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X = in
l
c!:=o (VIa)
CH30—CO
[ A V] IDb]
y
X A~
b_o_wz P (VIIb)
~0CH 3
c<
| OCHj3
CH30—C0
E2 SEHZAN AISE 2etA(VIla)Q HE 22 HAHEZE ME &9, ot SR 2N 22
2 QUCtH.
Y
Vn % n
X 0 |
o—<=0 =0
OH
(11) (111) (1v)
coc, Ex_ % g 2 ‘b__ /©
2 ST ! | CN
—— p S -
SOClL @‘H”z CH S
¢=0 £=0
1 N
(v) VI
" Yn " 1o
CH 30H )
CH \! - CH;
=} - (pirrer) e C:OCH,
d}o | | OCHa
v © CH)O—CO CH;U"CO
(vire) (VIIb)
MAISHHONA, LBrA(I1)2 Hes2, BtEAGIZs S48 201 ot LEFAI(111)2] HED BISAl
e

2ICHColI. Czech. Chem. Commun. 32 (1967) 3448 &X]. MAE o-(HSAINE ) XZAH(4)2 HOA
o HAgl=2(5)2 HMEAIID (Organikum, 5EB Deutscher 5erlag der Wissenschaften, MI16ZF, Ber|
1986, Ml 423 HIOIXl Olat &ZX), HSots BIZY AICSIES(6)Z2 MEHAIZICH. OISz HIZY Al
St2(6)8 T BtES(Pinner reactlon)[Angew. Chemle 94(1982) ZHX]AIZIH HIZ22IS4
HAEIZ(VIIa)2 BAS2M HY ScI=244 HAHZ9 OHAME(VIID)0l MASICH SXE SAXQ
BIHOZ AAN 22 AIOZ HeEOZM StstE(Vila)2 HEHAIZICH

3244 HAHZ(VIIa) X HES32SAM HAHZS 0 =0

X YEHE R EY SEZA HEolU. Sol, dlY B39 Xdd=el He3cs4
2 2L HAHZS OLME (VIID)S E822 O HHMGIX 21
Hzo e-=4 oH2(1)2 d&E 5= UCH

z
[
<
o
g
z 17

0-HZGISSA0LS & 2IIYO HEY T= R2UYIRH ABGHR, 2 FD|o &t olst goze
B HZATS se2s RelAZ & UCH 0-HYsIS=aoteel Horsh 22 1 &I WX 3D| &
Sol gt o #aetol golct

Bl2e YO BOf T BIAN EMUSNA SHEC

HorotD Ui EE Sls WH, S2U L o, 1- U pIAMD 22 YHT E5SA, HHHLUD
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2-(H=AIDE) BIZ=L

Oer )

$=O

OH
Hs IVIg(1.62),85 &% =432 E =% 106g(KOH 1.6201l SHEe) X J&E1.5 2lE2 E&2
S 98802 E2 Hljﬁrfﬂ-l BFRAZC. 2= HHE =, 100CUHA ZEZ= 20 (1.52) ¢ 0
HIEXLE Ot0IE 57mIE EBtSEE =0 EIHAIIIL, Ol0AM Eg=2S &I 9':01|A-| IV/\IDF Stu Bt Al
ZCH 20 WA 25C2 d2A2] =, 44 S8=S = 2CIHEZ 23 =SA2 = 38 S&Ew ot =2H
140mlE EILAZL. g€de 23S 2ot MAAIIL, = 500m|§ N&otd AXAIUL. ZMHd=S
Jt2E OLMIE 550mI S0l EaHAIZ1D, 2 32IHE EIIotH MEEAILCH. =8 : 2969, 8& @ 125-127
T.

1H—NMR(CDC13, e E==2 : TMS). 5.55ppm(s,2H),7.00ppm(m,3H); 7.30ppm(t,2H); 7.40ppm(t,1H);
7.65ppm(t, 1H); 7.85ppm(d, 1H): 8.20ppm(d, 1H).

HPH 1.2
2-H=AHEHEZY Sot=
@—o—:m/@
c=0
c1
-HI=AIHEZEA 729(0.328), 3t EIRY 56¢(0.472) & 1,2-CI2ZZ0E 300mI 2 E& == 3Al
ob SOb B AIZICH 2UABHUA HLHSHS KA oA 93'2 UAOM, 0l MABI 2L

Ct. =2 : 799.

1H—NMR(CDC13), e E==2 : TMS): 5.35ppm(s,2H): 6.95ppm(m,3H); 7.3ppm(t,2H): 7.5ppm( t,1H):
7.85ppm(d, 1H): 8.35ppm(d, 1H).

MM 1.3

2-HSAINE IOl AICHSS

QCWQ

C|=O

CN
-H=AHEHNEZTY S3S 799(0.322), AIASJUEE 17g (0.3472), ESSHHEAUREL2E 0.3¢
(0.93 Lel=s), = 200m & 1,2-CISZ20€ 3002 2=S 20CHM 2AI2F SOHAES] WEIAIR
Ct. OIHA, & 2elA2I, =X A2 1,2-CISZZ0E 100mZ FSAZLH &0 22 RIS 2
2 MHGBHD (100%33])HZAIZICH ?:*%*omlkl Z0HE MHAIHA %*ﬁg © 22 70.8g€ 211, 0IE O
Stert-2€ OHZ/BE(1:1)2 HMalotO] Lot ZE AL

1H-NMR(CDCl3, LHE EZ=Z= : TMS):. 8.40ppm(d,1H): 8.00ppm(d,1H); 7.80ppm(t,1H); 7.60ppm(t,1H):
7.35ppm(t,2H); 7.00ppm(m,3H); 5.45ppm(s,2H).

M 1.4
HE 2-(H=AHE)Hd 2240 E

Oreren )

?zo
CH30—C0
st JIAZ 0 WX -5COHA WEAITISA 2-(HSAIHE) HEY AlOHstS 10g(4222I2), OFME
A PAS 4.39(422R12) L B tert-2L OHIZ 50n2 ESHSZ0 SUAIH ESIAZL 2000
10AI2F SOFIBIAIZI 3, 22 Zoug| EH|E+9 50mI S EIIAIZICH SB22 10AI2F S0 BRAIIID, 0
O ZESOIA AUSENES NANY =, BR2S HE tert-2€ OEHE v0m|501| S AIZICE.
K12 22 N=st1 (100ml x 28l) 0|0w AXAIND =ZAH SHols 28 68% L HSots O
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OIE OrMIE 32%2 =&t Eg=S 2UCH. CIHE OtMES Al <fd, Eg=S USZZ20E
S50ml S0l SoHAIZILD, &gt Sab 10ml2k M 20 WAL 25T A 10AI2 St WEHAIZCEH. OI0A, =JI
as 22l HA AR, 22 AMESHD (50ml x 33]), HAZAIID SFAIRULH =8 @ 9.7g(HM 2

o).

1H—NMR(CDCIg, e E== @ TMS):  7.75ppm(m,2H),7.60ppm(t, 1H),7.45ppm(t, 1H),7.30ppm(m,2H),
6.95ppm(m,3H), 5.40ppm(s,2H) & 3.80ppm(s,3H).

[&AlO 2]

e E2-(-HEHSANE) HE22SAH0IE 0-HE S

@CH; ,@
CH
. OCH
-

C=N
|
CH30—-CO

a

1

-(2-HEH=ANE)HL 2240 E 8
CIHE OINE 13 Sgrz Fde Eg=12
Oml 2 S 7AI2E St SHFAIZULCH

OhOll Hata=A JtA 2199(6S)E S
OlA MoiGHRLH M=RES

Ct. =2 : 106.89(R4 DNaE).

2
2

o2 0

SE% 2 HE 2-(2-0EHSsAINE) HE3esSad
£ al0tel Fathe 41.79(0.52) & OIE
2ZTAIZ2I = St HIEd45mE FItotal,

(o]

> 02 | o
yor . Ime 0@

T
% 3
N

SE2-(2-HIZ2H=AHE)HLE3CISAA0EGN =5 :
GoE +8U55.79(0.208) & =S

2 A 729(1.972)E D] EEE S22 SHAIILL, B3

2 20LHAI 25COIA 32 St WEHAIZLH Z&otoA S0HE MAAZ
2 47 OH==2 MAHotL, Ol0A AXAIZRL. =& : 50.59.

=2ME2 0
Hoh
r

2

16

A 1343g(36.82)E -18 LHXI -8COHIA 2-(2-HE H=AMNE) HZY AletstsS
P 2+2 336.60(3.32) 2 OIE tert-2E 0HZ 2.32IH2 282 522 &1
S 20UHKl 25COIM 36AI2F S0 wBtAIZID, HES 1.8 2IHE &EOtot2, 0 =)
S BFAIZCH 20 WAl 25C2 H2AIZl = SHE Z2ot0A HMHAIZILD, Sat HE
F

0>x <202 02
= fol

= VAl

= H=20 MG, SIIAS OIF 2 800n2 MESID, OlojN Xath o
N5tD, S22 20 WX 25COIA IVAIZF SO MBIAIZCH A& 22| &, +20 A
2IEI2 BB, 8| &8t SIIAS ==AZCH

=
HSAINE)HLE32SA 2oIE)N &ItAIZI, O
2l 226 E 20Kl 25TOA B2 =8 t
SHAIIILD, EY=SS FIIZ 48A12F WBIAIZICH. 2 0t0IA, E0HE M HoH
2 Az OHZ=2 MHEotl, 0I0A AXZAIRULH. & =8 : 814g.

2 2.4

e 2-(2-0IEH=AHE) HE2e=S4d0E 57.99(0.28), 0-HIESIES A0 H&eE 18.49(0.22

Z2) ¥ NS 136ml2 EFESS 6A2 S EFAIZUCH. OI0IA, Sats=2a JtA 36.59(1.02)E 20COl
2 == 82 HUAIA

20COIAM 24A12F DBHAIRICH. AE& D&
D AXZARCH =8 @ 57. =l °

IH_NMR(CDC|3, e E=2 :TMS):  2.22opm(3H),  3.8ppm(3H)  4.02ppm(3H),  4.94ppm(2H),
6.8opm(2H),7. 11ppm(2H) ,7.2ppm( 1H) , 7. 4ppm(2H) ,7.57ppm( TH) .
(

EEH, 2 ZE2 501 LEAI(IV)S 2-HI=sAIHE A0l MZE 220l 28 230ICH.

=, —T— =2 =2 T
Y
X n
Do L
M =
I (Iv)
|
OH
I A S, X HveE 22 822, (-(-2Z, ((-2FA L= ECIZEFL2Z HEOLL, m= 0 WA 4
o 011, n= OLHX 32 H==0ICt
H=d0lE & ZEeE9 St S0l 2AE 2-HsAIHE fxao HEs BX JUCH (HE S,
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28 [Coll. Czech. Chem. Commun. 32(1967) 3448, J. Chem. Soc. (1964), 4074], SLALZ3=
M22 08 8935, = K24 35 6135 A OI&FE= Sol M4 282 3665 &11). &I HHUN=E, SN
S JI2 ¢SAA HSots H=dI0IEZ &AL, OI0A SJFAIH SHHE MASEZMN La=E=2
celeEllh, dadu, &) SE2 S0 20l 2480 et 2 e HsS E8A2l=0 S0l

O AKX 20 SEH2LZ 0N Hols == = . WMtA, dleetdt 22 &0 SJtsot
O HIS0l =0l ==L otCt.

Lo, ZECEE H=dOIEN &otet =, LN SEES SESZ A2 E2JF A0, JEN o
=Ule 8IE0l %0l =t. &g =M 0l20 TE SMIt AL dAe2 ogelt 82 82 2 W
=cOlE E0ieloh wets ollold weIIE &aA2iU= Aot

T 02 H832 2N dHilMAs 2822 =2 HM2AIZII] 0l 4222 H2AIFH0F &0= 2H0ICH
OltE2 OHS Al2t0l 0l AHI=CH 0120, SYHE #R22 g JAL, W= 428 8822
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A 2O UNA, 2-HsAIHEHXZA(4)E 109 He=2(5)2 SclotH H&E 0 (Organtkum, 5EB
Deutscher 5erlag der Wissenschaften, MI16Er, Berl1in 1986, MI423HIOIXl OI&t &X), OIHA 0l &3l
SEOZ2H U8sts XY AICHS2(6)IF MZECH. OI0HA, 0 HIZY AICHSIS(6

EIH (P1nner) Bt2 Al [Angew. Chemle 94(1982) 1 EX]HY S2I=Al4 HAHZ(5] A
HZ2eSAA IAHIZ(51ID)E MAHSCH. OI0HAM, E&8=(5lla)EEsE (5llb), £= 0l & e =H
E£2 0-HESIESSA0R T= 1o & 2ItH SotUe BISAIIID, MHT = £ & Z0|8EMe &8s
2 Z0lM EOIHEMEZo AZRMOl NMPAE 2l SAl L= FE610 A2 HelstCh.

[& A0 3]
2-(2-DIZH=SAIDIE ) Bl =&

CH3y
O+CH2

BHEts 32 305e% LIES HE0ES 2% 3829(LHEE 0 E 2.122)8 3BTUHAM 0-2uS

2249(2.082)01 A5 HIIGHRALL, 0] JI24sQ 25 = 50TE2 &4SGIALH. EES22 &I 2Z0AM 1

r2|E268g(22)E EOIotL), 012 EF0 2dh HE$SS MAARUCH. d-&E
Of 2Z0IAM 1AI2H SetlBrAIZ , 6CIHE M Al EOISHALH.

H 2 2 2 ==06t0 (0.5 2IEA x23]), OI0HA 2 12IHZ SIAARCH. =84

oS dlet oI pH 22 MEEAZI = F3AE Mot 22 MEotD AXARCH =5 : 8%
S

A
=

1H—NER(CDCI3, LH £ oZE2 : T™S) 2.35ppm(3H), 5.55ppm(2H) ,
6.88ppm(2H),7. IVppm(2H) ,7.42ppm( 1H) ,7.63ppm(1H) ,7.87ppm( 1H), & 8.18ppm( 1H).

[& A0 4]

2-HI = Al T E gl = At

—

HES =2 30=2% LIES HEO0IE 382g(LIES HEO0IE 2.122)E 45COHAM H= 195.89(2.08
Hototd, O JI2t St 2= 52TCZ dsotAlt. EF=S 50CHA 1AI2H Setu bt

)0 A=SHA o
A2l & ZEP|E 268g(22)E &EIiotll, 0% HE=2S EF0 2AdH MASHACH. MEE S22 200
TZ Jigotll, 0 2 UM 1AIZH SOt WEHAIZIL, OI0HA, AAIG10 JIHE LEHOZ OtRelstALCE.

+=Z ! 86%, BE @ 132-133C

H-NMR(COC 5 T mEe : ™)
5.55ppm(2H) ,7.00ppm(3H) ,7.30ppm(2H) ,7.40ppm(1H) ,7.65ppm( 1H) ,
o

7 7
C5h, 2 $HES o LBtal(VI)S AR o-XIE BIEY AlSHSS0l 28 21010
Y

Xm n
|
N ‘\
CH
= Y (VD)

Cl:=0

CN
A AU, X 2 Y= 22 22, C-C-22, CCLSA L= ECER2Z HEOLD: m= 0 WA
4°] H=0112; n= OWX 39 &=0|C
Cst, 2 292 &) stet=2 A

XYY 2 G LEHA(1)2 2-0ISAIOIDI Ot E A HIAHIZ MZE
245+ 2
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, DUADIN E20 710m 0 2-(2-HEHSANE)MEY H3t
S)o SUS V20 ZHAM HIIAIZCH 001N, B82S 02 S0 WHAIZID, 02]2
122 2C2 NSAZC Ol0A, SIIMS =22l5t0f MAHGHD, 2 200n &L 1 Z% o
MEGtD, OI0IH, 22t G0N SEAZICH S8M ZMY22 93 292 2-(-HLHSA O
Alotst2 BR5HRACH (HPLCEAZD). 28 @ 92.5% .
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HNUR (CDCl;, LHS EZES : TMS): 2.3ppm (s,3H): 5.4ppm(s,2H): 6.7-7.0ppm (m,2H): 7.1-7.3ppn
(m,2H); 7.6 ppm (t,1H): 7.8 ppm(t,1H); 8.0 ppm (d,1H): 8.3 ppm (d,1H);

R AHEH [Cmq] © 2220, 1665, 1600, I1V73, 1496, 1242, 1131, 1060,746,724.

SH 5.1

2-(2-DIEH=sANE)HEY S35t

. -~

7N H =

C“l} C&

1
2ol ElRY 235.69(1.98 )2 20 WXl 25COIAM S5 1.8 CIEHZ2 2-(2-HEHSAIHE )T A
4359(1.80 2)2 EMES HIIGIALCH. 70CHAN MH=E SS&S=S2 JtA SE0| FXE O DX (2 5A12H)
70CHAM JIZAIZID OI0AM SSAIZCH MHE 24 SMNS(EM SO & @ 2.5%) 2 dH2 & &

AT, =8  93.5% : & 48-51T

1H—NMR (COCly, LHE E== TMS : 2.3ppm (s,3H), 5.3ppm (s,2H), 6.7-6.9ppm (m,2H),7.0-7.2 ppm
(m,2H),7.4 ppm (t,1H),7.6 ppm (t,1H),7.9 ppm (d,1H),8.3 ppm (d, 1H);

R ABE™ [em | ¢ 1737, 1495, 1243, 1026, 1185, 1124,886,743,716, 673.
C5h, 2 2HE ot Yetal(Vila) a-HE FHESAL HAHZS ARE M Y0l 28 2200

y
n
B 2
. ~
: e 4 (VIa)
C|=$
CH30—CO
01 AAM, X ¥ Y 22 g2, C-C-2E, GCL2A L= ECIEFTLZHEONLI; m= 0 WX
4°] H=0l12; n= 0 WXl 32 H=01C
HEE o-HE MAHZE HSote Alotet BIZYOCZRH HZEot= W JHKl HZZ-0l 2& 0l |
ME O RULCEH.

28 [Angew. Chemle 68(1956) 430 2 1dem 94(1982) 1, Org. Synth. 24(1944) 16 % J. Org. Chem. 29
(1964) 278]2 Aot HIZAUZS X RI[ACZ JIEEolAIIE YUY Y MAE HE JIS=2AME H
Hd322SAA HAHZZ HEADle 2- (DL, BAZ2Z2A HIXZA HAHEI E@4E)E JIMotl
QULCtH.

aJl A0AM RE HE Lol 2= &2 XHzA, Sd 2=0 =22 0 HY-Re Ot
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(Angew. Chem. 94 (1982) 1); 2z X|&& OIE £:= 61|EH§ A2 ctlZE L= 0tEJ] o XNES
T= AS2XEE 2Oz (0= S5l 4,234, 893) =8 QIE NgeE e = He 0l il
ALE L= AS2XYS 202 (|8 S6I30 H034,240 o ,7073)0I4Lt, &
£ RE =24 (0Org. Synth. 24 (1944) 16 % J. Org. Chem. 29 (1964 278); =, g2, L&, 23

IOII
>|l‘j
10
o
Jm
el
1[3]

A, g2A22 = LIEZ (SYSS3M M2 708 1898); L= =4, 2-CHy (Tetrah. Lett. (1980)
3539)2 = A2LE, 2 LIl UACMNE BIEAl Ol &dEE %EDF AS2S HYHMGEIH, & (Angew
Chem. 68 (1956) 430)MIME OME EF D2 SHECN AKX ALt

DIgE= S5l M4 234 7395, SLALI5= S5 M2 708 1895 L [Tetrah. Lett., (1980) 3539]=
FFE F20 UNHAH 22UASS HIIFCZM HIZA HAHZS S48 AENOZ AME = U=
2HS JIMotD UCH

5, vz Aletst22 elE (Ritter)BtS0l 2dh HE0t= AE tert-REOIDIEZ MEHU (RY
S5 3 HM034 2405 HX)E= %IE N-OIAIOIOIE X(RE Sd 3 M35 7073 X2 HEtt= A
CZ BAEU ULt HZHA &) & stegE=2 25 HE JI2s44 2 HE NAHEZ dSAE =
ULH.

G=0
/ CN \
&
) " Fe
X)
) =0

Cc=0 |
| CO—NH—CO—CH;
CO—NH—C(CH3)3

? (=0

COOH CO—OCH;
A AlOA RE AMD|EF 9012 2t=L0.
JdedLlh, Aol 2ol AlCHEE HIZ A (6) 22 a-HE I2SAA HAHIEZ(VIIA)S Iﬂ_jEéfE a2
=JtsotCh. 0l \_EJOHA‘I AMESZ, 28 [Angew. Chem. 68, (1956) 430 ¥ 1dem 94 (1982) 10]= &l
20N 22 SO & DHEUA AlCHS BIZUZ2 A0 & ZYH 2SS0l HE =48t
OIAHIZON OtLlet CHEote HWZXA HAHZE MAote 2122 JIMotD UCH.
= YO S2XM2 A|otg HIXAU(F)ZEH 3E=S(Vila)E MXols &S MZol= 210ICH.
=2 2o YWHIISS a) oFJ| LErAI(V])

n
X
H
= L VD)
CN

O o-HI=AHEUEZY AlHSSS & ZTHGH HESH BEAIDID, b) ERY H2, &4 ZAHGHHA
Ol "} Al

X /@
(VIIb)

/OCHJ
SocH,
c.u;o-—co
ol HE JIZELHL HAHZ CHE OME RAES 2EAIILD, BRE F2 RIL =4 L= 0taQl
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