﬁﬁ%:ﬂOﬁﬁElZd‘ﬁ,
B30 @FE4NE, REBEBR®E A -5Z2150C, HS5F
80T, L& (K)2RBMEAY., IR —-—M2H 85 %,
fluowE &R, REBREFT FPLUERREL, > W HBE-R
L-REY2REAY, RE-RREDBLI-EHD2E 8D E,
tew (MITUFIEELEAY (X)), #AKHE (W, &

BERZE), BE (o, B, ¥B), BB 8 (o, #HERH
), REBRBE (0, IBMRERE) B%Y1E208 H, E
HIESHE, 882, EAEEAYREILIEL 2 S B 8&
T2z, RAMRAREYESREL TRR, TAFMLaTEHR,
REHBEZEH, @3@ﬁ(ﬁﬂ. PE, 2ERAEBE) R
ME (o, DEvm®m, Z1BK, 1,2-_ FHKIHKE, =28
E_RAR), REFBBEREAI OSEZTI12MNE, H 304
EE4PME ., REBEBRAZHBZETI50C, BEZXZBE
100C, R (MZ2EBRRERLY, TR -—MFE, #loR
BrRBHFLUEBRAEL, 2 BBE-RI-EHY 2R &
M, XE-RRBRYAL-ERY22E & E .,

tEedw (VIR ERAREB-1FFRAZ2EBHRAAEEN
tR4EEH (1),

o, RERBRESR, SEXRLEYWARERE, B
‘Eﬁﬂﬁf'ﬁéﬂxﬁﬁ. e FETUMEBKAERFELE ¥ A 2 W
EETFTLURBZ2, RETRE, BEMNE, KLSEHET
BERBE®OILSY,

AMEREAR T RERMEE (CNS) AdUE (210X 2970 % ) 38
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&~ BRHE (39 )

BE-REE2EN, S2FRERLEEBRRZCi-6
EREE (W, ZEERFAEBELE), $RE, Ci-cRE R X (I
, RERERZEBE), FERE, Cr- 0B K E-RBE
(0, ¥FRE), Z¥PERMKBELE, LETMREZEM
, BEAMET (W, B, K., BERN), Ci-eff % -2 % (I,
ZEE, FEERABE)RBE, BEHESHARE2Y A
HALIE 3E .

BE-RELE2EN, B2EBRENRZCi-eff X (I

mE, 2%, A%, RAE, TERB=ZTH®), $%,
SERERUGE, FHERARE, i, a®F (W,
. R, BRHM), FEE, C1-sRE-FE (W, 2B %,
REERTHRE) Ci-eiiX (0, P&, ZERE=TEH
), Co-105 % (0, ¥ ERBE )RBE, EHSHRE 2
wEYAIZIE,

BE-RUEZ2EN, B2 EEMR2Ci-6/ % (I
%, 2%, AE, BFRE, TERS=ZT%), $%,
Cr-1oX G % (0, ¥WK), PBEE, Ci-sik -2 % (1w,
ZBRERFAEE), $ERE, Cr-1BKERSE (W, %8
ERE), DEUME, NEHBERDEE. IS KR
£, AMm, SETF (W, B, K, RRM), Ci-ek £ (I
BE, ZERBE=ZTE), Cr-uEH % (W, $8X),
Co-10X £ (W, ¥ ERRE)RBE, EHSEHKE 2K

HA® O AIE 48,

BRUSBRAER, AESCH 2 A RBANP &

AR A P HABRERE (CNS) A4 ( 210X 2970 % ) 39
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Al
B7

# ~ AL (40 )

o Flm, AEM, B, RO4AH, B, XH, \-BE_HHER
BH, EABTR#RZIZBEZTE, X8 F K,

FHPLERAEE(D2EKLEED, THRAZRERA

c HRNBZEEXTHIRE, RERES&ITHY, #lm
tREtEeM (DT RBR2BEEMARZ H

mRrRESH (D, (M), (V), (M), (@), (X)E (X)
CHRBRBY (E-RI-RWY), S BERBER, RS
ok -—Mmz2o8A5E, Ao, R0, BE R, RBARME
., TLEBRAELE, BB HELSE % S, & ™ Shin
Jikken Kagakn Koza " 14(H X Lt BB F K &), 251~ 253
H, ™ Fourth Edition Jikken Kagaku Koza ” 19(H &% 1t
RREERE), 2I3~2M4EFRZZFERRABEUFE, &
SR RMR, FRELCH, SRBELH, X &4&8,
XRH, TAEBRERELH, MBEFT, B9 HES & N
®Y,

Mw—f, e (DK E2EHRFTR, BE4£ X
BERBYE, LEEXARVERIRBRSGDERN, 5B ER
2 R

EMEEAF, REONE, L&Y (1T B £ KM EHF

EEHFH, RIEFEHR, ELFR, FLHER, B EHF

BRERFAR, RREXHRRRES, B/ - L L

R 2,

EHLARKERMSBSZ2ENOLED R BMEE, T7TK— &

FEBILLRHEEZZH, TEFABZENLEDRIER R,

Ak R BE AT REEAE (CNS) AGLE (210X 297204 ) 40
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A7
B7

Z -~ ARAHA (41 )

Mt EeEdERETAMEMEE, FB2LEEY (1) K —
BE®k, AL, N8B, REG, BEMRAN, B EE, &
m, BERREHN, BERERAYHP FLEH, R F LM
ft

B, sttew (DEFmEBEREYD, EHm RS
pEEEYD, IERE, IRLAFERHRHELEFRX, F U
‘}J‘Eﬂ%ﬂﬁz.oﬁﬂ.?f%ﬂ:%%(l)#&?ﬁﬁiﬂ:%%.EI{l'ii’(:
BREFEZ-—RER, FLURBFRI-ERD R |-RE&Y .,
h %

EEB (DR (la), BFHRBHERB 8 K A A
#, SHEMN, EFAHIZ2HEFEHR, BEmTFr®EY .

tem (DR (laRBAE (W, AR, X8, 8 &,
2, B, 8, &, F, BRAIAHFABENZTERN,
Afm, TAHFRATFERAEZE (HH2RREBEHNETHAN)
PHAANBEZEREARY, UEF TS RENT Y @
2ER, fim, E-EROGRRBRR, RE -2, =-B8 %5
BArESEZZREFTRBRE, ZC6HEC®FE, £HR WS
TWwER, EFHEBREBSAEAEBRE (Alzheiner's
disease), #MEMLIIE2 AWK, AWERE R, M
H, M, HE, K8, B &% KMMBE (parkinsonisa)

MR, WHRR, BEREXBE, R EAHEEDEH

M., KR, LA (DR (IOTRAFSAEER £ 8 & &
KEB2E -RORBER (U, REI A28 % -BRR &
B )28 %M,

teEw (DR (la)T X FEHEE, IRFFESHZH &,

AR BEA b BB FHRRE (CNS ) AdUE (210X 297204 ) 41
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MBS OB 2R, EORBREEN, S0 kLD
£2RF, BERMAD, M (BeHEE MR B KR
M), HENA, BERNA, BEM (KB EAM), K8
MM, EHBM, RAM, SENM, BEMRILEB M,

EBH2ERDE, LA (DR (Ja)2HE, A4
0.01F100w/v%, BMBRAD, R FTEHB, CTRBR
M2k mmAR, AN, SBEEEERBZRARE

SH-RRSARBRET, RELRSY (L2 (DK
(la)M &, H0.1ng/kg®E 20ng/ke@ E, H 0.2ng/kgE 10
ng/ke@@ B, ¥ H 0.5n8/keZ 10ng/kel® & ,

Eem (DR (I)T AL EFEHRS, Am, %3#=
£ % (benzodiazepine) W = W K (triazolan), E K f
WM A T I% (butoctanide) R XM, BIE % & H K wm
-9, 10-+ \NKRHBR, —EER. L&H (D% (1a)
ALBRERYD, Am, M, BRANM, BHUN, B
BM(2%BE)ER,

FABRELTER268, TERAARBE N M S G
LERZEEEHMABAEN . LSEMTURLM, #
B, BAMRBBAGRERERYFT RRABEBER
M, TWUEM, MEAM, BB, SEM, SHMRE Y
MG AN, A, BEOE, XTOBRAENY, U R =M

HELM, EEMRA%MN. REART2BHM, 82
W, BB, D-HAME, BRY, SEALTR S AS K

Rt NBREAMKEZ2REA, BS@EBMIE, ®RaRE

AR A PERBERRE (CNS) AL (210X 2970 4 ) 492
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A~ BB (43 )

BELW. &
D-H & % 8 ,
A A G

SRR EZEHN, BE&

mE, BERERSEE,

AEARER, BE,

AAREBRREERE

mEENEEEH,

BEa®yn,

KRR

,RAEFERHE
FRHBEAEZEH
&,

A8, D-H
Bk, BEE,

EZ2EHM., B &

ZHRWMREEXK MW,

8, RRERLFTHARRBERL A,

 BEaEHRBAK, 2B, R_8B, B2 =

HMBARBREZESN, BB 28

BHEE, *PHFXxTFR, 2B, B-K%

ZEZEBEE, RBEARERERESN., RE2AK

ETEmEMN, mEBEBE=28KE, AEE

mEBW, AEBEBRRE®,

BB ME

L%

BEH, RiLXxH

#A (benzethonium chloride) R B E B H WM B B 8 A &
TS0 um%E 2% E,

2w ®, ARERERSH, W
ARERRER, BZERBEEZREAERYE =
c FRAKEZESN, BEELH,
BEEEEGEAR, mBHE,

RBERERBRE, AMBEEZEH,

BEHRD-HEB®BE,
FEAMBREZ XA, ZBuH,
BEFXHEE,

REANRE2EN, B2HRFXTAHE, RT8E,

@@
$z28, REZMRLUNEY. HELMBT 8@, &
ST HRME, AEOMRa -EF 8.,

B ik B R M K

(1
BeETRBEH, BREMARAB A F R A0, 8K
FEIERA, LHAAURMFAEH 2@, BHoTxEFEE

ABRBHzZ2EEN, MUBLZ,

AR R AR T HEEMRE (CNS) A4S ( 210X29720 % ) 43
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B7

s ()

RTREEHN, 2FEHRABRAF, “ 2R "HOIZE
30C, RAMAEZERNDT :

s: B
d: ® g

t: 8 &

a: B

n: % g
br: W &

I BE M
Hz: #
CDCla: i & 4
D20 : & 4b

THF : 79 & % W
DHF : N, N-= B & B B B
de-DMS0Q0 : (= B g8 @ ) -ds
NMR : B F -8 B % R

2 =01

(1,23, 4-0 8 -7-FHE-1-BEE)Z MW

B2 60% W b # (6.24g, 156nmol) 2 /I & 5 M (100a]
VEBY, RKADT, BERMART ERSE = Z 8 (30.4
€, 172am0l) c R AW FAME 159 @ - B, # KRB R
SWE, RMART-FEE-1-19 & %M (25.25, 143umol
JZTHF(50a1) B % « R M B & W F A B & W % 340 B o &
REESHWEAKST, AMBARBRETER - 5 B 8 K

A R AL o BB R ARE ( CNS ) AdALAS ( 210X 2970 % ) 44 (B E H )
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A7
B7

E o BRRS (45 )
AW RBMBERAGEE, SRARBBES, EEAER
BEBREM. BUUDBERERKN (2K 2H2Z8W=9:1
JlE FH L, BB LR EELAD (RRMBES W) (28, E
®98% , W), LR BELAH (RMESCY)INUDEE
HEH (28 : 2B2Z®M=98: DEFHEt, E4ANEER
"y,
E-8 9
m.p. 59-617T
NMR(CDCl3) & : 1.85-2.00(2H,m), 2.76-2.91(4H,nm),
3.81(3H,s), 5.70(1H,s), 6.91(1H,dd,J=2.6Hz,8.4Hz),
7.03(1H,d,J=2.6Hz), 7.10(1H,d,J=8.4Hz)
I-R B Y
i
NMR(CDClI3) 8 :+ 1.87-2.02(2H,m), 2.54-2.64(2H,n),
2.83(2H,t,J=6.2Hz), 3.85(3H,s), 5.28(1H,s),
6.93(1H,dd,J=2.6Hz,8.4Hz), 7.09(1H,d,J=2.6Hz),
7.86(1H,d,J=8.4H2) |
2 E fl2
(2)-(1,2,3,4-W & -7-FRE-1-THEE)Z M
B&(1,2,3,4-0%-7-FHE-1-5F L)W (
1.0g, 20umol) 2 28 (10nl) K™=, MARAMEK /28 &
W (5n1)R Bt JE 8 (ODHT-60, lg) REB A MK T @ R %
B (WAkgf/cn2 )R B3I SAR, KEHESAMER,
Rk, HERMEHEM. REBR S, MABBEBR, 2

AMERBAR T BRERE (CNS ) AL (210X29720 4 ) 45
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&~ BABA (46 )

R, EHELUZMZEBETRN, MBRXRNREKLNEMODP
BMESH KBEBRRKGEE, THEKRBEESLE, B2 HRERE
MEKBEH. BULLUVBEREERNETHLL, B3 L3]E
L&Y (EB2. 14¢, W),
NMR(CDCls) 8 : 1.87-2.02(2H,n), 2.54-2.64(2H,n),
2.83(2H,t,J=6.2Hz), 3.85(3H,s), 5.28(1H,s),
6.93(1H,dd,J=2.6Hz,8.4Hz), 7.09(1H,d,J=2.6Hz),
7.86(1H,d,J=8.4Hz)

2 2 fl 3-4

1-(2-BE 2 %£)-7-8 § %-1,2,3,4-1 & 1t 3

BR&(1,2,3,4-B 8 -7T-F & -1-TXE)Z B (
15.0g, 25nmol )2 2 8 (100nl) A K A, MARUE/ZE
R Bnl)RBER (V-2, 38) REBESYWRS0C R &
BA (3~dkegf/cn2)H MEBSINEB , EEBRESBREL, R
R, ARZRBEZRAN, MBLERBELLSY (E@AE L
W)(20.4g, EX30%, W), U LA VWEERAREMZ K
B, /& — % & 1,

2 & fl 3-8

1-(2-B EZ%)-7-8 WM HE-1,2,3,4-m & £ 2

RaBsfeuB2z()-(1,2,3,4-mWK-7-F %
E-1-ZSRB)ZWM2Z2B (100)B KBS, MAMNUE/Z
B&E® (50l)RBEE $ (ODHT-60, 1.88), RAMMREB B
ERAR (Mdkef/cn?2 )R REIIE, RE#SEBR B,
M, RRABWEBR AN, B LEABELLOY (R WA

AR BB BEERA (CNS ) AL (210X2970 % ) 46
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Z~ BB (47 )

TH)(ER1.46g, 78% , W), Lt e YWEEARRESR2
RE, # R & — % 81k,

2 X #fl 4

(6-F WM EE Eeh -1-%)Z W

R&60% A M (2.71g, 67.9mmn0l) 2 THF(150m1) A
MH, RkSEHT, BMARPEHB=28 (11.5¢,
64.8mmol), RV ERMBISAH, RE, W A26-F
S % -1-= & # B (10.0g, 61.7anol)= THF(30nl) ik ¥ .

(32 3050 B B N Bk e 3 )

KREBAYRZBREIONE, FHARKER S BHANKF,
’E%EMZ.MZ&E?&%‘T%HXO MEBR2RHMBARLEEIRR K
i, BREERARBEZRE., R, AREBEREHN
c BUWIUVBERRBN (B K : Z8M 2B =8: 2)i 17814,
EVHIMBMZEB/CRPBELER, BB LR EELL Y (
6.00g, B X53%), WHIS~I6C (HEZHMZBM/ERhr+H
% &)
NMR(CDCls) & : 3.01-3.18(4H,m), 3.83(3H,s),
5.61(1H,t,J=2.4Hz), 6.96-7.03(2H,n),
7.27(1H0,d,J=8.8Hz)

2 E M5

1-(2-K Z % )-6-50 & &8 &

R & (6-B % & M M -1-%)Z ¥ (4.00g, 21.6mnol) 2
Z;B?(SOml‘)iE BH, MAROE/ZBAER L0l R KRB
R(V-2, 48) RERAEY R EBRBRENM (3kef/cn2 )it

BEShE, Rk, RS0CRME2MNE ., KERASBR =B
AR MR T HEERR (CNS ) AdLE ( 210X 29720 4 ) 47
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F o~ ARG (48 )

, R, AEREBRZKAR, BYHIUVBEERFK (K 4 :

HE=097:3Z8M : B8 Z2K=90:7:3)E Tk, B
LR EBEELESY (3.30g, E X80% , #),
NMR(CDCl3)d ¢+ 1.50-1.76(2H,mn), 1.90-2.08(1H,m),
1.22-1.34(1H,m), 2.65-3.20(5H,m), 3.79(3H,s),
6.71(1H,dd,J=2.6Hz,8.2Hz), 6.76(1H,br s),
7.12(1H,d,J=8.2Hz)

2 fl6

I-WBEE-1-BE-7-F R & -2,2-—- F ¥£-1,2,3,4-mm
(i

R&1,1,1,3,3,3-A B & - Wik £, (4.74¢,
29 . 4nmol ) 2 THF (30m ) B ® H , R-718CHEBH M AT &
Ui & (1.56ME RE W, 18.8nl, 29.4nnol), B & 9
mulo0oraE., R&, WMAZWH(1.410], 26.90m0l), K B
Rep X200 8, BB, AmMANS7T-9Q&-2,2-=
BE-1-I % KR8 (5.0g, 24.5amo0l) 2 THF (10m1)i® & , &
EXHRHE2I M, RERAYWHANKFT, EHEUEG &
TR2ER. TRERBERUECBABR KB, &&KKB
TR, BEARBRRBEZRAN. BOLWBERER K (Z

MIB:OfR=2:8)THdL, BB LABELESLSY (5.3¢,

B ¥ 88% )/ % 107~ 108T
NMR(CDCla) & : 0.97(3H,s), 1.15(3H,s), 1.60-1.95
(ZH’m)n 1.97(1”.3). 2-69'2.98(4”;"‘)' 3.83(3“-8)!

6.81(1H,dd,J=2.7Hz,8.4Hz), 7.00(1H,d,J=8.4Hz),

AR BB T B BEARR (CNS ) AL ( 210X 29720 4 ) 48
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7.34(1H,d,J=2.7Hz)
Tt & D H CisHioNO2:
it MM C, 73.445 H, 7.815 N, 5.71
® OB {E: C, 73.645 H, 7.745; N, 5.83

2267

(1,2,3,4-8 & -7-87 G & -2,2-- F ¥ -1-F X &
) Z B

RE1I-WEAEE-1-BE-7T-FQRKE-2,2-- @ & -1,2,
3,4-M ® i % (5.27¢, 21.5mmol)2 B ¥ (50nl)& & 4 ,
fm N5 P B B (0.5, 2.15mmol), R & & B & M # 1/
. RERSYHA AR BHENKBETR, 58ELEY
EITRR, B 2MBABLUAEBER Kk, BB
%, &%ﬁlﬁiﬁiﬂfﬁ%iﬁﬁﬂo RO UVBERERERW (28
CE:CiR=2:8)ETHE, BB LABEBHELL Y (R H
Re®V)(4.88¢, B &),
NMR(CDCI3) & : 1.16(4H,s,Z2- B # ¥ ), 1.52(2H4,s,E-
R#Y), 1.66(0.67H,¢t,J=6.6Hz,E-2 M%), 1.75(
1.330,t,J=6.6Hz,2-R %), 2.70(0.67H,t,J=6.6Hz,
E-R®®), 2.83(1.330,t,J=6.6Hz,2-2 ™), 3.81
(IH, s, E-R#® %), 3.86(2H,s,Z2-BR @MW), 5.37(0.67H,
s, Z-RMW®W), 5.70(0.33H,s,E-R M%), 6.87-7.12¢(
2.33H. 0, E-R WY +L-RMW), 7.64(0.67H,d,J=2.6Hz,
IL-%®_Y)

2 £ 6 8
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A7
B7

&~ BB (50 )

(1-(2- B B Z %)-7-% K& -2,2-= 5 & -1,2,3,4-m
£t %

kBEHFAI-B2EBEEHIAFR, B8 (1,2,3,4-0 & -7-
PRE-2,2-2BE-1-TRE)ZH., B8 Lt0REHELLS
M2REBRERSY (B X99% ),
NMR(CDCIs) & : 1.11(4H,s,Z-E M%), 1.30(2H,s,E-%&
M%), 1.56(0.67H,t,J=6.9Hz,E-B M %), 1.66(1.33H
t,J=6.9Hz,Z-E M ®), 2.61(0.67H,¢t,J=6.9Hz,E-% i
#), 2.75(1.33H,t,J=6.90z,2-R M ® ), 3.63(2H,d,4d=
6.8Hz,2-B M ®), 3.70(1H,d,J=6.8Hz,E-E @ #), 3.80
B 3.81(3H,sX2,E-BR MU +I-EMW), 5.54(0.67H,¢t,J=
6.4Hz,Z-E @), 5.89(0.330.d,J=7.1Hz,E-BE @ 9 ),
6.68-7.10(3H,n,E-BE MW +2-2 # )

2 Z /9

(2-B & % -6,7,8,9-N & -SH- ¥ HBWSBH-9-%£)2

KBEMI2KBRAAMA R, B2-F R E-6,7,8,0-m
£ -SH-%XMAM -O-BUBLABELLY. KiEEY
ERERAREMLRE, BRE— % & 1,

2% 410

(E)-9-(2-1 B 2 % )-2-% M & -6,7,8,9-1 % -51-%
* W |

& (2-% %% -6,7,8,9-W 4 -5H-% 3 R & B # -9-
%£)Z B (2.00g, 9.38nm0l) 2 Z & (10al) i B & , W A M

AR AR T BEFARE (CNS ) AdMAE (210X 297204 )
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316895 A7

B7

£~ BARHA (51 )

MB/ZEBER GaDRRKER (V-2, 28), BAHRS50C
&iiﬁ(ngf/cmz )R REAINE, RERAESEARER,
Ree, ARZRBEZRENM., BOLUUWVBEREFK (K15 :
FE-0:1F R :FB:Z2Z2MK=00:8:2) 7414 . 115
REEEALASY (1.508, B XRT74% , W),

NMR(CDC13) & : 1.60-1.75(4H,n), 2.33-2.41(2H,n),
2.61-2.72(2H,m), 3.47(2H,d,J=7.0Hz), 3.79(3H,s),
5.53 (1H,t,J=6.6Hz), 6.66-6.75(1H,a), 6.96-7.02
(1H,m), 7.14-7.17(1H,n)

2 % 411

(E)-1-(2-BR B Z & )-6-0 & & &

RE(6-BE EHH-1-%5)2 W (1.60g, 8.64nmol) 2
B QBnl)BHRFT, MA2ME /2 BEBFH (W0l R B &
(1.6g)c B EYW RA40C & R K (4kgf/cn? ) @ # 32/ B,
XRTI0CHREESIFE, R EREBER, Rk, AERE
ZBHEN. BOUVWRBEREREH (B9 E-=-0:1Z 815
TEEZZB=00:8:2) T, WEB LREBELS Y (
E R 1.40g, 86% ., M ®R),

NMR (CDCls) & : 2.70-2.80(2H,n), 2.89-2.97(2H.u).
3.48(2H,d,J=6.6Hz), 3.81(3H,s), 5.91-6.01(1H,n),
6.77(1H,dd,J=2.4Hz,8.2Hz), 6.96 (1H,d,J=2.4Hz),

7.13(1H,d,J=8.2Hz)

2 3 fl 12

(5,6-- B WM B ELH -1-%)2 W

AR BB A P HBERE (CNS ) AGUE ( 210X 2970 4 )
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A7
B7

&~ BB (52 )

kK212 BEMEAA, BS.6-— HEE-_§
R LY BEELSY.,. UEYVEERARREBZ R E,
T RE - AL,

2 E 13

-(2-RZ2E)-5,6-—_ R EHA MA@

R&G,6-— BEZEH-1-B)ZH (1.70g,
7.90nmol ) R Bk E R (1.7g) 2 2 B (80ml)F & B, fm A 2M
B/ZBE®K (400), BEWRS0C R ERS (3.2kef/cn?
)FRHEIZINE . REHKSEBRER, R, BRE KRB
M. B @ERZB (25a1)%, MW AS%E-IR (1g, & &
50% ). BREVRNREBRERASA PR HEL1.5/F, 8 -KZ
BREER, RBERFTMALIOEAB/ 2B, B9 T L&
. TRERYEZIBZIZRB-EFABEYTELSER, B8 L3R
BEALESY (0.90g, B X 44% ),
2175~ 179C (H ®|)

NMR(CDCla) 6 : 1.59-1.97(2H,mn), 2.18-2.40(2H,n),
2.77-2.86(2H,n), 3.05(2H,t,J=8.00z), 3.18(1H,br s)
, 3.84(3H,s), 3.85(3H,s), 6.73(1H,s), 6.75(1H,s)

2 F 6 14

1-(2-1 2 %)-7-F R % -2,2-= @ % -1,2,3,4-m 4
- NN

R&E1-(2-BEZ%)-7-9 % %-2,2-- 8 % -1,2,3,4
- ® b ¥ (10.2g, 44.1nn0l) 2 Z B (50al)BE & B, W A
5% Pd-C(509% & & . le). BAM MK EZBEBRE XS (latn)

AR AER & BB AR (CNS ) AL (210X 2970 % ) 52
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316895 A7

B7

F o BBRAEH (53 )
P THEECERFEFAHE. ELEEREBESTRE, PId-CHE 6 &
TBRER, BRBEF, BRBEZKBIM., B LUAEB B N
, B8 ERBHELEYW(ER10.7¢, 90% ), B % 141~
MM3C (B ZEBHABERZ).
NMR (de-DNSO,D20) 8 : 0.83(3H,s), 1.01(3H,s), 1.30-
1.80(5H,m), 1.90-2.10(1H,m), 2.25-2.40(1H,n),
2.60-2.96 (4H,n), 3.72(3H,s), 6.63(1H.d,J=2.2Hz),
6.73(1H,dd,J=2.2Hz,8.4Hz), 7.03(1H,d,J=8.4Hz)
%% 4 H CisHaaNO -« HCL:
W E: C, 66.77; H, 8.97: N, 5.19: C1, 13.14
B {6 : C, 66.61; H, 9.02: N, 5.205 C1, 13.19
2% 415
(1,2,3,4-W & -5, -~ B &E-1-BEL)Z B
wK2EHA12EEHRAERF, BHS,7T-Z2 B X -1-08 %
Rk WEEEBR_-_CB, N8 LABEELEYZ2ZERRES
Y (FE ¥93% ), BBTI~T13C(BEZHMZB/EHETHEE LN
2Z)o
NMR(CDCla) & : 1.96(2H,n), 2.23(3H.s), 2.30(3H,s),
2.72(2H,t,J=6.2Hz), 2.79-2.88(2H,n), 5.69(1H,s),
7.06(1H,s), 7.22(1H,s)
7T E M CrallisN:
3 W C, 85.24; H, 7.66: N, 7.10
® B fE: C, 85.19: H, 7.59: N, 7.13

2 2 fl16
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A7
B7

&~ AHBA (51 )
1-(2- B @mZ £)-5,7-=— 8 % -1,2,3,4-m § 1t 2

kesfA3-B2EEMARERF, B (1,2,3,4-8 & -5,7

SR E-I-ERE)CHE, KRB ERBELEDZRME
&Y (E R88% , ).

NMR(CDCl3) & : 1.75-1.93(2H,m), 2.15-2.30(6H,n),

2.40-2.90(4H,mn), 3.44-3.65(2H,mn), 5.85-6.08(1H,n),

6.85-7.30(2H,m)

2% M 17

(1,2,3,4-W % -6,7-- B A& -1-TRE)Z M

KBEMIZ2EEHERBR, B6,7T-2 R % -1-1
AFXMANTERM -_CZN, N/ LABELLY (B X
95% , W),
NMR(CDCI3) 8 ¢ 1.85-2.00(2H,m), 2.80-3.00(4H,nm),
3.89(3H,s), 3.90(3H,s), 5.57(1H,s), 6.63(1H,s),
6.99(1H,s)

2% 18

1-(2-BEZ %)-6,7-= @ S %-1,2,3,4-0 € {& %

KBEMI-B2RAMBABER, 8 (1,2,3,4-0 § -
6.7-Z R EXE-1-TRE)ZM, NS LR EBELEY 2
EMELY (B EG65%. W),

NMR(CDCIs3) & : 1.75-1.95(2H,m), 2.20-2.90(4H,n),

3.44-3.60(2H,mn), 3.80-4.00(6H,m), 5.77-6.00(1H,n),

6.55-7.20(2H, m)

2 & 619
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B7

F o~ BAHHA (55 )

2-RF KK -6,7.8,0-1 & -5H-%H BB -9-
RE&E2-BE-6,7,8,9-0 % -5H-%HEBEH-9-8 (
9.69g, 56.3mmol) R iR B # (23.3g, 0.17mol) 2 DMF(60m]
)REBHST, RUKSHT, BMARERE M (34.6g,0.28n0]
). REB AW RIO0CHEIAG, @A KbH, £%H2
MZBENEADE, FOL R SR RAB R KU,
BEAUBRER, BERBEZRAM. BOUDBER
BH (ER:ZMZB-9:DEFHL, B/ LABEL S

W o(11.4¢, % € 93% , ).
NMR(CDCis)@ : 1.33(6H,d,J=5.7Hz), 1.70-1.92(4H,n),
2.71(2H,t,J=5.9Hz), 2.87(2H,d,J=5.9Hz), 4.58(1H,m)
, 6.95(1H,dd,J=2.7Hz,8.2Hz), 7.10(1H,d,J=8.2Hz),
7.26(1H,d,J=2.7Hz)

2 % 420

(2-R M % -6,7,8,9-0 & -5H-% 2t M5 M M -9-% )
Z W

KE£EMI2KRRMAESE, G2-BEARNE -6,7,8,0-
mE-SH-XHRES S BMRNFERM-ZE, WL
BB LM ZRMESY (B ®o4% , ).
NMR(CDCl3) & : 1.20-1.43(6H,m), 1.60-2.20(4H,n),
2.40-2.80(4H,m), 4.40-4.60(1H,m), 5.30-5.43(1H,n)
, 6.60-7.20(3H,nm)

2% @21

9-(2-K E Z B )-2-R A ¥ % -6,7,8,9-19 & -5H-% #

AMER AR P REEHRL (CNS) AdLE (210X297T0 % )
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A7
B7

&~ BB (56 )

R R 1

KEEMI-B2REMABERE, 8 2-EAKE -6,7,8
O-TE -SH-¥ARERM-0-K)Z M, MBS LR EE L
AMZRMBESM (EX01%, W),
NMR(CDC13) & = 1.20-1.43(6H,m), 1.60-1.85(4H,nm),
2.20-2.80(4H,n), 3.18-3.50(2H,mn), 4.40-4.60(1H,m)
5.47-5.65(1H,m), 6.55-7.10(3H,m)

8% @22

G-F WK -2, 2- F K -1-= & & M

& 60% ® LM (2.22¢, 55.5mm0l)21,2-=- B § 2
f 20 ZBEBES, RkBSOT, MARG6-5 K XE-1-
~ & & M (3.00g, 18.50m01)21,2-= % £ 2 & (10n1) 2
BER ., RAWRMESHE, BMATFER (4.61al,
74.0um01), RESWRHE2098. RERER S Y & M
Ak, B2OUZHMZERN, Al 2N A KOS Kk @
B ARBB YR, EXARRBEREN. B9 LB
BERBR (ERCHK/ZHZE, 9: DEFHL, W
B3.15c (EX 0% ) LR BELAM, BHREY .
NMR(CDCl3) &8 : 1.23(6H,s), 2.92‘(2H,S). 3.84(3H,s),
7.16-7.34(3H,m)

2 % #2023

(2)-(6-F & % -2,2-~ R EBHE -1-5)2 W B ()
(- RE-2,2-= FEDEG-1-%)2 M

B &1,1,1,3,3,3-X B0 — WK XM (4.1301,19.6mmol

AMARA AR T REFAL (CNS) AdME ( 210X 29704 ) 586
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A7
B7

A~ BBABAA (57 )

J2THF(BO0ml) @B W AP, R-T8CREERS P, M ANI1.56M
ETEREZHR AR (12.501, 19.6mmol), B &Y M ¥E 105
@, WMAZ W (0.94nl, 17.9nmol), RE Y X M 154 8
c REBESYH, MAS6-FRE-2,2-Z2F F%-1-= € &
@ (3.00g, 16.3mmnol)Z THF (1Ol &, T UMK 154 &
c RUREESDH, MAEBEERBBZZETR. K E &
UM ZIBETRENR, IS8R NARUGCE K & &,
SR AKBEBEEE, EEXHEBRABERIN., BOEBERY
% (100ml)o RUEEBHE®ERP, MALI-EH BB (0.5¢), B &
DEEHEMNRLI.INAE, REREADTULH, REF M
AK, BEEDUZHZEBETRR, BEXNAEKRULED
R, ESRARBBEER, EE2ARABEZRAEN, B
METHYRBERBEBN (CR/ZBZMKE, 97:3>9:1), H 18
1.03g(E £30%)2 (Z)-(6-F W E-2,2-—_ 9 B T G & -1-
E)ZHW, DB RED,

NMR(CDCla) & : 1.26(6H,s), 2.83(2H,s), 3.86(3H,s),
5.17(1H,s), 7.01(1H,dd,J=2.4Hz,8.2Hz),
7.20(1H,d,J=8.2Hz), 7.88(1H,d,J=2.4Hz)

X BAETIRBERBR 2 ARS B, MB1.78e (i
¥52% )2 (E)-(6-8 % % -2, 2-— @ X S H M -1-%X)2
, RTHMREY . “

NMR(CDCla) & : 1.51(6H,s), 2.91(2H,s), 3.83(3H,s),
5.65(1H,s), 6.92(1H,d,J=2.4Hz),

7.10(1H,dd,J=2.4Hz,8.4Hz), 7.19(1H,d,J=8.4Hz)

AMBRAAR T EERERE (CNS) AL (210X 29704 ) 57
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Z~ BEABEA (58 )

2% fl 24

1-(2-BZE)-6-FHME-2,2-- @y MM D

KB2EMAI-AZERHEABRE, 8 (E)-(6-5 & % -2,
- HETEM-I-Z)ZM, BB LR BEELLOY 2 BB
B, LRUBB2 ZEARWLREIRSE, B8 LEAEE
L&® (EXT4%), K194~ 195C (A Z B /EFA M+ B
£ 8). |
NMR (ds-DHSO,) 8 : 0.93(3H,s), 1.07(3H,s), 1.59-
1.94(2H,m), 2.55-2.69(3H,n), 2.91(2H,t,J=8.0Hz),
3.72(3H,s), 6.69(1H,dd,J=2.4Hz,8.2Hz), 6.78(1H,d,
J=2.4Hz), 7.08(1H,d,J=8.2Hz), 7.94(2H,br s)

2 & fl 25

(E)-1-(2-B H Z & )-6-0 & % -2,2-= 5 & 2

KBEMI-B2REMABAE, B (E)-(6-8 & £ -2,
- W ETEN-1-X)Z K, NB LR EELLY (EX
96% ), AWK EY .

NMR(CDCla) 8 : 1.34(8H,s), 2.79(2H,s),
3.64(2H,d,J=7.4Hz), 3.80(3H,s), 5.95(1H,t,J=7.4Hz)
6.78(1H,dd,J=2.4Hz,8.2Hz), 6'.92(1H.d,J=2.4Hz).

7.04(1H,d,J=8.2Hz)
2 %426
(2)-1-(2-KR @B 2 % )-6-5 % % -2,2-= § % #
kKBEM3I-B2EBMEASR, B (2)-(6-F % -2,
- WK TEHH-1-K)Z M, BB LR BELEY (BX

AR AR T BB FHRE (CNS ) A (210X 29704 ) 58
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1i"ﬁ*ﬂ€i@%(5g)

989% ), AWBKEM .
NMR(CDCl13) 86 = 1.18(6H,s), 2.73(2H,s), 3.76-3.84
(2H,m), 3.81(3H,s), 5.46(1H,t,J=6.2Hz),
6.79(1H,dd,J=2.4H4z,8.2Hz), 7.00(1H,d,J=2.4Hz),
7.14(1H,d,J=8.2Hz)

2 % 427

(6-F REEH-1-%)2 8 2 B

R&60% |1 #M (1.84g, 46.0mmol) 2 THF(200m]) R
BHA, RkSAT, AMABBRZM=2 8 (10.3¢,
46.0um0l), REVMERMBEREB S VR B BAR . R
bE B, MARGC-FEE-1-Z® MM (7.10g,
43.8um0l) Z THF(30a ) B2 R . R AW R Z & @ # 20 B,
XRRTIOCRHBIZAE, RERBRAM A mA KX, U2 8
ZEMETRR, BN AR BRESE, S B KRB D
nE, BERERGZ. FARGY, FRZE (200al),
BB R M OA5%Pd-C(50% & K, 2.58)0 BAEBMSE0C &
EXFERELISIAN, REREAUFTUBB, OB K
BHERG ., TARGYUDBERREA ER/2 82K
L 97:354: )T ML, WB6.55¢(E X64% )2 L 1
BELEY, AMREY,
NMR(CDCls) &8 : 1.28(3H,t,J=7.2Hz), 1.67-1.83(1H,n)
v 2.30-2.47(2H,m), 2.69-2.95(3H,n), 3.47-3.62(1H,

m), 3.78(3H,s), 4.18(2H,q,J=7.2H0z), 6.69-6.75(2H,

m), 7.11(1H,d,J=8.6Hz)

AR AAR T ERBEAR (CNS) A4S (210X 297204 )
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A7
B7

A~ B39 (60 )

8 & fl 28

1-(2-8B 2 & )-6-F | 8 &

& E 4 88 (1.06g, 27.9mmol)Z THF(150ml) B i
H, RKkGAT, @MASB-FHEEH-1-X)Z2 B 2
B (6.53g, 27.9nmol)Z THF (20al) & , R & 9 F L\ 8 #
150 & . REREREYWAEAMAK, XMANZBZHE, &
X BMERVEL, B TLUAR, B RREHRKEE
B, M1B4.96(E X I3IB )2 LRBEBEULELSY, Al K &
/I
NMR (CDCI3) 8 : 1.35(1H,br s), 1..60‘1.82(2H,m).
2.06-2.41(2H,n), 2.69-2.96(2H,n), 3.15-3.28(1H,n)
., 3.75-7.12(1H,d,J=8.0Hz)

82 &5/ 29

1-(2-R 2 % )-6-0 % & #

B&1-(2-82Z %)-6-8 % H & (4.95¢, 25.7mmol) 2
R EKE(I00nl)BHEF, R-5CTTHEMANZ ®RAA B (
0.86, 27.0mmol), BREYWFLURMMBIIGIE, REKER
e AKX, UEBHHEITRER, FERNAKLURE K
W, BEARBEERE, ELAREREZELAN., BY
U BERBN (SH/ZBZB, 7: 351 1)Ei7 # 1,

ME 180 (BEXR2T% )2 LRBEELEY, AHRED.,

NMR(CDCl3) o : 1.60-1.78(1H,m), 1.88-2.06(1H,m),
2.24-2.41(20,m), 2.70-2.96(2H,m), 3.21-3.38(1H,nm)

3.41-7.12(1H,d,J=7.6Hz)

AR BB T BEERR (CNS) AGLE ( 210X 297204 ) 60
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B7

&~ BB (61 )
B % f 30
1-(2-WZ %£)-6-8 & & &
R&1-(2-82Z%)-6-BHEH (1.75¢, 6.86nmol) 2
SR @R -(80nl) W A AF, MANRAE (0.35¢, 7.20mmol)
c HE AW REOCHBILE, RERERES T b A X
U ZBZERR., FEANARIAMBRELE, SE A
RBBEHR, EEAREBEREN. BUUDBER N
W (Em/Z®MZ B, 85: 15)# T4 b, MM 1.28¢ (B ¥
3% )2 LR BELLEY, BHRED .
NMR(CDC13) & : 1.62;1.89(2H,m), 2.03-2.48(4H,nm),
2.71-2.96(2H,m), 3.18-3.33(1H,m), 3.80(3H,s),
6.72-6.78 (20, n), 7.13(1H,d,J=9.0Hz)
2 & 31
1-(3-B A £)-6-5 % & #
kKBEHAI-A2ERHEAES, B1-2-M2%)-6-8
CEH, WE LRBEELLY (EWICK)ABBRED .
NMR(CDCls) & : 1.20-1.95(8H,n), 2.20-2.38(1H,n),
2.68-2.94(3H,m), 3.01-3.15(1H,n), 3.79(3H,s).
6.67-6.78(2H,n), 7.04-7.14(1H,n).
2% @32
(B)-1-(2-B & Z % )& &
REBEMIZ2ERMEAFR A -2 B HMNS (5 €L
C-E)Z M, AKRRMEAN (BEEI6%). KB E M 3-b
PERHAER, EREEE, B LEBEL W (&

AMARBAR T BBRMRR (CNS) ABUE (210X 2970 % ) 61
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# A (s2)
XA4T% )M R ED .
NMR(CDCla) 8 : 2.70-2.82(2H,n), 2.96-3.05(2H,n),
3.48(2H,d,J=7.00z), 5.96-6.07 (1H,n), 7.16-7.30
(3H,n), 7.42-7.51(1H,n)
2 #fl 33
5, 6, T-Z= " EE-1-=- & # &
3-(3, 4, 5-Z R E X £)F M (9.40g, 39.lanol) R
EBHB(50g)) 2B A&, RIOTCHEBMB2ZANE, REKERS
e mAX, UZBMIBRR, it AHEKELEHE KK
., ERARBEER, EELEHBAKRAYN ., B E 28
CHM/RAABMPTBES R Z, BB 7.71¢(E £89% )2 L R £
Hdtay, BHHB114~115T
NMR (CDCls) & : 2.61-2.70(2H,n), 2.99-3.08(2H,n),
3.86(3H,s), 3.94(3h,s), 4.05(3H,s), 6.68(1H,s)
2 % fl 34

(E)-(5, 6, 7T-Z R AT EH-1-X)Z M

“ENE, NS LREELAY (EX57%). Kitawma
BERREAZIRE, BRBE - % &4,

2 £ il 35

(B)-1-(2-B @ Z %)-5, 6, 7-= § & & #

KBEMI-B2EBMAE AL, B (E)-(5, 6, 7-= W
FoELH-1-X)ZW, NB LR BELLY (B RIT% ).
AR EY .

ks 12cEEMMAEX, A5, 6, 7T-Z B § % -1-

AR BEA T BEEHER (CNS) ANLE ( 210X 29704 ) 62
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A~ BEABLA (63 )

NMR(CDCls3) & ¢ 1.46(2H,br s), 2.68-2.80(2H,n),

2.87-2.98(2H,m), 3.44(2H,d,J=6.8Hz), 3.85(6H,s),
3.92(3H,s), 6.25-6.38(1H,mn), 6.56(1H,s)
2 & fl 36

3-(4-FRE-3-FEXE)RNMAE (D)-28
kKBEMA2I2EBEEMAAR, B4-B R E-3-7 & %
FE, U8 LRBELAY. LA EERAREMZR
E, BHE -5 &L
2 # Ml 37
3-(4-F E K -3-FEXE)AMZE
Ke2EAIMZERHEA SR, B3-(4-FE K -3-57 %
$E)ABBM(E)-28, NS LR BELLEY., LiLaw
EREAREAZRE, BPBE— % &1,

g2 2 fl 38

3-(3-W-4-FEE -S-FEXEE)FNM 2 M

RE3-U-FRE-3-FEXE)RMZE (153810.0g(
66.6mmol) 2 4-F ® % -3-0 % % B B )2 €145 (2000l)id &
o, @ MO ® (10.6g, 66.6am0l), B AWK T & B P12
N, RERSUARRRABN ABBRF Ucl, &
BAGRBBREE, EEARABEBR AN, BYL W B
BEH (SR->SHK/ZMB, 9: 1) 17 & {t,

17.08 (% RB5% 38 W)z LR BELLE Y,

L I

HHRED

NMR(CDCla) & : 1.24(3H,t,J=7.2Hz), 2.29(3H,s),

2.57(2H,t,J=7.0H0z), 2.84(2H,t,J=7.0Hz), 3.78(3H,s)

AR R EMA P EAEFERRL (CNS ) AL (210X2972 % ) 63
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A7
B7

&~ BB (64 )

4.12(2H,q,J=7.2H2z), 6.95(1H,d,J=1.6Hz),
7.21(1H,d,J=1.6Hz2)

2 % 6l 39

3-(3-8 -4-F R E-5-FEXE A M

B & 17.0g(56.4nm01)2 3- (3-8 -4-F R & -5-F & %
E)RMZB2EE (30a) BB A, MASNE & & & & &
B (200m1), BAMMEBMMEIBAE, KEES Y L5
MEMHRME, UESER, FOXNBA KNG WG kG
ERARBBER. ARRBE R A A, WB 14,88 (i
6% )2 LR BBEL LW, AWK EY .,
NMR(CDCl3)d : 2.30(3H,s), 2.60-2.68(2H,n), 2.81-
2.89(2H,m),3.78(3H.s).6.95(th,J=l.8Hz);
7.22(1H,d,Jd=1.8Hz)

2 % ¢l 40

5-W -6-F MK -T-FE-1-“HEWRT-B -6-5 % &
5-F K -1-= & # B ®

3-(3-W -4-F R E-5S-FEEE)AM (14.8¢,
54.20m0 )R E B M (T5e) 2 B A M, MB0CH M 14K,
&Eﬁé%%&@m.ma¢mx#°ﬁgmuZMzm
R, HHERAR R BRGEE, S®EAGRBNNE 2,
EEARABMEREN. BYLUBBERBR (2K /2 M
ZM ., 9:1>4: 1T M, W B6.068(E % 44% )2 5-
B-6-F WK -T-RE-1-= BB M, 5876~ 77T
(BZBMZB/REARG ELS R 2),

KRR T RERHR (CNS) AL (210<292%) g4
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£~ HBASA (65 )
NMR(CDCla)d ¢ 2.62(3H,s), 2.64-2.71(2H,n), 2.99-
3.06(2H,m), 3.80(3H,s), 7.51(1H,s)
BEETWBERERF 2 AR SR, B9 4.00g(E %
20% )2 7-8 -6-F R E-5-WE-1-ZEH M, Y108~
109°T
(BZBMZBM/EFBTBELERZ),
NMR(CDCl3) & : 2.41(3H,s), 2.69-2.76(2H,mn), 2.96-
3.03(2H,m), 3.83(3H,s), 7.22(1H,s)
2 & H 41
(E)-(5-i -6-8F K & -7- B £ T HH-1-%X)2 W
KBEMIZ2EEHAER, B5-2-6-F & -7-8
E-1-— €48, B8 LRBEELAY (B E34%), B Y
126~ 128C (A ZMZ B /BABTELE R 2),
NMR(CDCl3) & : 2.45(3H,s), 2.99-3.07(2H,n), 3.10-
3.20(2H,m), 3.78(3H,s), 5.69-5.72(1H,m), 7.43(1H,
s)
8 £ 6l 42
(B)-1-(2-B & Z % )-5-18 -6-F | & -7-89 & & &
KBEMIBZREMEES, B (E)-(5-8 -6-9 &
E-1T-FESHENH-1-B)ZM, B L BEELEY (B X
97% ), AWK EY,
NMR(CDCla3) 8 : 2.47(3H,s), 2.70-2.80(2H,m), 2.85-
2.93(2H,m), 3.50(2H,d,J=7.0Hz), 3.76(3H,s), 6.00-

6.08(1H,m), 7.29(C1H,s)

KGR A M A T BERMA (CONS ) AGBLE (210X 297N ) 65
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A7
B7

&~ A (86 )
B % 543
(B)-(7T-#8 -6-8 @ % -5-F K S W -1-%)2 M
KEBEMIZBEMA SR, B7-8 -6-5F % & -5-7
R-1-2 G680, BB LABELEY (EE13%), B %
124~ 125C (HZMZBM /2R T B L & 2).
NMR(CDCl3)é : 2.37(3H,s), 2.98-3.05(2H,mn), 3.10-
3.20(2H,m), 3.80(3H,s), 6.70(1H,t,J=2.4Hz), 7.13
(1H,s)
2% M 44
(E)-1-(2-K B2 £)-7-8 -6-5 R & -5-0 & & 8
KEEW3I-B2BEMAA KX, B (E)-(7-® -6-F &
B-5-FEDEG-1-B)ZH, BB LRBELLY (B %
969% ), AW KREY .
NMR(CDCl3) & = 2.31(3H,s), 2.73-2.82(2H,mn), 2.85-
2.96(2H,m), 3.50(2H,d,J=6.8Hz), 3.78(3H,s), 6.90-
7.00(2H,m)
2 £ Gl 45
1-(2-K Z %£)-6-2 % & &
R&1-[2-(ZBKEE)Z % )-6-8 €8 (1.00g,
4.56nmol), & B (0.32ml, 5.47nmol) R = ¥ ¥ (1.32¢,
5.02umo0l) 2 THF (200 ) B B W , RS BT, WmABRK
B M= Z M (0.87¢, 5.02um0l). B A MK E B M M 1S
A, RERAGMTUAEBAS . RABREGY B mA K
BAMUZMIMBRM, HH %N KL &E KRGS,

AR ER T BEEAE (CNS ) AdLE (210X 2970 % ) 66
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&~ BB (67 )

CEmAKRKBEEE., ARRAKAH . BHETHWBEREE
m(ZBMZB->DZ2HBMZM/HE, 95:5), MB1-[(2-(2 &
E)ZE)-6-CEEH . REEEESDHR, MABKED
(20ml), R EVREFRFAFPBEERERMBISAF, KREREED
FLUSH, REFMAKXK.,. BV UZHBZIEBRR, 3
XMABRULEBIRGEE, SEARB LR, A B EE %
B & B, M3 0.34g (E X3I6B )2 LR EHLEY, AW
RED.
NMR (CDCl13) & : 1.40(3H,t,J=7.0Hz), 1.52-1.78(2H,n),
1.95-2.22(18,n), 2.23-2.39(1H,n), 2.50-2.60(3H,n),
2.72-2.96(3H,n), 3.06-3.20(1H,n), 4.01(2H,q.,d=
7.0Hz), 6.66-6.76(2H,n), 7.10(1K,d,J=8.0Kz)

2 2 fl 46

1-(2-F 2 ¥ )-6-(2-X 2 X )R ¢t
| KBEHAS2EBMRMEA AR, B-(2-(2BEKE)Z X
1-6-BEH R B -8, WB1-(2-(ZBEKRE)Z £ 1-6-
R-FZ 8 E)BH . LEYRKRBEHAISZERTBHRRE K #
7, S8 LRABEELEY (BEX36% ), AHRED .
NHR (CDCla) & : 1.55-1.82(2H.n), 2.20-2.37(2H,n),
2.65-2.85 (20, m), 2.90-3.20(5H.n), 4.13(2H,¢t,d=
7.2Hz), 4.87(2H.br s), 6.68-6.76(2H,n), 7.07 (1H,d,
J=8.20z). 7.16-7.32(5H,n)

2 3 6l 47

TR K -1-m 8 X M

MR AT REEERL (CNS ) AdILE (210X 2970 % ) 67
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A7
B7

Z~ BB (58 )

Bok@ @ T, |-8 & %M (15.0g, 0.103m01) % 8 7
mEHEFHE 100nl)h ., RERSY FLMBEI0H &,
BAKS, BB KREFS 2L R L BY, BLRkSE#®, &R
ZBMZB. AHRUCBRGE, SRARBRES S, T U
HERGS. BYAZHZB/ERBTLER2, M5 T-
BE-1-DE XM, KESWBERZE (100n1), R E & m
AB5%Pd-c(50% &K, lg)e BEMREBRERS & K
BohH ., RERADFTLUAER, FHRRFTLUBSG ., M
REWLDBERBY (CKR/ZHZEB, 3:2) 17 & 1,
ESEZRZB/RABRTBLE R 2, MB1.70s(A MK
FEMEL, 0% )2 LR BEELSY, £ %141~ 143C,
NMR(CDCls3)d : 2.09(2H, & W& , J=6.0Hz)..
2.61(2H,t,J=6.0Hz), 2.85(2H,t,J=3.0Hz), 3.70(2H,
br s), 6.83(1H,dd,J=2.6Hz,8.2Hz), 7.06(1H,d, J=
8.2Hz), 7.32(1H,d,J=2.6Hz)

2 % pl48

T-RRKE-1-NE RN

R&T-BE-1-0WE XM (1.70g, 10.50n01) 2 F 8 (
SalD)BE W SH, MAFHM BaDRZHMEF Bi)Z2RAK. &
EREBERHEI0L 8, RERSUTURNRRG 2 . 7 1
REOL WM BBMERKBAEAR, LZBRZBRER . 7
BRREEURAB G, SEARBEEE, B85 6 MW
REZBEM. BROVAEZR B /RARTYBELER >, W

9 1.80g( ¥91% )2 ERBEBHELSY, B %137~ 138C,

AUMEREHA T RBEEHE (CNS) AdE (210X 2970 % ) 68
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# o~ BB (g )

NMR(CDCl3) & : 2.08-2.20(2H,m), 2.62-2.71(2H,m),
2.91-2.99(2H,m), 7.21-7.30(1H,m), 7.75-7.88(1.5H,
m), 8.00-8.17(1.5H,m), 8.42(0.5H,d,J=1.4Hz),
8.73(0.5H,d,J=11.4Hz)
8 £ 4l 49
1-(2-BZ&£)-7-FBEBE%X-1,2,3,4-0 86 16 3
KBEAIZ2EEHRAERE, B7-FBEKRE-1-0 8 3
W, BBRELEGY, AREIREBYZRLY . KR
ELtew2RE, RBLEAB2REHE X, BHEY
B2RELLGY . ERELA D 228, KBEHMI42 K
BHEASAFPUEL, BB LEABELLY . E ®99x ,
MR2ZLEEDEERREMIRE, BB — % 81,
2 £ 450
(E)-1-[(2-Z M Z2 BB E)Z 2 %£]1-1,2,3,4-0 & 1t

RERAIZEBRMEAAEF, Bl-(2-KEH 2 %)-1,2,
SA-NELRRZBZIBE, BB LELRABELEY (B
62% )., WRERESEDETVBERENRBLER, Uoa L
REELCSY R &R (EX24% ), m#&99~102°C(EEI{E
TR &S &2Z2)

NMR(CDCla) & : 1.86(2H,m), 2.57(2H,t,J=6.3Hz),
2.80(2H,t,J=6.1Hz), 4.18(2H,t,J=6.3Hz), 5.96(1H,

br t,J=7.1Hz), 6.37(1H,br s), 7.05-7.30(3H,n),

7.50-7.60(1H,m)

AHER AR T REERE (CNS) AdILE (210X 2970 % ) 69
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F o~ BHBA (70 )

G R S M CraHi14FaNO:
F ®wME: C, 62.45; H, 5.245 N, 5.20; F, 21.17
® ##H: C, 62.34; H, 5.245 N, 5.22: F, 21.29
2FM51
1-((2-2 ERE)TZ2E]-1,2,3,4-1 F & F
kEREAIZEENRERS, B1-(2-KEZ ¥)-1,2,
3M-BEBLEERZCER, NS LRBELEAYDZEBES
M (fE ¥68% ), MBHBO2~65C(EZBMZEB/CRrRPELE N
2 )
NMR(CDCl3a) & : 1.75-2.05(5H,m), 2.50-2.80(4H,n),
3.30-4.10(2H,m), 5.65(1H,br s), 5.85-6.05(1H,n),
7.00-7.60(4H,n)
T RS HCiali7NO:
Gt ®E{E: C, 78.10: H, 7.965 N, 6.51
® & ME: C, 78.22; H, 7.915 N, 6.66
g & fl 52
1-[2-(4-BH E X B BERE)STZ £]1-1,2,3,4-0 8 1t

KEBAI2ERNERABERE, B1-(2-BE 2 %£)-1,2,
3 A-HE LR RAH -BEXFHRE, WA LABEELS D
ZRMBEOY (EXT8x ), £ %138~ 139C (A2 M 2 B /
EHETEER 2,
NMR(CDCl3) & : 1.80-2.00(2H,m), 2.50-2.90(4H,m),

3.60-4.40(2H,m), 5.90-6.20(1H,m), 6.25-6.45(1H,

AMARAAA T RRERR (ONS) AL (210X272%) 7
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A7
B7

A BB (71 )

br s), 7.10-8.40(8H,n)

T HE S H CioHisN203:

i EME:C, 70.795 H, 5.63: N, 8.69
® ®M{E: C, 70.76: H, 5.59: N, 8.70

2 £ 453

1-[2-4-Z R ZBBEX*FTBERE)Z £)-1,2,3,4-@
€ 1t %

KB2EHAINRERAIZERNABERS, B1-(2-K &
Z%)-1,2,3 4-NELERZBZBH, BB LABEEL
AW (E£68% ), MUHBI65~167TC(HZHMZBFTBLE &
Z )

NMR(CDCl3)éd : 1.60-2.10(6H,m), 2.70-2.80(2H,n),
2.82-3.00(1H,m), 3.50-3.70(2H,m), 6.15-6.23(1H,
br s), 7.02-7.20(4H,n), 7.60-7.78(4H,n), 8.52(1H,
br s)

7T %R DHC21H21FaN202:

itEM#E: C, 64.61; H, 5.42: N, 7.18; F, 14.60

® #M#E: C, 64.62; H, 5.39; N, 7.23; F, 14.58

2 £ M 54

(E)-1-[2-(ZEHMZEBE )T Z & 1%

KERAIZCEEREAES, B (E)-1-(2-K@E 2 &)
EHR=ZBMZHME, B LRBHELCEY (B X225 ), &
101~ 103C (A BRAM/CSRIBHEEZ),

‘NMR(CDCla3) & : 2.76-2.85(2H,m), 3.01-3.09(2H,m),

AR R B o BB F AR (CNS ) A4S (210X 297204 ) 71
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AMER AR BB EARR (CNS ) AdBAE (210X 297204 ) 72

A7
B7

£ BREA (1) }
4.15(2H,t,J=6.4Hz), 5.84-5.96(1H,n), 6.39(1H,br s) }
, 7.18-7.24(3H,n), 7.41-7.50(1H,n) I
o % 2 CiaHi2FaNO: 2 i
it &EME: C, 61.18: H, 4.74: N, 5.49 fIE |
® & @E: C, 61.215 H, 4.74: N, 5.54 % I
2 % 56 g {
1-2-(ZHMZERE)ZE K ;E/J
KEBAMII2BEENAER, B (E)-1-[2- (&K 2B |4 T
BE)EZEIEH, HBLABELAD (BEW 6% ), 1§ z l
%67~68C (A EFAM/CHENBELER2), }
NMR(CDCl3)d : 1.64-1.82(2H,m), 2.07-2.42(2H,n), {
2.79-3.06(2H,m), 3.12-3.23(1H,m), 3.51(2H,q,Jd= ;|
7.0Hz), 6.32(1H,br s), 7.20(4H,s) :
T E D W CraliaFaNO: {
i@ {E: C, 60.70; H, 5.49: N, 5.44 AI‘
® ®(A: C, 60.60; H, 5.24; N, 5.49 |
2 % 650 |
4-(3-R A E)-6-F H&-1,2-= € & % {
moA SR (2.9e) 2 THF(100m ) B b, R OT & & & {
o, BMARRAR (14.4¢, 11.9am0l), BRE WK & B }
3058, B, WAST-FEE-1-0 8 %M (15, |
85.1ano ) 2 THF (50n VA W . RA BB EH 2B, B % :
BHZ, SANNELBEKER, EVNZBRZE 2R, :
HARB Y U RBM KR K, SR MINER, XX }
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A7
B7

F o~ BB (73 )

EBRAEM. BYERZEM (100nl), MA20% & 8B (
Bal), REAWREBEBRMEISAR, AR BE. RELBY
L, MARAMBRBENKRBR, EVNZRZBRENR, M
BREDY U RBRRAGE, SEAKRMNEER, RZE
BEM. BOUBERBR (ZBM 28BS K=1:9)
b, MBEZELOASY (20g, ER84% , W),
NMR(CDCl3)d ¢ 2.00-2.15(2H,m), 2.17-2.30(2H,n),
2.55-2.70(4H,m), 3.45(2H,t,J=6.6Hz), 3.80(3H,s),
5.94(1H,t,J=4.4Hz), 6.69(1H,dd,J=2.6Hz,8.1Hz),
6.83(1H,d,J=2.6Hz), 7.06(1H,d,J=8.1Hz)

T R THCiall178r0

it ®{E: C, 59.80: H, 6.09

® 8 E: C, 59.77: H, 6.32

2 % M57

2-(3-(T-FH £ -3, 4-“ELH-1-Z)FE IRl B -
1,3-= @

4-(3-R A E)-6-F M E-1,2-= ® 1t ¥ (10g,
35.6mmol), Bk BE G5 G 8 (7.9g,42.7nmol )R — B & B B I%
(500l )2 R&W., RIOTCMBIIE, REL2H2., BE
MUKBEB, EWUZHMZHESTER, FHRXRY L&
MR K, SEARBMBER, REZEB AN, B
UWBERERBK (ZMZB:Of=2:8)84, M5 EEL
&% (11.8¢, % R 95% , M),

NMR(CDCl3) & : 1.95(2H,m), 2.12-2.27(2H,n),

AR BE A+ BB EAME (CNS) AddE (210X 297204 ) 73
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&~ BB (74 )

2.48(2H,t,J=7.7Hz), 2.63(20,t,J=7.7THz),
3.70-3.93(50,0), 5.92(1H,t,J=4.6Hz),
6.67(1H,dd,J=2.6Hz,8.1Hz), 6.78(1H.d,J=2.6Hz),
7.03(1H,d,J=8.1Hz), 7.65-7.90 (4H,n)
G % 3 M C22021N03:
$ EE: C, 76.065 H, 6.00; N, 4.03
® M E: C, 76.23: H, 6.23: N, 3.99

2% 648 |

S-(1T-F R E-34-—_BLE-1-B)FA K

22-[3-(1T-FEE£-34-2BELB-1-2)F %18 ¥ R
-1,3-Z @ (11.8g,34.0unol )R Bt B K & # (5.1¢.0.1n01)
2Z2B (150n) @K, ERWRIPE, REBELN KB SHZ,
MRBIABRYEBRER, AZEZEHhEHM, BEEELL
W (5.7¢, EXT77%, W), WtLEPVWEERIRT - K E,
TRE— 5 ML,
NHR (CDCla) & : 1.68(2H,m), 2.15-2.30(2H,n),
2.46 (2H,t,J=7.50z), 2.60-2.80(4H,n), 3.80(3H,s),
5.89(1H,t,J=4.4Hz), 6.68(1H,dd,J=2.4Hz,8.2Hz),
6.83(1H,d,J=2.4Hz), 7.06(1H,d,J=8.2Hz)

2 & il 59

4-(3-Z M2 ERBRE )R E)-6-8 % % -1,2-= € 16 %

KERAI2EREABER, B3-(7-5 % % -3,4-=
ALERXR-1-E)ABRRZKEZHMHF, B8 Lt EBEHLLS D (
B 8Tx , ).

AIHERBER T E BT (CNS) AU (210X29720 % ) 74
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& BRRHEH (75 )

NMR(CDCla)d : 1.84(2H,m), 2.16-2.30(2H,n),

2.50(2H,t,J=6.8H0z), 2.67(2H,t,J=7.9Hz),

3.40(2H,q,J=6.6Hz), 3.80(3H,s), 5.91(1H,t,J=4.6Hz)

, 6.35(1H,br s), 6.70(1H,dd,J=2.8Hz,8.2Hz),

6.77(1H,d,J=2.8H0z), 7.07(1H,d,J=8.2Hz)

7T %k F#H CisllisFaNO2:

HHEME: C, 61.34: H, 5.795 N, 4.47: F, 48.19

B ®{@E:C, 61.22; H, 5.775 N, 4.63; F, 18.22
2% 6l 60
4-(3-(Z BB E )R E)-6-F R E-1,2-= € & %
KERAIZEEHEHBERS, B3-(7T-BF K& -3,4-

I

EEE-1-E)ARRZIER, BB LA BELLSY (B X
90% , W),
NMR(CDCla) & ¢ 1.75(2H,m), 1.95(3H,s), 2.13-2.30¢(
2H,m), 2.46(2H,t,J=7.4Hz), 2.66(2H,t,J=7.9Hz),
3.29(2H,q,J=6.5Hz), 3.80(3H,s), 5.50(1H,br s),
5.89(1H,t,J=4.4Hz), 6.69(1H,dd,J=2.2Hz,8.1Hz),
6.79(1H,d,J=2.2Hz), 7.07(1H,d,J=8.1Hz)
7T R P H CieH21N02:
HHMEc: C, 74.10: H, 8.16: N, 5.40
® ®ME: C, 74.23; H, 8.215 N, 5.33

8 & fl61

1-(3-M A % )-6-F % & -1,2-= €1t %

4-(3-B A % )-6-8 | ¥ -1,2-=- & 1 % (10¢g,

KRB AT HBEMRRE (CNS) AL (210X 29704 ) 75
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Z~ BARBA (76 )
35.6mmol), WAL # (1.92¢,39.1nmol) R = F & @ (20ml)
Z2REYD, REBREIINE, RO LULKXKBE, E9® U
CZHMZERN, 32U ATRRKEE, &&K®
BMEEZE, REZKEHM., BHIUVBEREREBF (282
B:2f=1:9)#THHILE, MIBEBELEY (7.5, E X
93 % , W)
NMR(CDCla) & : 1.80-1.98(2H,m), 2.18-2.30(2H,n),
2.35(2H,t,J=7.00z), 2.50-2.75(4H,m), 3.80(3H,s),
5.95(1H,t,J=4.6Hz), 6.70(1H,dd,J=2.6Hz,8.1Hz),
6.78(1H,d,J=2.6H0z), 7.07(1H,d,J=8.1Hz)
T EFHCishi17N0:
B E{E: C, 79.26: H, 7.54;5 N, 6.16
% # {: C, 79.23; H, 7.66: N, 6.36
2 & fl 62
4-(4- T X )-6-B W & -1,2-= € 1 %
K2FEHA22BEAHBRAERF, B4-(3-WRAE)-6-0 &

E-1,2-2 8%, HBELRABHELLY (BEX90% , W),

NMR (de-DHS0) & ¢ 1.30-1.60(4H,m), 2.05-2.67(10H,n),

3.73(3H,s), 5.87(1H,t,J=4.0Hz),
6.70(1H,dd,J=2.0Hz,8.1Hz), 6.76(1H,d,J=2.0Hz),
7.05(1H,d,J=8.1Hz)
22 /63
A-4-(ZEWMZBERE)T X ]-6-F A& -1,2-=- 8 4%
KEREHMIZEERHBAERFR, B4-U-BRT £)-6-7 &

AR AR EAA (CNS ) AGLA (210X29720 K4 ) 76
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E-12-2 8L EZR=ZBZHF . M8 LtREELLSY (E
¥ 97% , #),
NMR(CDCl3) & : 1.40-1.70(4H,m), 2.15-2.30(2H,n),
2.38-2.55(20,m), 2.67(20,t,J5=7.9Hz), 3.30-3.42(2H,
m), 3.80(3H,s), 5.87(1H,t,J=4.6Hz), 6.27(1H,br s),
6.69(1H,dd,J=2.6Hz,8.1Hz), 6.78(1H,d,J=2.6Hz),
7.08(1H,d,J=8.1Hz)
T % P H CizN20FaNO2:
B fE: C, 62.38; H, 6.16:5 N, 4.28: F, 17.41
® B8 {8: C, 61.945 H, 6.14; N, 4.14: F, 17.45
2 &£ fl64d
4-[4-(ZBERE)TE]-6-BE X -1,2-—- § 1t &
KEREFAIZEEHRRERS, B4-(7T-B § & -3,4-=
BER-1-Z)THRRZER, U8 LRABELLEY (B X
95% ), W HT19~81C ., (BEZBMZEB/CRPTPHERZ),
NMR(CDCl3) 6 : 1.49-1.62(4H,mn), 1.95(3H,s),
2.14-2.30(20,mn), 2.36-2.50(2H,n), 2.66(2H,t,J=
8.1Hz), 3.20-3.33(2H,m), 3.80(3H,s), 5.44(1H,br s)
5.87(1H,t,J=4.4Hz), 6.68(1H,dd,J=2.4Hz,.8.2Hz),
6.80(1H,d,J=2.4Hz), 7.06(1H,d,J=8.2Hz) |
TR D Ci7N23N02:
it B C, 74.69: H, 8.48: N, 5.12
® B (E: C, 74.66: H, 8.305 N, 5.01

2 & # 65

Ak R BR A P BB EARR (CNS ) AdMAE (210X 297204 ) 717
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&~ BASAA (78 ) |
(B)-(6-F S & 2- %X GG -1-%)2 W
KEBEM 2 ERMABE, B6-F Q& -2-% % -1-
~EHE, WH LR BE LA (ER16%), £ %112~

IMC (B ZMZB /AR B & 2). §
NMR(CDCl3) & ¢ 3.03(1H,d,J=17.0Hz), g
3.59(1H,dd,J=8.2Hz,17.0Hz), 3.86(3H,s), g
4.49(1H,d,J=8.2Hz), 5.69(1H,d,J=2.6Hz), 6.95- %
7.32(8H,nm) §

B % fl6o -

3-(2-BZ £)-5-F &% -2-%%-1i-fH BB D
KB2EMI-B2BREMEMBERS, B (E)-(6-5 & % -2-
XETEH-1-B)ZH, NEBELOM S HEE. & B
Mg RAB/ZENB LR EELLE Y (EX58% ), B2l
c MBIZLEVEERARERZEE, BHBE — % & 1,
2 £ M7
5-F K -2-%%-3-2-(ZE/ZBBEE)Z X ]-10-3
KERAIZEERHNARBRE, B3-(2-K2 %)-5-8 &
E-2-¥2-1-§ABMBR-MZBEHF, NS LrEEL
Y (EX92x%x ), HE138~139C (HZMZBM/EBTHE
BERZ),
NMR(CDCl3) & : 3.03(2H,t,J=7.2Hz), 3.61(2H,q,J=
7.20z), 3.71(2H,s), 3.88(3H.s), 6.29(1H, & s),
6.81(1H,dd,J=2.2Hz,8.4Hz), 7.03(1H,d,J=2.2Hz),

7.39(1H,d,J=8.3Hz), 7.40(5H.,s)

——————— e

AR BB A TR BEARE (CNS) AdMAE (210X 297,04 ) 78
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£~ AR (79)
6 F 2 M C20N18FalN02:
it&E#E: C, 66.48; H, 5.02; N, 3.88
" #E: C, 66.23: H, 4.90; N, 3.65
Bl
(E)-1-[2-(2EBERME)ZZE]-7T-FF ¥-1,2,3,4-1
£ 1 %
Ral-(2-BE 2 &)-7-F & £ -1,2,3,4-1 & 14 F (
2.08,9.74mmol) R = 2 & (1.5g,14.6mmol) 2 THF(20m1) i#
B, RkeHBT, BR-EMANZESLRIO0.76g,9.74mn01l)
c REVRERERHBINE. RERGYDBAANKRS, 58
BURGBRNR, FBRXRRNARUGAARR K, & &K
RMBEEZE. ERRBREHN. BOUDBEREERN (2R
IEBIETHLE, BREBZCHZEB/ERPBLER2Z2, BE
EtRBEECELY (E&BO0.96g, 40% ),
BHEI2~94C (EZHMZE/CRH-BERZ)
NMR(CDCl3) & : 1.73-1.90(2H,m), 2.01(3H,s),
2.51(2H,t,J=5.8H0z), 2.71(2H,t,J=6.2Hz), 3.80(3H,s)
, 4.06(2H,t,J=6.2Hz), 5.62(1H,br s), 5.94(1H,n),
6.75(1H,dd,J=2.6Hz,8.4Hz), 7.01(1H,d,J=8.4Hz),
7.06(1H,d,J=2.6Hz)
G F D H CisNioNO2:
it ®ME: C, 73.44;5 H, 7.815 N, 5.71
® ®M{E: C, 73.52: H, 7.86: N, 5.73

B2
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Z o~ BEASEA (80 )

(Z)-1-[2-(ZBEKE)ESZE]-T-FRHEE-1,2,3,4-1
.

kKEmEMIZBERR AR, B1-(2-BE 2 &£ )-7-8
FE-1,2,34-DELERCER, RBELAXAEBEELSY
CEBMEEGYD . LERESYDLUWDWBERBW (Z8ZHE:
Ch=6:4)THIL, B LABEELSY (BEX30% ),
% B 71~ 1737C
NMR(CDCla) & : 1.81-1.97(2H,mn), 2.42(2H,d,J=6.6Hz),
2.75(2H,t,J=6.6Hz), 3.79(3H,s), 4.19(2H,t,J=6.0Hz)
, 5.41(1H,t,J=6.8Hz), 5.60(1H,br s), 6.72-6.82(2H,
m), 7.05(1H,d,J=8.4Hz)

=

(B)-1-[2- (R AR KEE)TZE)-7T-FFE-1,2,3,4-
L (-

kKERAIZEEMARGAR, B1-(2-BH Z %)-7-H
FE-12,34- D8 LEZREFAHRBEER, B LR EHE
e (B X59% ), BHEH130~132C (B ZBMZB /8K &
B&E&2),
NMR(CDCla) & : 0.70-0.82(2H,m), 0.90-1.08(2H,n),
1.25-1.43(1H,n), 1.81(2H,mn), 2.52(2H.,t,J=5.5Hz),
2.71(20,t,J=6.2Hz), 3.80(3H,s), 4.09(2H,t,J=6.2Hz)
, 5.71,1H,br s), 5.96(1H,n), 6.75(1H,dd,J=2.6Hz,
8.4Hz), 7.01(1H,d,J=8.4Hz), 7.07(1H,d,J=2.6Hz)

7t F D> W CizN21N02:

AER AR FAEEARRL (CNS ) AdBUE (210X 297204 ) 80
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F o BEAEA (51 )
S M (E: C, 75.25: H, 7.80; N, 5.16
® @ (8 : C, 75.02: H, 7.85: N, 5.05
Bl 4
(E)-1-[2- (X BERKRE)EZET -7T-F K ¥ -1,2,3,4-
mE R
kKEREAIZEEHMRASTA, B1-(2-BRE 2 & )-7-H

B ¥ 54% ),
& M 64~ 66T

1.50-1.90(4H,m), 2.20(2H,t,J=7.6Hz), 2.52(2H,t,J=

d,J=2.6Hz),

7T E D HCisHasNO2:

i+ %5 {:C, 75.22; H, 8.77: N, 4.87,

® B :C, 74.92: H, 8.79: N, 4.79,
B A5 |
(B)-1-[2-(4-F R ¥ X B X 1T 2 %5 1-7-0 8 & -1,

2,3,4-m 8 {t %
Ra1-(2-BEZE)-T-F R &E-1,2,3,4-1 8 1 % (

mA4-B & ¥ ERANMMBM (2.2¢, 14.8un0l). BRAEY MK =E

FE-1,2,34-DELERRANER, HBLRXAEBEELS Y (

NMR(CDCl3) & : 0.92(3H,t,J=7.2Hz), 1.25-1.45(2H,n),

5.9Hz), 2.71(2H,t,J=6.2Hz), 3.80(3H,s), 4.07(2H,¢t,

J=6.2Hz), 5.50(1H,br s), 5.94(1H,t,J=7.0Hz), 6.75¢(

1H,dd,J=2.6Hz,8.4H4z), 7.01(1H,d,J=8.4Hz), 7.06(1H,

3.0, 14.8mmol), Z THF(20nl)BA W &, Rk &S H, BBF

AMERBAR T BEFARE (CNS ) AL (210X 29704 ) 81
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&~ AR (82)

mmHEISE., RERADEANKS ., 8B 1068E
/BB ETRR, FHRRARUCABIRRE K, &K
AR BMBEHE, EEARAREN ., BOLLUOBEREH
(ZMZEB:ER=6:4)EFTHL . EEAZRZHB/RE S
B RZ, BB LRABELEY (2.8, R54% ),
fiB168~170C (B ZMZB/PERYHLEE 2)
NMR(CDCl3) & :1.77(2H,m), 2.47(2H,t,J=5.9Hz), 2.68
(2H,t,J=6.0Hz), 3.78(6H,s), 4.03(2H,t,J=5.9Hz),
4.85(1H,br,s), 5.93(1H,t,J=6.5Hz), 6.38(1H,br s),
6.73(1H,t,dd,J=8.4Hz), 6.84(2H,d,J=9.0Hz), 6.99(
1H,d,J=8.4Hz), 7.04(1H,d,J=2.6Hz), 7.17(2H,d,J=
9.0),
7o HR D HC21H24N203:
Gt*HE{E:C, 71.57; H, 6.865 N, 7.95,
® #{: C, 71.55; H, 6.82; N, 7.93,

B i 6

(B)-1-[2-[3-2 4- 2 R E XX B E IS 2% ]-7-8
% %-1,2,3,4-m & £ 3

RERFASZDEEMARARARX, B1-Q2- BT 2 £)-7-8
E-1,2,34-NELE(R2A- 2 REXLEENME, I
BERBEELAY (B X34%),
BB 140~ 143C (HZ M ZBMHPBSE R 2)
NMR(CDCl3) & :1.70-1.88(2H,m), 2.51(2H,t,J=6.2Hz),

2.70(2H,t,J=6.2Hz), 3.77(3H,s)., 3.78(3H,s), 3.79(

ASARABA T BBERR (CNS ) AL (210X 2974 % ) 82
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B7

& BRHEA (53 )

3H.2), 4.08(2H,br s), 4.80(1H,br s),5.98 (1H,t,J=
6.6Hz), 6.40-6.55(3H,m), 6.74(1H,dd,J=2.6Hz,8.1Hz)
. 7.00(1H,d,J=8.1Hz), 7.07(1H.d,J=2.6Hz), 7.69 (1H,
d,J=9.5Hz),
76 E 5 W Ca2026N204:
3 W (E:C, 69.00: H, 6.85: N, 7.32,
% @ (8 :C, 69.17: H, 6.89; N, 7.42,

B BT

1-[2-(CERE)ZE]-6-EREHMRS1-(2-FBR2Z %
)-6-F & & & (0.85, 4.18mm0l) R = Z K (0.44¢g,
4. 3%mmol )2 — W HE R (15nl) B HEHR, RKBSHAT, B8
WA EBERE0.33g, 4.18nnol), R4V R B EH K104
g8, RERcDBAANKRKT, FHEURBRNR, BN
BHRIUINEE, NOBRBEAKEREREB BREE, &K
XMk, EXHARBREARAIN., BHAZHMZB /R
ARPTHERZ, B8 LA EELESY (E&O0.68g, 70%
) o
BEIS~TAC (BEZ M B /ERABPELERZ)
NHR(CDCls) & : 1.50-1.80(2H,n), 1.93-2.15(1H,u),
1.97(3H,s), 2.22-2.40(1H,n), 2.68-2.86(2H,m), 3.05
-3.18(1H,u), 3.33(2H,q,J=5.8H2), 3.78(3H.,s), 5.49
(1H,br s), 6.67-8.76(2H,n), 7.11(1H,d,J=8.0Hz)
T H P H CiaH1oN02:

i ® M :C, 72.07: H, 8.21: N, 6.00,

AR BE A T BB FEARAL (CNS ) AL (210X 297204 ) 83
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£ B (81)
®ME:C, 72.165 H, 7.94; N, 6.17,
B 8
1-2-(ZE\ZEBERKRE)ZE]-6-8 8K & &
KEEHAIZBEEMRBSAX, BL1-(2-FB 2 % )-6-8 %
ERR=-_KR BN, HBLABEILEY (B X68%),
BME~TC(BERRAB/CRYBLERZ2)

NMR (CDCl3) & :1.60-1.80(2H,n), 2.02-2.20(1H,n),

2.24-2.41(1H,n), 2.77-2.96(2H,m), 3.05-3.21(1H,n),

3.50(2H,q,Jd=7.2Hz), 3.79(3H,s), 6.32(1H,br s),
6.70-6.77(2H,m), 7.12(1H,d,J=8.4H2z)
T R P Cralli1eF3NO2:
it {8 :C, 58.53; H, 5.61: N, 4.88,
B M ME:C, 58.30; H, 5.41; N, 5.08,
® g |
1-[2-(RABRKE)Z % ]-6-0 % & &
KERMIZEBHASR, B1-2-KRZ %)-6-F &
EHNRAAKRER, NS LABELLY (EXRT8%).,
BE105~106C (HZ MM/ BAMEEL & 2 )

NMR (CDCl3) 8 :0.68-0.77(2H,n), 0.93-1.02(2H,n),

1.24-1.38(1H,m), 1.55-1.80(2H,m), 1.99-2.15(1H,n),

2.25-2.41(1H.m). 2.70-2.92(2H,m), 3.06-3.20(1H,nm)
3.38-3.46(2H,m), 3.79(3H,s), 5.36(lh,br,s), 6.69-
6.77(2H,m), 7.11(1H,d,J=8.0Hz)

7 & > M Cisellai1NO2:

AR BA R BEFIRA (CNS) AGLI ( 210X 2970 % ) 8 4
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B~ BABLEA (85)
i B {E:C, T4.105 H, 8.165 N, 5.40,
®o@ (H :C, 73.90: H, 7.89; N, 5.44,
B 10
1-[2-(XK ERE)ZE]-6-0 % &€ ¥
kKEEAIZBEMHRDLGNL, B1-(2-RZ & )-6-8 &
BHRKXER, B3 LRBEBELCEY (BEX56%),
BEEE~BTC(BERAB/CRIFBLEHZ)
NMR (CDC13) & :0.91(3H,t,J=7.0Hz), 1.23-1.42(2H,n),
1.51-1.80 (4H,n), 1.87-2.20 (3, n), 2.23-2.40(1H,n),
2.69-2.95(2H,mn), 3.06-3.19(1H,n), 3.35-3.44(2H,n)
3.79(3H,s), 5.45(1H,br s), 6.70-6.79(2H,n), 7.11
(1H,d,J=8.0Hz)
7T HR DA CizHasNO2:
it ®(H :C, T4.145 H, 9.15; N, 5.09,
® OB (E :C, 73.935; H, 9.00; N, 5.16,
B 1]
1-[(2-(ZEBERBRE)ZE]-7T-F 6 %-1,2,3,4-1 W 1t 2
R&(E)-1-[2-(ZBRE)TEZH]-7-B & %£-1,2,3
4-m B { % (2.55¢, 10mnol)2 Z 8 (20ml) I & H . M A
5% # /B (50% & K, 400mg), RSV R EREE X R +
THLERAFH. BT % BREREB/F . ARER
wH . BY U BERERHN (K5 -0 B =08:2)8 17 # 1t ,
M ERBELEY (2.2¢, % X86% , ),

NMR(CDCla) & :1.60-2.10(6H,m), 1.986(3H,s), 2.68(2H,

KK RAAA T REERE (CNS ) ALK (210X 29720 % ) 85
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&~ AHHEB (86 )
t,J=5.1Hz), 2.80(1H,mn), 3.36(2H,m), 3.78(3H.s).
5.50 (1H,br,s), 6.64-6.72(2H,mn), 6.98 (1H,d,J=9.2Hz)
B a2
1-2- (R A ERKRE)ZE]-7T- B X -1,2,3,4-0 € 1t

5

R&((1,2,3,4-B8-7T-BRE-1-TRXE)Z W (1.0g,
5.02mmo )2 2B (10n)B&KRF, MARINE/Z 8B BK(
sal)RBRER (W-2, 1g), BREPRS50C E R A (3~ dkef/
cn2) P REINE , BREBRER ABEBER AN,
BEE1-2-BZ2%)-7T-F §&£-1,2,3,4-mELE., RE K
1-(2- 2 &%)-7T-B § &£ -1,2,3,4-HELER=Z2Z K (
0.76g,7.53mmol) 2 THF(20n) B & F . Rk S N T , B 8 @&
mMARAKH EEK (0.63g, 6.02mmo0l), B4R EB R
30 E. REREAYHAANKRKRT, EHBEURB RN, &
BRRERL R BRRE K@, R&, B mKk WM MR B

FEERBZBRANM, BYOLUYVRBERBEBR (ZB2ZE:C
fg=2:8)HE T ML, BB LRBELSY (1.04g, E X
169% . i ) |
NMR (CDC13) 8 :0.70-0.80(2H,m), 0.92-1.06(2H,n),
1.22-1.41(1H,n), 1.60-2.10(6H,m), 2.62-2.90(3H,n),
3.32-3.50(2H,m), 3.78(3H,s), 5.66(1H,br s), 6.64-
6.74(2H,n), 6.98(1H,d,J=8.Hz),

B 13

AR AEA T EBEARE (CNS ) A4 (210X 29720 % )
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A7
B7

£~ BRBEHA (g7 )
1-[2-(RTHERE)ZE]-T-B & & -1,2,3,4-1 € 1L

P

KEEMIZZERMBMRBASAX, B (1,2,3,4-10 & -7-®
EE-1-TRE)CHRREER U/ LRBEELLADY (B %
72% )

& B 47~ 49T

NMR(CDC13) & :1.13(6H,d,J=6.0Hz), 1.30-2.00(6H,nm),

2.28-2.39(1H,m), 2.62-2.90(3H,m), 3.30-3.46(2H,n),

3.78(3H,s), 5.45(1H,br s), 6.64-6.73(2H,n), 6.98
(1H,d,J=9.5Hz)

7GR P A CizlHasNO2:

i 8O :C, T4.145 H, 9.15; N, 5.09,

% @ {6 :C, 73.98; H, 9.09; N, 5.16,

Bl 14

1-[2-[3-4-F R FXE )REIZE]-7- B HE-1,2,
3.4-m € 1t %

KEEALIIZERMEE AR, 8 (E)-1-[2-[3-(4-8
SE )RE]SEZ2E]-7-R K E-1,2,3,4-DELE, BB
LR EELE S D (80%),

M 123~ 125C (B ZMZBR/CRBPHFE R 2)
NMR(CDCl3) & :1.60-1.90(6H,m), 2.66(2H,t,J=4.6Hz),

2.78(1H,m), 3.34(2H,m), 3.75(3H,s), 3.78(3H,s),

4.76(1H,br s), 6.36(1H,br s), 6.62-6.70(2H,m), 6.8

5(2H,d,J=8.8Hz), 6.92-7.00(1H,mn), 7.16(2H,d,d=

FHR AR+ BEEARE (CNS ) AU (210X 2970 % ) 87
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316895 AT

B7

A~ BEAHHA (g8 )

8.8Hz)

7T #® DM C21lz6N203:

8 {8 :C, 71.16: H, 7.395 N, 7.90
¥ B {8 :C, 70.96: H, 7.37: N, 7.91

B 15

1-[2-(ZERE)GEZE]-T-FRE-2,2-2 B%-1,2
,3,4-1 €& 1t &

KEEAIZBEEMEAR AL, B1-(2-B 2 &)-71-§ &
-2,2-2 R E-1,2,3,4-NELRRZER HUBLtRAESE
LeEM2RBESY (B X78%.8),

NMR(CDCl3) 8 :1.09(4H,s,Z-E M #), 1.32(20,s,0-% &
%), 1.57(0.67H,t,J=6.0Hz,E-B M # ), 1.63(1.33H,¢,
J=6.8Hz,2-2 8 %), 2.00(20,s, -2 @ %), 2.02(2H,s,
E-E M%), 2.61(0.67,T,=6.00z,E-B M%), 2.75(1.334
t,J=6.80z,2-R MM ), 3.79(2H.s,2-2 @MW), 3.80(1H
s E-B W), 4.18(1.33H,t,J=7.0Hz,Z-2 M ™M), 4.28
(0.67H,d,J=7.3Hz,E-E M%), 5.43(0.67H,¢t,J=7.0Hz,

Z-R M), 5.55(10,br s), 5.76(0.33H,¢t,J=7.3z,E-

EMW), 6.62-7.07(3H,n E-R MY + -2 MY )

B il 16

1-[2-(ZBRE)ZE]-T-R K -2,2-=- 8 % -1,2,
3,4-m € {1t B |

kKEREAMIIZEBEHERARARX, B -102-2BERBE)S 2
B 1-7T-B MK -2,2-= FE-1,2,3,4-WE LK, B L&

AUHERAAA T REELE (CNS) A4S (210X 2970 % ) 88
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AT
B7

A~ BAHA (59 )

BEL A (E®I1% M),
NMR(de-DMSO0) 8 :0.81(3H,s), 0.97(3H,s), 1.18-1.43¢
2H,m), 1.58-1.90(2H,m), 1.80(3H,s), 2.21(1H,dd, d=
2.9Hz,8.8Hz), 2.60-2.73(2H,m), 3.06(2H,q,J=7.0Hz),
3.71(3H,s), 6.63-7.02(3H,m), 7.87(1H,t,J=5.2Hz)

B 17

(B)-9-[2- (EMZBRE)TZ X ]-2-% & %-6,7,8,
0-m & -5H-% ¥# R & M

KEBRAIZEREBAASR, B (£)-9-(2-K 2 % )-2-
P %-6,7,8,9-N8 SH-¥#BRBR-MZHME, B
B ERBELLY (1.97¢, EX01%), L& W — 5 4
HEAR CESTELERZ MBLEEY . BYB101~
103%C ,
NMR(CDCl3) & :1.69-1.79(4H,m), 2.39-2.47(2H,n),
2.65-2.71(2H,n), 3.80(3H,s), 5.45(2H,t,J=7.0Hz),
6.36(1H,br,s). 6.68-6.75(2H,m), 7.00(1H,d,J=8.0Hz)
76 % O W CisHi1sFaNO2:
3 M ( :C, 61.34: H, 5.79: N, 4.47,
A :C, 61.29:; H, 5.69; N, 4.55,

B ol 18

9-[2- (ZHMZ BB E)Z & )-2-8 & % -6,7,8,0-1 &
-SH-% 3 R B M

KEBAILZERHEASR, B9-2-(ZHMZEBERE

Ak R AH A+ B E AR (CNS ) AL ( 210X 297204 )

89
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A7
B7

&~ BB (90 )
R)GS 2 E]-2-BHE-6,7,8,0-W%-SH-%XHBEK, &
B R EBEELSY (B X97%, ),

NMR(CDCls3) & :1.65-1.96(7H,n), 2.08-2.25(1H,n),

2.72-2.89(3H,m), 3.22-3.38(1H,m), 3.40-3.60(1H,m),

3.78(3H,s), 6.18(1H,br s), 6.61-6.68(2H,mn), 7.02
(1H,d,J=8.0Hz),

B A M 19

(E)-6-F R E-1-[2-(ZEHEZ2EBEEKEE ) )Tz %1€ &

KEBRMAI2EBHEBSRX, B () -1-(2-B &2 %) -

b-FEEHRZBMZBME, B LRAEBELLSY (B %49
% ) o

BMHBIS~I6C(ERAB-CRYPBLEEZ)
NMR(CDC13) & :2.78-2.87(2H,m), 2.93-3.01(2H,n),

3.82(3H,s), 4.15(2H,t,J=6.4Hz), 5.83-5.92(1H,mn),

6.34(1H,br s), 6.83(1H,dd,J=2.2Hz,8.4Hz), 6.94(1H,

d,J=2.20z), 7.17(1H,d,J=8.4Hz),

X DA Ciali14F3N02:

it ®{E :C, 58.95: H, 4.95; N, 4.91,

® B {8 :C, 58.73; H, 5.08; N, 5.02,
Wi B 20
(E)-1-[2-(Z B R B )T Z X )-6-0 R W
RERAIZREHEAB AR, B(E)-1-(2-KB T 2 &)

b-REEHRZCER, U8 LARABELCLY (BEX47%)

o

AR AR BB EMB (CNS ) AL (210X 29704 ) 90
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316895 A7

B7

B~ BABA (91)
MR 100~102C (BEC MZBE-BEFMBAPHERE 2)
NMR(CDCl3) & :2.01(3H,s), 2.76-2.87(2H,n), 2.90-
3.00(2H,m), 3.81(3H.§). 4.03(2H,t,J=6.2Hz), 5.53
(1H,br s), 5.82-5.96(1H,mn), 6.80(1H,dd,J=2.2Hz,
8.2Hz), 6.93(1H, d,J=2.2Hz), 7.15(1H,d,J=8.2Hz),
7T F DWW CiaH17N02:
B EE :C, 72.70:H, T.41:N, 6.06,
® B {(§ :C, 72.65:H, 7.31:N, 6.20,

2]

5,6- =~ FAE-1-(2- (ZHMZBRKRE)Z X8 &

(3 P 0 0 e B N B B )

KEREMNIZEEMEMRBARL, B1-(2-lKZ %)-5,6-
THEEHARBARZ2FZHE NI LABRELES Y (
EX13% ),
BMHII4~1I5CT (B RAR-CHREFPBLERZ)
NHR(CDC13) 8 :1.60-1.82(2H,u), 2.03-2.19(1H,n),
2.25-2.43(1H,n), 2.72-2.98(2H,0), 3.07-3.22(1H,n),
3.49(2H,dd,J=7.20z, 13.6Hz), 3.86(3H,s), 3.87(3H,s
), 6.30(1H,br s),6.73(1H,s), 6.77(1H,s).
7% % H CisHisFaNOa: |
3 W (8 :C, 56.78: H, 5.72; N, 4.41,
® B {8 :C, 56.73; H, 5.79; N, 4.55,

W22

1-[2-(Z BB E)ZE]-5,6-— B & &€ ¥

TR e HOm AR RO & S

kKEEAIZERMBME AKX, B1-(2-KZ %)-5,6-

AR R BB R BB E AR (CNS ) A4S (210X 297204 ) 91
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A7
B7

&~ B (92 )

CTHEEHNABRIERZIER O NS LRBELLY (B X 94
% ., W),
NMR(CDCls) & :1.48-1.80(2H,n), a.96-2.12(1H.n),
1.98(3H,s), 2.24-2.40(1H,n), 2.70-2.95(2H.,0), 3.03
-3.18(1H,mn), 3.37(2H,dd,J=7.4Hz, 13.6Hz), 3.85 (34,
s), 3.86(3H,s), 5.60(1H.br s), 6.74(1H.s), 6.76 (18
»8) o

B 23

1-(2-(ERMZBERE)ZE)-T-8 S & -2,2-= B % -1
,2,3,4-1 & & 8

M&1-(2-BMZE)-7-FRE-1,2,3,4-W & -2,2-=
FEXBHBA(1.5¢, 5.56nmol)Z Mt g (10nl)BA K &H, R
k SHTEBEMN=HZ BB (2.34g, 11.1amol), £
CYREBRELIE, BANKSP, EEHBELUEIPB R
M, MBRMERLETIBRR Kk, R, B&EKRE
Mk, ABRARAE ., BYUUDBECREEBF (28 :
ZBMZIB=9:1)81, BB LABHELSY (1.55¢, B =X
85% ,# ),
NMR(CDC13)6=0.87(3H.;).1.04(§H,s).1.36-2.10(4H.
), 2.26(1H,dd,J=3.60z,9.1Hz), 2.70-2.80(2H.a),
3.20-3.61(2H,n), 3.78(3H,s), 6.13(3H,br s), 6.57(
1H,d,J=2.6H0z), 6.72(1H,dd,J=2.6Hz,8.40z),7.02(1H,
d,J=8.4Hz) , |

7 % D> CizH22F3N02:

AR BB A BB EHRE (CNS ) AL (210X 29705 )

92
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A7
B7

&~ AR (93 )

i B {E :C, 61.99; H, 6.73: N, 4.25; F, 17.30,
E M E:C, 61.64; H, 6.74; N, 4.29; F, 17.58,

¥ i il 24

T-R R E-1-[2- (FEBRE)Z £ ]-2,2-- F & -1,
2,3, 4-m & & %

KEBADZEBHAERS, B1-(2-K 2 X)-7-8
FE-2,2-"FE-1,23 - DNELRARBREF B T K
, BB ERBELEY (E®S1% . W)

NMR(CDCl3) & :0.86(3H,s), 1.02(3H,s), 1.35-1.55(2H4,
m), 1.65-2.05(2H,n), 2.23(1H,dd,J=3.0Hz,8.8Hz),
2.68-2.80(2H,mn), 3.10-3.32(2H,n), 3.66(3H,s), 3.78
(3H,s), 4.60(1H,br s), 6.59(1H,d,J=2.7Hz),6.70(1H,
dd,J=2.7Hz,8.3Hz), 6.99(1H,d,J=8.3Hz),

7T HR DMK Ci7H2sN03:

it 8 {E :C, 70.07:5H, 8.65:N, 4.81,

® A E :C, 69.87:H, 8.46:N, 4.93,

® i B 25

T-F H K -2,2-Z F & -1-(2-(3,3- 2 FBE & )T 2 % ]
-1,2,3,4-9 8 £ %

REBAI2ERAAS L, 81-2- K2 £)-7-9 &
£-2,2-2FE-1,2,34-NELER -_FERFPBR, 3
BLRBELAM2RERMELY (EX31% .M). B9 i
TWBERBARBLERE USRRALSRRY .

E-R MY

AR AR ¢ BEEMRE (CONS ) AL (210X 2972 % ) 93
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BB NP PO RO RN

B7

A~ BB (94 )
146~ 143 C (H A MM /2 2P EER2Z)
NMR(CDCl3) & :1.34(6H,s), 1.57(2H,t,J=6.0Hz), 2.61(
2H,t,J=6.00z), 2.92(6H,s), 3.80(3H,s), 4.26(2H,dd,
J=5.3Hz,7.10z), 4.40(1H,br s), 5.82(1H,t,J=7.1Hz),
6.72(1H,dd,J=2.6Hz,8.4Hz), 6.96-7.04(2H,n)
76 F 5 M CisllzaeN202:
it ®HE:C, 71,49; H, 8.67; N, 9.28
B ®E:C, 71.32; H, 8.62; N, 9.36
I-R®/Y
H
NMR(CDCla) & :1.09(6H,s), 1.66(2H,t,J=6.8Hz), 2.75
(2H,t,J=6.8Hz), 2.90(6H,s), 3.78(3H,s), 4.17(2H,t,

J=6.0Hz), 4.21(1H,br s), 5.50(1H,t,J=6.4Hz), 6.69

(1#,d,J=2.6Hz), 6.76(1H,dd,J=2.6Hz,8.2Hz), 7.03(1H

(4,028, 2Hz2)
7T %R D HCisHaeN202:
it ® M :C, 71.49; H, 8.67: N, 9.26
B’ ®HE:C, 71.51: H, 8.72: N, 9.18

® i # 26

() -1-[2-3-E=THEE )T Z K ]-7-5F R & -2, 2-
B ¥ -1,2,3,4-0 € 16 2

& 1-(2-EZ &)-7-8 0 &-2,2- 8 &)-1,2,3,
4-79 % £ % (1.5g,6.48nm01)2 THF (30) @ | & L1 ok &

T. @@ MmANRNHSE=TH8(0.84g, 8.43mn0l), & &

AR BB T BREMRE (CNS ) AR (210X29720 4 ) 94
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A7
B7

Z o~ BABLA (95)
PREEARJE2MNE , A% RERLDEAKRKE, A HF
MZBMZBETRR., TR ABRUCIRR K& &,
EREAKBEBRBZEERE EEXARBRAEARAN. B WBEY G
BH (ER:ZBMZEB=83:2)ETHL.EE2FLUEL R 2,
BRELtREELSY (EE780ng,36% ),
BME 175~ 176C(BEZ B2 B/ Z28YPBSE 2 2),
NMR (de-DMSO0) 8 :1.05(6H,s), 1.21(9H,s), 1.60(2H,t,J
=6.8Hz), 2.70(2H,t,J=6.8Hz), 3.73(3H,s), 3.81(2H,¢t
,J=5.9Hz), 5.42(1H,t,J=6.8Hz), 5.60(1H,br s), 5.78
(1H,t,J=6.8Hz), 6.68(1H,d,J=2.6Hz), 6.79(1H,dd,J=
2.6Hz,8.6Hz), 7.06(1H,d,J=8.6Hz),
7 &R 2 #H CaolaolN202
B M M :C, 72.69;5 H, 9.15: N, 8.48,
® B (8 :C, 72.81: H, 9.07; N, 8.85,
27
T-REE-1-2- (R ZERBE)TEZX]-2,2-=- 8 %
-1,2,3,4-0 8 & §
KERAIZERHEABSE B 1-2-BEZK)-7-8
EE-2,2-- R E-1,234-NELBERFRZEE . NG
IR BRELEYZRBELY (B X75% ,Hm ),

NMR(CDCl3) 48 :1.00-1.15(6H,n), 1.50-1.70(2H,n), 2.70

-2.80(2H,n), 3.38-3.50(3H.n), 3.80-4.00(5H.n),
4.20-4.40(2H,n), 5.40-5.80(1H,n), 6.60-7.20(3H.a)

7T % D W CisHasN03:

KB RAAR T BBERE (CNS) AGLE (210X29720 % ) 95

(2D 30 ol it B N Bl o3k )
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316895 A7

P B TR D -6 R

B7

F o~ BREA (96 )
AOBOEC, 71.26:5 H, 8.31: N, 4.62,
® OB G :C, 71.33; H, 8.38: N, 4.51,
B w28
T-REE-1-[2-W-FE XA ERE)ZHE]-2,2-2 8
®-1,2,3,4-1 & 1t %

KEEAIRIIZEEHBERS B 1-(2-K&E 2 &)-7

-PRE-2,2-2 X -1,2,3,4-0ELERRYE-FREREHE
F S ERBELCEYD (EXT1%, ®W)o

NMR(CDC1l3) & :0.86(3H,s), 1.04(3H,s), 1.32-2.16(4H,n

), 2.30(1H,m), 2.68-2.80(2H,m), 3.25-3.72(2H,n),

3.76 (3H,s), 3.82(3H,s), 6.10(1H,br s), 6.65-6.74(2

H,m), 6.87(2H,d,J=8.8Hz), 7.00(1H,d,J=8.4Hz), 7.62

(2H,d,J=8.8Hz),

6 & 7 H C23lzeN03+ 0.5H20:

it ®{E:C, 73.37; H, 8.03: N, 3.72,
® 8 & :C, 73.30; H, 7.78:; N, 3.55,

Bl 29

(B)-1-[2-(Z=E®MZ2EKE)FZ £)]-5,7-= 9 % -1,2,

3,4-0 & & &

kKEREMAIZCEERMBMAES B1-(2-BKB B2 &)-5,7-
“HRE-1,2,34A- D ELERREZHEZHE NG LR EE L
Y (E X89% ). MM 143~ 146 C (A Z M Z B P B S & 2
) o

NMR(CDCI3) & :1.89(2H,m), 2.21(3H,s), 2.47(3H,s),

AR ¢ REEAR (CNS) AL (210X 2970 ) 96
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HE DR o> Hom b e G-

A7
B7

A~ BABA (97 )
2.50(2H,t,J=6.0Hz), 2.66(2H,t,J=6.2H0z), 4.17(2H,¢t,
J=6.4Hz), 5.92(1H,t,J=7.30z), 6.35(1H,br s), 6.93(
1H,s), 7.23(1H,s)
7T E S CieHisFalNO:
it {H :C, 64.64; H, 6.105 N, 4.71; F, 19.17,
B ®#E:C, 64.47; H, 6.17; N, 4.81: F, 19.32,
B i H 30
(E)-5,7-— B & -1-[2-(3,3-—_ F R X )T 2 &% 1-1,2,

3,4-m | &£ &

kKEEFIZCEEHRABERS, B1-(2-BRE Z £)-5,7-

—RE-1,2,34-DNELERR-_FERER NG LR EHE
LtEVWIERELY (EX80% ). REVETHWEBERR
R BER, U@ ERABEELSY M B (EX25%).%
B 141~ 143C (B CHMZBPBEERZ),
NMR(CDCl3) o6 :1.89(2H,m), 2.20(3H,s), 2.28(3H,s),
2.50(2H,t,J=5.90z), 2.64(2H,t,J=6.2H0z), 2.92(6H,s)
) 4.04(2H,t,J=6.2Hz). 4.37(1H,br s), 5.98(1H,t,J=
7.0Hz), 6.89(1H,s), 7.26(1H,s),
7T EF DM CirH24N20:
it ® {8 :C, 74.96; H, 8.88; N, 10.28
® ®E:C, 75.165 H, 8.92: N, 10.32

B oM f 31

5,7-—- B & -1-[2-(3,3- 2 F Ik B )Z ¥ ]1-1,2,3,4-
ol A3

Ak R b B AR (CONS ) A4 ( 210X 2970 4 ) 97

(30 P 00 o B Bl B 3 )
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31 65895 AT

B7
A BABHA (93 ) :
kKEBAIN:2EERAEABESE . B5,7-= B & -1-[2-(3, I
3-ZHERE)TZX)-1,2,3,4- BB L E NG LA EE :
t&®m (B %80%), 2 :
B%I121~123C (A ZMZB/ERTB &R 2), 5 |
NMR (CDCls) & :1.65-2.00(6H,n), 2.17(3H,s), 2.26(3H, 52 {
s), 2.50-2.63(2H,mn),2.75-2.87(1H,m), 2.86(6H,s), § ;
3.28-3.44(2H,n), 4.30(1H,br s), 6.82(1H,s), 6.84 7
g~
(1H.s) o -
x|
5% %4 A CirHasN20: =
it EME :C, 74.41:5 H, 9.55; N, 10.21 :
® ® { :C, 74.45; H, 9.56; N, 10.13 i
1-2- (ZMZEBKE)Z £ 1-5,7-Z 0 & -1,2,3,4-m {
£ 1t % i
KRERMIIZEANABES BL--(ZHZEKE) {
HZE]-5,7-= F%-1,2,3,4-WE L% N8 LR EE L |'
W (E%£83%) BEBI103~105C (AE RS BER =), }
NMR(CDCl3) 8 :1.60-2.00(6H,m), 2.18(3H,s), 2.26(3H,s l
), 2.50-2.63(2H,n), 2.75-2.90(‘(1H,m). 3.40-3.57(2H, }
), 8.23(1H,br s), 6.80(1H,s), 6.84(1H,s). }
7o % S M CieHaoFaNO: |
i ® 1 :C, 64.20; H, 3.73; N, 4.68; F, 19.04 }
® ®®:C, 64.22; H, 6.73; N, 4.67; F, 19.18 :
ena i

AR AR R EERE (CNS ) A4 (210X 2970 % ) 98



BT P 0o 36 1 o B B R -8

A7
B7

A~ BRHEA (99 )
(E)-l—[2~(5ﬁ2ﬁl§§)EEZ%]-?-EFﬁﬁ-l,Z_.B.
4A-1 8 £ &
KERAIZEEHEBESE B1-(2-K2 &)-7-87 §
E-1,2,34-NELER=ZFBZHBE U/ LtLRAEELLSY
CRBEAGY (EXB5%), RSV ETHWEBEEREENRE
SR . UrBEABELED R GERE (B R37%).8 % 98%
~100C(BE 2P EBELERZZ),

NMR(CDCl3) & :1.84(2H,mn), 2.53(2H,t,J=5.50z), 2.73(

2H,t,J=6.20z), 3.81(3H,s), 4.18(2H,t,J=6.2Hz),
5.93(1H,t,J=7.10z), 6.40(1H,br s), 6.78(1H,dd, J=
2.6Hz,8.4Hz), 7.00-7.10(2H,n)

T ®E D M CisHisFaNO2:

it ®w{HE :C, 60.20; H, 5.39; N, 4.68,

® @ {5 :C, 60.23: H, 5.39: N, 4.76,

B Ml 34

1-2-(ZERZERE)ZE]-7T-REK-1,2,3,4-1 8
%

RERAIIZERHAAES B1-2-(ZHRZ2ERBKE)
TZE)-T-FEK-1,2,3,4-WELR, BB LR EE{L
AW (E ®82% W),

NKR(CDCla) & :1.60-2.10(6H,m), 2.69(2H,t,J=5.4Hz),
2.84(1H,n), 3.47(2H,q,J=7.0Hz), 3.78(3H,s), 6.30(
1H,m), 6.65-6.76(2H,m), 6.99(1H,d,J=7.7Hz),

7t ¥ W CisHisFaNO2:

AR B A BB EARR (CNS ) AdMLIE (210X 29720 % ) 99
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316895 A7

B7

A BRHHA (100)
i EME:C, 59.795 H, 6.02: N, 4.65,

® @ {8 :C, 60.09: H, 6.06: N, 4.40,
B o 35
1-[2-(ZBEBRE)ZE]-7T-RE-1,2,3,4-10 § 1t X
RE&E1-2-(CEBEBEE)ZE]-7T-FERE-1,2,3,4-8 &
£ % (3. 14g,12.Tnno )2 Z W B &£ (T0nl) B ® & , R %k &
AT . @MWMAN=Z8AEW(6.4¢,25.4nm01), RER & ¥ R 3
V?ﬂfﬁﬂfSOﬁﬁ, BAKRFP, FHBURGETRR, 78
EMERUEBBBRAKGER, SR AGBREEE, &8 8 #H

(324 P2 ool e B N B o3 )

REBEM, BYOLUDBEREREN (R -7 BE=9:1)# 17 &
t, BB ERBELCSY (1.54g, 8 ¥52% ), % 153~
I5S5C (B ZBMZEBYBEBEEZ2),
NMR(CDCl3)d :1.55-2.10(6H,m), 1.98(3H,s), 2.66(2H,¢t
»J=5.8Hz), 2.68-2.82(1H,nmn), 3.28-3.42(2H,m), 5.72¢
1H,br s), 6.61-6.70(2H,n), 6.85(1H,br s), 6.92(1H,
d.,J=7.7HZ)o
7GR A A CrallioN02:
it ®{E:C, 72.07; H, 8.21: N, 6.00,
® #®{E:C, 72.01;5 H, 8.34:‘ N, 6.01,
B i 6l 36
(E)-1-[2-(=®MZERE) T Z%]-6,7-— B % £ -1
v2,3,4-0 K & R
KERFIZCERHEAESF B 1-(2-KTZ %)-6,7-

TN NP N MR R

—REE-1,2,34-NELERR=ZBMZBMEF, BiE LR R

KRB A+ MEEARRE (CNS ) AdMAE (210X 29704 ) 100
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A7
B7

A BARBEA (101)
HEEtEEYVWIRERBRAY (EXT5%), RAVMETWHWBE &
BHEBS & U@ LELRBELASY R B (B X20%)
o MBHIIT~119C (BB ZB/ERPBEBLEEZ),
NMR(CDC1la) & :1.85(2H,m), 2.53(2H,t,J=6.4Hz), 2.74(
2H,t,J=6.2Hz), 3.88(3H,s), 3.90(3H,s), 4.18(2H,t,J
=6.2Hz), 5.83(1H,t,J=7.1Hz), 6.36 (1H,br s), 6.59(
1H,s), 7.03(1H,s),
T E D M CisHisFaNla:
it B {8 :C, 58.36: H, 5.51; N, 4.25,
B@ M :C, 58.165 H, 5.605 N, 4.22,
B Gl 37
(E)-1-[2-(CBEKEE) =2 &E]-6,7-— 8 € %-1,2,3
y4-0 8 & &
kKEBERERAIZBEREAHEARARES B 1-(2-B B2 &£)-6,7-
—RARE-1,2,34-HELERZCER, B8 LR &EHEL
EVIRERBEAYD (EXT8% ), RAVETVWVBEREEH
RS &E U BEELELABELSD R E R (EE30%),
BEI3I~133C (BEZMZBM/ERPBIBLERZ),
NMR(CDC13) & :1.83(2H,m), 2.02(3H,s), 2.51(2H,t,J=
5.80z), 2.73(2H,t,J=6.2Hz), 3.87(3H,s), 3.89(3H.s)
. 4.07(28,t,J=6.1Hz), 5.58 (1H,br s), 5.84(1H,t,Jd=
7.1Hz), 6.58(1H,s), 7.05(1H,s),
T E S M CisH21N0a:

it W {H :C, 69.79: H, 7.69; N, 5.09,

AR AR P BREAE (CNS ) AL (210X 29704 ) 101
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316895 A7

B7

F~ BRHA (102)
¥ B £ :C, 69.63: H, 7.46: N, 4.99,
B i fl 38
1-[2-(ZEBRE)ZE]-6,7-— B F %-1,2,3,4-1 &

kKERAINZEEHEAABERS B 1-2-(ZBRE )T 2
E)-6,7-Z2 F R E£-1,2,3,4-mEFE, HHBLRESL
&Y (E X78% ,.# ).,

NMR(CDCl3) 8 :1.60-1.93(6H,mn), 1.98(3H,s), 2.68(2H,
t,J=4.9H0z), 2.76(1H,m), 3.22-3.49(2H,n), 3.84(3H,
s), 3.86(3H,s), 5.57(1H,br s), 6.56(1H,s), 6.66
(1H,s)

7 % 2 M CisH2aN03:

it ®E {E:C, 69.29; H, 8.36; N, 5.05,

® @& :C, 69.86; H, 8.33; N, 4.89,

B i 39

1-2-(ZE\MZ2ERBRE)ZE)-6,7-Z B & %X-1,2,3,4-
mE kR

kKEREALIIZEBMNRERE B1-[2-(ZHZBKE)
B ZE)-6,7T-Z R EE-1,2,3,4-WEMLE, BH LR E
BIESY (EX53%), BB16~T78C (AZHBMMZBM /B
B&E & Z2),

NMR(CDCl3) & :1.60-2.10(6H,m), 2.69(2H,t,J=5.5Hz),
2.75-2.87(1H,m), 3.40-3.57(2H,mn), 3.84(3H,s), 3.86

(3H,s), B6.33(1H,br s), 6.57(1H.s). 6.63(1H,s),

Ak R BB T EBEME (CNS ) AL (210X 297404 ) 102
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316895 A7

B7

A BT (103)
6 % 7 W Ciell2oFa3N0a:
it 8 E :C, 58.00; H, 6.08; N, 4.23,
B B {:C, 57.94: H, 5.94; N, 4.37,

B il 40

1-[2-(ZEHMZBBRX)Z%1-1,3,3',4'-mWg-7" -8
G K (2H-8 -2,2" (1'H)-% ]

KBEHGE, T EEMI, BEMNI-BREMM > B E
HEER, H1,3,3",4'"-8 & 4 [2H-2% -2,2'(1'H)-& ]-
1'-8, BB LA BEELAY (B X13%), 5% 149~ 152
C(HZHMZB/EHFABLEE2),

NMR(CDCl3) & :1.60-2.12(4H,mn), 2.44-3.13(7H,n), 3.20

-3.72(2H,n), 3.80(3H,s), 6.10(1H,br s), 6.58(1H,d,

J=2.6Hz), 6.77(1H,dd,J=2.6Hz, 8.2Hz), 7.10-7.22(5H

ym) o
7B F 5 W C23H24FaN02:
it W fE :C, 68.47: H, 6.00: N, 3.47,
® ® {H :C, 68.69; H, 5.98; N, 3.55,
® 41
1'-[2-(ZBBEE)ZE]-1,3,3',4'- W& -7 -8 & &
[2H-8 -2,2'(1'H)-% ]
kBEME.7T. EBBEML, 2 EHI-BREHMIZEE
MEBEF, 81,3,3',4'-9 €8 [20-28-2,2" (1'H) -2 ]-
1'-8, BB LR BEELEY (B E16%), 5% 130~ 141
C(AEZMZB/EETEESR2),

AR AR b BB FARE (CNS ) A4 ( 210X 2970 % ) 103
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A7
B7

A BBABH (104)

NMR(CDCla) 6 :1.41-2.06(4H,n), 1.92(3H,s), 2.45-3.10

(7H,m), 3.10-3.60(2H,n), 3.80(3H,s), 5.38(1H,br s)
,» 6.63(1H,d,J=2.6Hz), 6.74(1H,dd,J=2.6Hz,8.2Hz),
7.00-7.21(5H,m),
76 % 2 #H Caalla7N02:
it & :C, 79.05; H, 7.79; N, 4.01,
® B {E :C, 79.23: H, 7.82: N, 4.00,

Bl 42

(E)-9-[2-(Z BB E)FZE]-2-R R EX-6,7,8,9-
MOE -5H-% i K B W

KRERAIZEEMNAER B9-(2-K5 2 ¥)-2-8
HEE-6,7,8,9-NE-SH-XHARFEBRZER, 815 L
RERECECYUIEMBESY (EX80%), BAVETHEB
AU B ERBEELED R SR (B X33%.8),
NMR(CDCla) & :1.32(6H,d,J=6.0Hz), 1.71(4H,br s),
2.01(3H,s), 2.40(2H,br s), 2.865(2H,t,J=5.4Hz),
4.02(2H,t,J=5.50Hz), 4.52(1H,n), 5.43(1H,t,J=6.9Hz)
, 5.68(1H,br s), 6.60-6.72(2H,n), 6.97(1H,d, J=
3.4Hz) ,
7% DK CisHasN02:
it B {E:C, 75.225 H, 8.77: N, 4.87,
B @ {E:C, 75.41: H, 8.58: N, 4.81,

43

9-[2-(z BB E)ZE)-2-R A MK -6,7,8,9-10 & -

AWBRAAR T BEAEMR (CNS) AdUS (210X 29704 ) 104
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316895 AT

B7

A~ BB (105)
SH-% # IR B 18
kKEREAILIZEEHAES B 9-2-(ZEBRBRE )T 2
XE)-2-RR G E-6,7,8,9-WF-SH-¥HBEHK, 8918 F
R BEELEY (B X92% ,H ),
NMR (CDCla) & :1.32(6H,d,J=6.2Hz), 1.50-2.20 (8K, n),
1.91(30,s), 2.70-2.95(3H,n), 3.07-3.50(2H,n), 4.51
(1H,m), 5.45(1H,br s), 6.60(1H,dd,J=2.6Hz,8.1Hz),
6.66(1H,d,J=2.6Hz), 6.98(1H,d,J=8.1Hz),
7B HF DM Cislz7N02:
OB :C, 74.70: H, 9.405 N, 4.84,
B B {E:C, 74.58: H, 9.37;: N, 4.76,
B i fl 44
(E)-9-[2-(ZHMZ2EBRE)SZX]-2-EFE X -6,7,
8,9-1 & -5H-F%X # &R & 1%
KEREMAIZERBEMAES B9-(2-(K&E 2 X )-2-8
HEE-6,7,83,9-NE-SH-¥HBERBR=BZHE, 3
RERBELLCWZZERBERAY (EX89% ), RAW &5
VEBEN O USEERBELSYD R SR (B X38% ,1),
NHR (CDCla) & :1.33(6H,d,J=6.2Hz), 1.73(4H,br s),
2.42(20,br s), 2.65(2H,br s), 4.14(2H,t,J=6.4Hz),
4.52(10,n), 5.44(1H,t,J=7.0Hz), 6.40 (1H.br s), 6.6
3-6.74(2H,m), 6.98(1H,d,J=8.40z),
G & M CisHa2FaN02:

it {8 :C, 63.33; H, 6.50: N, 4.10,

AIER A BT AREARRL (CNS ) AdUB (210X 2970 4 ) 105

(50 200350 B B R 3 )

— ——— e
— ——— e e ,

L

H——————



FET RN E M Om R RS

A7
B7

&~ BABA (106)
® @ fH:C, 63.51; H, 6.62: N, 4.26,
B fm fl 45
9-2-(ZEmMZ2ERE)ZE]-2-EREX-6,7,8,9-
mE-5H-%X#F R FE &
RKEEAINZERARAERE, B9-2-(ZHZ2BR &
J)E 2 E]-2-RAEE-6,7,8,9-0 & -5H-%XHBEHK, &
BRLtRAEELEY (BEX91% ,#H ),

NMR(CDCl3) & :1.32(6H,d,J=6.2Hz), 1.45-2.25(8H,n),

2.70‘2.90(3“.11!). 3-17‘3.60(2“1“‘)) 4-51(1“)[“)) 6-20

(1H,br s), 6.58-6.68(2H,n), 6.99(1H,d,J=8.4Hz),
7t HE P CisH224FaN02:
it ® {E:C, 62.965 H, 7.04: N, 4.08,
® M :C, 62.81; H, 7.00; N, 3.97.
B fF 46
6-FHE-2,2-2RE-1-2-(ZHZHEKEI)ZXE

REKAIZERHEABER, B1-(2-KR2 &)-6-8 &
E-2, -2 HEEHBMAREZMZME, NE LR EE
t&® (B X93% ), '

NMR(CDCls) & :1.01(3H,s), 1.12(3H,s), 1.16-1.97(2H, m

), 2.51-2.71(3H,m), 3.53(2H,dd,J=7.2Hz, 13.8Hz),

3.80(3H,s), 6.32(1H,br s), 6.70(1H,dd,J=2.4Hz, 8.0

Hz), 6.76(1H,d,J=2.4Hz), 7.07(1H,d,J=8.0Hz),
B i Bl 47

AU R AR T BB AR (CNS ) AL (210X 2970 % ) 108
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A7
B7

A~ BB (107)

(E)-6-F R &E-2,2-2 FE-1-2- (ZHMZBRE)S
Z E]I8E &

KEREANIZEBEMRRAERS B (E)-1-(2-BK & 2 & )-6
"R E-2,2-2FEEHR=ZB ZHME, 5 L3R EH
E&Y (E X96% .,.H),
NMR(CDCla) & :1.37(6H,s), 2.83(2H,s), 3.81(3H.s),
4.32(20,dd,J=6.0Hz, 7.4Hz), 5.82(1H,t,J=7.4Hz),
6.36(1H,br s), 6.83(1H,dd,J=2.4Hz, 8.0Hz), 6.89 (LH
,d,J=2.40z), 7.10(1H,d,J=8.0Hz).

T il 48

(2)-6-FRE-2,2- 2 W E-1-2- (ZHZBRE)m
Z % )& H

KEREMAIZEENBES, B (1)-1-2-BET 2 &)
6-H R E-22-THEEHR=ZH 2B, U8 LY EX
tE&Y (B X43% ),
BMEIVI~I1BC (HERAR/ERAPTPELER Z2),
NMR(CDCls) & :1.20(6H,s), 2.75(2H,s), 3.81(3H,s),
4.41(2H,t,J=6.40z), 5.35(1H,t,J=6.4Hz), 6.39(1H.br
). 6.85(1H.dd,J=2.20z, 8.4Hz), 6.95(1H,d,J=2.2Hz2
), T.17(1H,d,J=8.4Hz)
6 % 4 4 CieHi1aFaN02:
B MO8 :C, 61.34:5 H, 5.79: N, 4.47,
OB fE:C, 61.25: H, 5.92; N, 4.52,

B il 49
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316895 A7

A BB (109

TP RO H OB S 3

b-F R E-1-3-(ZE\|Z2EBERE)FEIE &

KREREAIZCEBHRNRABRS, B1-B3-BRE)-6-8 &
EHR=ZAZIUMN, NB LA BELAEY (EE97% ,H)
NMR(CDClIa) & :1.40-1.94(50,m), 2.01-2.38(1H,m), 2.69
-2.90(2H,m), 3.02-3.18(1H,n) 3.42(2H,q,J=6.6Hz),
3.80(3H,s), 6.30(1H,br s), 6.69-6.75(2H,n), 7.08-
7.15(1H,n)

B i H 50

1-[3-(ZEBBE)FE1-6-8 § & &

{REBEQJIZE;E#EFE'JEJ’?. H1-(3-BER & )-6-8 %
MO RZER, U LREBELSY (BEX69%), B %74
~T5C(AERERRABPHELERZ2).,
NMR(CDCl3) & :1.35-1.92(50,m), 1.98(3H,s), 2.20-2.38
(1H,m), 2.71-2.90(2H,n), 3.02-3.16(1H,un), 3.29 (2H,
dd,J=7.0Hz, 13.0Hz), 3.80(3H,s), 5.49(1H,br s), 6.
67-6.74(2H,n), 7.08-7.14(1H,n)
6 F M CisHa1NO2:
Bt B fH :C, 72.845 H, 8.56: N, 5.66,
BB :C, 72.81: H, 8.46: N, 5.97,

B i 51

b-F R E-1-[2-(ABEKE)Z & 1K &

KERAIZRBEEDBES, B1-(2-KZ %)-6-9 &
EHRABER, M5 EREHLSY (B R60%), %76

AGIR AT FABEMRE (CONS) AGLE ( 210X 2972 K ) 108
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A7
B7

A~ BBRHLEA (109)

~TMTC(BERABM/SRPALEE 2,
NMR(CDC13) & :1.15(3H,¢t,J=7.8Hz), 1.50-1.80(2H,un),
1.97-2.40(20,m), 2.19(2H,q,J=7.80z), 2.68-2.95 (24,
m), 3.04-3.18(1H,m), 3.33-3.45(2H,n), 3.79(3K.s),
5.46 (1H,br s), 6.68-6.76(2H,n), 7.11(1H,d,J=8.0Hz)
TG *R 5 M CisHa1NO2:
B B 6 :C, 72.84; H, 8.56; N, 5.66,
WM :C, 72.82: H, 8.42: N, 5.62.
B il 52
(E)5.6,7-:—;ﬁﬁﬁﬁ-l-[z-(iﬁZﬁﬂﬁE)iﬁZ%]ﬁ

KERAIZEREABSE, 8 (D)-1-Q-BH 2 &)-
S2ET-ZRREHREZAMZHE, NBLRABELSY (
B X3%), BHUIT~98C (HEAMTBELE R 2 ),
NMR(CDCl3) 8 :2.75-2.83(2H,), 2.90-3.02(2H,n)., 3.84
(3H.s). 3.86(3H.s), 3.93(3H,s), 4.12(2H,t,J=6.4Hz)
»6.20-6.40(2H,m), 6.57(1H,s),
7GR S M CieHi1sFaNO4:
it ® {6 :C, 55.65; H, 5.25; N, 4.06,

K P {E:C, 55.645 H, 5.23; N, 4.10,

B i 53

S.ET-ZHEE-1-2-(ZHZBBE)Z XK &

RE®RAINZERMEABERE, 8 (E)-5,6,7-= @ & %

AMARBAR F BERRA (CNS ) AGLIE (210X2970 % ) 109
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A7
B7

B~ BRAEA (110)

-l-2-(ZERZCERKRE)-SZ2EISH, (1B LR EBEL S
B, AWMREY. BEXIT% .,
NMR(CDCla) 8 :1.62-1.95(2H,mn),2.18-2.38(1H,mn), 2.69-
2.84(1H,m), 2.90-3.12(2H,n), 3.21-3.34(1H,mn), 3.55
-3.77(2H,m), 3.84(3H,s), 3.85(3H,s), 3.93(3H,s),
6.60(2H,br s),

B il 54

(E)-5-8 -6-F M E-T-F & -1-[2-(ZmZEBKHX)Hm
Z ¥ )% fi

kEEFMIZEEMEMABERF, B (E)-1-(2-BBREBZ &) -
5-R -6-BF R E-T-FEEHRZKZBHF, U85 L3R ESE
&t (EX89% ), M H138~139C (HEFBGTEL S
Z )
NMR(CDCl3) 6 :2.44(3H,s), 2.76-2.86(2H,n), 2.88-2.99
(2H,m), 3.76(3H,s), 4.15(2H,t,J=6.4Hz), 5.87-5.96(
1H,m), 6.41(1H,br s), 7.32(1H,s).
T E D H CisHisBrFaNOz:
iOWOfE :C, 47.64:5 H, 4.005 N, 3.70,
® 8 {4 :C, 47.59: H, 3.965 N, 3.60,

® ffi 55 | |

6-F R E-7T-FE-1-[2-(ZHMZ2BEBRE)Z X)L

KERAIIZEBBEARF, B (E)-5-18 -6-F € % -
T-RE-1-2-(ZHMZEBERE)SZEIEN, ¥8 LR E
Mib&Y (FE ®X68% ), %126~ 127T7C (B ZMZ B /2 &2

AR AR BB FARR (CNS ) ALK (210X 29704 ) 110
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A7
B7

Z~ BEAFEA (111)
FEE&EZ) .
NMR(CDCla) 8 : 1.62-2.32(4H,nm), 2.16(3H,s), 2.74-
3.05(2H,m), 3.22-3.58(3H,m), 3.81(3H,s), 6.17(1H,
br s), 6.69(1H,d,J=8.2Hz), 7.02(1H,d,J=8.2Hz),
75 % M CisHisFaNO2:
it ®E: C, 59.79: H, 6.02; N, 4.85,
® 8 #E: C, 59.965 H, 5.95; N, 4.62,
B i 56
1-(2-(BEEERE)ZE]-6-0B K E
KEREAIZERHEMAERS B 1-(2-lR 2 &)-6-0 &
MHEREIER, B LR EBELESY (BEX371%), B %
107~ 108C(HZMZB/RAMYPBEBLERZ),

NMR(CDCIs3) 3 :1.52-1.78(2H,mn), 1.85(3H,dd,J=1.6Hz,

.8Hz), 2.01-2.18(1H,m), 2.25-2.41(1h,mn), 2.69-2.95

(2H,m), 3.05-3.20(1H,m), 3.40-3.51(2H,mn), 3.79(3H,

s), 5.47(1H,br s), 5.77(1H,dd,J=1.6Hz, 15.2Hz),
6.70-6.93(3H,m), 7.11(1H,d,J=8.2Hz),
T HEDHCiselH21N02:
it @ (6 :C, 74.105 H, 8.165 N, 5.40,
® @8 {8 :C, 73.80: H, 8.22: N, 5.28,
Bl 5T
6-F & -1-[2- (RSB RBRE)Z X8
kKERAIZREHEABRERE, B1-(2-B2Z %)-6-8 &
EHREAFRANE, U8 LRBHELEY (BEX67%), A

6

AR BB+ BB EARA (CNS ) AGLIE (210X 29724 ) 111
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B7

&~ BB (112)

TR R R om R R SRR

WOk E Y
NMR(CDCla) & :1.50-1.80(20,m), 1.97-2.14(1H,n), 2.23
-2.40(1H,n), 2.69-2.96(2H,h). 3.02-3.20(1H,m), 3.2
5-3.38(2H,m), 3.68(3H,s), 3.80(3H,s), 4.72(1H,br s
), 6.72(1H,dd,J=2.6Hz, 8.4Hz), 6.74(1H,br s), 7.11
(1H,d,J=8.4Hz),

® i 58

(E)-7-® -6-H H & -5-B £ -1-2-(ZHMZ2EBEKE)S
Z %18 #

KERMAI2ERBBAERE, A(D)-1-2-BH 2 %)-
T-R-6-REE-S-FPEEHR-FHME, NBLREHE
L& (BE®3838%), HE117T~118C (A ZHMZ M/ BEF B
FEEEZ),

~NMR(CDCI3) 8 :2.33(3H,s), 2.78-2.88(2H,n), 2.90-2.98

(2H,m), 3.79(3H,s), 4.17(2H,t,J=6.2Hz, 6.42(1H,br
s), 6.81-6.91(1H,m), 7.03(1H,s),
76 % 7 M CisHisBrFaNO2:
it B{E :C, 47.645 H, 4.005 N, 3.70,
B ®E:C, 47.85; H, 3.90: N, 3.75,
B i 59
6-F HE-5-FE-1-(2- (ZEMZEBEBRE)ZEIE &
KEEHINZEEBMEMRABRE, 8 (E)-7-% -6-F & % -
S-BE-5-FE-1-2-(EHMZBERE)ITZE)EH, I3
LR BELESY (B XRA40% ), # % 105~ 106C (H 2 B 2

AR ALE A+ BB RS (CNS ) AdUE (210X 29720 % ) 112
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B7

Z~ A3 (119

T PR O e HOm R R SR

M/CHEPBLERZ).
NMR(CDCl3)d :1.61-1.80(2H,nm), 2.04-2.41(2H,m), 2.19
(3#H,s), 2.70-2.96(2H,n), 3.08-3.21(1H,n), 3.50(2H,
9,J=7.0H0z, 3.82(2H,s), 6.30(1H,br s), 6.68(1H,s0,
7.00(1H,s),
7T R D H CisHisFaNO2:
it ®{H :C, 59.79;5 H, 6.02; N, 4.65,
® B {H :C, 59.44: H, 6.04; N, 4.71,
B 60
1-(2-(ZEKRE)Z%]1-6-8 & #
R&1-[2-(ZEBBRE)Z%£)-6-F & & (6.40¢g,
27. 4umo ) Z R B K (150nl) @ KR, RKLHT, @m
ANZ®AW(5.1901, 54.8mm0l), K%, BEAURETSE
s hE, DEBETER., FHENARUL S K &
., SEARBREEE, ELEHBERATN., BHAEZM
CH/RABHTBELEBL, MB4.70(ERT8% )2 L4 &
BLE&®, BM%107~108%C
NHR(CDCI3) & :1.50-1.75(2H,n), 1.04-2.08(1H,m), 1.98
(3H,s), 2.20-2.35(2H,dd.J=7.0Hz. 13.2Hz), 5.80(1H,
br s), 6.64-6.74(2H,m), 7.04(1H,d,J=7.8Hz).
T HE DM Croli7N02:
& :C, 71.215 H, 7.81; N, 6.39,
® B (A :C, 70.93; H, 7.90: N, 6.21,

Bl 61

A4k RAE R T BEAEAE (CNS ) ALK (210X 2970 % )

113
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A7
B7

A~ BB (114)

1-X B G B B -N-[2-(6-F R -1-%£)2 & 1-4-%
® oot uE BE R

R&1-(2- 2 % )-6-0 & K& (1.00g, 5.23mmol),
1-% 7 @B % -4-A< 8 W ¥ B M (1.38¢,5.23nm01) & 1-38
K -1H-% 7 = W (0.78g,5.75nn0l) R 1-8 % -10-% 3 = W
(0.78g,5.75mmol) Z DHF(20al) i e , MA1-2 % -3(3-
—ERE )R -_BE TGRS MW (VSC;51.10g,5.750mo0l) ., B
EYRERRECSNE, RERERBSDHAMANLX, B4
MUZZBMZIBEITRER, T8 ERBARLI D RER, &
BRGKBEESHE, E2ABERE M. WU BERE
e (W45 /W B ,95:5) ¢ 1T #ifb % 8 2.10g (% X92% )2 F
REBEELEY . BH132~133C (A Z M 2B/ EFBTE
ER2Z)
NMR(CDCla) & :1.50-1.88(6H,m), 1.95-2.40(3H.m), 2.70
-2.95(4H,8), 3.02-3.20(1H,n), 3.33-3.45(2H,n),
3.78(3H,s), 4.13-4.26(20,n), 5.12(2H,s), 5.42 (14,
br s), 6.67-6.74(2H,0), 7.11(1H,d,J=7.60z), 7.35(
5H,s)
K6 % DM CaellazN204:
3B :C, 71.53: H, 7.39: N, 6.42
® B (8 :C, 72.00: H, 7.53: N, 7.09

B 62

6-Z R E-1-[2-(ZHZEBEKRE)Z XK &

KEREAIZRERBHAEBEBFE, B1-(2-KR 2 %)-6-2 %

FMAR AR P BEEAARE (CNS) AdILIE ( 210X 297 % ) 114
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316895 A7

B7 .

&~ BRI (115)
EHR=ZAZIHBE NS LELRBELEY (B K36%), #
HBS~B8BC(ERAB/CHEPAPBLE R Z2),

NMR(CDCl3) & :1.41(3H,¢t,J=7.0Hz), 1.62-1.81(2H.u).
2.04-2.20(1H,n) 2.28-2.41(1H,n), 2.71-2.98(2H,n)
,3.08-3.21(3H,m), 3.50(20,q,J=7.0Hz), 4.02(2H,q,J=
7.0Hz), 6.32(1H,br s), 6.71-6.76 (2H,n), 7.12 (1H.d,
J=8.4Hz),

7t E 5 H CisHisFaNO2:

(3 2 o B B R 5 )

3 B :C, 59.79: H, 6.02; N, 4.65,
% B f§ :C, 59.31: H, 6.00; N, 4.85,
B il 63
6-(2-X 2R E)-1-2-ZF 2 ERE)Z &£ IE &
KBRS IZEEHNRARERE, B1-(2-FR2 &£ )-6-(2-
XZERE)EHR=ZMZIBEF, BB3LrEELeY (B X
63% ), W BHII4~1I5CT(E R AB/CHErhrELEE2),
NMR(CDC13) 6 :1.60-1.80(2H,u), 2.02-2.18 (1H,u), 2.22
-2.40(1H,m), 2.70-2.95(2H,n), 3.04-3.19(3H,u),
3.48(2H,q,J=7.20z), 4.15(2H,¢,J=7.0Hz), 6.23 (1H,br
), 6.60-6.74(20,n), 7.10(1H.d,J=8.6Hz), 7.20-7.38
(5H,n) . |
7C % 2 C21H22F3N02:
B WO :C, 66.83: K, 5.88; N, 3.71.,
OB M :C, 66.86: H, 5.77: N, 4.04.,

K il 64
AR BAR  MEFHE (CNS) AU (210X 29704 )
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A7
B7

A~ BBAHE (116)

1-[2-(CEBKE)ZE]-1,2,3,4-0 8 -7-(N-F 1K %)

Ra1-(2-BZ%)-7-F BBRE-1,2,3,4-1 % 1 2 (
1.80g, 8.25mmol)Z THF (20m 1) & &, Rk S H T, MW
ANE M EE(0.63¢,16.5nm0l), BAMREESR ® B & M
BANE , RERSD U KAH, RESFMAKO.9n1),
BEEXRKREMAZBMZE, EXKUERVEL, RoW
FUBR, FRRRBAEBG 2, ARG B R
DHF(20ml), M BB B S, MA4-B ¥ 5 2 BB (1.33¢g,
7.34nm0l), BAUREZBRIE200 8. RERER &Y
HMAK, UZBMZEBEFER, FTEXNABRL &H &K
k#, CRAMBBEER, ELEHRRBRAM, BY W
BEGRBKF (RE/ZMZB, 97:3>96:5)# (T4, 1§
B1.I0(EXRS4%)Z LR BELEY, ABREY.
NMR(CDCls) & :1.60-2.00(6H,m), 1.95(3H,s), 2.60-2.85
(3H,m), 2.81(3H,s), 3.20-3.50(3H,m), 5.63(1H,br s)

6.40-6.47(2H,m), 6.89(1H,d,J=7.8Hz),

B f 65

(R)-1-[2-(Z BB X)Z X ]1-6-9 % & &

1-[2-(ZBBR%)ZX£]-6-F EEH LS HBEBH
BT KRBT (FW, L-6000:@E 8 B, L-4000: M B & ™
% E, D-2500:8 & M # 3, AS-2000;% 4 ,Ceramospher
Ru-1:B $ M, BB EE, 0.6nl/H BT EBE, 500 ;
B® Rk, 290nm:8E B B E, 6% ;W A\ B, 0.1nl:8 A X

AR LA B BEMRR (CNS ) ASLE (210297 % ) 116
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A7
B7

Z~ BREA (117

B, 100k), MWH LABEELSY (99ng), 485 % 95~ 96T
o [ JuHgses— 61.3° (c0.3,CHCI13),

E i 4166

($)-1-[2-(ZEKE)Z & 1-6-5 & & #

KREBACSZEEMEABERE, #1-[2-(ZBKE)Z
E)-6-FEEHUSABRMBRETHBREN, B8 L1
BELS® (119n8), # % 93~94C , [a Jugaes+ 80.7°
(c0.3,CHC13),

B i 67

R)-1-[2-(ZHMZEBRE)Z X )-6-8 % & ¢

(R)-1-[2-(Z B K £)Z % ]-6-% & & & (50mg,0.21
mmo DR B A& (Lal)ZR AW, REKA SO & M # 26
AE, EERADFULE, MARBR, £ %0 &15%
TRR, IO LRARU R T RER, &% 8EKGB S
G M. M RBREM, M 300g(E LI5% )2 (R)-1-(2-
BZE)-6-FREH, AWREYD ., BLEDAREB (0.8
nl), REHFMAZZH]K (57ul, 0.41nmol), B & % 5\ w
E2h8., READT, BMAZHZBE (43ul, 0.31
mnol), UMM 200 8., RERER S & mA Kk, b
ZHZBEITRR, FHRXRRAKL R ARt 5, & | A
RBMRER, EEAREBRAN. BULBOBEREH (
CR/ZMZM, T:3) T, MB 4lne (B ET70%)2
ERBELEY, HBO5~66C (ARFAM/SETE S R

Z2)o [a lugsss—51.8° (¢0.3,CHCl3),

A RAER T ABEMR (CNS ) A4S (210X 2970 % ) 117
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316895 A7

BT R H I S

B7

A~ BB (119)

® f Al 68 |
($)-1-[2-(ZEMZERE)Z X]-6-F K & &
KERERAGCTZBEEMEER, B (S)-1-[2-(Z B K %
)2 B ]-6-B K & & (50mg, 0.21mmol), % 1§ 38ng (# X 93
% )2 (8)-1-(2-BBZ % )-6-BREEH . kEYR DR S,
FEABM/CEBLCLHARE . EVM_ZBEZRB.,
[a Ip—30.0° (c0.15,H20 ), # % 180~ 181C ., & E f
fle72BEMHMRE AR, EHMBRET=®/ZELER, @
BERBEELCSY (EX63%), B HO65~66C (B B W B/
ER P BEHELEHEZ2)o [alugsss+ 54.9° (¢c0.3,CHCI3),
Bl 69
1-2-(RTERE)ZE]-6-8 & € &
KEREANIZEEMAREBR, B1-(2-B 2 %)-6-9§
BHRATEERE, B LRBEELEY (EXI4%), B %
104~ 105C (BECHMZCB/RABPBEBLERZ),
NMR(CDCla) 8 :1.14(6H,d,J=6.6Hz), 1.50-1.81(2H,n),
1.96-2.14(1H,n), 2.25-2.40(2H,n), 2.68-2.95(2H,n),
3.02-3.18(1H,m), 3.32-3.44(2H,n), 3.78(3H,s), 5.49
(1H,br s), 6.67-6.75(2H,n), 7.11(1H,d,J=8.0Hz),
G &% D H CielH2aN02:
it W {6 :C, 73.53; H, 8.87: N, 5.36,
W@ {§:C, 73.64; H, 9.02; N, 5.35,
B i 6l 70
($)-1-[2-(3-ZHEHE)Z £ )-6-5 & & &

AR A T EBEME (CNS ) AGLE (210X 2974 ) 118
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SR P b 3¢ H I R

A~ BRBEH (119
R&(S)-1-(2-R 2 ¥ )-6-F M B M S (0.10g,
0.44namol) B = Z & (61ul, 0.44mmol)2 2 ¥ (3nl) B 2 %
B, MARNRBZIHE (35ul, 0.44nmol), R4 P R BER
#3000 &, RRLUABE, EVUZHMZEBETRR, MR
RRERNUINEBRRERRABAREE, T EKXKEBRGER, X
EZZHRBHM, BVECHMZIEBERREABPELEREZ, B4

BELSY (T9ne, E X69% ), B B 104~ 105C ,
[a JHeses+ 48.8° (c0.5,CHCla),
NMR(CDCl3) 8 :1.14(3H,t,J=7.2Hz), 1.52-1.80(2H,n),
1.97-2.15(1H,n), 2.26-2.40(1H,n), 2.68-2.95(2H,n),
3.07-3.37(50,mn), 3.79(3H,s), 4.20-4.35(2H,n), 6.68
-6.75(2H,m), 7.11(1H,d,J=8.2Hz),
A HT1
1-[2-(4-RXFEEE)ZE]-6-8 K 8 #
REEHAIZBEENRERF B 1-(2-R 2 %£)-6-8H &
HHA-BX P EE, U8 LRBELLSY (BEXR94%), 1
H142~ 143C (B2 M ZBHPBERZ2),

NMR(CDCl3) o :1.62-1.95(2H,n), 2.03-2.24(1H,mn), 2.26

-2.43(10,m), 2.70-2.96(2H,n), 3.12-3.30(1H.m),
3.56-3.63(2H,n), 3.77(3H,s), 6.09(1H,br s), 6.68-
6.77(2H,m), 7.12(1H,d,J=8.0Hz), 7.55(4H,s),

G #R D M Ciel2aBrNO2:

it ®@E:C, 73.53; H, 8.87; N, 5.36,

B ® :C, 73.64: H, 9.02: N, 5.35,

AMHRAER T BERAE (CNS ) AL (210X 29704 ) 119
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A7
B7

£~ BRBA (120)

Bl 72

b-FE % -2-%¥%-1-[2-(ZEMZBBRE)ZEIEH

KRERAINZEEBHENAERF B5-% G £ -2-% % -3-
-(ZEHm Z2EBERBEE)ZE]-1I0-8, B LAEBEELS D (
BERG8%), MHEI09~111C. (AZHMZBRECK+TBE
B2
NHR (d6-DHSO) & :1.20-1.45(2H,n), 2.95-3.38(5H,n),
3.70-3.82(1H,u), 3.75(3H,s), 6.76(1H,dd,J=2.4Hz,
8.20z), 6.90(1H,d,J=2.4Hz), 7.16-7.36(6H,n), 9.31(
1H,br s)o,

C % 2 M CaoH20FaN02:
i % {f:C, 66.11: H, 5.55; N, 3.85:F, 15.68,
B OB {E :C, 66.04: H, 5.58; N, 3.79:F, 15.73,

B f73

-3-(ZEHMZBBEE)RE]-T-FH%£-1,2,3,4-0 &
ft %

KERAIIZEENRARERS B4-(3-(ZEHRZ2BEKRE)
ME]-6-REE-1,2-2 €%, B8 LtrEBELLY (B
®91% . ),

NMR(CDCla) & :1.53-1.90(8H,m), 2.69(2H,t,J=5.7Hz),
2.77(1H,n), 3.30-3.46(2H,u), 3.78(3H,s), 6.33(1H,
br s) 6.65-6.73(2H,n), 6.99(1H,d,J=9.2Hz)

G %R D M CislHaoFaNO2:

it HME:C, 60.945 H, 6.39: N, 4.44,

AR BEA T BEEEE (CNS) AdRUE ( 210X 29704 ) 120
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316895 | a

B7

B~ AR (120
% 8 {8 :C, 61.01: H, 6.30: N, 4.39,
B Al 74
1-3-(ZEEKEE)RE]-7T-F8 X¥-1,2,3,4-1 € 1t

Pl

KEKEAIIZEBNRAEBRE B4-(3-(ZHZ2EKE
)R E]-6-BR R E-1,2-2 848, B8 LtREHLSD (
EXR84% ), BHEHTI~T3C(EZHMZBREKTBELE R 2
) o
NMR(CDC13) & :1.50-1.95(8H,m), 1.97(3H,), 2.61-2.81
(3H,m), 3.20-3.35(2H,m), 3.78(3H,s), 5.47(1H,br s)
, 6.63-6.71(2H,n), 6.98(1H,d,J=9.2Hz)

G %R M CieHasN02:
it 8 :C, 73.535 H, 8.87; N, 5.36,
® B {6 :C, 73.265 H, 8.66; N, 5.38,

B Hl 75

1-4-(ZEHMZ2BERE)TE]-7T-FE£-1,2,3,4-0 8
£ %

RERAIIZEEHNBRESE B4-U-(ZHEZ2EBEK X
)TX1-6-FRE-1,2-“6E4L%, B LABELL W (
¥ 589% ).

NMR (CDCl3) & :1.30-1.90(10H,m), 2.61-2.80(3H,n),
3.38(2H,q,J=6.7THz), 3.78(3H,s), 6.33(1H,br s),
6.64-6.72(2H,n), 6.98(1H,d,J=9.1Hz),

7T % D H CizH222FaN02:

AR R BB R T BBEME (CNS ) A4S ( 210X 29704 ) 121
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A7
B7

Ao~ BB (122

it ®{H:C, 61.99: H, 6.79; N, 4.255 F, 17.30,
B ®{E :C, 61.795 H, 6.72; N, 4.115 F, 17.25,
B 76
1-[4-(C BEKRE)T X )]-7-R | &£-1,2,3,4-188 & 1t F
KERAIIZBEEHEARABER BA-4-(ZERE)T &
J-6-REE-1,2-2 8 1tR%, B LRAREHELEY (B X 36
% .M ) o
NMR(CDCl3) & :1.30-1.90(10H,m), 1.97(3H,s),
2.62-2.80(3H,m), 3.25(2H,q,Jd=6.4Hz), 3.78(3H,s),
5.52(1H,br s), 6.63-6.72(2H.m), 6.98(1H,d,J=8.8Hz)
TR DM CirHasN02:
it ®E:C, 74.145 H, 9.15; N, 5.09,
® & {8 :C, 73.92; H, 9.10;5; N, 5.04,

mHEEABS2Lte, LtE2EHE DT :

AR B A R B FARR (CNS) AdUE (210X 2974 ) 122
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A7
B7

A ARRA (123 )

2 % 6l 2% M2 2% 93
NH, CN CN
H,COo I H,CO OHCH, H,CO ! CH,4
CH, CH,
2 % # 5 2 % 46 2 F M7
CN
| | NH2 NH,
H,CO H,CO HyCO l
2 % 49 B EE 0 %% 611
CN
NH I
H:COIIg\ H:COf:(gCH: HJC@
CH,
H.CO <HClI
*HC! CH,4
E M 13 2 % 14 Z2FH15
CN
- "
HyCO H,CO CH‘
2 % f 17 2 £ 138 2 E 0 19
Ug HJCO CH, H;CO CH."
CH: CH, CH,
25 W21 2 5 g 22 25 023

= b

H,CO

2 5 {24

AR RARA T RERAAE (CNS) ABLIS (210X29T0% ) 193
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A7
B7
A~ BB (124) Q
o s HaN" 0 cH, oH °
H,CO cH, HiyCo CH, H,CO H,CO
CHJ CHJ
2 % §l 25 % % 026 2 %5 m 27 2 % fl 23
Br CN NH NH,
H,CO HyCO H,CO |
25 # 29 % & § 30 2 % i 31 2 5 Bl 32
CN
OCH,g OCH, l OCH, NH;  H,cO .
H,CO H,CO H,CO |
HiC A~ 0. _CH,
H,CO H,CO H,CO o
% £ pl 33 2 % gl 34 2 % §l 35 2 %5 W36
Be Br
HyCO HyCO H,CO
QEt '
H:Cm/Y H:C OVCH] H:C OH
0 o o}
2 % fl 37 2 % pl 38 % % Bl 39
CHy ¢ 8 o CHy N CH, NH, '
H,co:- t il H;CO HyCO ' H CO I
Br " H,C Br 8r
2 F § 40 % F # 41 % # f A2
8r CN Br NH, ;
HyCO | HyCO | NH, NH,
C,H,0 o}
HyC H,C ©/\/
o) o) NH,
HaN | : iL OHCNH : i OHCNH
E A 25 M4 %= oG4y

AIHERAEA T RBEME (CNS) AL (210X 2970 % ) 194
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A7

B7
A~ AR (125)
0 Q o .
N/LLCFJ NJ\CH, N
| | H | H
NO,
2 F fl 50 2 35 Bl 51 2 F 052
Q o)
0L e
H
N7 CF,
H
2 2§ 53 8 % @l 54
Q
Br
NJLc:FJ N;:]@
H H,CO l I HyCO Y
2 % §| 55 2 % fl 56 2 % fl 57
H : o
NH; N__CF, N__CHj
H:CO H;CO \[Or H;CO\‘\/ wOr
2 E M58 2 % 59 B HFM60
CN
NH,
O O
2 % f 61 % K pl 62
0 0
NJ\CF, NJ\CH:
H,CO O‘ H H4CO l H
% 5 63

A

FUER BB T BERAAL (CNS ) AU (210X 29704 ) 125
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316895

A7
B7

F -~ APABLER (126)

NH,
CN H;CO
HCO ‘ ll O ‘ O

*HClI

W

\A\

2 E Bl 65 % £ Bl 66

o]

NJ\CFJ
H,CO H

R

AMSER AR T BAFAR (CNS ) AGBLE (210X 29704 ) 126

(b P 25935 o B B O )

U PO S



PFRT W P N om0

A7
B7

F o~ ABRSLER (127)

o) o)
e | | “)\7
H,CO 3co H,CO H

Iz

% W Bl E-2 P W Mo W3
0
O
HyCO HyCO "o |
i3 Hif'. 4 '331’ 5E 5
OCH3
H,CO H]Co\©:g\ \(i\
I I i OCH,
”Eﬁﬁf'ﬂls "E M7 O B8
o) o) Q
N)kv NJK/\/CH‘ N/U\
HiCO ~H H,CO H H,CO H
B E# 9 B B0 B e B o1
o o) 0
Ny ek iAo
H,CO H H,CO H cHy, Hyco H H
= s 0112 -3 AR ® M P
0
I skca
oM OLS W OAE 1B oo 7

AR AER T BEAFAR (CNS ) AdLAE (210X 297204 ) 127

( 2 D s S B N Bk o 3 )

Y N S



TR O HOm R R 3

B7

F < ARER3LER (128)

, o) o)
NJ\ NkCH—_,
H;CO H,CO | H,CO | H
Bl H o138 RO M 19 W20
Q o)
NJL ' NJLCF3
H4CO H,CO H HicO %Hz
HyCO H,CO : CH
o 21 TN Bl 22 W6 23
OH,C
o) ’lLN)<
H 3
HyCO L, H,CO %H: H,CO cH,
CH, CH,4 CHyq
RbE H 24 ﬁfﬁ'ﬂ‘;ﬁiﬂzs WoEE B 26
o)
o I NJLCF‘}
) J\/OCH, q J\© HaC H
H,CO H4CO CH3 ocH,
CHa CH,4
R itk ﬁ'l 27 ™ e WI]‘ 28 e ;ﬁﬁ w29
o)
CH, N N -CHa N)kC&
F HqC CH;  HyC H
CH, :
L} ’; » I
B P50 S

WO o3

AW R B A T RBREMRE (CNS) A4S (210X 2970 % )

128

(= P 0 o i B N Bratsh B oS )

——~—-—~—————————%L——-— S - )



FET PR N Om RO BN

316895

A7
B7
A~ EABLEA (129)
0 0 0
I N’LLCFJ NJ\CFJ NJLCHg
H,CO H H,CO H HO H
Wi Bl 33 =N O 34 | e # 35
0 o) 0
i N/U\CFJ i NJLCH;, NJ\CH,
H,CO H H,CO H H,CO H
H,C0~= H,CO H;CO
B M 36 B w037 w e Bl 38
0
9 PN
:,Lk - HN” “CF,
H4CO
H,CO ’O
®
B & 39 Ji: ﬂ 40 o iE oAl
0 0
. K N
HaC | N 2 HaC N 3
- -
H4C H4C
% W B 42 % 5 Bl 43
0 0 0
N)LCFJ NJ\CFJ N)kcp
H4,C l H ch H h]
Yo o HaCO cH,
HaC H,C
CH,
®ROmE 44 R4S WoiE o1

AR AR ¢ ABEMAE (CNS ) AL (210X29720% ) 129

(4 P 0 ot o B N Bk RO 3 )

) I S i T

>



T PR DS HOm e - M

A7

Boms B 57

o 58

B7
A~ B3 (130)
0
0 HNJ\CF; "
l NJ\CF: [ N\rrCF3
H,CO cH, H,CO cH, HACO T
CHy CH,
R HE M 47 B’ oE Bl 48 W oE M o49
N _cH Q fL
b}
HaCO. : f lr g ANt Hco OTCH:‘EI N er,
= H:CO H 3
H;CO
Bk B S50 BN Bl S51 "o 52
o) "
©Q
OCH; NJ\CFJ cHy N JLCF
H,CO H HyCO N 1
H,CO ar
1 JO‘\/\ |
Z
e NJLCFJ HCO N o
H,CO H 3
BB 55 B W #56

0 o) 0
N’lLocx-iJ Br | N’LKCFJ NJ\CFJ
H,CO H H,CO H H,CO H
Me Me

W oM P59

AR R BB T RBERE (CNS ) AdUE (21029704 )

130

(=90 B B (Y B RS )

——————— s )



PP op S O R e R

316895

A7
B7

£ UL (131)

B oM # 60

0

N
H3C_0 H

™ 5w 62

H,CNH

0

® s 765

o

o 67

' NJLCHJ
HyCO H H4CO i H
(R)-form (S)-form

NJLCF;
H,CO H
(

R)-form

(o]
T a0

H M6

i
CF, NJLCFJ

@M@ “

e fl 63
5

n CH,

O P 64
(o]

,/\N’ch:HJ

W RE B 66

o)
./\NJ\CF;

H,CO {H
©:> (S)-torm

WonE o6

AR B BB RAMR (CNS ) AddAE (2102970 % ) 131

(=1 Pr 58 b i B N Bvapsl B oh- 3k )

) W S



TP RPN MO AR -

A7

B7
A~ BB (132)
Q 0
H,CO H CH, H,CO P H H |
R ik B 69 B oA B 70
- o O
y NJWH
H,CO H . HiCO N
' OO
H H
erCF, N__CHy
H4CO 0 HyCO . 1
(0]
Q
S‘H\CF’ N’u‘cu,
<o I
R W75 ':m. W B 76

AR ABR T BB R (CNS ) AGLIE (210<2972 4 ) 132

(=4 e 20 ot e B N Bvapadi B o S )

) WV S



D PR O e HOm e B ROR &3

316895 AT

B7

Z~ BB (133
i AOA 1
(B w63z EY
(2) 3
INE X B MH
(4) 88 B
(5) i fs B 5%

B, BB 10000 88 M o
B2
(EEMESZ LS DY
(2) %, #&

(EXBH
()7 & #& B »
(5) 8% & ™ 8%

El

10.
60.
35.

3.

2.

E10.0eH BEEHAGSHF 21449,
XBEHZESY . L1l FHENZ,

10.
70.

50.

7

3.

0

0

6

.0

0

g

g

H3mIZ210ERB % HEBKBR(UHBEH 2, 3.08),

0.0g% # R 35.0e X
Bk BN E Y R40TC ¥

B, X@@H2z2., THRERAR2.0cEWMMEBHN, By F
DR&E, imzeoRMUESHERRE, —GiLts%, BRR
MuBB2AXREBEIRER. EEREE2ZRN L &8

g

g

AT0nlZ A B M BH KBR (LTBERERD F 2,
7.0g), 10. 0t BB M 68K 2 /L&MW R 3.0 ¥ B 82
FUBRNRE 2 G4, £ % 870.0e0 M R50.0eF % B8
B, RAMmit TR @, M 10008 st M ,

AMERAER T EEFAR (CNS) AdUE (210X 297204 )

133

(3 D 0 o A B N B RO )

I S



PR 1 b 3 H S B R

316895 Cw

B7

£~ ARSI (134)
TEBRE (BERTHE 2 AW, Mk 2SN ER
% (50aMTris-Hcl, PH7.7, MR 25C ) 2 % E A, % R4T
BLo44,000% B O 10% 8 . A AR S U E S EH K% E 2
R, ER-NCHEETEABERE ., H»5E . S50 2 65
RETFURE, DAFEERE2LAL, ERAEERA
B 0.3~ 0.4ng/nlo B BB MO0. 40185, BBMR IS Y
R80pM2-[125T M B B M X R @ E0.50l, R 25C 15 & 90
SE., TEHMldk B2 RSB BE2 L LRE, &%
B Vhatnan GF/BU & M & @ & , f & & Bl 3uluk 8 2 & &
EHBE NG EIR . BREZ RN EH, Le-HBBRE2
B RGN B EETOHEENE T E SRS T
AEMHBEZ., A HBMESH, k 250% W 6 & & (
[Csa>,
%1
2-[12S | MEEMEL S 2 WM KA

-3 e ICso (nM)

tew
8 0.64
33 0.72
35 0.95
51 0.45
66 0.70
638 0.16

- 1.1

AMERA AR PRBAEERE (CNS ) AL (210X 2972 % ) 134

(S 35 o e B A Bt RO )

YN



HET PR O H o IR ROR B S

316895 A7

B7

B~ BAREA (135)

MEZEBHREH
EE L HMMB#

ARERBAEHMIERZENRIEREM,

*FEH 2L (D), REE Y (1a),

MRIZERAD, s FH22LEeD(DRFERZ2RE

HERH ER

EERETER2HAAOHE, MRERKRK EREGGHFRBIREHZE N

AR AR R+ BB F AR (CNS ) AdRUS (210X 297204 )

135

(32 D395 Jo it it B N Beapb B ok )

S

[4

____._.._.____._._.________)_________



T PR O S H B RS

316895 AS

BS

WOPXRMHE (RNILA: ZHRB L LM, KU E R AR
CHTRZLEAYB AWM XN ER—HREHE N
rSBEARNBEZURY,

ir
o

XA, RiBRR2AN, BEHHRE, RR:R R8T K R B
MR, ANNE, SMRZEE, SRNR2BER% RS ;
RaAIBE K EARABRRZ2ZFER:aRnm 1E4:7-"F B
amea. |

. 82 %44 : BENZOCYCLOALKENE COMPOUNDS, THEIR
RXRAME (BRALEM: Do CTION AND USE

A compound of the formula

wherein R' and R’ are H, a hydrocarbon group or a
heterocyclic group, or R' and R? are combinedly a spiro
ring; R’ is a hydrocarbon group, a substituted amino
group, a substituted hydroxyl group or a heterocyclic
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benzene ring; m and n denote 1 to 4; = means a
single or double bond or a salt, a process of producing

thereof and a composition having a binding affinity for
melatonin receptor.
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