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(500ml) . BFZ® (500n] ) BI8 ( 23.4g, 0.15mol ) EEX B F &
HmA. MAEEHEZED TR EEZHHEREN,. HxPBETIAE
feth (259% ) Z8 (BRRMN, RAYAKERH) .. FETEE,
MU AHAZBERIK. SXNZBEREAETE (Naz2 S04 ),
BREHEEZSPHEEH735.¢c R RY . BB RDBETIH,

(pH MEKEE) . §RIEEFEFRIESSR, FIH0H~ED
rELEY (28.5g) o #4: 281-282C, K¥MESPMTZHA
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2M NHs (aq) ¥, HZREERBAAIKBTREBIRK. [a]2'p=
+40C (C=0.1, HMLEEPFHES ). GC—MUS (70eV) M+ 1 =259
(53% ) -

(b) (R)-8-8-3-(N, N-ZXHEHE)-5-H
fE-3 4-Z8-2H- 1 —ENFuE

(R) -3 -EE-83-8-5-BHEEX-3, 4-Z5-21-1
—&FmtnE (11.5¢, 44mmol ) HF400ml R KZHE, BMARLF
(13ml, 110mmol >, F/KBEE (HF4AI ) (16g, 116mmol ) FI
LEMKI RN, REMHBRESSCH48h . EAEPHEERN, W
HYMAN: B 2MBR, REHBER_K. SWERNMRIT &
HREHEKEE, TR (MeS0s ), 28, BRPHBAEEEZTH
EZMFEHENPRY. BREHSHE (KM : CH2 Cla ) #3/15¢
(78% ™% ) HALEY, HEBHWKY, [a]?'p=-15.5° (C=
0.1, CHCls ) o GC—MS (70eV ) M =437 (15% ) »

(¢) (R)—-3—-— (N, N-ZFXFEHE)-8-M—-5—-H
& -3 4-ZE€-20- 1 —X¥Hw

(R)—8-®—-3— (N, N-Z¥HEEE) -5 -HEE-
3, 4—ZH - 2H- 1 —ZFH"m (4.35g, 9.9mmol ) BF45ml Tk
THF, ¥WHZE-78C. MEFEHMAL.CMIETEHEERK (6.8nl,
10.9mmol ) » HE—-78CTHH | Bto N—MEBWB (3.8g, 11.9
mmol ) BEF30ml XATHF B, 4 5A¥AERMA, HFF-78C
B/, ABRIERN, MA 3nl WHNH. Cl B, EEWA
Iml Z—HA®E, KB 2100n] K+ & 2g NHz OHxHC] R8¢
Naz C0s » REURMBEAEBEER. MA 2 MK BEE, KK
WRAMER_K, HAL®E, T& (Naz S04 ), &8, EHZEF
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ERABIETH

W -—RELEY (15% ) REUKF S -MLaY (BRHEX™
V), 8. EFMEGHIEE (BKHM: 25% CHz Cl: /2
), MKBL.78 Y. BEFYERKEEAHESE (KRN
UM k) MIKL.50g (40% %) MFEEILEY, KAEH
. [a]®p=—-112.1° (C=0.1, CHCls ) o GC—MS (70eV) M=
377 (37% ) »
(d) (R)-3-EE-8-®H-5-HEE-3, 4—-Z5- 21~
1 — %3 it g

(R) -3 - (N, N-ZXHFEHEE) -8 -#H-5-FH&E-
3, 4—ZH - 20— 1 —F#mm (13.0g, 34.4mmol ) & F265n]
BA115ml THF. WEFMALI0% Pd C( 4g) MERE (51.5,
0.817mol ) « R FEMMESIC, RIH2.5 M. REERLE,
HEEPBREBN, BRYMA 2M NaOH BHE, BHBEER W
BRTEFEHEKLE, TR (N2 S04 ), S8, EEREANR
6.2¢ (9™ ) FELEY, HHBWEMW, [a]?p=-153°
(C=1, CHCls ) - GC—MS (70eV) M =197(51% ) »
w& 2

(R) -8 —-®-3 - (N-RAEE-N-HEHEE)-5-=ZR
HERBEE -3 - "8 2H- | —FHFHw

(a) (R)-8-H-3-(N-RREHE) -5 -FHFE-
3y 4-ZH - 2H- 1 — X HFMm

(R) -3 - (N-REEEE) -5 -HHE-3, 4-Z5-
2H— 1 —FHMm (4.02g, 18.2mmol ) RIXKBMABTZH
(80ml) o EH, MmEMPPEFMAR (0.93ml, 18.2mmol ) &7
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Z® (40wl ) BH, 1.5 MEHAMTE.

HZPMEBNE, MA 2H NaOH BT, BHZBER =W,
FERERNIHBTAHEHEARE, T8 (Naz S04 ), 38,
HEPRZBENTREEFRY. hFBERL, BENRET I,
BMALEMIC] &Z&, TEOCEHE. E48 BT HHEE
ERmAK, KTR3.83 (62%7F ) B : 257-8Co [a]?*'ph=
—97.7(C=0.1, CHCls ). TINEMEBFHER, XIh—mwikY.
GC—MS (70eV) M =301 C100% ),

(b) (R)-8-B—- (N-REE-N-HEEE)-5-F
SE-3, A-ZE-2H- 1 —FEHFnmw

(R) -8 -B-3 - (N-RHEEKE) -5 -HEE-3, 4-
“H - 2H-1—-F#vkm ( 3.8z, 11.3mmol ) BFHAFE (80ml ),
MEFMAKE (8.1nl, 0.113mol ) « REEBRH (BB ), RE
WMAREFEILW (1.3g, 20.3mmol ), pH HMES, REERT
ERTHRAELIE.

EEPREBEN, RPN 1IN Naz C0: BHE, BoEXE
B-k. BRERMRESFSHEAKLE, TR (Naz S04 ), it
B, HEPHEBRND/SEEHEY. aREHSIE (HKBA: 7%
CBZRE Sk ) B30z (97T =F ) BRI EY, X%
KYPo. [a]?p=-82.5° (C=0.1, CHClz ) o GC—MS ( 70eV)
M=343(29% ). BB TZIZH, HATEMIC] HBE®E, THE
HMid. HEZH CHYIEEGSVK—SaGEE. BA: 177-9C,

(¢) (R)-B8-E -3 - (N-REE-N-FHEEE) -5
~HEE-3, 4-ZH - 2H- | ~FFHm

(R) -8 -BB-3 - (N-RAE-N-FHEEE) -5 -HHE
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H-3, -8 - 2H- 1 —FHFukw (2.38, 6.72mmol ) BHTXE
KTHF (25ml ) , WHIZ-T78C. MEFEHFWALMETEEAR
(4.83ml, 7.73mmol ), F—-78CTFHEH 1 B &FTFFILAKTHF
(15m] ) AN — EE BKIR® ( 2.55¢, 8.06mmol ) F20—-30 A&
MmN, E-T8CHEHE 4/ . HELERN, MA 1nl BANHL C
KEWH, BMA3nl 3—&&, XAMNH100nl K$E2¢
NH- OHxHC1 R18g Naz COaz ,» ERMERAREZER. WA 2H
NH: 2%, AEHZBRERRNE K, AitxdE, T&
(Naz S04 ). i3, AEZPERZBENTRESR. ERE#HS
BOCHEBN: B5)81.0g (3% )MFEELeYw, F—EHMW
. [a]l?p=-88.2° (C=0.1, CHClz ) - GC—MS (70eV)
M=281(32% )

HRATZHEREATENIC] MBREER., THFERE, Khg
BEE (0CHRE)

(d) (R)-8-®-3—-(N-REE-N-FHEHZE) -5
~BE-3 4-ZH-2H-1 -FHFWE

(R)-8-HM-3 - (N-BHEE-N-HERE) -5 -HL
E-3, 4—=5 - 2H~ 1t —FHFotmtimE (1.03, 3.24mmol ) &
F R ACH2 Clz (30ml ), WHIE-40C, ZE#HMABBr: (0.77nml,
8.1mmol ) EFXAKCH2 Cle ( 5ml) PHIBER. wiHBEE, EET
3ABERMES. REBBAK 24 NH: 8. ROBBIBE
B, SRERMBRGHEALE, T8 (Naz2 S0 ). T8,
EEHHEEN, TERH &Y, EREHSE (KHM: 2062
MZE CK) T80.84g (97X =% ) FEFHLEY. h—EH
WmikY. [al?'p=-94.2° (C=0.1, CHCla ) o GC—MS (70eV)
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M=267 (264 ). HAIRETZH, RAEHATEIC] BB,
Wik, MR LM ZBMIKPESR, B—0C@E,
e 220— 2 7Co

(e) (R)-8-H-3-(N-REE-N-FHEEE) -5
~ZHEERBE -3, 428 - 2H- 1 —EH W

(R) -8 -®|M-3 - (N-REE-N-HEEE) -5 -8&
-3, 4—ZH - 2H- 1 —FHFmm (0.71g, 2.66mmol ) MW AT
(0.49ml, 3.72mmol ) HEF FKCHz Cl= (25ml ), ¥ & ZE -40C,
BRAMA=ZBFEREE (0.54n], 3.2mmol ), URNERARE
HEARE:. B0CUERMTS. RNEHRCH: Cl: BE, AEN
NaliCO= RBWBEHE, T8 (MegS04 ). . AZPEREREN,
BHRPRY. EREETH (KM : CHz2 Cl2 ) F0.828 (77%
EEI)FELEY, h—BWHE. [a]*p=-85.5° (£=0.1,
CHClz ) o GC—MS (70eV ) M =399 (6% )
5% 1 1

(R) =3 - (N-FEE-N-EFREE)-3-®K-5-N-H
EERFRE-3 -8 - 2H- 1 - FHFum

(a) (R) -3 - N-HEREHE-8-H-5-FHEE-3, 4
—ZH - 2H- 1 —FEHFAA

(R) -3 -EE-8-H-5-FHEE-3, 4--H-20-1
— %MW (1.5, 7.6mmol ), Z M (0.45g, 7.6mmol ) , MF L
M (2.5g, 3mmol ) &FT30ml FME. WHET, REMI/LW (0.8,
13mmol ) A HEMA, Lo ShinsE. SR 2 . GC RAEFRIE
1005 —FH Y. BREBNE, MAK, 2M NHs FEtOAc. FHL
ErBHBERAKEER, Naz S0 THZ, BREZBFH1.3g (64% 7™
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%) @i, HGC/MS A4 T 5265 EHANGFELED.

(b) (R)—-3 - (N-HFRE-N-EREEZE) -8 -%-
5 -FRE-3, 4-"H-2H-1 -KHFHW

(R) -3 -N-FREFE-3-#—-5-FHE-3, 4--4§
—2H— 1 —FHFmw (1.3g, Smmol ), Z® (0.38, 5Smmol ) M
HWE (1.52, 25mmol ) BETF30nl FH. WHET, REMILHN
(0.8, 13mmol ) #HHtMA, JLA8mMT, HEEH. 3 MHEGC
BERFI0NERF =Y. BREBENE, WAK. 24 N [
EtOAc. FHLES BHERARKKES M, Naz S0. T, BEAZEN
Blg (5% )MFEEM. HG MS 4 FUHAH307, HEBHHE
ke

(¢) (R)—-3—- (N-FEE-N-EREHRE) -8 -R-
5 —BE-3 4-"H - 20— 1 - FFH

(R)-3-(N-HKRE-N-EXREHEE) -8 -®-5-H
FE-3 4-ZF- 20—t —FH%M ( 1g, 5Snmol) & TF25ml
CHz Cl= « MAEEHC] MERUERLKE . KETEHMABBr
( 4g> 15mmol ) #10ml CHz Cl- PHIB®E, | 048 NTE (K
W) REBRESYHEMAE S hat, EXBER, REWMAKK, W
AEEZTHBE. FHRETEEHBNaz S0. T, BREBNFHE
e, a5 HE (S0, ZFAERNCK I +1)F1.1g k&
WikY . ABAHC] BERTHALEYS, REZHPESAR
0.858 (52% =% ). BH: 220-221C-

(d) (R)—-3 - (N-FRE-N-EREHE) -8 - & -
5 -ZRPERMEE -3 -5 - 2H- 1 —FHFmr

(R) -3 - (N-HFRE-N-EHEEE) -8 -H-5-%
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#£-3 4-Z"F-20-1 —-F¥ntm (0.78, 3mmol ) & F25ml
CHz Cl= » MAZZ M (0.3g, 3mmol) - EWRMAZ R A XRBE
(1g, 4mmol) T5ml CHz Cl- PHIEBE, 1 0 3HAMT
(=20C) . ZkZERHH 1 pif. REBMYBEAKKE, MAN: #
Bell 28, RAFHMER. FHEFTBEHERBNaz S04 T8, BX%
EBNB—tFEM. A5 H (Si0z , CH2Clz +2%, 1+ 3 )
B0.5g (44% ™% )L e, HGC/NS B545 F I H425, EHEHRE
Lawy. |

(e) (RY-3-(N-FRE-N-EWFEHEZ) -8 -%-
5 -N-HEZRARE -3, 4-ZE- 20— 1 —FHMm

(R) =3 - (N-HREFE-N-EFEEE) -3 -H-5—-=
MEAERBEAE -3, 4-ZH- 20— 1 —FFm%w (0.5, 1mmol)
BEF15ml 1, 4-ZHAHK. ZMMK®E (10mg)» 1, 3I-Z (ZKE
BE) BRI (20mg ) MEK (0.15g, Smmol ) MA LRERY. &
—HLRIAFTIOCHRHELIR. BREBNE, AT B (Silz ,
ZM+CikR1+3)RREHRETY. HMEWH0.24g (65% ™
®), ok, HR108C.
K i 2

(R) -8 -BM-3-(N-REE-N-EFREEE) -5 -%
ABE-3 4-Z“H-2H-1 —FHFHmw

(a) (R)-B8-WM-3—-(N-BRHEE-N-EFEZEE) -
3 4-ZE-2H- 1 R -5 -AMPE

(R) -8 -®E-3-(N-RWE-N-EREZEHEE) -5 -
SRFERBREE -3, 4-ZH - 20— 1 —FFWHW (2.48, 6.0
mmol ) » =Z K (1.3g. 12.9mmol ), 1, - (¥ ERE) - &
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bc (95mg, RELE ), MEER4E (1 ) (48mg, ILE ) RIDNF H N
(30ml, 3: 1)RAETS0m] ZFEELK. BREBER, FAC
(EEZ-K) . REBENYTFIOCHAT.S ref. KEPREEN,
REAPBETZH  BRNaHCO: - EEF B, KHERER K.
MEAHETHR (N304 ), EEFREZBENBHHEE, NAHI B
(Si0z » &% EtOAc, 9 1 ) B1.3z HELEH (T1%=F ),

(b) (R)-8-®WM~3 - (N-REE-N-EFEHEZE) -
5-EFBRE-3 4-Z"F-2H- 1 -FHEWH

(R)-8-B-3 - (N-RHEE-N-EFEEE) -3, 4-
TEH-2H- 1 -FHFMmW -5 -ABEE (1.3, 4.2mmol ) FIKOH
(0.528s 8.4mmol )IBRITH® (6nl), EHF2.5 Mo HEPH
BR&EM. BMEYETAK, MAZNHC] BEEYE. BAEEEFHRE.
MEYBETCH2 Clz » BEAESHPHEZBEN (EE=ZKUKRES &
SOClz ). H&PBBETZH (500l ) . BRWHZEZ-30C, EE
NHs (g) WP ERW®RE. MAK, BEETEF, KHHMER.
BMEAHETFR (K200 ), EEFHEZBNEEEAL, 2NEH
S8 (Si0z » EtOAc/ B4, 1 1 ) B1.0g (80% =% ) EHEiLs
V. Et0Ac " CIRTPELRESEH, H5: 139-140C
L 3

(R) -3 - (N-RTEZ-N-EFREHEE) -5 EFHRE-
8 -WM -3, 4—ZH-2H- 1 —EHFHW

(a) (R)-8-H-3-[N-(4A-FEEFTFFE)EE]
-3, 4-ZH - 2H- 1 —FHHw

(R) -3 -EZ-8-8-5-HK%E-3, ¢—=F-2H-1
— % HFMmE (7.85, 39.8mmol ). 4 —FBEAREXHE (5.42g, 39.8
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mmol ) » FE/RKBER (10.1g) MW ZM (200nl) FEREET
HE®. EXPHEZBANBEMAR (5000l ) - WHE1 5585, 8
Wi, AZPERAER, SKoEFEE (12.4). _REERC
T EERFI0.8g (86%7F ) BAELEY, HABHKR. BR
96.8-97.3C. [a]?s=+20.1° (C=1, CHClz > GC—MS
(70eV) M =315(58% ) -

(b) (R)-8-BM-3-BEZ-5-HFEE-3, 41—
— 2H- 1 — F ¥t v

3-HEEER (85%: 7.6g, 37.6mmol ) FHEMA B WA
HEH(+4CHR) -8 -HM-5-HEE-3-[N- (4 -HE
EXTHREIRE] -3 4-Z8 - 2H- 1 —%Hmkw (10.8g;
J4mmol ) AT HEHI% (65ml ) BHEFT. BAYEEZEETHEHE IR, &
HI-EXHRNE, BVNECERERSPERSE. 9MRE£Y
PIMAEEEEE MR (2.83g, 40.8mmol ) BIFE/KFHEE (60ml ) BE, FF
BRIMBRTEREH 2. BNEREEISEHEBBEWRY .
Wk Ak, A#EANaz CO: AEEAYpH 28 -9 B
AR AREER (3 X150m]l) - BHMEEH, HALE, Tif
(Naz S0« ). T8, EZEF®R%. Er-REHkalTE, M
EtOAc (15X ZE50% ) RIS A EHN. BEAMALFREBFWREERK
Reis 8, HEtOH-CHCls (1:99) hueBiw, £%6.45g (89%
FE)FELEY, ITEFEH. HR111-113C. [al?p=
+66.4° (C=1.3; CHClz > - GC—MS (70eV)M =213 (56% ) .

(c) (R)-3-(WMTHEHEZE) -3-#M-5-HEEX-3,
4—ZH - 2H- 1 —¥k*

(R) -8 - ®M-3-BHEX-5-HEE-3, 4—=F-2H-
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1 —%3#Fmm(6.308, 29.6mmol ), FrkNaz S0 (20g) MIFH®
(500ml ) EEEHTHEB LR, ETLC TPHERNTEE. BHEE, I
WP MAR (300m]) . EBRPNIFHIOSERE, BREGH
WR (48) iR, BEMERELSHRGE, MAPMATHR
FC3IRAFHOIME(Sm]) ., BIMNEBRBEHZSPERE (B
EUATRL). FBEBRHLYERSRATEBRT TR (IAFTH)
¥ (150n1), FBBREKB (+4C)PEH. HHET, ALRE
S F I A MeMgBr #Et- O % ¥ (3.0M: 32.0ml, 96mmol) ., HIA
REURBABEERT+ 5 CHRE (REKRR) . MTE, BEE
+ 4 CHEEHO0.5 pot. WEVRHB L s5bE, FEBRMAER
NaHCO= Riuk (3£300ml) - ZKAM ( 3 <1500l ) RERAY. H
P A, thAkS®, T8 (Naz S04 O, T8, HEESE, RN
g4 8 [ BB : EtOAc ( 2 %F110% ) 7ECHCI= F 1 #2.9¢ B#
TERENAEY. GEERKXAFTETCS: (100ml) ,» FHEBARE
ERTHELS Mt. EEPEREEN,. F—-RBAaHKY. MAR
W (450n]), FBBREETHSE (UMAKETER) -2 (1545
. AEEE, RER—HkE. EREREESE [ KEA:
EtOAc ( 10% E25% ) EEE S 1 282.34g (31N BFX ) FEFH
k&t h—BEmkY, («]12p=-82.8° (C=1; CHCls ).
GC—MS ¢ 70eV ) M =253 (53% ) «

(d) (R)-3— (N-BTE-N-EFEEE) -8 -M—
5 -BFHEE-3 4-Z"H - 2H- 1 —FHFntw

(R) -3 -BRTEEE-8-®-5-HF&EE-3, 4-"5-
1 —ZFuag 2.20g, 8.7mmol ) » HBEER (7.5nl, 87mmol ) »
WA ok BB 4F (6.0g, 43mmol ) M THRDMF (6.0ml ) EHEF
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FOSCTHHE. 70 Hot)E, GC A XHERYHORHHL (67%
FYE5KEHRYH ). kEFERN. HERE, BOEIMF 4%
Wk, EHBEES. IRESHRY, SHEERNNa: (0 KBE®
MZ®E (4 X70ml) M. FHEA, SAREZ, TH

(Na= S0 ). F3, HEWSE. BRNEESIHE [ BB 58

( 2% M15% ) ECik$ 180.80s ERPHAL.47g (87H ™ E,
EFEUmERYHItE) BRELN™Y, AXCHKD-
[al2;=-77.6° (C=0.8, CHClz ) - GC—MS (70eV) M =293
(40% ) »

BHEEAN™Y (1.30g) S5DMF (50ml ) RMI& 8 (50% ) MEk
48 (0.090g) BRI, EFRHBE (2ICOFMEHTEL. 5PHE,
TLC RMIGC BRERMETE. AERL T BN, BKSWH > ZDNF
Bk, BHEEEPERS. ERNGHSE [ BN : EtOAc( 0
3% ) #CH2Cl P IH& R, F1.27s (FFI7H% ) WyENkay.

GC—MS (70eV)M=205(28% ). [a]?'ps (B ) =-83.4°
(C=0.9; CHCl=z ) -

BAETRAKZH, EXEEVHEER, BETREPMALTE
HCl Mk&E . HI{Bl, DX KZBERZ, SOCEZ TR, &
1.39g ( X8Y% ) FEPMLEY. ha&EHEE. BI175-176C.

(e) (R)Y-3I-—(N-WTE-N-EREZEE) -8 ¥
5 —HE-3, 4-ZF - 2H- 1 —FFnknE

(R) =3 - (N-RTE-N-EFEEE-3-B-5-5%%
-3 4-ZH - 2H- 1 - FFmmah®it (1.3g, 3.9mmol) FH
SRPBETRKZ-EHK (40nl), BTk -ZHBERHE-50TC,
WHET, MEBERFHA (158K) Z8EH (0.750], 7.8mmol ) »
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ME=®WBETs T8, FTRKERIKB(+4T). EF—&
BETHAF4PIEHEBERBEAK (100g) , A EENaHC0: LW
pi £28 - 9. vk@ib/a, M (4 xX7nl) ERNENY . BERK
&%, BEARBKEZ, T8 (Na= S04 ), T8, EEZP KRS, &
1.1g ( HEI6% ) kA&, H—wF\EWKY.

[a]2'5=-91.7° (C=1.0; CHClz ) - GC—MS (70e¥) M=
281 (6% )

(f) (R)=-3—-(N-HTE-N-ERE&EE) -3 % -
5 -=HEERBREE -3 -2 - 20— 1 -FHFmmg

(R) -3 - (N-RTE-N-EFZEE) -3 -H-5-5
B3, 4-ZFH-2H- 1 —F#"% (1.0g, 3.6mmol ) R12, 4, 6
=" AT (0.52nl, 3.%9mmol ) BFHX/KZEHFMK (40nl ), B¥HZE
—30C. MEPERMAZEFERMMKE (0.66nl> 3.%9mwmol ) BT
TAZERKE (10l ) IEH, T205hAME. 2BRARER
HEE, YEEAZICHRMNEER. REBRE LB RBER,
A ANalHCOs KE® (50ml ) Pelk. KM ( 2 X40n] ) EWMH
K. FHHEHE, T1% (MgS0. ), TE. EXH KRS, BIHED
M. RRNEMS S [RBM: EtOAc— 24K ( 3 :97) 12,
F1.40s (FEBY ) FETHLEY, TEWK. [a]?p=-73.7°
(C=1.1, CHCls ) o GC—MS (70eV) M =413C 1% ) o

(g) (R)-3—-(N-HTE-N-TFTREZE) -8 —-¥-
3 A-ZH - 2H- 1 —FHUW -5 - BRI

(R) =3 - (N-RTE-N-EFEZEHEE) -3 -H—-5—-=
BHERBKEE -3, 4~ -5 - 20— 1 —FHFmmw (1.4g, 3.3mmol)
M=Zk (1.0ml, 7.4mmol ) B FDMF. MeOH C 6 : 2 ; 30ml ) &EHo
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BEMSA—EER (4 ). ERHH—FLREENT, WAH
B4R (I1) (0.030g) M1, 3- = (_%ERE) FHhe (0.060g),
REBREBERSABA—SLE. REBAYE-SLESATMN
HREVNC (WERE) . BRHEAL 240, (C RBPARETE
(B8P R2NERDH ), FEEYRH, AEXLITE. FuR
P mMABBRE (1) (0.0308) /L, 3I-Z(ZFXEXERE) Ak
(0.060g), BLREBEKERM. X 3/hB)E, GC RPEFEHF D
ERB (TTHE12% ), URNERWH. BE-_XREASPHEEN
FROLFEEMRY WA BANaHC0: KBHE, ABHEL0Ac ( 3 X
50ml ) XW. FUESHEHEREE. TH (MgS0. ) » H18, 7=
EZP®&%G, ROEAN. 2RNEH5 8 [ %BM : EtOAc (15%
F30% ) ECHKEP 1/0.178s EHRYHA0.842¢ ( ~FE89%, ET
HHRHERYHENE) FELaY, TewR. [« ]2p=-121.1°
(C=0.9, CHCls ) o GC—MS (70eV)> M =323 (14% ) o

(h) (RY-3-(N-RTE-N-EFEEE) -5 -HHF
B%- 8 —M-3 4—=H- 2H- | —RHKH

(R) =3 - (N-HTE-N-EFREZEE)-8-%-3, 4-
ZEH-2H- 1 -FFHW - S -ARMEFE (0.84g, 2.6mmol ), H
¥ (10ml ) A1.7M NaOH € 3.0ml, 5.2mmol ) A BEERM, B 3 A,
M. HBIMBHBRLY., R:2FE, BROKBEAR-COK
(11 )H®BEW REHE2H HC] Bk (pli<2 ). EEPHE
K, BRIMBZTFOCEETR 2ot MATAZEF K (20m] ) A
THREE (3.0nl, 4lomol ) » FARENBEEAKAPER 1 1 DHE
EHZERBANER, BMATR_-EFR, LULHER, RAEHEY
—K, RIAWBEEAHERET (EET) X KZEHKE (50ml), RE
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ZEMATERE LRHOKREK (40n]) $. URABEABIFE
B, HEESES, KHEEZEFiE (100m] ) RIA (50n] ) ¥
. FULBME AN . T8 (MgS0. ), TEHKSG, AHEER. &
B s s [ RBH: EtOAc— 28 (4 - 5) 18/0.73g (=%
91% ) (R) -5 - HHEABRE -3 - (N-HE-N-=Z84TH) - 8
~-®W -3 4-=% - 2H- 1 —EFMWEE. EX: 70-75C-

la]2'p=—132.4° (C=1.0; CHCls ) o GC—MS (70eV) M=
308C 3% ),

BRETIEAR, FRBARETKE (-20C) LY, BHET
MEAMALRIC] BEK. ERHEEE, BT AMEE, S0CH
=F#H%, 50,782 (96% ™% ) e, haaFEk.

A 1200845,

L 4

(R) -5 -~ EFHRE-3 - (N, N-ZHKTEEE) -8 -%
-3, 4-ZH - 20— 1 —FHmmg

(a) (R)-3-(N-FRTEHEE)-8-H-5-HEE-
3, 4-ZH - 2H- 1| —FFHEH

(R) -3 - (N, N-ZHFTERE) -3 -®-5-HHEE-
3, 4—ZH - 20— 1 —FFWHH

(R) -3 -HE-8-#H-5-BHE-3, 4-=5-20-1
— K Fuews (1.672, 8.47mmol ) BF X AHE (20nl ), FEHEF
MAFTHE (5.08, 71.3mmol ) - HREBERER (KB ), AESH
KpmAREHAIW (0.96g, 15.3mm0l ) » AEBTFTHEAELHE.
2AMBE, BZBEERApH MF4 -5, BREE-X. EEXEF
BEEXN, BiPma 2 MAN: BBF, AGHZBER=K.
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P&, TH (Naz S0 ), d¥8, HEPHEEEN, FHNR
Y. BREETHE (KBM: 15SZRZECRETFREERR
R, REZBZEBTRERERNAXR ) B1.0lg ReaWwR (&%
18% ) FEPRHEEERRILEY, UK0.71g (H27% ) T
RiFFEH R ERAL &P

cal®py=-101.0° (C=0.1; CHClz ) o GC—MS (70eV) M=
305C 3% ),

(b) (R) -8 -HB-3- (N, N-ZHRTEHKE)-5-%8
E-3, 4—ZF- 2H- 1 —FEFWHw

(R) -8 -M-3—- (N, N-ZHRTEEE) -5 -FEE-
3 4A—ZH - 20— 1 —F iR (0.77¢, 2.26mmol ) BHT X
&CHz Clz (20ml ), AEW¥HE-40C. mEFZEMHMABBrs:
(0.54ml, 5.7mmol ) ZEFXKCH2 Clz ( 3ml) HFHIBEHE. BErH
W, ZERT 2 MERNTE. REBHNYHIK 2 N BHEP,
HHREARADHZIEER 2 K. BB A ZE TR (MgS0s ) . 1
B. HZEFHEZBFNUESHEE

HEREHTE (KB : 0% ZMZEE. Ok ) B0.588 (&
89% ) HEFmLEY., FEEEE. BE: 170~ 2C.

[al2p=—114.4° (C=0.1; CHClz ) - GC—MS (T70eV) M =
291 (2% )

(e) (R)-3 - (N, N-ZHKRTEHEHR) -8 -H-5-=
FHRERBREE -3, 4-—F- 20— 1 —%HmHw

(R) =3 - (N, N-ZKTEHE) -8 -H-5-8%-
3> 4— —ZH - 2H- 1 —F¥Fntw (0.59%, 2.02mmol ) AT AHT
(0.37ml, 2.8mmol ) FFFACH2 Cl= (40ml) , ARBEEHE
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—40C. MEFPEFRMA=ZHFERMI (0.14nl, 2.4mmol ), B
UBRBELAZHREBE. YBEELAZOICHREER. RER
MY BCH Cl- WHE, RSEHEMNHCO: B TEE, T8 (MgS04 )»
dE, EEETHEZENEENBH &Y. EREHTHF (KB
CHz Cl= ) 80.84g ( =HE9% ) FHL &Y, HTLEMWRK.
[a]®'5=-90.9° (C=0.1; CHCls ) o GC—MS (70eV) M =

423 (3% ) »

(dY (R) -3 - (N, N-ZHRTEHEE) -8 -H-3, 4-
ZH-2H- 1 - FFE -5 -AMEPR

(R) =53 - (N, N-ZHTEZEE) -8 -H-5 -AFER
BEE-3 4- 8- 2H- 1 —%¥"w (0.82g, 1.94nmol ) & T
DMF. B M (6:2, 156ml) B, REBHK. BEIA—HLHE (X3) .
EMEM—HAULKEENT, WABEBE (L) (14ng), 1, 3-Z
(ZFERBE ) Ak (250g) X=Z % (0.60ml, 4.3mmol ), FH#
FHRESME-—ShgilbE., BRAFEE—SUEKKAPWARETC,
BAEHAES.S Mf. SREERRY, EZPHEEN. BR{YMA
P 2M NH: BB, BZRMER-K. BE&HETi® (MeS0. ),
T, REFREEN,. SHEMNRB Y. EkEa#THE (BREM .
125 Z8 2B Chi ) B50Ing ( ZEX78% ) HmEPMLEY, A
Jo € itk o

[a]?'p=-138.2° (C=0.1: CHClzs ) o GC—MS (70eV) M=
333C 4% ),

(e) (RY)-5-EHBEE-3- (N, N-ZRKRTEEE) -
8 —®M -3, 4—Z"H - 2H- 1 —FHMEN

(R) =3 -~ (M. N-ZHFTEEE)> -8 -%-3, -5 -
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2H- 1 —FHhm— 5 - ABFE (490mg, 1.47mmol ) 5 6 ¥ HCI
(20ml ) ¥EFK3.5 Mot HMEBWEEH, EZPREET, mHF
MAXRAFESEEEZTPHREBN (~ 1) . AFRIANECEK
FMATKKE (150]) . EBTHALIR. EEPHRELENTR
BE, FHRPWMAXARE, EFERAZTPRESEN.

FEBREETCH: Cla (20ml) EEMMAIEHA (KE O B
HEA (20ml) b RESREZETHEBEI 48, 78 HCH: Cle
#, KHBECH2 Clz (X3 ) BKREW. CH= Cl- B&HETHR
(MgS0. ) » T8, HETBERZBNSHEAMAAY. 2REHET S
(BB : 228 ) B430ng ( 2% ) BEEE. Ha: 141.2
-142.2C-

[a]2'p=-151.5° (C=0.1; CHCla ) o GC—MS (70eV) M=
318 ¢ 3% ). |

BFHASBATZHR, BAITEHIC ZHERTHELERIE. HFT
MR, BAEEE. BHA: 120085
LR S

(R) -5 - EHEBRE- - (N-KTE-N-EFHEZE) -
83— WM -3, 4—ZE-2H- 1 —FHMHHE

(a) (R) -3 - (N-RTE-N-EFEZEEE) -8 —&-
5-HEE-3 4-"H - 2H-1 —FHF"w

(R) -3 - (N-KTEZEE) -8 -%H-5-Hfg%-3, 4
-8 -2H- 1 —ZF¥FMM (1.01g, 4.02mmol ) BT HRKEE
(20ml ), WEAMAEFEE (3.0mnl, 40.2mmol > » 1| AEFRLE¥
REEREH (KB), ZEMEPWAREMELE (0.468,
7.24mmol ), HZB¥WpH EBEL -5, TEATHELIAXR. HE
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dREEN, HAYMAT 2M N B8+, RAEHZCBRER=K.
MEAFUETH (MegS0. ), HE, HEFHEZBANSHEHMB LY.
Bt B (UEBIN : 11N ZMZEE /4% ) 80.95¢ (8036 =% )
FEhmkEY, HTBEWK.

[a]25=-95.4° (C=0.1; CHClz ) - GC—MS (70eV) M=
203 C 1 %) o

(b) (R)-3 - (N-HTE-N-EFREXE) -8 -%-
5 —BE-3 4-ZH-2H- 1 —FKHFHHE

(R) -3 - (N-HRTE-N-ERZEHEEZ) -8 -®-5—-H
EE-3, 4-ZF - 2H- 1 —%#m% (1.0g, 3.03mmol ) HT X
ACHz Cl= (25ml ), ¥¥#0ZE —40C. mULBEHF & M ABBrs
(0.72ml, 7.6mmol ) X ACHz2 Cl= ( 4nl) FHIBE. BB
W, ERT2HAHERNTE. REERMZEK. 2M N HE+,
/4B £ECH2 Cle #%, KEBCH= Cl- EBE K, CHz Cl2 BAFM
ETR (MegS0. ), ¥, EEHFREBNBHENBRY.

HEEEHESS (KN T25%Z2Z8MZE. S, F50%IET
By 2% ) B0.83g (8% % ) KREEF &Y.

[a]?'p=-80.5° (C=0.1; CHClz ) o GC—MS (70eV) M =
279 (0.2% ) »

(e) (R) - (N-KTE-N-EFEHRE) -8 -H—-5—
SEFEERBEAE -3 4-Z8 - 2H- 1 -EHHE

(R) -3 - (N-RTE-N-EFREEE)-3-H-5-%
E-3, 4A-ZF-2H- 1 —FHmtw (0.80g, 2.86mmol ) A AT
(0.53ml, 4.0mmol ) HFF T ACH2 Cla (30ml), ¥HE-40Co
HEFHFAHFEREEH (0.60nl, 3.6mmol ) » 2HBEHER
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MEE, 20CUEREER. REERACI: Cl: H%, BHEN
NaCO= K& E, KERCH2 Cl= EMAW. CH= Cl= BE&HU
EF® (MeS0. ), i1, EZPHEBANBENBRY. EKEH
48 (BN : CH2 Clz ) 81.01g ( X86% ) FEILEY, AX
ik o

[a]?,=-78.6° (C=0.1; CHCls ) o GC—MS (70eV) M=
411 C1 %),

(d) (R)-3-(N-FTE-N-EFREEE) -8 -H-
3, 4—ZH-2H- 1 —FEHFWW -5 -AKRPHE

(R) -3 - (N-RTE-N-EFREHEE)-8-8-5-=
FEHERBMEAE -3, 4-"H-2H- 1 —FHHuw (1.00g, 2.43
" mmol ) X TFOMF BI® (6 : 2, 20ml) B, REHRSEEA—4K
i (xX3). EAE—FABREEHT, MBRE(L). 1, 3-=
(Z%ERBRE)EK (250g) I=ZZ K (0.75nl, 5.3mmol ) MAK
F. REREAPBRRSAEA—G4A%R, —SLRIATHHRE
70C, BRUMH 6 o

REER®WH, EZFHEEN. MWD 24 N BES,
REHZHEN K. MEAFEFTHR (MgS04 ), E8, AEHH
EEBR, BHNBE&Y. ERAHSE (BHA: 5% ZBZIB 2
5 ) B/0.73ng ( FHYY% ) FHELEY, hIL ik,

lal?'p=-130.1° (C=90.1: CHClz ) o GC—MS (70eV) M=
321 C 2% )

(e) (R)-5 -~ EHFBE-3 - (N-FKTE-N-EFEE
E)-8-M-3, 4-ZF - 201 -FHwmn

(R) -3 - (N-HKRTE-N-EREERE) -8 -X-3, 4-
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ZE-2H- 1 —FHFWm-5 -AMBPER (0.71ng, 2.21nmol )
A6 MMNC] %8 (30n]) £ERI.5 M. BREY, EEP%E
EF, HEFMARKFESESFHERN (X4).

HFATMEEMATRRE (20n]), FABREZRTHR
BAdm. EEPHBRIENTRHRSE, BELFTMARKFREXH
ShBEEN. FEDNMREATCH: Cla (30al), AEHATR
HE (B D) ERABE (0al) F. URNMEREEBR TR L0
Se. S EIMCH. Clo #, KBHBECH Cla (X 3 ) FWER.
CHa Clo BB AFETH (VeSO ). @, ATFERRANSHE
MERY. EREHSE (BN : ZKRZE) B622ng ( FEI2%)
HedgREEk. B-REECRZE CEVESS, BAETE
WE k. A 107- 9T,

[a]2'5=-133.0° (C=0.1: CHCls ) - GC—MS (70eV) M=
306 €(0.5% ) -
LiEH 6

(R) -5 -SEFBE-3- (N-FTE-N-RHERE) -
8 —M—3, d——H - 2H— | —EHUR

(a) (R) ~8-H-3- (N-REEEE) -5 -FHRE-
3, 4—TH - 2H— 1 — EH W

(R) -3 -EE -5 -HEHE-8-#H-3, 4—=F-2H1-1
~ %MW (1.62¢. 8.2Inmol ) AT TAEHE (20n1), MESD
AFE (6.0nl, 82.1mmol ) o REEERVRH (KB ), RASmES
MAREBHILS (0.92¢, 14.8mmol ), FHZ®¥pH HBBI4 — 5
BERARERTHRALTKE. EEHBEEN, BWRYMAZ 24 Ni-
BET AEHZBRENS K. BBHEH2ZETH (MgS0. ). i
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B, HZPHREEN, SHEMRKY, EEHATT KM, GC-MS
(70eV)M=239(81% ).

(b) (R)-3 - (N-KTE-N-REEEE) -8 -2
5 -FRAE-3 d-TH-2H- 1 —FHFHmE

(R)-8-RM-3- (N-REEEE) -5 -FHEE-3, ¢
—ZH - 2H- 1 - %MW (1.96g, 8.19mmol ) BT R AHE
(20ml ), MEPMAFRTE (6.1nl, 81.9mmol ) o REEERH
(k@) , RERMEFMAREFTALS (2.0g, 16.4mmol ) . HZ
Mo EHH4-5. MRNERPMAIASTFH, ERTHEY
AH. 2 40 EpH BREH L -5, SREBEFRF IR, K
RfkRiTE, EEPHEEN. MePMAT 2K M B+, B
MER=W. BEAFUETH (MeS0. ). T8, AEPBEEN
FHEHNAEY . BREHEIE (HHN: 1052828 Cik)#
1.60g ( =E77% ) REamRERERLED.

[a]?'ps=-95.1° (C=0.1: CHCla ) o GC—MS (70eV) M =
293 (3% ) .

(¢) (R)=3~ (N-FTE-N-RAEEE) -8 %K~
5-RE-3 4-ZH-2H- 1 —FHw

(R) =3 - (N-HATE-N-RFHEHEE) -8 -H-5-H
AE-3, 4-ZH-2H- 1 —F#FMm (1.76g, 5.34mmol ) BT T
KCHz Clz (45ml ), ¥ #HIF) -40°C. I k% M 5 & 7 1 A BBra
(1.3ml, 13.4mmol ) #CH2 Cl= ( Tnl) PHIEHK. BEVHE,
ZEET 2 HERETE. REBRHFAZER - 2M Ni: BE P,
CHz Cl= Mo BHFE, KBEHCH2 Cl: ZEB 2. CHz Cl- BH &
FEUE TR (MeS0. ) . 8, EXFHZEN, SEANMAY.

32



EREHETE (FRM: 0% ZBZE.Cit) §1.64g (=F
98% ) BRMIFEELAY. [(a]?'p=-95.7° (C=0.1; CHCl= ).
GC—MS (70eV)M=279(0.7% ) &

HPEATH, AEHANLIENICI BERTHALREL. FE
HACHEERS —o&EE. Hs: 120C08%.

(d) (R)-3-(N-HFTE-N-FHREZE) -8 —%-
5 —ZHFERBEAE-3, 4-ZH - 2H- | —FFmny

(R) -3~ (N-HTE-N-RHAEEE) -3 -E-5-%
E-3 4-ZFH - 2H- 1 —F¥%m (1.36g, 4.87mmol ) MW AT
(0.90m]l. 6.8mmol ) BFHAKCHz Clz (50ml ), REVHE
—40°C. MAEFHA=ZBFERBE (1.05n]l, 6.1mmol ), 2 HF
REXREE. SBEELAZICHEAENCER. HCH2 Cl- BB
RERAY, REHERNaHCO: K BERKERZ. KHBECH: Cl: ¥
M. CHz Cl- BEAHFBETH (MgS0s ) - T8, HEFEREZE
MEHNR &Y. BEREHS> B (KRR 70%SH% CHz Clz ) &
1.67¢ (=H33% ) HEBWMKNEILEY .

[a]®'5=—-86.8° (C=0.1; CHClz ) o GC—MS (70eV) M =
411 €0.3% ) »

(e) (R)-3-(N-KTEZ-N-RHEEZEE) -8 -&-
3, 4= ZF - 2H- | —FHWW - 5 - RMAE

(R) =3 - (N-HTE-N-RHEFE) -8-H-5-=
PRERBEE -3, 4- =5~ 2H- 1 —%FHF "™ (1.65, 4.01
mmol ) ¥ FOMF . HHE&E® (6 : 2, 30nl), WKESIA—HiL
(X3), BENE—ELKEENT, BEPWABEEE (1)
(30ml )« 1, 3—Z (ZHEBRE ) HE (55me) AIZZ M (1.25nl,
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8.8mmol ) » REBRYEBSHNEAN —FILEK. RNERNHKE
70C, ~ShRIKATENEHES hat. SRMEREH, HEFH
BRBM. MAYMAZ 2HM NH: B, BZEEREAK. BES*
FETHR (MegS0. ), 8, AZPHEEANSHEHNE &Y. EKEE
S8 (BN : SUZBMZE CiK)B1.18ng (FH2% ) TEHW
RiEELaY -

[a]2p=—139.1° (C=0.1; CHCls ) o GC—MS (70eV) M=
321 (3% )

(f) (R)-5-—EFHME-3 - (N-KTE-N-RFREZ
BH)-—8-%—3, 4—"H-2H- 1 —FF ks

(R) -3 - (N-FTEZ-N-BHEHE) -8 -®—-3, 4~
TEHE-2H- 1 —FFEm - 5 —RRERE (1.16mg, 3.6lmmol ) 5
6M HCl (30ml) £ E®3.5 Mt KA, EEPRFGET,
BMAZRAPEEXEEZPHEBN (x4) . IfIHEERK
PP MATEBKER (35nl) , FIEEREZETHEAELIR. HEPH
BREENTREE, IEIMAEEXBEEESTTREEN,

FEBRBEESETCH= Cl (50ml), REWHATR L (BB
HEAK (SOml )P REBRDAEZSE TR 4 0458, CHz Cl= #
SBE, KBRBHBACH: Clz (X3 ) FXRER. CHz Cl- E&4HF
ET#® (MgS04 ) . T8, EEFBERZBNEHEMNB LY. ke
WaE (REN: 2BZEE) 81.06s ( FHISY ) ABEEK. A
CHz Cl: " CHEMNBRESGEFoEEEK. HA: 127.8—-128.4C.

[a]2'5=-143.0° (C=0.1; CHCls ) o GC—MS (70eV) M =
306 (0.3% ) .

FEFRAETHE, 9XPFHATEIC] BB THSE®mE., &
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BZBEERBOEEE. Ba: 120085,
3C ) 7
(R) -5 -~ EPFBME -3 - (N-FRE-N-FHESE) -
8 —M—-3, d—-ZH - 2H— 1 —FHFum
(a) (R) -3 - (N-FREZE)-8-8-5-FHEE-
3 4—ZFH - 20— 1 —FHFwmE
EBRTH(R) -3 -EE-5-FHE-3-%H-3, 4—-=%
—2H— 1 — %3 mm (2.5, 12nmol ) . R W (3.32, 36mmol )
MZ® (0.7, 12mmol ) ZEHH® ( 25m] ) AY¥E M & 4 L 0 A NaCNBH
(2.5g, 40mmol ) » FIABHEETETRAELH, TEHERTHE
&8s GC MS (70eV) M =265 ( 30% ) -
(b)Y (R) -3 - (N-KRE-N-EFEEX)-8-%-
S-HEE-3 4-ZH - 20— 1 - F ke
M(R) -3 - (N-FREZEE )-8 -8-5-FHEE-3, 4
—ZE 201 - FHFWOEEEE (250l ) BT MATE ( 2¢g,
36mmol ) FINaCNBHs ( 2g, 40mmol ), B ABREIRAEFZL
&Y. GC RPEZFAHTY. ASTREBN, ZENLEAES T
TEMRFEELEY.
GC/MS (70eV) M =307 ( 40% ) ,
(e) (R)-3—-—(N-HRE-N-EFEEE )-8 -5
5 -BE-3, 4-ZFH - 20— 1 —¥3*uny
(R) -3 - (N-FRE-N-TFTHEZE )-8 -#-5-H
EE-L 4A-ZH5-2H- 1 - EHwEBRSETARARART
MALENHC] BEABTHE. ST EREEN, HLPETHY
HBr K%&W (50ml ) - BKEI20CH#EL.S S, ALHEMERSD
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MAREAUSTRZ ., ERLEF KW, SEEEIR (ZR2
BARBN) . s BLRACHREELSY (3.78) .

GC/MS ( 70eV) M =293 ( 40% ) »

(d) (R) -3 - (N-HRE-N-EFEX&EE)-8-%-5 -
SRAEERBREE -3, 485 - 2H- 1 - EFEN

(R)-3 - (N-HFRE-N-EFRZEE)-8-H-5-%
E-3, 4-"H-2H-1 - FHFHMBETZH (100al) . WX
AZ=ZR (38 30mmol ), RABEEHI -20C. AEXPEBAZRE
ERBE (4.2, 15mm0l ) EZ M (20ml) FEIAEM. B3 045
B, ERMEHFEBENDEALK. s BHEENE. NEBI B (ZK
CEEATBA ) 83.7c HaMREFEELAY, E60%. GCHS
(70eV)M=425(10% ) »

(e) (R)-3 - (N-HKEE-N-EFEEE)-8-¥-
3, 4—ZH - 2H- 1 - FHWW -5 -AMPH

(R) =3 - (N-FEKE-N-EFEZEE)-8-&-5-=
FAERBEE -3, 4-ZH - 20— 1 —FHmw (3.72, 8.7
mmol ) . DMF (50ml ) . =Z kK (2.5, 25mmol ) . H M ( 4g, 130
mmol ) . BG4 (Il ) (100mg, 0.45mmol ) AT1, 3—- = ( =X ER
£ ) ALK (200me, 0.48mmol ) EFHEREF. E—RLELBIRT,
BETHCHE#FL Y. AZFREENE, EESSFREHETH,
FH2.55 (T F6H ) REMKFETLAT. GC/HS (70eV) M=
335 (20% ) o

(f) (R) -5 - EFBRE-3 - (N-FERE-N-FHES
2)-8-%~-3, 4-=85-20-1 —FEHnm
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(R) -3 - (N-"HRE-N-FTHEHE) -8 -®-3, 4-
ZE-2H- 1 —FEFW -5 -RMERE (1.4g, 4mmol ) KHE
(6MHCI, BR 2 W )EHZEPHEEN. ERmEERASICL
(ZETS 48 )ERRE. REFRZEESICl: &, BREA
HEEAPESBRE. SR BRNEEsrERGL. mATFRORE
BPmMAZEHIC] RERTFHALKRE, MBI aEEARHEE
dtk &Y. MP: 85CH .

[al2° (B ) =-91° (C=0.2; CHz Clz ) o GC—MS ( 70eV)
M=320(25% ) -

L 8

(R) -5 - EFBRE-3 - (N-H2E-N-EFEEE) -
8 —®M -3, 4-ZH-2H-1 —FHmn

(a) (RY)-3-(N-HFoEEZE) 8 -H— 5 —HEE-
3, 4—ZH - 2H- 1 —FEHHE

ERETH(R) -3 -EE-83-H-5-FHE-3, 4-=24
— 2H- 1 —%Fmn (0.45g, 2.2mmol ) - M (0.7g, 7.2mmol )
FAHOAC (0.14g, 2.3mmol ) ZEFE (25l ) FHBHEES M A
NaCNBHs (€ 0.5g. Smmol) . BEATEFRELE, TRMERF
Bormitad.

GC/MS (70eV )M =279 (30% ),

(b) (R) -3 - (N-HE-N-FHEZEE) -8 —%-

5 —FHHEE-3 4-ZH-2H- 1 - FHmny

M (R) -3 - (N-H2EHZ) -8 -H-5-HEE-3,
4—ZF - 2H- 1 —FHEHEAEE (250l ) BHEIMATE (1.3,
23mmol ) MINaCNBH= (0.15g, 2.3mmol ) - FIBBWHELTE, £ M

37



Fimikeay. GC RPHFERITY. HEFHEBMN, ERLESA
#Y, 0.7 REWKEFEALEY.

GC MS (70eV) M =321 (40% ) .

(¢) (R) - (N-KCE-N-EFEHEE)-8-®—5-
BE-3, 4-ZF- 20— 1 —XHmw

(R) =3 - (N-HK2E-N-EFREEE )-8 -®-5-1
-3 4-ZF-2H- 1 - FFmmEMEE LR BER T
MAGEIC] MBEBRMASF. AZPREEN, BRPEBET48% Hbr
RE® (20ml ) o IBBWEICCHEL.S Aot ALHmEBEREF
MAREAUFHNZ. ERAEFEFEEE, SEEHTE (2RI
HEBA) . TBEEREEMRFEELSEGY (0.6g) o

GC/MS (70eV) M =307 (40% ) »

(d) (R) -3 - (N-HEeE-N-EFREHE*)-8-®—-
S -=ZHMHERBEE -3, 4-"H - 2H-1 - FH%H

(R) =3 - (N-HE2E-N-EFHEZEHEE) -8 -®-5—-%
E-3 4-ZH-2H-1 -FEXFHWETZH (30nl), MmEFW
AZZRE (0.82, 8mmol) . BAIEWRHE-20C, MEPHA (5
o) =RPERBKRE (0.8, 2.8mmol ) HFZBEFTAIAER (10ml) -
WESOodE, £RFFEHRBBAKT. FIEFHEB. RE
BAE (EtlAc/ B 1+ | FEBRN ) F0.8c AEwKFETELEGD.

(e) (R)-3-(N-FOE-N-EFEHE) -8 -%-
3y 4= - 2H- 1 —FWH -5 - ABFN

(R)~3- (N-FHEE-N-ERERE) -8 -K-5-=
FHERBEEAE -3, 4- 5~ 20— 1 —%Fme (0.8, 1.8mmol)
¢4 ), DHF (30ml ). =Z % (0.5, Smmol ). HH¥ (0.8g, 13
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mmol ) » BHEE4E (11 ) (30mg, 0.14mmol ) A1, 3-Z (X ERE)
Ak (60mg, 0.14mmol ) EF —HEHEM. E—EALRKAT, B
RE4L bt HZFBEREZBNE, §F-R#TREeESH, 80.6g
(R ) TEMKEELEYH . GC/MS (70eV) M=349 (30% ) »

(f) (R)-5 - EHKE-3 - (N-FE-N-EFEH
E)-8-8-3 4-ZH- 2H- 1 —FHmn

(R) -3 - (N-H2E-N-EFREZEE) -8 -%—-3, 4-
“EH-2H- 1 -FMM -5 —ARMERS (5 ) (0.6g 1.7mmol )
BT KR (2% KOH MZBB®, AR 26 ) . AEPHE
wX, EEMERBASICl: AB (ZEBTS5THOUERKE. K
EPBBREESICl: 5, REMAEE AP, LARE. HFER
ARedsBagd. GAROBERFMATEIC] RERTHA
B, KEFBELGY (86ng, mEI4% ), HABE . BA:
T5CH . [al®%=-73° (£=0.2, CHz Clz ) o GC—MS ( 70eV)
M=334(35% ) -
5K B 9

(R)-5-EFBE- - (N-KRE-N-FTEKHE) -
8 ~M—3 4-"FH- 2H-1 - %F%EH

(a) (R) -3 - (N-HEEHE)-8-¥-5-FHE-
b 4-ZH - 20— 1 —F

ERTHA(R) -3 -HEE-3-®8-5-HEX-3, 4-2F
—2H-1 —#3#%m (0.7g, 3.4mmol ) . FR® (0.7g> 8.3mmol )
MHOAc (0.2g, 3.5mmol ) ZEFF M (25m]l ) PHIEHE, FHtMA
NaCNBH= (0.7g, 10mmol ) - IBBEREBRTHRHATE. FHERHE.
BMARYETEOA, HHAKKEER. FHEMNa= S04 T, EREE
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M, 80.9g (~F100% ) XEaMkMiEELEGY. GC TWPHAEN
99.6. GC./MS ( 70eV ) M =265 (30% ) o

(b) (R) -3 - (N-HEE-N-HKTEZE) -8 -#-
5 -HFEE-3, 4-ZH - 2H- 1 —EHUHWH

ZEETH(R) -3 - (N-FREZEE) -3 -#—-5-HEXE
-3 4-ZFH-2H- 1 —XH%m (0.9, 3.4mmol ) . HOAc
(0.22g, 3.6mmol ) MIXTHEW ( 28, 0mmol ) EFWPHBHRE,
St ANaCNBHs ( 1g, 16mmol ) » & 4 RFGC B RHEBIT% N
=¥, pH MES (HOAc) , BWMANRTE ( 1g, 15mmol ) - HEHE
6KE, GC RUBALFEHCLI% . BREEN, H{LYERLE. K
458 (EtOAc/P-8, 1+ 1), B0.53g ( FE53% ) L&l
RIRFL A, GC US (T0eVIM=310( 3% ).

(e) (R) -3 - (N-FRE-N-HKTHEEE) -8 -%-
5 -BE-3, 4-ZF-2H- 1 —FHFmw

(R) =3 - (N-HFRE-N-FTEEE)-8-H-5-5
HE-3 4-ZE-2H-1-%3#"w (0.53g, 1.6mmol ) BT 47%
HBr ( 15ml ) » F120CH#1.5 B Mk L HEE, FMA14M
Ermibz. EMALER05 REFEHRIFELSGY. IR HPTF
3654cm™ & —HBIQH .

(d) (R) -3 - (N-FRE-N-KTEHEZE)-8-%-
5 —EHRFERBEE -3, 4-=F- 2H- 1 —FEHmm

(R) -3 - (N-FEEZ-N-KTEEE)-3-8H-5-%
E-3 4-TH-2- 1 - XFMWETZE. ZHEFK (90+10,
20ml ) B, MEAPWMAZZHK (0.7g, Tmmol ) » BRAYLRHE
—20C.
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M ERBERBHA ( Snin) SHFERME (0.85g, 3mmol )
EZE (10n]) PHIBE. REOHE, FEEECENDHEA
Ko BRERE. BRPBETSIKR, HEFERLHE. SEXLIE,
BREBEN, 80.67¢ TEMKFEFLEY. GC/MS (70eV) M=
437 C 1% ) .

(e) (R)-3-—(N-FRE-N-FTEEZE) -8 & -
34— —ZEH-2H-1 —XHUW- 5 - RKPH

(R) =3 - (N-FRE-N-FTEEZE)-8-8H-5-=
MEERBEAE -3, 4- =5 28— 1| —%HF%W (0.67 1.5
mmol ) (4 ), DMF (20ml). =Z 8 (0.6g, 6mmol ), BHE
(0.8, 12.7nmol ) » MEMESE ( 11D (22mg, O.lmmol ) M1, 3—-—
(ZFERBE ) A (44mg, 0. lomol ) ETF —BEEE. — AL
SRAT, BRTIHSCH#A A /. AEZEPHBREN, BE&YBET I,
HAEHERLHE. EREFNHE80n TaMKiFzELEY.

GC/MS (70eV) M =347 ( 3% ),

(f) (R) -5 -~ EHEBKE -3 - (N-HEE-N-FKTEE
E)-8-F-3 4-ZH- 20— 1 —FiFmw

(R) =3 - (N-FRE-N-FTEEE) -3 -%-3, 4~
TEH-2H- 1 -FHFWMW -5 - ABERE (1.4g, 4mmol ) KE
(6MHC], EWR 2B ), HEPBEREN. ERETERXF TR
B, FREAGEEREMISYESCl: (ZEEFT 546 ) b
EEBR. AEPREBTESCl: 5. HEBTCH2Cl2 » BMAH
REAHUE RS, BRSNS AR, #2200 K&
Y ERBIEPER. ECEANZCHENYDTES S, B06E5
REZLeyw.
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“E: 110ng. # & : 138—140C-

[a]2°5=—146° (C=0.2, CHz Clz ).
LR
AR E 2T

EERY, HWEBEHEFHE (CNS) HWELBTREYS.
REREEHEERZFELBENS BB (5 -HT) F%. %
THAMENRERBSYHFANREIRFIAHEERDINZ K2
HOWERBEMEFH. CHRERE, #E5 1T EEEEY
PUBEMRBENKE, MRREFELREWESEENLENRS
ARANBHEFER. BEX, AMSHEHREEH, UREBEXE
mCONS F5 —HT WEKSEETEREAMEH.

T T MR — B £ A 25 Yy i £ B 1R A HLEE R a5 B TONS
sz*féﬁlﬂﬂﬁwzﬁﬁw ZEH (NA R H5 —HT) MEFHE,
WMRBEMARPIEHZERAEE, UREZBHHIEE.

—HERLEAAMOREPRS -HT BETHHESRENHEL
EEMEAS -HIT REBAN. AHAAERARIIIBRRKREE, ERY
XEZGEBREEFFELEN.

EEX-BEZATERMS —HT1a AR, BRERI AR
RATHEWA, EMTESERARNEES AL, i, BHRELK
LEEHENHEXALEYTEY 5 —HTa BSZHA[HH, 8
XS —HTia RBMEZATME, HPZ—-THEDN. HE Y
AEHT. EREL, AHN MR ZhIEREIhERRERY
ke EHRN. TELAYIHE—HTRBEREMEESF AR,

ERTHITAEEK. SRARLGYNTEZHERF FRURHK
MBEESHRTEITH TRRES L,
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(i) 5 -HTa ZHEEUE

ABEYR 5 —HT1a RENFND, EATTRERASBANE
Ak, WEMK: ERE 1.

AEH % -

# #Sprague —Davley B, REAMEZNEE, FFoH 7.5,
&4.0mM CaCl> F15.7uM 515K i B& A vk ¥ #9500M Tris—HC1 BW#
( “@BEA” )¥, BUltra—Turrax ( Janke & Kunkel,
Staufen, FRG) 254 1 08, BL17,000rpm &% 3E (39,800
Xg F—HBeckman B-LH, W HMIJA- 1 7% F (Becknan,
Palo Alto, CA, USA) ) B0 12.5 +éhfE, BARXBEIMRFESRESR
WA, EEOLNBLEE. BE-PRABEERE Sl K¥H
0.2MERBEBR IS B, COLNBERE-TOCTRE. &4
B, HEWEAKERBEZ g % /nl #F9L1 0 BH. ¥y
HAEITCHREL 0485, MEFWAIOun RET, BREL O
4

% & W & HPeroutka, J. Neurochem. 47, 529—540, (1986)
R FEesT, AEAHME, A EHXHZ. KRBFEEE
RMWETHR—-SEFESTTFH H-8 ~0H-DPAT 55 —HT1a B
ZEmMwHEL. BREFR (2l )P EF *H- 8 —0H-DPAT
(0.25 ZE8nM) . INEENRE (RF) LEPYNFEE T50uM
Tris—HCl @W#E+ Sng/nl MIHTAH. Bepded EHT.5. &
4.0mM CaClz FI5.7nM HiSF M Bk, W T ARAERER *H- 3 -
OH—DPAT. WX FMAHIARRBEITCTHRIEL 045450, WHE
Z&4XB. RERMNY HVhatnan GF B HWWI L@, FH-—R
Brandel Cell Harvester ( Gaithersburg, MD, USA) » #3H 5ml
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vk AIpH 7.5 BJ50mM Tris—HCl EWHEKERK, FE—F
Beckman LS 3801 &t % 2 AW A 5wl Ultima Gold™ ( Packard)
. BdmEEBERAYPMAIOuM 5 —HT MEEKHRIEE S
ZAREETHENERER D ZF o L#E (MHunson ARodbard,
Anal. Biochem. 107, 220—239 (1980) )

RENHBEERK E (nM), EMNICso EIrETR, FRER
EEREERHEANEHK ETHBE. FilCso B, REBEEHFHEN
—EREFFHRFH MBS TFTHERE. SERREEGDNE -
K: it 1 OMARREFSFTHIHENEENERE.
x1

5 i Ki & (nM)

1 1.76

2 5.45
1.07
<0.3
1.17
.15
1.5
2.53
1.52

FI1ERY: EXRVFOFRELEYE 5 - T ZERAFRES
RN
(ii) 5 —HT & RAIFE N

5-B6EK (5 -HT. hFE) MZEEK BB LBE (DA
CNAODRIEREZELAm -—BEFHERE - 2HCI (1000~ kg

(5]

W o0 =1 o =
[ )
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i.p. YHRTHEEL -KREBRBABEE, E3 048ATHNES
-BEEHEK (5 -HTP) M (DOPAD 3, 4-
RE. (5-HP)HMEMAR. m-—BEFXPERS - 21C] B
Sigmao EMA M -ZEFHERS - 2 HCl
R R. TRMBE AR, ETREKE, RFET-T8CH
ERTHE

DOPA, 5 —HTP RERWYAREMIBARTIBEH, A8A
F (RAEBLRE) . REL9XMLARENIIAE 1T E
EM—- 1Mo HEMBEHEERS. LRRRAGIREEESC|SLES

Wz

el 5 —HTa R EHH
PHUT 8 —OH—DPAT Bl E# 5 -HT AREREMNESIFTANE
(MED) (RMET (SC) ~ 0O (PO)BE ).

*2

2 B

1
2

-1 [=p] [ ] = [S%]

w0

45

2
J

SC.”PO ( mg.” kg )

3/ —
3=
173
/10
1.710
1./10
3,/ —

1710

“EEXERABRMRA

DB ZBIAG, B



FLEWTHRBBEARFSHE T AN O KA BB R4
FRNEMMEXR. RHERUAENERSARPHLEYED
MRS XM 5 —HT e ZHEBIEROERN.

(iii ) BHBT 8 —OH—DPAT #H&EEZL (BHH)

SRHBEHS 0RR, EH250g, £6%, SE5H. LEE
MEARER. ERABZN, FENHD, LERBFETRED
et R ABAT 2, B—4YS] 2100 EEREREHNES
SRMNEE. BEEHELEAEBR 1 0 EXERE, BEFS 088, &
EETHROMSS. SREBRTYNKTREN 4 NS, SEPH—
ARER-MRD. KRMFRE, BATETHRREN T RAE
HATRB T ENHEE. B3 0485, BR—S5RNKE.
BEE0. SOMIN FHEELLASE. KEWKARERFH
E5F. HREMHANTARG - UBREGRNER. A RER
AEHNE, EEIHEAL, SHPLEAMTHRESRELE
S, #FDumnett M1t —RBHE. EHBEKTF p <0.02
BEHEORRE TASOR I ERNIORE, TROEYHHE
BI85
i 5 —HTa ZE&ERERN

BB 8 —OH—DPAT R BREMBEFHMNE (RET (SC)
/TR (PO) 8%5) .
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%3
5% s % SC.”P0 (mg. kg )

1 71
| 1./10
0,011
0,031
0,03.71
0,171

et I = S | B O TG

co

9. -

S EPTHRBREHEFEOE TASNO ML BN,
ERABOEEER. SHEREHENERSARPOL A ED
R RS 5 —HT.a ZHBNERGERN.

MRS EBENEREN: TRENRPOLATRES —HT1a
BHERM, ENENXNG —HTa BHEGTERNS, #H2BEN
HpE S ~HTa BEBEARAEH. MR, FTRORBHRETH
WEMER, FNLEEHERNAE,
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