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H3ml) ol 2aiAl2! OIE o-[4-HEZE-3-ZE0/01=-2-SA0tHEIE-1-L
FMIEIOIE(100mg) 2l S #2222 ZZ200/E(100mg)E =Itst, 0
. 0l SN ECINEO02!(60mg)S SIt5HH 1AIZES e WBHHCH. A 20K Jt28t

FAIZICH, MR 2SS Aedtd JZ0tEDHTZ NS HE a-[4-HESADIE
DIE-2-SA0tMEIEH-1-2]-a (1-HEKSTIOIEE Y HEeld)0tAIHIOIE(160mg)E &

N Y HY
244

QT
meas

[o8

Il
£ HI o Mo Qb

a XA OIEME &=06tAl &ZUCH
[R: yCHCIs 1,700, 1,780, 1,730cm™', NMR: 4 CDCl; 8.00—7.50m4H, 7.40s5H, 7.30s5H, 6.27d(5Hz)

“max

1H, 590d(3Hz)1H, 5.27s2H, 5.17s2H, 3.70s3H, 2.47s3H

(M=ol 2]

HIECISOIEZ F& (2ml )0l EaHAIZ! HE a-(4-HEZE-3-ZE0/01=-2-SA0tHEIE-1-2)-a-(1-ct
OIEEANECIH)OLMEIOIE(SOM)E SE2E2LHE S22 X 200/1E(50mg) 0l £t5tD 0] ESSS
-65CHLKl W25t LS00l HIEXSOIE2F2H0.5ml )0l EoHAIZI ECIHE 02! (30mg)2l EUS LI

Ch. TAIZE Se WEBHAIRZIZ0, O E =S A2MA MAGl Jt=2otd, ZGtUAS ZAII112, 5% Ol
EE &Role HHS AMEGSIH AZISIZIAZ0IE J2tOlE HAMGHH HE o-[4-AI0E2Z2ZZZH S Al
JII2EHEIR-3-TE0|01E-2-2A0tMEIE-1-2]-a-(1-222ZZZHSAIZE L S AN E 2| &) LAl
EHIOIE(61mg)S LRUACE. =8 : 7%

MASE2 afIXl XISHOA It OIZHS ES2(2A3 : 2)0ICt.

IR: »CSHEIS 1 790, 1,780, 1,730cm™', NMR: CDCls 8.00 7.60m4H, 6.18d(5Hz),/5H, 6.10d(5Hz)./5H

g 85d(5Hz)3/5H, 5.78d(5Hz),/5H, 4.30—3.80mdH, 3.87s6/5H, 3.82s9/5H, 2.53s6/5H, 2.47s8/5H, 1.

60 0.90m2H, 0.90 C.10m8H.

16-6
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(M=o 3]

HIECISIOIE2F S0l EoilAl2l 2,2,2-ECIZ2220E a-[4-(2-HXEIOISE )LIEIR2-3-H=AIOtN E
0H]|E—2—%¢OHHIEIEH—%']—a—(1—8+0|E§/\|01|E'E|Cﬂ)0 MEIOIES] EH0l stSst= o ECIUEOHE
= 2Jlotll, 0] Eg=2S 1~-3AI2Se BISAIID Sa2 2H2Z &0t UsSl 22 HAHEZE
& AUCH

) 2,2,2-ER2220E o-[4-(2-HIXEIOIEZ)CIEIR2-3-H=AIOtH EOtD] &=-2-SA0HMEIEH-1-2]-
a(1-OIE=ZESAINERIH)-0tMHIOIE.

iR; » CHCls 5,440, 1,705, 1,753, 1,698, 1,640, 1,602cm™, NMR : 6CDCly 2.70s3H, 3.38s3H, 4.6

m4H, 5. 25d(5Hz)1H, 5.78d(5Hz)1H, 6.88.0mi0H;

(2) 222
a-[4-(2-= FE|OFE )T/ E| 2-3-H = Al Ot HI E O} 0] E-2-2 A Ot HIE| S -1-2 |-~ (1-S =20l
Ol 2|El)OLMIEIOIE.

IR; v?n};g“ 3,420, 1,780, 1,770, 1,685cm™%

NMR : 6CDCl, 2.28s3H, 2.50s3H, 4.5552H, 4.63ABq(12Hz)2H, 5.08dd(7.5Hz)1H, 5.78(5Hz)1H,
6.65 8. 22m, 14H.

(3) p-LIER2UHE-o-[4-(2-IZEIOIZE )CIEIR2-3-HI= Al OLAIEOIDI &=-2-2 A 0MEIE-1-2 ]-a—-(1-At
OISEZZZHSAIIEEL U E2IE)-O0tMHIOIE.

R; » CHCls 3, 420, 1,780, 1,685, 1,6400m",
NMR : 3CDCly 0.05—1,52m5H, 2.47s3H, 3.95+4.02d(2H), 4.50+4.58s2H, 4.805.40miH, 6.67

~8. 13m14H.

(4) 2,2,2-ECI222UE o-[4-(2-HZEIOIZEZ)CIEIR2-3-H=AIOtMIEOIDI=-2- SAOtHEIH-1L]-
a-(1-AMIOISEZZ2ZHSAIIES AN E2IE)OLAIHIOIE

IR; vgggl“ 3,450, 1,790, 1,690, 1, 650cm-",

NMR : 6CDCl; 0.13—1.55m5H, 2.52s3H, 4.10d(7Hz)2H, 4.53ABD(12Hz)2H, 4.62s2H, 5.11dd(7.

'$Hz)1H, 5.75d(5Hz)1H, 6.72 8.07m10H.
(M0l 4]

HIERIS0ICERer © SANYEAZSER|0MIS(20 © 1)0 22(9.5n)0 SHAIZ p-LIESHE
0-[4-AFOI 22T 25 [ S AI3H0HS L El @3- = Al O HI € 0t0] £-2-S A OF K EI El-1-2 |- a —( -5t 0| S = Al
O 21 E) OF M EIOI € (904mg) 2l B0l HIEZEL222101=(0.26n1) 2 E2I0IZ02I(0.37n1)2 S+
C.2\2% WS EBSE Ul =0 S22usoz ZE30, 252U 22 N=oid, 240
I, BUN3 pUSEME o [4-AF |:§u§u'nﬂ§A|9+Euua9 3-IH = Al OF I £ 00| £-2- 4 OF A
ElE-1-2]-a-(1-HIEr S Z Y S Al Z 2O HIEIOIE(1.120) S UL SMZY
IR; v C”C‘= 3,426, 1,785, 1,722—1,704br, 1,640, 1,601, 1,260, 1,175, 986cm™', NMR : 6CDCl, 0.
3-1.95m5H, 2.57s3H, 2.7253H, 3.00d(FHz)2H, 45552H, 5.33—5.99mH, 6.82—7.62m7H, 8.21d
(8.5Hz)2H.
019 SAHEH OIAISI0I O/ CH2 Dt 22 siete =0l MESIU
(1) p-LIEZHIA
J[4-AOIZ2TE B S A2 2 Y E| 23— = Al OFM 04| E-2-S A 0FRIEI El-1-2 |- a-(1-HI S A9t 2

a-[4-
SUS A2/ E)-O0tHEIOIE .
IR; ugﬁ‘?a 1,780, 1,731, 1,643, 1,612, 1,610cm™".
NMR; CDCls .22 1.33m5H, 2 34s3/2H, 2.50s3/2H, 2.7:s3/2H, 3.83s3/2H, 2.57d(iHz)2H,
5052H, 5.2652H, 5.53 6.00m2H, 6.798. 24mOH.
(2) 2.2.2-E21222012 oa-[4-(0-LIE2H'Y)CIE| 2-3-H = Al 0L E 01 0] E-2-2 A OF I El El—1-2 - o -
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(1-AIOISZZZ2ZHSANEELSANE L E)OLMHIOI E.

CHC a o =1
IR; v max3 ,430, 1,781, 1,750sh, 1,685, 1,640cm™",

NMR : éCDCl; 0.2—1.4m5H, 2.50s3H, 4.13d(8Hz)2H, 4.53ABq(12Hz)2H, 4.58s2H, 5.15dd(5.&
Hz)1H, 5.43d(5Hz)1H, €.8 8. 4mI0H.

[MZ=0 5]

SUAHOIE iﬁ*iﬁiEEIOf IS(8ml) S0l SoHAlIZ2! 2,2,2-ECI222HE a-[4-HELE-3-H=AOHE
OtOl &-2-S A OtNIElEl-1-2 |- o.—(1-GtOI =S Al 0l £ 2| &l ) OF Al El O Eo| 28 (695mg)2l EH40 AOIZ2Z2Z
E%mlgziiiimlolg(%mg)ﬁ Ecl0Eoral(180mg)2 E&8ESE FItotll, 0l 2EF=S 1AI2F SOt
werd. Bte Eg=s =0 %4/\} b Hidoz =&ML, FESHS =2 MAGIL, E8H S
ZAIH HREE AACH. FFZSS AR IZ0IEDAHTZE HHMGIH 2,2,2-EI2220E a-[4-At
IJEEMEM'EHIE/\I 22 LEIR-3-H=AIOLHI EOIDI &-2-=S A OtMEIE-1-2]-a-(1-0I1 22T ZZZH S
AIZ2E LS AIOIE R ) OtNIEIOIE(650mg) E L ACH. =8 : 64.4%

OMAS2 aSIXl XIBHUA JI5 O&HC Sa2(2 : 39 BES2ICH

R; g‘:gvs,m, 1,785, 1,720cm,

NMR ¢ 3CDCl; 0.1 1.0miCH, 2.4s3H, 4.0m5H, 4.60s2H, 4.83s2H, 5.2 6.m2H, 6.8 7.5m6H.

[XIZo 6]

IZ(11n1)Z0 A2 p-LIERHE o-[4-A0|22T2WH S AIF2 2L E|2-3-H = Al OF M E 01 0] =~
0-S AOMRIEIE-1-2 |- a-(1-HIEF=E LS A 2l G OFMEIOIE (1.129) Ol WSt S22 21(0.26m] )
S 201511, 0| B82S 10CHA HOISKFC. HHSSS2S 22 AESID, D48 5 24500
ZYAIZICH 4SS RHE2(1g)S HH U NLOIHHOIE( @ 2)° BHSS AI25I0 A121312(10g) 2
I20EI2T5IH HHMA p-LIESHME q-[4-A02S2T2LHEAIF 2 Y E| 2-3-H = Al OF Al E Of
Dl E2-2 A0 HIEIE-1-2 |- (-2 2 Z2] = 0| =26 ) Ol KIEI Ol E (602mg) £ 29U T2

R; v SHCh 3 430 1,774, 1,690, 1, 15007,
NMR CDCl; 0.22m5H, 2.27+2.40s3H, % 43m4H, 3.77meH, 4024(6.4Hz)2H, 4.57s2H, 5.05—5
2TmeH, 5.89d(5.4Hz)1H, 4.12—7.65m7H, & 23d(8.4Hz)2H,
ADJISH 24 SASE S 2dl, IS 22 JIEESE0| 4Sdl=e HE=ZUHOIEZRH MESJULE,

(1) 2,2,2-ECI22202 a-[4-)UXEIOIESE)LIEI2-3-H=AIOtNIEOIDIE-2-SA0tMEIE-1-2]-a-
(1-OlHelCI =0 Eelel)OtAEIOIE.

IR; v Cﬁcﬂ 3,440, 1,773, 1,690, 1,696cm™"

NMR : ¢CDCl; 1.68brs6H, 2, 4brs3H, 3.36brs¢H, 4.63md4H, 5.0 5.7m2H, 6,8 & OmiGH.

(2) p-LIEZYZAE o-[4-(2-IZEIOtE)LIEI2-3-HI= Al OLHI EO0IDI &-2-2 A 0L EIE-1-2 |- a - (1-TI T
2lCI- ol €elEl)otAItIoNE

NMR : 6CDCl, 1,63brs6H, 2.33brs3H, 3.5brs<H, 4.53s2H, 5.0 5.5miH, 68— 2miH.

=2 2 MXZERUCH

(e}
(1) 2 2,2-ECI2ZZ20E o-[4-A0ISZEZENEAIIZE2LEI2-3-HI= A Ot EO0HD| £-2-= A OHMIE
E-1-2]-a-(1-TDH2ICE ol .

IR; v g‘;‘f‘s 5,440, 1,780, 1,710, 1,695cm ",
NMR : 6CDCl; 0.2—1.3m5H, 1.67brs6H, 2.40 % 2.27s3H, 3. 35brstH, 3. 98d(7H2)1H, 4. 57s2H,

4.73s2H, 5.13 6. 07m2H.

Olg M0l CHOH A

(2) &018t 2,2,2-ECI2220E a-[4-(HXEIOIEE)CIEI2-3-H = AIOtNI EOID| &-2-S A 0L M EIE-1-
%‘]—a (1-OlHeICI= 0 Eelel)OotMEIOIE.

(M= 7]

HIEctotoIE2F2H(8ml )0l EaHAIZ! p-UEZMEAE o -[3-H =AM E€-7-=4-4-E|0-2,6-CI Ot XtHHOl ALOI
22[3,2 O]@E—Z—@—G—%‘]—a—(1—8+0|E§/\|OH%'EI@)0+H|H|0|§(504mg)°| SN HE=EZL 22240
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S(0.13ml)2 ECINEO02I(0.23ml)2 LSt =DIIEHCE. 3AIZE=R0l, 0 EE=2S SLAH TF=R=S2
20, of &RSS SISUEN A2, E2 MHSID, SAMOIOUSSZ A2 F SEAR
Ch. &=R=S #d & OHE'OPHIEHOIE( 12l %@%2 AHESHH 10%2(15g)E & Rdot= Aotz az
OtEetuol2 RS p-LIEZMA o -[3-H=AlH E-7-= A-4-E|0-2,6-CI OFXHHIOI AFOI 2 2 [3,2,0]
@E—Z—@—&%‘]—a—(1—ﬂ1|%§£‘—'9/\|01|5' CIEl)OtNIEIOIE(353mg) E LAUCH. P T Y

MEE2 aRAXIMAM ISt OIENE =X LUAL.

IR; v g}gg’ﬂ 1,780, 1,730cm"",

NMR : 6CDCl, 2. 60s3H, 3.18s3H, 4,58+4.88ABq(14Hz)2H, 5.24s2H, 5.92+6.08ABq(5Hz)2H, 6
73—8.20m9H.

[MZ0il 8]

104 HERISOIS 2 Fehon)E BRots CINLEE 0ISSY SHAIL p-UERUE o-[3-THSAY
E1-7-2 A—4-E101-2,6-CI OFRFHHOI AHOI 2 2 [3,2, 0] 8 E-2-01-6-2 |- a - (1-5 0| S = Al G2 21 &) OFHIEIOI E
(940mg)©] S E=0l-p-=m LB 2240|< (456ng) 8 FOHHCH -70CHA W28 =0, 0] BAS £
2IIZ0tR1(0.3n1) D BEUCL. PSS SS AN MMl IS8 5, S0 ZABID, HIZOIAE Ol
ER ZEUC. FEBUS 22 MEotD, 22N F SYARUC. 2S= F222 5% 0L OMHEHO]
EES a0l HAZS AR50 %22 BRsls 42322 A20IE J2HI6H0f p-LIERME o-[3-
s Al €2 -7-2 A-4-E| 01-2,6-C| OL KHHEO| AFOI 2 23,2, 0] & E-2-01-6-2 |- o~ (1-S 2 0ll-p-= T L 2 Al 0f
12/ Ell) OLMIEN Ol E (64mg) E 2 RUCH

IR; v CHCl, 1,785, 1,735cm™%,

max
NMR 4CDCl; 2.45s3H, 4.75+4.20ABq(14Hz)2H, 5.15s2H, 5.77s2H, 8.30—6.60mI3H.
(M=o 9]

BIE(3ml )0l EoHAIZ! p-LIEZ#IAE o-[3-TH = AIOIE-7-= 2-4-E|0F-2,6-CI XtAHEFALO IJE[S 2, 0]°“E—
2-A-6-2]-a-(1 EHIEF%EE'OHEE'EIE) PHIHIOIE(298mg)°| M =252/(0.095mg)S 7~10CUHAM =
JIRUCE. 1302 =01, BtS E8=2S Wt HHsS 210, 0lXS L0 BAet O3 01| = PEHIE'aﬂo
£ FEJL. FEESHS =2 MEHGHD, éFMDElHIﬁoi A2 F SLAA p-LIERYE o-[3-
Hi= Al E-7-S A-4-E|0t-2,6-CI Ot XtHIOIAFOI 2 23,2, 0] R E-2-A-6-2 |- a —(1- EEEI‘—OHE'EIC“)
OLMIEIOIE(284mg) S LRULCH. XY, =8 : 97.1%
d448= fIX XISHA JlctolgdMel E&82(2 1 1)0IC

2 a
IR: 9103 1,768, 1,685, 1,612, 1,603cm™",
NMR : 6CDCl; 1.90s1H, 2.4251H, S.17—3.45m¢H, 3 52—3.80mdH, 4.87s2H, 5.21s2H, 5.56~6.

00m2H, 6.86—~8.22moH.

[HIZ=0 10]

Bil 24 (30m1 ) Ofl ZolAlZ! 2,2,2-ECIZ2Z220E
a-[3-H=AINHE-7-S2-4-E/0t-2,6-CIOtAtHIOIAFOI2 2(3,2,0] & 2]-a-(1-HEEZL A
OIEclel)OtMIEIOIE(1.52g) 2l Kol 10C OIStHIA Z222Z81(0.48 JHRUCEH. TAIZ2tS et tBtet

m)ES 2t
S0, 0| EE8=2S 22 M=EGID, €2A12] F SLARC. £S& FFSS A2IRAIZ20IEI2HT2
& Mot 2,2,2-Eel220€
a-[3-HsAIHE-7-2A-4-E|0}-2,6-CI Ot XtHIOIAFOI 22 [3,2, 0] I E-2-Y-6-L |- -(1-22Z2| -0l &
2| Ell) OFAIEIOI E (0. 76g)§ HACH. =8 : 50%

dd=22 a?Ix XNSHOMA Ol8Me E&=0ICH.
NMR:

CCDCR» i 8 2. 4253H‘ 3‘ ]"'3- gn}sH; d.. ?SABQUZHZ)gH, 4. ESS?Hy 5. 7""6- szﬂy ﬁ- 8”"'

7.5m5H

[HIZ=0ol 11]

HIECISIOIEZ2Z2H(10ml ) S0l WEHAIH Eale p-LIERYE a-[3-HISsAIHE-7-=A-4-E|01-2,6-LC| 0}
KHEIOIAOI 22 [3,2,0] 8 E-2-2-6-L ]-a-(1-5t0OI| =S AIGIE 2 Ell) OPHIHIOIE(5OOmg)_I W BB RO
HESZZ2ZZMH0IE(200mg) 2t EZINIE ORI (216mg) 2 &IHHalol EIIFCH. 1AI2E =0, BISEEES
gl40l ZAlGtD, OIEOIMIHIOIERZ =&ML, FTE2HS =2 M=AGHD, EMM?' F BLAA p-LIE
SUHE q-[3-H=sAIHE-7-2SAM-4-E]0t-2,6-CIOLXHHIOI 2 2[3,2,0] HE-2-6-0]-a-(1-LHEAIIZEE
SSA0E2IE) OtMIEIOIE (546mg)E L ACH. XL, =2 : 97%

16-9
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MNZS qQIXI0M JIGHOIAHMS E2(2 2 : 1)0IC

1R:>§‘£’6 1,782, 1,732, 1,642, 1,612, 1,600cm™

NMR : 6CDCly 1.9381H, 2.47s2H, 3.68s1H, 3.80s2H, 4.54+4,86ABq(14Hz)4/SH, 4.86s2/5H,
§.2553H, 5.73—6.08m2H, € 70—8.16moH.

(M=o 12]

S0 E el (7ml) SO0l ZollAlZ! 2,2,2-EclZ220 &
a-[3-HIE-7-=2A-2,6-CIOFX-4-EIOHHIOIAFOI2 2 [3,2,0] ®E-2-2-6-2]-a-(1-GtOIESAIMECIE)
OFAIEIOIE(450mg) 2l EHM -25TOHA HE=ZL2=22t01=(0.093ml )2 ECINE0HRI(0.48n1)S =0t
St, 0l S22 =& 2E0M 4022 RXMLE 2,2,2-ERI2220E a-[3-#E-7-2A4-4-E|0t-

5 - OLMIEHIOIEQl M AN = oA

2,6-CIOFXHHIOIAIOI 2 2(3,2,0] ®E-2-01-6-2]
b

of 2=Z8(0.112ml)E =Iiotl, 0l E8=22 1.3AI12F St WBHILH BISEg=ES 22 MAEGD
g5t F SEAMA AdF=SS 24U, 0lXE 10% == xots AcIIIEIZ0IEDCHIZ HHMGHHY
,6-CIOHAtHIOIALOI22(3,2,0] EE-2--6-2]-a-

NMR : §CDCl; 1, 67s+2. 35s(3H., 2.83—4, 00m8H, 2.31s2H, 4.43~4,880(12Hz) * 4 47+4, 83q(12Hz)
(2H), 5.60—€ 12m2H, 7.22s+7,23s+7, 23s{5H..

(M=o 13]

HEcCIotoOIESZ2Fet(15ml ) S0l wEtAIZ Edlist p-LIEZ#E o-[3-#E-7-SA-4-E|0-2,6-C| Ot XtB}O0|
AOIZ2213,2,0] RIE-2-M-6-2]-a-(1-GtOISSAIMEcIE) OtAIEIOIE(680mg) 2l wBHZ KO 2 HSH
N NEt=Z<L222t01=(0.18ml) 2t E2INEO0I21(0.31ml)2 2Jtot], 0l SES2 1A2SeH whtal
Ct. 2ecle ZIES HUotAH, MG, (HUs SLAIRULCH. HF=(800mg)E 10%=(250)S & Rote=
APt Z0IEDCIIZ FHGHD B L E0tMEIOIE(2 : 1)2 EE22 MINE EFISE2H p-
LIEZHE q-[3-#IZ-7-=SA-4-E|0t-2,6-CIO0tXtBIOIAOI22([3,2,0] B E-2--6-2]-a-(1-HE=Z
Jd=2AI0E2IE) OLMIEIOIE(609mg) S LRUCH. =2:76.6%

ME=22 aAXUHA JIGI0IEH E&=S A E=C0.

R = oCHCh 4,74, 1,700, 1, 624em7.

NMR : 6CDC, 2.58s3H, 5.00s3H, 3.79s0H, 3.182H, 5.83+6.00ABq(5Hz)2H, 7.225+8 23m9H.

[HIZ0l 14]

At (3m) S0 SoiAl2! p-LIEZYZE o-[3-HIZ-7-=SA-4-E|0t-2,6-Cl| Ot XtHIOIALOI 2 2 [3,2,0]
HE-2-AU-6-d]-a-(1-HE=ZL AN EIE) O AIEI Ol £ (609mg) 2 Z 0l -15CUHA
P2Eel(0.2ml)2 FIi6t1, 0| ES2s SLUS 2T UM 502 WEHEHCH, BISEs2s Y0 &
Atotl, ZGetiEacez FEIU0. FEEUS =22 AFHGILD, E=A2 § SLAAL. =S=E
I (569mg) S Alelot2(25g) AZ0tECHIIZ HMGtD BIA 2 KEOtAEIOIE(2 - 1)2 E82x2 &
JHAIZ] TR=SEZFH p-LIEZ2HE-q-[3-BI&-7-5 A-4-E|0}-2,6-C| Ot XHHIOI AFOI 2 2 [3,2,0]
HE-2-A-6-d]-a-(1-2EZ2|-0Zd) OtMEHOIE(452mg)E LACE. =8 : 75.5% E L.

MEE22 aRX0A JI5 OISME 2K L=C.

®: 0% 17, 1,605, 1,615t
NMR : CDCl 2 Ws3H, 3.00-373m8H, 3.862H, 5.20s3H, 5.73+588ABq(sHz)2H, 7.15—
8.28m9H.

Ol dd=E2 L& &dnotl] sl &2 #XZA22 UEE &= UTH
Rl
A
N R ¢
B \ / 77
N S
| |
N

N\ ,CHs
{ Cc=C

0 \ I N
Yl
COoX 6’ \c.—_c< :
Yl

AJl AlOIA, A, B, R, R & X

R =
Y'E 12HMR2 S$AVXE SRotE HESZMOLESAl, 2~20042 BARKNE gRote CXIE00l L,
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E=1~-200H2 EARXE SRols L& L= NYFS=2LI|S LIEHHD

ABN-Ofl CHolt BIEfXe Jl2 ZE0I0l<, H=AIOLMEODI: ¥ HEYOINEODI =

X0l CHoH BEESH D12 HE, HE, p-LIEZHE, HXG0EE, 2 2,2,2-ECS=20E

ROl CHoll BiE XS JIZ &= RESANEEE, MOSZEZZZNSAIIIZEE, JIIZE2MEA, HSAI
g, -LIEZHEE?, ¥ BIEIOES-2-2El2

Y'Ol CHoll HI& &St D12 AOIZZTZENSAISIZE2E, JIIZE2YMFAl, HSAISIZSAl, 4~8JH2 &4
HNE S=ots 2ZEO0H0] 22Zel-4-9, 2~612 EBARXE gxots UEH00IE, 1~12942
ESARNE & Z SN, L= 4~20002 & e 2

R'OIl CHOH BH2t=E D|2 WA L HSA
[& A0 1]

p-LIEZHE o-[3-H=AIHNE-7-=24-4-E]0}-2,6-CIOtXtHIOIAIOIZ2 2 [3,2,0] B E-2-U-6—L]-a-(1-
SHOISSAIOIEaIE) OLAIEHIOIE(939mg) E TIECHSHOIEZ F & (14m1) S0l EHAIZILD, -40CTHHA W2EA|
110, oJl0 EcI0E0tel(0.67ml) ¥ HE=SZLZ222t01=(0.187ml)E 2Itot1], 40CUHAM 0=t

il

el 0CHIM 0= s MBS, 0l Mo, 22Z2/(0.209m1)E 2Itot0, 0CUHAM 2A12t= 2
St0, N-E22=410I101=(3983mg)E 2ItotL), 0CTOHA 1.5A12b=QF WBkst ChE0l S(100ml) =2 3146t
1 OEOtMIHIOIEZ FEEL. =S 2SS =2 MAZFoIL] EMUEERLZ Ex=A21, O US0l
ELAIA E2(1.3499)2 A=, 01XS 10% SS &Role AIZIAZ20IEDHTIZ FHMGHH, p-
LIEZWHE o-[3-H=sAHNE-7-S24-a-4-EI0H-2,6-CIOLXHHIOIALOI 2 2[3,2,0] ®E-2--6-2]-a -0
Bt=ZY-O0LMEOtAIEI0IE(81.7mg: =8 : 7.5%), p-LIEZU A o-[3-H= Al E-7-= A-4-E|0t-2,6-Cl
OLXtHIOIALOI 22 (3,2, 0] M E-2-0-6-L]-0a-(1-22EE2|=-2-B220&2|Cl) OLMIEHIOIE(956.8mg; =

g : 77.5%), % plLERWE o [3-HSAHE-7-2A-4-E01-2,6-CIOIXIBIAIOI 2 2(3,2,0]
HE-2-0-6-2]-q-(1-22 22| =02/ El) OIMEIOIE(120.5ng; =8 : 11.2%)2 ATt

[& A0 2]

p-LIERHIE  o-[3-Hls Al E-7-24-4-E/01-2,6-CIOFXHHIOI ALOI 2 2([3,2,0] #1E-2-0ll-6-2 |- a—(1-
SHOISZAIGIZ2IEl) OLMEIOIE (278ng)E HSHIZ 2 (2.9n1)01 2oH5t2, 20T 25k, WeHat
BIAl DIEHESZL222401S(0.05m1) 2 E2I0IE0HRI(0.20n1)S £II5t, OF22JtA ZM5H0I 102 S0
WEHSICH, O] 20, LHGIHN R2Z21(0.062n1)2 £It6tD, 152S WEED, OI0A N-222
=00I01S(97mg) 2 £II5tD, —20COIA 2AI2FEQF UKD, OI0N 22 ME5ID TS0 Z2A12!
5 ZYAIZICH $SE XB2(36810)S HH L NLOMEHOIEN : 1)o SH2S AIZ3I01 10%
S(18.49)S BRI A2AARNEIITE A p-LUERHE o-[3-HSAHY-7-SA-4-E|
01-2,6-CIOFRIHFALOI 22 [3.2.0] HED-0-6-2U]-a-(1-22E2| 22220 2/8)
OF A Efl O] E ( 106mg : 31.2%) 2
p-LI E 2 I &l - o~ [3-TH 5 A} € -7-2 A-4-E] 0}-2,6-CIOFKHHIO| AIO| 22([3,2,0] 8 E-2-0l-6-2 |- —(1-

6
22l 0lgelel) OtMEOIE(134mg @ 42.0%) 5 &
[&Al0I 3]

p-LIERUEAE o-[3-HSAINE-7-S2-4-E/0t-2,6-CIOtXtHIOIALOI2 2(3,2,0] B E-2--6-2]-a-
SIOIESAIOIEC|El) OtMIEIOIE(940mg) E CIZZZ20IEH (14l )0l EcHAIDILL, -25CHEAI H=2t5t0, 010f
N ECIOE0eI(0.97ml) 2 HIS=XZ L2 22t01=(0.187ml)E RIt8t F 1.5AI2S BHSAIRICH. 0] &
ol 2228l(0.209m)E  Sotct, 1AlZsSeE -25COH |XAIZIL,  OI0HA A 9
F

r

[¢]
SEZ%(3.2mmole ES)S SItEHLE.
S, Ol0iM E=A1212 O O30
1ol 22 AZ5tH 10% =(

1
[3-HI = Al €-7-= 2-4-E| O}-2,6-CI Ot Xt
3

Jinolo
o
o
1o

U0 1o
™

ww

5% EHot=ALIES =+
(1,457mg)S &I &
SOEDSIZ HMotH p-LIEZHE a-
AE-2--6-2]-a-o—(

=

T4y
nz
o

p=
™
o

ne my

39 H
[w]

[& A0 4]

p-LIEZYE o-[3-H=sAIHE-7-S24-4-E|01-2,6-CI0tXtHIOIAIOI22(3,2,0] BE-2-A-6-2]-a
SIOIESAIMIECIEl) OLMIHIOIE(940mg)E CIZ22MEH(14mI) 0l aHAIZ1LD, -25CHHX W25t 1
N EcIHE0tel(0.61ml )2t HIEE=ZLS2240/=(0.17m)E FIt8 F 1.5A12+& ¢ WBSHCH. 0
ol 2222/(0.209m1)S SItotD, -25CTUHAM 1.5AI12t=QF |XIE TS0l AtSSHE 2ml

2 B5(2.2mmole)E SItotD, -25TCTHAM 302 KKE =00l 5% EMSALEE =882 261,
22 MNHGD 0I0M E=A121 § SLAIRICH. =S& &R2(1.134g)s #A L o

12 EE22 AZ5tH 10% 2(100g)S gRot= AetZIAZ20tEDCHIIZ FHGHH p-LIEZHE a-
[3-H= AN E-7-SA-4-E10t-2,6-CIOtAHHIOIAFOI 2 2(3,2,0] & 0l-2-21-6-2]- o —(1 e
S0 EelEl) OLMIHIOIE(856.2mg @ 69%) 2t p-LIEZ#IZA a-[3-H=AIHE-7-S2-4-E|0t-2,6-Cl OFXtEL
OIAtOIZ22([3,2,0] EE-2-0-6-2]-a-HESZH-a-0tMEOMEHIOIE(1,332.2mg : 12.2%)5 S ACH.

[& A0 5]

p-LIEZHE o-[4-HSAHEEIR2-3-H=Al OLNIE00l=-2-SA-0tHEIE-1-2]-a-(1-CLOIS S A0
geel) OLMIHIOIE(1.069)E HIECIGIOIEZ ZE&t(10ml )0l SaHAIZID, EAASGHHA -40THXA H2Al
J110, OI0HAM HIEcISIOIEZF&(Iml )0l EoHAIZ! ECIME0tR!(489mg) & HIEetStOlE2F & (1ml) O
EoiAIZI HE=ZLS220/=(252mg) S RIt6t01 -40COIA 3022, 1l 0COA 4525t mEt
CE Ol M, HIELHSIEZE(Inl)S0 SaHAIZ LEZ21(209mg)S =£It6t1D, 0CHM 1.5A12¢

B>
~
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o

S FAlet O30, =22 26t 2clel Ro4=2S MHotD, HEOHMEIOIEZ ==&, FEEH
J SHetotn, EA0IaUE2=2 A2 § SEAIRL. =SE &R22(1.49)

cl-Ol€elgl) OtMIHIOIE(170mg @ =8 : 14%)5 &AL,

HXol MAHZ2(100mg)S MIEIZ(2ml) 2t EHIECISIOIE2E2H(Inl)2 EE2=2 10% ZAH0.3ml)2t 0COll
M 0=t WEtst CI20 22 3|A6I 22I5tD, SLAIZID, 222EESA A0, 222 Al

EAMDIOUIESZ E€=A12110, 0I0A SELAIAHA p-LIEZHE a-[4-HSAIHEEI 2-3-H=
AOIMIEOIDI =-2-=2S A-0tMIEIE-1-2 ]-a-(1-0l0IE2AI-2-EZ2 20 &2IH) OtAIEIOIE 70mg)S A
Ct. =8 : 78%

[& A0 6]

p-LIZEZHA a—[S—ﬂ’é‘—?—%ﬁ—zl—El0%—2,6—CIOthOIMOI%E[S,Z,O]@E—Z—W—&%‘]—a—(1—8+0|E
SA0E i) OtAIEIOIE(827mg) E St (10m1) S0l EaHAIZI 12, -20CTHHA W4dtD, HESEY
ZZ20|S (LU E—MSUHM M2 2.2m)2 SHU ECINEOR(LSHERSHA M@ 2.2m)2 A
2 2Ilotld, 020 wetst THS0ll, -25THHAl W2totl, 2EZ&1(0.35ml)2 FJtot, 6582 w
Btst OIS0, N-BEZ2Z2=4A10/01=(340mg)E 2Itot], 1AI2tSQ ubtsith, BUsSEs2s 228 MG
1, EM0IOUIE2SE A2 § SZAIZICH +=SE ¥R2S 10% 2(309)2 &xote A2t a=
OtE2tIlZ2 HAMot p-LIEZYE o-[3-HE-7-5SA-4-E|01-2,6-C| Ot KtHIO| AFOI 2 2 [3,2,0] & E-2-
d-g-d]-a-(1-2E2Z2|-2-B220€2ldl) (710mg)S LULH =S 65%
[& A0 7]
OLHIEIE =AMSEHM(I)E SOHS0H SolAl2I2, 20 et EIIEs 2Jiotll, 0l0M ESSHHE
SOtet, LHAIZE LAE20A BEEAIZICH. 0] 2XHE 22 MAGILD A2 F SLAI2IC
SHE U222 10% 22 Role A2 OIEDCHIZ HHotD, SHSE=22 gRotle 282
2 S2AIH BES OMMEIY ZMKREM(1)E AT
BtESx2A42 M| 20l MAIS B2t Z22MH, MHA22 =& M I E0| LIEFL dtet 2C
[E | (No. 1)]
‘1 RZ
D
5 3
o’ af Nx
ooR?
(x)
Y 1) - 27 {2)
3?!‘ (,1; S
¥o . =: S ® x (mg) (=g) (%)
(1]
CO.
O % - 2 NBS  €Cl; ABIN reff.
1 C:w ~cocuz<  -CHy -otocHz<] 463 250 30 ©  cat. 6;’ -
0 o
" He - =
2 PROCH,CN+  -COCH,PR  ~CH,CgH N0 b 650 NBS  CHCly eem  re.
2! ; 2 CHCgHy, 2‘{J 195 - e i 870 -
" -
S e NBS  CHCl, =-- «30%
3 PhoGHCN cocty(  mcnor, O ws Y5 02 T ;::in 399 8.5
& emc g‘{ 2 e BES.  CH,Cl, me- €%
K0 ~cacsz] ~cH,C N0, K 0 - S02 br—y poli I 672 100
o o
2 : ~ Br,  CH,Cl, CH.H -20°C 193 100
5 meondh. Seond oneguwo, { P 1m0, 20 13ein (55 gmg )
o
ax A NBS 1. eme =609
6 mocuer. L JO ~emeiy ) 0 ¥ eres, - 2::}: - -
0. e
o ‘;@ xBS — -5
7 PMCHCN s <cHaCt M0, K ) 13 e c’;zmz e Made. T b
" cH,0Ph
v 2 "
—NEC e -¥ O 762 NBS  CcHC1, =-- 0°
8 RsC .cuzccxvj _f prd o ,}:' 537 61,6
S:HZOP):
5 —ef R Ch N3, ‘O 29k ":: EECL, ==  ®t: 166 62
- 3
gﬂzﬁl - 2 8: win,
10 Kol screer,  UFP 200 NP CHCL, -~ ;oc.m. 177 s0
i 2 Br, mHrecc °
11 R C e <CH_,C ¢F, N0, ~OSC, 2 1, LOE _7e%
2762 5737 o k0 2+C.3 f.4zm01 1pr. 23
©H,08n a a
12§ emNafam . oRCEH MO, -0COCEQAS T2 THRCCY, LmS 7% 35

40 8.640.96 1.8mmol Ldmin,
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(H | ZOlA, ABINE OIXH|A OIAREIZLIEZES ; cat.= EUES © hr.e= A2
NBS= N-EZ2=4I0I0IEE; refl .2 SRS, rt.= A22; THF= HECISHIEZFE
= cISEAMHECAetES 22 LIEHE)[E 1T (No.1)
1 2
'
,Br
o X
]
.l
e mp e XRI, nur( SPCLs)
Yo &! R r3 x o ( yeicl, Fr iy 4 ML W4 e )
(%c) " OR¥ -
° 0 137. 1800.1795, 0.05-1.60m1OK,3.80-4.30=4H,
: @Iccz)v- -cocnz -cH, ~oCociz< 4900 1740, 3.90543.583311,4.5044,72A8q
. (10)1H,4.92314,5.954(5) 1K,
6,25d(5)tH, 7. 68mkN,
[+]
o - I\
2 PROCH,CN~  -COCH,Ph ~CH,CGH N0, ~H_ O  EZH' 3400,1782, 3.00-3,50miH,3,50-3,90mki,
1720-1680, 4.3852H,U . 4752H,5.00=5. IUmSH,
5.50d(5)+5.774(5) 14, [Ca 312}
6.70-8,25m15H,
ox 2 —
3 PhOCH,CN= .cocu{w"l “CHpCCl, =N ) =  3840,1780, 0.2-1.3m5H,1.72brsok,3.38brs
1700,1550 UK,1.98d(12)2H,6.5582H,4.75s
1150, 211, 4.33-4,70m2H, 5,175, 58mt K,
5.724(5)+5.92a(6)1H, 6.80~7. 5]
mEH.
H o
. ot *}A{
. PROCH,,CON~ .cocnz—-d ~CH,CgH, NO, -O A 4D6,1779, ©0.23-1.27m5H,3.16-3.%9mbH,
E3T 1695,1603, 3.7%-3.94muH, 4. 054(6)2H, &, 50
1145, 4.71m4H,5,07-5.40mIH, 5. 8044
- (10.5)1¥,6.82-8,33m9H.
s Ph’:cnzc“:ﬁ- ~COOCH5<] ~CH,CEH N0, ~OR = 3426,1781, 0.23-1.27m5H,b,014(7)2x,k,27¢
o 1710-1690, 4.33d2H,4.5552H,5.10=5.35m3H,
1601,1:%8. 5.B8a(5)1H,6.83-7.64%mTH,8,22¢
° {9)2H.
~H oA . .
€  PROCH,CN - \s:© ~CH,CH N0, -.O ——  3440,1780, 1.67brs6H,3.33brskH, 4. Subki,
© 1695,1600, 5.0-5,5mbH,6.8-8.2m1 LK,
%
7  PhOCH,CN- .s-<'j@ ~CH,CC1, »O o 34k0,1731, 1.68bra6H,3.38brskH,k.bb. 9,
1698,1600. €H,5,0-5.6m2H,6.8-8,2m10H,
CHo0Ph 9
8 el ~CH CgHu M0, ~05CH,CR, 1795,1700. 2.5083H,%.2244,71ABq(1k)2HK,
o a3 4.8132H,5,1952H,5,7552H.
g0 e
9 JU ~CH,CeHyNO, ~0COCHz~ 1785,1732, 0.30-1.07m5H,3.88-L.78x3H,
222 1600,1172, 5.2782H,5.97d2H,5.77=7+53m
7H,8,17¢28,
gnzonz X
‘0 —n CH,CHNO, -K_P  mm  1775,1680.°3,30mb0,3,7InkK, b, 504k ,95ABg
s (14)2H, 4o BTS2H,5.2532H, 5. 75+
596489 (4)2H,6.66-8.23a9M.
[E 1l (No.2)]
sy % = i §5°3)
wn, o e »* T (e (FRCLy guel) RL M1 X TR THSA L M
Cnjosh [ L730,1700 31 U9~2, G508 ¥ 6TARTR, ba TRLER2,
% M ~LH CCLy _F T~ isso. 5. 9%82K, 5, 53-8, 1 5a2M, 6, 3247 Slaxg
e i b 4, 3.25-3 ST0hE, 7. Sous
1 ) ,,uchl’ -L —_— 17801700, T.8%e3.25m5E, 32530 v.- »
1615,1600, §.2Pe%.00n4E, £, 728 DTm2W, T 250 0N,
1550
% O ’ Srekd, 8 ded
OCH, =CE,C¥,N0 o e J42%_ 1770, 3.20636,3,3998%,3.5Tekd & A=k T
™ PO Ry S 165,160, 4K, 5,23, 30K, 60606, Sr2 05,
x — NI6TE,hL IORTE &o 5 TehiE, 5028, §
2 PROCH, CH = o . 3 AH 3525,1775:  3.83608, b I0RTE & 50, Selns,
1 Ao CUa THOCRy SR T 1634601600,  BAH, 53-8, 301 T, 12, 208/ 26~
CTH 0PN
O ;. gy KD e I77e16dn, 3GV GSNEAL580L.ETABG(14)
1605, I, BT, S 23T, 5, TR OB (4 )28,
ke €.80.8,20059,
[&Al0 8]
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2) 2,2,2-ECIZ2220Y a-[4-HNEsZLUHEEIR-3-II2BHEZA|0t0| --2-2A-0LMEIE-12]-a-
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<
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HIEctotol=2 &t Aol N, N-CIOIEZE0t0!
MAZ(910mg; 73.6% % 100mg: 9.0% 2t=2)2 LR/UALCH.

A Al 10]

2= HESHIE2FH(30ml )Ml p-LIEZYEAE o-[3-HAEH-7-SA-0E2IEl)-2,6-CI0X f—4—EIOHjFOIM
0122[3,2,0] BE-2-A-6-2]-a-(1-GtOIESAI0E2IH) |E(2.2650) € S &AL, 1~2Cl
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HE-2-0-6-L]-a-(1-HE=ZELSAINECIE) OtNITIOIES MESH0 22 Z2/(0.9mn!)S -40COl
N 2I16t10, 3.5A12SQF WEtstD, 0I0AM CIHEMNE a-[3-#MA-7-=A-4-E/0t-2,6-Cl OFXtHEOI AHO
22[3,2,0] 2E-2-U-6-2]-a-(1-22Zc|-0E2/E) OtNIEHIOIES MAZH0 el (0.77ml)S &
JtotD,-40CHHRl W2stn, B&(0.49ml)E £Itotd, 1O GOS0l 0=t Weeto CIHEHE a-[3-
Bl &l -7-2 A-4-E|0t-2,6-CIOtXtHIOIALOI 2 2[3,2,0] ®E-2-d-6-Y]-a-(2-E22-1-22 22/ -0
Cl) OLMIEHIOIES 2 ACH. O SH, 5% S&H(72ml)4 HIEFS(60m)S ZOtotD, 3AIZtSoH A20M
werstd, ASEXIA ZO0F SXNAIRUL. BHSEHF=SES SLAH &FESS 21, 012 SSHEO
ZaAIZID, 22 HMEHSILD EMUESSZ €=A2 § SLARAC. =S ¥R S(5.830)2 10%
=(150g) £ g=ote A AA20IE]CHIZ ZAot) #A 2 EO0LMEIOIE(4 @ 1)2 eg=2 &
et 2RE22H CHEHE 7-HEOLHE0t0l =-3-6t0| =S AI-3-ME-4-9t 2= 4 Y 0| E(3.51g) S &
A= XS n-Aatez HBEL.

0
m.p.93~96TC. =2 : 70%
SR:%S" 3,410, 1,782, 1,674, 1,610cm™
NMR : 5Tk 520008, 3,642H, 4 7a(4H7)1H, 5. 664060 : 4)18, 6.77(SHz) 1, 6. 90s1H, 7. J5mItH

[ A0 12]

EEEEICIIPE] p-LIEZHA a-[3-BE-7-= A-4-E|0t-2,6-CI OLXHHHOI AHOI 2 2 [3,2,0]
HE-2-U-6-d]-a-(1-22Z2|=0EalE) OtMEHIOIE(452mg)E SdiotLl, OIHM -20CH A N-E22
=AI0I0IS(170mg) E 2It6tL], 802SQF WetstD, 0] EHE Y0 1, SSHENMSE =ES6IC.
FEEUs 22 MEGHD, EHM0IOUSCZ A2 F SLAZC. =SE IF7S(461ng)S &l
2(25g)2 AZOIEDIZ FAotD, #d 2 E0tMEI0IE(2-1)2 E822 HHE 2RS2RH
p-LIEZYEAE o-[3-HIZE-7-S2-4-E|0t-2,6-CIOtXIHIOIAIOIZ2 2(3,2,0] EE-2-U-6-Y]-a-(2-EE22-
-22Zc/-0Eele) OLMIHIOIE(28Ing)E LRUCH. =8  54.5%

IR:»‘;*:S‘J 1,770, 1,69, 1,6itcm
NMR : 6CDCly 3. 00—3. 74m8H, 5.5252H, 4, 47+4.71ABq(13Hz)2H, 5.23s2H, 5.68(4Hz)1H, 5.%4d
($H2)1, 7.20—8. 25m0H
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