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FR, 2-RFA ATFR 4-AFE 2-8FE, -AFE. 4K
FR. 2FA, 3REFHE, 4-BFR 2-FEFE -FRAFA,

16
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A-PEFR, 4-CTREFE. 4-MEFA FTEREE I-FEARAT
A 2-(ABACE. FaAZA TREERE CTAEAEE 1,1-
CEEBEFTRE, 2,2-CREAZATH, 1,2-CAEBEATHE. 2-F
GApAAE -FEEABARE 1-CAEABETR. 1-TARERK
Rk, EhAzE FAZATE s AEATRA wwATE
bk k. kA PR, s A TR A TR Kol X4
A, EZp A VA Ept i wAETFTE REFATE. HHART
E. LK TR, DHAAL BRRGHRRTE ARDGHRKAE,
A-FPERAEBBATR -UW-FEEAXBEBRI)EEARE. 3-(4-TFTLA
Axgsi)at. s-2%. &4 -FKAEARE 2-FRATRE. (¢
TREE#HBA)TRE FA-3-(1,5,5-ZFRTABK) . FE-3-(T
A-5,5-—FRLABKMK) . -FREEZRBL) TR, -REZHRL)
WA, (- Esst) PR, (ETASSE) TR (EFEHBRL)
WA 3-U-FALESBRL) AR, -FAESRSE) TE. CGEak
E)FR. PREI-(1-FRALABRK). PAI-(I-TRAZABRK) T
E-3-(5,5-—FRLABM). EHhikR 2 -FRARSBE) FTE.
(A-FFAmEL) T, -2Ess ) PE (ETASBRE) FA. (E
RGBT -U-FEREAEZHRL)AEA. TFEEZHBRE)
Wi (EBEBmA) TR FR-3-(-FRAZABK). FHA-3-1-TE
LABEMR) AP E-3-(5,5-—F R LB .

AKX BN AGLESH T

(1) N-g#2-[(E#BL)PA]-3-R E-ABK,

(2) N-#Hk 2-[CE#mA) PRAI-3-XA-AREK,

(3) N-#A 2-[(U-FARARHBA) FRA]ABRE,

(4) N-BR-2-[@-FARAFEHBRL) THA]--G-FAREAXS
&,Z%)fﬁﬁﬁﬁ?,

(5) N-BE-2-[U-REZHL)FA]-3-U-EXHBREL)-F
i

(6) N-Zh-2-[(A-eXahmit) PR]-3-(U-REHBE)-R

17
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Bt

(1) N-BHE-2-[(ETEABRBE)FRA]I--(ETABZBRR)-F
B,

(8) N-ZX-2-[CEFEBBA)FTRA]I--(EFAFBRL)-F
B R,

9) N-Z2RA-2-[G-FEEBBRE)FTRA]I--UG-FTEERR
X)-& B,

(10) N-XA-2-[CE#mi) FA]-3-CRsBt k) - "Bt ik,

(11) N-ZR-2-[U-FAREEZBEE)FTR]-5-U-FAREEH
B L) - R BL AR,

(12) N-#A-2-[(EFABBHA)FTA]--UW-FEAXRE
X)) -5\ sk,

(13) N-BHA-2-[FA-3-(1-FRZABMK)]-3-G-FELX
BB L) -A B,

(14) N-BE-2-[FE-3-(1-TEAZABK)]-3-U-TAXX
BB ) -ABK,

(15) N-ZH-2-[FHE-3-(1-THAZABK)]-3-U-FALX
BB ) -FA B,

(16) N-#X-2-[FHA-3-G5,5-—FEXLABK)]-3-(4-F &
E R ER)-A B,

(17) (+)-N-FX-2-[(EFEAZBE)TRA]-3-G-FAEX
BB ) -A B,

(18) ()-N-ZXE-2-[(EFEZBE)FR]--U-FREXH
B ) - BL ik,

(19) (+)-N-#X-2-[FTEA-3-(I-FEATZABRK)]-3-(4-F &
AR BAR) A B, |

(20) ()-N-FH-2-[FH-3-(1-FEAZA®K)]I-3-(4-F 4
A E A -AREE,

(21) (+)-N-FX-2-[FH-3-(1-TAZABK)]-3-(4-T A

18
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AR -A B,

(22) ()-N-#ZE-2-[FHA-3-(1-THAZABK)]-3-4-T4&
AEwA)-FBE,

(23) (+)-N-BE-2-[FE-3-(1-TEAZABK)]-3-4-F &
EEXRBR)-A B,

(24) ()-N-FE-2-[FR-3-(1I-TETZABK)]-3-(U-F &
AEH®L)-FHBE,

(25) (+)-N-FX-2-[FH-3-(5,5-—FH T ABKE)]-3-(4-
VR AERBL)-A B,

(26) (+)-N-#E-2-[FR-3-(5,5-—FX L ABMK)]-3-(4-
WA A KRB - Bh .

AEXBRESHTHRBTREF ZH4.

EBEZIF, RFRBEZwE RGBT _BRE2THARXTH
FRABBEARAAR R T ENEN 1 EHRHNE. A, AXELE
MNP HELGRHNFOHHILEH 1| 5RALEMN R-IJT 2£. 4.
VEBBAM. THBR. RARSE) B EFHFERRN A BRE 2.
RAIAE K, Vol. 1, p 250(1954) ; AALE A, Vol. 3, p 495 (1955).
A—4%ENELHRLBREEAANBELELEMNTESRE0E 30T
Kbt 2 KA —TLBRAEY 3. EEHEMoker., LB, —nk
Kf, ARARET, ATRAFREGALET, AP IHTHAH
BB 4, EZEEAT, RHERE 4TAY. £R¥EHAE H-SR) mF
AFBLE 4 PRZBIABRE 5, ZARTERLENRAMDELT A
BEMFPRERERYALETERG FHIT. MIAARE S §H THER
MR REXFTER MPBA AL S AN — KV R T, XATEMALAL
AR BT AMAR 6, HE TR KRR K F E A 6N % B HF
Bk 10 220 MHRXARR=ZFRATRRKERG TRBRIAHEH 7.
TRAIAFRBRARAARREGIUHEERR T 5EEEREIBEH AR
FARFERE 9. #ld, BT TETHRY THF XEMAZEN TR TR
AUBENR, HBEE = EKY% S H 4 EDC, 4R K4 HOBT, & DMF

19
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—RPRFREL. BEHRFEATHATERK. FUORTS5FEK
BEERERANEEZNREBRTAY. &, THLERHEGXA
¥R 7T E5FABRPORrREIREIELBIARVHOFAEG®RE 8. Lo
W 8iAF Y THAA, HEHEBREN FREENLNZBAFEGFZ
FEE, LTREALECRPAEELRTAZE, FTEAIAZRAT
A RFE BT RRE.

HEXEPBHRAPHE - FHFEZF R ARG AEHRR 10, LB L
II. ARBELEASRFIANEY 11. REABTEELHEN vk
Ry A RARTAEEALAN TAR. L Annelen, Vol. 564, pp 73-
78(1949). ®FFWHEAMBXLBL 111, A Fo BRFERHR 12
ERERGABREFE A 13. ANAEATRIAE EHTAL
SERABANSAFHRLIIFHLED THRBE L FHLE
W14, RTHERTERBATHIN 15, BT REMTRXITHY
B,

BEIV. VRVIBETHALZTHEREAASZETHXNIA
Sk, EBLAIVE, BRREAREZL L., &4 16 PHEA I
2k, R, TERABR THEREINEAKLY, BRAARR LGS
FRETHEAN RX-HEHRX TRZO0. NR. S¥). T HEFH
&% 18, ZF ERERE 1 F6F HAmAM.

EBEVY, EERPOFREBREM 19 FPRAEFE)TH
AP R 2. RERFPREE, RAA (XL TIARET
ek My 23 BfF. BEKV P2 #95 %& Synthesis Communication,
Vol. 16, p. 565(1986) ¥i# 4T T £ ey it#. Sor & TH &Kz
BFWRE—NFHK. EBEREFEHEAGTASFHKRGF
Mk, THINEE s HEREG R XS FHK.

EBREVIP, &M 2425 S WA ERARIALE HEA
W EF, EELBIEREARZLENBETRRALT, TEX
BREARETRESHNFH IS 25 X 26. A RAAH B KT X
PEHASZLEMNE—RFRTEOC TR 25 H 26 #5440, F R4k 26

20
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EVHRETRAEERAFTVRALILE T HERT. RETFIRAE
FTHEBHEA)EEN L PEX_FETBRETRAE, ZAEEBREL
MR BRERARECENBELATRRAELT, RATHARETHE
bk 7, & R T ARZ-CH~XR,. —CH-het X-CH,—Q. # T & J %F
IBRAFEFBAYI, BT BEEMTELE L

BR¥E IV, VA VIS, REAASEZETHX INSGHETERR
B IIAIERAEH 128&. ERFEF, c-RRFPEAHER 125
—LEN WHABETREERREFIAHER 10, L+ R TARZ~
CHA-W(AF WZXet) ATHIRFHRLEFRBERH 9, &F
BEMTFREIIFHTR. SVERABERXAELY, ERTAANE
BRFTHEAAERIR, Hlde, FELRAHFG_RBEFEFER.

BE I II. IVAR VI ¥, BdEFHRINExTRARTREL
B, RATHHETRABEGEFTELI FHREFRBELIZHRITA
Fikde PR T FHREGHB RIS 5-9 X 11 FE4K,

AXPHHEHBEEHTALIKEERL VX IEHE BRI ERA
HABKRF, FEBFREERERTAEK AN HRHHN K
B R E. BABXGASHaERN. AH. 2REEE. &K
FhH. BREKTAREY —FBR, BSLTHEAFREN. FHk
. BhEHN. BEN. BEHN. BN, AAABHNPCEN. BHE
BB AOEERE. BRRE. Ho. B4, LBE. RE. BH.
Th. WK, EEHA. KEEHE. TTHF. REAEBISAL0Y
BIEEERAN. BRMNPALMN. Flde, THERIXALEGHERTK. K-
A_BRK-BLoBZEATHREERN, LA TRaHFHRLSATAEE
Fl. Hrek A, BEANFIEHN.

ZHPELYBLIFTARANE. KABAWAL AR ETHER
Wy, BFAEXPX IS ERNEHX.

WA REINEBAFTERBASPALAX IS GE, T
HMEHZHERATE. FEUESDGERRREREKXEE EARA
B, —f ik, TRASEASGYWEEH 0.5%F 90%.

21
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BEARSTEASLEGUEBUALERGELZGRLFER
b, A FRARRLEEOBEANSHE, wRESE. EARE
BPEER, ZNEIREAEGM TRk, Fhilf/XAHFLE, £
FMERINFEFTE—RE, FHALTHES FTEREASGER LY
RE, BRETAHARZPH X LE, 2, THALSVWHAERXENL 0.1
24 100ng/kg. REBERN s THREBZINER. MAFNLEFAY
B EPERERMERAGFERZINNSGY TN, WEEBRTFLGLH
MNETHEMALLEZTLERAL, AEREFINETSHRGERE, RF
FHAESTHRRENZ DM BN ETHRERFZHELAELTHE AR
¥ wREZ BRNEETHIRINEZLY, FiEX2E 4K

AEBREMWHERBREALBEETOBLTAN S8, T 2%
AREAPRE, BRTATEFREARLEEAMEGOBRRALT XY
X, ERBHEAT X, KEREXT X, FARS B RER. HiEH
BUEAFEK), TAX. HBE ABRZH. ARXH. BHH,
ABECELGHRBUALENERR. TERRPRER RO IFT
HEiEE AR S L.

EMELBEPBLY—HREXN IO L AN E, BRED
ATHERRE (B EXRBMRE)EHTHRAREKE A ESHAKS
ELHMpHA 3.5-6 GEAFEERT. EENEAHNGHE, $l, R
BBZA BERAA MERAN-FTEREE.L(+)-BABFL(+)-
HRRE. XN I HReD—HREBTERAT, AEBEIAREHEA
EHRE, ZEKREHANY lng/nl £4 400mg/nl. B FRAKGHA
S LR HGARLFN ELH., AXPEX T EHAREXRAE
FE o R EAF .

T o Lap e EIFERAKPS D EALFN, Xk LHEH]
RAVLYP R RS KRB R4

Lp 1 N-FR 2-[(-FREXSHBE) FA]-3-FA-A8
Jiz 6 ) &

22
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FH1 FAR-BRELENSHNE

¥ 25m] CEYHFRAE B -8 (10g, 40mmol)AHE 0
C. f& 50 4 A B mE BT 2501 T8 F ey SRS (2. 5g, 40mmol) .
BEARBHAURRFDERFE 1 IE. ATEALRTENGE,
BHELERINBRAAKRERT AR LEEFRAR. A 10%
HCl KEaBAoKBIFRCROCEFERB L. AWRTR FRAEK
ER, AEKRBHTIE, FATKRS, 53 8. 08z AT,
AR EHKY.

F®2 2-FE-2-ABRLEGHE

EERART, B FARH B ¥ LH (8. 0g, 36mmol). 7ml 1 AN
0. 36m1 (3. 6mmol) Wk *Z #= 1. 06g (35mmol) B F R =14 1.5 1A, £l
bz 130C. A% 0.5 8JE, 4 100ml Kfe 100m] TAEZ W F K,
A 50ml SEFERAM, A 10%HCl KE&k., K. IMERAARFE
Kk AmAE, AEKRBEATRIFATHRE, 3 5.8 FALS
W, AXEHKRY.

$%3 2-[U-FAEXRL) FRA]I--FEA-AHRLEHHE

EABIPRETAHNALT Inl 2ETH - FARALAXAR
(0. 6ml, 4.7mmol). MmN TEHAW LEE & 0.1301(0. 34mmol). 15
S E, A2 AERALET Inl T8 ¥4 1. 0g (5. 3mmol) 2-F
A-20-BHBRCUE. BEXREFHFRUEERPHER 17 I, AETE
B it e M A B GBS A 5% HCL A S sk 2 E IR, RS A AR A
AT EmA, AOK: & (98:2) AALEFE 1. 04g FRAED,

23
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AXEHRY.

T4 2-[G-FEEEXEZBRLDTRE]-3-XEA-RIRLEGHE

¥ 2-[G-FREXARA)FTRER]-3-XA-A R T & (1.51g,
4.6mmol) #5 50ml —RKFREREKRSTAI, S 54ATHRAET
MmA 2.17g(10mmol) EJ4k MCPBA . # % k%, HHRPHWEERHESFT
A, BHBERIEFA_KTRALEKR. AR IMEREAAER
ERAMA, BRAEKAER, ALARBRAHTERTFR REKR%E.
AR E#ITEESL, AR PR &M (99:1) %M, F3% 1.31g
wENESY, AXEHRY,

%5 2-[4-FPAEAESZHBRAL)PRI-3-XEA-ARGH &

¥ 0.56g (1. 5mmol) 2-[(U-FRAXESHBL) FPR]--XA-F&
LBsA 8ml 6N R B R WA 115Chei 17 b, BHBHRYES
FRAAVHFARLCROCEERFGA. A= 50nl5% KB AAKERF
RANA. FRERAAERB AKX EFRARERRMA. A =3t 50m]
LEBLEFERUBILAGESKRFHFREFTHOANERDAERER
3] 0. 45g A ML oY, A a & BK,

TH 6 N-FRA-2-[U-FREXFBE)FRA]--XE-A8
Fe 64 ) &

ERART, BETEHES THF f6 2-[G-FTREAFHBERX)T
E]-3-%HX-78 (1.05g, 3.14mmol)#= 0. 69ml (6. 3mmol) NMM & & f&
KBS pbdp, £ 554 A B mAET Tnl THF F &5 £ F 8 2 8( 0. 33ml,
3.5mmol) . /£ OC¥HREZRIH 10 04, ZBELH LN O-FH
#A K% % (0. 64g, 4nmol) A= NMM(0. 44ml, 4mmol) # 7ml THF ¥ %
REERY. HHRAHESE 10 54 5FE 10CHELR. £ 0.5 D
AR ERmREER, REELBRTUES 10%HCL KER TS
Bo, AKX, = IMBEREAAFIKELEANMN. BLKERATE.
REGHERBKER 40% -50% LR LEW CIRE R LI IT EE 4
. #5%) 1.26g S, ALEHKY.

T 7T N-BEE2-[U-FAREXHZHBRE) FEA]I-3-XEA-ABEK

24
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a5 &
¥ N-FREA2-[G-TFREAXBRE) FRAI--XA-A8K

(1. 25g, 2.85mmol) &M T 45ml LB . @A ¥mA 0.36g 5L
£ 8.1t 4e (Pearlman KAL), A& 15psi AL THHARERETH
BELF2 250K, BEEEAN, ALERE HETZKERLEER,
WA TPEFTALERE 0.875g #rEAY, Ao &K,

141 NMR (DMSO) 5 10.6, 8.8, 7.67, 7.17-7.22, 7.03-7.1, 3.85, 3.55, 3.02, 2.76-2.79,

2.62; 13C NMR (DMSO) 6 168.7, 164.1, 138.5, 131.3, 130.7, 129.7, 129.1, 127.3,

115.4, 56.5, 56.5, 38.3, 37.3;
MS (EI) m/z 349, 317, 288, 214, 171, 155, 145, 117, 107, 9l

gip 2 N-BE2-[CRBsR) TRA]-3-XEA-ABKNHE

ERE#&A 1GEIENLEGEFTE, RZATHE I PHE
o Ids, HFRBAEEZRBEEN, FHAFEELSY, AaERK.

111 NMR (DMSO) § 10.6, 8.8, 7.73, 7.58, 7.17, 7.02, 3.60, 3.07, 2.81-2.7, 2.65-2.60;
13c NMR (DMSO) & 168.2, 139.4, 138.1, 134.3, 129.9, 129.3, 128.8, 128.0, 126.9,

60.2, 55.8, 38.4;
IR (mull) cm! 3346, 2925, 1633, 1525, 1450, 1284, 1139;

MS (EI) m/z 319, 287, 184, 164, 145, 125, 117, 91.
2R 016H17NO4S: C, 60.17; H, 5.36; N, 4.39; S, 10.04; % #®4&:C, 60.04;

H, 5.46; N, 4.28; S, 9.88.

T4 3 N-BE2-[(CEssiL) PRI A#EGH &

25
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Tkl 2-[CE#HBA)TRIFRAHE

BAEET 100l —RAFR P lonol 2-[ CGEERE) PRAIRE A kK
w3, m R Uik 0. 5g (2. 3mmol) Bl 4k MCPBA. 3t R B R Ae
WET S 6 D, FARIR. FHRRERTE, FHERRSE
FAERRERTEESEL, R 25% LRLEM 0.5%LBH TRER.
BERSO% LRUEHLURER., 2.5%L R TIRERER. WHER
EEKZF 0.225g AW, HbE&EK.

FE2 N-2EA2-[(R#sA)TAIASEGHE

BRBEAA 1FER-NGFE, BRETERG6 Pk 2-[ CGRaA
A)FRATIREFY, HNREFEZRETR, FEAEALGY, A
B & Bk,
1y NMR (DMSO) 8 10.6, 8.8, 7.87, 7.74, 7.64, 3.53, 3.27, 2.58, 1.05;

13c NMR (DMSO) § 170.0, 139.8, 134.4, 129.9, 128.0, 57.6, 32.3, 19.0;
MS (EI) m/z 243, 211, 141, 125, 77.

THH 4 N-FE-2-[U-FEAEASBRA)FREA]-3-U-FEE
X)) -mE ke H &

OCH,
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FTE] 2-U-FRAEXRAFR)-3-G-FELAXZRL) -mE
&

FiRmEI 22 FE A% R (10g, 60mmol) &) 125m] ¥ X 2 fe
Mo e N 8BRS 4 (15g, 180mmol) = 4- ¥ & K X % 8 (16. 5nl,
140mmol) H R RV EH AT R. ¥HAFPWERREAKERF T
RLEEZRLER, ARERERABRLEDHAD 2, AR LR LEFR,
[otaANMALEREGERI AT, HoERK,

1} NMR (DMSO) § 12.1, 7.25, 6.85, 3.74, 3.05, 2.50;
13 NMR (DMSO) 5 174.60, 159.59, 134.05, 125.57, 115.66, 55.93, 55.63, 45.38,

36.93.

TH2 2-(4-FEAEBBATE)-3-U-FEEAERBRL)-F
BR W R %

KB 2-U-FERAERATR)-3-U-FEARARRR)-AR
(18.5g, 5mmol) £ =K ¥t (250ml) ¥ & B £ T ok /& BB+ A3
FAEY 30 454 AT A F &L E T B (MCPBA) (54. 5g,
213mmol). EREH 2 XHAFE 1 15, R PEZLLK 60(230-400
B)LWATHEFARYG, RERARKG/FP8/CE (89:10:1) #.
KRG ERIFA KA EFRFALSY, G ERK.

m.p. 174-5°C;
MS (FAB) m/z 430, 429, 239, 171, 109, 107, 103, 89, 61,

1H NMR (DMSO) § 7.66, 7.12, 3.86, 3.57, 2.69;
13 NMR (DMSO) & 171.57, 163.97, 130.61, 130.12, 115.13, 56.28, 55.84, 30.04.

FHE 3 NFEREA2-U-FEEAEXBRBRATE)-3-U-FAEX
BB -AB YR &

¥ 2--FPAEEXBRREATR)--U-FALAEXBZBRL)-R
(5.0g, 12mmol) #y w3 S =k%h (30ml). 1-B-—FHEEAAX)-3-Z X
B A8 E (4. 3¢, 23mmol) . FAZ A &% % (2. 3g, 14nmol)
Fo&k K B0nl) ARG BRPHHEF LR, FARPIITERIGER
%, BRHRREMRTAH (200n]) FiFidiE. A HK (00ml) FRIER
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FAETREANA, FH NFRE2-U-FTAAEEBATR)-3-
(A-FEALEABL)-FBEE (2. 24g, 36%). FERR B R ERE
BELBEOUETIHM10% E&. K. BREAKERFEKRFR, ¥
ARG LBINRENESY, HaE Bk,

m.p. 151° C (## ).
111 NMR (DMSO) 5 11.5, 7.70, 7.37, 7.13, 4.69, 3.86, 3.50, 2.80;
13 NMR (DMSO) & 166.68, 164.31, 136.72, 130.96, 130.93, 129.65, 129.09, 115.51,

77.56, 56.65, 56.34, 55.72, 34.00.

3 4 NFRA2-[U-FTAREXSRBRE)FA]-3-U-FTARAEX
BEl)-AsEAHE

B ON-FAA-2-U-FRAXSBRATR)-3--FREAXRB
£) - 8Lk (5. 0g, 9. 4mmol) . Pearlman KAEAL A (0. 9g) # T &% (50m1)
Gaf A4 Q0psig) PEEEH IR, EdAEIRFIR R
YL EFATEREREL/TEHEODERTEREKRER. A%
RGEAFOERTEH N-BE-2-[(A-FREXHBRL) FA]-3-4-F
EAEBBE)-ABE, Aaé&EKk

m.p. 173.5-4.5° C;

IR (mull) 3292, 1640, 1597, 1579, 1500, 1320, 1313, 1304, 1294, 1282, 1266, 1145,
1089, 1023, 838 cm™L;

1 NMR (DMSO) 5 10.9, 8.9, 7.69, 7.12, 3.87. 3.48, 2.82;

13c NMR (DMSO) 5 166.13, 163.93, 130.55, 130.20, 115.15, 55.24, 55.97, 33.47.

SHH 5 N-RA-2-[(A-REHME) FE]-3--EEHR
A A BB H &
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1 2-(4-EEXBBATR)-3-(4-EX#BBRL) - ARG &

BEREAEFAAGR1IFDLEGEFTE, RZETER1 T H 4-
Sk, HAREHEETRELTL, FHKEHELSD, HHEE
K,

m.p. 197° C ( 5#);
14 NMR (DMSO) & 7.77, 7.67, 3.74, 3.54, 2.58;
13c NMR (DMSO) & 171.24, 139.38, 138.34, 130.26, 129.91, 56.66, 37.59.

Fm 2 N-FA-2-[(4-REBBL) PA]-3-4-KEHBE) -
7B 6 A

I-(U-BEXBFBEATFTE)--G-AXHBKE)-A R (0.52g,
1. lmmol) . 1-B A X F = K45 (0.16g, 1.2mmol). 1-(3-=F X
SAFRL)-3-TEBEL-_TEEEE (0.25g, 1.3mmol) e E LR
3% (0. 083g, 1.2mmol) I RAMEKRB FHI 20 24, FMAEZTF
A PEE (10nl) ¥4 4-FHAD9% (0.28n], 2.5mmol). EBRBEH IR
B, ELBTUEA 10%HCl KERZ AL ELRFY. FHESKE,
BB EMHKER. BRE-FERANM, ARKERBRHTER AZ
kg, HkEWEALK (230-400 B) LA 45/ &8/ L8 (79/20/1)
BT E R, AT REHRBIER, BIFEALSY, HEGEH
.

m.p. 196-7.5° C;

MS (FAB) m/z 452, 439, 437, 278, 243, 161, 159, 111;

11 NMR (DMSO) & 10.8, 8.93, 7.78, 7.70, 3.59, 2.77;

13C NMR (DMSO) § 165.72, 140.09, 138.08, 130.66, 130.48, 56.01, 33.67.

Lip 6 N-BE-2-[U@U-2XHmBA)PRA]-3-G-BEXRB
E%ﬁ&&%ﬁ%
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BERE&AA ST HR1IPDLEGEFTE, REAETE1 VY 4-
Bekey 4, AR EAET AT, FHFEANLSY, HGEE
K.

m.p. 187°C %% ;

MS (FAB) m/z 469, 421, 291, 245, 71, 69, 57, 55, 43, 41;

1y NMR (DMSO) 5 10.9, 8.96, 7.85, 7.70, 3.61, 2.79;

13C NMR (DMSO) & 165.75, 138.55, 133.42, 130.67, 129.25, 56.01, 33.65.

L 7 N-FA-2-[(ETHBRE)PRI-3-(ETEASRR
R) -7 B F &

Fm1 2-[(ETHAE)FA]-3-(ETRA)-ARTENHE

T 4-2 FHAAEELE (1.0g, 6.0mmol). ET R
(1. 4m1, 13mmol). X B 4F (1.7g, 13mmol) /£ £ K T 5 (25ml) ¥ & %
FoHEAR., FPRABIPOEBECRCE T, FA 10% ERFR,
AERGRAFANS, HHR. RERRY,
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14 NMR (DMSO) § 4.07, 2.72, 2.47, 1.47, 1.36, 1.18, 0.86;
13C NMR (DMSO) § 173.08, 60.65, 46.36, 32.89, 31.61, 21.72, 14.52, 13.90.

%2 2-[CGETRABEBRRE) FRI-3-(ETASSA)-ARTHE
8 4 &

¥ 2-((ETHAX)FAIS-(ETHE)-RF R LK (1. 0g,
3. 4mmol) £ — K F % (30ml) T ey H My RAH S FE, MARIALE
WE (3. 0g, l4mmol) X BFHEREFIR. TERRFYI A
ThmEERGE 2-[(ETHEAHEBRE)FEA]-3-(ETEAHBRL)-AR
LB, AF#E. REHRY.
1H NMR (DMSO) 5 4.10, 3.51, 3.38, 3.14, 1.63, 1.39, 1.18, 0.85;
13c NMR (DMSO) § 170.99, 61.79, 52.82, 52.53, 34.20, 23.72, 21.40, 14.22, 13.89.

Y3 2-[(GETHABABE) FR]-3-(ETESHBRE) -7 B 6GH
&

¥o-[(GETHABABRA)FPRA]-3-(ETEAHSL)-A& TH (1. 0g,
3. Ommol) /£ 6N %8 (20m]) PR AT R, FHBRADHB EX
AP FRACRULEFER., A ANERY L2 REFH AL
Ly, AFHEG., LEBKRY.

15 NMR (DMSO) § 3.50, 3.30, 3.14, 1.62, 1.37, 0.87;
13c NMR (DMSO) 5 172.33, 52.88, 52.48, 34.49, 23.75, 21.41, 13.88.

g 4 N-BRA-2-[(ETHASHBHRL) PR]-3-(ETHEABBRL)-
o7 BERR B H) &

BERBEAA AT EIFOLEGEFTE, RREF KR I T 2-
[(ETHA#EE) PR]-3-(ETEBBE) -R8RFH, FSREHEE
TREEA, FHAFRENESY, Ha& K,

11 NMR (DMSO) § 10.9, 9.0, 3.37, 3.15, 3.09, 1.63, 1.38, 0.88;
13C NMR (DMSO) § 166.52, 52.93, 52.55, 32.58, 23.73, 21.43, 13.90.
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4 8 N-gh-2-[(EFAzisk) FA]I-3-(EFEBH
) -7 R 4 4 4

CHj

EREHRA T H1EVLEGE 5%k, RAETE 1 FHE

FRABFE, FXRAEHELTREER, FREEALEGY, HaE
B 4K,

1H NMR (DMSO) & 10.9, 9.05, 3.40, 3.08, 1.61, 1.32, 1.23, 0.84;
MS (FAB) m/z 456, 440, 245, 133, 71, 69, 57, 55, 43, 41;
13 NMR (DMSO) § 166.53, 52.92, 52.77, 32.60, 31.64, 28.90, 28.87, 28.14, 22.51,

21.71, 14.40.

g 9 N-BE-2-[U-FEESSHL)FRA]-3-U-FEAER
B ) -5 B o ) &

HaC
0 Q
I Ce
ﬁ/:r NH—OH
o)

0?0

CH,

Fo1 2-[(A-FEESHSEA)FRE]-S-U-FLEHRL)-AR

6 &
¥ o-2 PR AEHE (2.0g, 12mmol). ST EXEBHRA— KLY

(6. 4g, 27mmol) F=BX B £.44 (1. 0g, 12mmol) & F X (50ml) F # &A=
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HAEA. FHBRPAXBELRCETIFA 10% T8 FER. FAHn
AT KRG A TRABERIAFANSY, AGERK,

1H NMR (DMSO) § 7.66, 7.41, 3.47, 2.82, 2.69;
13C NMR (DMSO) § 171.46, 145.33, 135.72, 130.44, 128.29, 55.47, 36.15, 21.60.

T2 N-BE2-[U-FEESSA)FTA]-3-(4-FRLEHS
R)-AB G H &

B KT AW N-FA-2-eR 58 (20m]) ¥, A 2-[ (4-
PEEBHAL)FTRE]-3-U-FEAEXSBL) -7 K (4. 4g, 1lmmol).
1-3-—FEAAREARA)-3-CABN—_ T i % 8 3 (4. 2g, 22mmol) #»
FREE Y (.58, 22mmol). FEEREHIRE, RHhRFDESLZE
LERLEEFTHA 10% 8. Ak, 2BaAKER. EKER, A
LAKBRBATR. AEXREAVMFACTKAEFIIFALEY, H
& & B4k,

1H NMR (DMSO) 5 10.9, 8.9, 7.62, 7.41, 3.47, 2.82, 2.42;
13C NMR (DMSO0) 5 165.94, 145.12, 136.19, 130.42, 128.37, 55.87, 33.34, 21.61.

THH 10 N-BE-2-[(R#s%A)FTA]-3-GEst)-mEEk
# 5 &

0
0
Qe R o
S NH
0
oﬁ So

BRBEAFILENEFTE, RAET R T HERBEKA (2. 5g,
15mmol) 744, H R EHFEEZTREEZN, FRHEZELESY, HGEH
1K,
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£ #{h: C, 50.06; H, 4.56; N, 3.7; S, 16.44;

MS (FAB) m/z 386, 385, 384, 383, 351, 279, 242, 209, 149, 125;
1H NMR (DMSO) 5 10.9, 8.9, 7.75, 7.66, 3.53, 2.86;
13¢c NMR (DMSO) § 165.83, 139.03, 134.62, 130.02, 128.21, 55.77, 33.19.

A 11 N-BE2-[G-TFTALAEZBRE)FTA]--A-FARE
XaEm ) - B 6B &

0*X0 “NH
(o}
%
OCH;

FH1 -U-FEREARAR)-AAR_R_CTEOHE

AR -AFEAR B - CE (2. 1g, 8.6mmol) 8§ = F XK V&t
Be (20ml) R FRAALE T FEATEE Qo) F6 4-FAREX
B (1. 2ml, 9.5mmol) fr BB A48 (0. 72g, 8.6mmol). EEHEH IR
B, PRBFHHBICHRLET, A 10% HBR, ABK. KRR
BARER. BER, FATKRSE. ACRAMEBERKREY, AERBELKE
R, AXKR%, FAEARERA KPR/ (9/1) RAIAT & & L4
BRANSY, AFER RéEdRY.
151 NMR (DMSO) § 7.29, 6.89, 4.08, 3.73, 3.45, 2.83, 1.85, 1.49, 1.14;

13c NMR (DMSO) & 169.66, 159.19, 133.05, 126.51, 115.52, 61.66, 55.99, 51.48,
34.65, 28.00, 27.01, 14.70.

F®2 -U-FAEAXRSZRR)-AAA_BR_CLEGOHNE

By -@-FEAXHER)-mAF 8= L E (2 4g,
7. Ommmol) /& §45 (150ml) ¥ &4 RAMAF F A PR EMARALX T
& (3.3g, 15mmol). EEBRPIAE, KRR FHEEBEINL/TE
O/DFRBBEAHKER. EAER, FATKRSE. $rRkEhiEs
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i £ B 845/ F B (99. 5/0. 5) ZBLEAT &, 4b 1L, HF W R EBLR LT R
R ENSY, AFR. REBRY.
1 NMR (DMSO) § 7.77, 7.14, 4.06, 3.84, 3.49, 8.26, 1.79, 1.51, 1.1};
13G NMR (DMSO) 5 169.16, 163.67, 130.92, 115.04, 61.36, 56.23, 54.84, 50.90, 27.03,
20.69, 14.32.
$%3 -(U-FTAEARSRA)-ARA—RFLEONE
GEHe -U-FAEAAARL)-AAR-R= T & Q2. 0g
5. 4mmol) & £ 7K 2 8% (50ml) 5 R Aedh ¥ A T K T BF ¥ 65 S A AL4T
(0.41g, 5.9mmol). EREHIRE, HHRPWERE/TE (/1)
Fo S ALK RZ A A B, AR LB KAWL, ARG/ T (/1)
R, FAEEANERS R GRS Y, HhRG, e
1H NMR (DMSO) § 7.18, 7.15, 4.06, 3.85, 3.36, 3.27, 1.80, 1.54, 1.13;

13Cc NMR (DMSO) § 170.97, 169.99, 164.03, 131.32, 130.73, 61.54, 56.60, 55.33,
.51.57, 27.53, 21.17, 14.73.

FE4 2-[U-FTAAXRZHA)RE]-2-ARLEHGH &

¥ 3-@-vTaRAXBREEA)-AEAR_BRFLE (L1
3. 2mmol). X & (0.11g, 3.5mmol). ¥k7% (0.03ml, 0.32mmol) w4t
5r (20nl) RAFHEA S DE. WhRFHHBELRLETIHA 10
% B E KA. RMA. BREAAKER. RAKER, FAEREA
WARIFE AR AL S, AFR. REBRY.
1 NMR (DMSO) § 7.79, 7.15, 6.05, 5.59, 4.09, 3.84, 3.21, 2.29, 1.67, 1.16;

13 NMR (DMSO) 5 166.80, 164.05, 139.74, 131.30, 130.78, 126.72, 115.44, 61.17,
56.61, 55.23, 30.45, 22.33, 14.80.

Fms 2-[(@-FAEERL) PAI-5-(-FREESRBRL)-X
B LB e &

¥ des 4-F A EFEE (0.30n], 2.2mmol) £ K7k LB (Iml)
bR ERBS AN, AR T AT ERE RO 20,
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0.22mmol), 15 94k G, MATAKCE 2nl) T & 2-[ (4-F XX 5
BERA)BE]-2-ABR LE (0. 70g, 2. 2mmol). TEREMIRE, KR
FePHBECROUETHAI0%ZBRKER., RIBK. BREAAKE
B, RAKRER, FRAAKEBATR, FALERSE. AURABERK
G AAGFERIBGEAMGFATREFIAALSY, HGEH
K.

1y NMR (DMSO) § 7.76, 7.31, 7.14, 6.86, 3.96, 3.83, 3.72, 3.16, 2.90, 2.40, 1.58,

1.44, 1.08;
13¢c NMR (DMSO) 5 173.70, 163.70, 159.18, 133.49, 130.87, 125.42, 115.23, 115.04,

60.56, 56.23, 55.66, 55.00, 45.05, 37.08, 29.88, 20.81, 14.48.

F%6 2-[U-FREAXZBRA)TA]I-5-U-FREAXZERL) -
KB T B A |

Braie 2-[-FRAEAR)FTR]-5-(A-FREAFZBL)-
X B & (0. 8g, 1. 8mmol) f£ £.45 (50ml) F &g R Aety £ ki F 43, &
EdmAl f£d X TR (0.81lg, 3.7mmol). FREHIRE, FiR
o RBELRUET, ABRREAKRERFEKXZFR. KA
AEkEG, ACRME, FRERLGBAARERTEAGT. REAKR
SAKERPERERLIG RADFHRLAIAALE REGF I FFE
wed, Héa &k,
IH NMR (DMSO) 5 7.75, 7.15, 3.89, 3.85, 3.50, 3.39, 3.16, 2.59, 1.57, 1.42, 1.57,
1.41, 1.08;

13C NMR (DMSO) 5 172.94, 164.27, 164.06, 131.21, 130.95, 130.73, 115.46, 61.37,
57.29, 56.66, 56.62, 55.17, 30.78, 20.81, 14.65.

FHET 2-[G-FEAERBAL) FR]-5-U-FAARHEBRL)-
IR 6 ) &

¥ 2-[U-FPAREEBBRE) PR]-5-U-FTRAXZBRL) -XB
2.8 (0. 70g, 1.4mmol)# 6N # & (20ml) RAH B AT R. HHRi
MBEBELRLET, RERAAKERER. AREBREEFHK
MBI RCBRLEER. FRANERY AT REFEFALS
W, A& Rk
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IH NMR (DMSO0) § 12.5, 7.77, 7.14, 3.85, 3.50, 3.32, 3.16, 2.49, 1.57, 1.45;
13C NMR (DMSO) 5 174.41, 164.20, 164.03, 131.29, 131.17, 130.90, 130.67, 115.45,
80.03, 57.24, 56.62, 55.28, 30.68, 20.73.

TH 8 N-FRE2-[U-TFTAREXZBRA)FRA]-5-U-FERE
R apm i) - R BB H &

¥ 2-[(4-FEREAEXFHBRE) FRA]-5-U-FERAXBBRL)-XB
(0.5g, 1.1mmol). FAEXm*EE (0.21g, 1.3mmol). 1-(3-=F
EEFERARRL)-S-CHEBEML -2 BEIERKE (0.42g, 2.2nmol) Frvg &7k %
/K (1/1, 1m)HRFHEZRAFAIR. FHRRPUEHBEILRTE
P, A10% EBRAKER. ZBK BREAKRERFERKER, A%
K4 b MARR B LAY, b & BK,

1H NMR (DMSO) § 11.2, 7.76, 7.37, 7.12, 4.60, 3.84, 3.78, 23.50, 3.22, 3.10, 2.39,
1.48, 1.35.

TH 9 NEE-2-[U-FREAXSBRE)FRA]-5-A-FRAX
BB - R BRI 6 ) &

FN-FERE-2-[A-FTAREXSBAL) PRA]-5-4-FAEXEZRR
J)-XBti (0. 3g, 0.5mmol). Pearlman KE{LFAF LK TLEEEAXR
(15psig) P ERBEH IR, FHBRPHXEFELTREER. FHK
G ERKR LR/ LR LE/TVE/ & (50/40/10/1) #BiEAT &
EA, FEATRERERERFIFEALSY, HbERK.

IR (mull) 1667, 1596, 1578, 1499, 1317, 1294, 1263, 1141, 1089, 1024, 837, cm"L;
MS (FAB) m/z 473, 472, 391, 371, 149, 129, 71, 57, 55, 43;

vk e ®p=0;
1H NMR (DMSO) 5 10.5, 8.8, 7.76, 7.14, 3.86, 3.42, 3.18, 2.3, 1.46.

P 12 N-BE-2-[(EFAssi)PRA]-3-4-FAL X
B -BBEGH &
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OCH,

FHE1 2-[(EFRAAL)FR]-2-AHROAE

¥ 2-2 VA AHRK (1.0g, 6.0mmol) . IEF Ik 5 5 (1.2ml,
6.6mmol) Fr —FAFEE (Inl) ¥ R BATER. BRHAEFHES
ELEBLEYHA 10% EBAERPABAKER, LERERANA
B MHEEW, A8 ERK.
1H NMR (DMSO) § 6.00, 5.60, 3.27, 2.37, 1.46, 1.28, 1.22, 0.84;
13C NMR (DMSO) § 167.62, 138.23, 125.42, 32.28, 31.69, 31.07, 29.15, 29.06, 29.02,
28.70, 22.53, 14.37.

FH2 2-[(EFAA)FTA]-3-U-FAEAERRL)-AHRHNE

¥ 2-[(EFAA) FAI-2-AHE (1. 0g, 4.3mmol). 4~ FAKE
¥#.5 (1. 1nl, 8.6mmol) fr = F X FBLK 2onl) WAL K. KR
WMAELBRLEER 10% ERKERZAFRFLEZRERANA. Hi
REmAERKER &5/ T8/ G (98/1/1) 2o BLRAT &% 2bdt, JFHF
SR BLIR R g R AR LS, A E & B,
1H NMR (DMSO) § 12.5, 7.36, 6.90, 3.73, 3.04, 2.72, 2.55, 2.38, 1.42, 1.21, 0.84;

13c NMR (DMSO) & 174.76, 159.53, 133.66, 152.92, 152.65, 115.58, 55.98, 46.02,
36.80, 33.12, 32.28, 32.07, 29.87, 29.55, 29.47, 29.39, 22.93, 14.75.

% 3 o-[(EFABBA)TRAI-3-(U-FTAELAXHEIL)-A
B 69 #) &

By -[(EFAA)FTRA]--U-FERAXRL)-AHR
(0. 6g, 1.6mmol) £ £45 (15ml) F &4 R A=H £ ki F A3, @A T A
W Eit X T & (1. 4g, 6.6mmol). ERBEHIAE, BARFHETK
2 10% BB RZALSER, FRALRPLEIESAAE-FTF
R LBRUBRFERWATREFERKR LR &G/ T/ T8& (98/1/1)
L AT 635 s 1R B AR AL S, A E & BK,
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1H NMR (DMSO) 5 7.80, 7.17, 3.68, 3.61, 3.49, 3.38, 3.02, 1.59, 1.32, 1.23, 0.85.

ok 4 N-BA-2-[(EFEmut) PRA]I-3-4-FAEXEZRER
A)-mdEe 4

BERERP AT RIF VL EHEFTE, RRETE3I T H 2-
[EFHEEX)FRAI-3--FAAXHBA)-FE (0. 5¢, 1.2mmol) F
¥, FBREEEERETL, FREALSY, HaERK,
m.p. 134.5 °C;
MS (FAB) m/z 451, 450, 434, 239, 133, 57, 43, 41, 39;

1H NMR (DMSO) 6§ 10.9, 8.9, 7.80, 7.15, 3.86, 3.73, 3.50, 3.01, 2.70, 2.36, 1.55, 1.08,
0.82;

13C NMR (DMSO) 5 166.20, 163.90, 130.82, 130.58, 115.13, 60.87, 56.27, 52.90,
52.68, 44.69, 32.98, 31.63, 28.87, 28.13, 22.51, 21.63, 14.40.

LA 13 N-BA-2-[FHR-3-(1-FAZ ABLIK)]-3-(4-F &
AEHBRL)-ABEGH &

0O
1

o) H
»‘N/\tg\NH OH
HyC—N -

CH3'O

FH1 2-[FA--(-TRAZABKK) ]-2-AH %G5 %

¥ 2-2£ FAASR (1. 0g, 6.0mmol). 1-FHAZ AN (0. 85g,
7.2mmol) . % B A48 (1. 1g, 13mmol) = F X (50ml) R P & A i
B, RARPYHBELRLETHFAZRBRIAARERER. AXRR
B ARMBF ARG IG/TEO/DFR, FANERY
KRG FAr RS, HEIK,
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1H NMR (DMSO) 5 6.08, 5.47, 4.08, 4.00, 2.85.

F% 2 2-[FA-3-(I-FEAZABRK)]-3-U-FAEXAL)-A
B & 5 &

¥ 2-FER2-[FA3-(I-FHRZABK)]-2-A K (L 1g,
5. 5mmol). 4-F & K8 (0. 75ml, 6.0mmol). #XBX 44 (0.92g,
1lonmol) ## P % (50ml) R Fe P HAT R, FHBFHATERE R
B bR &4/ PR/ TER(97/2/1) thBlik 4T &35 bk, KRB ERAR
K %A ORABEFAFELASY, Aaé& B

1H NMR (DMSO) § 12.3, 7.33, 6.90, 3.92, 3.74, 3.60, 2.95, 2.83, 2.74;
13c NMR (DMSO) § 173.90, 171.02, 159.58, 156.98, 133.87, 152.92, 115.61, 56.02,

62.01, 44.45, 40.13, 35.63, 30.01.

T% 3 2-[FRA-3-(1-FRATABMK)]-3-(4-FRE X B
A)-ARGH &

¥ 2-[FA-3-(1I-FTAZABK)]-3-U-FAEXAL)-A R
(1. 0g, 3.0mmol) £ =K FI (50nl) F ey BAHm A FFmAF ALK
Wk (1. 4g, 6.3mmol)., FTREHIARE, BHRAEPYWATRE TR
& 60(230-400 B) LA 845/ F 88/ L& (94/5/1) 2o Bl 4T &35 46 1L.
AR KRG RBRGHNFALESY, Ha ek,

14 NMR (DMSO) & 7.75, 7.14, 3.87, 3.84, 3.54, 3.35, 2.92, 2.80.

T4 N-BRA-2-[FE-3-(1-FRAZABMK)]-3-U-FAREX
HEA) "B R & |

BRI AGEIROLEGETE, RAETHRITH 2-
[(FR-3-(I-FPETABK)]-3-4-FARAEXSBIL)-7 R (0. 6g,
1. 6mmol) 745, FAREHIELHRHETA, FIAEHLSD.
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MS (EI ) m/z 385 (M+), 214, 181, 172, 171, 155, 123, 107, 99, 77, 56;

14 NMR (DMSO) § 10.8, 8.2, 7.76, 7.13, 3.84, 3.44, 3.24, 2.81;

13¢c NMR (DMSO) 5 170.68, 166.39, 163.77, 156.41, 130.72, 130.51, 115.06, 56.26,
54.99, 51.68, 39.68, 37.24, 29.66.

ZHH 14 N-BR-2-[FR-3-(1-TA T ABRK)]1-3-4-T &
AEBBRL)-ABREGHE

Q HO

*c- C.
Hac/\/\N N/\to NH—OH
~C g,_o

3

TH1 &-TRAARXEHRAGHE

o) B3 69 Bt 44 (8. 8g, 59mmol) f£ & &R (250ml) P & % Fadh & Au
AN4-TERAXZHEA(G.0g, 20mmol). FERBFEIRE, FRHEFY
HRFAAAPRFREGEARFE ¢-TAXXLRERH, HHEH
.

1H NMR (DMSO) 5 7.49, 6.81, 3.93, 1.67, 1.40, 0.90.

FH2 -4 (TREAXBRIL) FTAI 2-AHKRGHE

F2-2FREARHR (L 0g, 6.0mmol) . 4-THEA X BB (3. 1g,
13mmol) . ZX B 44 (1.9g, 18mmol)Fr = F I V¥ BLE: (20ml) ¥ RFd =
AR, REETLBR OB 10% EBRAKERZ I 5 8FLT RS HH
. WREW K 60(230-400 B) LA K45/ F 8/ % (94/5/1) %
BLIEAT &% Shtb, F A 2R kBl F R AR %, H b & Bk,
'H NMR (DMSO) § 12.9, 7.67, 7.10, 6.28, 5.70, 4.22, 4.03, 1.68, 1.41, 0.90;

13c NMR (DMSO) § 167.04, 163.63, 133.06, 131.33, 130.91, 130.47, 114.08, 68. 69,
57.60, 31.33, 19.48, 14.47.
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FH3 2-[4- (TRAXZBRA)FTRAI-3-(U-TAEXFHBL)-
AR H &

¥ 2-[4-(TEEAXHBA) PRA]-2-FH B (1. 0g, 3. 4mmol).
1-TH# Z A8k (0. 78z, 5.0mmol). %% & 544 (0.63g, 7.4mmol)F= ¥
X Gm) R HALE. FREERFPUHBELRLET, A
10% EBARERER, FAZRE. AT LRAERRSE W F I
WA SY, A8 ERK.

14 NMR (DMSO) § 7.73, 7.14, 5.74, 4.07, 3.90, 3.59, 3.54, 3.23, 2.95, 1.72, 1.42,
1.24, 0.93, 0.87;

13Cc NMR (DMSO) § 172.46, 171.21, 163.73, 156.53, 130.89, 130.63, 115.88, 68.73,
55.72, 55.52, 49.94, 42.42, 31.32, 29.83, 20.02, 19.47, 14.47, 14.34.

Fm4 N-BA2-[FE-I-(-THAZHBRK)]-3-U-TEEE
BB )-"B G

BRIEFRP AT HRIF VL EHEFTE, RRETERI T 2-
[FRA-3-(1-TETHBK]-3-(4-TAXXABEL)-F & (0.59,
1. 3mmol) %, HXREMAFERBER, FHFALEH, HaE
B K.

MS (FAB) m/z 471, 470, 469, 223, 197, 149, 57, 41, 23;
1H NMR (DMSO) & 10.8, 8.8, 7.74, 7.10, 5.73, 4.06, 3.88, 3.47, 3.21, 2.82, 1.71, 1.42,
1.25, 0.92, 0.87.

Zp 15 N-BE-2-[FTA-3-(1-TAZABRK)]-3--FH
EEBBIL)-ABL KA &

CH;0
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BRBERF 4T RLIEDLEGEFTE, RAZES B 1+ 4-
PERAXBBRIATY, FAREHEZTRETH, FHiEHLSY,
PoR=R AR

MS (FAB) m/z 428 (MH+), 429, 428, 223, 149, 129, 71, 57, 55, 43, 41;

1H NMR (DMSO) 5 10.80, 8.81, 7.77, 7.12, 3.85, 3.49, 3.23, 2.83, 1.43, 1.24, 0.88:
13C NMR (DMSO0) 5 170.79, 166.40, 163.77, 156.17, 130.78, 130.47, 115.08, 55.26,
55.08, 46.63, 42.10, 41.2, 37.25, 29.49, 19.68, 13.99,

ZHp 16 N-BEA-2-[FR-3-(5,5-—FRLABMK)]-3-(4-
WRAEZHBEL) - B HE

BRBEAS UWFHE1EHD2ENEFE, RAETE 3T Y
5,5-— A Z MBM (1. 5g, llmmol) 44, H AR SHFFELRHE
., FIIFANLLSY, A& Bk,
1H NMR (DMSO) § 10.8, 8.2, 7.77, 7.12, 3.84, 3.41, 3.17, 2.85, 1.21;

13 NMR (DMSO) § 177.62, 166.35, 163.82, 155.28, 130.85, 130.49, 115.14, 58.16,
56.26, 55.37, 37.20, 24.95, 24.87.

G 17 (+)-N-BE-2-[(EFEABBRE)TA]-3-4-F4A
RAEBBL)-m8ER ) -N-FAE-2-[(EFAZBRL) FH]-3-4-
FRAXBBER)-ABEGH &

FN-R2-[(EFAFHBE)FRE]-3-UGTFAAXZBRE)-R
B (a4 12) 65K B A% A Chiralpak AD A &K T B 2h i
A R=13.5 24 # R=23.5 4P M E Bk, KU ERBRELZTRE S
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7 4% %) s ok F AR (178) ([o]®=+4) Foxb Bt F 4K (17B)  ([o]®h=-
4.

P 18 (+)-N-FE-2-[FE-3-(1-FTA T ABMK)]I-3-4-
PEAXBBRL)-ABERC)-N-BE2-[FA-3-(1I-FEATLAK
W) 1-3- (4-F A F BB IR ) - A Bl 65 4] &

B N-FAE-2-[FA-S-(I-FRAZABRK ]-3-(4-FEREXZS
A)-F i (44 13) 8554 RF WA Chiralpak AD B A KT
B 2 BLIEAE Re=8.6 2-4F# R=10.5 24P K £ % Blik, HFHRBERAT
W45 5 %43 3] st vk MK 18A Aotk F H3 4 18B.

LA 19 (+)-N-FE-2-[FE-3-(1-TAZABMK)]-3-4-
TEAEXBBRA)-ABRERC)-N-BEA2-[FEA-3-(1-THEZAK
Br)1-3-(4-TAX X BHEE)-ABBGH &

¥ N-A2-[FA-3-(1I-TAZABK)]-3-U-TALAX#HR
A)-m B E (£4&5] 14) # M E & BRAH A Chiralpak AD ERAEK T
BE e B3 45 Re=16.5 24 Re=17. 8 AP K E b BLik, W IEBLR AT
K %% 5 %) A% B & vk F AR (194) ([o]*=—3") #= 5t Bt % #1 4k (19B)
([a]®=+ 3").

EHAH 20 (+)-N-FE-2-[FEA-3-(1-TA T ABHK)]-3-4-
PERAEHBRL)-B8ER () -N-E2EX-2-[FE-3-(1-TATHBE
BR)1-3-(4-F R A X 5B A)-A sk d 4 &

¥ N-FA2-[FRA--(I-TRATABRK)]-3--FARAEXHBR
E)-A Bk (Lap) 15) 85l BAH A Chiralpak AD BEA LK T
BB R=13. 4 94 R=15. 8 AP K B BLik, FH B R AT
W uE 45 7 AR B A s F M AR (204) ([al®=—4") #= 2} Bt 57 # 4k (20B)
([a]®y=+4").
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LA 21 A EREE

ABEREXAELRNS —FR 4 MP B GERARE. UK
B ek R BE) (9N R S, WHMESZE MMP BB L, BakERAR
. UREBXBEEBENERDGER. RYCEBRTRAEREDER
2. R, TEGRDBIEDEF I EBIEBFORNEEL,
ZRAE—ZhEFTR #HLTERAET, BAXRAABAERASR
Bl RAEAWHNE, ZRIHE WP BEERKEEFAAKR L,
Hit, LTRMNBGEAET. FHAREHERT MO FEFZH
WE, KGR MMP £ 4% (50mM Tris-HC1, pH7.5;150mM NaCl; 0. 02%
NaN,) ¥ b5 s . A BHNASWH AT AERR. BREH.
FEBERES ZRNNEDGEANRTY, FTHERBRIDEERF
15 54F. REGHTABRTRNBENG WP &Y, FKEFHARERER
BPmE 1-3 06, e, KURIRFPDE 0. 1%FHEFOHGER
LEBAE RN, 15545, SERFFBFLEREELARAME. REH
F KA. AEXARPHGHHNZELE 1. EARKKAGLEDH
F A MMP B . sHE AR E 6 K AL T 15pM 6L a- i 54 4
GALFLELAEITHER.
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97197922. 7 v P ZR38/441
1
R E A6 MMP 474 F 2 (K, pM)
% 4ol 5 HERE il
Ki (uM) Ki (nM)
1 0.049 0.0092
2 1.1 0.087
3 3.6 0.081
4 0.0039 0.00019
5 0.072 0.0019
6 0.092 0.0025
7 1 0.35
8 0.44 0.19
9 0.13 0.0038
10 0.16 0.008
11 0.001 0.001
12 0.0054 0.00082
13 0.017 0.0013
14 0.0018 0.000092
15 0.009 0.00034
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BEV
o g o gR
MeO - MeO
P/NH P/NH
19 20
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