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o

0409 *H-DA(ZIZ =% 1nM) 1004201 Jtat D

X SEtolo] 2 4.0ME AR B 10 £33
Of 37CHA 252 SO YRS, WXERE(HZ 5% 10y WS AE50 HIS0 =48
=N5IC. #2Hel £, MES SGHAM o e S

tESH GF/C Relds Zgo HE ==0. I=F

HIEEICH E2ES ZAls &S S22 HH S2A=Jl2 FFEtl.

ExS 209 XIO0IZAM 2 AHEHCH.
0

| 25 LHXI 75%01 01 0F &t

oi U

-~

Ct.

ANEXles |C5o(3 H-DAS S0l Z&s 50%tX AHMAII= AE 229 ==(p M))I2EA

LtEHCHCH

SHOF AIMESH AL 3H—E-:EOPEFJI%E'(SH—NA) Ex2 A2 2H

28 HIZE:

eel XAIDEGleE &, 0 WXl 4COIA MESCH £33 AAAE HE(150 LHAI 200g) 22612 ol Ot
E ZESIII(MEBY; Ultra-Turrax homogenizer)E AIZ30d 1M M2 glS sKols YUY 0.32M 22X
1002 EUA 5 WX 10= S ZESAZICH. 20121 2AICHH 40| mh2elel =Moot S L.
DTS2 1,000 x gUlA 102 SOt FAR2EC. 05, M= ASsdHE 27,000 x gilA 508 S0 &

| = 7
AZeolot] ASHE2 HEICt. 2 (P,)S 122mM NaCl, 0.16mM EOTA, 4.8mM KCI, 12.7mM NaHPO,, 3.0mM
NaHPO,, 1.2mM MgSO4 , 0.97mM CaCl,, 10mM 2ZRIZZ= L 1nM OtADEAMS &R6ts, &A3HE (0, 96%:C0,
%2 0IR0E CHIIZ 302 Ol4at HESHAIZI) pH 7.22) JRA-ZH I 2AFH(=2H2 == 1gg 2000
me) =0l A THEEHAIZICEH.

=4

AX BHEIHO| EHZ 4.0mE AIB 2% 10049 HNAGEIS S M) 100401 Jt5tD =85
O 37COUIAM 0= =0t s2Melstct. AZ2t2 (238 = 1 u NS ALS6te HIS0| &5 =86
Ct. &=2xel £, ME2 S2otilAM AEL GF/C R8s ZHH HE =0, 0% ZHE 0.9%(w/v)
NaCl 2l SN 5m=z 33| AESHCH. 2B ZAs 2= S42 AN S82H=I|2 SFEtl. S0l S+
€ & ExT HIS0 E5 22 XOISM H AT

ICsp= AHl&HSHIl &0l S01 2 AMES0l 25 LUKl 75%01010F 8tCt.

ANEX= |C5o(3 H-NASl S0l Z&s 50%0A AHMAIDI= Al 222 =sZ=(u M))2=2A

el XIAIDE gl s, 0 WX 4CHlA HMZESHCH. 2= U
&2 Z2SI(HEY,; Ultra-Turrax homogenizer)S AIZ5I0 1M II22IS & Role W 0.32M £32
22X 1002 =0lM 5 WA 10 St 2&SAIZICH 25012 SAICHM 2401 222 ZMHoltolAd &
HECH Z&322 1,000 x gilA 1082 SO JAZ2Ist. 05, MHE ASMZ 27,000 x gHlA 502
S0t FAAMZeloln MASsHS HEICE. BE(P, )= 122mM NaCl, 0.16mM EDTA, 12.7mM NaHPOQ, ,

> & (O
© |
3
=
=
)

3.0mM NaHPO4, 1.2mM MgSO4 , 1mM CaCl,, 10mM 2T2= L 1M OtADEMEZ &R6t=, &ASHE(0,
96%:C0, 4%= OIRO0{& UDII2 302 Ol4a BESIAIZ!) pH 7.22] J@A-S) Hie 2sH(2H £H 1g

g 1000me) =0IlM THEEAIZICEH

= .
¥

XX EEHO| 2 4.0ME AE BU 10049 HS5HT(ZHZE SC M) 100401 Ji51D &8
StOf 37°COIM 302 SO FEMRISlh. AZEIT (IS 5% 1y NS ARG HIS0 S4+52 =3
SiICH. edel =, MEZ EBOGHA AE GF/C RelsR ZEN Y ==C0 18 EHE
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2tSl XHOIZ2 M HIAHSHCH.
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=0 Otllet stgf=2 Z20tel MBNMZ=E MHE=-AM 40 228 JIEe F0H2 XS0E <R
FEOtCH. [Metd, 2 2O sIgEsS 2.0t MBMGEEH S=-AN 40 2 EHLE 0l0 B+Sot
= %9 Xz, 3L E= HANE ERZ o= AIES Egs &0t A= sS0 FHE = UCH Olol=
S0l mlEd, =25, IS, =8YA, I 8, =4 28 JIsEd Fo, =94 X & <
SOl E 21 JISEMIF 280 HIE FOHE2 S4EZ &6 S0 L4, F0-H=E 8H,
ol e 2%, 2¢ mFA & 2 IFXe MsSH O Uot 82 =X12 = 2 =2A2 85
St JEH et otF 13 £= 232 0.1 WXl 500mg, 3l 10 LHXI 70mg2l 22 ST

l.pE & 2l S0 220 SZHE 208t

P.o= & 2dd £ 222 FFE Q0Igtt

s ZAltles 2 €8S FII2 £%HotAN ot AO0IX HMEetnXt &2 OFLIC

A0 1

(-)-Sdotol=EzANL HE HAHZ

R it SN.  COOH ~N_ COOMe

O?I’O — oH — H
o

(1R,2R,3S)-2-IH2HSAI-3-HEZSAIEZ2E, 5l0IES22Z2t0/=(100g, 0.29mol)S M E & 1000
me H0M 18AI2H SCF B R A MAE ZHS YUWAI2ICH HXZAS HUotH =&5tD, HHsS HISot
M sEAZIC. X222 HES2 AH0t6tD, Odustd (1R,2R,3S)-3- 6PO|‘:§/\I EZE-2-3t=4d0l
E, POI‘ZEJEE}OIE% A Z2EY SEESEAN S0k, 02 O Ola HAHMGHK 20 AZAIHA AL
SHol(50me) Ol A 2A12F S0t éHET/\I?'EP. &) BHE HUBo0AM sFAI211, T¢ oiet=(150m) S Y
SOl & EGI JIEtCH, E2ds =9 20 16AI12H S wBtst MIBoiA sSAIZ2I0. &[S Y
HAIDILD, =AMSLHES SH(10M IZHat 100m) S Jtotol @l182e2 =N EIOHE' OlHZ=z 53 =&&t
Ch. 88tel RIAS AZTAIL XBoIHM sFAH Y2 =Sotll, 018 &3(70 WXl 74C, 1mBa
rotolld SFAI EX SESES SUE QLUYZN ST

Olete ChE gEe gz, (-)-datolE2d L HE HAHZ= S 201 HEsttt

P MEtS 3.254 2 LIES 1039(3.052 )2 OEOLMEHIOIE(HPLC S3) 3¢ 2 2Itel &t
OIEZZ2=Z2t0lE 500901 Jt&tCE. BtES SE2S 2.5A12 st SR AIZICH. OLMIEA 150eE Jtst TS
(pH & 8), E20 1.54 S JISICt. 201 24 S ZASIUA SLAIRICH E2AS 24 o oot
0 24 £ SZAIZICH Olelgt MelE st O Bt=stt. S & Hotd2 554 0111, 0 =2
ot 6L It SLELE. BIS SEESE WAL, SS SFU & 14 2 HNEESC. SHE 2ot0lAM S
'j*/\|9|7 422 57002 15cm HIODZA(Vigreux) ZE S AIS6IH SRAZICH. HEHZENOIES
12mmHg, HIE 80 LHXl 95CUHAMN SFAI2ID, EH 32 0.2 WXl 0. 4mbar HI&E 56 LKl 80COHA H
A ZEHES ALZotAl 21 SRARIC d8232 SHe 24 HH oIt

+=2  2189(76%)

A0 2

(1R,2S,35)-2-IIEHSAI-3-(4-E22ZHE)EZE 2 (1R,2R,35)-2-IIEHSAI-3-(4-E222
HE)EZ2E

~N COOMe r SN COOMe

JIAHE Wet)|, 28 2=)| 9 o Hag e e 37 82 ZEctA3 S0l 2= Col
g OHZ2 250m =9 4- EE—%EEE?__ .5mé, 250mmol )2t OF2 ﬂa SAATE(6.3g, 260mmol ) S
APE25t0 JdelUS(grignard) AlZS MXSHCH. JdelUE Al ds -20C2 W2HA2|1D, 22 Lo
OlHIZ 100m =29 (-)-cslol=zd DL HE HAHZ(21.79, 120mmo|) ZHZS {/2A12+00 22X JiStCt.

o
BS==S 20CO0A TAIZE St WEHAIDIL, Btilel SOtX &8 2 &IHXE AISoto gts=S =4
AI2ICEH.

+

>o|

2E 250me0l 20 wBtotil, &0 4AM S4&tS CHEF 100me JtotOod
cla), #a2 CINE OlHZ 100mE MESHCH a0 25% +45e2s S
IHLLEE2Z ZESAIZID 2BE2Z ClME OHZ2=2 33 &6, 2
I SSANH 2LE =S 6%7, Ol &Z(150 LHXI 160°C, 2mBar)atOHl
2 SIX LHOoIEH < §§, (28/2R-1/3)& =+S3dt1, 018 SEHZA

_I_

2E RIS HEA
N ZSFAICH 0ledst o*i.*

JI
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CIOIE OH =9 MEHI) + 15 S2I0IE offle) BREE ABO0 VY S20E AN 22N
X MH2S HE S0M 060 (1R,25,35) 2 IS HEAI3- (422 Q2 M )ERTH (MM 2N, gA
91 WAl 92TC) (1R,2R,35)-2-JIEHSA-3-(4-EFLZHL )EZTH(HM 22X, & 65 WAl 66T)2
£SEHY,

2) Mg 2SS 780 YANSID, LIHE NHE sm SO SelE22 oM (20m,
250mmol) B 10201 ZH JIEICH WRS HMIED, 2EIt 0CH TLE UK, 2SS 700W 2
Ol =3 MEEICH FE HAS J6I0l 440 pHE 12 XX 08, 44 SHolstD adle SUs @

r e

2 FIOX LHoIMe E82(28/2R-2/1)8 =5S8!,
ol St=S0l RAIe EHoZ M=

(1R,2R,3S)-2-ItEHSAI-3-HEEZE 2 (1R,2S,33)-2-It2 0

o OldM=z 2@g&0l elol (1R,2S,

(

ZESECHEAE 53 WX 54TC). (1R,
SEES OEMFANBEM =SE .
-3-

(1R,2R,3S)-2-Ft2HIS Al 4-SERHLE)EZE L (1R,28,35)-2-ItEHSAI-3-(4-22 2 H
d)EZ2E, 28 2. SO OI8ME =2clAIIX £, ESSS &AM 30 JI=S dtet 20l ol8H &t

/\

(1R,2R,33)-2-It2HSAI-3-(4-S22HEZ)EZT, (1R,25,35)2-ItE2-HSAI-3-(4-222HYE)

EzH, (18,28,3R)2-It2HEAI-3-(4-S22-HL ) E2H 5‘—4
(1S,2R.3R)-2-IIEHSAI-3-(4-S22HE ) EZE, LY 2. NHEIQHY 2 SIHX NEE ZelAIIX
2, SEESS ZAI0 301 Jl=& Htet 201 Ol& M SHAIZICH
(1R, 2R,38)-2-It 2 0l S Al-3-(4- EHIE'lHI NE=ZE 2 (1R,25,35)-2-It2H S AI-3-(4-HEHE)
o, gE 2. FOtA OldHME =22lADIX E11, Eg=2= 2 A0 30t 201 Ol8 M =tAIZICH
(1R,28,35)2-It2HSAI-3-(2-LIZE)EZE X (1R,2R,35)-2-It2-0ISAI-3-(2-LIZE ) E2 T,
2e 2. OE otz s2 2-Ez2ut2gd & 1,2-CEZ208 1€&2 %@%2 s 2222
25 SEEHN Otote dellie AlfE Mxeth. dd=22 = O H4 Z2IY 2010, 882 24

79 LHXI 80C % 86 LHXI 87°COICt.

(1R,2R,3S)2-2tE2HSAI-3-(1-LIZE)E2E L (1R,2S,35)-2-II2-0HI S Al-3-
SHOIEZ2=22101=, %Y 2. CINE OHZ Z2 1-E22UZEd 2L 1,2-0E220
£ 0IOUls 2229 812 gy Jtoted d2lLE AYS HIE@EP N stet=
LHXI 135COl whia 2™ M G20 LS SIS22 A 220,

A

(1R,2S,3S8)-2-7 A = ,2R,38)-2-It2 IS AI-3-(3,4-CI2
ERHY)EZE, &Y 2. O’SES = C ”ﬁ“ﬁ“ DE“S@ SIEI20I0, SES 22 69 WX 70C L 61 U
Xl 63COICt.

(1R,2R,35)-2-It2M S AI-3-(3,4-CIS22HEL)EZE L 019 HHEI2ML (1S,2S,3R)-2-It2 0
-3-(3,4-LIZE2X2ML)EZ2 2 2tM0l E&E2 ESYEIZ M (+-)-dotolE2A D HE HAHZE
APZSH MRS ChS(2Y 2), A0 30 JI=< HieE 20l OI&XMISHAIZICEH.

(18 25,3R)-2-It2HSAI-3-(3,4-LI222HE)EETS LY 25 AESIH HMISC. stEgE2
SClAIZIX 10 AAI0 301 Jl=E B2 201 OI4XSHAIZICEH

(1R,2S,3S)-2-It 2 S Al-3-(4-HIE- EZE 2 (1R,2R,33)-2-IL2HSAI-3-(4-HE-HE)E

He)
dd=2 = M A =010, 82 22 130 WA 132TC & 95 WXl 96COl

91uaw e
b

|'|0
u

=
=2

H
e
0
162
N

A

2R,38)-2-It2H S Al-3-(4-t-2E-H
2k

3 s = (1R,
HIEZT, WY 2 Y22 S O MM ZZY FHES0I01, 882 22 84 X 85C % 83 LHXI 84T

& A0 3
(1R,2R,33)-2-IIEHEAI-3-HZEER T, FI0|ER2220/E

— ):q-cm

P4 HE2(100m) F2 (1R,2S,35)-2-II2HSAI-3-HZEEZ2 2 (5.69, 20.5mmol) SHOl HES
(oM, 2me) =° LIEE HES20IE %0—\% totd, MHE S22 16AI2 S SRAIZICH BE 2
g=2 IS0UA sFAII1L, &F=2 CIHE HE 20 SoiAlzA 22 MESICH. SIIAS AXAIILD
NBolHA sSEAZICH = ME2S EEHZ2A CHE HHZ2 HE(1H) + 1% ECINE ot2le &&
22 ME0I ZE AZ0IEJANTZ MM (1R,2R,3S5)2-IIEHSAI--HIZEZTES QUZA =S
StCH. AHD] *”M‘:’Z CIOE OlHZ0 SaiAlz2l T8 CUE HHZ S92 & SHS 2N, =X
SletES M HXNM(SHE 188 WAl 190C) AEHZ2 & & A|I2ICH.
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<201>

<202>
<203>

1019980706518

AAI0N 4
2-IIEMHEA-3-EZ2I=

0

BR 22 JIEAZ 24 MO 9 =ASHIEE(3.2g 80%, 107mmol, ALOISZE4S
X

2 02 M=EeE) EIEHIE'DPE'HIOIE( 13n2, 108mmol) 2l oK o =5 Mogzad gﬁgf?z&; o
E==(6.9g, 50mmol) SAS 15201 ZH JIBCE. BAG AAJ} WEEX oo

s_ﬁmw(ge 2,20 ézrar SOIM S LU0 E 2SR WA (5, 2 /5UE ZHAEN )
Bl A 2BletDE 4002 Jisin, MAE =s2S K g2el0= 83l Fzeg. ead Of
2al 222401 RIS AXADID NBSHHM ZEA2 2, SSHEA KBS o 2ol
M(10% 03 e 2 SZe0CE NS0 X MHSES U agmgzaHmsru MEES BRE 2
22 XNZEoHAM SEAILD, O|122H £S5 224S U222 (Kugelrohr) =500 (Imbar, 120C) EAH
SiEr=S SmO0| 104 A 107°C0l QXM HHOZ A ~=st}.

MAIG 5

2-IIE20SAI-3-GI0IESAI-EZE, SI0IEZ2Ze0/E

~N COOMe ~N COOMe

0 OH

-35CE d=2tAIZ! HIgts 750me

| -
Bsmol) SN0 SASEALEE (170 450mo]) S EUSE AN SO IUBC. GAN B
oS Fsh SLNUOME AAGI IO BN, ERES ABSHIN SHAIC (4000 I
D, Fet NS EJjol0l pHE 30% ZHeILI 4AAS LN HZZ 33 M=S /S, Mat 448
2DES JI0H0l pHE 112 ZE5D 44 HLH 2200/C2 38 FEE0H, ABE0IA B34 ©
SIS XS5, 012 KBS0 SHAIND JE AUE S (S ADHHUM SSAL. HESS S2
AXoH0f BH GBS PHY MHSEN LS80
o - ezpe N «s2 ssss
SHE DAY (19-HDHSAB-HOSEA-SBS ANK 400

SE(BE; ). Ned. Chem.. 37, 2007(1994))01 JIZE bBigl 20l 2elAH *S& (15)-2 32 H=E A
3 ERN=S BLSHE ABHI0 SAE UHOZ HZEICH

A A0 6

(1RS)-Q15t0IS 2 DL HE HAHE

= o = 0
A0 50N =SE 2-It20 S AI-3-CI0IESAI-EZ28, © =
EleY 2=2ct01E(0.4me, 5 3mmo | )_J EBE2S 60CHA 2412 SO WEHsH) =9

:ﬂmw

= oo = 5 == =I5t XA ST
F9l 2E2 WA = 2HAI USE JloiD ME FNSADSS MG pHE =
ié%é =k JEEFOI‘:E 23] —’7‘—%8}3, SMHE NIotHAM HHAIA EXH SEE22 QY2 M =S
5t =F AI2ICH Imbar, 70 WXl 85C).

QY AEfo (1S)-stolE2A D HIE HAHZ= AAM 50M =58 (1S)-It2 0 S Al-3-6t
OIESAN-EZts SLESHZ M AESIH FAS $HOo = 1|2E§ Ct.

AAION 7
(1R,2R,38)-N--2HE-2-StEHSAI-3-(3,4-CIZZ2HL ) EZ

18-12



<204>

<206>

<207>
<208>

<210>

<211>
<212>

<214>

<215>
<216>
<217>
<218>

<219>
<220>
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24 ==200(100m) Z°| (1R,2R,35)-2-IHBHSAI-3-(3,4-CI222HY)-E
H HoH
N COOMe N COOMs.
4
(v] C
c ci

24 E20(100m) =2 (1R,2R,35)2-IL2HSAI-3-(3,4-CIZZZH L )-EZEH(8.7g, 27mmol)
B 220-EpiS220E S22ESH0S(14 6m, 106mol)9 BESE BN o SRR, BS
ga2s UBSIUA SSAIID F2200 Higel 222012 et 03, 22 A=SL. SIAS 2
ZADID DTSN = A|zu NEES 75% a0 OME L (60n) 0 BHAIID 0l £2(3.70)8 &
S Ea20| J1F OS, 39 SCHA BAL S0 DEET. N3 $48ADES ok (ph7), =8
=2 foe ogzz 23 = oru. 25E RIIAS AZAIID ITAHUN SEAH B SE22 @
A= ~S510, 012 O 014 EHASIK o7 AIRSHCT

AAOH 8

(1R,2R,3S)-N-2HE-N-(32 SEAIIEL)-2-II12HEA-3-(3,4-LIS22HL)EZ2 B

H
Bach
n H CO0Me
— c‘
o]
(&)
cl

f= H|EEPOFO|C§“EF(5OM) =2
(1R,2R,38)-N-=ZEHE-2-II2HSAI-3-(3,4-CI222-HL)EZ2E(7g, 22.3mmol )2t CI-32-FE-CIHE
UIOIE(7.7m¢, 33.6mmol) SBHS A20M 1A SoF WBHSHCH YS(100m)E DI6tH BtSE8 S Al
I, 4= =g=2 LOE NHZ22 28 ==ot0 HdXAIZID UEoH0AM sSAIH EH HEES 2
L2 N =50otH, 0I5 O 014 EMOHA 210 ALSStCt.

A0 9

(1R,2S,33)-2-GlOIEEAIHE-3-(4-E2R2H L )EERT
COOMs CH,OH

\ F—»%-@—F

A20M, CIOE OHIZ(30m) 2 =43

\

o

t20|5218(0.8g, 21mmol) SEHN CIOHE HEHZ

100me =2l (1R, 28 3S)-2-It2 IS Al-3-(4- %?—Eilﬂl‘é)giu*@g 18mmo ) %"ﬁ”g N AGl Ottt 102
= DJ_F'_F@ OS, B2 &ZA2110, 2 0.8m, =&sLES(15%) 0.8m & = 2mE Ji5H0 S A2

mé
Ct. Oit0ll 2ol 2=0Is S2 HIJMIJIj g0e &
OE|DP/\| HHM stet=20l &0l 79 LHXI 80Tl At AF

to12l stef= S0l A -2 MEEC:
-OIOIEEAHE-3-(4-EI2HLE)EZ T, M AXY FF 169 WXl 170T.
SAOE- S , 88 145 WX 150C.
SRZHY)ERY, 2

SHOIA HOAH @22 @ADL, HEoz
2N L

p-iy

w0
.p
E]
iy

H
ri
&
z
[

bl

(1R,28,35)-2-GIOIESAINIE-3-(3,4-LI222HE)E &, 8& 83 LHXl 89TC.
)-2

(1R,2R,38)-2-5t01 = AINI%—S—(SA—EI%EEEI‘-')EEEBP olel OItEIQMel (1S,2S,3R)-2-of
CEANNY-3-(3,4-LI222HL)ERTO| 20l 282, & 186 LHXl 187C.

(1S,25,3R)-2-GIOIS2AIHE-3-(3,4-CI222HY)E2 T, & 179 LHXl 184C.

(1R,2R,35)-2-Cl0IE2ANE-3-(4-S2TZ2HL)EZ2 T, MM 22X & 200 WXl 202C.

ALALGI 10

(1R,2R,35)-2-GtOIESAINIE-3-(3,4-CIZZ22HE)EZT EA0IE

Oigel S2=2ct01=(250m) =2 (1R,2R,35)-2-GIOIESAIE-3-(3,4-CI222HY)
0.05mol)2l SEHN Ecioigotel(8me)t EA S=2et01=(10.5g, 0.06mol)E IJtstCt. B a
AN A WEHEICH. E0HE SZAIA MIotD, &F=ES OIHZ20 SoHAIZICH. OEHIZ24S =450
(IN2=Z HHGLD S2 23 NSO, SA0IOWS22 AXZAIILD EEHE SLAH, &8s E
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OlE 21.19(93%)2 =S8&tCt.
=, UGS 20l ELUO0IES M8

:p5|(5°C)HEIEFF_'O(HSOEE)EAI9|:(§1F;’,+2R,38()—2—6f0|E%/\IEHI%'—S—(SA 222Hy) 1
= 2= = 0lE(1.15g 6mmol )= Jt&HC Hooo /\Iz — .90, =
10C DI2te] S 0IA 2(50m)2 Jisi, E82S 152 B0 WSEE 4ENN N2 S D

AN NaOH(2.5me)E D&t MAE2S Z2lAH 22 MG H=ZAIRICH
=8 2.129(93%)

A 1002 2E MZHIAIH =8t EL0IE 1.61g2 +=SeCt. 8 124 WAl 125T.

AW 11

(1R,2R,3S)-2-HISAIHE-3-(3,4-CLIS22H L) EZ B

(1R,2R,35)-2-GIOIESAIHE-3-(3,4-LI2Z22HE)EZEH E4Y0IE(9.29, 0.02mol)E == O
96 Al2+

E%‘QOE”‘?.% A e E Sat LJEE BIEAOIS(15m0. 2N, 30mmol)= JH5H0l Bre=
sot &R 2)s =g 51, 222 OH20 26HA2ICH s =
o & N N
of;L SADIOHIB L2 HEAIZICH. 20HE ZSLAIH ZX 82 5.98 (95°/)2|Ei|53+ E‘i*

760 6] h) = —|——|;E|' == 73 LHI'

(1R,2R,33)-2-HISAIHE-3-(3,4-CLIS22MHL)EZE, ANEMOIE= +SD 20| M=ESCH:
96% Oflet=(200me) =2 (1R,2R,35)-2-BISAIHE-3-(3,4-CI222HE)EZ2 (169, 50mmol) =

OHOll AIEZ4H(10.5g, 55mmol)S JFstCt. F2 =
- AL . , = St Se20| Egst 20| g &= (e R3] =
ZANE2S HWAIHA 2x 25m QIEFSZ HIEBICH 28 21.09(83%) ,I ?slé* TSQj}Tf%gC°é§%E SsAPl,
(1R,2R,3S)-2-HISAIHE-3-(3,4-LI2T2HL)EZE HHO0IEE= TS &0 MASHCH:
A v = N ‘
0|+_§1¢+%( m) =9 (1R,2R,3S)-2-0ISAINE-3-(3,4-CI1222HL)ER2E(2.29, 7mmol) 2

MO OlATZEE =2 EAHM, 3. 6mﬂ)° Jiet
3 e AT eme= S JISICH SMES W2t U HYA ZHSEC. ZES
I, AN OATZBE2 NEGI0 HXAIZICH 22 1.61g, S& 17|1 LHlII 172% o EES Ot

M

oto12 Stet=01 FAGHA HMZEE C:
(1R,2R,33)-2-0| AT ZEAIHE-3-(3,4-CI222HL)ER2 T, Z0IY0IE. 8F 154 WXl 155C.
(1R,2R,3S)-2-Al0| 22 2Z - Ir)

.. )2 TILHE2AME-3-(3.4-L222HL)EZE, HHO0IE. & 66 WX
(1R,2R,35)-2-HISAIHE-3-(4-222HYY )EZE, AEMOE. & 165 WXl 166C
(1R,2R,35)2-0ISAIHE-3-(4-222HYY ))EZE, AEZOE. 8& 166 WXl 167C

(1R,2R,3S)-N-= 20 E-2-01 = -3-(4-2 I o = .
- ) HE-2-0IEAMHE-3-(4-222HI)EZE, Z0OYO0E. S8F 184 WX
(1R,2R,33)-N-=2 0 & -2- -3-(4-2 I o

. IN-CZ2HE-2-HSAIHE-3-(4-S2Z2HL)EZ2E, AMEHOINE. & 112 UX
(1R,2R,3S)-2-Al0| 2 2= =2 -3-(4-2 I I

- ) HIZ2Z2ZHE2ANE-3-(4-222HL)ER T, AEY0E. 8F 155 WX

(1R,2R,3S)-N-=20IE-2- SzozL E It B
B S e HE-2-AMOI 222 ZHESAINE-3-(4-222HL)EZE, ZDIOE. 8

AAIGH 13
(1R.2R,35)-2-0 SAI €-3-(3,4-CI222HY ) E2
(1R,2R,3S)-2-Gt0IEEAIHIE-3-(3,4-CIE=Z =

SHL)EZH EMYO0E g 2

%A%I(D%Ongww ;;%55.%?% Zo| LES MISA0IS(2.4m, 2.5M Ei|6m|m0|()225gj£ &mmglzvagﬁcoi

2F SO ERAIZIC S SYAAH MABC RS 2 L OHZ29 DD, OEIS (3

x 50n¢)= 33 EEBI0 NSD,Z HEAICH SOHE SUAZ EX s E”g 1}759))" EQH’ s

= _l_—|; L oco=Ez=

AiIt &0lM EtOAC:ELN(99:1)2 AIESINH 2Y IAZ0IEDHIIZ FHMSET. =8 1.24g
& =2 Z0H0IE &2 Chs £01 MAEHHH:

GIEI2 Zo (1R,2R,39)-2-0l = Al DI E-3-(3, 4-

o ° = SECE I

e L ZOI2AF(160mg, 1.38mmol)S Jiotn, Sat ROHc)n #sgf)?[h”%r |1§2Tm0|) Tea
Sois eI n mes e e Lok o0 MCsisol S Dot mas

=
D OH=Z=2 MAEGHD AX6tH Z0t0lE & 370mgS =S8ttt & 134 WXl 137C.
A0 14
(1R,2R.35)-2-0ISAIE-3-(3,4-CI2Z2Z2HL)EZ2 T

THF(200m¢) =2 (1R,2R,33)-2-Gl0IS S AIHE I
o = : _ 2R, 3-(3,4-LI2Z22HL )EZE(26.
}%i gé’,}l 60% =23t |'EE(4.6_Q, 0.12mol ) ot 01|':é'/é"1_ﬂ|0|5(15 7mé, 0.12mol)E jfﬁfozl gggé"sgb(ﬁ%{‘l}o')o“
2t S0t 30 LAl 40CZ JtE &, Bts Eg=2S =7 20A A Wetsttt. 1= UFEO_‘;;*;/OZ
[l 2, U's 28==
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o jo

AZ0M 30 LHAI 40C= 1AIZE S0t JtEotd =(500m) 0l R=Ct. E&
FEotll, RIS 22 MEGHLD MgS0,Z2 AXAIDILD SEAIH HHMatE

(1R,2R.38)-2-0ISAINE-3-(3,4-CI2Z22ML)EZ2 Y AMEYO0IE=E LS 201 MEECTH

96% MIEFE(275W) =2 (1R,2R,38)—2—01|§/\|ml%—3—(3,4—11|§§§1_ﬂ|‘-')EEEF %‘L“Oﬂ

(19 29, 0.1mol)S DJI&tCt. SHES SFJot0l IISECH. BHE =2 2T0UAM A2 S LXIGHH 2

SHAIZICH. EE22 Z20M 1/2A12¢ %OJ 2 Xlot, je“éiéi MEES O{U5H0 96% Ol EH= (50me 2t
25mﬂ)§ NIHEICH 2HY MEs8sS AXAICH =8 32.85mg(70%). & 153 WAl 155.5C.

AAI0 15

(1R,2R,3S)-N-- S E-2-HSAIHE-3-(3,4-CI22Z2HLE)E

CIZZ=Z01e(50m) =2 (1R,2R,35)-2-HISAIHE-3-(3,4-CI2SEZ2HY)
g

E=ZT(5.98g, 19mmol)
SN S22UHE S22EZZ2M0IE(2.7m, 25mmol)S JIstCh. tﬁ% SEESS YN ERA2CH. SOHE
S2AIA MHGILD, IS HE=2 H0HA 302 S2F SRAIZICH. SMHE SZAIZILD, RS 20
ZoHAIZICH. =4 Z2LI0IE AISoIH 242 FIIHSAII1D, 012 HHEZEZ2 F=6HC. HHEAZ2 =2
2 MHEGILD, EAMOIOUISESZ AXAIIILD, HD SYEAIH 5.492 =S&L. ™FSS CH.Cl/MeOH/NH;
(£=4)(40:9:1)8 AIE5I0 Al2I9} MM 28 IAZ0IEHLZ HMSHC. |=l 2& 2.6490] =5&
Ch. Ol2et 2&2 OIEFS(20me, 96%)01 ZoHAIZID, OIEFS(20me, 96%) =2 AIEZ24H(1.79)2 JIetCt
5COHIA EXIAIH SHOI 118 WX 120CQ ZAA DEE 3.829(41%)2 2S5},

(1R,2R.35)-N-=2 0 E-2-0SAIHNE-3-(3,4-LI2Z22HL)EZE, AIEYOI

CIZ2 220 (50mf) = (1R, 2R, 3S)-2-0l S Al £-3-(3,4-Cl
14.8mmol) X0 S220E S22E2M01E(2.4me, 22mmo|) JIEtCH. EtS=S M SFARIO. 8
HE SLAIA HMIctD, RSS2 HES(50m) Z0A 302 S SFAZICH S0HE SLAIHA M
0, d5=2 =0l EolAIZICH. NHOHE AFE6tH E2HE &Jld 2H\|JI OIE OlelizZ =Z&Ct. oldl
2S4S S MEGHLD, MgS0,2 HZAIZILD, SEAHA £ MHS 4.35g% =S8l

MEES CHCIl,/MeOH/NH,0H(40:9:1) 2 E&E2S SEMEAM AHE0H A2I3H(100g) &0AM 2™
JAR0OEDHIIZ HMEHCH =8 2.49g.

ZOHOIE 22 MA=22 NES0 SoHAIZIL2, Ol NES =2 F0OI24H0.25M) 2 JHE e R
M EHEC. 82 WAL, HIES2 MEotH AXZAIZIC. 8 220 WXl 2227TC.

SAl0l 16

(1R,2R,35)-2-0HEILQNIE-3-(3,4-CIZ22HL)EZ H

CIHIEZS00I=(30m) S2 MEEI=(0.5m) 2 IHAH2(0C) SH0 +2L2LES(60% 0.279)
£ Jtett. =4 HE0| SXY, CNEZS001=(20m) =2 (1R,2R,35)-2-E A M E€-3-(3,4- EIJEE
THI“')EE‘”Q Og, 4.4mmol)S Jt&tC. MHE EFEES 0COHAM 252 S westtt. s 8= 100
TOIA 52 SO JIBIH B22S =9 22 WAAH 2(500m)T OlEHIZ(100m)S SSS0 2=
Ch. &2 =22lADI1, =d42 HHZ(100m)2 15 O FSSC fHEZEA2 S2AD|IL, 222 o
Bl 2 (75me) ofl oH/\|9 |0 2(2x 400m)= MIZHSHD MgS0,2 AZEZAIZID A0 SLAIRICH. EH SE22
+8 1.49. X HE2ES CHLlo/MeOH NHg(==4)(9:1) + 1% NHg(J\/\_') o EE¥E=S AMESHH Aot &0lA
28 J20tEJHUZ XSt HEXN 3= 0.602 LI AN =S8t

OIEIZ2(3 WXl 4me) =2 (1R,2R,35)-2-0EEIR2ME-3-(3,4-CI222HL )EZ2E(0.39)2 &
HOfl JF2AIZ] MeOH(4me) =9l E [24H(1.02942H)S JIEHH B WCTHOI0 =9 SC0A SAl B
XAZICH 234 4822 HUsto Ealéu. 2H2 AR0E20 H2AI 02 SO metsln, ol
ot =2lAZ1, HAXZAIRICH #+=2 0.38g, & 69Ul 71C.
(57) &9 ¢
8 1

St8Al 2 L= pO| 2,3-EdA OIXEE EZW SIFEE L= 0189 E8E L= AMEHECZ
slgHes 019 &.

StStA a

R,
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sh8tAl b
R
H N
4
R
H
AD| gterAl g 2 pUIA
R2 #=4, HIE, g = =220/
2 —CHX-R'[HIIM, X= 0 L= SOl = HE, g, ZT22 £= AISZ2EZZEHHEO0]
CtHol
RAE g2, CF; & CNez 0I20& 1O ZEH A= XEHZ 13 0|4 X&E = U=
HE ol
HPE 2

R'IMIJIAM, R'E HIE, N, 0lAZ2

2 I= POI:‘EME“'EHIE'OIEHOID_ ROt 22222 13| 014 X2 = A= HEL 2,3-EdHA 0]
g E

MASOI QUOIA, ROl 24 E= K02,
D, Rl 3.4-0I222HYQ 2,3-EHA

-R'(01JIM, R'= Y = oig

Mol A A,
-HSAINE-3-(3,4-CISEZ2HE)-EEH,
2-0|AZZEZAINE-3-(3,4-LI222HE)-EZ2E,
2-0ISAINE-3-(3,4-CISEZ2HE)-EEH,
2-MOIZZEZZZHE=SAMNE-3-(3,4-CI222HE)-
-HSEANE-3-(4-S22HE)-EZH,
N-C2HE-2-HSEANE-3-(4-222HL)-EZE,
-HSAHNE-3-(4-S22HE)-EZH,
N-C20E-2-HSAIHNE-3-(3,4-LI222HL)-EZ &,
N-C20E-2-0HSAIHNE-3-(3,4-LI222HL)-EZE,
N-C2HE-2-0HSAIHNE-3-(4-222H)-EZE,
-UIEEI2HE-3-(3,4-CI222HE )-E2H,
2-NOIZZ2TZZHESANE-3-(4-S22ME)-E2 E&=
N-CZ20E-2-A0I 222 HHESAINE-3-(4-22 2 E)-E

o SEE = dHNSEHCOZ o8& = 019 £t
5

EZH,

Mol AN A,

(1R,2R,3S
(1R,2R,3S
(1R,2R,3S
(1R,2R,3S
(1R,2R,3S
(1R,2R,3S
(1R,2R,3S

)
)
)
)
)
)-N
)

2-HISAIHE-3-(3,4-CLISEZHLZ)-EZ T,

2-0AZZ2EAINE-3-(3,4-LIS22MHEL)-E2H,
2-0ISAIHE-3-(3,4-CLISEZHL)-EZ T,

2-AOI22EZZ2LHESAINE-3-(3,4-CIZ22HE )-

2-HISAIHE-3-(4-S2EHE)-EET,
CE2HE-2-HSANE-3-(4-222HYE)
2-0ISAIHE-3-(4-SE2EHE)-EET,

-EZ2T,
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(1R,2R,35)-N-2HIZ-2-H SAHE-3-(3,4-CI222HL)-E2 T,

(1R,2R,35)-N-2HIZ-2-H SAIHE-3-(3,4-CI222HL)-E2

(1R,2R,38)-N-L- 2H L -2-H SAIHE-3-(4-222HL)-E2F,

(1R,2R,38)-N-C2HZ-2-AI0I 22 T2 HHLSAHL-3-(4-222HL)-ERH,

(1R.2R,35)-2-AH0I 2R E2LHYSAHEL-3-(4-222HL)-E28 E=

(1R.2R,35)-2-0 HEIRMI2-3-(3,4-CIZ22HYL)-E2 B0l 2,3-SgiA O|NSE EZW 382
T GRSEOR FEE= 012 2oty
¥37% 6

1B A0AT,

(1R,2R,35)-2-H SAIH £-3-(3,4-CIZ22H L )-ER T,

(1R,2R,35)-2-0 SAIH £-3-(3,4-CI222H L )-ER T,
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