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(i) 7B F AT RP A
(iii) F£# T BRAKEG RAH F 4 & iﬂkﬁk
(iv)fEst L megdh . B RELTRITEY .
LA C AN, FHRGOY R LT AERMN pH (4= pH £ 8-
s 112HE, BEEpH A 105)ERT « ARB(EEE-5°C20°C 2, &
THBREH 0-5°0)T#AT,; 3 L AKRAE. FRAXRTHRLN,
R TALERMER e @ Eekd X C, B(HLE)F . PFERE(PE
B 10-40°C 2], EHRKBREAER)T#AT.
KA AH R ELETAY R L, T ABERGRBEARAR
10 Bl H AL E T E#ATH &, Hlio43E Shearer ¥4 Tetrahedron
Letters, 1997, 38, 179-182. F AT 69 7 & Hl & -
BB =Bt D B AR R AR AT EY

Hozc\(\/s-s /Y COH
H,N NH,
15 . ARE AR LR AT AN, KRB B XIV)LEY AL R
‘Ti'f/i'i% :
H,N av)

184, FEXADLEWRLEFRRP HITEY . AXAV)REH T
L' AEXAR, #lde: 0 F@R). BE. FEAIFREZARE (L
20 T ABBA)
BRAMBERARC WG T &, BllARA TR ZHH
V8 . RMERRENEAMARREIRY iTEH =L, #
AR RERP HATEY .
AEAGHENER (G T R)EHT AR 1,8-= L FRIH[54.0]
25 +— 27 REAAG AR BREARAR AT RN G HRE P, &
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BERE RGBT EM( N-RTRERESERARRT A8)
5E XAV Y #ITRE .

AR . XAV AL RPBITEMTAY L, &7
ABEARBEARAR St AN EH ERITHE .

5 A#EXDEHE, THRAERGS %, Hlde. | Theodora
WGreenﬁ%——H&(Cﬁ'?}/Lé‘ﬁk‘Péﬁ%’f)’)’:lﬂ)}@ohn Wiley #= Sons, 1991)
FPHBRGFTEBEARPED, AH TR THBEIIRLLANGS
% o

LEERREF, AERARATABRELESRY, wARTREHR

10 ARFEABREARY, REABRNHNLZHTH L, PALARIIER

432, LT EMBx.

do KAABRERARATER, SLEFY XEHGE A £33 XA
S REERANGERRY, EF—AEAFLEN, ﬁﬂ%ﬁ#ﬁ
BE—ALAR, BREFRGZBR AR ETRAZERLTREL.

15 Pldo, AR EMBTHREHSEZFTAERELA . $@ﬁ&*Am&T
VAIR MR R 8 iE AR ik, 4ok Theodora W Green(JL L) F Fi# &
& F T %

A K ORH 2 B AR AL A4 VT 8 i (a) 2 B AR 2 6 Sh U R A 09 &
WG, Hlde, BIXFHRENE. BHFI &, AHMEHTH

20 EL RN, SOBE LR E, AETHFHFTHAL

B o

AR EERGBRRARE, TAS R AITE LR LIRS
WA ek, AARBBEAAR QR 7k, FRELMADLES
M A A e BRI L R AR B RITEY

25 RES—FE, FEARBET HEXOEDHOHE P RE,
fo . W@ LG XD RExtsik . & AR OFTEY; R
WA % B T o6 ed
(S)-2,7- =R E-5- N R B ;
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(S)-TN-F AR K2 7-— A X-5-HNREE ;

(R,S)-2,7-= & K-5-F KR ;

(R,S)- IN-F & K2, 7- = 8 K-5-FREK ;

(S)2N- T R AR K2 7-— 8 E-5-AKER ;

(S)-2N-# T R AR E-IN-FAEHRE-2,7- = R A-5-ANEHE ;
(S)-2N-# T £ A HZ A IN-F REARK-27-— R A-5-FRRER &
T8 ;

(S)-2N-# T A A H K2 7- = A E-5-HNXERR&R T 8 ;
(R,S)-2N-# T A A K X27-— A E-5-HARER ;
RS2N-BRTEEH A IN-FEEARE27-Z AX-5-FRE

B ;
(R,S)-2N-# T § 2 # A -7TN-F AR K -2,7-= B A-5-FLAR R B
TJ&T&B ; #"’

(R,S)-2N-# T & A # A2 7-— 8 &-5-FHAR R BT B .
KA L LR AT E D LT B E XD P

BAR, #H Rk TOOLSYRELEPERLY .
(S)-2N-d T A A -IN-(1- B &K T H)-2,7- = B A&-5- AR R 8
(S)-2N-#2 T A # K -IN-(1- T &4 T 4)-2,7-= B A-5-HAR B
AT B ;
(R,S)-2N-# T & £ # £ IN-(1- B A4 T £)2,7- = 8 &-5-FHARK K
B ;
(R,S)-2N-#2 T & A # £ -TN-(1- 2 4 T %)-2,7- = £ A-5-AR R
BR A T B8 .
ATEFREBARA, #HRET THE8H .
& A5

5 F 364 1
& R(S)-[2-(1- 2 &% TAK)TAK]-L-5 ¥t AR
F(S)-TN-(1- 8 % T &)-2,7- = fA&-5-FARE R
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() (S)-TN-F £ AR K2 7-— A A-5-HR R &
&4 £-80°C 69 £,(130ml) ¥ e X L-& A (g), ME A
2 BM(1.069E 28 15 54 F k¥ .. RBEmA N-FRERK-LH
MR AR E@B16g), AZRTHHFEAUREWERAKXL . A K@BOml)
5 BREEEG Y., F8 0.5M EDTA A ECmDAE . A 2 N HRRETE
ey pH £ 70, REFAa R, RAKREARBRARE, HAL
ZTFRE ‘#ﬂz‘a, TR RS WS3g AGEBK.
Ji# M+H 313
(ii) (S)-2,7-= 8 F&-5-FRAR R B
10 R 45% HBr # Z#(23ml)i& &4 Z(S)-TN-F AR K-2.7-= &
ES-BRARERG3 1 . BR—ALLEGHERY, GRRE
Wb N B AR e AT B AR R BB R T #49 SVM
b AR A ERRER, EREANTAEE, KREMANEEE.
RERFEGRRFESVM AT EL &, FEFELESY22g N E
15 & B4, mp222°C (%)
(iii) (S)-[2-(1- T &% T8 &) T A]-L- 3 F e £ B
7 0-5°C, 7 IN NaOH (16.75ml)#& #& F ##(S)-2,7-= 8 &-5-5
REBRQITDE pH A 105. REQREBERT 2N LB EER T
B £(2.07g), A IN NaOH 445 pH # 10.5 - K& JE » il IN HCI
20 @Y pH 2| 3, #¥ R4 Dowex AGXSH'H & F XA ., ¥4
EFH, REM25Mwtgit, ARAKEEFH. A 05 MR
AN EN G SRS AR Ey, KL . FAEGOKEYEHA IN HCl
43 E pH 3] 45, RXET. REBFHGAGHALHLE, X
RET, MERILBMAERINGEEGY, FRLET, FHIFARL
25 Sy — %k, AREGE EBERY .
FAREINE 1.75 KA
W E 5 (THEAE) : C 33.56 (33.45), H7.11 (7.49), N 13.74 (14.63)
F 364 2
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M RMEHE 1 5%, A DL-HRAR. 4 &®R/S)-[2-(1-
TAEZAX)TA)DL-AHFHAK .
Z#8 'THNMR 5 B Az 44— 2,
53645 2a
5 J 5 M Crownpac(+) HPLC #£, ¥A pH 4 2 8 = R LB KR iE &
ALK, Y- akte] 2 G shIE Ak E M AR A P FE ST BRAR R B 5 e 4]
12 4 FES)FHARTHY] 3 PHR) BT LMRA].
S)-2-1-EHEATRE)TE)-L-HFHARKR
B g SN E == RARCT B EKEY
10 C¢H,,N,0,S.(CF,CO,H), H,0 #8 — % .
M EAE(FHHAE) . C31.06(30.97), H4.53 (4.55), N 9.08 (9.03)
CD #(0.1N HCI 7 % #) 210(+0.80) nm
R)-[2-(1-E /X T AX)TLE]-D-5 F AR
EHOHESNE 167 ZA &% . 03 HCI- 1.5 KRE&HH R
15 &9 3% & CgH,,N,0,S.(CF,CO,H), ¢;,. HCl (5.1.5H,0 48— .
M B AR (THEAR) . C 30.18 (30.40), H 4.92 (4.97), N 9.53 (9.41), S 7.41
(7.18), C11.86 (2.38), F 21.36 (21.28).
CD #(0.IN HCI &% #) 210(-0.64) nm
£ 3#45) 3
20 BREMERE 1 95 %, & D-RRAKRAL, HER-[2-(-
TAATRE)CK]-D-FF AR .
564 4
A (S)-[2-(1-E AL TAL)TAL-F F AR
() (S)-IN-F & AHK X2 7- = AK-5-ANEBR
25 & A E -80°C & & & (430ml) ¥ e N L- & Bt A & (10g,
3745mmol) . % x4 H B, A 25 24 o e A& B 4 (3.18g,
138.26mmol), #BEFE@AREBE . TEHRTHRLEHIF 30 247, A
BN N-FRAERE-CBRYT X2 8®E(25g, 749mmol), AERT
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BHZREHIR, LBAKLK . £ 40°C ¥ G4 5 KQ250ml)—#
B 1004, AHEEBRFLR. A 2MAKRIAYT B pH 2 7.0,
HRAENGERE, RAKREARE, HELAZTRET TR,
BEES)IN-FREBE2T-ZAAS-RRER, HEEEK. Mp
5 240°C (%-F&) .
(i) (S)-2N-# T & AR E-IN-FREAR K2, 7-— A E-S-HARER
(S IN-F A A K -27-= 8 K-5-HAKEB(15.5g, 49.67mmol)
e N B| &, 84 40(6.357g, 159mmol) 8 K(110ml)E &+, K JE e X =7&
J2(55ml) . EHRREYF e AN =R =& T B (16.26g, 74.5mmol), A
10 EiB.AAT, BHEZRRGHIR. REREBERRE, MATFE
(300ml), 2HZE . KAKEAHFA IN HCl B4E pH £ 3. H
F ¥ (4 X 100ml) & T8 T 8 (3 X 100m)32 B ER L. 69 38 4, &~ A ALt
2R MgSO, BK . B/ER%EAHGANY ., FEB(S)2N-RT ALK
EIN-FREAREDT-ZRES-HRER, HaaREY .
15 Ji % M+H 413
(iii) (S)-2N-# T A A K X2 7-— KA -S5-H AR EBR FR AL
AERAT, AAHE C 97EHGOm)T, —RMEmAdel
(0.678g) - A 1 9°4F, @A ERT /e XN TF 8 (50ml)F F & (11ml,
196mmol) &9 &4, FER 2 94, e A(S)2N-& T £ &% A -TN-
20 FEREBRRA2T7-Z RA-5-HAKEKQ2g 4.85mmol)#y F & (50ml) &
e BERT, BHRREGYIR, WAL ZLEQ5Tmg), H4#
GHH 3 et B Hyflo SARERSY, BRERE . RZEHe
BT CROEZIE, MR LBEERE, REKE, FE(S)-
IN-RTEERE2T7-—RAS-FRERTHRE, Y9EBKk.
25 Ji#% M+H 279 (65%), 223 (100%)
(v) (S)2N-R T EEH X IN-(1- B /AL T %)2,7-= B E-5-ARER
hEh
AEER. RAT, §O)2N-RTAEAH X2 7-— AL 5-BEXKE
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98803186. 8 oW B FEu/Tm

B P & £ (2.154g, 6.59mmol)4) T8 (50ml)iE & F m A S-(1-H% A F &)
B T BL I e 8% B 3k 82 35 (3.70g, 14.75mmol), /& he X T8 (50ml) -
LAEERTHHZREY, 2 IHEEKRER, HHEREREIAR. A%
RGREK, RARXEHZGY, ATBAXS0m)4EKE . ETK
5 %IKE, #FEB(S)-2N-# T A A #H A IN-(1-E £ % T %)-2,7-= A %&-5-
BARAERERL, Yo EeRBHEK.
Ji v M+H 320 (75%), 264 (100%), 220 (15%)
W) (S)-2-1- & E TRE)TE]-L-F F AR
F AN HClU =~&J% % % (20ml) 4 % Ao X 2 (S)-2N-4 T £ 2 # K-
10 IN-(1-& £ % T X)-2,7- = 8 K -5- 7K & BR 3k B8 3 (3.086g, 8.69mmol)
b, AEERTHRBERSROWER . ETREREK, AKERK
G4, HRATLEGX20m)Ek . REREKE, FEFALEHE
hE S, HREHEL.
% M+H 220 ;
15 'H NMR(D,0) ¢ : 2.1-2.35 (5H, m), 2.76 (2H, t), 2.87 (2H, t), 3.51 (2H, t),
4.12 (1H, v).
5364 5
&R (S)-2-(1- B 8 A& TRE) T K]-L-5 F M A
() (S)2N-= T R AR A-IN-F AR E-27-— AAS5-ARRERRT
20 B4
AER. AT, @ N-RTAABAFBREARRTRE@LA =
FAAEE LR N-BT RAHRKEM AR T 8 4 %)(291mg, 1mmol)&)
KK F R (20ml)iE ik F e X N-F R AHK K- L85 B 7 XA 8 2 (349mg,
Immol)#= 1,8-= & & WIK[5.4.0]+—#&-7-% (150 «1, lmmol). + B]Z!
25 RHZRAOYIR. RGN ERT LR IEF IN HCl KiEk%E
S0ml X H) . AFAMERY ., RERKRKMAKER « KR H KK
R ERBERY, HAKARL . 2RENGAL, BEGHEALESY .
Ji & M+H 469 (25%), 369 (100%)
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98803186. 8 oM P FE15/17Tm)

FB=ARREGFEY, B NN-=FEFBA di-O-t-butyl acetal
R O-1,1,] ZRCBEBRBRE IR TE, #HAEHRG 4 FTRAEHG DN
BT RS, FEAREREN, K& et E AR
(ii) (S) -2N-#& T f A% E27-Z B RS- HREBRRTETHRL
5 € (S)-2N-# T £ A K E-IN-F R A H K -2,7- = B &-5-H AR R K
R T8 (1g, 2.1mmol)8y T 8 (50ml)&E & F e X & R AL 42 % (20%, 0.5g)
BV ER4(134g) . B HRBFREA 2.5 o, A, REAL -84
AR, A1 C8-Kokk, RAFRRARLSYGTERE.
Ji & M+H 335
10 (i) (S) 2N-# T A K K- IN-(1-E AKX T E)-2,7- = £ &-5- AR R &
T E R
$ M P B (i) 2 694 5 (S)-2N-dx T f A £-2,7-= B A&-5- K
BB TETREAE SOml @S kT HRRNE, MEBBRIEHFE S(-
BEPER)VANR OB BB 8 4 (0.5g, 2mmol)Rb-, A EERTH
15 #H24 br. REABA, BARGH R T LoaFoKE 25 ml L H, M
R UBRE 2 R; AFKRBYHRL, FoageagmRy. K
GMRWAEATRAR, FHERELEY, HEGEREHER.
Ji# M+H 376 (100%), 320 (15%), 276 (12%)
(iv) (S)-S-[2-(1-JE§L;’€E LRK)CKE]-L-5F A8
20 I ET LR 4 FRWGAZ &, B 4N HCl =& B miR
(S)-zN-dExT FEHZEIN-(Q-RRAETHE)27T-—AE-S5S-HRERRT
BR B % H /Y, FEEO)-SR-U-EAETAL)TE]L-&FRA
B .
AR AL A2 60 B AR BB b5 AR 4 8h F A by 4% AR B e — B
25 CX R
1. 47 % & £ 3BT &) eNOS = iINOS
TABRT R Ed NO SR B H AT3 26 REHMRITKS 6
¥ha, RIFMEsF eNOS #= INOS A B . X THREMKS
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98803186. 8 oM P FE1e/17Tm)

10

15

20

(R Bt eNOS), 4 B AR #3787 2k (Rees ¥ . (1989) Br. J. Pharmol. 96,
418-424), #HIZFRAE XEARGH LHRIEL, BEAERREXFLE
MREED, 974 10nM)A AT RAGHIPHAN G ZRRESLL . AT
HRE GG FEMNEKS (KRB INOS), 3% B CAATH K 89 % % (Rees .
(1990) Biochem. Biophys. Res. Commun. 173, 541-547). 3% P Z 4R %49
FHEBETERE LBREGELED,)Y LPS (0.1 « g/ml %k & T S. typhosa)
¥ 6 . AAE, BT INOS 8¥FF, KHEBHEK. REFE
ARG RARRE WA .

BRLT &
iNOS eNOS wHH
ICi(«M) %P4 » 300Mm &  {NOS k. eNOS
3649 1 0.73 43 >500 &
5364 2 0.45 53 >500 4%
645 3 6.6 20 >500 4%

AL T, ARFENERT, 2-1-ZRETAR)TEFHAR
38R 35 (W093/13055 F 364 4)2F INOS &) 3 AR A 27 eNOS % #
Pag 33 4% .

2. WH XK KB v A F 8 nNOS

#: % Furfine % (1994). J. Biol. Chem. 269 . 26677-26683 %
Lizasoain %¥(1995) # J. Neurochem. 64, 636-642 ¥ Pri ik 69 % %, M
TAA 2t K E AL A F aNOS 8 #+h -

# it Mcllwain-%7 4 (0.2mm X 0.2mm) % X A XK A + 14C-
HEBRA 37°C. 2 L HAR 4CRARN L. MBEALNLEYA
ETRAEZREGEANALTHRE 1 e, kM2 KCl(54mM)
H) 369 NO 8965 -

WA RAW LA 1 W IC, A 220 kM. AL
iNOS #9349 4 28 nNOS # 300 4 -

3. INOS ##l i fea ey o IR A YA A BB F &
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98803186. 8 oMW B OEr/1Tm

kY
& 2 XY RER, RS PRENER LA 3 RAsd)#H
Bk 0% 4t (10mg/kg)F= 0 BE(50mg/kg) - &85, H—x R EARBXE
M, FARXECHERE . P EHRAE20C BE .
5 fo 3 & A 6y A7
KhEGOu)EEE, REERAMNITENGY . REXHERE
ANHPLC 2%, #RAR-EERMNEEHEGRE .
Hhh E oM
BAEIAEFEZRBO LR RERERANGD DI ZFRHE
10 (PKCAL 12s AR)¥ . H# A JF 242 & (non-compartmental)¥r & . & I
WRBRATE R ORGP HIREHAOHATERME, AR ZTRK
SO REMFAE . MEHKEHBALRMGH L, 72
FEM -
EMNEZRS)R-(1I-ZAETZARX)TE]L- S FRAKG 0 RAE
15 WAREH 55%, mFEMRA 57 It
Lk K EE#HIIES A o R(10mgke) s, (S)-2-(1-ERET
RE)VCEL-HFRARGEDANRAEA 92% -
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