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AT, ME, Ry AAR-ORys. ESATEHFEF, Rys HE. AR
Gk, ik, Rys HEARMLA, A—%EZHhFEF, R415 75%135&‘?}? m
H, R¢AAR-OR;s,. EELEEI&EFEH—F, Ry, AA. FHR. TA.
AL TAL RA. TEARRE, RERARTHE. i), R427@él\ A
WAk, FARRE., EFSEILEREFTEY, R. Rs. RyFRzAHE

9 R3Sk
o BFLRAE 1 BFiE, 85 F X, 700 4979 & 55k A VA T 44
R,
T
Ra Ry2 Ris
Rs O N/R17
R6
Ry
700

re
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R, A= Ry JE 2 A A B, AR ER-OR,

Ry A A B BRAKEL. 8FR-ORy;

Ry A&, B, BAREELAR-OR;y;

Ry A& B, BARABRE, BER-OR,y;

RsFn Re AR sk 20, AR, BRARAIEE K -ORs ;5

R A A BA, BROEEA. §ER-ORp;

Rz A4, BA. BARGEIE. KER-ORsy;

Ry A 2RBLE

Ry A& BARBARAEL;

Ry A A0 1BA. -C(O)Ry12. -C(O)NHR;13 -SO5R 145

Roize Rops A7 Rypy 1R 230 4 2 A IR J2 A5

Ry A A B, -C(O)R;. -C(O)NHR; 3 K -SO2R;314;

Riizs Ryps 7 Rypg 22 230 04 12 R R A9 12 2K

Ry A A BB, -C(ORyz. -C(O)NHRy3 K -SO,R4y4;

Ryize Ryps A7 Rypg 1532 4 4 13 A IR 69 12 2

Rs;p A 20 BARRBARE 12K

Ry A A BASBReGREL;,

HF R, Ry AR, FEV—ANAHEE, LRy, Ry R, T EV —/
#-0OC(0O)Ry15. -OC(O)NHR;, 5 3-OSO,R,14.

E S E#FEFY, FEWAFEHREMNME TN 701, L+ R,. R,.
R;. R4v Rsv Rev Ry Rppv Ryzv Ry Ropiy Raiss Rauis Rsny Rippe Ry
Riies Ry Ryzs Rypsy Ryss Rspi#e Ryp $o b2 X 700 —HHATE L L F
Ry Ry Ry F £V —/~#-0OC(0)Ry13- -OC(O)NHR; 13- -OSO,R 514+ -OC(O)R 35+
-OC(O)NHR;3+ -OSO,R314+ -OC(O)R412+ -OC(O)NHR,;3 3 -OSO,R414; EL Ry
AR T A, HHE Ry RATFA.

F—® TG RF, HR@EAFBmeEmiaE X702, £+ R Ry
R;. R4v Rsv Rgv R7v Ripv Risv Rypis Rapy Raiy Roiss Rass Raps Ry
Ri;sv Ryge Rypny Rypsy Rapgs Ry 7 Rypy 2o Exd X 700 — #4723, H
Ry Ry Ry F £V — A A-OC(0O)R;12--OC(O)NHR, 5. -OSO;R 314+ -OC(O)R3:5+
-OC(O)NHR;3. -OSO,R;314+ -OC(O)R415. -OC(O)NHRy; 2-OSOsR,14; F Rypn
AR, HM R Ry RAKRK,

17
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AERTEARFEF, FAWAF oML T X 703, £+ R,. R,
R;. R4v Rsv Rgv Ryv Rizv Risv Ry Rops Rozy Rassy Raigs Rapy Ry
Rsi3v Rigs Ry Ryise Ry Ry A@ Rlzlﬁ"«b‘d—ﬂ 700 —HFHATE L, HF
R, Ry 3 Ry F £V —A 4 -0OC(O)Ry12+ -OC(O)NHR 3. -OSO,R 14+ -OC(O)R3)5»
-OC(O)NHRj; 3. -OSO,R;314+ -OC(O)R415+ -OC(O)NHRy;3 2-OSO,R414; E- Rypn
AR T A, FHFR Ry, RAFTARE,

Bk RHFEY, FEAGAFEHREMIEEL T X 704, £+ Ri. Ry
R3iv Ryiv Rso Ry Ry Riov Risv Ry Rops Ry Roigs Raps Rsppy Rypse
Ryis Rane Razs Ruise Ryigs Rsip#7 Ry %o £34 X 800 —#F AT L, HA
T Riv Ry Ry Ry HEVZ—AFL,

RE R, AL B BARGBREA. §FX-ORy,, BE—LSHHEHET
£F, Ry HAR-OR,y. AXEEHFEHG—EF, Ry HEA. KA. FHA
-C(O)Ry12+ -C(O)NHRy3 K -SO,Ry 4. i3, Ry A A I K-C(O)R,12;
Hf Ry A ARF A, LW, Ry H-C(ORyn HP R AFHEA. T
AoRA.TARE DEARFR, A—SZHEHRFETF, Ry H-C(ORy,,
AP Ry AT AA. TA. RARTE,

£ty RE Ry AA BA BARAEEAR-OR;, A—EZkFET,
R; 4 A -ORy) . AX E L35 R —2F , Ry, A A A F A -C(OR;),.
-C(O)NHR; ;3 §L-SOZR314° ik He, R3115!7}é;‘k\ *}“i%ﬁ-C(O)an, ;d:-‘:':’ R312?5
WARTA, EMLH, Ry A-C(OR3, EF Ry FE. TH. AL
TR, RA. TEARRE, A2 SIS EF, Ry H-COR;,, HF
Rip ATK, mA. TA, RAKTE,

4o EFTIR, Ry AA. B, RAMBEA. NEN-ORy, £—&FEkF
£F, Ry AHAR-ORy. X FE_FEH—2F, Ry HA. k. FA,
'C(O)R412~ 'C(O)NHR413EX'SOZR4]4° Rk 3, R411ﬁ17§<’1\ %%EESL-C(O)RMZ,
A Ryp AWMARFT R, EMHikH, Ry H-CORyy HF Ry AT, &
AL T RARTA.

mE, ReHE. B, BAREGBRIAR-ORsy, E—EFEHEFET, R¢ A
AKX -ORs)). FAXERETREG—EF, Roy AL WAEARFE, Rk,
Rsp AE. FA. A, mA. THA KA TAEREKE, EHATA.

4o F PR, Rp A&, BA. BREGBELA. HER-ORy, £—LEHES

18
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£4, RpAHE. ik WA FA FRARDE. Kk, RpAHA. K
A HARA. TAXRKE.

EH% S E#RFTEF, R. Rs. Ry Ry A A

Bz, MRkt T FE AAETF X 700, 701, 702 F= 703 #9¥9 2 SAE%,
b R, HEAH-ORyys EF Ropp A A HER-C(O)R,n, HF Rypy AIAEK
FHFEF, Ry HAR-OR; . ESHHAFZRFTESY, Ry AA. KA.
3K R -C(O)Rsp, HHik¥, Ryy AL KAR-COR;n, HF Ry HRENR
A, EXETRTEN LT, Ry ATE. AEA. TA. RARXTE.
i EL, Ry A 8 —ORyy . £ S FF E3e 5, Ry A A A FAR-C(O)Ry,
ik H, Ry A HAEI-CORy, L Ry ABARFTA, £k Eik
FEF, Ryp AFA. A, A, THA, RA. TEIFKE, FHRpH
LA RA. THA, RAXRTHE., mE, R A R-ORs; . EXEFTHFE
pg—sed, Ry AL TR LA AEA. THA ORA TASRFL, ik
WA, o, Rp AR, A HRA FARRE., AFSILEERFTE
¥, R;v Rs. RyF2 Ry A A

Z R Ak

do b 3T R RAL 1 B, ABEF X 600 49 34-— A FEHEH AT 4M
Ry

H£¥ R,. R, R;. Ryv Rso Rgv Ryv Rpp A= Ryy 4w Bt X 700 —AFF4T
2L

BEFERFET, L AR DHEMME T X 601, £+ R\ Ry,
R;. Ryv Rsv Rgv Ryv Riov Rizv Ry Rops Rops Ryss Rogs Rips Ry

19
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Ri;3+ Rygs Ry Rusy Rypgs Rsyp#9 Rypy 2wvd £ X 600 —HHATEL; H
F R,. Ry & Ry F £V —/4-0C(O)Ry15+ -OC(O)NHR, 5+ -OSO,R;14
-OC(O)R31,+ -OC(O)NHR;j3. -OSO;R314+ -OC(O)Ryp;+ -OC(O)NHRy;53 3
-OSOsR41s; H Ry AMARFTE, 42 Ry FAF A,

s+F R;. Ra. Ry Ryv Rs. Rg. Ry Ryp A7 Ry 694Kk 69 BAX Ao fh izt
ﬁﬁ%%ﬁA%uiﬁ&ﬂm%#ﬁ

, X 600 F= 601 4944418 1L Rice /£ £ B £ 45 4,521,601 F 4%

%T%%%%>ﬁE%ﬂA%ﬁﬁ% B, KXoy Tif il Kashdan
% A(J. Org. Chem. 1982, 47 2638-2643)#= Beyerman 47 A(J. Royal Netherlands
Chem. Soc. 1978, 97(5), 127-130), ¥A B B B /5% 44 b ik £ B & & 5 5| 5
60/874,131 (Attorney Docket No. H-MP-00021) &£ &4 7 ik f )&, L /£ 5k5]
NAEH B

¥ 3,4-— S BRI ARTR ) W A FEok

stF AR\ Tk, FWHERBIe, SEAFEHR). B (B4
34-Z A Fh)Fe b K (Fldo, WA FEHR)EL LR, 5 ESE TR
QAL R 3. 4- RS k¥ 69 B ARER A H) B A ek, X AR R R
RAMIRE A 3,4- A%, TAHAREAR Fo R R, 1% BEL R R R
At T AT 6.8 BN ER AR

% BN R RE T e AR 9 —F ey, Bk, Ridd, £
FATARIRE b HAT, ESFEATEF, KL FALF R ARBERF] A
PR AR F i8R LRI, 1% RS AR R 6,404 8 5 B R A F
MEBOIK . 154 B A B R E B 4T 4TSN, 4k, RS Ay . 4. .

R, ARG A M Fa A, i TFHEARTT BA X 670 3% 680 t94EH
HoN NHS(0),Rss+

Re73 Re72
HN NH— S(0),Re71
670 680
H P Rerys Repp e Reps IR AR A R S5, H A Re, 7@}5%&%%
TS ARk EFEY, FFEFHRAARTER 670 4944, EF Ren
Fo Repy AR EH Repy A5 Ak, XL THRG Lo —skF, &ﬂTﬁ?$ﬁ
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2,4,6-= FFRARANK., ESMRBGERTET, BE TR BRF K
HETE FM, BT FHEURTT 4 (18,28)-(+)-N-4-F Rt A -12-— KA T T
H-12- 2B (IR,2R)-(-)-N-4-F RKARBEA-12- — KA L TH-12-2 M. EH
TR EY, iR FHEIRT A 680 69554, B Reg A TR, 2,4,6-
ZHERKE. 246-ZFAAREREL, EERNGZHRFTEF, Ry T AHXTF
R 246-Z 7R LR 2-R K.

B ZARE T ET, FFiE R AREALH] 03547 B F MBUIKA, %
AROUE_AGTIHFAEARXRTIR)SGATAND_KY, ZFHiIKaF
(18,28)-(+)-N-4-F K AgBrah-12- — KA L L A-12-—fk, #@%, ARKELR
By, st FHLBA 34 A F0%, A2 0.005g £40.015 g
TafARMEAL A,

T e id SRR RL 6 ik & B 4% 6 RITARPEAL ) (Bl de, 23R E B R Fr T
AR B IR ARG, Bldm, 44 5 & AT ARMERT) 69 AL B R R
et 08400 & RATARMEAL A 69 KR Rt A8 pb LAY 4R 48 69 R B IA)

BTk FEP, BTFLRELRGERLIERTILEOM(QLIEERT
BR). Mk, P R0R A LIERBROA T, 4570, TR ER 015
WE-Z LR 6y p iR, ik, ZRAMFTFTRE = Llkdgibsh
25 5.2, & F4H % F(equivalent)d) 3,4- A FEWIEALH 3 L EEH 35 4 F
MZLEARAH TS L EEH 8 HEH TR,

BESFRRGEHFTET, ATERLRAY T 40T FAMBRAR.

FIT i v SN BR 4R 5 TR st ARAE AR A 69 B £ AR, ﬂﬁﬂkkﬁ&ﬂ%A%
¥, @ E st FELRAT 3 4- A, A2 0.005¢ 249 0.015 g w9 HAH
BRAR, ANAovd BARBRARE e T RO ik B, flde, F BB G AT IZL
JR B B 8] e R A A V9 AR BR AR 4 3R JR R EL B A) 42 24 30% £ 29 50%.

— B TR e = TN R AL RS T, BERK, KAZEEHIZR
BB F iR de 3.4- A7k Ao Rt MRAgAL ], ZREERESY 10°C £
29 40°C B L AT, ik, £520°C £29 30°C #4T; Fhiski, 49 24°C £
2 26°C #A4T. iz Ll BB L RAMB L 4 BT £ 49 24 B KR
8 VBT,

% AR SRR R R AR T RIS KRR T B T
Z R H(DMSO). WAk H (THF). QK (B4, —RFH. &), =
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PR W EAE (DMF). — ¥4 2B (DMAC). N-F eteA 0z 8 (NMP)F= i
WA, MRk, TIER QIETHE.

*a”ﬁﬂ%kﬁ WF%WT%m%M@&¢%&ﬂTkL$%W6
Gnt 7k B . Blde, TR BRASYWIE S Y, REREMN K&
B4R

Birch £ & W S 3 59k A 55 & 459k

AZ AT kB —F A Birch £ B9 EF49 (X 700.701.702 F= 703) A
T B o~ 857769k (X 800). iZ Birch £ R i F 4% f i& B 5] 52 I, B BL, iZ Birch
BB RL R LA AR AL B A THIMERA s me B E )
—FE R, FAEE., OB, CoBA LS, HikH, i Birch LR 4E
R 4R B R, TR EHRTRT, HLRF CLIEELE. EE.
@éﬁi%é&%?%&&aﬁ%

1% Birch & 8 R L BA4i8 L LIEEF) RAY . ZIEF| RbM LIER
ABZ(IPA). R TE:. WEAK"H (THF) BAnH A, Kiki, FTRER @8
IPA. THF #e&; HA—2E#F5E+F, [PA LS THF SR AMILAH 1102
b 3. BOEFAE A 49 B R, % Birch /R AE#-80°C £ 10°C #9iR L it
1. B2 R ENE A B XA B, ZE R AELH-80°C £4)-35°C #AT. HALA
W e B, OB BEAE S BB RF BT, R RAEL-10°C 249 10°C &R E AT,
i% Birch LB B AL A LR RERIFL 10 047 249 4 DR,

WF, EEAF R A T R T LA (cosolvent)dm v E kR AT
BEwh | 4RSS E-10°C HRmF AN, FHREERFAE-10°C. ot
INARL B, BN TR AL B e ¥ R R A-10°C B-HELH 30 447
E 2 NE, R RAYBERETBRERIWENKTE L FAE FY AT
HRITIE

W ) 4k 494 )

iR AR R A H) &k Ao R AU I R 2. B & D e — R
RLFAZNFF Rice 89 £ B £ 415 4,368,326, H~Tr a9 /x\mgﬁﬁtglx\
Ve A HH ., EARLPFER T ERG DebgF LXMW (BF, LD e
N-(R;7)3 N'-(R;7,R7,)89 X K H)A MR 2R R RATIF), AR 7!77FEU“'
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F X (24)891L6-4
(24)
HF Ae-ArAg-An- FBETFX(S). (T). (U). (V). (W), (X). (Y)R(2):
vt proror

X WS X 7o

J=t ==
R

R | I R
&1 R74 Rg+ 14 o R71 Rs1
(S) (M
As A7 Ag Aqg A A A Aqg
\L J{G i/7 ¢B \L
CH—C c—~cC X(;H——Ei; E C%O
Ré1 FL ,'Q | % R/ | | | ﬁ“
71 81 Ry, 61 R71 81 Ry
) V)
A A A A Ag A Ag Ata
6 ~L7 \LB ¢14 7 0 0
CH—C C—=C C—¢C c ¢
R | Res” | | | | %
61 R71 R81 R63 R71 R31 R14
(W) (X)
A A; Ag Ay As A7 Ag A1
colol Ul
XC g |(—|; C}'{/7 \XC E C C
W 1| A% R
R63 R71 R81 R14 R53 R71 81
(Y) (2)
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FAEL A AR AL B Bk FA. FRRAL. I”'}*i
A (carboalkoxy). #A. BAMA, BRAA,. BRI, FUL FUMRAK.
AL TmARA . AR, ME. AR, AR A

R, BREEE. BA RIPHELARME,
Ry A A, BRIREIL. BARKRFHEL,
Ry, AEA. WA, mEA. BRAFRKA. HaL., HA. B, T8t

A FEUAES. FBUE A,
Ria A7 Ry 23k £ . IR, ool AN FA,
Rz Ao Rig 23 & B AR ABLIL. WA, KAKL, AKX
L A *fu}‘?é&}? FREA. A BE RA. FE. FHRBEA
ALmASL. BAEE. B A. &% FA. 8L A R

hx Bk A i% AR ERE. AREA. 38, L3R, ghARA. BX
KA, B RigFo Ryg —ALH ax BH;

Ry AMES. BAEIL. BARKRIFGHEL,

Rg A AL, BEARA. BARK HEL;

R, F2 Res TR b 2. WA, WAk, ik, iRk, e, k.
LA AR T A, —RHAE, Kb5LIEGRE T —AH NG, 5K
415 BF) 3, S ARAX G5 B

Ry o Ry M2 A A, BA, BRRHOBEAXNKNE; A

X AE. A -S(0)-+ -S(0y)-+ -C(Ryg}Ryo)-+ -N(Ry7)-F-N"(Ry7.R7p)-

BB ERTET, BRBERKN B &6 = A BARR T4 &40 2
T XA G e, HEF X AH-NRy)-E Ryt EZ 3L,

BT AE B 6, AETXQHE Ags Age AgF A 89 X(S). (T). (U).
(V). (W), (X). ()F(2)89 8 S8 T 2 A% iR 5] GR 1L A 5 3k 48 748 5L 69 A
#E R TF). mE, X(S). (T). (U). (V). (W) (X). (Y)Fo(2)F &4t KA
BT NQYHH % AR L

TTARYE B A ik H S0 Dl KB 45, Hlde, B F AT AR R,
fi‘(24)’ ﬁ: CF' Ry~ Ryy Fa Ry, A A Rs3 A qﬂ iﬁ" X A -N(Ry7)-> H-Ag-As-Ag-Ayy-
M FR(Y), H£F Ry AL, Repfo R —AHRE, H Ry A2 Rg AR (£
MEFFX(241)); ZAFTHFREEF, X(24), £F Ry Rp AR, Ry A
WA Ry AFTEE, X A-NRy)-, H-Ag-Ar-Ag-A-185F X (Y), EF Ry
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H A, Ry Fo R —#FARI, E Ry Ao Ry HA) (AR T T X (242)); & F
# "4k BFl(noroxymorphone) (BF, X(24), HF R;;. Ry Rp A&, Rz A#HE
B, X A-NR)- H-Ag-ArAg-A-F8RFX(Y), £F Ry AHE, ReFe R
—AH R, B Ry 2 Rg AR (AR T FX(Q243)); Fedbzh. FHEK, Fo

K.
H;CO H,CO HO
0 ) 0
NH N, NH
CH; OH
0 O 0
=W AT AR B (241) Z AT B AR (242) + 7 B8R (243)

RIBBEIL AL BIRAE T KA A H — KB 6935, R TAH IR 49
AW COOH # K% A R 49354, 442, RC(O)-, £+ R % R,.R,0-.R;R,N-
R RS-, RyABK. ZBRAREL, BARMGBEAREIR, AR AHEA. BE
PR G

AE BRI AL BRI A B — A A, ARG
FACO B LABE, #lde, RCO)O-, £F R HAEBBE T T L
— 3,

AR AFBIT A L AR, AR AHETHS 1 Z 8RBT
RABIA, BR %4 20 MARFRT. LT 4H AR BRI KRY, LafEd
AT AmA AARA TA TAF.

RiBHA R AR, ARAHETHES 2 E SABRBTHRAME L,
HR %4 20 MART. LTAHAMRLERIREY, LaETHE. A%
A FAREA THRE FTHE THEAF

$K&W%$ﬁ%ﬁ?%uﬁm,ﬁ%iﬁﬁi%@2£84&ﬁ%%
KRB, HR %4 20 MART. BT HAMR M, Haislki,
ABA. THE. BTHRE, THRAF,

RiBFH6)7, EBIRIER IMH H — KBS, AT AR
FlER-RERFELR., XEFHFLRARLEARKRIFSEL 62 4NRTHE
I MK ZIRAE. KiEFHGCIEATE LT Fo LR 537,
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ARABF A", A FRAE R BA A H —AE KRS, RTFERRAREF]
ETIRFmA, RAKRHNLE 6 £ 12 MROGLARIRILAHE, oK, BEX
BEORAE RARMRLR, RAMBEFARBARG AR, REARRKRGFLEL
FAR LG

RIBRE"R"K", £ PIRERSAEAH —AB KRS, ZRA L.
A Fe A,

KRB R T RIS BEF AN R T

RAE e R AR IR, NG B A B — AR s, RI5E
F AR B Ry — AR F AR IR . e F e R T e Fe . #
FRBIR, FHEHRIE-FHEL, BREEFNRFTEA S 6 MNRTF. FT
RETREERFRAEEA 1 X2 ANBRTFA/R1E4ANRART, LBLE S
o FiEEESTHERNRS, THMERLOCIETELETALA. THMHR
RAGIE—FPRSF FTRAR: B, RAROBE. £ KL &
ALOBRARA. A WAL, BEA. FARA BE. BEA. 2K,
A, R, GBS, BAoBA.

ARIBE e F A", ARBMAERBAA S —ARNHS, RIEEE A
P BHE Y —AERFAERBRRG T AL, ARG EHENIRT ER 5 &
6 NBRF TR FALRFRLEA 1 R 2NBBETFF/R1E4NRRT,
HiB g iE i E 5 F RS, THMHEFRAGIRERHEA. Rk,
o . Foled | wR e R HeEee R KR ok A ke R el
Ao osked L ek wgek L wibee A wER L wiboR R woR k. gk,
Flek gk, P AUEF A (indolizinyl). RAokeg iR, ekl RHF =oAL, ww
Fevk gk, vEuk sl BeA R Bk R Fobakik. sRedSfebm A, RHAIM
BARAOIE—FREMTELR: BA BROBRE BL Rypezi,
A, BERAAA. AL, HEA. BEL. FAEAEL. RE. BEAKL. &K
AR . GRS, BSfeRk,

ATAE A 6 KRB "R " Fo)d 0 E AL dy AL F AR AR SR AR B R AL A4
KAH, ZXFoaREA. WA REARFAI;S. KR HL LI
TR AR IRE AR AR A A BREAFARS, WRFA HFE
Forr A, RAEBA B, /oML EIE 1 £ 20 MR T

AT FE G BUR A B R FR S AR E Y — A BB R T IR R AR S
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Ol PR R T BT, & . B . AR K E R TFRARER
. XBEBRRACIERNE. K. hﬂ% WEL., FAEA. B K
ey, B BRREUL. A BUL. BREUR. AL FUL. B, 4
B, B felit,

A 3T AR K B HAT R A4 4 )5, B R ABATIS B Bk do TR B BT I AR
| ERK P TN ALAETEE.

e
RAVA T AFFR A M 576000 2 — B B AL 9.

=) 1 Mbé\% 611 4| &A4A4) 711 Fa AL 612 4] &4 54 712
H,CO H5CO
P L
X0
HO HCO,H
O ®
H3CO H;CO

644 610 (X=Na) N
A4 611 (X=H) fee # 711
’fJC'J’ ,\ H..NO ’fJC:j" 3\. C19H23NO5
7o CagtioNOs AR E: 345.2
IR & 2971 /\%:& 345 4
o2F%:297.3 TTE: :
3CO 3co
_N . NH
HCO,H
H;CO H,CO
feorih 612 fe i 712
’ft'ﬂf’&i\ C20H21NO4 ,fhr;?_»;\‘ CQ1H25NO6

EEBAAT® SL TROREEZEF R THF(.4L, LK), & THT 35
NEZTAE (4558 2,45 BR)., FRELBEMAIE 5°C. Eh 98% F BL(548.1,
&méﬁmwﬁﬁﬁ&M%mwxﬁm?ﬁﬁ T B BLAL 1 R
3 BP A AR A 610 (434.5, 1.36 BER), ARERI3.0g —HOGTHRL
RIBYVEATAD =Rt 3.0 g (IS,2S)-(+)-N-4-‘?$5¥:ﬁ££§)—1,2—#$£ﬂ 4
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fg-l,z-;ﬂa?a L 10Ae-4 610 Ak BATET, ;‘z%izuj%' 40 1.0 BE4 98% F B VAR

a HRGHENAR., ZRERMEL, REERLE. ZRAHRGHAEE
e /UJH— 16 «I~af, HPLC %S%Euﬁé % F% 144 711 (460g, 97.9%
% 973%MK, 99% e.e.(R)), & //% Bk dsr B S A TAF (500 mL)#k
A, BRE T IRIER(40°C, 30 in Hg), 8%, R M FEH 95% Bt mikit
T4 95%R. HEZF FEF AAR2R)-(-)-N-4-F RKEEBI)-1,2- =R AL LK
-1,2- 2 I A (18,28)-(+)-N-4- F FAEBLI)-1,2- —F K T TIH-1,2- = &b, 4l
a4 711 &9 S-3F B MK,

A ) & B 3T e AR 691 T11, S SRR FF R KA é’)*‘?‘gxbb@']
Blde, 242 B EH LS S FTERM L, B, @%F, 484
32F233HEN UMb 7.8 279 55465 98% FERAG s, 1BF, 1EF 4’7
0.5Wt% E 1.5wt%#49 Ru FEALF] Ao F 4 BUIK, % B T 8] A BRIk F AR AL F)
BeAk i BE; Hlde, VBN F Bk A REFBERK R AT,

F ) 2: MAILAY T11 B E&1LE4 811

H3CO H5CO
O * NH ‘ « NH

—_—

HO l HCO,H HO I
H;CO H;CO

a4 711 a4 811
’ftfj—l’i\ C19H23NO5 'ﬂ:;?i\‘ C18H23NO3
i€ 345.2 Y15 E: 301.2
¥ 3454 2T 83014

®) SL FIReG R RART Fehatb b 711 (3925 g, 1.14 B R), # &
(500 mL, £AK)Fewa Sk (1.0L, 7&7J< LI F). KA ﬁw&/\%wi
60°C. ¥ AKEB(Z 1.5L)iKRYE MR, AERAY 30 24P B RFFIRE L
60°C. KRG, 2 1 /ira 55 \474311/\/% (30.2 g, 4.35 BER)YRAER LR
S, RAERE, REREHKEE. HPLC S TRE 4. RE,
A A K FEE (400 mL). ‘f&;’mfu?k)” ¥R R MER BRI i/m(% 8
DB, R RBAFHLH) R L T F A 477&%’7&(750 mL)ﬁﬁn,—t_W/ Lath F .
H30 045, ZRANMKCEREPH H 9.5 £ F s SN Jﬁ’:%[ﬂﬁ&
A AAEK (1.0L) #ABRLLEmS ?%WF% %/\% 811 (330 1g, 96% /=
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% 98.6%e.e. (R)), FAEAEFIHEB0C,30in Hg, 48 /NE),

W@, FRBE(IPAF ErksH (THF-FK)F R BT Bl A4 1
23, BETFELEMER, BAY 1 230 45F, FiEs R A ENRE
W, F 445 (1 &),

L] 3. AMALEH 611 %) &1Le4 711

HaCO H,CO
O =N ‘ « NH

H,CO HyCO
a4 611 a4

=T (1.06 g, #EALEY 61D)FTHE(H 6 mL, & Libe4 611)
R EERAVREEBGREET. TR (12g HLLESY 611)5 4 5
SR E R R, SFEOKM, FmidAR P R R E I H KT 80°C, A3
EERE, M5 BEFERMIL 2 B F =L L PR, Rk b4 611
AT R FE R RAR L 15 4P iR T iE RuME4LA] 111 (0.01 g,
AL 611)., FRBRBRM AR 15 4P A A TR 10 8. &
R 44,658 i HPLC ME (a4 711:611 4>99:1), RAMA K (9mL, %
tb-4h 611) BB AFEM., GZERT Rm 28% A8 0% (1.0 mL, &%
et 611)ARERILIE, Roey pH #t—F A AR AE 28%)ATEY
9.3-9.7, TEATIFREZRELIFEARAKGx 1.0 mL, &Fobs4 611)5i%
FAFQ0 ET)FIE, JF4£ 60°C A RAKL 20 NEFR KA EBIKRTH.
P& A 80%ZE 95%KE R:S oA 4 95:5 (90% e.c.).

F M) 4: MALEH 611 I E&1aH 711

A1 2 TEY 611 26 711 BT ARER LR, ZRAEET
B T (CH;CN)S Z 2 F S(CHCl) F #47, H42/8 0.5 mol% E 2 mol%
WA AR E., TEFR-Z B S2)AMELERA. ZEAHBTREFEN
(1S,28)-(+)-N-4-F KgAK )-1,2- =K AL LK-12-Z &, FoTF 7+ e94E—
o ARG A RARFTR)SATAD =R HELF 111). Z2(R)E47(IDH=
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R (LA 112)F2 —5(1,3,5-= FAER)YEA4TAD =R A (HEALH] 114)f 4] &-.
Txf AR R AFE) 64 7 F Fext it 5] T & 1.

K 1. TATARE B T it 611 EReibA4 711,

BALA] | A | A RS | ROELEFIE (BT | R (%) | R:S #9 A
112 CH5CN | 1:100 16 47 90:10

112 CH,Cl, | 1:100 16 89 89:11

111 CH,Cl, |1:100 16 88 96:4

111 CH;CN | 1:100 16 94 100:0

111 CH,Cl, | 1:200 16 92 100.0:0
111 CH,Cl, | 1:50 16 94 98.5:1.5
114 CH,Cl, | 1:100 16 92 48.5:51.5

FHB 5 MILEY 613 B E1LEH 711

HCO HaCO
‘ N O
* _NH
7 h,po,
‘ —>  HO
HsCO HiCO O

a4 613 b4 711
A 2 S RETAY 613(1o4) 611 ¢4 ) TR LR 1| ¥R EHFo
S FGRABLRANEY T11. R 2 R T 34T, @i b4h 611
(1.68 mmol), 5:2 F 8- = Z % (10.8 mmol)#F= 1mol% Ru #EALF] 111,
£ 2. IR BALA4) 613

H;PO4 | NaOAc |[NaHCO; |NEt; [NaCl |8 8] |41k 711R/

mmol |mmol mmol mmol |mmol | (N 8) |611/613/ 7118
711R/7118

3.36 15 62/11/19/3

6.72 15 78/19/3/0

13.4 15 83/15/1 /0

6.72 65 86/11/2/0
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6.72 6.72 65 2/5/85/3 97/3
6.72 13.4 65 1/3/93/3 97/3
65 1/2/93/3 97/3
6.72 6.72 6.72 15 26/2/61/9 87/13
6.72 6.72 6.72 15 66/6/19/6 75/25
6.72 6.72 38 1/2/86/7 92/8
6.72 13.4 38 0.1/1.6/88/6 |93/67
6.72 15 0.6/3/92/3 97/3
13.4 15 0.6/3/92/3 97/3

Fiep) 6: MILESY 611 4 &1LA4 713

H3CO O H,CO
N O + __NCHO
O E—— HO l

H,CO
91 611 a4 713
4www%u%g,%i%é%mn%a%«nm,%imé%mn%
Ao BB NMBEHEBZNRLE Y. 440K TR (128 BLAEY611)
W BB BY . GBS R RN T BT AL 4w KT 80°C. HiZ
BB ELTRATNRTER-Z Ll GDELHEFHER, Koy
611 An B SR T AT Bk, A RAKEE 1S 5475, i Ru4BEILH)
111 (0.01 g, &AL 611). K RERF LA RAKRE 15 04 £ E IR
PAF 10 DB, FRE RA A E 100°C 5R3F 2 oA AL a4 713; 14
St 713 B EEE R FEtA, @R B AR ERIERR
(20 mL, # A5 611)Mm 45 B Bk eg1Lb-4 713,

H,CO

L) T AW T11 H S 811
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HsCO H;CO
O + NH ‘ « NH
HO HO
T

H,CO HsCO
a4 711 a4 811

®) B B, AhnFABE(IPA) (2.0 mL/g &4 711). v &rk (THF)
(4.0 mL/g 454 711)Aa4kA-4h 711 (FA-T % 24 R FR(LOD) & <0.2% 7K). ¥
BB BRI T RS A 20 2-55°C, ¥R A (10 mL/g &4 711)/£-55°C K
W ERMBF . R RAWE-S5C AIHF A RAKL 15 24, B TE
4(NaOr-Bu) (0.35 g/g a4 71D FFBIHE 15 557, 4 3 B H54E (I3,
0.070 g/g A4 711) FAe L RAM (EHIHRH T 1/3x0.070 g/g 14649 711)
v, BB itfg A FokisAeds k) if e ik 2R E RASYHBRERFE4S £
55°C. B AAMhBEIE 50 S4T AR A AL RME., R B ARSI EE
a2 T30 04, NRERETE;, TN, w5213 E EF5 30 447,
HE BTG, AmEEE (1.0 g/g a4 711). ¥R REHA-28°C
BHME 20°C AERRIENNA, REEREILE| 20°C EBHH 1 oy, @
L RAENKT 20 4P mBLA, BB AMK(0 mL/g b4 TINAE
RATHRmELERAY T, HiZREBRIIE 30 047 (pH = 12.4) AT s
B, R LB AKER (TEA 0.95 mL/g &4 711, #= H,0 % 1.90mL/g &
A4 T s E& (pH = 7.8). A 28% A A4 (~ 0.25 mL/g e
7114z RE % pHAT £ 88 £ 92, ¥ RAREH 1 ) afHLiE. %
B BRAFK (3.0 mLig a4 711) ik, RERFZAR T hARIKE
., ZEARB‘E—FT AR (3.0 mL/ig a4 711) RAFERHIZAT TR 4
DBF, R 60°C A EFHR(20 ) 20 TR R B EBRE T, T
25 90%.

LA 8. MALE4 711 %) E1AH 811 F= 815
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H,CO
‘ NH
*

HO

H,CO O
H;CO

1 e-4h 811

*
HO H,CO
NH
*
H,CO

A HT11 HO I

H4CO
tb-4h 815

A T 4% 58 B AT Birch &, %K. 5 R ALIXF, AR5 E R
RFV R, B, TR, TEABRC K. RINT EEf CABAAET A
Vel FEB R FRFAE-10°C £ 10°C FRAEH 4. 4
Li/NH,Me/THF/+-BuOH A T BAt6-4 711 B, K4F 80% /= & & Bl 4R L5-#)
811. % Li/NH,Et/THF/z-BuOH A -Fi& BAta4 711 B, Feyis4 811 7
£ 50%% 70%. A4 711 4 Li/NH,CH,CH,NH,/THF 4k & ¥ Z= AT R
LT R E B0 104 815.

L A-BARE AR AL F T RAAE, B3 "—A(a)". "—/~(an)",
"iZ% (the)" A" FT A" E A — AR EANLE. KRB, "L LA &4
QIELERE, TUAAGEERIIRGELELE.

wEATE, TRRFTALANSAB Y, AR THEEHALR.

B A fE B T kAol At b T HAT S AR o R B AR ATEE, T
VATRAA L3k SRR 5 P 6804 BT R M R N R A LB M6 f R AR TR 0 BT
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