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—FBH. NN-—FROBE., STAMBREY. AABZHETAAE-TS
CEEMNGOBPENHTERAN HhEE, 2L84K%29-20 £ 80T,

Vilsmeyer Z AW TAillit £ /M BABLE . ZABE. =
FALBE, ZRASE. = REAAS. = RAu8%. ZRLFE, = RIABE.
ZFALM, SR, AL, ALE. EBAFHNREAET, 5TH
AL W AT H AR R AR, Bk AN RRRA G TR Y
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ARG, WREAGADFTAEY (1) TRETFRAGELE
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A Ar REERKG T, ER R ERE AL KT ELRAN A5 FH
ET#HAT, TRAKEADABERTABANL, H5 26 TRR
. DRBA. TRARIM. DABRSSSF. AFAA AN TE 1
BERAFRABBR (4) HAH1-2.5BR, hit4y1-2 BR, fA5ERE
RA—REEN KR, KERLEABNLY., BeAERLE., BREEAK
BRALE, Bikudt, LREslaiEafine. R4, KB, &
By, BBEAH. RRAHF. AFTAAZTANTE 1 EROFAS
BLE (4) 994 1-5 BR, Hhik# 1-2.5 BR, REEBEEFE 0-
100CEE, #ik# 20-70C.,

WHEETRE, TUSERFOFTRAEHBRIALE. F5b, HA
EA4EH (3) TARFAHABRRE L —HRERTLE S H N & 3bLF
BAFAEHBRLL, ELEHEALAIAHITEY (1) WELR K
RAB P RIF. BERAGHALGABITES (1) TR TH 1
BEREAFBBE (4) 9345 0.3-1.2 BR, %&£ 0.7-1 BR.

b R AR A K A B KR AU AR R AR B AL
R WAL THAT, BAYRAKFIERN 6 I BERNwE L.
EAR. RO, X PX, ZFRF; gRBEMN I I-R Tk, 1, 2-
ZRLE. RE. AARE, ZATESE;, REMN AR, FAFTE
R BEMNWUBYE. LRSS, BEEM = N N-ZFE T
e ABEM e FRARTEARSF,

R AREBEAA G ES OIETRE, FRE. AT, F&H
Bl RALW T4, AWk, R Rdgk. Rbo T, fboF
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ez, 1, -~ TRAEARZE. SO FTR-2-ThE, GH=TF
EIXRAL. B P, BAWTE, By RELE, BLYTEA
. BbwF R4 B, RN, FR = FTRE
fhe. FR=ZHEREE. FRE=THEME. B0 1-Fakoz .
-+ Atz B, 1, - FRGE e th, B PAXAA
. Bibw T4, bW T, AW T e, b e, BT
RUE T4, bt okt = ¥4, s+t =94, v+
ANREX=ZFée., FRA=ZFRAafbde, FR=THABME. FR=TH
ik, RRAW TAE., ARAWLEL, ARAWTRAES,

FRES| AW OEBENY. ZCEFEBRAY. wTHER
ey, ZTERFRERAY. = TEAFRABERAKY. = TEATIRAS
B, ZTAEARBRAY ., = TRAFABRS . = FRLTAH
ALY . WEABIY ., WAL, LA FAS LY. T
TEBERY ., = TRFABELS. = TAFAFEMS., = TR+
NEABRAY . ZTERAEFLEMY., —TAFEABELEY. =F
RTABE ., wRAME Y, wI xS, Z LA F A
et wWT B, = THATPERSLY. = TAF ARy,
ETE A REABbY . = TEBREBRLY . = TEAFTAFSWL
M. ZFRCEABBIY . OERBRHF,

AEBl R TEATRRAAY. = FTRARLY . ZLEAR
., —TAFER LY. = FRALAY. ZTAARLLY. =
TATRAESLY ., —FRAASLY., ZTRARLULDF.

FEiX ARG BAEAR F, Kikariidh, SR HEFaid.

WE, B RAR et T 1 ERGE R GBATAES (1)
HAELA 0.001-0. 2mol, 4%i% 0.01-0. lmol.

HE, REEBEHAH 30-110C, 4£ik% 50-100T.,

Fb, EREMAIMESRL b OB LE BRI ELERE KL
. BARTE, Bl B, R4, B, B, B,
FHEE. RANEHR ETRATFHAZHNOKN T, LLEFHE
ARRHITEY (1) TE6LY 50%-1000% (EF) , Kk 100%-
300 (£E%) . _

BEZRE, RFUHAREARGTAEY (3) TUH BB T FR,
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RIS d, BIHAEBATAY (5), TUMNERfE HbET
FIARB T T EAE. L AW QAT EY (5) TARBITASH
FHTHA (1) 5944 (8) REFHERAG T & (Hld, %8E
e R=TBANR, BKE) FRANBFHAEY (9) HERPGERAREY
(&

oﬁ",o

(7)

A (7) TeAsfiit Chem Lett., 479 (1975) PRok 45 k5%,
Ho, B (8) TUMEfFFEBMAF R _HELREH 4175294
A BT RASG T EBEH Y R4S, '

FI, TRBETEHAREAFREABRSITAY (3) /TEFIN L,
AN, TABITEHARBITLEY (3) 5H4H (8) R, #
B HiFe — AT (10) HRA L ML fo b EREFNEE. HE
ABpsrhdh (3) ZRAESH. AHERA Rt BRmA RN ERYE
28 PRk,

Az
Ar Ar
\u, \n
Osfz0  Olzo0 \)\HJ\OR Os§=0 | Osfz0
2 8 N X
A T T
(3) (10)
KB

5 36
AT RS —FE@UARLN, 2AK AR L& EHHIR
#.
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LHH] 1

Ts Ts
éi\)\f\OH éi\/K/\Cl
—_—

y) D

TERT, ¥8 (I) (1.0g (2.68mmole) ) ZMAE—_FRAALE
(FXF4%5% DME) (30ml) ¥HARFMFEE FHMA IM TiCl.
MERER (9.501) . mTE, FAERAWYBEFFEE 60T,
HEBH 0D, RETRE, BEAERSHRE KT A BT
BEF B RS . IRARAAER KA RKER At R TIT
AWEIFARKAEBRETIR, ABRLEN. BFAGECORYE
AR E R, W SSUKRFIH AR G (1) .

WREA K (11)

'H-NMR (CDCl,): & 0.46 (3H, s), 0.69 (3H, s), 0.98 (3H,
s), 1.01-1.26 (4H, m), 1.63 (3H, s), 1.63-1.84 (2H, m),
2.45 (3H, s), 2.26 (1H, d, J=6Hz), 2.32 (1H, d, J=6Hz),

3.52 (1H, d, J=7Hz), 3.59 (1H, d, J=7Hz), 5.09 (1H, t,

J=7Hz), 7.39 (2H, d, J=T7Hz), 7.42 (2H, d, J=T7Hz).

52 35,45 2

Ts Ts
@

an -

TERTF, ¥8 (1) (RX/MX=96/4; 188mg (0. Smmole) ) &
BAEAR (3.3m1) FHA OTHMA IMTICL 6 FEER (1. 2mn1) .
ARHGEREHRIE 2 I 0E, REEROVWHEEARETE, B
EARFBRETHRIEC S P, REXKRE, BELRASHMEAKT,

13
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HRALBRUBEBILRERSY . RAAAFEBREAAER MBI LK
RARFOANEF UL KAERA TR, RBRERAFIEE DR
MEY, RFGETHELGHARMEL (HPLC) 2%, AL H
R (I1) 8958 A 97% (RX/MMKX=84/16) .

9“?2‘&@ 3

Ts Ts
éi\)\/\% éi\)\/\m
—_—

M an

FaT, ¥ (1) (RX/MmX=96/4; 188mg (0. 5mmole) ) &
BMAFTXR (2.8n1) FHBMAAR (3950g (6. 8mmole) . KRB
RAWLIHE OCHARRMHEE THMA IM TiCL ) FRIER
(1.2m1) . mx/E, ¥REDARMFEETHRA L IH. RET R
B, HREBRESHMEIAKT, A LRLEEIRILELSY. KRA
fo.F0 2R BR S 40 K R An b e 3 K SR AR AF 69 A HLE S VA L K AR 44 T
B, ABBREZEMNFIRE DR T4, KT 68> Hilid FH 808
A E# (HPLC) &, Wa A ®idh (11) 92 E 4% 91% (RX/EX
=91/9) .

5= 5] 4

Ts Ts
é(K/K/\OH éiu\/\c I
——

O 8y

TEF, ¥=2458 (137ng (1. 0nmole) FHmEB) NN-—FRAF
BEEE (0. Sml) A WARSHAEARNBEETHE 2.5, REARHM
BETFThAR (1) (AX/MX=99/1; 377ng (1.0mmole) ), %
B#E LS I, RELRE, HFREBRSHMEAKY, FATLKRT

14
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Be XL RS, RARABFKRAPARKE R 05 KB ERTY
AMEFALKARRATIR, REREEMNFIFEDRBEH. #
A3 il H kA e (HPLC) 28, WAL 4 (1)
BEERA 9% (RX/MAAX=97/3) .

B S

Ts Ts
w\% . iﬁi*)\”\“

O (D

TET, %8 (1) (RX/MEX=99/1; 377mg (1. O0mmole) ) Au
B =ZRABE (137 mg (1. O0mmole) ¥ FRER (1.5n1) FHHR
SHHtH 3 I, RELRE, ¥REBRSHMEEAKTY, BHEALT
BR LB IR AY . RRAAEKBRIAKERFI0F K RER
BHANEFULKABRATIR, ABRIENFIxEHRAEF
M. FAFB AT iEid SRR E#E (HPLC) &, HRARAY
(I1) t4 =% 4 58% (RX/MAKN=92/8) .

%3 H] 6

Ts Ts
éC\)\/\OH N éi\)\/\c,
an

O

FIBF, ¥ N, N-—F L FBLE (36. Smg (0. Smmole) v = KA
& (77mg (0. 5mmole) FmE)|FX (1ml) FHFHRESHARHEE
FTHELSIH., RE, ARHEBEE TRAZBETX (0.501) ¥4
B (1) (RX/mX=99/1; 188mg (0. 5mmole) ) &9iE#& 4§ bR o
BBt 1.5 e, RELARE, BRERSHMEANAKY, EHAT
B L BS K IR, AR A A A B B B4 AR A4 e 3h K SRR AT 60 B AL

15
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EFF AR KIRBR AT R, RBREENFIFE KRBT, %133
R EHES HRARMER (HPLC) 8, AL ALY (11) ¥
&4 85% (RX/MAX=97/3) .

T A 7

Ts Ts
[5555:[::%\\v//1§§uﬂ4\\()F1 [Eiff]::f\\\,/1§§;ﬂd\\cn
————————————

® ey

FRT, ¥EZRABE (104ng (0. Smmole) FHM3F) N,N-—F AT
BEE (0. Sml) PH PR RECHERBEETHE LS I, REARH
BETHAE (I) (AX/MEX=99/1; 188ng (0. 5mmole) ), H¥
RSB 3 I, REARE, WRERSHMEAKRT, HE
ALRUBER, RADAUFREREAKERMEAERKEEAEFTY
HAEFVARKRBRM TR, REREIENFINRCHRETH., #
F3 69 alid R0k AR 6% (HPLC) ¥, H @A G4 (11)
B & 83% (RX/|HKX=98/2) .

%A H] 8

Na,CO3 TBAI, NaCl
H,0

Ts
iﬁ\/K"\u Ts
TsCl Ne23% v - éi\/Kf Ts
(IIT)

FEF, ¥xa-FEBEBRA(1050g(0. 55nmole) ). BAHBEE4H( T6mg
(0.60mmole) . BXER4A (64mg (0. 60mmole) ) F=sK (3ml) ER M
FET, HLEHRESICE, BHHREH 2 LN, RE, EAHER
JEF @ R Rt P A B e T A4 (1. 9mg (0. 00Smmole) ) F= iR
.48 (460mg (200 EF%) it —FRMmERETEFTAR (201)
PR AREA A (I1) (90%; 230mg (0.53mmole) ) . HiRAH

16
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W BRESRE SBCTHBEURAMAERBE THEI I, BATA
B, WRHEREHMENNFGEAMERERY, BERA LR TREE
B ARR R ode 2K B S 40 RIE R A b Ao 3k K 205 3K 45 80 U E 324 £
KABETR, ABREIZNFIHXEHRETY, KF0EEY
B HERANEH (HPLC) £ F, WHAIR (111) &5 =R % 97%,
'H-NMR(CDC1l,): & 0.75 (3H* 70/100, s), 0.98 (3H*
70/100, s), 0.78 (3H* 30/100, s), 1.00 (3H* 30/100, s),
1.15 (3K, s), 1.26-1.61 (7H, m), 1.98 (3H* 70/100, s), 2.00

(3H* 30/100, s), 2.44 (3H, s), 2.55 (3H, s), 2.57-3.06 (2H,
m), 3.62-3.68 (1H, m), 3.82-3.87 (1H, t, J=8Hz), 5.18-5.23
(1H, t, J=8Hz), 7.26-7.35 (4H, m), 7.66-7.73 (4H, m).

L4 9

Ts
| &‘\)\/\Cl Ts
Na,SO I ~
o NS0, w é(v\f "

4>
Na,CO, TBAI
H,0 am

FET, HA-FEXABR(2000g( 1. 05omole ) ). BABE4H( 145ng
(1.15mmole) . #XBR4H (122mg (1. 15mmole) F7K (1.5 ml ) E
BEEZY, FLEHRESOCE, BHERLYS I PN, RE, AR
HERETEORMBRESH T AT AL (3.69mg (0. 0Olmmole) )
FH—FFERAETE (1nl) PHHRLAEMY (11) &k (97. 6%
(RX/MMKX=94/6) ; 405mg (1. 0mmole) ) . b RAMHeyBEF
mE BBCHMIREYALBE FTHES. S I, REAZRE, BE
MRa B REINEF G R KER Y, BERA LB UBERER, KA
FA A6 Ao B B B4 K B R Ao bl fe 3k K b R AT A LB Fhvd KRB 42
TR, RERIBENFIREHRA Y. BFNGEHiEdHx
RABEE (HPLC) &, WAXR (I11) 4R34 93% (A X /MK
=94/6) .

17



02805728. 7 oM P FE13/16m

EH) 10

TsCl

Na,SO
Ts Nagcogl H20 Ts
OH PCls > 3 STs
TBAI
ty) (11D

FRT, =848 (1370g (1. Ommole) ) #MmE) N N-—FH
FEbE (0.5ml1) F RO AERBE FTHE 2.5 0. RE, &
LB TFTmABR (1) (RX/MWX=96/4; 377ng (1. 0mmole) ) FH3%
WRAHBE 1.5 M. RETRE, FREERAHBMEAKE,
BAERNCBRUBER, RAAMFERIARERFbi 8 Kk Ek
RO HMEF AR KARA TR, AEBREZENFINHAXJ/4H
(I1) (RX/BKX=94/6) &94 4.

R x-F K agBt &, (200mg (1. 05Smmole) ). FEALEE4H (145mg
(1.15mmole) . #XB&4H (122mg (1. 15mmole) #K (1.5 wml ) ¥
REKZEF, FLEHELE SOCE, BRSO I I, KE, AR
HEETARERSY P MARLY T R4 (3.69mg (0. 0lmmole) )
Hit—FEmERETE (Inl) FHERAEGLS (11) 5k (AKX
/MAXN=94/6) . ¥bRESHARE 88CH ASLEE THIE 5.5 8,
B TR, R BRADREIAF Y R K ERY, BEACT
BMOBER. Al RELAKBHFNEF AL KRBMH TR, A
IR BN TR R EBRE T, FHFR A %8 5 0RMEE#
(HPLC) R, KB (1) B\ AAAsTEY (111) & =K% 92%
(RX/MX=94/6) .
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02805728. 7 oM P FE14/16m

EE X+ X IR

Ts Ts Ts
| Ts + B'\/l\"\o;\c — Wom
(ny (V) v

&M DMF (6ml) FoSibsh (60%h BiFR) ERAHE 0
THE 20 HFRFHPAFAERASTAEY (111) (190ng (0. 37mmole )
# DMF (3ml) &, BEHLRAOHHERANEE 20 4. REA
WERTAE S SHABRAKRAEXRLY (IV) (96%, 88mg
(0.41lmmole) #) DMF (3ml) #F%k. #FEEFTRFF R BOHBLIE 3
P, RETRE, FHRERASHMEIAIG R RAERKER T,
FRUBRIBER, RAABFERAMKERFOR L KELESE
MANEF AR KABRETIR, RBRIENFE dRE =4, %47
Bleddm il R EE (HPLC) 8, —BAT4AH (V) R
# 94.8%.

AN \OAC__> l\\\\OAc
V) v

¥ —BAA5TAE 4 (V) (256mg (0. 4mmole) ) EMATE T (4 BAT
(300ppm) ; 2ml) . Fedm N\ 95U FAAL4 (240mg (4mmole) ) . F
A% (7Tmg (0.2mmole) ¥R = ZH R4 (4mg (0. 02omole) , 42
FAEICHIF 18 M. REZRE, MEIAMBAEK, A L8R TE
EROLRAY ., RAR KAt Fr 3 Kok R 15 5 09 8 HUE F A KK BRBR
TR, RBRIBMNEFOEHREN LS., FoEFaag
B8R A 7ok LB HPLC R 047, ML BEELBRE: (VI) &
JFEA 9L, 3%,
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02805728. 7 oM P ZE15/156m

T iE A

BAEA, WARXPRSTEY (3) TUAMABEELASLY (1) &t
RN T EBREASE. RHEFTER I L EHFGFR, BA
TR R et dh, Hob, MEFDHTUGHEAREN, kL
KRGFET, CREFEEZH T PdBAA ek,
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