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G, FELREBETERNEBEEWMHKL 0.5 BIKL 24 Ppit. Rk
RNIREDIMHAKL] 0.5 B KL 8 /M. BARIEWR R NIREEYIN#KL
0.5 B K2y 4 /Nt #—BIER RNIBESINAKL 0.5 KL 2.25
ZNi

i mEs, ETEHN I RROUEDHNE, WK 1 RERH
WAL 1.001 ) 10 HETEBMH. ETEMR I REZENLEGYHE,
kR I AEOULESYLL 1.01 3] 5 YETEMFMH. EFE£HR1
RERNWENE, E—PNEEHX T RRALEDLL 1.05 3 4 24
BEEBEAH. ETEWX IRRVUAVNE, F—PREE e
PILL 1.1 3 1.7 JBA B EBRIELHATRF, FHKXA 3 4E.

LR T REHL AW H L HIED,

X 4 Br;

Ry 1 Ry M7 5 H, HEE L%

Rs 1 NRRs, HH R, RN C3hedE; H
R, B C\-Cy fi .

XA, R BEREANRFERLE.

ER—HHE, ERARE TEWR 1 ARRFIEEAERIN KA &
Py B L R & T i

Mk TTiEF, FHEME ZoClL, HlESEHR 1 RRAULED . BT
P VB BLA B, BEAEMA 1.1 BIK4 10 1E ZnCly, #HI%
g\ AR EY. ENEMEH 1.1 BIK4 5 ¥8 ZnCl. Fifi—
SRIEEH KL 2.5 B RZ 3.5 48 ZnCl,.

g N MM -2 KEFRUEWINIERIEIL S R, MR, ML
ok H. FESEE:; R, R REEBENRETFEEEHTNLE
Y. BARIE R, 1 Ry BN H B & . #— B0k R, I Ry &R He
gif I AMEMR M- RRPU A ERIECREIHL S R b NRRs 1
WEY, HF RoFIRs &R Cybede, 3R, Rs ALK Ci-C, STk
FEH, I R A Ry Cy i 77—k, Ry M Rs Azl C,-Cy
y ST 1 S

16
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K -a R PSPt — PIREBFEH B R A NRRs L E
Yy, Fo Ry A Rs &8 J2 Cy Fedk, B Ry A1 Ry JRALH N C\-Cy B BE BN Sk .
ik Ry 1 Rs 2 Cs ik, H— Mg, R, FA Rs FHSLHE A C-C,y ke
BFE: HR, 24 OH.

ity I RERHEDEH—PREREEH A Re 8 NRR; K1k
a4, H R R BN Cy ek, BUR M Ry MLy C-Cy be i BF
. fUE Ry A RSN Cybedk. n—MiEsF, Ry Rs MY C,-C,
PEEBAREE; R A C-Cy bt A, B Ry ARERLHE. Bi—F
fiik R, o H &,

g M-a RRPUEWE L — P IR EIEH P Re I NRR; HI1L
&4, Hh Ry A1 Rs 08 Cy bk, B Ry M0 Ry Szl C)-Cy SR dE8F
. & Ry RN Cyledk. n—FPiE+E, RyA0 RsMILHLY C\-C,
BeIEER gL H Ry MR, BEALE R VR

SR 3 -a ORI &P i — B UUIR AL I P Re 24 NRyRs 1L
a4, b RO Rs B30y Cy gk, B Ry AN Rs M3 C-Cy FedE TR
3. UK RN Rs 0 Cybedi. J3—Fhik$E, Ry RsMILIHSY C\-Cy
FHEEESE: RN R, R,

N O

Re 00—}
@) 0]
-OC(0)CH; 8(-OC(O)CFjs.

ER—JH, % I MEH -a AARKLEDIE N H+
R4 C-Ce bt FE B C\-Co b IR E R ABLEA &4, FILIE R N C-Cy
A BB AE. P IE, R AREERCEE. FH—DHE
Re NS

F— e Hl-a RRFUEDIERFEE S Ry M Ry ML
H. EH C\-CobiE: 3 R, M Ry RIERMRIAFEREFH, B
BEF ML C-Cobidt. C-Co bt B EB i HERHEBIT: H Re
A C-Co Kt LT NRRs HIFBLEAL-&4): H A Ry A Ry JAT 1A C-Co

17



03814447.6 oM P FE13/32m

ek .

H—MER RN H-a ARFULEDNIZBIEE S Ry 1 Ry JIT A
H. FHEE C\-C, e ERIMEL S

B —F R -2 REBHLE WL S H A R NRyRs L4k,
&9, HAF Ry Rs A C-Co bt

H—Fh R -a RIS PPE R H o Ry F1 R JS7 4 H.
FFEL C-Cy ek H R 9 NRyRs IFRLEh &4); Horf Ry FI Rs 24 Cy-Co

F—M g R H-a KR ESPIE R H S R, OH L&
o

AR -2 KR EDIE N A R A OH; H R, 0
Ry JRSAHE G H. EEEB C\-Cy b EHIIR L &4). BEMIE = R, 0 OH
I, R, 1 Ry iy H FZEEEZ3E, ELIEY R, 5 OH I, I
R, A1 Ry A2 i g H BURIEMIL S .

F—Mg R -a RERILEILE I+ R,y OH; H R, M
Ry Uzl Hy FEIET C,-Cy FeZE I Le{b A4, UL Ry F0 R, Jlt 37
1k H. BREERZ 3., @& D R 1 Ry MO0 H BRIE: H R,
1 NRRs B &4, H Ry Rs 4 C-Cyfedk. UL Ry R
W Cy itk UL Ry AN Rs &R Cobedk. &Ik Ry M Rs #iRZ Cy
Fe3E

n BRI, ANEBRMET MR XX BRI ESDHIHIE L.

— 5, MR XX RRAEHIH] & 7L E R P #ITH.
& ¥ A THF. DMF. CH,Cl,» CHClL BHIEEY. H AR BhER
A Bh. N-FEMEE., =5 k. RIS D
S

ARE E A%, ENBUR. & &R RERITIEFIE 5 AeE .
=HEME (ATATO. DT EME. =4k, ZRRELK. ZH
e, Rt RELBEEY).

A IEVRINFE O BRIR BT . S EMBZBEFIEIF 8 1. 2
83 ANLUTERMF: 1-G-ZHEERNE)-3-ZER - EEHRLY (H
¥iFRH EDC F1/8¢ EDCD). —/K& 1-B#EEIF =M (HOBT). FIf=

18
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W, 1-BRE7-HFEH =W (HOAT). O-(7- B Ze % = m ).
F:)-N,NN,N°- [0 B IR S SR B B s (HATU)D . O-F JF = me-1- 5
-NLNUNPN- TG R R 7S SRR BRBE (HBTU ). PYBop. Bop. BopCl 8
1,3-ZHE &R T (DCC).

Z R NARIE AT KLY 0.5 BIKL 24 /NI, BEARE R AT E] k4
2 /NI R R ET 16 /NS

Pk R NAERZ-5CEIKL 70°CHIBE T#T. FMEERY 0
CEIKY SOCHNRAE T . #—PIEEKRL 15CH KA 40CHIEE
o B —PMEAE KL 20°CH 40°CHIEE T,

H—JTH, FETEHK VIIRROUEDHE, SR e ft%
A EYEEMH. RIEMH KLY 1.01 /K4 5 YEBMEMR -a
REME Y. BEOUEF AR 1.1 8IKA 3 YBEMR VII-a £F 11k
&8,

FH—J7H, MALERATIENR, 3L D ATk, 2) TS -a
REHLEWRE, B L WRBHER, 8 3) SB0M. oI
FHE, FETEM -2 RBOMSPHE, TR KL 0.01 5K
£90.99 =, WERIGERATH, T 1.0001 2 KL 30 HUREHHL. T
LA 1.001 BKL 20 MBEIIHL. H—HNEAT 1.01 FlKY 10
AEMIL. EH— PR 1.1 BIKY 5 BB, RTT, A4
BEHRARNANBEIRE, WOHTHAE (BEZEUAREZR) Ll
FEA It 25 4 & R 90 B B4 o0 T R 4L

WERFARFAAFIBE N, AR E AR N 55 24 5038 s n
RLEIMARGE L& XTI Rh R R R 7R W& B RN 254910, 2 40U
& O . HAEKE AN BRI S B AT A 2 B AN

EX

ARPFHH) “BekE” 1 “C-Cotik” FmBEHF 1-6 MrEFHE
HEBUSCBEGCHE, Hlln, WEE. 2. WE. FRE. ETE. FTH.
AT EE. 2-IE. BRI, BRI, O, 2-0%. 3-255 3-
FREREE. U8R, FEERE (Blankest . e REERE) kit
BELL 6 MRIRFHMKAERT, HEESE A “C” hEE, Fim

19
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“Ci-Cio” RAEEZN 10 MK

ARFPH “fEE” M C-CottE " RREEZETEZD—NZ
ERT LR 1-6 MRIE TR ESE s, flw, FEE. &
HE. REE, FREE. FTERE. MTEE. STEE. REHE.
RIREHE. HRERE. ZEEM -PRREAL.

ARPPHIARE “ME” RER. R, SR,

Rif “OTf” fLz£-0SO,CF;.

RiE “OMs” H3£-0S0,CH;.

FREFPHRE “ME” RER. R SR/

“BEIEHL” TN “Cr-Ce B R-BF 28 6 MikIRFH 1 2|3
MR ERE BRI EE, G, flwn, ZBE. WHEE. 1-TH-3-
. 1IR3, 1-O-S- IR R R

“CBESREE” N “Cr-Co BEIREE” R EAT 2 B 6 MR T 1 5 2
MR EE IR, OB HRIE. BEE. TR, ok-2-3E
S ESVYY

A ICFRAL I ARTE “HGe3E” $R O EH 3 2] 12 ANk R (WA
M. A LR RS Z WS R, XFIEM G FEEHR
. HTIE, HLEMIM O, IR FEILAFRIE. IR
BEEL . ASCIER G AT BB, WAB N, E— 8 LW
AL E WA FZEA AR Bl an, XFRERLESE (T, i C-Cq hEdE .
Cl-ColtEEE. ME. I, . WE. 3. 8 (C-Cy) REEHR.
T(C-Co)ltFEE I . C,-C BEMZE . C-Co BEBLIE . C,-Co HARITEEE . C,-Cs
AR . EE(C-Cofi . B(C-Cofi R (C-Co) HEH T
(C-Co)i EEEE (C-Co) BEFEEUR.

“HE” RpBRFRN (Flw, ). LI (P, BEE) 5L
Hp 2 /b—NF-NHEERICE XL (Fla, 1,2,34-TUEZEE.
ZHE), ZFEFHERA AR, ZE=ZERK. ARPRERFIERNE
B, OI-EEL 2-BE. DEMLEE. B, AR NEEE
6,7,8,9-N & -SH-ZF - [a]Ph R EL . ARG AR TTBEIE, Wik
AR, E—PNEEZRARMEEARERARK. B, X5 ETE
ML, P, C-Co kiZE. C-Co HEFE. MFH. 8. FE. HE.

20
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I, B (C-Co) IEFER. Z(Cl-Col A . C-Co IR, C-C
HEREE L C-Co USESE . C-Co BT &I (C-Co) B ZE B2 (Cy-Cg)
REEE (C-Co) I (C-Co) REE I (C-Cq) KR,
“ORFTE” MNREKS 6B T T RESZFHFEARBR, HTAHE
HH 911 MRFHEIRAER, HEFEZVIAME4NEAE. S8
HIZRIRT . ARMIEM RS EAENIE I, WiEE, M., i
MEWYEE . MGIMREL. "SGR, MAERE (pryidazinyl). REMEZE. FA5|
WREL, FRREMREE. mEMOREL . MEVRMRIE. 23-TRAEE. KKuE, B
WEMREL . MEMeRE, WEMpIE., =MeSE. PEEREE. NIMEEE. FIH =Mt
HIFORMREL . FRIFRRMEEE, WRAEIE. MEWREL. MERREE. ME gt g
T ME# (thiadiazolyl). ZMEEE. [UMSEL. MEMEIFOLRESE. DRMeIfattng
. FUEMIE. 1,5-TRAEERE. 1,2- TR SRS ML B -HEIMREE.
FAFEIFZEmm AL FoF A, WA FEME, R oS8 vE
e, FAIFUANRMEE ., R IUEMEYIE. FARIFENIE, K H0E
2Nl B 1P SN R R MY WK L B N M )17 B L A o
FIF ZHZ A IE . SRS, WNEIEIL, WyWEIGEIL . WRIEIE, I
WEMAIE . BRMEIFREIESE . IRMEFENEMAIE . — S K H REREIE. EH 5
TEMERL . RIFMEMERE . SR H RUENEIE, ZRIFubmgat . FIFHRAn
. FEEE. REEEE. Iy, H = Sm-4-77
FE . MEEEEE-N-F ALYy, WA, Sk . S EE It
(dihydroquinolinonyl). —E W EER ., —SF5EE. —ErFE
A F R I RS RIFIEMEE L . MRS EE-N-E
). WEREZE-N-F AL, BERRIEE-N-E LY. REMERE-N-E1L4), nenk
E-N-F Y. BIRE-N-FHY). ZE6RE-N-EiLY). FrEmEE-N-
). MEMIREE-N-F Y . MEEIREE-N-F 4. 2,3- R 425 3E-N-
FALY) . PKPMEEE-N-F ALY, FREMEE-N-E LY. BEMEL-N-E LY.
DEMEEL-N-ZF ALY . HRETE-N-FALy. W MeEE-N-EAL Y. FFFrEm:
FE-N-FAMY) . EHKMEE-N-E Y. e E-N-E b8 W8 e E-N-
FAY). ETMREEN-FAY . =MIEEN-EAL . TUMEE-N-E ALY
F IS -S-E AL . TG-S, S- T MY . AL TS
HETBAHE, WAMUAL), £—D8E 2B E # AR R A

21
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AR, Blan, XPpHoFBEAT{TE, Blan, C-Cohtdk. C\-Co ke,
ME. Fodk, #E. HE EE. B (C-Co) MEEEE. (C-Co)kt
R, C-Co BRI, Cp-Ce BERE. C-Co MEEEE. C-Co B8H%
FEE . FI(C)-Co)fitZE . B (C)-Co) SR E H (C-Co) i HE = (C,-Co)
AR E (C-Ce) LEFEEUR.

CRRERT. MG B “HME” KR 4. 5. 6 BT TH—A
REZHHEAIMER, HPRERFEZEDL | NME 4 NMEER. EEK
FRIETFH 9-11 NMRFHRIPATER. ARPEN OB DI, 5%
ASIEE . BRACDIKIE-S-E L BRACSIREE-S,S- —E . DRUEE:,
EURGEIE . bR LA, mEREMREE . DUSCAEmEZE. ORNEHE. POEkng .
PUSEM 5, MURIEEE . SIOMREE . AR DM IE . AR RS IMkEE-S,S-
TEAY) . DEMGEREEE . ML AN, CAneERL, —
FntnEdt . “EmEE . “Ekmg At . ZEtmEIE. DUSEny IE-S-4
ey, DY WK 3E-S,S- A AR S B AC S WAIE-S- 44k 4. A SCIK) 2%
MR TR EL, ARG Ui A, 76— AN B0 2 AL B 3 AN [R) 3
AR, Bilan, XPpaeHIEnEEs, #lun, C-Cq fitdk. C,-Co e
B, [E. RIE. FHIE, THIE, EH. B (C-Co) KEIEEAE. —(C-Co)
eI EIE. C-Co BEMGEE. Cr-Co BEMREE. C)-Co WfAKEIE. C\-Co 1K
B IE & I(C\-Co)ledE « B (C-Co) SR E I (C1-Co) Hidk . = (C,-Cy)
FEEEEIE (C-Co) FEdEE=0 B,

KRR T S AR &AL R -a KT K1k
EMMI L XM HEERN TR B M C A (EP X, LT E
RAETXHHEMITR. BEFIABIZN T ER AT A 5H . XF
FHiEAYE, #ln, {F£A LiOH. NaOH 8t KOH fE AW Tk g, B8
#1EM HCL. H,SO4v H;PO,. = FFHEER. XTHF R EEELEN HNO; /B4
FRIEATRE /KR . AR RIBE AP EE 2 MRS A M EE
LA K ER . HEFEN TFAMUB S EERARKITEREE
M & W6 .

LiZ{# A SOCL,. SO,Cly, BNE B LI BB L. th
A 77 (6 Hb A A48 2 40 89 F0 e iR ) sE IR B 4

DL F gt KM (CDL) TR EHBREIKMAL & PIRIEE 1L,

22
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AT LU A 55 — P ER B (B an A BL B ) b 3R Z RR (N T TE BB BT ), e
HER B BRAT (4L,  BAT L@ I N A B A A 25 4 — i B 7K FRMAE 7 > R
DT ZEBAKRFTREFEN .. EUEEHREAE . T TS,
P — PRI BRI & 775

AR HFTIRRI TR T RN TR HIH .

R A
R:  Ro
R: R, —
= _powm Ny O
% ZnClom i
2([5 44) ZnCl
1l
RNFTEB
Ry R,
H Br R:;’:(Rz E ‘l N\ O
| . ) NYO fE4k 71
e T HEE znel AN O g
o) o}
0 o
| ' i
Ry R,
Y=
N. O
/\5N OH
o o

v
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YW H 19/321

OH

Vi

HHE

= C
/\
N\ O
/\5‘l X4
0 (0]
\%
o y
HzN Y NoRre
RqoR20 Rao
Vill
™\
N, O
OH y
HoN X N\RC H QH H
§10R20 Rao AN N H N\Rc
Vil 0 O RygRa0R30
X
RNFED
NC K HeN
(@)
Br Br
2 3
IK i
K
Ci HO
—
0 0
Br Br
5 4
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RNFTEE
F
F
F
F NH [ N
2 9153 Prot. Br
Prot< + " N N
N H oH H
H 0o Br
i 6 7
1053
F F
F F ¥
R ~
Prot<. = i BEProt\N =
N N N
H oW H H OH H
8a
8
Joa 4P
F
F
=
HoN N
OH H
9
RNFEF
X X
OH Prot OH Prot
HoN AN, Ik H = ro
R R, * YR R N N.
° 1 Ry Ra2 Ry ® \Z/X Rc
(0] 0} 0] 0] R10R20 Rao
I Vil X1
R:3 R;
= I
fH AL “YO
ZnCl
R3 R2 R3 R2
N O N O
HoOOH i fR 9 H OH Prot
Rs N i Noge Rs N -; Noze
O] 0 §1o Razo Rao 0o 0] §10 R20R30
X X1l
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MEME g 111 7] LURALAS A SkBR B o AR H R A B 78 23R,
BREFER I 2F IMABRIEEEEETIE . KB MBINAE, F5HA 05 e fik
IR R . Bk, RIEET BB RNLEY T IAERE
I LUE S EVER (Bl 2.8 Z.88) ZEBUUEHRN, X
PR3t 77 A R VE MBS 11T SR BENFHUAR, R {R B ZE KA.

RETTHE A BT ZnClL/MAEM MRS &, ZRNF R
T X [E4E ZnClL BIEH . ATLME R ZnClL W, {8 2 E 4 ZnCl,.
PR R R e B AR A AT LU IE T 2548 . AUT S648 ., P TR i,
YLk IE T 248 . Hodges % 7E J. Org. Chem. (ML 22271991, 56, 449;
LA K Whitney. S. E.%§, 7£ J. Org. Chem. (HHUL2Z47E) 1991, 56, 3058
BAICF | S5 30 ST RE M E AL HEAT T 688 .

R J7% B B T &M I REL A A R I ZIE R,
X 4 Br, H Ry AKEEEE) ML 1 ARERNFTALEMEWAN AL &)
KA RN TS SR 3 T AR IR IR =4 . SR 35 % IR K MR B LAAS /) 7
R H R B AR IR

RNTTHR C BT @30 IV AR IR IR H5 4k g I 1 ook 1w 1

(G VAREREY, Hb X, 25000 CLEIRMIE, ), BUEIF (&
B VIAREREY) . RETER C B TR (V). BEEE (3
(V). BREF (VD) SBkmMed) (V) S8ME VII /SR 1% & A (0t
LA g5 X RRMEY . T LLE SR R N BHTRDE MR VI
RERIWE D) T ILFI/ BB R R . AT 238 52 oK A 5 7T AR 2 e
RRIPERFE. HlanS A “Protective Groups in Organic Synthesis
(BEVLEMRFRIRPERD, F=/", Wuts 1 Green &, XF{BEE
AR BEHARANRAEE . ETF PCT/US01/21012 (HIEFEAFF WO
02/02512 ST Z /B AF T EHMR X REMBEBRILED.

[EFR 22T WO 02/02512 S — S AFF TIBITE Ry B BEipq. BF
BB ALK ML & 5 E X VIIT AR IR 0% & 4 R N ) & MR
X AARBTEAZ .

R FTEDME RFF T —HMo] GEFFERI S VIR B RE 051
IR

RMTTHRF AT EHR TREMLEYEMR VI RERZ
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KRAEMBBREMEGH XIRRVBZ. RN RS, NHEEIS
MR T REBOUED S EHN VI RRPILBB A7 IR 5 T FEME
PN AL B R SR 5 FT LME & 4 X1 5 FALEE/MEM N A Ak & 0 1E
BEUFERAEY XL ARG AT AR R P EA U a4 R X KEAL
4.

FraREIRURKE T,

CDI #§ 1,1’-Br3E KM,

MTBE #& F 240 T 26k

TLC {5 E &%,

HPLC f&m BB AHEE.

ol GEEEfREaRs) Bhewmaii/a®s, KRR (3
., YRR . HR, BWEERE S & HIFREE A BITURRALSY).

NMR f8#% () WL, HREH TMS R 4L
¥, Wppmil (d).

CMR #7 C-13 HidAotil, HiRke b T™MS BRI iFs, LA
ppm it (6 ).

MS 5%, HERA mle, m/z BURB/ERHAITT, [M+H] $5 £k
MEJRFRIER F. ElLfeFalidfi. ClIBL2EEE . FAB fe il i+
xif.

ESMS & LM 5 oL ils .

THF $i& P4 SRR

BEte — LBk

thk e FAL R ML RN KBV

D(=ZB%)H 55 PA(PPh;),.

2y LRI T RIS AP ER, R\, FIFFREE,
A B/ 2 £ P AT LA 52 ) AR o o R0 /B4 Jo

24 VS FXT I, B A A v R B B D AR R AR R (viv) o

LB BRSPS RN, EESEAR e A E &R
(wt/v)e

ZE T (ZFERS H# A $8 (PdCly(PPh;); ).

= BE4E PhyPO.
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Prot FERIPERHE . RIFEHRAFFTHEEBARAN R AEH.
KTFRPE A — P (E B0 CATE Wuts 1 Green 3, 58 = “Protective
Groups in Organic Synthesis (L& HI{RFER)” HE.

0 EUNEEAEFNEMSENILELR. £ 0 #ik
FIEFEEARRTF: Pd(PPhs)ss PACL(PPhs),« PdCl,. PdCl, 1 PPhs.
Pd(OCOCH;), H((0-Tol);P),PdCly. A4 EH AN B4 B IRFIFTIA
—EEFFARTHERE (0 #AFP, Bl PdICL. A48
WEARN R 2 5 A REIR] DUES{EH T4 . DIBAL-H SR eH
HLA AT 2 AR R AL Z AR (0) 2K, #an2 ., Negishi Z A, J.
Chem. Soc., Chem Commun. 1986, 1338. LiEHIE (0) #EALF K
Pd(PPh;)se

vl

FRHEFEIRA S ABNRIERE], F0 Sigma-Aldrich Corp. (St.
Louis, MO), E{A]LAINASCHI UL HI & . U LR RF BRHMLLT
SR B B 7 AR RS A R BB T B EORS 4 PR 6 4 b R Y
HAFRRFM&HE. AMEEEREAN B RIERKARRRTE
M &AL RAAFENLEDHERED, FEa WAMEGTURER
., BRTLCRARMMIPR. EFEEERT, RNERBRRE X5
BB RELER., B, SHYRFPEANTE, DREMAMER
EXMEALERNEFHE, SFTEIERIFEEEEARANRARET SR
M. BRAEZEUT R T EPHIMERHA, X8 E3TE X

AHREFEFREAFTESE URTBIAEWEASE.

BIAERHHE, A RNYHIRELER . A RMNETHAFER
UFS T RBES. BRIEHF RN, BEEFRBIL.

&% 1 (1S2R) -1-(3,5 ZHEFH)-3-{[1-G-ZREFEV RN H T H}-2-
PR FRES AT R

(A) ¥or-H B REREAREMRQ)
1-82-8 245 (120mD). 3-WFEE (1, 25g) MFEHFTE=ZL
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% (1.1g) WIREWAE 40°C THRE, R EmESE LMK BER (50%,
120g), THANEFA] KLY 20 4350 TEMMBREF/KEBRAE, RNERE
EFEIRY 80°C. RIZIHHZRNIEREY, R RNEESEE TR
50°CCKZ 3 /NP3 /NI R, e RER FE VA 121 20-25°C, I A 7K (100ml1)
R ZIREVFE S 8. FEAEVAEFUZE R (3X) FEEUKHE.
EIENM, UOKFMBEBRIEEK. REAMBETIRENME, Tt
Wedq . AR RE (short-path set-up) I/ MW ST & AR
A VIR YEVR . SR bp=108-115°C/0.1-0.05mmHg HI1E4y: B E1F] 20-25
CJa AR R

(B) #4r-Hl & RARE R (3)

RASEINENE ((2), #H4r(A), 5.9g; 26.6mmol), HET HEE
(150mD) F. MAEEILE (25% /KB, 0.68ml) FlitsELE (30
%, 35mD) LR NIBEYTE SSCTMM 5 M. WSR-S 1B
B RAEE N o

(C) HRor-Hl 2 IRARER (4)

FRAENZ ((3), #4 (B)) 5HE (loml) —ITH IHFMAL
FALEN (10% KW, 150mD . REEESEIR 4.5 /M. RE% RN
REWAEHE] 20-25°C, LLEER (15%) BALB pH=2 HIR%E . iTIEl
EFEHERITTE (6.82).

(D) #H-HlZEEEF (5)

WHEBEEE R (2.73mD R F =M (4.47g) BT F ZE F 5 (25ml)
o REETE/LSFHAR ZEFHR (120mD) FHRHERAR (1), I
(C), 6.8g) F4HALINIA 22.2ml (1.25 ¥B). FEIMASEKET, TFIEH
HZEFFEM SRR B EE R, B RNIESYERE 15 08, RE
JUERRZZE R, IERPIMATKRERE (2g) ##E, RELTERN
Y. JIERREREE, BUERGEIZEBRIHFERETS T HERAY 1 /i,
B ETHAR i (6.6g),
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(E) #or-Hl 2 RAREK (6)

FHEBER ((5), #a (D)) BHETTRE (40mD +, A#HIF-10
CHLUBEIM (4g, BT 15SmlK) L. E-10CTFHHE 1 /G,
BAZIREFIRE] 0°CIHMAXIK (300ml) . LURATRER/NFIEH)
B 2K (K& 40mD) ZEEUH &/ Ab Y. 43 85 B 23R A8 /K BBk, I Na,SO,
FA5 o TUERREEA, BIEHTE 100°C TR /AN 1 /it. ik
I ERER (KR4 25mD) HATIREDIEIN 15 8h. AEEREFH I
EAE R IG I IS . THRHIRGEUER, B EIFWE RN TR, &
HFEAEITE, BRENRBREATHI M 4.1,

(F) EB4r-%14% 3,5- R IFH-BUEY (D

FHIRAREENE ((6), &84 (E), 2g; 8mmol) ¥ fi# FHLFI B B 40 (20ml)
UL A FLE (53X 10ml) ., SRR, TrRitik4s. SHR
RBENE (1.68g, 7.92mmol) MZEUUEEE T HNEE (20mD FIFmMA
BOC R4 1-3,5- ZHCFEEH ALY Gi, EEFRATF W002/02512, L
B3, 2.36g, 7.92mmol). 7L I T HIZIREY) 80° TN 16 /NN,
WYE %R MRS LAE B 3,5- RS- RS (3.98),

(G) #i5r-i & FiEREad (8)

FO3,5-ZFARE-RUEY (1), #4 (F), 3.9g; 7.0mmol; |
HE) WET=2ClE QomD H. REMAZEZ (ZFERD 4 (D
0.196g, 0.28mmol; 0.04 X&) F1 Cul (0.068g; 0.36mmol; 0.05 34
B). BiZRNIESDMMBEERIF—REIMA = FERERE LR
(0.82g, 1.2ml, 82mmol, 1.2 HE). ERIPMIZRNESYIEIR
3 /N, SRFETEMB AR ER B /K AV L8 L B8 4 B AT S A 21 8 20-25
‘Co. HEMENHMILLZIRZE (3X25ml) ZBUKM. &3FH P
W LLER K VESR, FH Na,SO, T4, 1 uE ik 4s L8 BT AR SR L &
.

(H) #4r-4%14 BOC R B 24k &4) (8a)
FACUT 24 (1M ) THF, 8ml) i MEELAL S ((8),
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#4r (G)) W] THF (5ml) . 7 20-25C P iZRNIBRSWHiHE |
NI, IRTEWRYE . IRBB R T L8 (3omD) b, LAER/K¥ES:, FH
Na,SO, T4, EEHKRGE. M= MmUPOER &l (K, 2R
abt, 23 REY) RAELUBREERLEY.

SCHEB 1 1-[3-[(C R E ) BREE]-5-(1,3- M Me-2- 25 )] 25 R s P i

N O
Br \l/ N O
ZnCl N
12 H
N OCH; — &
e : ~UN OCH,
0 o}
0 o)
10 13

AL HAL &Y 13, maired e 1,3-MEm (1.4 48) BT
THF JERI-78 CIR GW) PR AN IE T 2648 (1.4 28D, Wnita 30
arEl, R O R S B AR T K 29-55°C iz L St 30 241,
SNFETERZ) 10-15 8N 4 3-10 IRIMARBIPRFALEE (3 ). KRG
EEHI, FRNBEYFRR 20-25C, KRG IZRMAELERE 10
b, HRAE, TERYZ 2 /NIRRT A] g S4B -RE M AL & 12, N
ANE|50°CTH) 3-1R-5-[((ZAEE) R EFERFES (10, W002/02512,
Hl% 3) AU (ZFERE 4 (Smol%) BT THF MRS Y .
—BEIMASE, 1ES0CTHR1ZRN (reaction) HF|7E HPLC L%
AR 3-R-S5-[(CHAEE)RE) R TR FE 10 WEECGET KA 1/,

HPLC fRE B [8]=3.9 43%F (#£: 15cm luna E3; 2K, 0.2M
FHEREL: 65/35, A=210nm; 1.0mL/4-%h).

RIIEEDA R 20-25CHMANFERT EBMLER (N, &
BB LR ENT EMERKEZIR. &3FFVAEIFRUE RS LB
FEME, FREAERGIE (28 2/~ B 2575 ThEIZBRZ
Hig/2EHe 50/50) AifL LR 2R IR &4, W 84%: NMR (de-DMSO)
8.50, 8.28, 8.10, 7.94, 7.44, 3.90, 3.38-3.14, 1.62-1.49 F1 0.99-0.67
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5 ; CMR (d¢-DMSO) 168.56, 164.99, 159.29, 140.98, 138.77, 130.95,
128.41, 127.69, 126.53, 5491, 52.67, 50.14, 45.93, 21.46, 20.27,
11.30 1 10.80 6 .

SR 2 1-[3-[(Z A E ) BRI ]-5-(1,3-ME M2 )] 2 B % FR /g
[\

\\ Br N O
N OCH; . l\
i 7(©\ff ~UN OCH
o) 0 |
0 0
10 13

FEPLE AT, 13 AT LAt 4% .

ERY) 30 B IAIA, M T-78°CTHF HNEM (50.32¢,
0.73mol, 1.3 HE) PRINAIETEME (405ml, 1.0mol, 1.4 HH),
A I R TR S IR AR TF K L-55°C. 7R KZ 10-15 Z8h (A 1] i 4>
3-10 HEAOAEAARZALEE (300g, 2.2mol, 3 H&E) HBED KB RN
IREPREE_EF3] 20-25C.

— Hk#) 20-25°C, Z RN GREERHE 10 4380, SREMA 3-1R-5-[(=
R RIEEF R FE (10,55g,0.45mol,1 &) FIPI (ZFERH
# (Smol%). REH RNIESYIMMERIFAREE, HIERFER,
B HPLC HE TG, ¥ RNESWE I3 20-25°C H 4 R N IE
SRk 2T, FPTR R E A BRI NH,CL F EtOAc. 43 AHFFLL
LR CERREBUKAE . &IENZE I FE Ik, BIERZBER
LA B R R A9

HPLC {R B B 8]=3.5 43%P (#: 15cm luna KO3, /K, 60/40;
A =210nm; 1.0mL/4%H)

AT UAE RS Bk aih ( 2R ZB8/3E 4%, 25/75 AR 2.8
LBR/FERT 50/50) BUAZ A TE T H P EP A,

LA b N B 55 — PRl 7 R

— B RNSER, B RNIBEYAHIE] 20-25°C H kg LUIREB FE k.
A E R A0 EtOAc (1L) M0 NH,Cl (1L). 4 E & EH L
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LiE (2X100mD) ZXHUKAE . & FFHUER G LA NH,CI (2 X 100ml)
YLk, FIR4E LRI TR M.

LRG3 1-[B-[(ZREIE)KIEE]-S-(1,3-EM2-F0) X HEE (14)

‘—\
ON [\
k‘ O__N

~UN OCHj ‘\
~N OH
0 o)
13 o o

14

£ 20-25°CF, [ 1-[3-[(Z &) HIE]-5-(1,3-MEMe-2- 38 | HE
g (13, s2iEdl 2) SHEE (300ml) AEESYH A S S LK
AW (2N, 120ml, 4 H8). FrERREKLE 20-25°CTFHFE | /i [R i
UL HPLC HI5E RN % . SREIMAK CBHEELR 3 F4FD, %295
UL MTBE 2HU/K/2, BL%I7E HPLC M ARSI EAL =F BN fEE. L
RERRR YK ZH pH BMRT 1, MHEN LB LR (200mD). 575
LB CERAH, BB MMAEL I EZ, KSR MrtiE. TitdE
P [ A B0 T fi LR BB R L &4

HPLC {RE W [A]=1.1 4% (F£: 15cm luna FE K /7K, 60/40;
=210nm; 1.0mL/43%F)

KRG 4 (2R,3S)-3-E 2E-4-(3,5- ZHREFEE)-1-{[1-(3- LR EF) A )
HE}-2-TE (D
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15U/ §
2pH
3.3 MTBE

gH
H H
HN ~ N
QF

F

17

[ HEFE B EE (250ml) PEARIMA ZBEEES (84ml, 1.18mol,
s S8, FETRFW 3,5-ZHFENEY). (ATLUEA HCI 8] TFA %
O HBEYHHZD 15 240, REEBMAEMT FE (100ml)
HI(1S,2R)-1-(3,5- ZHFE)-3-{[1-(3- LA HO IR R JE ) 35 ) 2- A T 3
IR T B (W002/02512, #14% 1, 37.8g, 0.08mol, 1 L&) &,
SRJETE 20-25°C THEH-ZIR B E EME ) HPLC HE R NS/ 2R N
SERURT, JRERREHEEIFEERMRKDEMR T K (500m) 1. LA
MTBE (2X200mD) ¥LikIBEY, &HEHAHIF LR (IN, 100ml)
DLk o & FF /KA pH AR T B KT 10, #8/E F MTBE(2X200ml)
FEH .. REBERESIFOENMHET USSR S .

HPLC R 6] =3.9 438 (F: 15cm luna E2EE; Z85/7K, 0.2M
FIER%: 65/35, A =210nm; 1.0mL/%%h).

SR JE AT LU I SV T THF P 3 AN g4k st 76 45 Bk & v b 48 e

SEREG] S N'-{[1S,2R]-1-(3,5- 2R 2)-3-[(3- ZEEE ) B K ]-2- B2
FH}-5-(1,3-FEM2-30)-N’ N°- Z R 3L BBk EAE (19)
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F 18
N 0
AN
CDI, THF
T | 1HF, 35°C 10 0°C
/\/N OH
[o]
14
N b
XN

¥ T % i THF 1 CDI (1.3 X&) PEEMAEE 1-B-(CHE
FEVRIE]-5-(1,3-MEMe-2- 30 R R (14, SEREB 3, 1.0 H¥&8). KA
REDHAHZRD 1 DI, REKELE 1 /DR ZIEHINA(R,3S)-3-K
F-4-3,5-ZHRFE)-1-[G-LEFH)RE]-2- T (18, EERATFF
W002/02512, 1.0 ¥ &) 5 THF M-35CIREY+ . MR, RNAE
F| 0CHBHHES HPLC HE K. JHETEHRE, BRIV LR
(IN) #, SBEH/KMHAFUZRZEERER. &8I UERER
FREAPEE:, BUERREEF . MR HER AL B ERLE
7/

LHEG] 6 N'-(1S,2R)-1-(3,5- ZFIEH)-3-{[1-3- LR FE IR H K

Ry 2-FAI) -5-(1,3-MEM-2-35)-N° N°- — A £ 5 BREE %
(20)
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CDI, THF
THF, -35°Ct0 0°C

/\/N oH

)

no

o o

F

20

[q] CDI (14.6g, 0.09mol, 1.3 X&) 5 THF (150ml) HR&H+
ZIBIANE S 1-B-(ZHEEE)PFE]-5-(1,3-"EM-2-F) X PR (14, 5Z
mEfl 3, 23g, 0.08mol, 1.0 X&), FIBFREWIE 20-25C FHHE b
1 /NI, REBHETE 1 /DT AEE M IIA(R,3S)-3-F H-4-3,5-—F %
F)-1-{[1-G- B HE)VF R E )R EE ) 2-TE (17, LHEf 4, 28g,
0.08mol, 1.0 Z¥E) 7£ THF (300 ml) FHIEEW . TEMAZHRSE,
FRMNFHEE] 0°C. HHAEFTEMN, KiZRNESYHALE (1IN,
500mD) h. REHE KM LUZERLE (2X500ml) 2B, &3HF
FUZEBUGE T LI AN E R RN (250mD) ¥k, REWRSE. M= Rd Ak
0 Al Ak DTS B BRIk &40
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HPLC {REEFf(a]=4.7 43%F (FF: 15cmluna 22, ZMFE/K, 0.2
HEsEE, 65/35, A =210nm, 1.0ml/5r%h),

A KRB R HEZFERO TR, NELXF ., HHE.
T s ANAE T A ARE ST ULBE, (B AT A 2 BA BT J8 AU B R B R N T g
WHlERA AR . NYEEU LA T ARHEPRIESERTE,
171 AT LAZE AS Rt 28 ZE R B sk o [5] B (1) 4 Sk BR ) 65 44 B50TE B B 15 400 B X
HERBS. WEBEHFEEMER KA ES, AR EKRE
ARG RS

37



	ABSTRACT
	DESCRIPTION

