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R n=2,3 &K 5.

MIERL PG F — ARk G E, R RT3 2B AKX,
KA EBE, RETUA B EFRAREGKERE, @ R*, RTABLES b
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(3, SRERFTEERL) 2-FE-AR.

BEBRE (FBa) E—FRREWR T HAT, Hlle_L8, OR%W,
ZRE, —TRARERUGHR, [AREPFELEENH T X T
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AKET0%, ATHELEEZ) 9T%e90TXA I 48,

BEMEAE (FHR L) BIFASEEE-20C~60C, LFEEL 10C~
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MANBRRATHTEENMRERLEYN. RALENBRRES>TXA
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TRFAI~10BRYEE, LAR2~SERLE.

BEBALAG—ARERETER, ATERD TSRS T K,
B35 SERLEE (AAstaFXY IXKEE), mAFEFEH 0.1~1 FREY
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Jith, ERCEBFTELRE w2 FX I K, A& 6T
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E1~30%88E T, RIFE 1~15%, mstZREfaxtyTX 1 s
Wk R EE XA,

CREBEAGLIRY, CRRBEFKEMR AT, AHTRLHE
IX THRALEGHE, EXAEEFF, T8 X E—RAKCOEST
ANBEH . BfK (REER) RSHT. RRAKAEBEERER
LT, B, FEAAYGTRTUAAFLABRAHNIEFREAHORLET
AEPHF—F AR —FEOEATEETRGNELITFXAH 11 &
Aahe ik, ZETROAERSTX 9L hEAAh A GB N (Bt
FARBLE), ¥EEEH 5T I BB A4 RSTFX 11 b,
E95FXI S HTABLAT FREF:
a) ¥ H-F X VII B RTENSHE S TFAVIII A ARLS TN IX Y

o, VAR

b) s+ F R IX P iTERMR A, GREFHTFXN ] H4ad .

AERGFTERFTERA THEEA BT ERGLESH 2-(3, 5=
T - L) -N-FHR-N - (6-"Lobk—4-X—4-4p-F X E-beg-3-X)-F T
BLEER 2- (3, - AT X - XK ) -N-F A -N-Q-"Dokk—4-FK-4-48-F X
X —Fw-5-%)-F T Bk,

Bit gk H], TEABERALAGRLEERTE.

EZ. B\
AR -G, - RERTAREL) -A-2-B

EEATH 16.10g (0. 659mol ) &94£/5 A= 150g (0. 507mol) &y 3, 5-
E R A RAHE 450n] 28T F 33CAE 1.5 I, REA 16~22
C. BHE44TFiA 56.0ml (0. 763mol) AEA/100ml —Z8ER., EXY
200C F£id 1.5 DG4 110ml 25 % 69 RALEBRBMAR B REY, BB
HEFRE 1 e, AR TRANA, RERLFRAT 35C. 10 £
B R T TR, #14F 136.96g 49 2- (3, 5-R =M FE-XX)-R/-2-8,
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RFBEAARECESIECREA 99. 2% 9. RFXEHEK, BEH59-60TC.

LA 2
KA 2- (3, S-MERMFEEE) -2-FE-AK

AEATH 25m] =K F5. 22.30m1 (0.25mol ) = R FIAABIAR
0. 45ml (25mmol) KAuN 185ml RFMHF AR L E. FHFHLER L BZHA 30
Be—FiLBt e A, REE 20C. BHELEGTT S0 54 AAFRMA
14.13g (50mmol) 2-(3, 5-M=Z A F & - XX)-R-2-8/350] —RF&KE
*, BREBHRERSW 2 I, ZEHRHERRBRE, EXBGEF
A 13.2g EEAL4/130m] KERIAE —ABR L RAY. REAVAR, FA
—RFEkin., 28 E, £8-12C. BHAM4 T 35n136. 5%
BMIEE AKX, AR TRERGLBIHGBERAR, ZRABRHTR
B, BEAIAR, WEARBEAWETE., WECATLRGTTR. 254
14.98g 85 2- (3, 5-N=ZRFEEXL) -2-FTEL-AK, ZBMERE, BE
$ 105.5-107C, #HigHBORMEH (HPLC) S HLEH 99.0%.

K361 3
FamKe & 2-G, - R ERFERD) -2-FL-AR

AEAPH 250m] —KFHf 218, Sml (2. 45mol) = R F AR BL AN 2
AREREERLBR. FHELAELBHA 30 e.—fMENEME, X
JGAE 20C . BEFFHT T 50 24F A RAvA 136. 7g (0. 49mol) &9 2-(3, 5-
RERFR-FR)-F-2-8/350m] —RFREA, FRERIELRESY
2 hBt. FIRMAKES 2 ARG EF X2 L BBRAAKIE RF—FILR
4, LR E BXMRRWIFE 55C. 10 ECEHTTRERE., 25
4 138.31g 49 2- (3, 5-REZMFTEERK) -2-FR-AM, RFEHK, &
& 106-106. 5C, ARIEFHBAEADE# (HPLC) HATELE N 98%.
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L] 4.1-4. 6
A1 P TAMIEMEAS 2 (oK) XE#H 3 (RmK) #ITFR
&1
KA | —RFR (CHCL)| SM | HKE>Y | K | %*% | %4F
5 8 % F (ml) (8 | @m) | @) | (5%L) | HPLC)
4.1 37 2.7 4.5 | 0.1 96 98
4,27 37 2.7 2.7 | 0.1 53 n. d.
4.3 60 14.1 | 22.3 | & 94 97
4. 4 650 50 | 79.2 | & 96 97
4,5 32 2.7 | 1.4° | & 69 97
4.6° 32 2.7 | 2.3° | & 86 98

USM: 2-(3, 5-MEZRTF A - ER)-H-2-8
VEFTA LA T BT CRLSOH, BT £E4) 4.5, Hobskag 2 FSOH.
“P=50 B.—E LB

“ERBL/SM W9 BRI 2. 5.
TEREL/SM BRI R 3. 0. RIS ik 3B, % R G AR EER R,

n.d L TRAZ.
EHH 5. 1-5.3

A 2 AR RE S R WT RS 3 (RAmK) #AT
B A,
iza)
FHAH | R FHR(CHCL)| SM |SM&4 [CFSOH| % *% | %4F
A5 | #9&F (nl) (g | GO | @) | (4&&E) | HPLO)
5.1 56 10.7| 77 17. 6 87 96
5.2 35 8.0 | 86 13.0 85 96

a) SM: 2-(3,5-M=R|FE - XL -%®-2-8

15
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| % 36451 6
8) A m2-(3,5-RZAFE - XL -2-FR-ABE

A 0.75m1 N, N- —F X F®A (DMF) A £ T4 15. 0g (S0mmol) 2-(3, 5-
BRERFTE-FL-2-FE-RMEMRT 127, Snl —KFHF . wAS8. T6ml
(2 4F) ToBR, 4.5 MG, BAFEELZTRKS. A 9l
FE, AREALGUEFTGER, ZEEHATT RS 16,25 (2
¥F) -G, 5-RERKTFE-FEP)-2-FE-A%K, EREHRYE, KRB
BB RARCHESATHE S 86%.

A A3 NMR (250MHz, CDC1,): 7.86 (brs,1H); 7.77 (brs, 2H, 30,0 );

1.77(s, 6H, 2CH,).

b) & 2- (3, S-ME KT & - X&) N-[4-[ Q-K-ER) ~6-Tok—4-K ok
R-3-R]-N-FR-F T8

AS5.5ml( 1.4 BF)=THRAALTIS. 562 (28. Immol) [4- 2-F-% %) -6~
Gopk—4-R-t R -3-K]-FR-BREMRT S0nl H—_RFRF, BLAHE O
CT. BN 10.8g (1.05 58) 2-3, 5-N=ZFFA-EL)-2-FR-%
BaE (F%a) /10ml —RFEER, 20606, oA 80nl K, HIE 154
)5, #ATARSE, A4 80nl 49 =R FRERKA, A 80ml K, 80ml
258 F A4 (NaOH) Kz, 80ml /KA 80ml S%EKBE £.44 (NaHCO,) KB R F
HAHHANERY, FAHNBM (Na,S0,) TR, HAAERETRE., £
—20CFA 40ml 2-%8 e 20ml ZEEF4Et 14. 28 (86% ) #9 2-(3, 5-
RERTE - FL) -N-[4-[Q-R-FR) -6-Bok—4- K -nboz-3-K] -N-F
A-FTEE, ZXHEHK, BEH 134.4-135.5C,

EHH] 7.1-7. 4
KB T7.1-7.4 (£ 3) AR SGRIEH R EMERS] 2 HATR A .
Wit F R KRR A Fota L 6 B R — LEE R b AT R A 4

16
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HEHBEALR X IF. i P.Knochel et al, Angew. Chem. Int. Ed.
1998, 37,1701 4| & KK 7.4 F 4555,
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