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(100g, 100g, 160g)TPfFaAALPHSb —
6.5, PRFHARAPAPREARRA TR mIE KLY
10O0CLBEMEAKAPAP, HEAH9IT-104CRH0 -
3psigEhTREFWBEFEHBRUSELEATRIETBH
HMC600mli. 348ml. 315ml1). TEAKAE
(250m1l. 222ml. 265ml)eytHEHS. THRIE
TEtmEkMasEE, PEETEME -4 —HAPBERR
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Fo MITBNRBHARRKRAAHIAL10C, FAMEH
APAPES®. HRELRZNWAPAPHRC PO E#—Fi#t
TR, ERpk-13HT,

LT 2 2
HEAREHGY, e —HAPHEL-ZFBARMIELSRY
APAP, 48 IN%E RNREAYTARITIEER, AAE, U

KBy KA R =R S5 — BP0 B Ao

Nz EHANELAIREAHFHELT. BTHEC5m1)
WANBE RO RME=ZFEETHRCS . 14g)F, AAH25
CTRTATHRENENRSGHI 0404, MEHEMALH ( 4
ml), $%F 25 CARATHAARPHFNRSY 3 004
i, BIARE23EMR. MAFALHE, MR ERAATK
#25CHREH2 4/, FURHEESIK, £0—25CHHK
EYWART AR EHNTH. BABNAL LSRRG Y (1
S.C.Eyley,R.G.Giles, and H.
Heaney, Tetrahedron Letters, Vol .26,
M38,p-4649, 19858kAhkthd. 96 gtymEM
BMN-FELHRE) ARAAATHZEETRE (30m 1 ) FHE
FUREAT T g EHSRAFIRS Y.

RERK48 004, BURAMBEN-FRLHINHENTRIE
TEsBlw. ANKERMEAN>E 154, mABREEY
4 -HAPM (200 .0g) ) BRETE(AH430m]1 )
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BIFAY. AR mECTE, ERESSEETHERIZNLER
MiR&Y, HEHCBETHREKAI OmmHeg AELTHE
My BimFFRTAH48C, FH30mI LBRETEHMEAREN
BEERECAPUBHBFRANANFEERNBREGHN. HRM
WAEMWEANEIOC, AAH30CEImmHgAENT,
B E RN RAHE, ZEHA4275ml ZRET 8%
Fa

KA CL . 0L) WERTH MRS RMNFHETBRIET B
H, EAH 25 CHBEHFAFGRESY, AT M2 5wt BHE
SAAIKBER 10 g MLk T TARERCT 07) Fp i
HPHE A6, TAH24CHEAAH10—-20mmHgAEN
T, FUAAEE LS K3 dhah 0 K SE R L M Ao 5 6 JUSE 2 RORE 7= 4 o
WHEREHAENIRET . REE-KAERATHHFYHEE
BRI I EKY 8 3 CHERIEE KRN %4 B /o
i di ks i f A2 5 Cot, BELHBHAPADP. L
T APAPMAAKES R PER AACS5C, 200m1 )ik
#, REEKRH0 . 05 mmHg AENTTH, UREGEHE
APAP. Rk~ 137,

LwF1 23
WA SHEN-—FRXLHAL SR O AAMEN—F XTI
HEEINEEEHRCATETERMNL 2 2HAPAP 6K
NEeEEHMERANEATIESY, EEAAT At Lk
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BAWEELT. RAEMNEKCS . 10g) RREFXRAC3S5
ml ) WRAWERRATHNI 004y, HiEAkBAAH, 4
SAERAATABAIREY, AA1 004 BATHK
(2.65ml ). ERERFKBANTHREFENBLERZTH
16/, HEFEO - 25 CAZEXRBELANRERA. BN
WHEEEAKREZ (R .Fuks, Tetrahedron,vol. 29
(1973)>,P.2150, BhkH14.07 gEAR
UEN-—FHECHEGHE) EFEAATHZRETE (30m1)
FEEH W AMEN T % FHE 1 AR A4

RAKAS T ENEBSEN-—RFRELHINRSGIRET
BT REANTERMNELN, 21 SmANFHIFHN 4 —
HAPKH (200 .0g)WZRRIETAM (KA 450m] )&%
. AmEAFIE, ERAESEAEFG TR N E R NRE
Yy, HEHCEETREARSY 2 5mmH g AR THERmiER
FTR%H43-50C, REAKAZO0OCRIOmmHgAENT
BWHABANTEEZRNRAY PR EKRS2T5m] ZHRIETEE
Flo

¥AC1.OL) wELTHNKERMHHTRIET B
b, £25 CHREFBHELY, HERIAM2 5wt AR
fethkism (23 - 1g)MPREKRKHYPHG . 5. £AH29
C, 54mmHgAEH#36C, 36mmHgAEANLNT,
HIEHEE LA A AR oA Fo 589 TS % KB =M 8
H, REHANIRIETR. MERE]1 a t mALTR¥ENFHNR
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WA, AW PRAY O CLUFERARN RN xoE

o MR KERANEIC, HHETHHAPAPELES. A
KEFRAPIEBELEDZHAPAP, AA1200m1 ) k%, &
FEKXKA0 . 0 5mmHgAELT T, UEEEHAAPAP
SRk~ 13 7T

LA 2 4

HEAREBEY, 4 —HAPHETFE -ZRNEAMLIESE DY
APAP, £8H I E RNREWE A TitR. Rk i,
W3tk &R AR /G — 0 BRE A

KA —2 R AmAREB0CTHL-—HAP (200
g, BERAZC1 27 . 2g)RKkC382m ) HRAEY P,
WABAHMCE6 1 g)kK(244m] ) aEM. FBHREGHH
HHmMHE KA1 00 CAEREANL 5 ntbe MEMANTHRET
BECHT720ml ). WHYS G, iLH8y, REERYHTE
ETESEKGEAEHRADARAZ 2108 RR B KH
By, TERE 4 —HAPFEHZRETRERTHE Y, LHE
TRty K 48,

Bl BETEE(480ml)E4—-—HAPK/ LBHRIETH
BT, Ao TR FEETRAFOREGY. HW4-HAPK
SIUBETHESWERAR. KAS55—-65CRA480
mmHg AEA TR, Bt HDean stark 4 %85 BlK A
AR EAAS 0 gk, AZEERABEAFERLITHELSE
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MoK, )G, BEIEAA 8 0mmH g AEf T8y ¥ &4 5% 5
4 -—HAPH/ZHRETEHRESHHIF THRBTHR. YKH
7T20m I ZERETEE Y — 2k ETEN, XFHRARNE
B4 65 CABEHKATSC, REwmudF (K40 . 4g)
TR R AARAY, ZRARERET A TR 4 -HAP
J5t B IET B R A o

HiG, KAASOA4m4 —HAPHWLBIFETERSY T
s 1 505wt R TU3E B R 1§ 16 ] 6 w9 FLaNBR N — W 28 20570 3k
(5.5 g)HCRETER(KA50m 1 ) &EFHE. RnfEiH
W, ERMBEZRENTRYEINZERNRESGY, HEBTLRIET
FEEERAIOmmHg AJENTHE G WiEETAKA48C, HE
WHANNFEERNBAWHAL425C, REMK. KA500
ml . K425 CHHHBNEESY, HEEAFM2 5wt
% B LM KER PR AAPHG6, KREmMBE#ENT fo)E0
MF B R BN AR CHAKA) EAH 24 CRAY
10—-20mmHgAEATUAAKEHWA R xoMERTY
CBRIET &8 1 BTy fn )5 MUog & R BL 7= 4 it o imAK,
HARLERR RN ASEREE 1 . 0L, HEwEiEr1 2 2
PR BITAPAP FHHEEREE ], 2MLRIETEEHH
FAERE T — o

EHEF1 25
FEEEF L 2 4ATHAPAPAS RN TRE. £ H
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Dean stark 4% BT BHE 2 EHEXKER E2om | THRIE
T2t 4 —HAPBHRLERETERARAYT MANFEX
(2.00g). EAPAPEEEL BN, NIRRT HH
ok EFIGE AL IER TR EE X
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—118M%, B “ERA"HHEHAP A PELFIEMNEARTHR
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Celite JBGFHIHIHE. M EBIERBER LRATHAER -1,
£-128F—1 3 AMAANABFER~ Y. BRHA—FHE
H R WA AT R I AR FIR AN, SERA P A PEREE
g~ 2K%E— 1 3HFRMHAPAP " « kP TEERY
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% !

Lirfirg 1 2 3 4 5 6 7 8 9 10 i1 12
4-HAP B ib e on (%) 99.44  9B.94 99.51 97.56 97.22 98.984 99.64 99.24 97.18  99.49  98.94 92.48
T e S0

98.52 98.98 9%.01 98.78 9B.97 97.95 97.52 97,21 83.75 9€.01  96.81 96.09

ABAF 1.12 0.61 0.54 0.66 6.22 1.85 2.03 2.09 3.19 1.711 2.3 3.21

A-HAD 0.36 0.41 0.46 0.56 0.8 0.19 0.45 0.70 13.06' 0.29 0.84 0.69
Efage™m

o 55 APAP 3 (%) 75.75 75.91 79.94  73.66 75.10  56.03 54.00
B WAPAP ¢ 45

4-HAP (wt A) 0.009 0.015 0.020 0.017 0.000  0.002 0.000

4-HAP Oxime (wt ) 0.001 0.000 0.000  0.000 0.000  0.000 0.000

B (9ty) 0.015 0.060 0.620  0.147 0.015 0.042 0.013

B & 0.011 0.038 0.008  G.030 0.025 0.048 0.053

LI & { IS VARY PRS-

TR -HEEE
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mEREE 13 14 15 16 17 18 19 20 21 22 23
. socl s0Cl socl socl -8 % r  CHySO,Cl CH.S0,Cl  CHy50,Cl CF{S0,Cl CFy50,H
i s 1.3 ot 0.11 WL 0.9 0.7 &  HEE BREE T30 TTa  ©09AL aba 3%
4.9 g 3.0g C1S0,H
1.27g
m ) 53 S0 51 51 50 50 51 48 51 67 70
718 (@in) 25 37 as 35 60 60 130 40 78 134 90
mw%m;u 99.2 98.2 89.0 59.3 93.5 95.9 96.3 94.7 82.2 94.2 12.8
) #® (5 95.4 95.9 90.9 85.6 95.9 77.2 84.3 86.4
BE (%) A
APAP 98.9 98.9 98.8 96.8 98.0 98.8 97.9 98.7
MHBA 0.077 0.049 0.050 0.07% 0.120 0.025 0.040 0.131
FE (%)
APAP 93.7 93.2 80.0 49.1 88.1 93.1 90.6 72.2 67.9 80.4 9.7
MHBA 0.073 0.046 0.040 ©.038 0.052 0.061 0.111 0.018 0.028 0.107 0.005
MEMmER:
E (%) 87.6 87.6 73.2 39.6 79.9 85.6 74.0 2.1
MHBA (ppa) 296 186 39 0 67 107 151 50 26 897 22
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LEprEe 84 as 86 87

DMF DMF DMF DMF

&&‘ﬂﬁ% 1.94 mL 1.9 mL 3.0 mL 1.9 ml

cCl,.cocl CC].}OOCI CCIBCOCI Clco CC13

2.53 ml, 2.2 g 3.4 mL 1.2 mi,

BE (°¢) 50 70 70 50

M ME (min) 36 30 60 60

FBRAE (%) 91.0 93.0 99.6 & 3
R (%)

APAP 85.0 86.0 95.3 91.7

MHBA 0.004 a.010 G.048 0.010
MENE>

mE (Y 70.5 71.6 85.5 92.0

MHER (ppa)} 10 31 90 69
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