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5. HBRAEEK 37k, ARELETIHX I Araembir, X
FR, RRRTES—ANAZEEARPE,

6. MAERFEK 5 G5 E, RFIEE TR AEBREAN/IRE.

7. RERAEK 5 5k, AHEETRFR—REAFTEEL, B
R'EBEA.

8. WMEHAEEKTHFE ERELETR ASBE.

9. ﬁ%ﬂﬂ%*zﬁfé~ﬁ%ﬂﬁ%&l%T%%A%m34E%ﬁ
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10.  HEBEBRANEZK 1-9 PE—RAGT*, AR ELETRECRCETA
Vilsmeier XM#TRHE.

1. HRERAZR 19 FPE—AGT*k ARELETZE TR PR
F A POCL,, EBEAIALRIEBAER Vilsneier KA.



# i +

HERIRALTEHG T &

AXPFAEMERBRR-(1a,3a,4a,5B) 1-(1,3,4,5-w&%
FOEER) BRMENTEHMNEFER[R-(3a,4a,5p ) 1-(3,4,5-
ZRA-1-FOHE-1-B&) AL EHGT %,

EEABRY, REBRAEGAERR XA Lo4, TRRED
kb 7k AT TR B (Fld4e) POCL, 548 5 654 R 8 AT 4 4 BLK %14,
( Bestmann, H. J. ¥, B A5 (Angew. Chemie) 83, 329[1971]; Snyder,
C. D.%, £B4t%¥4% (J. An. Chem. Soc. ) 95, 7821[1973]; GreweR.
%, {L34R%E (Chem. Ber.) 98, 104[1965]) HHE AR T A S0,Cl,
BAH & ( EX F 45 Snyder; WO 98/07685).

MAERAEF AR, %A CICH=N' (CH,) ,CI" (Vilsmeier &XH#l)
A BLAR, ARAGERAFREZHTRAARA. IHARREFHE
BAEES, e, TRE 50: 1 90BA, s THERSZEFHET
vl & %) 100 1.

B, REABFRAEAERBARMMEDHEFERR AT AT
{# B Vilsmeier X7

B, KEWEFEMEA Vilsmeier EHMNBESRBRALITEDE
FABEFERERERG T, RELFTEAEE T AR T K.

ERBEITEY ORISR 1-EREZII A LARELEH
FRANBH TERGHANLY, LEARREAAREYBEER/X=
AREEETEY —ARUBEPHIXALGERBITEN A LS
&, wREIZHARAGELERGEY, FRAECMNTALSANHAAR XK FH
BYEEY, REERAR—AL2-ZBEFERY. S 463 F 440
A EAETAR 1, - B EARY, 5R SERAZARARKY,
REFTAARAGERY EREPY.

AXAERG—ABARGEEFEY, BA Vilsneier FEF|HT X4
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FSHBARAEFE (K L2-—BEFE) ZARaLEHE
BEMEGROERARRAZ MG FHELE (Bld) “ARALF T
£ 37 % ( Protective Groups in Organic Chemistry)”, Theodora W. Greene
% ( John Wiley & Sons, Inc., &%, 1991) K “¥ IR (Protecting
Groups)”, Philip J. Kocienski ( Georg Thieme Verlag Stuttgart,
@y, 1994).

BEEAZAELGBIERY. EXHFAT, RREZELA 112 4
BRFERE, 2-12 ARRETFHHER 2-12 MRBRTHRE, £F-4
Frikegbe . WA R AT 0-3 AME (Flde) WO 98/07685 & 3L
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MARTBK, EFAGERRPEARZLL 16 AMEETFHEL. 2-6
AMERTHIHER 2-6 ARRTFHRE, ET—ARE HEX kLY
STVABE 0-3 AN L& WO # 8 SUB A B AT, 28 — iy & R 23k
02 MELEWO FEXGAAMBRGEA 1-8ABRFHRL Fio
BERGRARLA 1. 2. 3. 4. 5. 6. TASABRFHRE BEAH
ABRPEREVA A -BAK 2-A4.

REHEERVRIBGHXMERY. B, RN RARBARPA
A, Bl PRE RRAFTE. ThA BRKZE. FE BRFARZREK
Pttt R Z A P, BSOS LH LI PERE, LVRAVERE,
LEE, FAUEE, A 0LEE, —fLEE —ALRE TELC
BB, KTERE, RREFPREEARE. PHEE TASRER
L ¥ 13 |

B L,2-BHEPETHRENL Greene B EHEF TR I WO
98/07685, € AFEA MK KR ERAHERENR (M, EFHL, TH,
I-BTARCE, -XEPZHE. (4-FEEL) BTE. 2,2,2-24F
A, BRREA ERAREA BROE BREE BFR HPEL
E¥E, 2,4-—FEABFHL 34-—VWAAPFL, 2-MATFE)
FRREE (Fp, TARTEA ZAEFEA —VFERAZFR. 1-7
BARLE I-CAABLE 1L, 2-—FPRAFLA, o-FELEX X)),
FEREST 2 (Hlde, —RTAEFHEEL), RKERE, REME
By, AMER LES (ethyl boronate) F# 8 ¥ & ( phenyl boronate). 4%
ey |, 2-—BRPEIERE, AARBAA I 6 ABRETFHERE, &
it T A A

BARR—AEEG AR ERTER, ¥X 1 HFTHLeBhmK,
EFREZAIKE AR RPPRELA KRR RPRFEV—AZE
EGPA ARG EIREAS/EBRL XA RFR—REF-AER
A ARFR-REAF-AEREFAREZ-ABL AR E-ANEB
A, AARRZCA RARIAEFAREAFAR ZFHERL,

RGP AF FOEEFTRIKY 100C2 N, A&EHENTA
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Vilsmeier XA &b A R X LA EHIUADE, K FE4E68REEMNK
HMERFREN, PLBOIRIA-FEAPSE (DMF), REREHR
it 50-100C, #4Ei#k 50-80C. R ALEBTEHER, HKAERA LR
Aty 81K, Vilsmeier EA R A wilsy & o, FATULIARE.
5 —7 @, TlfE DMF F A POCLl,. FBEAXAR R AES & Vilsemier
EH. EE—FHHEAF, BERBRIXATEDHED THEREEE (&K
# 1.1-1.5 ¥) #5 POCl,, ¥BARALEREAEKRY 1 1H. Ak
B R RAWEKXY T0C Fm Lo, wREAX T HFRGRLE BRA,
HALLEERREFEN Vilsneier KA EREXRE A e T BRI TF
ja] Ak A4

I

L R-RUEG 2 LR L.

Eit—Fm#E T0CH, FREALSHEL DMF &8 545 A 4Lk
MENEERISTAEY, ETRRERAWE, TOMER AR T A
A fothy 7 R AT 4 B AR

rE VRS GASKENAEFIBESSRBITES, LT
BREEZ TR, XA PEREELAY —AERTE., R
AEZX T reRELSY, FA2GXTAFELSHERER T XA
FHLe-H
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A ¥ RI-R4 4 ZSLFE, ort

BETREGE (FERBTAEY) PHEGELARPFEAPERLK
BEFHEASGELEREEHN, REATARBELREHE, FIEARPY
RFTBPOFRER. BHALELHANA LS AR EREZTRFE G
BARGXT A THRESTFEDHETARRAG AT AY, EZKH
By HEAAR 697 7.

AT YR @, FERALFTEDR SRS A AL
Y, He 522 HiEMAA S8 a4k (414 WO 96/26933 F= WO 98/07685 ).

T oo RS ETREPGHE P E MmO RE, o RE AT
M.

LA 1

E—AFRFARAFTEIHORELEE T, W 61. 4g B &4L5) Vilsmeier
E A (480mmol, 1.2 H¥) EFH#HA 1120l LERLET. AERTH
A 135.3g 1-F A3 4P FH AL --FREELA-KORER T
(=3, 4 EFAE-S5-FHHEEX-F LK GE; 400mmol, 1.0 %¥) & 458ml
LELETHER. AFHRSIMRE T0-TSCHEREL R (XY
3 E). E£ANEA 330.5g AEALAKER (28%) F= 460g RAEZ BB
A, RBEREARRKEEANE. SHOKRERALRLIERFR, KE
BERBESFOANWE B AR TESS. A3 7og (59%) 3,4~
3 FHA-S-FHABA-FERTE, B.E 103TC.

LA 2

A—AFRFAMEAFRIGEAEZS Y, 5 80.0g 45 3,4-FFmk-
S-PEEBt A SR8 OB (236mol, 1.0 %) & T 320ml —FRATPEE
(DMF) F. AFH T 47.1g =& A4 (POCl; 307mmol, 1.3 H&).
BETREFMAFTOEFTER 60 54, REhi#k%E 6063 CAEREE
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X (KR# 6 8). £4HER 480nl R THRPEE (TBME). 120m] =&
¥ 500ml 2.5N 69 SEALARERGRASMERE TS, & pH {4H
FEFH. A TBE F_AFROREHERKE ARRIMP KL
S ANE. BEREAIE T A2 TBVE F 4 & & k. 73] 42¢
(55%) 3,4-FFok-5-Faistt-F ¥R LE, 1.5 103C.
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