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BME., BERE)EITHRHUMEARXBEIER -
FRHAXARBEHOLEY (VID  BRUAKRTHHR
IFAREERE -
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)
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Ej‘\CN MAKAEE b/u\CO—NHQ

(vir) (VII)

(AP EFRARLERAMHREE)

BB VIIDKRITEBREEMT > RIEEY (
VIID®m A ERHME -

BMA>BRE, — RREMEFETETIRE(GHES
& W. Wenner, Org. Synth. IV, 760 (1963)) o ifi & 8 Al
MM, KEYREE, HPXHEMYAME : MK
CERARGHEHHEIRHAESH (VIIDEH1~508E » LM
5~208 H & # o

BEMUTHOAK, BB (MR, M¥)F >, K
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—BREEREREOI~120C » LL20~50CHHE >
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(XII) (vII)

(XX HRBAXAEHEHAEE  WHETRAOME LK)
M4 VIIDRTREEEZMNT - RELS Y (
XIDNHRKEHFETREMKE (WBWT.S. Oakwood
. C.A. Weisgerber, Org. Synth. III, 112 (1955)) o
ERtOMT — BB EBEREY (AMKAER
s WMAEH, KAEH, KLHE )RELNS  HEHARARH
HINELADXIDTYERI~RH, LUUI~1.HEA

& o

BREMTHNEB(AMZME), BEB (AHONN-=
FEREMBE) MLECEB (ANFXE)E KPP LML
WAE -

FREECHARATERBEFETRETRE W
BRmEgiteM(AMRAER, B, REHEF), 78
WX (HmeEw, MR, - HEBRBLEREE)E MAER
RUMARIREAESY (XID) F#H0.01~18H » £p0.01

AR BER T RBAFMRE (CNS) A4t (210X 29728 ) _ a4 -

(S b 2 e B (0 B R )



W P TR O 32 1 S 3B R DR -3

A7
B7

~0.2RERHE-

— %% M B 7E20~100TC > K ML40~80CHHE »
R RS2~ 200 o

FBEe (VIIDRERTHHEY > TRE X (A
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425 (19M3)Fin > REKRPR=ZFXR_SALCHXEMmS o

HR3FAPREFAB - ([-2)FF-EEYH > TK
TAFRIBFATE BHNNEAARSRAN 2 BX
AREBMOEEY (IX) G2 M T 3-246268%) > & F
HORBEATRE -

A%E13
HORPO., A-0. BP0
3
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(E81) (E¥)
(I-2) (IX)

(RPAGBTERR X EXRTHERRAZHRE X" R
X HEFRUWRERAHEAER)

B » B F3-246248%  REEH(1-2)FELE
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AR A TR Z2HNE, ITRANSHHN,
F.RKPELPERIBZIBERFARRANE , AWl
RE, WIRE, Wk X, Mok K off ob ok 2 DK o ol
X, REEWE, REEWE, SHEF THEHRE
EABMRER B EAREHERRM ZNAERENRE
ERMREPERE  HPALALERE., IEEEHRE,
HETF. REELE > HHLUFE, ZAFE, ZRPE
EBEF. BERF. FRELEE-

BE B (12)8RBZE66WUX)2HKX T
BTHALTRI4RISATBITRE -

HE14
2
R3 /Fl3
CO—N(R4 - CO“N\R4
(E8) (EXY)
(1-2) (X)

(R Lpfed BT, TH8RMAZ KSRGS E NN
RELCEFARBE AAETRURERAHDER)
REZ2 > B (I-2)MERE, THREAMKK
HEREF, TERRZEIEGREERTERRZEEHRA
MEE mHEALESH X)-
BlLARERFHRITBAUE., &, NF -

AMEREER PREFEE (CNS) A4 (210X2972 % )
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MBEMREEFETF2IRE, —BRAEBLEEW (1-2)F
HMAEMPETRERS KA N GTHHmE L
SREE(ANELCTEREE, RCTERBESF), LR
X (ANELRAEE, ACAREE) ARALCSH(
AM=HKERE)FET2HNALFR(ANERER,. ©
MEHE) - AEARGKEABIREECEY (1-2)51~58
H: LMUI~20HAHHE -

EHEAMENE  ARERATERANTREENSR
WMENMPTREFBFHEMNBYREFETRITIXE : X
FEMANTANHKCER (ANP X, X%¥), ACR{EE
B (PAW_—EFKx. BlHH. 1L.2-—HZik., EL%x¥%¥) B
B(Am_Zk., NExM, —_BEE)¥F:; HTEAARD
HUREREARBECER s TN REUNTEAD
NEERE (AnmKERESCHY (DECETER, &4
MTERYE), NEEBRTKMEN (IR TERSRKRE
ME)¥) . BKEW=Z=C.6—BRERREIKE)E
BHUMBYREEARAEHIRELEYW (1-2)50.01~
18H » XLLO0.05~0.5RHBHE -

Gt RE2EBE > — BB -20~150C » KUO~
100CHE > —BEEHFMHKAB0.5~21K °

AMIERABATEBRFEARE (CNS) A4 (210X 29724 )
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FEMEE, - FEFCHBEE)FETRE  BEL
LY ERRGERINELEEAYW (1-2)H1~58H > Lo
1.0~1.5H & & -

EHARAELAGMEEE LR AXETREE
FRANT EHEFETEITRE: MAFTREMAT
MERFAECHBEOARENPEEIRAR: WL
hfEmBER (Ao, ZZ2EWE)¥F

MEMRAEABAEAACHRBEBEORESE > — R
o fE-20~100C » BY-20~20CHE: T RERHAUS
0.5~2hNEAEH °

FBLEA NHKRERTHHES > TREZ (AN
EME, BEAE)FUMMMEARXBIRE S o

B e X)MRBELELEWINZHFRA TRTHAS
RIS TEmMME -
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(EX)
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N o N
E:H\CO N\R4 co N\R4
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BEMBAMATENANE ANASN,. ZFEE).
RE(AMZWE), BE (U=, NEEWE), B
M (AMAN-—FEFREY). MEER AUAE, ¥
7 ﬁwgdﬁ’ﬁﬂﬂuﬁmﬁﬁ

SWEARTUNMBE BN (AURBEE. HBEFAF)
LEREREEE (ANER LN, CREFE). 2R
o ANELENE)S KERRGHANIRELSH ()
ERA1I~10RE > LHI~3RESE -

AREEAHB  ATCHMBYRERE KT LY
FETRT -MBAMBYBERE NN REN (Amm
REBRELH URENTER, SENTERS). NEK
ERERMEN UNTERSREERSE)Y) . BE(
M=o —HEREBRY)¥  REARAHEY INEL
&% (DEMO.0I~IRE » £HO0.05~0.SHESHE : B
G ML T B A WA L WAL B )
 REA AN IRE S H (OEMO.0I~SRE - &
HO.1~2KE & & o

EABTRBRIZRERFABEEH U0 REMT

(0 Smd e e ot o) i B0 N B el BB O3 )

AR R A PR EERE (CNS) AdAE (210X2972 % )
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MTHARKBEARZEAGAETEHARVEABUARE
s EABHIRBRERKE
gl

2-2-BitBREXX)-2-MEZH2z2ER--(1)

¥ ZIW100ml, 95% AL M6.195, 95% M 1L &5 46 2. 008
REWO. 13s B& » WECOTTHMHE  HREIRKER T
B2-FREXBMELYWI0.0eWZIHI00nIA K » AR
3INE R ELXTRROOCTRASHEF - RESM®E
BBEREBRUIMBEER, YEFEMUAK, BNBBEANKE
B, KFPLGESF > BB LULEXRKMEATFLULER @
B A Norit SX-3iTIRE®R » AV AEBEREEZEN > N
BRECADZHEDIT. o2 (M EHT2% : & H-NMRGH XK
th) e

B2-ALCREXEIME, —RIMHEYWSHIAEAR
THREED  E4eX2ETHM-CSHRPTFUERL > T
HESRTM-

B.p. 54.5~56.5C

*H-NMR(CDC1s) & ppm: 5.00 (2H, s), 7.62~7.84
(34, m), 8.35 (1H, dd, J=7.9, 1.2 Hz)o
™ A2

2-Q-BLREXE)-2-HEIHW2E6R--(2)

AMIEREEA T BB EARE (CNS) A4S (210X2970 % )
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MoSHMILTM2.0lg, ZHMAIR2-RIEPEXE
FIEW3.7R a4 MEMBBRIOR > RELM&
WMBERLBBEFAFEZEEY > SREL R B
BHERN KB, K. RORWAT UKD > #7980
EAKRBPNTAERSR . LMABREEZAN, WHEES
3.49g PEM CHRPBITH R MHRELS H2.852

*H-NMR(CDC1s) & ppm: 5.00 (2H, s), 7.62~7.84
(3H, =m), 8.35 (1H, dd, J=7.9, 1.2 Hz) o
™ b 53

2-2-FEitREXR)2-HMiLZBMBza®R--(1)

MH2-Q2-BRAEPEXE)-2-BAEZW (FHE : H72%
)17.68. K 17.6gR SN /WK HEK20001% \ B E %
MPEEH > EEEATRAERE WBERERXS®
Emisomlz K> EEEZRTHRHEO 8 BERXEE
MBZGERR& KPLENKBEENKRER. K. €0
EHATFUES  FIBCHMBEIGRELEKREN T
ERZHEE > MNorit SX-3ITHRE » LLUBEBRHWEZEN
 MEAHERIC.6s MAEMMBIE CRETFUERL
RS RBRLYBEEENTLUMY  MIMELS
W11.3sCREBREUXA[S7.3% » REBER) °

p.p. 114~115T

tH-NMR(CDCls) 8 ppm: 4.88 (2H, s), 5.84 (1H,

ABEREHR FTEHEAEIRE (CNS) AR (210X 2970 % )
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br-s), 6.99 (1H, br-s), 7.42~7.62 (3H, =), 8.01 (
1H, d, J=7.9 Hz) o
b4

2-Q-FEEREXE)2-BLCZBB2ZEHR--(2)

W2-Q-BEPEXE)-2-M{EZW1.80zR36% WM
KEBIOnBEEGNW > EAOCTRH20ME s AESHE
MAKRKEEZR TRE > @ IBBBZBERR2X
FBHBZEMNEKEARAOKBENKAR., RNAH
KFHES > EURAKRMNCH BUABREEETN
MBMESRO89z AARRMMEMZIBE CHRITFFULRLE
MEMELESYWO0.80z( Y ¥40.2% > KEBELEGH) o

p.p. 114~115T

*H-NMR(CDC1,) 8 ppm: 4.88 (2H, s), 5.84 (1H,
br-s), 6.99 (1H, br-s), 7.42~7.62 (3H, m»), 8.01 (
1H, J=7.9 Hz) o
A5

2-2-MMEREXE)2-EEZBEBEZAR

W2-Q-BEPEXE)-2-HEZMB3.41g, BEH
2.03g, MAL#WO. 14gRN N-“ R EHBE3IFLURE >
LEZETRAEUIFR RREKFPENBHBIE : &
A1 128430001, YU AKEF2REAMAOAREKE
FIR - FAAMBUEKRKBENTFTLER LLUAER
ZH8M MEBHER3.S MRAEMBRZIE CRFTTFU
HRE UMERTEABERAR KOBEEBMN (B

AR AR P BB ERE (CNS ) AGRAE (210X 2972 4 )
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BZE:SR=1:2)FHUMH mMERELEH S IT2.62¢
(M XEe68.6% » HEBLEHK)

m.p. 86.5~88T

*H-NMR(CDCls) 8 ppm: 2.09 (3H, s), 5.37 ppm (
2H, s), 5.65 ppm (1H, br-s), 6.96 ppm (1H, br-s),
7.41~7.62 ppmn (3H, m), 8.00 ppm (1H, dd, J=7.4,
1.2 Hz) o
KMo

2--MMEREXE)2-ATRECEBZAR

CM2--MMEREXRE)-2-RILZIEHEL.568, 95%

WA ABKO.62s, MIMAH 1.3z RFMIMBSY  RiEM
HRERISPE > ARASDE REXEEFHEMH 150012
K UBMBIBENIR  FRBZIGM Y RIIGWKE
FoULMRKRENERER LHABEZ?M moHE
m1.55g ERAVVBEEEHR (BBIK: Cik=2:1)
FLRYE > MAREBELELD1. 18z (B HKET0.9% ) HAE
(Z=65:35(4k *H- NMRt )2 BREY -

- Ef#

'H-NMR(CDC1s) 8 ppm: 2.05 (3H, s), 5.03 (2H,
s), 5.70 (1H, br-s), 6.77 (1H, br-s), 7.22 (1H,
), 7.38~7.49 (3H, m), 9.02 (1H, br-s) o

- I

*H-NMR(CDC1.) 8 ppm: 2.06 (3H, s), 5.19 (24,

s), 6.14 (1H, br-s), 6.44 (1H, br-s), 7.38~7.48

AR HBEFARE (CNS ) AdK (210X 2970 % )

_33_

(34 D 25 3ot ke B N B el B 0 3 )

vt



TP RO N om e F -3

A7

406065 B7
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(4H, m) o
M7
E)2-2-BBEPREXE)2-RTREZCERZS

W2-MBETFEXE) 2 ATRAEZEK2E/I=
35/652 B EM388mg WHERSNEEB WK HEK3.3nlF
SIS TYRIN TR T T3 LI TR L T
MENKERD > WBMZERR3X > BREAK, ®
MRMAKSMBZEE ABRARENTUER . B
MENEEN MAEES00: BREMBZE TR
R ENSABEARRESR  BEHRvEamEN
(BHMZE: SR=4:DMH . 8% EE LS9 2430
(B ®62.8% » BEBLER) o

m.p. 112.5~113.5TC

'H-NMR(CDC1.) 8 ppm: 2.05 (3H, s), 5.03 (2H,

s), 5.70 (1H, br-s), 6.77 (1H, br-s), 7.22 (1H, m),

7.38~7.49 (3H, =), 9.02 (1H, br-s)e
9 XK
(E)-2--MMEFEXE) 2-AESREZER 2
& --(1)
ME)-2--BMERPEZXE)-2-AGREZE K428
ag, MBHF30InzRFAW3I.RIRAMEERTMAE Xl
TOS% WM —HE0.20nl » EERETHMAELSNE » BRK
EEPAMIOnlK » EERBRTRHE3 MK > BENEA

AERAEHATHRBERE (CNS) A4 (210X297T2 K )
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A BHBA ()

301K » MIBABECMBEM3R > LU RN AWM KK F BN
ZERE > LERARMBALZE  LLUHAEBERERMN mH
HED440nz WHRBBIEBE,. CEPEITSRLE B
HERDHARBRRER AULUVBAMEN (MBI :
EBR=4DFLUME MIAMELS Y4320 (@ QX
95.6% » MBE &) o

m.p. 121.0~123.07T

'H-NMR(CDC1s) 8 ppm: 2.05 (3H, s), 3.99 (3H,

s), 4.98 (2H, s), 5.37 (1H, br-s), 6.76 (1H, br-s),

7.19 (1K, =), 7.36~7.49 (3H, m) e
KEH9
2-Q-BHEXE)-2-RETRE-N-FEZEBK2E

ME)-2-C-BBEFEXE) 2-FRTSRAEZIEK
43208, A0 H B/ RHBECIRFERIZEESY > &
EREPLHE EOCTCTHRHEINE  REASDRIUM
EEZRM, iI8REUMEBCKE CRFPULERL X
HEGSREABRRE® FRYBPECEHE (MBIK
E=4:1D)FLUMH MERELSHE 3790 (H H X
98.3% » A& R)ZE/I=93/7T(H'H-NMREHH K )W E &
W o

EN

m.p. 100~102T

'*§-NMR(CDC1s) 8 ppm: 2.95 (3H, d, J=4.9 Hz),

K3 R AL P B B SRR (CNS ) AdRLA (210X 2972 ) a5 -
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3.10 (1H, t, J=6.7 Hz), 3.96 (3H, s), 4.40 (2H, d,
J=6.7 Hz), 6.93 (1H, br-s), 7.13 (1H, dd, J=7.9,
1.2 Hz), 7.35 (1H, td, J=7.9, 1.2 Hz), 7.43 (1H,
td, J=7.9, 1.2 Hz), 7.51 (1H, dd, J=7.9, 1.2 Hz)e
KEML0

2-2-MMEREXRE)2-FEAGRAEZEBRZIAR

M2--MEFEXE)-2-H{EZEK776ng, 0-1
AAMBEMI390g, FET.O0IRILIE3.nIZBAY » &
SOCTHHE2MNE  REAWER LB IGERBERER
LN KRR, K, RO AKEDS > BUEK
WEATHLER  LLABREEZEMN > MY HERS30g
RV OBEEENRY MAMELSY T30 (HY
®90.3% > BB EGR)ZE/I=56/44 (4 *H NMREF 5 )
2BEY -

- Ef8

*H-NMR(CDCls) 8 ppm: 2.05 (3H, s), 3.99 (3H,

s), 4.98 (2H, s), 5.37 (1H, br-s), 6.76 (1H, br-s),

7.19 (1H, n), 7.36~7.49 (3H, m) o
- I8
tH-NMR(CDCls) & ppm: 2.06 (3H, s), 4.06 (3H,

s), 5.27 (2H, s), 6.07 (1H, br-s), 6.94 (1H, br-s),

7.32~17.50 (4H, m) ©
EEMLL
(E)-2-2-WMEREXRE) 2-FEATREZIBEZS

ABER AR TRBAREE (CNS) AR (210X2970 % )
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& --(2)

M2-2-MBEREXRE) 2-AEGREZEBMRZE/L
=56/442 R EWT3ng BMRONEHE / —_RiEHK6.3nl
FoEZERTRHEINER  SREREFAKSHARES
NARBED ) VBB ZIEBEEN2R XRFLUK, RN
AKEFHRHBEMIEN BLURKKERATUEHK LUK
WEREM, MAHEERTOOg, MERMBZIE,. SHitPl
TS &G, S ERBBETFLERREER  BRVBEHK
BN (MBIZE:Ch=1:1) FLHRH mMIRELESD
Holomg(HI W ET7.6% » REBLER) °

m.p. 121.0~123.0TC

'H-NMR(CDC15) 8 ppm: 2.05 (3H, s), 3.99 (3H, s),
4.98 (2H, s), 5.37 (1H, br-s), 6.76 (1H, br-s), 7.19
(1H, m), 7.36~7.49 (3H, m)o°
ElHL2

2-Q2-AREXE)2-FETRAE-N-REZEB2ZE

B2-2-MRERFEXE)2-ATREZEB (E/I
65/35)945mg, 40 W EBR B H A ®2.0nl, FEO6.0nlR
Y BOTTHREUE FRESWE ABREBER
Mo MABRRERRROIARET  EEMISH_HER
BAE1.17¢, KB #1.332 EZRTRHETHE MAD
Rk EeERE2028  BREREANKH 10001 Y
MBIEEN3R LENMAKRBKEFBMEIEMN > 3

AR R B AT AR FRE (CNS) ALK (210X2972 % )
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406065 A7

B7

A BAFEA ()

HABBRFHGERE  AEEEEN SR ZREN
BREMEEN (BEZE/ SHE=2/DF MY . 88
B /L& % 563mg(E/1=98/2 HH¥ ®63.3%)  BRIMZ
. CHETPHUE ARG MOMELSYER 42008 (B/2
=98/2) o

R.p. 103~105T

*H-NMR(CDCl1s) & ppm: 2.95 (3X (98/100) H, d,
J=4.9 Hz), 2.98 (3x (2/100) H, d, J=4.9 Hz), 3.96
(3% 98/100) H, s), 4.06 (3% (2/100) H, s), 4.40 (
2% (98/100) H, s), 4.59 (2xX (2/100) H, s), 6.95 (
1K, br-s), 7.13 (1H, dd, J=7.3, 1.2 Hz), 7.35 (1H,
td, J=7.3, 1.2 Hz), 7.43 (1H, td, J§=7.3, 1.2 Hz),
7.53 (1K, dd, J=7.3, 1.2 Hz) »
% #9113

2--BEEEXE) - FRSRE N-FEZHBEZA

B2-Q-AREXE)-2-BATRAE-N-FEZEEK(E/L
=93/7)521ng, B H 41508, 95 KK — H FE365mgs R A
MS.nlBEY EEETMHENER  mMADLBRUKRE
BRE30E FMAKAH0E , BB ZIBERER3X
MMM AKEFIHMIEGN > LURKKKBALZRER > M
AEREZAN MEHEY(E/I=97/3) YRBHBZH
CRPFLUERLE MEBRMELEYW2ZSE R3890g(E/2
=97/3, Y ET0.0%) °

AR A B B FARE (CNS ) AdLAE (210X 29704 ) _3g -

(S 2535 e B - Bt TR )
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X . — S S S A —
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406065 "

A BRASA ()

WM 14
2-2-AHEFE)2-ATRE-N-FEZBBERZER
M2-C-BMEEPFEZXE)2-BHRAEZIEM (E/Is

65/35)1.00g, 40 P ERFPHBER2. InlRFH6.321R

Y RAOTTHRHEDKER  REASH LABRRER

M EHEY(E/1=98/2) BAV OB H &M (BB

CE)FPLUMAE ARBBIB OCREPFUERIL @

BEELCSY S R5940g(E/1=93/T7> B W X67.4%) °
m.p. 128~1317T

- *H-NMR(CDC15) & ppm: 2.93 (3H, d, J=4.9 Hz),

4.43 (2% (93/100) H, s), 4.60 (2Xx (7/100) H, s),

6.93 (1H, br-s), 7.17 (1H, dd, J=7.3, 1.2 Hz),

7.38 (1H, td, J=7.3, 1.2 Hz), 7.45 (1H, td, J=7.3,

1.20z), 7.54 (1H, dd, J=7.3, 1.2 Hz), 8.42 (1H, br

-g) o

™ M 15
2--MBEREZE) 2-PETRAEIBBZER
M2-Q-BMBEFEXE)-2-BROREZE B (E/I=

65/35)253mg, B 17Tag, 95% WM — W B 1480 R W

M4.0lBREY REBTHRAELIIE DALRAKRERAE

2008 UEBZKEBERRER  LEFPUK, EH

RBAFLGES  BUBKEMEATFTIEHRE KAEBR

M TMHBHEY UV VBPHEEAER(BBIK/

ER=2/DFLUHMH > MIWMELSHW19402(E/I=79/21

AUIER AR T EHBEFEARE (CNS) A (210X29720% )
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406065 A7

B7

A BB ()

s B W ET2.4%)
5 M6
2-Q2-BHEXE)2-PETRE-N-FEZBEKZS

M- (-MMEREEXER)2-REGRAEZE K (E/L
=79/21)194mg, FEH3.0nlR40 FRAPHEKL. 00l
Y, EAOCTRESNR®R KA RBABEEZEN @
HEAMELCS Y2 HEYW2030g(E/I=91/9) °
gEHMI1

B)-2-(2-FHEXX)-2-FETRA-N-FEZEB2
&R

B2-2-BAHREXX)-2-BETRA-N-FEZE M3 0
s WA T ER380mg, FE3IBEY REETEMD
FEERE3.0nl> MHEI1058 > BROTCTHRHELSIK
MEBEASANRUBAEREEN SRERRR _PRT
EMAARBRINABKES ) UEKKMENEREE R
VEEBERERM FIBRBERERLOE_ZETERMAC
> MMUBSMELEYZIEF2.68(80%) -

B.p. 7T2~T74TC

tH-NMR(CDC15:) & ppm: 2.95 (3H, d, J=5.2 Hz),
3.98 ppn (3H, s), 4.46 (2H, s), 6.80 (1H, br),
7.18 (1H, =), 7.35~7.45 (2H, m), 7.50 (1H, =)o

13C-NMR(CDC1.) & ppm: 26.11(q), 44.12(t),

63.19(q), 128.02(d), 128.86(d), 129.37(d), 129.52

AR R AR T EREFARE (CNS ) AU (210X 2970 K )
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406065 A7

B7

A BT ()

(d), 129.65(s), 135.57(s), 150.44(s), 162.62(s) °
2EM2

(E)-2-F@EER-2-(2-2,5-_HEXHEPFE)XE)-
N-REZERBRZ AR --(1)

BE)-2-Q-BREXE)2-FETRA-N-FEZEE
500mg., 2,5-Z— H B ¥ T700mg, IKEE # 700mg, WAL # 500mg
RAMAS.OslB& Y - REMBNE  FRESHE B
BRERTPANMBMZE CRFPURREBMNARBMAES
P UBARMAEREREE SEEZEN FRBHE
By BEEEN(BRMZE :CR=2:1D)B% > AR
BEaP530me(78% ) BHEAR_-_CM-CHEPTFIULESR
£ MEAWEBELEY 24 R 43002(63%)

p.p. 135~1387T

EHEAB 2 FEATME (E)-2-FEGER-2-(2-4-
FEXFEFE )XE)N-FEZEBBZISER (HHUX68%
) o

B.p. 130~ 1327
2EH3

B)-2-PEGR-2-2-Q2,5-—_FEFEHFE)¥E)-N-
HEZEBEZE®--(2)

ME)-2-Q-FHEXE)2-FEERA-N-FEZEK
500mg, 2,5-Z H X ET700mg, KM HT700nzRAMES5.00lE
Y MERSMAED » ROCTRELSIE RESH
BRBECYIPMARBZE BRFUAREAORBKE

AGIEREHA P EBEFARRE (CONS) AL (210X 2970 % )

_41_

(o i 20 Bt bl kO B N Bl B oS )

’
___._‘_._._<—_‘_.——-§\.—————__

.o
®

, \
» ) N
s sttt e ottt e Qs v Sor— —— — ——— —— — —



PR RO 1 o I h - SS

406065 AT

A BRBEA ()

B UMNMARMNERAMN > EABRTRAGEE B
FERENDBEEEN (BHRZE: CR=2:DF UM
% TS W360me(53%) KW AEUE FTES
BB o
25 M4

(B)-2-[2-GG-B-3-ZMFEME-2-ERFE)EE)
2-REGHR-N-REZEBZAR

W22 BREXE)-2-FREH-N-F X 2 8 K300
we? B THF (Sul) W » 3 ¥ 1 40% & 16 65ng > #7105
M BEM2,5-—HB-3-SHPEMEI500g BESZE
TREINE  JINZBBEH BUBKRZERRS
FEEMMMMSO R EHETHEZEMN > BRE N
BENEENT UMY /5SS W398 (HHETY
%) o

p.p. 105~106TC

1H-NMR(CDCls) 8 ppm: 2.94 (3H, d, J=5.1 Hz),
3.96 (3H, s), 5.23 (2H, s), 6.82 (iH, brs), 7.21
(1H, dd, J=7.3, 1.7 Hz), 7.36 (1H, td, J=7.3, 1.7
Hz), 7.42 (1H, td, J=7.3, 1.7 Hz), 7.58 (lH, dd,
J=7.3, 1.7 Hz), 7.81 (1H, dd, J=2.4, 0.7 Hz), 8.16
(1H, dd, J=2.4, 0.7 Hz) o

RABHATRE - BAAEARNERRAREN
GECAMBEELAD I PNBNKE (RBE)TARZ
MEGED  RANIRERSAAREONEH KRR

AR R A A A P HBEFARE (CNS) AR (210X297T2% )
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A7

406065 B7

A BRFA ()

EAME M. o

HRAZHHEAM(DNELAW (DHNEH %
CABSEREABRNETRER - FAH % (AWER
SRERHEE., RAFESRAMBETRE)  RUONE
EEEM (NHCH)R » I EERR MY (-NH,), BHE
BNHCHO R =R ER (-N(CH) BB A Y - ok & F
BREMY - % EABEMEET SHMNBEFERE
FARBUEME Rz EAMS_FEBKATOMRD
R o

EHE ALAW(DOTMSRPTNSAA AR
AREAMOEASAMBERLLY  HAINKAED
BWREER LW (DFHMEBENERE - EARY
BMEET  TREABXRAB ABETENMEHS
W% FUARMBITEMETIENRS R FE T4
EREERFTRBEEAH(DZENWERE -k
BERHTRANE S & o

AWER AR TRBFRE (CNS) AdRAE (210X 29704 )
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406065 o

WoPLRABE (BYLA: RETRZEEGED 2Nz 53 )

ZBYARU-—BLeYHUNE % REFERD
REFTHME ARG HE— /RN (DA TLEEY

I OR
R'-CO N~

(1)
CO—NH,
[ R RIET S BIIURAY C, (SR © R ARIEEE C o bel ARIE T -
Z IR ER SV —RE]
H-mRX(IDFiTEeWETRE

(8T H)

ELBAHE (HAZL4A:  PROCESS FOR PRODUCING ALKOXYIMINUACETAMIDE)
DERIVATIVES

PROCESS FOR PRODUCING ALKOXYIMINOACETAMIDE DERIVATIVES

A process for producing a compound of the formula
(I):

HO RO\N

R® (1)
-
CO-NT_,
(E~isomer)
wherein R is hydrogen or anC,4alkyl group, and R3 and R* are the
same or different and are hydrogen or anC,zalkyl group, which

comprises reacting a compound of the formula (II):

1
R'—CO N#OR

I

FRFRB BT REAFEARR (CNS ) AU (210X 29720 % )
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406065 As

W PXRAEE (RALM

(xLEH)
HNR®R* ' (I11)
(R R B RURIEEFRT R Coo SEE
REBFHRABETREREGNE KRR (DFATLL
evE-

Ho. ROL

R’ (1)

7~
Co-NC_,

(EX):
(BB ERAMEAMES)

XXBYRE (BRALLMR

( St Dr e bl ot B e Bk R sk )

o i — — —— — — —— o ——y + — — —

e —

o T —————

wherein R! is an optionally substituted C  alkyl group or an

' optiorially substituted phenyl group, ~ indicates any of an E-

isomer, a Z-isomer or a mixture thereof, and the other symbols

are as defined above, with a compound of the formula (III):
HNR3R* : (III)

wherein each symbol i§ as definéd' above. Intermediates for

this process are also provided.

1

TN RO H 0 305 S-S

Ak RAEA T REAFRE (CNS ) AdE (210X 29724 )

__————————_—_—m-—.—,——._"%,
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£8410205 K FAHARBATANERBES
EIERH : 88459 A
1L—BR(DEEWHREHE ARBRE TR &
RUDATEEWR—-BRAECEWTIDFFLEY
EITRE MEE—-RR(DFATLEYHEIE TS

— &K (1) :
0
R'—Co NHJOR
CO—NH, ()

(RPRHRETERRZC REXNTERRKZEE
S RABESR Co RE  —RIEEH, IBRKHARESY
ME-&KEE)
— &K (II):
HNR®R* (I111)
(XFRRRBBFHAIX AT ZEN CliiE]
— &R (1):

RO
HO. RO~

(EX)
(RFEFRBBLAAMBER) -
2.—BRN(I-2)tePWOREFTE KBFBHB TR —
A (II-DAREERER-KRANIDATLEDE
TRE MBS &N (I-DAATLEEY  BRHEE

Ak R LA F B E RS (CNS ) AdUE (210X 297204 ) - 44 -
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- ‘ i
N .



T P SR oD e 0 1 drmo 3B 3 RS S 8

A8

406065 &

D8

o wHE A B

THRAEMEE -—RX(I-2)AAFRECEDHHE R

— &R (I1-1):
9 @)
1_ H
R'—CO Nr"'
' (11-1)
CO_NHz

(PR BEBEATBERR2Z CoREHTHERRZ2EE
e HHER | IXBAREVNE—EE)
— & X (111) :

HNR®R* (I11D)

(RFRRREGEHENIXFATDZEX ColiE]

— B (1-1)
HO HOS,
R3
co—N(R4 (L-1)
(ER!)

(R EAEGE LR EHAES)

— &K (1-2):
2
HOF™O~ 3
R
CO—N(R4 (12)
(E®)

(XPR*%fE ColeE: Rt T RGULEAARMEE
£ -

AR A B EFARR (CNS) AMLE (210X297T2 % )

(3 - 2 oo ko B N Br bk R ok )
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RIS AT IR R F - § RS Ty

3.—HEA (-6 BELTE HBEHBKRETH —
BRRX(II-DATEEY FURMACMHEE - KK (11-2)
firte®w  RRBA-BRA(NIDATEEDET
REMBS -—RA(I-2D)ATLeYIHELTE

— &k (I-1):
0 oH
1
(1-1)
CO—NH,

(KPR BEBETERRZ CuiREXTENRZFE
s fEER, IRRARSYNE—EE)
— X (11-2):

CO—NH, (1-2)
(RBR Ml C X HAETRARLAAHAE
£) ; —mR (1D

HNR3R® (IID)

(XFPRPRRGEHAXNFARIZEN C, i &)

AR R A A b B E AR (CNS) Ad¥UE (210X 297204 )
_46-
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84606665

D8

N~ wEHEF B

— &R (1-2):
L
HORO\N
R3
—N (1-2)
CO N\R“
(EXY)

(AP FRGRLEAETESE) o
IHEAEAEEE l HORE S EFBELD
(INHETE—BR VDFTREEWE— BRI (V)FH
FEAMR/SEBEESREAGE

— R (V) :

Q
R'—CO

CO~NH, (Vi)
(AP pRPFEFNEEE L ZHFAAENER)
— &R (V):
NH. OR ()
(RFRApAEFENCEEE 1L RFAARAEHER]) -
SCMERSHEES2HMNHEETE  HFZ—&A
(I-DFREEY > BRE—BRA (VDA TEEYHRE
BEER/JHBHEOREMHMUEE -
M HBBEANEEESHMNMUESE ) RFBE—RA
(II-FAREEY > - BRA VDA TLLERE
BER/ZHEHBEETRBEMHESIE -

KB AR BEEARRE (CNS) AGLE (210X 297204 ) a7 -
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bRl S AT R 2 p Sy

B 400065

D8

THWHBFEMNERE1 2,34 5K6HEMWHEE

FE > HPE-RBRXOVDATEEY B —KRX
VIDFIREEeDFUEREL(BFERAEP2XE
FUBRR)AGEELBERBEERETFIREFSTH
RR)MHEHBFE

— &R (VID) :

X 0

CO~-NH, (Vi)

(XX RF) o

MEFENEEE THAORENE  RFE &KX

(VIDfimfte > B TR KA XIIDATRKE
MEBMBHETRE XAEBEFET  EHAKE
TREmMBSGEGE

R*COOH (XIIT1)

HEFEMNGEEE ]l > 2A3HANRETE ) KPR

R ESR o

10.UBEHFEMNGEESE 1 » SH3HDHEETE » HPHK

RG&R‘§9—‘%% C].ﬁ ﬁ%% °

A4k R A T HEEMRR (CNS) A4S (210X297T2 4 ) 48 -
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TP > MO B RO R

106063 ol B
. /A\ % /R * A H*~£‘J
THRER oy G 2 |
£ # g@/<f?>vl' 2:
s nm| (o7C TP
(A L5 AR ) %

Y ERAE 849 A

1 84109205 HEEHIHER %Ig\ H}] _%_ ﬁ,] T‘Jé 3}5] & BER

b x| FRERZBEGEWZEES®
'Z % % PROCESS FOR PRODUCING ALKOXYIMINOACETAMIDE DERIVATIVES
O & #% 8
® 2 ormms
@ F &
B g B =X
_ B
& mwm| OEEBARMRASE R 13-31
@ B & B = % 1 25 # 25 B 0] K 52 57 6787 1249% i
OB ABEKER SR E R X2 E 2496E H
2 2 gy asyNEROARLT
(24 ) _
B # 8 %
Z vHA |[EEF pxBARMARGTTRERGIITEI1Z8%
(FBH)|
R i A . ey
w | EEEE

AW EREBAPEHEAERR (CNS) AR (210X 2972 % )
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£8410205 K FAHARBATANERBES
EIERH : 88459 A
1L—BR(DEEWHREHE ARBRE TR &
RUDATEEWR—-BRAECEWTIDFFLEY
EITRE MEE—-RR(DFATLEYHEIE TS

— &K (1) :
0
R'—Co NHJOR
CO—NH, ()

(RPRHRETERRZC REXNTERRKZEE
S RABESR Co RE  —RIEEH, IBRKHARESY
ME-&KEE)
— &K (II):
HNR®R* (I111)
(XFRRRBBFHAIX AT ZEN CliiE]
— &R (1):

RO
HO. RO~

(EX)
(RFEFRBBLAAMBER) -
2.—BRN(I-2)tePWOREFTE KBFBHB TR —
A (II-DAREERER-KRANIDATLEDE
TRE MBS &N (I-DAATLEEY  BRHEE

Ak R LA F B E RS (CNS ) AdUE (210X 297204 ) - 44 -
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