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7 ERBHR(G)T Al Lot LI REE N-(55 K504 A BLE: B
A ERRAAA T ERER, Hldoff TXEAGFHBAGHE, RAR
TERBEALGEE T, RFEAWEN SO, AR 5 B 7T VA

20 AFA0E100C, RFARESE.

FERBFRM)TAG Lo b e A T BRL B 69 B 5649 5 ik R
KA T kR TR, Bl fe T LA bR F ., RERFLEAN
BBl = F R LARMDMSO) ¥ 247, BB 32 5T 1A % 44k 20 £ 100°C,
RIFRREBE .

25 7 ERBHERO)T A St dy b K- T BUITY B BLIE 84 BB 89 5
HRREMG T ERER, FllETXEAGTIHBEG S, REBET
AABIIA 0 2 40T, ZRFARESBE,

K VAW TeAE IR X IX S L X XVIL A% R & &) &
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]
L—(—CA)—C——N—RQ XVii

| /m ]

H R

AFR.LEAmwEXHRREL, £4%: 4R AF-NELTE
BBl defe X 0d, ZFERERTUAABRESHEX, ol TEEH Xk
tRypegfelk, LR AEIERPER, flleR TREAEE, B35 ROAK
s PRAN, FHPH RALER, BLE 9T e R SHFBREFHTLR
B, MAAKERERPER, ¥ RARE, X XVII&e4Hh5X IX 4L
Ayt B 2 7 69 BB WT A3 US 4559349 b3k o sk #t4T, &4 R® AR
AHE, X XVII A A X IX A4 Z 8 64 RS 7T vA 3 O dm b 7 ik 4T,
Bl A Mtk Bl = CEBESR 1,8-= K &-M3K[5.4.0)+—-7-%(DBU)
0 AEGELT, BFEMEAIERF, 5l o= F % TR,
BENREBEAMNO Z 40C, RAERERE. ASEREPAR R T
ART Cke by ik R T, Flde, B ROARTELEKAN, AKMBH4w=
FOBMAE, EHR FHRPEARATURA CLtiF ik EN, Flde, %
R' SA ABAT XA 92 2 (Bl R T EX)N, A HBr ARMH|4=T
5 BYA®;, 4 RARPFEAEAN, RATLARTHRR.
BT EABRRP T RARGP AR D, RPADTARBEETEA
# MR H, #l3e/E Protective Groups in Organic Synthesis, T.W. Greene
and P.G.M. Wuts, John Wiley & Sons Inc, Second Edition, 1991 = #534i£,
BXREMETETASTREKYPLTGF %,
20 N VIS TE B LRFRBCodd F k4 4.
X VIL A T A EBH o BA LA R T, Bt VL hs
AR T BRABE A RFE, Bl T LA FHRYF %,
X VIIL AT oy B b R AF Rk Cdetd F ik 41 5
Ed X H-0-84X IX LAY TUBTESMMEEGERT, #X
25 XVIIL {44
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o)

1
Hsc——|s|—o N—R" XVl
o)

5 X Ar-OH &M B k&, ¥ Ar o EX P AL E R HHk
AR, FAKERZH T R, RETAEWEA HEH B4 DMF ¥
AT, EH R ABETAAM20CE 150°C, &¥FH 50-70C. AL/ F#H

s RUTREBECLeFEdtsr, Fliod RUAFEN, X XVIIKASHE
Ar'-OH W EAEFHERNKFTHE 1-BEARCEEE, EHHREREH
10-30°C, R¥FTZEE.

HF X H-C(=0)-84X IX LaH, TABiIFEX XIXa AW RKN

XIXb 8-
o)
lI_C 10
CHa—O—ril—C N—R XIXa
10 CH, &,
NEC—<>N—R1° XIXb
5 X XX a4 B E k4 &
Ar—MgBr XX

g Ar AR " EXF RN, BALESREH T4 RY. X XIXab
15 b X XX AW 8 B T vAJEVE WA AUER & #4T, 4)deBEde THF
Fa/R B, EHHREBETAAMN-10CE 10C, TINS5 £5C, &
Wty RO K E BT A b b K 6 7 sk i AT.

HAF X HA-CH-HKX IX A A egesdh, TURIERLF X
H-C(=0)-X IX L&k 4lE, vl ChtiLR Ik, KitkF
HOIELRBANEL G BER . 40 A LM (iodine) KGR .

A X AT vAB i X XXI a4

3]
<
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[0
L+?‘>;?—N:C:O XXi
H R

1

H5X HNRHR* AR L £EE, £+ L. R\ RAR X X F
B X, #ldeie T L] ATRE 695 ik,
A XI A4 T vAid it g X, XXIT L4

T
L—{-—clz—)m—cls—NH;L‘ XXl
H R

5 X XII A BB R H &, Hldefe T X TP BTHE 8 F ik,

X XII 1S AKX XIIT A4y 4L R T RA St ik 4
%&.

X XTIV -4 T A8 id 48 X XXII 44 5 X R*’SO,Cl /L84 B &

0 #&, Pl T X ERN P LTk,

X, XV. XVI. XVII. XVIII 4% % 4t A MR T £ A Cinby s
e JE-

X XIXa A4 T A 14E X, XXIIT 4444

0
I 10
HO—C N—R XX

15 5 ON-—FELEBERE R H R HE, ERIBEXHFdo—skop
-1-R-TERAEGFAAT, RIFEABERAIEN G4 THF ¥, EFAERK
BEEA.

X XIXb. XX, XXI. XXIT A& XXIII A% h C 4l AR T 24 2
St F ik H %

20 HEH XX 1AW T AR ERF kb H W X9, LR
ZIRR, BEHXREY XS WTARKES M RAEA 4 S5 6 2]
e T XEKAF . X 10T MR R RA- & 3 30 5 sk sk,
FHE, BlRestRFMK, TRAFTRGF ERF, FlloBityBe iR
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MAR KL 44 T3t ARBAR, (1) 4o . 5 76 o) W BT EAT R At AR e R AT
HEHARBF LTELHEH XY I WET X FTLRNA
VAL AL AF RS, Bit, REBLREAEHHOHEBH
XA ETH24EHXHX 4. REPHLSWEH CCR-3 £
s ARFESA, TrAIpE) KoM s R R E Aty St A E L, ST HIL
BE ., AEAASH IR AT R AE TIER.
CCR-3 £4-R& XL
EEMNEF, MEAL PGS HTAERBE MEALALE T
(eotaxin) 5 A CCR-3 #4604 ¥%h. RALZEREZ(WGAFRTHE
10 toluidene (PVT)SPA k(7T § Amersham 3k4F), #if WGA Fefmfek @y
PR WERRAZ R GHE R, REKEEA CCR3 HELEI.
[1P1)-AcE B A oA L B F (T & Amersham FKAF)TildF ik b
CCR-3 %Ak &2 '551) At e 8L B -F kL SPA 2k, s
A T AR [ T)-AE B M d A AL B T K A8 A TR ATk R R
s ARAER, ARFEN. RIERTGHESQ[P-AFREEmESE T
AR5 AR EEL, BARESZEK. Ak, TRAKRETRAEA R
TR RS- M I o B A e AL E T 5 CCR-3 &4-69 4847,
B &R R B TR & 5.96 5% HEPES & 7.0 & RALSERM T RBAT,
A IM CaCl,(1ml)Ki&E# & 1M MgClh(5ml)KiZ#&. & NaOH HiEA& 4
20 pHAERAA 7.6, B AR ERGLARRALN IL. REHK 5 A4 LiFh
ZAEO0.1ARRMMERTZER, FIKEARTACHAE, AAL
R 50 £FE F B AMA—F Complete™F & B4 #] 7] A~ (cocktail) i (7T
f) Boehringer & #%).
FEHE AR, Tris-#(2.42 L)EMRTREAK, ALBRE pH 4R
5 A 7.6, AEBKREERFBEIAMEN IL. T ACHAMIIREFR. £
18 7 % KA 50 EHE A EMmA—HA Complete™ & & Bg47#| #]3R4-F (°T A
Boehringer % #%).
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PG RAFRDBEGMIEBEL AR, BHZAK CCRIWGILAA
Kt K R E B G 5% (RBL-2H3) A LRI BT o B ik, &4
BF TR ARP, B@mpBEHrBESB00g, 504, BLrmBEA 1
EFRNE AR, BB EH BT T RSN E AR P H AKX ERT 30

s 4. mMISEBIE G YA 10 RIFAR Bk, o5 %800 g, 5454, 4C)
AX, #t—F HuHE 48,000 g, 30 24, 4C) LiFR, HRE EIHER
TER 10%vvHb g rry, BEEHHNEGRALTRE
Bradford 7 *(Anal. Biochem.(1976)72:248) M &, 4-#rbeik &4 FA4F
-80°C.

10 A E FHE 4 Optiplate™ HFIE /R (FF A Canberra Packard)FH 3L
250 pl AR F 34T, £RIRA) Optiplate™IL & Jo A 50 pl % XLo-4 F
A 5%DMSO &R L A& F 4R GREM 0.01 nM £ 10 pM). 3 50 pl
BH 5%DMSO AL ARAALEHRGILT AR T E 4L, BT
S 5 %DMSO &R Z LA R F &4 50 pl 100 nM &9 AE B M4 40 J A 1L B

15 F(# 8 R&D System)m A 4RI ILF AR IR F LS, G ATA G
T, A 250 pM RE(AKFHEIL 50 pM HERLRE)V AL TFEH
5%DMSO #RZL A RYE 50 pl [P1)-AE B4 AL E T (1F B
Amersham). ZASL T RZLEH A& T 45 50 pl WGA-PVT SPA %k (X 454
FL1.0 E ARG RLIRE) sk T RIZ L R F 69K E A 100 pg 9 F & 84

20 100 pl B EHORAEAEIL 10 pg TARHRLRE). REZRFKRT TR
M H 4-8F. RA TopSeal-S™ FHHKX#H(#F & Canberra Packard). &8
& B LA E R 545, XA Canberra Packard TopCount™ {33
BHBIFAME, B30T 1 940, LRS- HITH] 50% 5% M6 RE (ICs)
A F B 77 ik AR B -3 ) oy R

25 e LR Z R, 4o F L5 F 408G 1Cs 15—l F 1 pM.
Bldw, SEHAH] 16, 26, 37. 45. 83. 88. 99. 122. 134. 190 & 195 # ¢}
a8 1Cso 144514 0.103 pM. 0.007 pM. 0.018 pM. 0.011 pM. 0.005
UM, 0.006 pM. 0.007 pM. 0.022 pM. 0.012 pM. 0.011 pM % 0.002 puM.
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HsrFata-1 BEREZRGLESTHRE, KFS KGNS HE
T 2F CCR-3 % é\a‘%léﬁ@#& LAY, Bldesiiks) 190 /L4,
LREB HI ERA . REAGHADT a-1 B LREZKRELGEIM
Ji o 18 i e F X I
5 I H b Sprague-Dawley X &.(175-200 5%£.) 65 & BUE 5 F 3k 35 /44 RE
BB LA 10 RAREKA 4 032 M EHE (A 1 mM 8 =K4 MgClL A
ImM K;HPO)F #)4t. F1000xg BB 15 04, EF A TEL
By E, G LFERFT 18,000 x g B S4B 15 474, IRA 10 s
R Sig Bk &, KR ERIE 30 94, F39,000xg B wyB &Rk 20
o 94, EHZETEA 20 mM Tris % pH 1E 7.4 49 Krebs-Henseleit % 7
B (1.17 mM £7K MgSO,, 4.69 mM KCl, 0.7 mM XK K;HPO,, 0.11 M
NaCl, 11 mM D-# Z#% & 25 mM NaHCO:)# F-20°C ¥ 2 K. KE5F
20-23°C #% 4%, A Krebs-Henseleit % 4% & <(F 18,000 x g, 15 2-4F)ik
FIZR, AT 4C HAFFREZ R, RANTEA 125my100 iR
15 MENREFTHA/FRAEHLEF. BENZEARREAREGHK
AFFA ARYE Bradford Assay HATR L), 43R0 HA54TF-80°C,
P A RE S AT KA B AR 5 &M 2 XIS, MR EKB AR — XN LA LA
['**1]-HEAT(Amersham)(40 pM, Kq: 58.9 + 18.7 pM). K Aritty % iXis
HBJE(57.1 png/EF)4 96 FLIFFRIIAT, 1FF] 250 pl FHLARRRZE A
20 RAA 50 mM Tris-#Z 0.9%(w/v)NaCl, pH 7.4), 3&#45F 37°C BF 60
%4, KRB Whatman™ GF/C 96 JLidBa ek A 2idk, RERA
Brandel Cell 1% 25 (Gaithersburg, MD), /A 10ml 73R4 4 )% 48 A & &5
MEFBREHRZR, BRKRT 50°C F#83 DG, EHEAALFIRA 40 pl
#) Microscint 20, 3EHREFERB#—FHT 20 54F, HAW4HMG
25 Packard TopCount NXT™ [ +5 38+4,
Z R E BT 100 %DMSO ¥, H AR T8 A BHE
EMERE, 531 %(v/~)DMSO.
L XA B H] 50% 7% M6 R (ICs0) A F A9 F i AR -39 4] o 2
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R

B A KL R GG ibA-dh 3t CCR-3 &4 A #HI4E R, FTeA BT R T4 5
W CCR-3 895, 4632 XM S adsm kR, MRIBRKEH, FrikssH
VAR IE MR TR M.

5 Hit, KZAAYGWEHTR FiE7 KX REER, A,
Flde, BBELRE. XREGREM. EBRARTBL. RLREALY
PRENE Celal S08 TACR TS0 E SR L SR P TE| L
Byt RN R GLAC ). A, PHES. EA%E. A%
Koekeg, Eapieded, RbMERR P XA FRLFRGESE, LH

0 RN BB QI EMNEILR, PlFRTF AR5 S A%
AR RIS BT A R T 587 A <% 8L )U(wheezy infant)”,—FF 3| A E F RS-
2 K2 E B AMAN R E R AR T RN B EH ERhF RN, L
A 45 A 04 o v A AR R R AL )L SR A AE”).

Frn T T BMRAALEIRKT EREMEATERZEH, Hlos

15 MERRERFTRENEMS, KEFARIKETREZR M, €Tk
— TR T d ARG F T2, P RL 4 Xkl s
REMWETT, Pl XEF AR ELBBRL AT KRS, Xfxtd
e A A ST X A “morning dipping” ¥ EH T AAEA AR,
“Morning dipping”#iA A & —Ft %o GF 48, b E % &5 T 4R K —3 4

20 HARBEMEAHRIE, HliwEFLI4E 6.5, FARE—ANMME—4ITHA
84 JE R SF o 6 5T BF 6976 77 B LR.
AR RER e XS LR k% L4 S HAFRG (ALD. &
P RAF B E 18 55 A JE(ARDS) RPEFLEMAR, wfok il &M% % % (COPD,
COAD 3 COLD), &.3RM X RE X K5 Z XA R B, HFF«LH‘I’, VA
5 BRECHWER RBAHURLCBAB WL ARNTRE SR EHNE
AEPLER THABFHERNIAANELAT R, s, S5, /?Ei
A TR, BEREY. REGIFAEGIAT L. REAWEA
05 Mg R MR FLEMSF R ERROIEEF AN R ARG L EEEE L
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R hn KM kRz, SFHAPREMRE, CEREREHL, FHE
EFEIHBARERLAL), QHEdle, BLM. KIF. BHH. &K,
a2l h, 4kbh., LM, MEMBEM L.

wFEMN@GRREFW, FHEFEL@DEGEHWFEAR, K

s RRKILEHET A T SFFomeAl XAk, Fliigamipid
%, AR G EE oA KGRI A& R (P LIS LR R AKF L
M5 LEREE LMt $ ARYra Tt RiEF/ R AR, Bk,
Loffler’s %A L3 | R KM SoEF o miaf AP RE kR, HEa
miehii X, FEAGHNR LB R(QIEhHNEELmmiLS) FL

o MMER, L£PM2LFHRE(EI Churg-Strauss L244E), HE Lm0 A
FRBABHR LI RAY A RA M EE L mie-A AR,

AL R LT R T 7 KRB A RR, Fliod L8,
BRME K., HEEAR. ZlAE. 3 AE. AFHRK. B
. RN, RECERE XK. KA. KEXARAE, ashd. RAR. K

s AR AMRERE, AR KR EEMERBEER.

AR PANADTERARETLC KRR, FHREBER, B, 4
FRASERE . ARSERA, AARSRE, AAOETRREX,
BlamFimkt, BRUEXFETHREL, XKEEIRAV WX oK BEsmE
BRAGBMEHE, FRAXVTAROCHENEELXFTE, FRBXY X, B8

20 HFEXBLEGHEL, BELCERBRBI TR, $ A MR, BRRAR).
FHEMAS . IgE &3 50ERENBREBHEIF R, pliosiE, B
BE. FFRE. MR EHASHLE HEFRE.

SR G ACA- 3 KOME IR 7 (15 o KMot o 3 R ) 69 4 ) BOR, T VA
A B K R KR A Sy AR RAEB, 4o AR K AR,

25 #l4%e Szarka ¥ & J. Immunol. Methods (1997) 202:49-57 ¥; Renzi %/
Am. Rev. Respir. Dis. (1993) 148:932-939 #; Tsuyuki ¥/4& J. Clin
Invest.(1995) 96:2924-2931 ¥; & Cernadas ¥ /£(1999) Am. J. Respir. Cell
Mol. Biol. 20:1-8 ¥ Fi44i&.,
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RERHGAHELTHH LG FA L ECHEH—KEA, HlRX,
XAEYV RARLESEY, HHURAATFEAAEMI XM LRERR, ¥
fo E X FREMAREER, Fdolk HiX sk i M QHIRA, 3RV
B PATEH ZRGERA G —FF %, REARKILEHTAELEHY

s REREZGHHELSY, XRTAT. ANKETFREHHLRLH. X
e X B Ot L BB, 457248 - A X B84+ X ¥ (budesonide).
1% A A2 (beclamethasone). #H-F#2(fluticasone). 3% 24 (ciclesonide)
K E £ A (mometasone), LTB4 HHH| #ldefRikE US 5451700 + ik
4, LTD4 A #)4e £ & 3] 4 (montelukast) R 3L-& 3] 4% (zafirlukast), % &

0 BSR4 de-F £ £ H(cabergoline), %7 (bromocriptine), ¥ KR ¥
(ropinirole) & 4-# X -7-[2-[[2-[[3-Q-F A T H )R X B BA | TR -RA
CAPPOCGH- A AERBAA B F I TR SHE (EBEH
Viozan®-AstraZeneca),% PDE4 #7#|##l4= Ariflo® (GlaxoSmith Kline),
Roflumilast (Byk Gulden),V-11294A (Napp), BAY19-8004 (Bayer),

15 SCH-351591 (Schering-Plough), Arofylline (Almir all Prodesfarma) A
PD189659 (Parke-Davis). A4 X . E ¥ Kb bisifem ity A E &
A(muscarinic)i XA, A AR AFEE, FiEER R b, Ap2 K
ERE AN BlebFRT, AR, VERTR, HHR, BEH
FRALHZETHZNE, A PCT EFRAF WO 00/75114 45X, 14644

20 (HEBEYXIEY XREACHTX), AXRATELE, Rk Fb4]
aiLed, HFAAT 3&4{6/3‘;%

HO

Iz

OH

BEGF ETHRZHE, LB TRAREDHT CIELEBBHHA %R,
*TUBERAE, P RBREDHIT, FR%E, REH L (oratidine), WET
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# % (desloratidine), — R ZPAR LB RIEANZ. RLALEHELE
B . P-2 #3hA. PDE4 #WHIFH XK LTD4 A G TvAtlde, AT
%57 COPD 45 R, ALY E FRAZEEE & R EH4FH .
PDE4 ##l#]. % CEEZARMSIF K LTB4 &R 6948577 A A F 44,
s 97w A4 5L COPD.
AERGSHhEREBHGLCARAGESGRE L EHLA TR
#93E A 44, Hlde CCR-1. CCR-2. CCR-3. CCR-4. CCR-5. CCR-6.
CCR-7. CCR-8. CCR-9 Z CCR10. CXCR1. CXCR2. CXCR3. CXCR4.
CXCRS. 457 & CCR-5 33 #l4e Schering-Plough ###A SC-351125,

10 SCH-55700 A SCH-D, Takeda 4 #]4e® AL N-[[4-[[[6,7-—5-2-(4-F
AFRIR)-SH-FH K FH-8- 2K A ) RA ) F K- F AW S-NN-—F X 2H-
eul-d4-4% (TAK-770), £ US 6166037 (%55 RARAEK 18 A 19). WO
00/66558 (4 H) RAXF|-EK 8)& WO 00/66559(4F 5| AR F|- &K 9) FHikey
CCR-5 A,

(s Bk, REPLRBEE T CCR-3 FI R AR F ik, Fliv LR
Bk, HFAR MR FLEM SR E AR, AFEOEHARETHLEL
e X 1 P A B ENI AR FLETESTHEBXAATERNE
E, HHRA, AF—F 8, REARBLEATERGX T LS HeyisE e
AAHFETRZGEHB XA THEEWYHAR, AEWATEAE

20 CCR-3 3| 89%R, Pl RMRTHEERD, AR X MR R FRH

FEAHAE Y TRE—ELHERLH, FliaR, il h A RB
EHK; ME IS, Bl u#bkRiEs; BALE, 4o/ Fisi AHA
MRMFREEA, BREH, HleA TEAIHEREL, KBHHLHE,
5 BlimAFEFFEMAL, RELMLH, BB FEHFEEMER.
BFR—FE, FAEPLRBEEABENIEBF ETREGEH XY
N [ WAtk L E R e A Y, HESHIE S HF ETH
RAOMBR RBAR, ZHWBESHTEA AT, Pl LR RE.

40



03805648. 8 oM P E29/761

XEAFY RIS, AR S0 VAR RARR Cudo b T A
BA XK H BHEAH S, Bt, 2RBETERAMNEZBRE., HIRLET
KA THX: FH. FH. BEHNAEREERL, FlelEH. BAY
B ST AH LB AL E T A T 04 .

5 LMW SR RIERFE, HEAH B, FESEHFA)WS
7| #1%e HFA134a X HFA227 SEMSGRAY, HTEH —H 3R
Sintg LER, FlIeBR(ES 20%E W), fo/R—R EHEREE A
el B LR RN ZhBREE, Fo/R— RS A A B3, BHhus
A TRENE, HRESH, Hlv, 2 E3 10 BAREABKRIHKX I

0 Al EERAHPTEBAR D BN KB I, ARRY FH
RZ BB R ELIBLE LS. L RWASHAH TN, Kitd
Ay Plioa TRESLASKERFHX 1184, LEMNFTBIA
ZBFBAE R (T AR R B FEMRA).

AL QHE: (ATEAB XY AL AGLEY, fleUERIALE

15 g%%%ﬁé%,iT&A&ﬁ%i,ﬂ%ﬁ%%$iﬂm%ﬁTﬁkﬁ
NG AL RS WG TEANT; (C)2A TEAN X AL AW SH A
BAREGHY R BRD)VEH TEAHY XKL AL ASHHBENE
.

BREALR, WA T ERERBETIHEALL, i, 245
20 WAEERAR . TR AL X, S ki, EHHEABDHTH 0.01
30 B/, EHEATIREFFH 0.01-100 £5/AF.
AL OREL T Lakplit— B 6590,
%4 1-19
XN ePi RV FiF, 818 F kT FH#L, AP ETH

25 AEREEIE, RERBITF X AHC=04%, E4THhHFT XH0; X1

¥ ombg{Eh 2. AT AHBEH K.

T Ar R! R’ MS
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15) [M + H]
o}
F OCH
H C*J\ 3
3H3C CH, OCH,
2 J OCH, 449.1
oy o
F OCH,
OCH,
3 F
oo W X
F F
4 C e H O,CH3 414.1
\/O\ : ;
F
CN
5 H N 380.1
or ®
F N
6 @/ H H 386.1
F —@F
7 /@/ H OCH, 405.0
F
Cl
8 H OCH, 399.1
or 0
F \
9 @/ H \/0\©\ 393.1
F Cl
10 H o 401.1
ol ~orn o
F
11 /@/ H Cl 421.1
o)
F H,C CH,
12 H H 369.1
e ~ 1
F N

42



03805648. 8 oM P E3/76m
13 /@/ H x 380.0
F g
14 /@/ ( 6814
= (o) 0
H.C” °
3
s/NHZ O—S—O
3
O// ~o
15 ( J 607.3
/O/ Oj./"
F
QL
_CH l
C CH.
(I:J)
16 /@/ H ~CH, 442.2
17 J 431.2
- @*s
F
18 428.8
O |
F
19 O/ H )CHs 412.5[M +]
F oS

FE 5] 20-57

A I Wi FRATT, #lEF kTP, APaedT
AER B, BREAI34. 37 R4 FXHC=0%, LbThsT X

A 0. REHH 5S4+ R2A CH; L4455 ¥ R*A R 5B HRTF

—RHRREFFRGAANS, ELEZAHAF R AL, X F msod,
HEFRHH) 57 FH 3. LB 24-25. 27, 29-33 &

JE 5] 20-56 ¥ 4 2,
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36 HAZRTBMEHLX;, £

A X,

EX) Ar R' R’ MS
[M + H]
20 /@/ H ~ ; _OCH, 404.1
F
OCH,
21 /@/ CH,OH OCH, 434.1
F \©/
OCH,
22 /@/ H \@\ 362.1
F F
23 /@/ H \C[F 380.1
F F
24 /@/ H CH, O 422.1
F ®
25 /@/ H H 402.2
F H
H
H
26 /@/ CH,0H OCH, 450.0
Cl ;
OCH,
27 /@/ H \@/\ CH, 372.2
F
28 /@ CH,0OH \@:F 426.2
o F
29 /@/ CH,0H \©/OCH3 420.2
Cl
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30 H CH, 372.2
F
31 CH,OH Cl 458.2
oy :
Cl
32 /@/ CH,0OH \©\ 408.2
Ci F
33 /©/ CH,0H Cl 438.2
34 /@/ CH,0OH ~ ; _OCH, 446.1
F
OCH,
35 Cl:@/ CH,0H OCH, 484.0
Cl ;
OCH,
36 /@/ H \©\/> 386.1
F o}
37 /@/ CH,0H OCH, 461.8
Cl ;
OCH,
38 /@/ CH,0H \©/Cl 423.6
Cl
Cl
40 /@/ CH,0H o) 431.7
CH
ci \©)\ 3
41 CH,0OH CH, 418.0
/©/ CHs
Cl
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Cl
43 /@/ H \©/0H 360.1
F
44 /@/ CH,0H CH, 418.0
CH,
45 /@/ CH,0H \©\ 403.6
Cl CH,
46 /@ CH,0H \©\ 419.8
Cl OCH,
47 D/ CH,0OH F 425.5
: ho!
F
48 /@/ CH,0H OCH, 449.9
OCH,
49 Cij@/ CH,0H OCH, 495.6
Ci ;
OCH,
50 /@/ CH,0H \C[CHS 417.8
Cl CH,
51 /@/ CH,;0H F 425.7
Ci ;
F
52 /@/ CH,0H OCH, 464.2
F ; :OCH3
OCH,
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M

B E35/7610

53 /@/ H OCH, 420.1
Cl I
OCH,
54 J@/ H \@ 364.0
F
55 /@/ H [j@ 384.1
F N
I
56 /@/ H \©/OCH3 374.0
F
57 /@/ H ~ ; .OCH, 417.5
F
OCH,

5% 364 58-65

X VI ReHeTRAT, $l&F ETXPAH#HE, RPeed7T
B BB RIRHAFAE SR, P XL REHIGK IV + m 6914 2, R'AEK
HX X O, adhRRABET X,

x5 Ar R’ MS
(M + H]

58 /@/ 390.0

F O
CN

59 /@/ \@\ 383.0
F F

60 /@/ /@ 379.0
F

61 /@/ O 415.1
F
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62 /@/ \@ 365.0
F
63 Cl 440.7
Nes -
Cl
64 /@/ CH;, 457.37
F \©\
Br
65 ©/ N7 415.49
|
E yZ

L #45) 66-128

REAEH m A 2 X Ao T AT, $l&FEwT P

H, AP TRER/SAEHIERIE, EAA77 A2 H=RTEE
BX, REARFHX.

E¥ Ar X R R’ MS
%1 M+ H]
66 /@/ -0- E”ﬂ 448.4
A~ N
Ci " \ /N
67 -0 AW 438.3
/©/ Ho” \g /
cl
68 -0- -H S oH 396.2
/@/ \g‘—?/\ ,
Cl
69 -CH;- s 446.34
/©/ o "
cl \
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70 -CH;- o~ ~n 4213
L e | T
o O—N
Ci
71 “CH> N 408.3
o < T
Cl \_n,
72 “CH;- o 407.3
T A
Ci oH
73 /@/ -CH,- : o 432.4
A N
HO
cl \ /]
74 -CH,- H s cH, 424.3
Ci
75 -O- e, 4483
/©/ Moo Y
cl \_/
76 -0O- : z 423.3
Cl
77 /@/ -O- : . FHs 440.3
HO/Z ~ CH,
C. e
8 -0- : % 436.4
o L
79 /@/ -O- & 450.4
e N
HO N
cl \W/ N
HC  CH, 3
80 /@/ -CH;,- i Oen, 462.3
HC ~
(o}
Cl
O\c:H3
81 -0- E GHa o 437.3
/©/ Ho™ 7 / CHJJ
Cl 5—1
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82 /@/ -0- H 2o 395.2
<
HO e
Cl CH,
83 /@/ -O- F G, 434.3
HO/Z N
cl \ /'
84 -0- N 423.3
/O/ o™ Wi
Cl CH,
CH,
85 -O- : NG ~CHs 412.3
/©/ o ~r
S—N
Cl
86 -0- : S 440.3
o RIS
cl N—N CH,
87 -O- AN 396.3
/©/ e \( \/N
cl NN
CH,
88 -0- : 7 4223
= CH, *
/©/ o™ \ri:(—?/\
o] L,
89 -O- i NS 424.3
/©/ "o )
cl N—N
\——CH3
90 Q S 438.3
/©/ ‘—Ll—— Ho/E \< Y\CHa
Cl N—N
91 -O- : N ™ 410.3
= 7 .
/©/ Ho™ \( ;oo
cl N=N
92 -0- o\ 409.3
Ho \
Ci CH,
93 -0- : S 440.3
cl
94 | C -0- s 460.2
1 Jl e .
C' N—N
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95 -O- S\, ~CHa 411.2
o
96 -0- N 4153
<O
o]
97 -0- i 461.2
Ho/‘- C\N/CHa
Cl (|:H3
98 -O- : “° 414.2
- | O
Cl
99 -O- \(SY\CHG 426.2
Ho™ N
o]
100 -O- S\, ~CHa 412.2
1 <
N—N
(of
101 -0- 390.2
HO/‘-
Cl
102 -O- i 475.2
HO/
ol
O—CH,
o\
CH,
103 -0O- E O\\S _NH, 469.2
Ho/‘ \©/ \\O
of
104 -O- 509.2
HO/ N
of
20
° CH,
105 /@/ -CH,- Oen, 448.1
HO/‘-
of
O\
CH,
106 -O- oM 450.1
HO/
o]
O—CH,
107 -0- N 441.1
HO/ l P
of N
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108 o : . _
o J 6
Cl
109 -0O- : O\N —
HO/z \ /
c :) g
110 -0- : < -
o HO/ ~
Cl
: ” : Ic') 447.1
o4 Ho/
Cl .
N ~ : 432.1
or 5 o
Cl
113 o : , _
o 4| O
Cl
114 i : 430.1
/©/ —C— Ho/z
Cl
CH,
B > : 448.1
Cl
2GS CH,
07 "o
l 1 6 '0' = O\CHS 464.1
/I: j HCo 3
(0]
Cl
o\
[ : e CH,
) ” : 468.0
HO/Z /CH3
cl L s
) : > : 433.0
o _NH,
Ci ﬁ
[ j/ (o]
: > : Q 461.1
HO/Z /lcl\
i 'I“ CH,
CH3
120 : : _
/©/ Ho” )
Cl
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121 Cl -0O- H 472.4
oA
cl ? F
CH,
122 -0- : O\CH3 492.1
Q/ ?i
Cl
e “So 0o
CH,
123 -0- i 437.9
o .
cl 7 F
CH,
124 -0- 0352 468.0
/@/ o \@/ CH,
cl
125 | Ci -0- N 4252
cl
126 -O- X 390.9
/©/ ho” | N
Cl
127 | Ci -0- i 472.4
cd P
o
O—CH,
128 -0- i 437.9
o
(of
O—CH,

L34 129-203

A Ia 4%

Ar—X‘—<>N—{—

1

Ty
¢S
H R

H

Y R?
.

—T——C——N—-Ra

lla

s FEF m b 2(FkEH) 129 B5h, LF4mH DRTEAT, #4554
TP AR, RP L d TREB/RFBIIERIE. ALY A

B X.

b

Ar

MS
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[M + H]
129 -O- (o) H S 412.3
Ho/z \ W/\CHJ
cl N—N
130 -O- : | O | -CH;s BN 463.5
O\CH
131 /@/ -O- i S H U"\cm 435.6
HO
Cl
132 /@/ -O- /z S H U 411.5
HO
Cl
133 /@/ -O- E S H \©\ 436.2
/Z
Cl Ho 0—CH,
134 cl -O- 0o H M 468.2
Sl Rl R
\
135 FD/ -0- : | O H o, ;
A~ N
HO ~
Cl \ /N
136 CID/ -0- : O H o -
HO/Z N
F \
137 FD/ -0- i | O H fHs -
HO/Z N_
F \ /'
138 Cl -0- : o H
H 456.2
oy o Oy e
cl N—N
CH,
139 F -0- : o H
H a -
|
CH,
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w/ w/ w/ . Z . Z - Z - . Z
~Z - ~zZ - ~z ~Z ~= o—2 _ o—2=z _ O—2Z \ o—2Z __ O—= _ =z .

an ) s o = e = = == == =
o o o =} o =} =} o o o o
.::_/ ._::/ .:_:/ .::_/ ..__:/ ._::/ .:_:/ ...___/ ..:__/ :::/ ::__/

? 2 2 2 2 2 2 g 2 2 2
: . : _ : -} -} - =) =) -
< ? R A 3 S Q Q Q
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> — [\ o e [Tg] \O o~ o0 (=) (=4
A g <r < T < < h - < < w
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151 F -CH,- : | O 4 CH, -
7 o Ree

c L
152 | C -CH,- o yZ - -
o o T
&,
153 | F -CHy- : | O o~ )
&,
154 | ¢ -CH,- O % CH -
xr o 0
c L
155 -CHy : | O s o -
156 F -CH,- i o S CH -
Ij Ho” \g—f
cl
157 [ ¢© -CH;- : | O s cH -
158 | F -CH,- : | O s cH -
159 Ci -CHz- H O S CH -
o o RYe
Cl
160 FD/ i : | O § -
—C— - N
cl HO \
161 C‘D/ i i ] O s -
F HO \ /N
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162 F _@— é O (I;Ha -
: o 9
163 F i : (o) z CH -
CH,
164 | C 7 : | o - o ;
DO R RO
Lh,
165 | F 9 : | O 7 o -
DO e e
&,
166 F 0 H S _
PSSR S I ~
cl HO N=—N
167 Cl Q : 0 S R
| RV
F HO N—N
168 | F 2 : | O S -
|4 ~
r HO N—N
169 -0- 0] S 392.2
z CH,
Cr o RYe
170 Cl -0- : 0] s 426.2
= CH, *
\©/ Ho” \g_f
171 F -0- : 0] s -
H CH,
U Ho” \g—z/\
172 HscD/ ~-0- i (0] C')H3 -
- N
HO ~
Cl \ /N
173 HacI:( -0O- 5 0 CI;HJ -
Z N
HO ~
F Wi
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5 5 5 5 5 5
) z. P Z. - prd - pa
I /= T / = I /= I /=
o—z o—2z O—Z Oo—Z ~Zz ~Z ~z ~z ~Z ~z
e _ o - - - s o . o
N AN - A AN A S C
an en = =z = = s s o= =
o o o o =} o o} o} o o
BRI aryl it Ok vt ) "l ) o) gy
A/O /O /0 /O _/O -/O wfo -/O ./O _/0
I I I n I I I I I I
o=0 o=0 (@] (@] o=0 o=0
3 3 | | _ _ 3 & | |
C3 o C3 w CB o C3 I8 C3 o C3 w C3 o C3 1N CS o CS T8
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<r w & ~ [~ ] (=) [ — o o
~ e~ e~ ~ ©~ - o [+ -] (> -] > <]
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184 | Ai,C -0- : ] o SN, -
Ty o RYe
Cl
185 | A,C ‘0- : [ o S, -
186 H,C -CHz- H 0o S CH -
Ci
187 | HC -CHs,- : | o S oH, -
FD/ Ho™ \g—?/\
188 | H,C 9 : | 0 s cH -
;©/ T e \g—r\
Cl
189 | HC i : 0 S -
U —— | A R
F HO N—N
190 -CH,- | H o S on, | 3941
Ci
191 -CH,- | -CH; | O s on, | 3941
Cl
192 -0- : | O N Now, | 409.2
193 -0- é O 7z CH, 450.2
/@/ Ho/z \@/\
Cl HJC—(
CH,
194 -0- : | o p 436.2
Cl
o
195 -0- : | O 7 o, | 464.3
/Ej Ho/E \(_?/\
Cl Hac—ﬁCH3
CH,
196 -0- : | o ‘Q 410.2
/©/ Ho”
Cl
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197 -0- S ~en | 4102
198 -O- s
F/©/ wo” \N\/N

199 -O- H Z CH,

b,

200 | HiC -0- H s o | 4102
Ci

201 -0O- H s o | 4301
cl

202 -0- : 409.3

: CH,

/©/ Ho™ \\W
Cl N—O

203 -0- _O 382.3
D/ Ho”
Cl

% & RFLEH

(S)-2-% I -4-[3-(4-BA-EEXK)- KL FH T-1-4]-T-1-5

A Z R B2 EALIELS)-3-B3-U-RAR-FRL)- R4 K T-1-£]-1-%

s ATR-BHARATERRTARO046 L, 1.2 EERW_EF86 EHD
BR, FRESEBIRLRASH 1 DA, RLEHFRAGHERTK
¥ . FifFKIERA4aF4 NaHCO,; KIEZRBIFE R TR FREK, =&
TR ZMBRETIRAFERLK, F3HEPAGHIKEO)-2-REA-[3-@-AA-KE

A)-R R T-1-4]-T-1-88 . [MH|+ 271.0
{1-[(S)-3-RE4-R-T A KA S HE RN TH-REHKT3-K1-14-

10

AAR-E 2 )-F BR

B Z R BB A ((S)-1-(R-T A-— R A -BR AL T 24)-3-[3-(4-fhk,

SR T BA)-RRFAT-1-K]-R R -RA TR TAE(0.188 %, 0.321 £4
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RV —RFRG )RR, - FHRFBESIF 0.5 . RERESHA =
AT R A K BEAA ) NaHCO; KIFRBHE. A VAL ARBEET IR
RE, RE{1-[(S)-3-BEA-(R-TA-—FEA-AREK)-TR|-BRKT-3-
E)-(4-FA-RK)-F8, [MH]+ 505.2
5 REXRT-3-£-G-FA-FR)- FiREag
(-=F AR RT3-5)-3-8MK-KE)-FEF(19.8 %, 54.8 EFER)Y
ZRFEQS50 EH)ERAIEAT, A 1-FERTERRTEEEG.0EH,
73.8 EERREHBLARERREE., BBHAL RS W 18 I ERK.
G W T TEEQ220 £/ F H TICRBE B 3.5 D 0. 3RE TREER,
0 AN TEETE Fa. SRKERRYIFLEZAE T FRIFE KART-3-
E-A-BAR-EE)- PRk, [MH]+ 19595
HEMBARG KT BAREIRTRASHA E T &8 4.
A-=FA-REXT-3-K)@-FN-FX)-FH
ERAT, A LM 69840 4-RARREET o FERA00 £H,
15 100 BER)LE 1-ZFR-REFXRT3-FHQ3.6 £, 95 EER)FRAXK
(250 £ P eYER 1 DB, FERERRL 30T, HIhAATRSY
E 60°CHFLE 110, REAHEINEEE I M 40f 4G RACEAKIERE (250
EMFILRE., AEKEEAIA, SRABETRFRL, FIFEHRK
Y. WigmRpEMT FEHG0 £ T, ARLEMOS EHRAE, HFHF
20 RBEBH I8 M. RREH, $AGHHET LB TEQS £4)448
ot KB IANERQ2S0 E)XNE, MES QTR UBERKERA, AR
MR E N RIERSQANAR, LRFBRRFIA-FE-REKFRT-3-
B)-@-RA-FXH)-F@8. [MH]+ 361.99
1-=FE3-G4—8R-EEL-FLRKTER
25 ERAT, AT k(404 £ R)P 4 60% 8 EANS AR E 34-
ZRARKE(4.12 £, 253 £EK)H DMF(150 £A)E R AL RA
M 10 547, INTFRRER 1-=FR-RERT-3-K88(7.27 &, 2296 £ER)
# DMF(50 £F)ER&, T 60°CH LR R4S 20 I 6F, B A RS M4 B
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F LB TEBARKZIN., AiAMAKikk(x2), BABRETIHRFEL. AF
W 2 BEI ik BATHAL(RRBEH]: 1:4 TRRUE/ATHEMFE 1-—F X
-3-(3,4-— FAA-KELK)-RAEXRTH. M +H]383.8
N-(3-:8-5 %)-3- k- KB
5 5 A =5 A RKEAT(0.004 55)85 =R FI0.5 EA)ERA 3-HK-
FREBLAE (0.2 £, 1.0 EER)G_RTFRO05 EA)BERLALEEREEEAL
HH(0.219 5, 1 EBRRE—RFRQ EHTHEFR. MAZTEREWO3
7, 2.16 TER)F TIRRBREBFERLREY 2 D i, REAKBEA
) NaHCO; KB R T IR M, AR TR FER, AHIA IMHCLF
o BRALKEHE, BABBETRFRLFIE N-G-R-AK)-3-FU5- it
B, (PCNMR, 100 MHz, CDCl;, 30.2, 32.6, 41.9, 114.3, 117.5, 130.7,
130.9, 131.1, 136.3, 142.1).
(8)-2-#-T AFKHA R A-[3-(4-BAFEEH)- RAFT-1-K]4- A&
-T B F By
15 A_RAXCEREGS £4, 4197 EER/A 2-(1H-EHF Zo-1-
#£)-1,1,3,3-09 T R B4 vg FAMBL L (4.49 £, 13.99 £ B R)RF(S)-2-8-T
FABAFNR-FAR 1-KTEGO L, 13.99 EER)H_RKFHEG0 £
B, BRERAHAIN 3-@-FR-EKEL)-REFTREE(3.06 £,
13.99 EER)FHEHI 3 I, RE—RTR, $ARGHLIRTLEKRT
20 EEBAeFesy NaHCO; EmRZ ], LB ZEAA IM HCL &R A B Kk,
ZRBRBT IR RA. BEHEBIRVER EASRAGEBA: 1:1 TRTE
JSIRNAF R (S)-2-4-T RAK A R X 4-[3-4-BRA-KAL)-KRKT-1-
E]-4-FAR-THREXTE. [M-BOC] 389.0
(S)-3--T E A A R -4-2k- T 88 X F &5
25 RABR(122 %, 4810 TE B RSMEL6 = KA BH18.25 %, 54.76
EER)H DCM(100 £A) &R, H#FHRFRBEBILELRAY 15 H4F.
ANEKH(3.72 1, 54.7 BB Rt — F AL RAY 1504 InA(S)-3-
-TERAKA R 4B A-TRETE6.76 &, 21.9 £E )% DCM(100
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EMER. BFREASIE 15 e, REiET Celite™Mid B AHHHHLE,
A DCM #eif. RAHHIARA 10%RRABRGER . KA LAREE, &
EARBAETRARL. RA 8% LKBTETH TP & RAW D RBA,
ALy 2 AL PG ik BAT SALAT B (S)-3- - T R A ZK A R 4- - THEF
s B5. [ M-BOC] 320.12
(S)-3-#:-T B KA RHA-4-F EHE-T B X T aig
(S)I3-F-TRABARAA4-LEX- TRETEGCLL L, 101 TER)R
A Rodriguez, Marc; Linares, Muriel, Doulut, Sylvie; Heitz, Annie;
Martinez, Jean ; Tetrahedron Lett. (1991), 32(7), 923-6.49 7% #4484
0 =R FHQS0 BA)ERAIE-20T, oA 48%H w9 M AKERZ133 E
#, 101 EBER). BIABRFFTEIS SR FR2OMZFATHARRAER
FH(50.8 £, 101 EER)GTRIER., $E—FHtdE 30 547, 10 947 A
BRAANF —HZFEAFARATRTRWA27 £5, 25 TER). T-20C,
B—F A 30 547, 10 4T AEEBRAS B FAFTHARATRTE
15 (127 £, 25 EBER), AREX-AHLIRATEE 127 EAMH=T
APHRAERTRERQY EER). BE—RIAE, F20CHER
ELifGh 1.5 Do, RERAKERRERSWFALE—RFEFER, HMN
MEHBRA TR ALK . B EH SRR KRR EWBILRHAN: 2:8 TRT
BE/TRYTFE(S)-3-4-TRAK AR 4 FRA- THRETE, HERHR
20 4. [M-BOC] 224.19
(S)-3-R-T RAKERKA-B-THA-— XL BREK)-THRE T8
AETEZRKEARREARA9 EH, 6.5 EER)RLEES)-3-R-THRE
BAEREA-LE- THRETEQ34 4,437 £EFF)(KRA Rodriguez, Marc;
Linares, Muriel; Doulut, Sylvie; Heitz, Annie; Martinez, Jean ¥ &
25 Tetrahedron Lett. (1991), 32(7), 923-6 % &7 ik 414) B 2k=4(0.88 %.,
13.01 EE RN _F R FBE(T EH)ER, TERHEHLE RS 1 /Mo,
RERKHEBEARCKRUEER, LRUBHBHBETRARE, HE
W 2RI Beik BT AL (GRBLR): 1:1 LB TBS/ T5)4F3)(S)-3--T B A H
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EEAA-ER-TE- ZFR-AREREK)-TRFEAE. [M-BOC] 448.0
(S)-1-#R-T FI FH-3-[3-(4- BAR-FXEX)- KR FT-1-5]- AR
BERAKRET, BIHEAA 10%K4E 566 £ L) {(S)-1--TRAFA

B3-[3-(4-FAR-REL)-REXRT-1-X)-HE)-[AFTEREFE©0.2 &, 045

s TERGTEERI DN, REET Celite™id BT, RELBRNF

TR LBEMRARE Y, A NaHCO, ZR ALKk, BHBETRIFA

ZAFE|(S)-1-8-T BA F X-3-3-(4-AAR-KAL)- KRR T-1-X]-A L8,
{(S)»1-R-TA- XX BRFEFH)-3-[3-4-FAAR-XF B G RK

T-1- - AR P BRI T 81

10 FHRFRE, B4 RAREFTRA- QLR THRESE0.192 %, 0.892

EER), ZTHE0.252 £, 324 EER)E[S)-1-(R-TEA- KL 25

FHRTR)-3-8-A X |- RA TR TE0.448 5%, 0811 EER)H_FAT

BAIEQ £H)ERE 18 I i, RENBE T LR UBERKZNE, THMLEEEE

ARBATRIFRL . =B AREg EATSACGRHA: 1:99 TEE/ K

15 FERES)-1-(R-TA-ZFE-BREE T X)-3-[3-4- RAR-XFBLE)-

BAFAT-1-A)-AX-RAFTRKRTHE. [MH]+ 605.2
1-{(S)-1-(R-T A= KA B EL T H)-3-[3-4-FA- X FBLE)- K&

HT-1-%]-AX-3-35-—FHRA- XX K
FIRRBHE, B 1-[(S)-3-BEAA-E-TRA- XKL - aL)-TH)-

20 REIRT-3-K)-@-RAR-EL)-F8H(0.152 %,0301 EER)EIS-—FHRE

FAARBEE0.054 £, 0301 EER)—RFRG EH)ER 18 I af. &

FBEFN AL Ay 43 BE Bk BATSRAL (BRBLAL: 2:98 T ER/ =R F4R)FE

1-{(S)-1-@-T A =R A B R AR T K)-3-3-@- AR-XFBE)-REXRT

-1-35]-A AK}-3-3,5-= F RA-FK)-Pk. [MH]+ 684.1.

25 [(S»-1-R-THA- KA BREEFTE)I-BE-HA)-RA F BT B
F0C, A 2M #S4t426) THF(4.33 £H)ERLE(S)-3-R-TELY

AR A-R-TEAZFRR-BREL)-THRETEEQRSIT &, 433 EERY
FoLB02S E)ER. BRERAWABRENREBEHLEEATHE 3
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DB, REAAIKA0 EFH)E 0.5M ATHBIEEQ20 EHFPLERE, 95 %
B FR £ S MBRBURERM, REOVNMMEZABRETRARL. BEH
# Biotage (90 %,)2 A ik BT (FBLA: 1:3 TELTEY A, R
ERPEVFE[(S)1-R-TA-—XEA-AREXTH)3-£E5-RE)-RAT
s BB T B M-BOC] 344.1
[(S)-1-(R-TA-—F AR ER T A)3-24-F K- RA F BT B
ESAT, ABH1.56 £, 616 EERRBREIEMIBLELH =R
BQ2.33 R, 3EERA)GTRTEQS EH)EFRABIE 15547, ;o
AKA(0477 K 7.0 ERR)FFEBRE—FHRIERE RS 15 54, K
0 BRS)-1-E-TEAZFKE-2REETFTR)-3-BA HE]-RA TR T B
(124 %, 28 ERR)N_R TG £ ERLER B RAY. ERATA
MIRAMER 2 I, REBE Celite™idjR it ik, AR Tk,
R S%ANRABRERBORBHRRR, BRBETRFAL, AWz
R R E BAT AL (FRBEA: 1:99 F B/ — R T R)FE[(S)-1-(3R-TE-— % &
15 ARAATE)-3-2-HE)-RAFRRTE. [M-BOC] 453.9
3-(4-BA-KFBA)- K AH T I-1- F g T 85
HARREKBEENG1LT X, 730 TE R)WmA KRR T-3-%-4-FK-
RA)-TERERIGO £, 210 BER)MG="BHRK 1:1(800 EA)ER, R
MRSWEHE10C, BEMANZRT A —HBREN(52.6 4., 240 EER)
0 HHRF 1S IHRALRESHARETE. RARSHMAKIS00 EH)
¥, RATRE BRI ERE T FRFE 3-@-RA-KFBLL)- R 23K
TH-1-F BT &. "H NMR 400 MHz, CDCl;, 3 1.45(9H), 4.10(1H),
4.20(4H), 7.47(2H), 7.80(2H)
3-(4-BA-FX)-RAERT-1-F B8R T 8
25 BELHEAT , AAEAHEHE 3-[4-BAR-F L) TR )-RLKTE
-1-F BT BR(S8 4, 140 EE RN —F R B M50 £)ERk. FTins
HEELRAM 20 DB, RELRAMAKA000 EH)FILRE ., RAHAE
R CBMTUBER, FREFQEKERTBTEAR, SHBRETFRAR
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K. HLEH % biotage 75 H ik EATLMGRBN B E: F TR LB TEH
9:1 £ 85:15)4F 2] 3-(4-8AR-F2)- LR THR-1-F B4 T 8. 'H NMR 400
MHz, CDCl;, 8 1.35(9H), 2.70(1H), 2.80(2H), 3.55(2H), 3.90(2H), 6.97(2H),
7.17(2H).
s {3-[3-(4-BAFE)-REHT-1-A]-HX )-8 Po T8
FIRRBE, BHI-G-BA-FR-REXRTHRA0 L, 550 EER).
G-E-AR)-REAFTHRRTE31 £, 550 EE/R -—FRATEEA91
7, 110 EER)ETF_FEATBREQO £H)5% 18 I iF, BAE RS
AT LB OEBAKZE, AKAE KL, SRB4ETIRFR
0 K. HFHERA 5%TET R TIRERA LA 6 A Peig EATHAL
HE3-[3-(4-BAR-FE)-KERT-1-£)- AL REFTEKRTE, [M+H]
339.15
3-[3-(4-BAR-FH)-REHRT-1-XK)-A KB
AZRTEQ EMHREZE-(B-U-RA-FE2)-RERT-1-4]-AL)-K
15 RTERTHEN(0.48 5L, 143 EER)HE DCM(S £H)ER, HBHELER
A% 1.25 B, REBEH, HEWLHERT IM AEAERE DCM F 4
20%F ABEZ T, AEANARITE 3-[3-4-BAR-FRL)-R AR T-1-4]-F4
Be. [M+H] 239.13.
3-(U-BAR-FR)-REXRTRO = L LHKE
20 AZRTBQ0 EA)LE 3-4-FAR-F )RR TH-1-FRKR T B
(1.61 4,5.71 EE R =R F Q20 EA)ER, F FTIERBEHH 1 A,
RARBERENREENEFTIR, XL ETHRFH 3-3-AAK-FH)-K
RITHM Z RN TME, #5544 [MH] +182.12.
B RAAGG 7 B G FTAH LERIBRREGFERERRT RS,
25 {(S)-3-[3-4-BAR-BEK)- R AKX T-1-R - 1- L XA FTA-HE-FA Tk
BT B
KA K-SRI R 20-30°CZ 1), A IM S404245(5.1 BH) Bk
2 F(S)-2-8-T RE B A REA-[3-(4-RAR-FEHK)- R R T-1-3 [4-FAK

66



03805648. 8 P B 5 ZE55/761

-TERTEWA.0 £, 2.04 EER)GF THFA0 £H)ER. E&AT, F
BB EBFRAL R 2 I, REMAIEFE NaSO, KR T IER
B, FH@it celite™iLjE, RIZSE T LB LB AL hKZ ], BB
KT RFKK TRTEA, = B beig BAT bl (RBLA: 5:95 F
s BRI =R FH)FENS)I-B--BAR-FEA)- R LK T-1-A-1-BATFTE-A
Al-RAFERTE., [MH]+ 371.0.
(S)-3-[3-(4-AMN-EEK)- AKX T-1- A 1-FEAFE AXLRATF
R T B
THREERE, BH 3-@-RAR-FBE)- KR A TR E820.669 £, 3.04
0 EER) ZTEBAT £ 12.16 EER)E(S)-3-8-1-FEAFE-H %)
AR TR TE.04,3.04 EE R - F A TR0 £ )55k 18 ) 0,
RIERBT LB UEBBRZIE, TR TEARF At 5B SRR 3K
ik, BHBAATIRIFALK. HEW B AR kR BT GEHA: 595 ¥
B =R T )T E{(S)-3-[3-(4-RAR-EE ) RART-1-X]-1-FRAFA-
s AR-RAFTRRTE, AHiEWHW RS, [MH]+ 38525,
(8)-3-[3-(4-BA-FEH)- R AEKRT-1-X|-1-FEAFTE @ LH
AZRTBQ ERE(S)-3-B3-(4-RMAR-RER)- AR T-1-K]-1-F
FATA-AALRATERTEW0.87 £, 226 EER)H_RTBET EH
BB, HFTRRBEBH 18 o, REEH HAAEBEGH, A 40M
20 AEMMERBFE_RTRTER, FHAZABETFRALXL, 12
2|(S)-3-[3-(4-FAR-REL)-AA R T-1-A - 1-FRAFT ALK, [MH]+
285.20
{R)-3-[3-(4-FRAR-EEH)- HERT-1-R)-1-FE- DAL RE FRRT

Bg

25 TEERHF(R)-3-H-1-FA-HL)-RA TR TEW0.038 £4, 013
EER) 3-4-RAK-RER)-RLRTHERE0.030 £, 0.13 £ER)A=
CAME0.073 £, 0.52 ££R)5 DMF(1 £H)R% 18 ot KR
MO BT LR UBBRMF R AR R, FKEB &K EEE A,
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ZRBETRAZL. HEHERA 11 HTRTE: TRAHRMH s
B Peig BAT SEALIT B {(R)-3-[3-(4-RAR- K BHL)- R A K T-1-A-1-FE-&
A-RATFERTE. [M+H] 35533
(R)-3-[3-(4-BA-FEH)- RALT-1-K]-1-F A& KA
5 B ZRTB0.042 )R EZ{(R)-3-[3-@-RAR-EEA)- R HKT-1-
E-1-F AR AR TR TE©0.019 £4, 0.053 £EK)% DCM(L £
sk, F ERBEFHTR, RREMNFRAGHoET DCM A IM &£
MANERZ I, £ %6 DCM (x3) REKERA, HAEKERRSY
AVAL, SABETRARLFHAR-I-B-G-BR-KER)- ALK T-1-
o A-1-FEA-RXE. [M+H]255.22
3-[(4-BM-FHK)- LR FR-RAERTHR-1-F B T 8
3-(4-BAEFBAE)- RARTR-1- TR TE®G2S £, 210 EEK)
A TEE(1000 £F)F 8BRS E 10C, AMELS5 £, 250 EER)
W3, R ERAHAREERFHRI 2 D, R RAYP mAKH;
s RKEREY, AT TTRAS 3-[4-RA-EL) -4 PR RAKT
-1-F BB T B, B& 123-125°C.
3-[(4-RA-K )2 F K- E R KT I-1-F 8 T B
REM BB ZKE125 %, 370 EER)EE Tk TH
9:1(1000 £H)F, FAARO5.2 4, 370 TER)IE, REBE 1594,
20 SBBARNKA(25S5 Ky 370 BER)Fo 3-[@-RAR-KE)- 24 FE-RER
Tht-1-F BT B2 (44.7 £, 150 EE R)G O Kk h(150 £H)E#&, HFF
HRFER BB L RA4 20 . R RA MBI celite™it B AL &
HEAKER. REVART BB ARRABPER. KEEKRESE. &
RZRBBET R REAE) 3-[4-RAR-FE)-9-FR-REKTR-1-F&
25 #THE. "HNMR 400 MHz, CDClL, 3 1.35(9H), 3.21(1H), 3.37(1H),
3.60(2H), 4.05(1H), 5.12(1H), 7.20(4H).
(-2 T 38-2-F A 2H-sthed-3-2)- R F B2 K AL B3
5-3RT A-2-F R 2H-rtkee-3-X B (0.156 %, 1.03 TE )6 — F & WaL
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B3 EF)VERASHE 0C, FHmBAFERABWO0.13 £, 1.03 EFR)E
ATRIZHF 0CHHF 1 hot. AL RSB TLHMTER 1.0 M #8
BRZIE, FRAKEEAVA, BRBRETRAKLFIG-HATE2-FE
QH-e-3-K)-RA TR AAE. [M+H]272.22
5 KA LG RH, ARG F EHEG-TA2-FRAE2H- -3 4)-
RA FTERALBES. 2-#-TX-5-L A 2H-sb=-3- 3 )- RA F AR ABER(2,5-
Z LA 2H-wb-3-0)- R T EUR B,
S-FRTHA-2-FHA 2H-stbwk 3K
RAEMT 5-TE2-F R 2H-wbrd-3- LB 0d F XS Mg, KA
0 ZAAETRA IRTAI-BRRAHRA 3-BAN-RAF.
(5-BR A A -2-F R oH-wtm -3 K)- Rk F B R K A
5- R &-2-F R 2H-wbee-3-F BR(3.0 £, 22 EER)(65 £H)AHKIKE,
Q2 K, 24 TER)Y THF BRAHE 0C. £ 15 374 Z A FHRARAKT
BMEABEGI A, NEER). BRERSMWABEFREBE, RIS I HE
15 IR WIRB ST LB LERAKZNE, AHARA K. 5% AP B KB R
A thkik, BRBHETRAZLTEG-HRAA2-F K- 2H-r-3-35)-K
A PHEORAE. [M+H]258.17.
3-C04-—FBNK-EEL)- AT TR ERE
A 1-RARTARNR T BLES(0.832 £H,7.7 EER)AHE 1-—F K-3-3 4
20 ZRA-ERER)-REXTRQEI L, 64 EER)NT_RTRQEHE
RIBEH 4 D0, REBEN W RGHER T FEH DR 18 I, BLTF
BEEAARR, REA_CURAE, LEFFRRYFELE T FREZE
3-3A-—RAK-KEL)- R r T e E. 1H NMR(D6 DMSO, 400Mhz)
5 9.5(2H, brS), 7.6(1H, d), 7.2(1H, s), 6.9(1H, d), 5.1(1H, m), 4.4(2H, m),
25 3.95(2H, m).
BERME T RREA L ECHMBRRARXERARLA TR ESR E0E
4.
(B.5-=F BA-KE)-F R -RA T HA
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AZRFRA5 £A)HFBEBR(11.6 TER)HFEG £ k44
#HE0C. £30 542 AL AN GS-—FERLE-EX)-PR-BWQ.67 %,
10 EBR)EZCREBEATISESN, 40 ERERG_RTRG EHER.
E2DEZA, BAFERERSWHREREABE. RE THREEE®
s —FHIF 20N, BRRERSHHETLERA IM EBERZN., B8
HRRE, BRBETRIFZLAFIQS-ZFEA-EH-TEA-RATH
A, AHEEaBRKREX.
QR-T A -[1,3] =f K 3R-2-R)- TR
F 150C, R/ Dean-Stark X B =K 3-8MK- K (1.582 %, 1649 £
0 BR), L285(1.026 £, 84.59 £B R)BAMH T o2t T EKBRRG £ L)
TR0 BEFA)ER 2 R, RARSYHA LB LEHBIHAsof KB E
ER G, APA BT IR, iR, REABEMFHQ-TA[13]=4
%ER-2-%)-TH. 1H NMR(400MHz, CDCI3)d 4.15(2H,m), 4.052H, m),
2.65(2H, s), 1.80(2H, q), 0.95(3H, t)
15 2-2-TANI=HEIR-2-R) N- B A - TRE
AKE 4§ NaOH(1.17 £, 29.3 £ER)$K/FTE1:1)(18 £H)ER
AIEOC, REKEMEASS £, 2278 EERRE, Htis5 o4, M
AQ-TE-[1,3]=EAF-2-2)-TAE(142 £, 10125 EER) AT EEHE
BELiRAH 18 B, REH—FER 2 I, RE RS HHF4ETFT
20 BRUBEBOKZIE, A VAR ZABAET IR, 1k, RAENF2 2-2-TA[1,3)
ZRURIR-2-K)-N-LE-THK., M+H] 175.21
5-Z4-Foked 3 4 B
2-2-TA[1L3] = RRIR-2-2)-N-B A THR(1.49 g 8.564 T E K)84 TBE
(49 EA)YERZR, ARLBEZAEpHL, TS0CHAI X, RLEH, A
5 FHEBRTAFACKRTE 2)FER, AHMMBRBRETRHFXL, 33
5-TA- e 3K B, M+ HJ 113.02
(5-TA-2-F X 2H-whed 3-4) F A F g E g
5-T-2-F K- 2H-vhed - 3- K (10 5, 79.8 B R)(500 £ ) BB 4T
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& THF &#&(12.14 %, 87.8 EEREHE 0C. £ 20 I ARMAR
KT B R EE(10.15 £FF, 80.6 EAR). T OCHIERELRAEH 40 547, R
BRAABERRREF LT 25 I, RERESHHETLHET
BEBRIKZ ., AHNARR 5%MARBURER AR KK, FABEREHE
s RAERASNGAIA, RETEFERFIG-FAHE-2-F R 20t -3-
)-8 F B KA. [M + H] 246.21
5- L E-2-F -2 H-shek -3- KR
3-BAR-AIHO0.5 £, 515 ERR)AFTEMO0.24 %, 515 EBER)HT
BR(5 BB RAAE G 1.5 Mt AEX BN AGH iR T LHRIEAL
o KZE, AN BB TIRIFELR, B2 5-TK-2-F A 2H-rb k-3 K B,
(2-T A 2H-m=-5-2)- A K F 8% K B8
S5 R eeR(0.09 £, 1.10 £ R). FAFTEEXER(0.11 £, 0.911
FER)H THF(1 EA)ERLE 2-T 5 2H-vgok-5- % 0.1 %, 0.88 £
)¢+ THFQ £H)ER. THREBREBRFRLRAY 15 I, RES
5 BT LBUBRAKZIE. LB UEIAZHAMETRFELFEC-2L-2H-
vged5-K)- R T EL R B, & & B4 X. IH NMR(CDCI3, 400 MHz)3 ,
7.90(1H, brs), 7.30QH, m), 7.15, (3H, m), 4.602H, q)1.60(3H, t).
FRAZEL R, BRMGFTETHEXNTHALSY: 3-THik-
FR)-BATEAR., G-—FAREATBRAFL-RA TR, G-FTA
20 RAFTBA-EL)-RATHAE. Xifgd 2 X EX TEREE. (-F45
B )-RA FELRE . -AA-[1,34]E=nk2-2) KA Tag K8, (2-
LA OH-w-5- 1) R A FRORES, G-RABE-XE)-RAPE LS. 1-F
BBtAR-2,3- 8- 1H-"R-5-5)-F K T BORES, Sobk-6- K-8 T B K88,
(5-ER A A-[1,3,4] K =2 )-RA TR, 24-=FTERE-EK)-RAT
25 BRREE. -FRATA-FRR)-RATHREE, -RAFBA-XE)-RLT
BLRES, [4-(TBA-FA-RH)- R AR A TEEE., G-FAL-[1,24%K
=5 0K)- RO P BLRER . G-R-T A %52 B A FEUKES. (5-F
Al 30 RE FEEE. G-FA(,24F-5-2)- LA TRE
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B, -RAE-45-—FEA-FL-REFTHREE, @-AR2-FEA-XX)-
R F B A B R (2- RAK-4-F RA-FR)-FUE FBRE,
-TEA-[134E =2 K )- R A 7 i EBs
5-TA-[1,3, 4] —2- A M5 %,194 £ER) Aoz (1.72 £51,21.3
s EERRH_RTET0 EA)ERASHETOC, HARNKTHEREECL £
#. 19.6 ER R R FRA0 EA)ERFMLE, FRARSHHEE
TS BE B 3 A, ERHRAREHHR. SRKERRY, EAF
FTFRFEG-TEA1,34] K k2 K)-REAFTEKE, HaaBAAHKX.
[M + H] 250.15
10 {3-13-(4-BAA-KEH)- R R T-1- K- A4 - A T g Kag
FERBRE, B 3-[3-(4-RAR-FRA)-RLRT-1-K -8 X B0.05
s 0223 EER), RARTEREBE0.056 £, 0.446 EERA-_FAEL
LS (0.027 5T, 0223 EER)G R T HG EA)ER 24 D ot. AEXRER
oM, BEHBRBORE B BLGRBLT: 5:95 FEE/ R T 5)133)
15 3-[3-(4-AAR-FEH)- KR T-1-A-AR-F A TELKES. [MH]+ 344.9.
B3-B3-(-AAR-EEA)- R AL T-1-X-AX - Fisd T8
THRERE, B 3-4-FAR-FEH)-RERTHRLEREQRO £, 9.85
ERRA R AL TEIEG28 £, 24 B R)EG-2-F )51 F iR
TEQS84 L, 2 EERGTHQI EMERI R, KA WHET
20 ZRTREKZLE, FHABRBAETRAREL., BEWBBIRREEMN
AL 5:95 FEE/ R FIR)EE] 3-[3-(4-RA-KEL) KK T-1-
A)-AE-RE TR TE[MH] + 325.1.
3-[3-(4-RAR-FEM)-REKT-1-£-F E e
THRERE, A 4M HCI 8 ="88(5.7 £ 5k B2 3-[3-4-£
5 R-KAR)RART-1-A-AL)-REAFTHRRTEQL L, 74 EER)H=
ATH(10 EA)BER. REEHHBEGYHRF_RFHEA 4M NaOH
BRZE], —RTRAMGHRBRETIRFEL, 73 3-3-@-AR-KEL)-
AAXT-1-X)-/ER. [MH]+ 225.0.
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(Sy3-#2A-1-FTHAFTA-FHA)-FH F R T 85
(S)-3-:-T AA KA REA-FRE-TRETE(104 %, 323 TER)
8T —TBE(70 T A)ERAHE0C, A 2.0MLiBH, % THF A4 (32.2 £
., 64.4 EEFRITIAE, BRERSMWARZENRBESHHE. 6
s HEM 0.5 MATHERKERS RILERBERASWHA CBER, &AL
BT IRARE. BT MBI ik BT SRR HEE: 37T £ 64 T
B LB/ TIR)FE|(S)-3-BA-1-FTRAFTE-FHH)-RA TR TE, HiEH
WY, [M-BOC] 120.13
(Ry3-#25-1-FR-RHX)-BA TR T8
10 EEAT, O)3-R-TEAZKERA 4R THETEWO02 £, 0477
ERRGTLBG EHERSEHE 0T, A 2.0M MELLEL THF B
R0.95 £, 19 EEMAE, RRERSWAREREEE FHH 18
ANBE . AN L BB H BT LB L EE R 10% AT B Rk 2 1), A #K
HAANAN, BRBRETRHAAL. HEWBEMA 1% FHT DCM ¥4
15 R PR 69 A ik BAT AT R (R)-3-24-1-FR-AL)-RLEFig
T B,
((8)-3-2%-1-F R F XA 8-S F B T B¢
AERT, ABR(125 %, 9.2 EERREBRIHMILELH =K
5(18.645 56, 3 EAR/IZ)GT R T IRQ50 £H) &R HHEH 15 9-4F.
20 MAKALG387 L, 55.94 ERR)NFTERA—FRIFRE RS 15 94F.
RER(S)-3-£A1-FRATFTRA-REL)-RATFTHRRTEWEI £, 2237 28
)RR FHGE0 £ ERRLERERAY, FEEATERA LS 0.
Bt celite HiLEREHAE, AR THE. BRA S%ARABMER
BoKH, BRBETRIAZLAL(S)-3-#--1-FTEATE- AA)RAT
s BRTHEE, AHE&Kk4. [M-BOC] 230.06.
(R)-3-#-1-F A -HHK)-FA FRKRTE
FAB0.133 4, 0.523 ERR)RERAMEES 65 =K EB0.200 %,
0.595 EE )69 DCMQ £ B SR HF T IRERE BB T RO 15 9
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4. AanK39 £, 057 EER)FH—FHIR L RS 15 04F. Mo
A((R)-3-#2K-1-F K-8 K)-£ K FERKRTE(0.045 4, 0.238 EFR)H
DCMQ £H)iEk. TRHABHEF R 2.5 M it, KEET Celitetvit J8 #1
#HiLik, 7 DCM ik, S-FFAVARA 10%ARABAZER . KA EK
s bk, REZABAET BRI ELIFE(R)-3-38-1-F R-RR)-RA TR T
. [ M+ H] 285.05
P-4 - ROK T B K AR
RERZTEEW089 £, 637 £EKR), AATFERKEW0.80 £,
6.37 EAR)LE 4 -RAWR0.6 £, 637 ERR)H_RTEQS EHE
0 R, RETERBEH I XK. RRERS YT R RAHEKEMNKE
RZE, HHARBEBRET IR A LR 2| vhog4- - R T B KBS,
RAESQGRA, HEMKFETHERATHASYH: -TL
(1,34 = e 2 5K)- RO T AR B, (2-F Aok 530 X FELOKEE, (3-
TR 7S 5 ) RAE TRRR, W I X REATHREBAGC-FAA-
15 FeHE-5-3K0)-RIE T BURES,
ok-3-F B (3-i8- R XK)-BLE
HERAZF A FBERWO0.02 £A)AEBRRKO0.1 £H, 115 SERRE
Hopk-3-F B8£(0.1 5, 0.57 ER R R FRA.S5 EHEER, FHREBHE,
BERATHAFRE RAM 1.6 i, REKLFISuk-3-HBLE, Hrr¥k
0 ERFABX., BEHEST_RTRQO EH) AL AL ERLY
(0.125 %, 0.57 EER)BE=ZCEEOA2 £F, 3 ERRLE, FHREEE
BEFEE R RAM 325 I 0, KRB AR LB F 58T NaHCO, R R =
ATIHZE ., AHARF NaHCO; BARA LK, BHBETRFAKL.
HLJ= M 2 BRI ik B AR SAL (R BLH] . TR T BE) AT 3| ok-3-F B (3-i£-5
s FR)-BtiE. [MH]+ 2929,

B® b5 & 7 ik
N-{(S)y-1--TE X FE 3-3-4-AAR-XEX) KL HRT-1-£1-5F
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A1-345-Z FRA XFBE Ehb)1
Flod AR (KA1 R BR)—FERETFE-—FE-&
(0.32 %, 1.0 EER)ALE34,5-=ZFRE-KTEO0.246 £, 1.16 EER)A
ZARRTEEWO0.62 EH, 347 EER)NT_FETBEQ EH)ER;
s TEORBEBLAER B RAY 5 947, REANES)-1-8-THLF 1-3-[3-4-
FAR-REHR)- RPN T-1-A)-AER0.968 8 R)FHHR LRSS 20
AF, BAE TR TBURFE ARG YT LB TES A EHF= 64 NaHCO; K
HEAZE, AHKAELBRTEN, SARETRARL. AEHBHK
BRi BT AL (REA] : 50% TBR TBS/ Tk £ 100% Z. 88 T.8%)4% 2] N-{(S)-1-
10 BT REAFEI-B-U-AK-REH)-RRHT-1-K]-7E)-34,5- = FRA-
A ¥ BLE(MH] + 505.3.
N-{(S)-3-[3-(4- BAR-REH)- REFHT-1-X |- 1- £ X FR- #1345
ZVRA- KT B L4 2
A ZRTEO0.11 £, 0.65 TEF)LE N(S)-1-R-TELFT A
15 -3-[3-(4-BAR-E AR T-1-4 )-8 K}-3,4,5-= F EA- K FBEA (4
# 1, 0.066 %, 0.130 EE RN R FRQ E)ER, HBEHEEREY
20 B REBEF HH R G B 58T LB LB B4 A 4G NaHCO, KRR Z
B, B EAKRETRTEH, ZARETIRFAKL, BBtk E
M EEAL (BB 100% LB TS, #KJE 5:95 FBY/ R Fr)5 %)
20 N-{(S)-3-3-(4- RA-KEK)- QA A T-1- A - 1- 8L FTA- /A 345-=F
FA-KFBLAR[MH] + 449.1.
P N7 ik Hl & RHEH) 3 1o,
P AN & 5] 14, 15, 17 R 18 /b4, REIXILALLETFH
A RBRY B SBH e B EAHE R RATRE BTG 17 B 18 FH
5 FFASES.
Eok-3- F B {3-[3-(4-BAA-EER)- R AKX T-1-K -8 K- Bbk- 5464

W]

£ AUSeF RS 10 895 EH &, KA EHK-3-FE3-2-7A4)-BLik
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AR 2-3-TBA-FEHR)- N-3- i HE)- LB,
2-3-TBA - KA A)-N-(3-3-(4- RAR-EHX)-F AR T-1-A]-FHA)-
L Beh- 5 364 10
A 5 BARBEES [ = F A EA([1,2,3] = H[4,5-b] 0 R-3-REL)-L F
s R]-—PEA4R038 %, 1.0 EERLEG-TBEA-KXEL)-T.80.194 £,
1.0 EERNAR-FAXTEREW0.38 £, 3 EEF)-F DMFQ £H4)5%.
BLAE S 4PN 3-8-AEBELRE0.26 £,12 EER) S —F
B 40 24F. BAER, RS RT B LER A 4eft) NaHCO;
RIEBRZE, BARETRAKXLLBRTEEM, 35 2-G-TEBEA-XE
10 FE)-N-G-B-AA)-TBEE. ACHQG EH)EBAER, H8=AKWO0.38
5 3 EBRRAI-4-RR-ERL)- R L THREREO0.11 £, 12 28K
I, FIRBEIFRE L RA 20 1aF, REEHN, HERBHERRE
B S (B BLA) : 10:90 FE/—FR FTHR)FE 2-C-THEA-XE
) N-B3-B-4-RAR-XEE)REKRT-1-£)-FH XL} TBAEE, [MH] +
15 401.14,
J RN F R H B35 4. 6 £ 13, 16 A 19 L4,
1-3,4-— BA-FH)-3-{3-13-(4- RA-FEEHK)- KA K T-1-K)-H K-k
— 4 23
TEZEBH I-3-U-AAR-KEE)- KA T-1-4]-A A 80.04 4,0.178
0 BEER)BAFARER 34-—FANKKE0.020 £5, 0.178 EER)H_RFTHRA
EI)ER 5 DB, REER BT M AR ik BATSE AL (R BLARE 3:97
£ 5:95 PE/ R FTR)FE 1-G4-=AR-KRE)-3-3-3-4-FAR-XAL)-
KEART-1-£]-R KA. [MH]+ 379.9.
il RALEG 77 ik 4 & R 22 100,
25 1-{(S)-3-[3-(4-BA-KAIHK)- F LA T-1- £ |- 1- L X FA- % A1-3-3,5-
Z WA KRB R4 26
A AR 3,5-—FRE-EEO0.12 £, 0.667 TEF)LEES)-2-RA
4-[3-(4-RAR-FEK)- KA T-1-X)-T-1-80.2 %, 0.74 EER)G_HF
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FH6 EH)ER. THREREBRFAERSY 24 MEERL. BHEHE
AR R EAT A (RBLEE 3:97 £ 7:93 FEE/—RTFx)F 2
1-{(S)-3-[3-(4-BAR-F AKX RELF T-1-A)1-BAFA-AX)3-03,5-=7F
FA-FK)-Bk. [MH]+ 4499,
5 ARG T k8 &- 445 21, 24, 25. 27 £ 33, 36. 38 £ 42. 44
% 48. 50 £53. 57. 96, 101. 105. 112. 196 % 203 4% . F#5] 43
B R T EH S, RAZIAETFEERDP.
1-(3.5-= F A -F)K)-3-{(S)-3-[3-(4- BAR-E P BER)- R LK T H-1-
Al-1- A PR AR 645 34
10 B 1M 9T % RALEE(TBAF, 0.126 £H)ERLAE 1-{(S)-1-(-T A-
SRR T HE)3-[3-4-AAR-ETFBE)- ALK T-1-X)-A
A }-3-(3,5-= F EA-FK)-BR(0.862 %, 0.126 £E K)% THFQ EH)ER,
HFHRBEBHE L RS 2 I, R RS ET LB TE AL
Fety NaHCO; i8R 2], LB LE A KA KL, BAKRETRAR
15 K. BN BRI BATEACGRHEA: 5:95 FEE/ R F 533 1-3,5-
SRR E)3-((S)-3-[3-(4-AAR- KT B A)- R AKX T-1-4-1- 2 X FA-
ARk, AR F HREFEES) 35, 37. 49, 90, 114 & 120 54,
1-30 &3 -3-{3-[3-(4- M- K FX) KRR T-1-4)- A %)-1-FA M-
% 3#45) 54
20 TREREBHF 3-3-4-RAR-FEL)-RERT-1-4)-A 4 - RA TR
FEE(0.035 £, 0.101 EEKR)E N-FERTERWO0.02 £, 0.15 TER)
M_FRERA E)ZR 2R, BRERSYHET LRTEBAKZN,
AR B HBAE T R K ., 475 % Bl beik EAFsbAL(ZRBEH]: 5:95 F
B/ —RFHE)FE 1-3RTAI-BLB-U-AR-ERRE)- R AKX T-1-4]-/
25 ARP-1-F KBk,
34-= 8- 2H-EoM-1-F B (3-[3-(4- A KA R T-1-4]-HA)-
Bl 5% 364 55
A 1,2,3,4-59 £7898(0.133 £, 1.0 ERR)E R AL TEEO2 £5,

(i
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12 £BR)E5 1-83-FREAL-AKO0.164 £, 1.0 EERGLHRR—&2
HH. FHREBEHFERERASY 2 IHEREERN. HEHWALKAE £
&, A= F AR CEREWO.2 £H,1.2 £EFR)E 3-@-FX-KEL)-
REATHESREO.11 4, 1.0 EER). FTREBEBIRERLY 18
s B, REEF, HEYSETF LB UEBAAFHEBREMAERZNE, A
KRR VAL, ZEBETRIFRL. HBEWR AR BT (B
B LRRUE, RE 595 FE/—_RT5)T3) 3,4-— 8 2H-"5ok-1-F &
3-3-4-RAR-FRAK)-R LR T-1-X])-AX)-BLEE. [MH]+ 444.2
1-{3-[3-(4- BAR-FRH)- R LR T-1-K - A X 1-3-G-F RE-FE )M
10 E%5)] 56
Ak 3-[3-(4- RAR-EEK)-RAKT-1-4)-BR0.07 £,031 EAR)
B - RAR-3-FRA-K(0.041 &, 031 TER) =815 TAHBRR
£ 100CH4¥F 3 o, REARARAY, HEHBARREBEHEALGE
BlAl: 1:9 FE/—RTR)FE 1-3-3-@-FAK-KEL)-RLHRT-1-4]-%
15 ARP3-3-FEAA-EEK)-k. [MH]+ 374.0.
J RANG T ik ] B R4k 20 L.
3-RA-N-{3-13-(4- BAK-FE LK) L LK T-1- R - AR KB b- £
24| 58
JAAE N-(3-3- A K)-3- A - RBBLE(0.072 £)8 LH1.0 EHAZL
20 A1 EH, 0.72 EER)EARLIE 3-4-AR-KARX)-RLR TR E
(0.049 %, 0.24 EER)GTH1.0 EA)BF R, TIRBEEBLHFTIFHL
BELRAH 10 N af, REBEMNFHERGH LT LB TEA NaHCO; i
RZIE, MAKARLRTEA, BRRETRFERL. HEHBHKRR
B EAAAGRMA: TR TE)TE] 3-FAN-{3-[3-d-RAR-EEL)- A2
25 HT-1-R|-AR-EXaBiE. [MH]+ 390.
B £AEG 7 iR H B F B 59 £ 65 L.
1-{(S)-3-[3-(4-BAR-FHH)- KL T-1- A - 1- FER FA-7 £1-3-5-
CA-2-F A 2H-whek 3-2)-Bk— £ 564 78
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FREEEBHES)-3-B--BAR-FEL)-REFRT-1-A]-1-FAREAT
A-BARWNG6 L, 5.6 EER)AG-TA2-FE2H v -3-K)-F4E FE X
B8(1.65 %, 6.7 EER, #&LIT)8 DMSO(T EFH)ER 4 1B, RE
HEFRE LB TESZNE. BRAKLERIA, S TIRIFRE.

s ML F B AR R EATEAGEBA . 5:95 FE/ R T R)T3
1-{(S)-3-[3-(4-BAR-FEL)-REXT-1-A-1-FEAFTA-AL}-3-G-T4
-2-F K-2H-mbe#-3-K)-Bk. [M+H] 436.37.
JAEAR G F sk H) & #4) 69. 70. 75. 76. 80. 89. 93 & 116 LA%.
1-{(S)-3-[3-4-RAR-FEEX)- BB HR T-1- A -1-L A FE -/ E)-3-5-3F
0 AA2-FROH-brd-3-K)-Mk- k4] 83

FIREIE A (S)-2-RAA4-3-(4-BAR-KEL)- R R T-1-4)-T-1-
B5(0.158 %, 0.58 & B R)A(5-3R A A4-2-F A -2H-vtket-3-20)- Rk 7 85 KBS
(0.150 i, 0.58 £ER)4 DMSO3 £H)ERE 6 1 it, RENRTFAAT
B LB, BRAKGAANAL, ZHMETFTRHAKL, BEYBARK

5 PRk BEATSALZRIA: 10:90 F B/ =R T H)FZ] 1-{(S)-3-[3-d-RA-KE,
A)-BARFT-1-K]1- 2R FR-AR}-3-(5-3F R EK-2-F A 2H--3-K)-
Fi. [M+H] 434.33.
AR IE S RA T BREILEBAEA B, LM F HH & L85 66,
67. 71 £74. 77. 79. 81 £ 88. 91. 92. 94. 95. 97. 98. 100. 102.
20 103, 104. 106 £ 111, 113. 115. 117 £ 119. 121 A 123 £ 128 124,
1-{(S)-3-[3-(4-BARFEEX)- R AKX T-1-X-1- LA FA - HXI3-(5-T
A 2-F R -k 3 2 ) B 364 88
- FHRREBEHRIES)-2-BAA-B3-U-RAR-ERL)- R T-1-£-T-1-
B3(0.45 i, 2 BEER)A(5-TA-2-F A 2H-boe-3-K)-F A& T 8 KE(0.49
25 3L, 1.66 EER)E DMSOB £/)ER&R 1 10, RELHBRTFAR L TE
Z 18], ARG ABGE T IR AL . YRR LB T B F 4 L 4iif
B 1-{(S)-3-[3-4-RAK-FEK)- R A K T-1-A-1- L AT E-AL3-5-24
-2-F K- 2H-vhde-3- 1) Bk
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1-{(S)-3-[3-(4-FA-FEEX)- R BHKT-1-X)-1-BAFE - HX1-3-5-T
213418 —ek-2- ) B L34 99

FRBRBETH(S)-2-BE4-[B3--BAR-AR B RERT-1-K)-T-1-
BE AR E(1.04 5, 2.82 EER). G-TA[134E =2 2%) KL FERRE

s AREE(0.70 5, 2.82 ERR)AZ TEE.6 £, 11.28 £ K)#) DMSO(70
E)ER N8 I, RELHRT LR LUBEAAFE K SARERZIE.,
RERKKEAIA, SREETRFEZL, DR LR TERL R
SLALATE] 1-{(S)-3-[3-4-FAK-FEE)- R A AR T-1-£ - 1- 8L TR A
A)-3-(5-TA-(1,3,4]F = 2 X)-Fk. [M + H] 426.18.

10 A RAGG T R 5230 129 1664, KA (S)-2-BE4-[3-3-FMN-X
AE)-RAHRKT -1-A]-A-1-FRBS)-2- RE4-3-(4-RA-E AL KA 3R
T-1-A]-T-1-85,  H 4 69(S)-2-RE-4-[3-(4-BAR-KEL)- KA K T-1-4)-
A-1-BE A £ H & (S)-2-RAE4-[3-(4-BAR-FEE)- KRR T-1-4]-T-1-
BE4 T E41&, FEZLAAETRA NBOC-D 4 £ 8AMKS)-2-4-TRES

15 RBRR-RHAR,

LE(S)-4-[3-(4-BA-FEHR)- A& A T-1-X]-2-3-35-—FHE-X
)M - TR B L4 122

R TEETAEE 1-{(S)-3-3-(4-RAR-FEA)- R B A T-1-4 - 1- £ X F 2
A A}-3-(3,5-= F FE-FH)-HR(0.05 £, 0.111 £ER)E =T AK0.031 £

20 I, 0222 EE R DCMQB £A)ERFFEEBSEH 3 Iot, HFEE A
DA BT DCM RKZE, IR KBREMER L, BRBET RS
REATE LE(S)-4-[3-(4-RA-EEL)- RAKT-1-2)-2-3-3,5- = F A -
FER)-BRA)-TAB. [M+ HJ]492.08

3-{(S)-3-[3-(4-RA-KEH)- KL X T-1- A - 1- LA FA-HE-1-35-

25 =P RAE-FIN)-1-F XK Ik-5 364 130

1-{(S)-1-(R-T 2-— KX B EHE T E)3-[3-4-RA-KEH)- KK
T-1-A]-R&}-3-3,5- = FRE-F L) 1- TR
FTERBEIH(O)-1-3-T A= KK AKX F E)-3-3-¢-RA-EE
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£)-FAHRT-1-4)-FEEO1 L, 0196 EER). G5-—FHE-XH)-F
A-RATBRGES £, 019 EER) B =ZTAEW0.027 £%, 0.19 £FR)
R FRQ EHER 2 XK. AKREREREY, BRBRETRIFRL.
FLE M 42 R T8 B8 Sh 2R BEA) oY AR Bk B AT 240 AF 3] 1-{(S)-1-(R-T
s AR KR EAA T E)I-3--AR-KAL)-RART-1-4]-7
A}3-3,5-=FRE-EX)-1-FE-W&. [M+H]702.3
3-{(S)-3-[3-(4-AM-FREL)-F A H T-1- K- 1- £ X FTA-FHE)-1-3,5
=P EA-EA)-1-F AR
KA EAAT #5134 F 5 & 1-3,5-= F BA-K£)-3-{(5)-3-[3-4- AR
0 -RFBRA)-RBAT-1-R-1-BEAFTE-ARBGT X, # 1-{(S)-1-&R-T
AR AR EA T E)-3-3-U-BAR-FEL)- R LK T-1-4)-5
A}-3-3,5-=F RA-FR)-1-F R-BRBARP I 2] 3-{(S)-3-[3-(4-FA-RE
A)-RABFT-1-R)-1-2 A FR-AR1-3,5-=FEE-X5)-1-F A5k M
+ H] 463.5
13 1-{(S)-3-[3-(4-BAR-FEA)- R T-1- K- 1- LK FA-HEL-3-3-F
FE-RR)-BR— 564 131
HAA M R KT 418 L4526 ¥ 1-{(S)-3-[3-(4-FA-EE )£
HIT-1-R]-1-#25 FE-HK)-3-3,5- = F AA-KE)- Bty 5 X4 &, RF
ZH T RATBRAE Y 0 FARRMRER L RBRES .
20 J RAol 8 7 )& 640 132 A 133 044,
1-{(S)-3-[3-3 4-— RAR- K AH)- R AF T-1-K]-1- LA TE-&
F3-3-(5-F F A -2-F X 2H-wkheg-3-5)-Mk- £ 55) 134
HEAA M R £ FEH] 83 F 1-{(S)-3-[3-(4-RAR-F R H)- R &K
T-1-K]-1-2 2 FA-HK-3-(5-3F A AK-2-F A 2H-vtbed-3-5)-Mr 6 75 ik 41
5 &y REZALET KA (S)-2-RE4-[3-G4-—RA-KAL)- R AR T-1-4]-
T-1-BARA(S)-2- B -4-[3-(4-RAR- KA ) R A K T-1-4)-T-1-5,
RFE L 3 A PARG EEE- KA T RS, ARG T4
&P 135 £ 137 o9,
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1-{(S)-3-[3-GA-—RA-KE)- RERXT-1- K- 1-FA T E-A
H3-3-(5-T K -2-F R 2H-mbe-3- ) Wk-F 464 138
BRA- R LT EFEHH] 88 F# & 1-{(S)-3-[3-4-RAR-KEK)-
BERT-1-A-1-B X FE-BAR)-3-G-TA-2-F R 2H-bed 35 )- Bty 5
s X#lE., FRZLETERAES)2-RE4-B3-C4-—FR-XEE)-RERT
1K [T -1-B% 3 B 3 AR AR(S)-2- RAA-[3-4-RA-KEL)- R AKT-1-4-
T-1-B3# B H.
RAE B e g AN RER-KRF T RS, ARG T ZHF)
& F4] 139 £ 141 1449,
10 1-{(S)-3-[3-(4-FAK-3- BAR-FBE)- BB T-1- K- 1- L X FE-AH
A-3-(5-T 1,341 —rd 2K -Bk- 3 4645 142
BAA R RN 364 99 F #] & 1-{(S)-3-[3-(4-FAK- K FH)- KA
HT-1-R]-1-2 A FE-AK)-3-(5-TE[1,3,4]-E = 2-K)-Bk by 7 ik 4]
&. TEZAETRAS)-2-RE4-[3-4-FMK3- FAR-FEL)-REKT-1-
15 A)-T-1-B3 3 8k 3 ARAR(S)-2-RA4-3-(4-BAR-EEL)- L T-1-4]-T
BB,
RAZ LGB AT RAGEEL-RAEKRTHEY, AL F kb4
EHb) 143 & 144 1A%
1-{(S)-3-3-4-AARFA)- SR A TH-1- A 1- LA FTA B E)-3-(5-3
20 FAR-2-F R OH-wbed-3-K)- MR- 64 145
S HRA EMUT LS 83 F 414 1-{(S)-3-[3-4-RAR-REH)-
AR T-1-R]-1-2 8 F E-RE-3-(5- R EE-2- T E-2H-wkob-3-5K)-BR
FXHE. RRAZIKLETRAS)2-RA4-B3--FR-FL)-LLHT-1-
A T-1-BERA(S)-2-REA-B-(-RAR-FEHB)- KA K T-1-4)-T-1-B%,
25 RAE S G o) FIRARA FR-REIRT RS, ARG T x4 4
kB 146 £ 149 4.
1-{(S)-3-[3-(4-AAF ) SR T-1- £ 1-BAPA - HAI3-(5- 24
-2-F X 2H-wbek-3- K )R- 5 34 150
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HACA ) B KA F ) 88 F 414 1-{(S)-3-[3-(4-RAR-FEEL)-A &
HT-1-A-1-2 A PE-AR-3-(5-TK-2-F R 2H-mbed-3-5)- Bk 6d 7 54
&. REAZRETRAS)2-RIE-4-[3-(4-FA-F)-RAERT-1-K]-T-1-
B 3 B RA(S)-2-REA-[3-(4-BAR-KEK)-RF R T-1-K]-T-1-55 85 8
s 3.
RAE LGB FRRGFE-REXRTRAESY, ARG T E45 &
LA 151 £ 154 1044,
1-{(S)-3-[3-(4-BAX-FA) KL AR T-1-X - - B X FA-FHX)3-(5-TXE
-[1,3, 4] =r-2-3K)-Bk-F 6 4] 155
10 A ) KARLE E364) 99 F #]& 1-{(S)-3-[3-4-RAR-EHE)- K&
RT-1-4)1-2 A FEA-AR-3-(5-TA-[1,3,4)-K—rd2-R)- Bt F ik 4]
%, FRIZAETRA(S)-2-BE4-[3-4-BAR-FRX)-RAKRT-1-K]-T-1-
A% 45 B 3 AR (S)-2-BEA-[3-(4-RAR-FEH)- K H A T-1-4)-T-1-B 4B
#.
15 FAE B AR B F AR K A- RS H T RS, ARG T E6E
L34 156 £ 159 14,
1-{(S)-3-[3-(4-FA-3-FAR- X FBE) RAKRT-1-X]-1-BAFR.H
AY-3-(5-F A K-2-F R 2H-mbe-3-K)-Bk- £ 564 160
EILeH A R L34 83 FHIE 1-{(S)-3-3-4-RR-FEX)- R %
20 FRT-1-A]1-BEFE-AL-3-G-FRAA-2-F A 2H-sted 3-5K)- IRt F %
#&, RERZLAETRAS)2-EA4-3--BAR3-FMK-FX)-R LK T-1-
A-T-1-BAES)-2-RA4-[3--BAR-EEXE)-RA K T-1-£]-T-1-8,
R AE LR FRRA KT BA- KRR T RS, ARG F ik
# & ) 161 & 162 /L4,
25 1-{(S)-3-[3-(4-RAR-3-FAR-E FBLA)- R AR T-1-X]-1- 2 A FA-H
A3 (5-THA-2-F A 2H-whed 3- 5Bk 3641 163
HAA W A K AU L3640 88 F 41L& 1-{(S)3-3-4-BA- KAL) § &
HT-1- A 1-£E P E-RE-3-5-TE2-F £ 2H-tbed-3-R)-Mk 69 F 5 4
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&, RRZALATFRAS)2-BHEA-[3-(4-BAR3-FAR-KFBLE)-REXKT
13- T -1-B5 3k B 3 R AR (S)-2- RAA-[3-(4-RA-EEL)- R K T-1-4-
T-1-BR B3,
RAE S 6438 o) RS KT BLA-R AR TS, A R F %
s HIEFEHES 164 B 165 AW,
1-{(S)-3-[3-(4-BAR-3- AR X FTBA)- KR EHKT-1- A 1-BAFE &
E13-(5-TEA[1,3. 41K =nk-2-3)-Bk-L #4] 166
FACA ) EAUAE T B 99 P H1 4 1-{(S)-3-[3-(4-BA- KAL) A5
T -1-AA )12 A T R K )-3-(5- T 21,3, 4] vk 2 ) Bt 55 35 4
0 &, REZKETFEAS)-2-BEAA-[3-4-FAR-3-FM-EFBLA)- KR T
-1-2K]-T -1-B5 3L B 3 AR (S)-2- B A A4-[3-(4-BM-EEA)- R AR T-1-4)-
T-1-B3sh e,
RAAELGE G EFRRGRTRA-REXRT ALY, AL T %
# & F 4] 167 B 168 1Lo%.
15 1-{(8)-3-[3-F A - R T-1-4-1- B X FA-ARXL-3-5-T A [1.34]
w2 K- k- 56 5] 169
A R RS KB 99 F 414 1-{(S)-3-3-d-RAR- KAL) &
HT-1-K)-1-B X FE-AX)-3-(5-TE-[1,3,4]-F vk 2-K)-BRed 7 ik 41
&, FRAZRAETFRAS)2-BAAB-FEA-RLHFRT-1-A-T-1-85 8
20 HARE(S)-2-RAEA-[3--RAR-EEL)- KA T-1-A-T-1-Be b g 3
1-{(S)-3-[3-3-BAAR-XEL) LL K T-1-A - 1-ZAF R HE-3-5-2
A-[1,3 41 =2 X)) k- E 364 170
HAA Y B RANIE K HH] 99 F H & 1-{(S)-3-[3-4-RA-KEHK)- R 4
HT-1-K)-1-2 X FE-AK-3-5-TA-[1,3,4]-F —rd 25 )- B b4 7 ik 41
5 B, REIZRLETRAS)2-AE-4DB-G-BR-EEL-RLKT-1-4)-T
-1-BF 3 B EAKA(S)-2- R A -4-[3-(4-RAR-FARA)- R T-1-4 - T-1-88 &
Bk,
R (S)-2-BH-4-[3-C- FAR-FEEL)- RAKT-1-A-T-1-BE B K
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H(9)-2-REA4-[3-(4-BAR-EEL)-R A KR T-1-K)-T-1- 882k, AEM
87 R & kB 171 149,
1-{(S)-3-[3-(4-RAX3- T RX-EEXK)-RAEART-1-K[-1-BATA-&

A 1-3-(5-ZR A A-2-F A 2H-mhed -3-X)-Bk-E 445 172

5 FAh A KA R 83 F #1 & 1-{(S)-3-[3-4-RAR-KAX)- %
HT-1-A]-1-2 R FE-AE-3-G-FRAE2-F R 2H-wbed-3-K)-Wk b 5 5%
#E, FRAZALETRAE)2-REA3-@-RRI-FE-REL)-RRAT
-1- |- T -1-BF A (S)-2- R K 4-[3-(4-RA-REH)- R A K T-1-%]-T-1-
B%.

10 RAAELGTERAETBRARGREA/F R RXTBREA-REKRT RS

B, AR T EEE KK 173 £ 177 0.

1-{(S)-3-[3-(4-BAX-3- P A -RAI)- R R A T-1-X|-1- L X FE-F
AY-3-(5-T K -2-F X -2H-vikrd-3-2)-Bk-F 4] 178

A A R AL T3] 88 F #18 1-{(S)-3-[3-(4-RAK-KEL)- R4

15 RT-1-R]1-2RFR-BK-3-(5-T5-2-F A 2H-wtbr 3-5)-Mk 88 5 3% 41
&, ARZRETRAG)2-REA-PB-U-FRK-3- T A EKEL)-RAKT-1-
A)-T-1-88 B BEARB(S)-2-RAE4-3-(4-BAR-KEA)- R AR T-1-4)-T
-1-BR Rk,

RAELGTERAAERRYERL/FREPBRA- RAXRTRMS

20 #, AEMG T xS KRS 179 & 183 A%,

1-{(8)-3-[3-(4-BAR3-FR-KEHK)- R EHT-1-£)-1-BELFRH
A1-3-(5-TA 1,341 =2 X ) BR-52 3645 184

A ) KA L35 99 o $] & 1-{(S)-3-[3-4-BA-KEK)-F 2
HRT-1-K]-1-2 R F XA RK)-3-(5- T A-[1,3,4] K =r-2-2)- B 69 5 % %)

5 & FRZLETRAS)2-REAE4-[3-4-RMR-3-FLA-KER)-RLHKT-1-
AT -1-B7 3 B 3 KA (S)-2- B A 4-[3-(4-BAR-KEL)- R ALHRT-1-£]-T
1B,

R E &6 F AR EIRAKA EEL/F R X TRA-RART RS
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M, B RN T 4| &EH4H) 185 £ 189 1Lo4.
1-{(S)-3-[3-(4-BM-F )RR K T-1-4]-HA}-3-(5- LA (1341 =
wp-2-3K)-Hk- 5364 190
FERBBH 3-[3-4-RAR-FHR)- LR THR-1-K]- B A80.100 £ %,
s 0418 EER)AG-LE-[134E =2 %) RA TR ELBO011 T4,
0.439 £ & R)4y DMSO % 18 18, RESBR T LBLEAKZN., A
B ER VAN ZABRETRF KL, HEHRRA DCM F 4 5% F B
K BB 6 2 AL Peig BT AR B] 1-(3-[3-(4-RAR-FR)-K 23R T-1-
A-AR-3-(5-T A (1,341 = 2-2)-F&. [M +H] 394.1
10 1-{(R)-3-[3-(4-AAR-F AR R EX T-1- A - 1-FE-AHEXI-3-(5-T 4
-[1,3. 4] = v -2-3)-Fk~ Fhb) 191
TEBHHFR)3-B-U-RAR-FEA)-RFHT-1-4-1-F A5 A8
(0.145 £ %, 0.569 £ B R)B(5-TA-[1,3,4]K=rd2- %) R K F B KL B
(0.142 £, 0.569 £H R)4 DMSO 5% 4 . 8F, RELBRTLRTLEA
15 KX, AHEKREAVARLZARETRARL, HEBARB TR
BE 4 AR 2] 1-{(R)-3-[3-(4-RA-EEE)- KA HKT-1-A - 1-FA-H
K}-3-(5-TE- (134K —vd2-%)-Fk. [M +H] 410.14.
1-{(S)-3-[3-(4-FM- X FIH)- KRB K T-1-£-1-BEAFL HXL3-(5-2
A% 350k 5] 192
20 BRAEH R RILEHH) 88 b 695 k44, 12 R A(5-TA-FrTu 3.
H)-BETHBARAEBERAG-CE-2-F A 2H-bed-3-5)-F 4 TR XA By,
RAELGBRRETERELE, ALEMGFEHNEEHHA 193 £ 19544
M. EAAHILT, RFAEMUBE5-TE2-FE O 3 L A0y 5
HEHE, FTRAIRATRAELSGRAMRSTRME,
25 1-{(S)-3-[3-(4-RAR-FEX)- REF T-1-A - 1- BEAFA-AHE3-FE
AP L4 196
B R R AU T 26 W75 ik &
1-{(S)-3-[3-(4-RAR-KAK)- REXR T-1-4)-1-LEFE-HE3-(5-T
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A-[1,3 4158 —nk2-2)-Bk-F364] 197
EHACAH R KA LB 99 T HE 1-{(S)-3-[3-4-RA-EAL)-R &
BRT-1-X)-1- 22 FR-RE)-3-(5- TE[1,3,4]- K —r-2-3)-Wk b9 77 ik )
%, RAZLAETFRAS)2-BEA-[3-G-BAR-EER)-RELKT-1-£]-T
s -1-BF 3 R AR (S)-2- R -4-[3-4-RAR-XAK)-RART-1-4]-T-1-88 3
B3,
1-{(S)-3-3-(4-BAR-FE ) R A KR T-1-A)-1- B X FA-HXK)-3-(5-3-
AR -2-F A 2H-wk ek -3-2)-BR-FE 4] 198
A R EAAAE 83 RS F HE 1-{(S)-3-[3-(4-BAR-KEK)- A&
0 FRT-1-A&]-1-2A FE-AR3-(5-3R A L-2-F R 2H-wbne-3-2)-Bk b F ik
# &, REZALTFEAGS)2-BE-4-[3-4-BAR-EKERL)-REHT-1-£]-
T -1-BE KA (S)-2- R A 4-[3-(4-RAR-FEEX)- R E AR T-1-K]-T-1-85.
1-{(S)-3-[3-(4-BA-KEFH)- K FEIHT-1-X]-1- LEAFE HE}-3-(5-
LA 2-F K 2H-vheg-3-K)-BRk-F 264 199
15 BALAH R RS E A 88 F H] & 1-{(S)-3-[3-(4-RAR-KEL)- R 2
HT-1-K]-1- 2 A FE-RE}-3-(5- T E-2-F £ -2H-sbmg-3- 30 )-Bk & 7 3% %)
%, TRZLLETRAS)2-REAPB-@-AAR-FEL)-REHRT-1-8)-T
-1-B% 3 B8 3 KA (S)-2-BAA-[3-(4-FA-KEX)- KRB T-1-4]-T-1-88 &
Bk,
20 1-{(S)-3-[3-(4-BA-3-F - R FH)- R ALK T-1-A]-BK}-3-(5-T X
-[1,3. 4] = w2 %) Fk- E 4] 200
% FABLA W A KL LK 192 F HE 1-{(S)-3-[3-@-RAKR-F X)-
REAT-1-A)-AE)-3-5-TA-[1,34]F 23 B4 5 ik 414, 24 A
3-[3-(4-FBA-3-F A- KAL) R R T-1-4 -8 AR 3-3-4-BAK-F
25 R)-RBHT-1-X)-AXHE, [M+H]410.2
1-{(8)-3-[3-34-— MR ELA)- LK T-1- K- HR1-3-5- TR
-[1.3. 41 ==k 22 BR-SE 364 201
HACE- M ) RANAE L 365) 192 F 41 8-{(S)-3-[3-G-BAR-FE)-REHT
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1-K)-AK)-3-(5- T A (1,3, 4] K =k 2-K)-BR e F ik 4%, 2R A 3-[3-(3,4-
ZRAR-EER)-RE K T-1-A - R AR 3-3--RAR-FE)-REFXRT
-1-A)-AAH. [M+H] 430.1
1-§(S)-3-[3-(4-RAR-FEH)- KA T-1-4]-1- LA TR FHK}-3-5-F
s Aol 3 K P K)-BR— FkbH) 202
B R R EHEP) 88 F G F iEH &, ARAG-FR-F T3
SFE)-RA TRMEREBRAG-ZA2-FAH kE3-£) RETHRE
Bs.
1-{(S)-3-[3-(4-BAR-XEHA) RAEFKT-1-4)-1- LA PR - HH)-3-3RK
0 A-BR- EHH) 203
ALY B KX T B 26 ¥ F E=H &

v
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