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feFo1-4&) R A]-2-BR-5-"E A ] W AR TRLE,

(¢) (S)-N-[[3-[3-#-4-(1,2,3,4,6,7T-" A —-4-FA-5-AK
LA R F-1-R) RRA]2- AR 5-Re R A P A TEE, X

(d) (S)-N-[[3-[3-#-4-(1,2,3,4,6,7-5x &, -4-F A -5-AK
~1, 4= R F-1-A) R A ]-2- R AR -5 K )P AT LR,

9. wBAEX1HTHX ILEWERNER THFREDREY
B Py Ak,

10. HHmaY, GAWRAEL 170X [ REHT—F 3
BT 4% 6 A



98809395. 2 iﬁ', HA :F'; /197

vheg S BT A A B P AW

A AR,

ALPFAHAGCLRRUSDALEFETESHE, pAA
CMBEAFTERSTGRA TREGEREFTHERGEHN. BREH IR
vEek AR, BANE-1, 4R EF-5-FERAL,

F A, KL PAHIH RN LR RLA DT EAERGRBEY
F, ARMREFAFREREK, QHEZZRBREZALEDH R EGFT
R IRERERE, FLRAEADHA AR E TR FRRE,
ABERBEDB TR EFRRKFEFRAE, pRBELEDH EH S
% # # ( Mycobacterium tuberculosis) &R ZEHE 45 I H B
( Mycobacterium avium) .

TFHEK

B A2k No. 97/27188 AF THh%E-3-MEMM, EAKLK
e E 2.

B Fr %A 24k No. W093/23384 N FF T e lx M A X H kA B
M AE, ZEREHERABRNKG % (%E) 4.

H Fr & #) 24& No. W093/09103 AF THRAF AL 23X E vl
B, T RAERBE DA

H Fr % A 24k No. W090/02744 A F T 5~ &A% L -5-BRAF A
nEe bU A, 3- (AR #9) KA -5-BE R T A S B M A 3- (R4
B) - KR -5-BRATPATARE, CNTAEREA.

FRe 5 LHRAFT 5458, GFELEREH 5, 547, 950,
4,801,600, C EHMLFLEY 32, 1673-81 (1989); (EHLFLE)
33, 2569-78 (1990); (w@4k) 45, 1323-26 (1989); WLA& (EZH
F R EY 35, 1156 (1992).

B & A AR 352, 781 AT T R A L b v A AR 69 K B 8k R A,
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h) C-.5%%S0).(X¥nR0£2),

I) —CN,
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m) -N(R,)S0,C,- B,
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h) —(}wm (b mn20. 1. 2. 3K 4);

)=

Ry 5
a) H, &
b) Ci-:%uk; B
X2 0%S.
AEPBELRBETAAERETLARALS DRI AFETESLGE
BAZFERIABRBEDNRGWBESY. SAFRXPERRLSY
REBEDR TR THERGETRAE.

SHEEINFAX IS DRARGRBEDN, BF, T
Xt — S REN, ZREAVHARBANLEGHNERETALY
0.1 % 100mg/kg X %24 3.0 £4 50ng/kg h EH K.

AEXHTHEMIXT, EHLBRELIGERLSERITELT
#, WERAZHRS FHRETHRIPRAH, LXK, WL C
-CGEXTHANBERTH, AEHK “i” 28K “7, 4iFj.

AXHAGRE “C.. R BHARELA—E-ARRTHR
A, Alewik, k. AX. THA KA TEPENGFHEX;
HEAFTR. TR, AAPENGFHEX.

R “Co- R BAREA_ERAABRETHES —FREH
A, i HE 1-aHE 2-AHKL. 2-FX-1-A%X 1-TH
F.2-THE. I-RBE. 2-KHE. 1-THEPCNEFHE L,
HEABLE2E6ANABRTHHFR, ERBAELAF2EL4AERT
o5 .

RE “Co B A" BARBEA_ZELABRTIHEY AR
A, Bl k, AEE. THE KX, THE EREfe
A1 85 51-# % X.

K& “C.RARL BHRZ-AEA-E-ABRTHERLE
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HorEgeii.

RiE C. —REEZR BEUABALA —E/ARRETHER
AFxoyHEBGRE.

RE “C- AR BURAA—EWARETHEELART
HEGRE, fieTRE AL SA&A. TEAEPEMNHFH
HX, R ABLA1E24ABRTFHREL.

K& “C AL BUREA—EXABRETHERNRS AR
bk, Pl PRE. CHEE. ARAEAPENOFATBX, K&H
ERA1EZ2ABEBRTHRAL,

KB “Co- o SRBE” MU RABAKAE., FTHE., KRE. KT
AREMNGFABIXGZE]AERT.

Ki&E “FR> By AL E—XHA F. Cl. Br. -CF;. —CN.
—C- s BAERC RALABRKGELFRS

K& “Het” ¥WREA—E=AZXBO0. NXSETHRTHS
K6 LEFHEFRY, Fliokwh, Eo. wbek, bk, =Zvk ek
ek ke vR—ep vBeked wbvr, whkwE, W, WE. RE
o=k, BIAZERTAEZE -MPRRAEARNK, RAKXZA G F,
Cl. Ci-stEA. C AR CN ARG 4.

AEPRHAHTABRRBRFRAF EHULREMNSG H.

LAEBBEAAN, SX LTRSS ERTATAAAKEG DS
heiBmadk, GEERE ARRYE ARE HEHE L&A
Ak A& THRE LTARE EHRE BRI K
BB, -2Lisnd FLREFSF. XEETARELAREEKX.
ERALZPHEDTAHARELESL, s, 7. EREGE, X
b ol ‘BFETEZGE” A.

TR ILHAREAGLES D TR FIRG C5EHE, K
EPHAHTARINAT, AFREABFABIXALE, AXPEFET
4 & X A 4K %%ﬁ%A%#ﬁ&ﬁﬁﬁﬁTmﬁﬁ%m x
TEH, RAGLS D ELRARERY C5ELTHER X T EHH

8
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KA. X% #B AL Cahn-Ingold-Prelog #. % R FHARA
(S)H . 54, PERBFRG LIS HEFEWE T (S) 3 sk,

XIAHTARARZIHTHAHE L FPRE—FHEGHK
PR, PleFASRTA-FTEATARE. ZABRYEH 2 RE
BL#AaH 1 TH I P25 3HE0. AT T, B 28K8F R
A¥E, AELOTHRAEGEAT, £8 2 A5 H 44 Et.0 X THF
PR EAT AL SMBE 0-25CTFRE, REEFARLPWTAR
Bibkh 0-25CTRE, RIAEH3. SHL_BERRETIAR
—FHBERELAGE, P PERBRORAFER (XEp 1 F
EOFR), BEHEMHS APPRATE. K, TUARL2684%M,
BB ERA5RTA-FTEATERAS R DMF ZRKRT
A-FRAPHBEEAEFZLEA-—KTRERRE, RELH S5, K
THEREPEARAP)ARTA-FATARE. RERMsSERE
BGef LBAMTE-—STRERRE, BEK6 (LEEF 1 TR
3) . & 20-40CTF, ANTPESHIPFEBRAGLSKARERE
FEREWMNASZER BASHT. ATHAALFTRFAZAHXI]
ot AT TR RY SR EL, K+ Y& Br., I. CH:SOs
% p-CH:PhSO,, R'AZ —#FiE % &5t R B, E—#izrEAF &
EBH TSRS AR RY EEMNH 4 DMF F. £ 0- 25
CTAE, BEHS8 Xz, ZHTTALRY. ARALFHFETER
Wbty THE R LBEEEE20-50C TR E, £58 HTX88%
RPARSHNER 9. S PEAFRNEN, ZRASLTAELAH S e se g AL
W LEERRTREREMEAH G FEERE 10-30C T H#HATA
A A kTR RTA-_PATARARPEAATAEBRBREHT
AEAEAETRE, UERPHERFATAAZALEG -] TR
A AE 25CTF. REAwWTA AL THF Bk £ 256C T AT, &
BB BOME 11 MELTAREEM 1 &K1 HERT. XF,
¥ 9 EABAEBBREFZLEHN_RTRERE 5-25C TR
B, BamALEARE 10, # 10 5 ERALEY THF X LH-F &

9
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BEERAE 30-60CTARE, FoEKI11. oY 11 5BEAR. B
Bf. FREE. AAARIZN - ARBRERE, BHX I4EY.

AL B I2ES PERREEFERAG AL RKEIRERAE 20- 40
CTRE(LE#RH1TH4), THERFAEEFRELZLIXZEA
X I14eH.
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B FHI. oRAAFLY, XEARLEHTATARLEER
B BERRENHETT.

ALHAHRE “EBF BEFXALXRABELFNEARER; £
XHAHKE ‘BB BRLIALFBLELGERER, BEL
REEG#H®E REEANTE, AEETREALRILETHER
X

ARAFEFRFTAGLEL, RALVRGX TS5 —FEARR
REFETESHEAR, RS HFETET G HNFRKEHN
Wh, TUHERALPE S HBLY. AABXGAL-haEHH.
FH, THr#OEE, KEFEAN., BAKRATAREY —#FLT
RETIAAGHR: HBEMN. FHhM, BEN. AEMN. EFN.
HEH., AAABNFOHN. HRHEKABRAOKEEBEE. EER
%, Ba. B, LE. RK. B . k. #4FH K. K
wEH., TITREF. RABIA AL hoErik. REAPILR.
B, TARBREXPLEBETK. K-B_BRK-RFL_FHZ
Gremk, HRESAFTAGEEN. HhrH. BRIAPEHAN.

ik, AAFTALLHF LD AL DAEREANR, BV 4 A
AR EHERESY, LCHRABEBALPHX I11EY.

TA ZRERBAYEDBAWREEANBE FERAS X
It hesE, BRETHEAGAGT & REANVESYVHHIXPHE
R E., —f&, FHRUALSHETE0.5%5 0% B MEEA, RHEs
W& 2.

EERNIANRCET A DB R LALLM B ALY
ERTREY, WEVWRAEHDALWEE R, Gasth/RHHE
%, EFNERAFAFPRIIIETIDFERASGERE. &
RREFAOBRKTFARGAXG., —&, FHASHNEGEREA
HERES 0.1 £4 100ng/kg. £Hhi£% 3.0 £4 50mg/kg 4R &/
XGEEAAR., Remu@t, NETHELFER. MATOERE
GEERFTRAKEEIRAYRFE. mE, ATHREXINNEREK

12
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P, BMHLHHNETARL LR, XRFRMNETRADTEREMA, £
mritfed, BRELAENL, FAMTTUARNE MR RELHE,
HFARMTELTAS RS AN LY, HlFR_FEWK,

XIS EBmILY, FRALEHL ST Ak EH,
REBIRLFTMILHRR. FHIL B ED ALY —BEAHF
ETESEAX I, ATERE (B ERKE) BT —#
BFELETETHRAEK, FloEfdAKkP—HELIEFEGFEER.
Hlde pH 25 3.5-6. EEHEFF PO EHRR =M. BREAA. 7
BEH. -FEARERE. LO-BARF LG -HIARFF. 16k
SMEREBATH T REAARBEEFETELGTEHSRE, LiE
B2 lng/ml £% 400mg/ml. HHERESH AL WL, T3
tERBARKENHN 2. MBRARGX [ G AE KPR AEMNE o
TR 2 R A A .

ETBHLT, PAXZTHX I OB ROLETAREEEAKS
FHE LG —FEFETETHRBRRLTREMN F. ZLFREESF
FAKRRBI Rdoty, AP TAEIHEEAEEA.

AEPHESHRARGORBEDA, ARMNRK S FARLERRK,
CHFELZRMBEFREDH L @ TH HREFRERG, FZRAHKR
APl i g A B AT, ARRAEHH BT LK
FHHABE, PHBREDH LB, IHEREVEES XA,

AR L3 X,

AT EMASHEBERLL AR RARXLAGF &, I HTH X
B, 2R CATR A A RA.

L 1: (S)-N-[[3-[3-#-4-(1,2,3,4,6,7-~ & -5-A &K
~1, 4R EF-1-R) EA]-2-AR-5-"R R AT A LB S H &

13
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L@Saze)
NHAc

T’ 11 (S)-N-[3-(3-R-4—"kmw-1-KAXE)-2-A K"kt
5-R PR LB EGHE

Bk (5. TTg) I LR LEEHE & (Tonl) PEEMA—FREL
B (15.Tml) Fo 3, 4-— KA XX (5.0nl), BEVEEZETHHIE 2
X. MIRBERYRAK, 2B LRLEE, Rk, 2
EARBRBEH TR, RAEN, FEAENLESSH (10.1g), FF 100%.
FiE A RS (10. 1g) 9 LB T8 % (101ml) ¥ A 428 (10%,
1.0g), FAARTHREVAZETHEHF 4. Blidx, BR
EAT T RS, 55k (8. 75g, 100%). ®i%kk (8. 75g) 9w &k %
(THF) % % (100ml) P 2 & m A B B &4 G.0g) #F A ZE X &
(8.4ml), BRAVAZERTHIF 14 1. GRAREERFTRAK, &
% THF B, AABEXEE, SAKRBRATR. RXEN, ii’%‘
Y RARKEEEEREL (FERN: TRLE/TK/|4 =-1/6/4),
B A AFEEFE (14.58), F%98%. £ -T8CT, @iﬁ«ﬁ.i‘.\?’ﬁé‘;%
Be (2.75g) #5 THF #i#& 24nl) P AT AL (1.6M THRER:
5.2ml) , BAMEFE LS54, EAREET, aHFHER TN
AR -(-)-GAKHHTEE (1.25nl), BRAEBEHF 14 I8, AH
BEREZEBIEER. ARABERTRAK, 25 THF &, AXH
ERkE, ZAKRBATER. RAXEXN, ZévRABRREEZE
i (EH: LBTE/TR=-3/1), F3 8 (2.20g), =% 89%.
%% 8% (2. 20g) B & (8ml) T m A ¥ X BB R (2. 85g), =&
METETHREG6IH., AREERTRAK(20]), BREVEHF
108, TEKERFRE, A%, RBEEZER. 2T TR,
BEFEXHBE (3.282), 7% 98%. AERT, uzVP A#RAE
(3.28g) #5 — W X ¥V B B (DMF) & & (23ml) ¥ m A & R 4 4
(3.80g), BAMi 65C THIE 5.5 . RERSMHAHFEETR

14
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B, mAK, BEYRALRLERR; AWNEAALZTRE. WA
REAGHETLRLE, AAPERGE, ZAKARATHR. &
RERM, ZehRARBREEEEHAL(EN: ZRLE/TIH=1/1),
B EEAY(2.208), FHE % EERT, @iz & KLY (2. 20g)
W LB LB E % (19nl) F e A T B & (0. 65m]) #owtsE (1. 0ml); Hw
A4k (10%, 0.22g) 6, RSP EZTE. latn AARKTHHF 6 I H.
B, BRAKPEKRER ZAKEARATR. ZABEAM,

¥ELDRAREREEEEREL (EH: AR/TR=1/1), FE#HF
LA .

¥ % 2: (S)-N-{3-[3-R-4-(4-AK-%kwe-1-%) FX]-2-AK
e bt -5- R PR LB KRG H &

AR LETHEY 1,4 AK-8-KRE[4.5]%%Kk, Bidh
T 1 ARG FESR(S)-N-{3-[4-(1,4-—8A.%-8-8 £33 [4. 5]
K-8-H)-3-gmEL]2-A K- x-5-X PR LK. AEALE
W (3.79g) 4 HEAE % (T0ml) % & e A K (20ml) Fo 3+ ¥ X AL BR —
K4 (3.66g), BbYh#tEA 3 M. RERSVWAFEIESR
B, ABbhEam, SXKER=ZLETHR. ZRA_IAFRER,
AMEREKR®RE, ZBAKRBRATER. A2X5H, KR4 Aa
B 6% B s (EF: K45/ T8 -50/1-25/1), FEIFAMLS
P .

P % 3: (S)-N-{3-[3-R-4-(4-FE-%k%w-1-K) XA ]-2-&K
e fr-5- K PR} LB H &

% 1.00g &2 FHHFTE-—SKFRER (10-10ml) ¥ i & jm
ANLEA (B1Tng) o &£ 8 (219ng), BREVWEAEEZERTHHFF 2 X.
REBERN, BBRLDETVH, REMARK (8g). AAXTH, #
BAYRAERKREEEESEL CEMN: K45/78=50/1-25/1), &
HiFEEeY.

¥ % 4: (S)-N-[[3-[3-%&-4-(1,2,3,4,6, T-~ &-5-AK-1, 4-
SREFI-RVEA] 2-RER-5-R B A IPA I LE KRG H S

15
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EET, B¥EBESTE 3 4 (0.200g, 0.549mmol) /£ & &
(5.3m1) P RAVE LA REBEAKER (5.3nl) &2, REE3
AR E P EBEBE (0.16g, 0.82mmol) % &8 (2. Tml) & I&.
B, BRSHABEMER AIY 255045, FRERRE. £
FRFEMmE (23C) THRFE 4 I, T8, BERARETREARE
BE, AKEAWA CLCL FR, FBETHR MgS0,) k%, 73
YEREY., KFLTHWESKREY, ¥REELZTRE. HEL
Wh kB CHCL 3RENATHESII, REKEE X%, KA
MeOH-NH,OH-CH.C1, &4 %, K E 4 A 3-5% MeOH # 0.3-0.5%
NH.OH. ¥ =% M MeOH-EtOAc ¥ 4& &, FI ML s4d, BE 140
- 146C;

MSmiz( #MXBE )364M', 96.1), 320 (100), 306 (6.7), 294 (10.9), 236
(41.8);
HRMS #8@E Ci7H2FN4Oy; 364.1547 (M™);3: J {8 364.1545;
'H NMR [300 MHz, (CD;),50] & 1.81 (s, 3H), 2.57 (m, 2H), 3.07 (m, 4H), 3.24
(m, 2H), 3.38 (t, 2H), 3.67 (d, d, 1H), 4.06 (t, 1H), 4.68 (m, 1H), 7.08 (t, 1H), 7.13(4d,d,
1H), 7.45 (d, d, 1H), 7.65 (¢, 1H), 8.21 (¢, 1H),

THAH 2: (S)-N-[[3-[3-£-4-(1,2,3,4,6, 7T-~ &-5-A K-
L4a-—REF-1-R) % AT-2-8K-5-"F AP ]IANK L& E
& 4 &

16
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F%1: (S)-[3-[3-%-4-(1,2,3,4,6, -X &-5-8AK-1,4-=
ELF 1-A)ERT-2-FR-5-"Cd BRAIFARTEA-_FRAIER
ABeH & |

HHREEGATHE (S)-N-{3-[3-R-4-4-ARKR-1-FK) X
El-2-8AK"Eakk-5- A PR L8E (L4441 F% 2) & 10.6g
(0. 03mol) X, 2( #A2 1) FRI4&K(S)-[3-[4-(1, 4 =& RKR-8-K £ %
[4.5] % -8-HA)-3-REEX]2-8aRK-5-"CFd R ATV AR
(230m1) % & A K (65ml) Fo st F X5 8 — K 4% (11. 4g, 0. 06mol)
38, ERTWAS5 D, AFREBE (24C) THRHF 18I . &
BEAZPREIRERR. S2XKEZLDARREATH, ALR
LESEBG RBR AR BEREA. K fAHARE, T B (Na.S0,)
Fkd, BM, PXA4CAE 1AL Y. BEz\F= LK (12. 5nl,
0.09mol) ¥ — A ¥ (100ml) ER AR TE-_FRAPTHERE K
(6.03g, 0.04mol) &, A R. FEBETHHEF 23 M. ARA
BRTA-_FAPHEALR(3.0g), BRAVWEREBETHAAKHF 20
S, BFAFIMAZLE G mD)FRTEFETFTERER
(3.0g), RAVAFREBETRE LR, A-KATRAHHT, ALXH
HEAAEE, TR NaS0) k%, BePARKE#E XL, &
BAAAH 20-30%" MG RF-ERRBAY, B3 1.72e RTRA-FE
WaEbt & (TBDMS) &, BPE+ PR TBDMS 9K 5 (&A1) {&6%4.
¥ 33 & 49 TBDMS 8% (7. 27g, 17. 2mmol) & ¥ B (150m1) & A £ &
# B (1. 44g, 0.021mol) #= L& 44 (1. 72g, 0.021mol) & & (15ml)
BEALE, EXBEBSETHEF 2200, BRAMAEARETRSG. Ka
CERELDH —STRERBARPHELH KL, T (NasSO0,)
HFksm, B T7.25gk, PR6(AEL) e, ERT, BEH
E69% 565 R 8 (165ml) % A %% BRAKEZ (165nl) &, RE
£ 20 24 Wi et P E B BE R (4. 92g, 0.0258mol) &5 # &4 (80m1)
KR, BRAOWAERERETREE 18I, REARETRSE. ¥A

17
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AR TRERAKPRHAALAEE, T8 Na,S0,) FKRE. &
AW AR EE XL, A NTE-0.%8ALE-—KTR, &
5| 5. 98g AL L-H.

F B 2. (S)-[[3-[3-#-4-(1,2,3,4,6, - &-5-8K-1, 4-
ZREF1-R)EA]2-AAR-S-EAR A TP R EG R E

ERT, mkddpeg, RFEFGEEH 2 TE 1 7w (0. 22g,
0. 50mmol) £ v3 £.= % (THF; 15ml) P RAH T £ 2 54 R B m 1M
wT R ALY THF (1.5nl) % %k. REWAEKRETHRE 10 54,
BAEFREBE (24C) THRE1IIN 204, RLRLEHE, A
KA K HE, T Na,S0) iK%, RLP AR &E K%L, &£
RAH 3-6%FEBGFTH-—RKPREY, £350.15g 8, FEL TR
2 A6X9 (A1) 4% MS(ES) m/z 324 (M+H). AKT,
B b £ 65348 (0. 16g, 0. 46mmol) £ — R W% (15m1) 55 THF (8ml)
R AR A= CGE (0.5nl, 1.4mmol) &, REEXRRERT,
£ 104 AS KB 0. 14g (0. 56mmol) M AE X RBEELE. RED
BEIONH, FE5_SFK (0nl) R4, BH %%, EXRBE
THZE 1, REE-1LCTREHAR, A-KATRAR, AR
Fg B AR, KdKkkk, T NaS0,)iFk%, 73 0.21g A
mAXZEE X 10 (A2 1) koY, BRI EHZRMEX
28 % (0.21g, 0.44mmol). Z M (10ml). 2-& & (10ml) 5 29% %
s (In) W RADETFTR-FRARE FE 45-50C T m#t
4.5 08, BERBEETHE 18 I, 7 mA&EAE (5nl),
RAMWAE 45-50C T 4.5 0K, EXRZBETRF LA, A
5ml REAELE, BFAFREBETHRF 184, REKRSE, /£3
F e Bk, AakeiExai, #ALE 5-T.5%FEG FTHE-—K
VRS, KELD SHFE-0. 258 ALE&-—R/ TR, FAHFA
.

¥ % 3: (S)-N-[[3-[3-#&-4-(1,2,3,4,6, -~ &-5-AK-1,4-
SR AEF1-A)ERA]2-ER-5-BHERAIFTAIARLEBE G H

18
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%

ERT, BHHEEN0. 12e ZHHM 25 %2 H#0.40nl =2
BE KPR (D) 5FYHE (Il READTHERA _RBRRLRT
B (0.05ml) &%, EXRZEBETHHF 145 . 24, 314 49 b i
FEAMA0.05n] r —RARLERLE; LE QO IHEFRAZLE
(1.0ml). REBEEBEZIKRR, RLBRLEHRE, ARKFEKEE,
F 5% (Na,S0,) F 3k 4%. BeY ALK EE RS, 8 3.5%F 8-
—A TPk, 53 0.061gkE Y.

'H NMR [300 MHz, (CDs),S0] & 2.42 (s, 3H), 2.56 (m, 2H), 3.07 (m, 4H), 3.24
(m, 2H), 3.76 (dd, 1H), 3.87 (m, 2H), 4.11 (t, 1H), 4.91 (m, 1H), 7.12 (m, 2H), 7.46 (dd,
1H),7.67( % s,1H),1035( % s, 1H).

LB 3: (S)-N-[[3-[3-#£-4-(1,2,3,4,6, T-~ & -4-9F 3k -
-8 K-1,4-—REF-1-A)ER]2-AR-5-"Bu A ]9 L]
Bt B 0 ) &

HC E

0
4‘\// o
\—I\/N\C,CHS

1
o)

%1 (S)-[[3-[3-&-4-(1,2,3,4,6, - &-4-FEA-5-8AK
~L, 4~ R AEF-1-A)ER]-2-RR-5-"T A TP R I B4 &

ERT, aRHEZORRKREAAHI (0.12g) 5w TERALE
(0.096g) £ THF (10ml) P4 R4 F £ 12 24 A FE M 0.63g
(1. 4mmol) £#4| 2 F % 2 &4, Vs (0.093n1) 5 THF (40ml)
GREY, EXBBETREF0IE. REALBRLEHE, AKX
oK%, THB MgS0) k4. RePAAKEE LWL, A
K 10-40%A MY AR-—KFRESY, £3 0.46g (T1%) T A
iEY, FETREAFAGXS(ARL) Y. ERT, Ak
e, BHEWiEF Y (0.17g, 0.38mmol)5 THF (12ml) 85 R4-%
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bPEm M TARALES THE (1.201) %%, AXBFHE 155
4, FEXRRBETHRF I IN, 5kARE, ALRLULEFR,

FBGR AKX EARE, T2 MegS0,) K%, 83 0. 155 8, X
Q(HB 1) oW, ARFIESG. kA% (0.52¢g, 1. 5nmol)
5= 2R (0.60nD) =R TR U5n) R T ES AR mAAR
XBEEER(0.42g). BRAVEXRS THE 15 24, -ﬁ-ﬁ-%ﬁmFT
B¥EF 3 IE, AKATRAHS, ARPERRAA. KPEKEE,

T4 (MgS0) Jt k%, FERMAEAXREE, FX 10 (ARE D) &4
Y. BREEGEEY. LB (35nl). 2-% 5 (35nl) R ARAE
(35m1) ¥ RAMAE 45-50C T R-AMARE T HHF 4.5 M H, F
EFRBBETHEE204. FoALALE (6n]), BREWE 45-
50C FRES. 51K, AEAREEETRE 18I 6. RAYUREE
BRETRSE, AREANEN, SABLAVWAALBRLE,. FA-
FPRER, FREAXRFEXRE, ﬂ%(Mgsooa’rMﬁ. B e
AakeExsait, ERALA 7.5-1%FEGTE-—KTRRE
Y, FEFELEY.

F B 2: (S)-N-[[3-[3-#-4-(1,2,3,4,6, -~ &-4-FHX-5-
EAK-1, - B A F1-R)EA]2-AR-5B2REIFAIZ®
B W ) &

EE&T, apdEe. k4% 0.10g (0.30mmol) £#4 3 F
% 1 P 5 (1.74nl) SR A4 % 7 B v T B & (0.57ml,
6. 04mmol), EXRBFHE 1554, AEFRZEBETHKHF 3.5 I H.
REELZTRE, BRADEAAFEFPFRREARS, ALE
LEER, FBGRAAPEKREE, T8 MeS0,) k4. RFeHAN
LERLE-FEBEYLE, 53 0.053gkHLsd.

% % 203 - 204TC.

MS(ES) m/z 379 M+H"), 401 (M+Na*).

st BEME CisHnFNOg C,57.13; H, 6.13; N, 14.81. LH{E: C, 57.05; H,
6.23; N, 14.85.
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ijﬁg'] 4: (S) _N"'[[S"[3"i"4_(l, 2, 3’ 49 6, 7—7“_ i:_’l‘_‘?g_
5-E AR -1, 4-— R EF-1-A)FA]-2-EK-5-"E R AIFPEAIR
KT BB &

Hac\
L‘k/”\ ~CHg

(o]
1l
S

FrokA ey, I E6 0.18¢ (0.535mmol) L#&H 3 F &K 1 7~
Y5 = (0.21nl) £ THF (8nl) 5 =& ¥ (10nl) PHEZER =
B LB TE (0.074nl, 0.64mmol) % THF (ml) E&R A FE. B4
MERZEBRETREE 20N, A B _RARLRLERE, £F
BeETHRETIN. REERAYTRSE. ¥E4HE_STRR
A, AR EAAH. KidKuEk, T3 (NaS0)iR&E. ZeD
AR EEEEL, BRAAA 2-ATHRGFTE- ST RRZED,
HEEPNCBTE LS, £ 0.13g HAHLESH, B.E 157-
158C.

At EE CsHxFNO;S: C, 54.81; H, 5.88; N, 14.20. st7i{s: C, 54.83; H,
5.93; N, 14.11.

L H#H) 5: MIC KB F %

A A ISR XS GRS MIC. HE&EFFEMD
AHEEMN. BFH DMSO:H0 (1:3) &k 4aEik. A 1. Onl
¥ AR AMANEEOHAG R 2BABR. AFA 1.0l F
S 4% P A 9nl KA Mueller Hinton 3Ag3E K. REF i
T HBHER, MA 15 x 100mn B# K3EHm, X BAP TR,
RE B,

KHEFBERXEDIAREERRRESAMATS A, £35CT,

21
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BEAERDEELSTEDGREFREALERIAR. ALBERTKER
%, FEEMBEMZEAR(TSB) Pimme ik, #2EFT 0.5
McFarland#: . 8 &4 &R A TSBF &) 1: 20 B%&. 4 B Steers
4%, B 0.00lnl BRERFBHASAFZT T HDGREG L
W, FiRBAREARY 10'E 10°AM 0. T4 A 35C TERIR.
BRE, ERIFRFERDHFRE MICpug/nl), XRFHZHHH
APTREKRGRKKE. ZEx 1w,

%1
S M SAUR® SEPP® EFAE® SPNE® HINF MCAT'
9213 12084 9217 9912 30063 30610
5 MIC MIC MIC MIC MIC MIC
1 4 1 4 0.5 8 8
3 4 1 4 1 32 8
4 1 <0.5 <0.5 8 2

a2 EHHHKE (S. aureus) , 3FHM 9213
b) A K # H#HH (S.epidermidis) , 34 12084
c) £M¥k ¥ (E.faecalis) , ¥ 9217

d) B X483 % (S.pueumoniae) , 3% 9912

e) A& E ¥ (H. influenzae) , 334 30063
f) FH#.3kH (M. catarrhalis) , 3&%# % 30610
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