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R” & &;

R*° 2 ~CH,CH,~NH- (CH,) ;CH;;

R’ Z—-0H;

R’ & ~CH,~NH-CH,—P (0) (OH);;

EFECLTITR:
@)1 aAX 1 AWK T —BAKERYSBREALH = THERRE
Bk
(b) 34 A7 43 ik 6y AR ) 6L A AR M AT ALIE ) 84 5 = BR ALK SR BL L, 7 A%,
(C)MNEBARTHBX [EH.
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2. RAIBR 1 WF %k, AP HAETE ZBRILKERT MR
B R

3. RAIER L 5k, AP AETHE ZBRMKERT HRHEA N
WA EKZH 1:4 £ 1:15 BEAHIEH: K.

S RAER1LAFE APHEETE —BRAURERTFHBRRTE,

SRAER 1T, EAFPRETFTE_BRAUKRERTHRALER,

6. MAER 1 thF ik, £ FAAETHRIKERT A
BANGERTHBOREA SEERESIEER.

7. RAZR 1 WF%, APETR@F, RETH-_THER
REAS #9342 % 50A £ 10004,

8. RAIER 1 7k, £+ & () AMEHSEKTRETH.

9. MAIER 1 WFk, £ ¥R () RMH CLARR M LARRAT
.

10, RAER 1hF %, EFFRC AEZ—RETR, LT
B ik ge BLR AT R AT R AT 2 X | A A4 b4 R L BT iR e BLIR & 89
ik, MWZERTLEX 1LEH,

11. RAIBER 165, AP FTRC) FHFHX IREHLER
F 80%.
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Bo AL 48 RK B BR B AT A 6 O

ARREF
K AR,
AERT BRI BEBERREER R LSO RBEITE DG 5%
. i s, REP YRGB E & SO I R B A7 £

Jb
ey

A (#)4e dalbaheptides) 2 — £ #bdiEHBMEN T LAY
# % % (AW Glycopeptide Antibiotics, edited by R. Nagarajan,
Marcel Dekker, Inc. New York (1994)). X3 XF 28§ 2 3r kb &%
REFAZGREAN, FREBEZRMBBEDE. REARFIORE
M, FEABKREZRAZE A ERLEEZRHFEFTATETBAR
gk, PliFbREEEZ. FRBEFPARTEL, ZRAETEXTS
AR

Riti ek, WROEAREFTAREESEFER(RRL J. E
Geraci et al., Mayo Clin. Proc. 1983, 58, 88-91; ¥A& M. Foldes,
J. Antimicrob. Chemother. 1983, 11, 21-26). B THKRELEZLT
ARARELERIGRAR, T EEFFERCERA BT HERLEY
PSR RETE. RERE, CRESHBAED T AT EEEY
GG W, Bl & EE-2BmHEE (VRE), IR RARA ST HE R
LEEE £ & A $53% e (AR, Hospital Infection Control Practices
Advisory Committee, Infection Control Hospital Epidemiology,
1995, 17, 364-369: A. P. Johnson et al., Clinical Microbiology
Rev., 1990, 3, 280-291; G. M. Eliopoulos, European J.Clinical
Microbiol., Infection Disease, 1993, 12, 409-412; A & P.
Courvalin, Antimicrob. Agents Chemother, 1990, 34, 2291-2296).

AREAEFEEFNT A LBERELZRAR LI, Hle i
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£ B+ #) Nos. 4,639,433; 4,643,987; 4,497,802; 4,698,327;
5,591, 714: 5,840, 684; #= 5, 843,889, H4u474A 44 EP 0 802
199: EP 0 801 075; EP 0 667 353; WO 97/28812; WO 97/38702; WO
98/52589: WO 98/52592; ¥AZ J.Amer. Chem. Soc., 1996, 118,
13107-13108; J.Amer. Chem. Soc., 1997, 119, 12041-12047; #=
J. Amer. Chem. Soc., 1994, 116, 4573-4590 9.

BRAEEOHNE—ROELLT TR, 46 ThULBEK FHL
FEEEREENSWE T EFHELEELBEF Nos. 4,440, 753,
4,845,194, 4,874,843, 5,149,784, 5,258,495 = 5,853,720 ¥.
F b kAT WO 91/08300 F= WO 93/21207 +F.

RECHEEAZIHGAT, BAMARELZHAGLA AR
BERARETHRALDIDLLRABERITAY. Aibms, FEX
B kAT, SMARXRRSEGRERBEY, QT FEFF-
WOWBEY, FLEEARY THAZERF/REHEE. &t@m, AT
BXEHFGITED AR, EZARG LR ELSIGT L,
RAEFE AN HRXDKESTHD FRERG TN,

P &R %S

AL PR FFOBRBREMEDOG T, BT AHRL
HEEAXOREERFPRETHERLD D LLHE. ZAARE, A
KA IAE T AL B MRS &8 ik shAL B RAT L 9 T Uk

A F ML R, 4B AKK Y G kAT S A0 R B AR RS BB AT
WERKY THAREFA/REHE, ZEBRASHHE K S A
(4o 1. 2K 3A) RAERK, HERREELE—AXRZA (il
1. 2% 3 A) MELA (-POH); REHFETEZGE, LKFHHE
RARE Y. ik, BRSSP —ARAAABERERK, BRAL
OAh—ARBEARBL, FHER, BRLSDH—ADBRERK,
BAEOLS-ARFHABRELE, KA AMBELA. Tk, ZEEK
WAMAETARLE RO BRAGRRERK, LEHEXES A
BAX OGS —AX S AMBBE.
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Bt, E—Fhdeirdd b, BRAESHE C-XEHK L —A
A B (-POH) M BRI, XA FETHETHE, T4F
MAERTHREY., Kk, 2BBAARRKRET BB EE. BEX
wBgL C-Ampligd, S, BIBEEEE. Kk,
AEBEGERARLE S —ABEL, HAKEN C-K5 BB QIR
REGEBBETAL -BBERELF 2-BEA-2-BE L RAE.

AR —REGITED T, BRASHER-KH (EFHHIRL)
WA — AR BEABERL (-POH,) G IRARKFAR; REHFLTHZH
. SKRFHAXTHASEY. Kk, ABSEAGRKETELER
| R-ABMMATEAMERTE R-A% (FE3mR) Hhe. %
W, SBEBEEAMRRLLA-AMBEE. HAkke) R-XBSHBRA
MERAGIE N-BBTR)ATA. Q-2E-2-BBLE RTE.
N-ZFA-N-(BEBEFTEA)RFTE. NN-R(BBPR) AT AP N-(3-
BB R) &P A

ES—FRAdiTAS b, BRASHE C-Ritf -GBS
—ARBAMBEL (-POH) W BRARAK; RAHFETHRZHE, =
kR R AT W, ik, S BEBANRREL s — BB

# i 69 B AR AT A B R X T A
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R” 2 &;

R 2 -R-Y-R*-(Z).. R". -C(0O)R'&K~-C(0)-R*-Y-R"-(Z)y

R® Z-0R°. -NRR°. -0-R*-Y-R-(Z).. -NR*-R*-Y-R'-(Z).. -NR'R’
-0k AHARRAOA-AKRSEABBLEGR-FHY. A-EHAN
B3 B R

R % B & & . H§ & . -CH(R)-NRR° . -CH(R)-NRR" .
~CH(R®) -NR*-R*-Y-R*~ (Z) .. —CH(R®)-R*. -CH(R®)-NR°-R*-C(=0)-R" #v

A — A K A B BER 0 B A R 8 4L

AARBRIREAGERE. RAGERE, BHEA RRAHE
W, I B e UK 8 T AR 2R R B9 AL

HA R RO HEMNE. BRA RROGERE, BHA
BARGEHL, ERAFRKGEREERGH, EFEHRAE LA
B, ROARR LB,

HARRIEA WA B RASARE. HE RRGHE,
mA . BRI RE. FRA. BRAMFEL FHE RRAFHE
2R, A, LmrAA-COR AMEIH;

f:r/\ ROk B did. AMEE. HE RAGHE bk
A RAR A, FEA. RAMRRE HHE RRGFHE

Je 3 3 Ao Je BN 2 BR 0 4L

REAZBEE;

A R R BRE, BAGRL HE RRAOHE RE
BRI e ik, RRA. RK%%F% HWE. BRAMIREA. T,

LT EE 'S &

R 2 N-ik 69 RAAE R N-E 30 R

BAY BRIk HEA. K. -S-S-. -NR-. -S(0)-. —S0.-.
_NR°C (0) - =0S0,-. —0C (0) —. ~NR°S0,—. ~C (0) NR*~, —C (0) 0—. ~SO.NR"-
-S0,0- . ~P(0) (OR)O- . ~-P(0) (ORINR~ . -OP(0) (OR")0O- .
0P (0) (OR®) NR*~. —0C (0) 0, ~NR‘C (0) 0~. =NR°C (0) NR*~. -0C (0) NR"-,
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—C (=0) —F»~NR°SO,NR°~£8 2%, 4 4

FANMIBIEREA., FR. FEA, KHEL, XA flemi,

S
S

H

x 2 1 2;

RAHFETESGE, TKRFMERGTERED;

E&EHE, RPRESA-AZCE-ARSABRBRLHRRAL.

% H,, R & ~CH,CH,~NH- (CH.) sCHs; —CH,CH.CH,~NH- (CH,) sCHs;
~CH,CH,CH,CH,~NH- (CH,) -CHs; ~CH,CH,~NHSO,- (CH,) .CH;; —CH,CH,~NHSO,-
(CHy) 1,CHs; —CH,CH,~S—(CH,) sCH;; —CH,CH,~S-(CH,)sCH;; —CH,CH,~S—
(CH.) oCH; ; —CH.CH.CH,~S-(CH,)sCH; ; —CH,CH,CH,~S—(CH.)CH; ;
~CH,CH,CH,—-S- (CH,) s~CH=CH- (CH,) ,CHs ( B X, ) ; —CH,CH,CH,CH,~S-
(CH).CHs ;  —CH,CH,-S(0)-(CH.)oCH; ;  —CH.CH,~S-(CH;)¢Ph ;
~CH,CH,~S- (CH,) sPh ;  —CH,CH.CH,-S-(CH.)sPh ; —CH,CH,~NH-CH,~4-
(4-C1-Ph)~-Ph ; —CH,CH,~NH-CH,~4~[4~ (CH,) .CHCH.~]-Ph
~CH,CH,~NH~-CH,—4- (4-CF;-Ph) -Ph; —CH,CH,~S-CH,-4~(4-C1-Ph) —Ph;
~CH,CH,-S (0) ~CH,-4- (4—-C1-Ph) -Ph; —CH,CH,CH,~S—CH,~4-(4-C1-Ph)
-Ph; -CH,CH,CH,-S (0)~CH,~4- (4-C1-Ph) -Ph ; —CH,CH,CH,~S-CH,~4-
[3, 4-=-C1-PhCH,0-) -Ph; —CH.CH,~NHS0,~CH,—4-[4~(4-Ph) -Ph]-Ph;
~CH,CH,CH,~NHS0,~CH,~4~- (4-C1-Ph)-Ph ;  -CH.CH.CH,~NHSO0,-CH,-4-
(Ph—-C=C-)-Ph; -CH,CH,CH,~NHSO0,~4-(4-C1-Ph)-Ph; X —CH,CH.CH,-
NHSO,~4~ (33-2-%)~Ph. 4k, RO:EZ 4-(4-8FKB) FHER 44~
AFEK) FA,

HHBREE, BRTEWZZIHGX ITAEH, L FREA
R™ ;2 ~CH,CH,NH- (CH,) «CHs; R*Z-0H; R°RZ & BBt A IR L; A
HFEETEZHHE,

A5 —#E5RaEY, BRTEDIIHGX IHEH, LT R
£ 4; R Z-R-Y-R-(Z),. R'. -C(O)R" X-C(0)-R*-Y-R-(Z); R°'Z
-OH; R’ % -CH,~NH-CH,~P(0) (OH)»; R A ZHF ETH ek, |

FRUEYREFTHZXAREN. RRVABERLEDFETE
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FaiRERAAILADAOT X — QL AALIWEAETALEN
AERASH— A —FTRHELE201F501 AR IHHERBHEENE
HEH Wik 25 % 09/847,042 F, EATFAELSASERMESSZE,

HEE C-RKAH A AR S A BB 6§ AR IRA 69 45 Ak 89
FOEEAEAREPC-RBRRAGREERESSABRLAGELSL
SMAB Ik,

HEE R-KBEOAS AR EABEBAGIRARERAR GRS 7
E O BT R-ABARBRRGREERE ES NG BHBLY
A WIB e, A48 KA % + #( vancosamine ) 8 A K 3k AU AR M,
BH—FFE TR~V T oEAIERBRAT LG T
T He R R K3 2T B ey By AR SR FEK,

B B C- Rk AR GG ¥E IR B 7 sk LIEAT AT B Ag L F C- R £
AR ER, B &K R-K AR 8 K 6 77k G647 £ 2T B 6
o R-Ksp A RBRAH (FFA) REBIK.

%46, H&RL ¥ RA-OH. R°Z-CH-NH-R*-P(0) (OH).. R*"Z&A.
R® Z-R-Y-R-(Z),X-RTAR. R R, V. ZH# x R A XA ELHX
ISR ELCLT I F K

QBRI oWXEE, EFRA-OL R RPFR°ZA, AKX
HC (0)-R* -Y-R'-(Z), 3 HC(O)R® B3& BHAL, L ¥ R F# R" 45
REBRE—ACHL-ELHAMG &R, £RX I EHRLE, L PR
AZ-0H, R&R°Z4A, RPA-R-Y-R-(2).X-R; #

()4 ¥ % (a) FH 5 Petf HLN-R-P(0) (OH). R &, AR X 14
AH g, L RZ-0H R°AZ-CHNH-R-P(0) (OH), R*ZH, R”
2 -R-Y-R"-(Z) . &R,

kikey X I HmKAS S TR INT, ¥ RIZA.
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21 ke X I4eW

] R’ R® R
1 Bt VRt H CH; (CH.) sNHCH.CH. -
2 B A T RAE H CH; (CH:) sOCH;CHe~
3 BB ¥ R H CH; (CHz) sSCH:CH.~
4 Bty Rt H CH; (CH) 10—
5 BeE AL H 4-(4-REK)FA
6 i RS H 2-(4-(- X H)FRLTA
7 L PR EE S H 4-(4 -RERP)TA
8 BBt AT AL H 5-(4 -8 BE) RE
9 - s AR RE H CHs (CHz) sSCH;CHz—
10 - L -2-BEA T H 4-(4-8FE)FE
EE 3
11 OH CLIAEIENE CH: (CH:) sNHCH:CH.~
12 OH CIAEIEAE S CH; (CH;) sSCH.CH.~
13 OH CIAESENES CH; (CHz) s0CH;CHz~
14 OH G NEIEAE CH; (CH2) 12~
15 OH (BHBTE)ATE 4-(4-8EFX)FE
16 OH (BHmFER)ATE A 2-(4-(4-REKR)FEB)TE
17 OH (BBFR)ATE 4-(4 -REF)TE
18 OH (BB FR)ATA 5-(4 -fERX)KE
19 OH (BBETER)ATE 3-[4-(4-RF AR FREIRE
20 OH N-(2-2 X -2-BB T A) CHs (CHz) sSCH,CH—
ARFA
21 OH N-(BFRA)-N-2-B % T CHs (CHz) eSCH:CH:—
R)RTE
22 OH N, N- (BB R)RTA CHs (CH:) sNHCH,CH~
23 OH -EEALRTE CHs (CHz) sSCH2CH.~
24 OH -HsAARTE 4-(4-8EER)F A
25 BEt A WAL | -CH-N-(N-CH-D-#) #E &) CH; (CH,) sNHCH,.CHe—
26 OH CLAEIENES — (CHz) sNH-S0.-4- (4-F % &) X &

CERAAINARBRELSWESFLDBLHN, FoPbK
LAY THRRERF/REEE. R DL BB, B35 KA

10
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SAERM AL S TR MmBERG SR G CT, KL% 5 AHE
L HE . AKX RSB RACE Y B0 E I e T A B SR A
SRR IAR Y THARRERM/RRT THEFE, A TE
MEZ BB T RENGLS IR T,

BRAXPH EHRF X, BARGBBEMEDTHB R EEX
WAL, AR TREELHE_UHEXGERVORE. $HAR
BEECHERET Rk k BRI, #de TosoHaas (Montgomery, PA),
Rohm & Haas (Philadelphia, PA). Mitsubishi Chemical Industries
Ltd. (Tokyo, Japan)#» Dow Chemical Co. (Midland, MI).

WA E R S LkEaR, ARHEREXDES 20un 5% 800pn
ZRMGERN, LELEY 50A 5% 10008 X FHREA.

K Z Py shAb o ik 36

B —BAKERERELH —CHEAERRBER, ZEROS
¥5 Bk B BR B AT A W0 o MOME AR LIE

B ERGAIERE —BAKE RN, REROCERERNE
F, BREME,

IR R A B P S AL AE AR B B B AT A

AXHAGAE “BEFNEN QETE. LB, Ak G
B, A, EAB. ETE., FT8H. TLR. wakwFiEMN, €
MAAARS KO KER, REATEHRREG. KEGHREHHEN
RVE. LB, FRBEFLRE.

EAOTHRAS—B5HE_KERVBROK LR, ZATR. BB,
. BmER. ATALYR, LERAFSBRIMLLN.

P AL A RAE B AR C T kBN, HldE TR,
RERRBEZIAKL/RTE, Tk, 2BFFOEF - REITR,
Eh BB AmEMmT, KABXEOH ZCHEARKE, BHaski
FHRELGHER, ATTBTD.

E—# Aok, Katigs ba, SRk ERME, BHEEE
# 3% (TLC) #» & JE & #0 &, 3% 3 (HPLC) MRk e) A L. o0 & LW

11
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LERFHREALESTHEREGRS., ARARKPGTE, 2
15 3| 4h E AR T 80%0Y M Bt A b AR AR A
V&R R XA

AEXPFEHBARS D, XEALEDROLE-AREA
B —ANAREIABBRANBRREGERREZITED. EHELED
B, FTHARELATHNAL FAIETRI.

Z 3L

K& “BR” AF—HAR I BB EE, KARAA 1 E 40
AERT, PHRATLEZIOARRT, #MmERLEIEZO6AKRT. &
Kok, 2h Ef/A. FAE ETE FTHA ETE
ERK, twkEE.

RiE “BRAGERE A7 bmaXeakit, BA1E8ARRK
A, i1 25 ARKE, FHhE1EIARNKE, RAWRAL.
BRAMBEL. FREA. RAGFRA. RHEE RAHOTHLE &
A, AL, AL, A4, RAMRL. RARE REABRAE
aisimi. BRA. R& 8% 2 WL AKR®RAL ﬁ%
BAEE. ARTAE. AREFEAL AREXAL #A AR
BEL. BRAGEKRBERLE. FA. FRE. EFE RFREL ¥
wA. xmAlk. AL rEARA. A, -S0-xE. -SO-R
ReEk, -SO-% 4. -SO-ZF . SOk, -SO-~RA ML,
~S0,~3% A& . -SOH. M A-S0,~F 5K A mé 4.

KiE “BRA” AFHA4XR ISR, KERAA 1 E
40 A BT, ik 1-10 ABRTF, £Hhik 1-6 AKRT. EA#E
B4 A B P A (-CH-) . A (-CHCH-) . ERAFHK (Hid
~CH,CH,CH,~#=—CH (CH,) CH,-) %

*w“ﬁﬁ%ﬁk%”ifwimkx%ﬁ ek, BA1E5 A4
BARL, ikl E3ARAKLE HAWBAL BRRGBEAL Fk
A ORAGTEA. FHEL RAGFREA BE BRRA. BAL

fA. RAMAL. aiAmi AAmAL. BAZABRA &EA

12
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#X. 8%, 2L BA ZAREA BERFAL AREFEL.
BARERAE, B AREAL BRROGEKRELL FE F&
K. FX 2384 3Kk x8f 2RAE BEREAAE.
A, -SO-ik. -SO-RARM A, -SO-F K. -SO-%&£F K. -S0.-
ﬁﬁ“—wfnﬁ%ﬁg‘ﬂwﬁﬁﬁrwf%%ﬁﬁm%ﬁo%ﬁ,
EERKGERRAOGELPZERA L 2 AMABRREABEHR—AXE
ATFH A Mg AR ik, RRMREA, RHE. BRGIFHE.
FRh. LmARLFRA BRERAMASLS. ik, XEHAESGHEAR
SH1E3ARSHREN., 5 RERARGERAGHEZIHHE
RE, AT 1E25AEREABRTFHEA. ARX-NR-RE, AT RRA
A, BRROEEAGEAARARETEA(-CH(CL)-). RARTE
(-CH(NH,) CH,-) . 2-% % % & & - #4k (-CH,CH(CO.H)CH.-) . L AL
Z & (-CH,CH,0-CH,CH,-) % .

K& BEA” FF-BRA-FAP-BRRAGERE-FE, EF
Prhk. BRRAMERAFFR I W AIHENEY, BERFT AR
¥R, OXTEF.

K& AL EFRA-O0-. HA-0-. FEA-0-. FHE-O0-
Fote -0, EPmA B FREA KHEEFEEAR AL
8. RkOBRAAZIEL-O-, Aol TaRL CAE ERREL
pREA ETARE. RTAL. HTHRA EXAR. ETALK
L,2-—FPEATEREF.

AiE CBRARHBEAL ATFRARGKE-0-. RAAGHL-0-. K
R BRI -0—. B, 89 ZR 4% 2 —0- A IR 8 B 2 -0, b b IR #g 5 K
B 85 L. ORGSR, TR 6 SR A A RO 6 B B R A ST

KEBABEL” AF-BHE-0-RA. BRA-O-RAGIE.
B G ERA-O-EARRRY BRA-O-RARGRE, L PRE KR
REOEE, BEifRARN EREL AL ELY, Ktz

GAEZBREA-O-BL, HleHEFETEKL(-CHOCH), ELAT

13
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A4 (-CH.CH.OCH) . E % 7% X+ & & & (-CH,CH,CH,0CH (CH),). & F &
BT & (-CH,-0-C (CHs) 5) %

K& “REABRBEL AF7-BA-S-it. Brit-S-BAH
A BRRYEREA-S-HAFRKY BRA-S-BRAGRLE, L TE
BAAREA, ERAFPBRRGEREAZ KA EZLHG., Kkt
RREEAEARERE-S-RE, Al b ETTAARTAL
(-CH,SCH) . & T A A P & (-CH,CHSCH,) . E . AEF AR &AL
(-CH.CH,CH,SCH(CHs) ,) . & W7 3 ik, T & 2 (—CH,SC(CHs) ) 5.

R “BR AF—RNABRIEREFEL, KR EA 2 £
WARRT, FHRE2EZI0NMKRT, M EHLE2 £ 6 A AKET,
FHBEEEFIANA KL 1-6ANACHEEFREPLE., REGHRLOE
¥ & (-CH=CH,) . iE &% % (-CH,CH=CH,) . 5 & % & (—C(CHs) =CH,) ¥.

RiE “BROHFRX FFx bR XHEL, BF 1 £ 5 ABRK
A, ki1 23 ARKL, ZAHREL RAMBAKL. wRA.
BRARWGIREE. FHA, RAGFHEL. BEA. BRARE. BBAL. &
A, BROGEE. fiAmA. RABRAL. AEAARERL FEA.
4. BE. 24 BA BARRA A BARE AKRFAE.
REFaE BREFEL A ARBEAL BRKGAKZER

%
X,
o3

>

B

(=

A, FR. FaA. FE. EFEAE. LxA AR BEARK
R orEARL. A, -SO-wA. -SO-BAMRE. -S0-F K. -S0-
e A SO~ kA, SO -~BAEGEE, -S0—F K A-S0,-F 5 KX 4 &
4 41,

Rig “BHLA AF_HABRIBRBARE, KARALA 2
ZFAAMERT, FHRA2EI0AKRT, AMERE2 £ 6 NMER
F, FEBEHEYV IA KR 1-6ATHETEFIEE. ZREH I
H E ¥ K (-CH=CH-) . & & % X% F M 4k ( #) 4o ~CH,CH=CH- #»
~C(CHs) =CH-) #.

XiE “BRGEHL” A7 bz LR, BA1E5A
WAL, it 1 £23ARRKA, AAHREAR RRAREAK. Ik

14
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A, BRA A, RBEA RARGRHA, sk, BERA. BAR.
KA, BAMAE. fABRE KRASEL ALRASE. BRA.
A BE. BA O BA BRARE BRFEL. BRALRF
BAEFEAK. A ARBREL RRGBEKBRL. %g\%i
A RFR EFERA 2xA kxAk BEEARA REA
B, -SO-B Ak, —SO—Hifﬁééﬂﬁzﬁ\ -S0-F ¥, -SO-F ¥k, -S0.-
JE. -SO-BAR MBI, S0~ FHF-S0-FFHAARey4. 34,
BEBRRGEHLOELAFTZEHELE 2 /ARREBEHAR—IK S
ATHRABAGARLE: sl BRARGIRRR, FHA, RAGRE L,
FhR. FFREXEFE 5RRHERE.

KiE B RF—HRiEfR, KEBLA2E40NMERT,
FPHRA2E0AMERT, M EXL2Z6AKRT, FBLEAZY
1A, R 1-64ACHk (Z58) RiafiaE., KA EOGETRE
(-C=CH) . & # (-CH,C=CH) ¥.

AiE “BRGREL Frebmeslanrlt, BA 1 £ 5 ARK
A, %1 E23ARRKRE HAGBRAL BRAGEBEAL. %"£
BAMGTEA, A RAGRHE. A, BRA. BAK.
A, RARMEL. RABL RABRAA. ARARABRKL, %ﬁi

\
Bt
S
iad

fA. B, 2E. B4 BARA BARFAEL AREFAREL.
%K#ﬂ%% Ak, RREAL. RAOBEKARERX. FE FA
. AR i(.ﬂ S ﬂ:);t_‘ mﬂ:ﬂgx 7R AR, Ilﬂg-ﬁlg\

AR, -S0-¥% }t‘ —SO—Hi4ﬁé§£%§§‘ —SO0-F &, -SO-%F £, -S0-
Bk, -SO~EAR ekt —SOz—%gﬁ“—SOf%’é%géﬂﬁké{Jéﬂa

RiE“BHAE A F_HREFB, RERAEA 2 £ 40 AERT,
FHRE2EI0AKRT, M ERL2Z6AMAKRT, FRLEAZY)
1A, R 1-6ATH (=8) Rl E, KRANERAGGETL
e i (-C=C-). ZP& K (-CH,C=C-) ¥.

A& “BMRGEERL” k7o bz Lkt BA1E5
B, it 1 23ABRKRE, AHBRAREL, BRRAGBRAL, %

15



02816615. 9 oM P FE13/4m

A BRGREA. KA. RROFEBE. L. BEX. AL,
RE. BRMEE. fREABL REABEL. AAREBA. 2L
fE. 0F. 2A BA ARBEE B2X BARE ARFAL.
BRRLFEE, ARLFEAE. A ARBEAL. RAYEKEEL
A FR FRA EFA AFARE ExA ExAK BAL
X, BrEERE. AL SO, -SO-BAMRE. -SO-F &, -S0-
R, -SO%eE. -SO-BARMBRA. —-S0,-3F E A -S0,- % 5 A 4
4, |

K& “BEL” A FHC0)-. RE-C(0)-. BAMRAE-C(0)-.
%%ﬂm%‘ﬁﬁﬁﬁﬁ£{w%‘%ﬁ%fm%‘ﬁﬁﬁﬁﬁi
~C(0) -, %%%m%‘$%%£m%#%%££m%,ﬁ?%g‘&
Regre i, A, BRARGFRRERL. FHE RAGRHR, FE,

ﬁ%%m%%x%$x%kx%,

RiE “BAL” X “REEKL £F-CO)NRR, L ¥HARBZL
WEEA, A, BRARMRA. FA. FA EFxEA XFELFTHEA
REBMARLZLTFE (FlddakfRit), LA, RAGRE. FE,
ZeF R Ao KA R o KA L.

K& “HAEBE” £F-NRCOOR, ETHARBIRBZA. KX,
RARMEE. FA, riilxmid, LbirE RRMRE FE

f%#$%£mﬁ$xﬁkx%u

Kz “REABEL R “BAAKBEAL K F-NRC(O)OR, A
HARBIHEL. L. BRReRE. FA FEILExE X
Pk, BAWRE. SR AFARERER LA ELY.

Ri&E “BARL” kT %C@W—Hﬂﬁ“ﬂbﬂm& S

—C(0)0-. BARWGFEA-C)0-. FE-C(0)0-. £FX-C(0)0-Fr
#FA-C(0)0-, Hdrik. BRAKHMK ﬁ.ﬂV%‘RK%%F% %K.
e E R Ao LI R o K LT,

KiE “FR” 2762204 ABRTFORBRFARERLA, A
¥ (FlmERL) REAMAEGRK, EFEF—ARLZFT#HE (F
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wmEA —AERA. HARER) . kIR aiEE BREF

BEZHFEABRETLGRE, ZEFEATUATHRRA 1 £ 5
M it 1 E3ARKARK, S adBAL. BX #A. BE.
EE. BrAEA. BA. A mEA FHEA RAORE. BRKH
BEA. BRAMGBL, RAGEL. RARMGREE. ALK,
A RRGEL. fARA BAEL. BFX FA FAE A&
A, A mARE KA. K. AA FFE EAFRE E
wEk. kpaft. RABRAL A‘BAE. %%& AR AL,
BRAGBERBEL. ARTFAEL ARLFEE. -SO-RE, -SO0-K
Regke ik, -S0-3F %, 40#%% ~-S0,- %t i . smmﬁ%#%
S0,~X R, -SO-L A=V hakwa KAGFERRELE
%%E\k%%\@K‘%i\ﬁﬁ‘féﬁgﬁﬁﬁﬁﬂin

K& “FRA” AFFE-0-, APFAR W ERMEILY, &FT
RABARGEL, LR EAALH.

KiE “BER” AFM EHELAFE (QERRGFE) 47
AW AH, Fide 1,2-®%%, 1,3-BXEA, L4-BEXE 1,2-
FEEF.

A& “&L” £ TF-NH.

RiE “BRMEL” AF-NRR, £ +HA R BImZ AN, K
A RRMEE. Feid. RAGFEL. HEA RRGHL KA
A BRARMFEL. A RAMARE FA EFEAEREAR
6, REHARFHZA.

AR ATHERAALMD LADLBALR (4= Ala,
Arg. Asn. Asp. Cys. Glu. Gln. Gly. His. Hyl. Hyp. Ile. Leu.
Lys. Met. Phe. Pro. Ser. Thr. Trp. Tyr 4= Val) . AARFEN R
ABme ML AMRA ey, Al (HeidRBT) . IS
(Bl R AR, BAR. BAR. FRAKR. WART) . BRAH
BE (Bl fiB. 285, TAAK. FHRAR. XLRA8. X
AR, BAB. FABE. HABRFHART) . KFA (HE
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XARBPERBRT) . BRROFREA (A EBART) PRI R
X (Bl HmfBTy) .

K& “H K % 7-COOH.

Ki&E “C-Ksb” BHABRNERGRFTAALLSEMG S, 4
o, 2FXIOEK C-ABAHRAARRKYEE.

K& “ZHRABROEL AFHBHAARERRGRE. BRE
4] 4o €1, 3 —CH, (COOH) CH,COOH #=—CH, (COOH) CH,CH.COOH.

K& HREBRE R BARBEEL” A7 “-C0)0-kik” . “-C(0)0-
BRAWMEE” . “-CO)0-FKEA” . “~CO)0-RRAKMIHREL”
«<-CO)0-HA” . “-COO-BRARHHL” . “-CO0-BL” f
“«_CO)0-BAML” , AP, RAMKE. k. RAHIK
A, BA. BAROHA. RARBRRGREEZT A ELN.

A& ‘FBRA” AF3E20AFRTFHRKEE, BAE K
HEAHONIR, BERRAF L OELEREN, FFAE. KT
A, RAEA. BFRAE, RERLEH, FeeRRESF.

K& BROFEL AFEA 1 EZ5ARARE. KE1 £3 4
RALGTEL, RALAZAGRZRAL RRGEAL ARE R
R FEE, A, RAMGREE, sA. BAE. BAL. &E,
BARMEL. AARL. RABAL ARARABE. REA KA
HE. 2A. WA ARELA RA BARE ARFRE. AKX

A, RRLEFAL. k. RAEAL. RARGARERE.
FRA. X fFa A, fmi. 2xAL EEAREL
aA. AA. -SO-BA. -SO-RAMEE. -SO-F K. -SO0-3%

. =SO,-k i, -SO,-Em AR ek, —soz—yf%%w—soz—%%géﬂﬁi%

B WO N R
°%¢ﬁ%¢%
W

K& “TEHA” A74Z 20 A8BRTHRKREE, BAE—HR

FeE AN R L. AR AN PP e GAER T 2K
FRR-3-M A, FRF-3-HAF.

RiE “BRAMFHRE AFAA 1 Z5ARRKREA L1 £33 4
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BRREAGTREL, RRAZATRAL. RAGEEL. KL R
Regsrbik, sRmE. RARGRHA. Bk, BeAL. BtARE. A4,
BRARGRK, fRABL RARAE, RARERE AREA. AL
i, 24, WA AREL B BARA AEKRFAE AKX
FE A, BRAREFAL. A ARABRAL. RRGARBAL.
Fh, FRA. A 2FAEA. ExA ExmAR BERA
raARE. A, -SO-A. -SO-RAMKAL. -S0-FK. -SO0-%
FE. -SO-E. -SO-BAR L. —S0,-F K F-S0,-F F XA
A,

KiEF “BR” X “BE” ATR. A Bk

“HARBE” 274 1-4 A AT X6 g R B RR ok
L HARE, XEIREAATARZMARXFAG. KEEQRK
At f WA, 3-R+tokA. 12,12, 12-Z R+ =k, 2-
#FER. 3-8-6-REAF.

RiE “2FR” A7 12 15ABRTHFTHRER, AE) AR
(R ABE—AREGFR)ALA L E4ALAR. APRGERT.

BAESH A FARMKEZLHRE, XERFATATEREHK 1
E5A. ik 1 E3IABRKEARK, HAWBAE, AL HA &
A2.omA BREE. HA A A FHE RKARE. R
Regrai. RRGHELE, BRMARL, RAGRIE. RAHIRE
A ORA. RAWMAL. fAmE. AL RFA FA FAA
BRA. 2A. BARA A BR. AE E2FE EFAEL
rxi. xaik. fABAL. AABRAL ARRAL BRAH
AR A ﬁ AR FAE. BARLFENL. SO, -SO-RAHMI
A, -SO-Z A, -SO-ZF K. -SO-kKk. -SO-BAME. -SO.~F
ﬁ‘ﬂw%%ﬁﬁzéWgﬁﬁ%ﬁo%ﬁ%%%ﬁﬁ%@%%i‘
BEA. KA. A4 A ZATARERKRBRAL. XELFEAT
AEAE IR (Flekm AR xdi) XEAREHR (Fldevgl
g A REFEDL) , hrmiFhbaienwh, i hkwhi,
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“RFmE AT (FR)RE-, AP E2FEAPIREAR o KA
ELH., REMEH O 2- o TRAE.

K& “RFARKR AT FE-0-.

RiE “BRFE” AFKRp XL FE (LERKHE
%)Miﬁfﬁim,m%&&ﬂ%%ﬁ\&%ﬂﬁkg‘L%ﬁé
dhk, 1,8-Edwki, 1,4-BXIfekvhik. 2,5-Eubwe ik, 2,5-E7
R F,

KiE “BI” R LA AF—MaFA R ER, BAE
—WHRXSAMENR, BA1EZAOANAEKRTAFHANLZ 10, &K
*1ZA4AN%BE8. . Bf/REAHERT.

RIS H LR ARARLEZ UHRY, XERFETATEBE 1
E5A. Kt 1 E3IARARARRK, 2AaHBRAL BRAGEAL.
Tk, BRAGKEE. WA, RAGRHE. B, BAL &
A, fA. RASAL. fAsE. KABRAL. RARARE
BRA. R BE. 2L WA ARBA BE BREARA A
RERL. AREFERE. ARLFEL. L ARBEAEL EK
MEARAL. FA. FAA. £FA. EFRA RFE RER
E. AR A. BEARE. AE. -SO-RA. -SO-FAMEE. -SO-
EH . -SO-R T A, -SO-EE. -SO-BRAMEA, -SO-F A, AN
(=0) Fo-SO~ e TR MR M, ZELHKATARLA L —GHR S NMHA
SWER, Rk Ao o REA. RWAF.

SR F AL OB RR TS, Kok, wbed, db,
dhvk . wERz. kA, BlwRvA. IR, k. ik R, B%.
duk. dbak. Bk, KA. BEak. ek, vk, R P
wEok. 3Evz. TUR. Ekvk. FEk. wrdk. Frdek, 9%, R
A owkedkdn. shebuk, VRO, RE. AR, kR A, A,
wEKwAST, AEALSA N-BRAL-EMFIK.

Bk RREMAA “BRASH , CEAFHERO-ERTNLSE
B, B —AXRSAX-CH-) A-IHELEA, L P aFTARKT 2,

o
i

I8
R

X

)
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AEFREBERTTRARZ O, N. SK P, BRALSWE FH bl 63
[-(CHy) s~NH-1s. [-((CH.).~0),~ ((CH:).-NH),]%¥. &%, X EARAL
SMTUREREA4ZIOANLRTFREEAOANMKRT.

RiE “FHEKL” AFLEHE-0-,

RiE “BARRILARL” R FRIEE-S-.

RiE N-R#b” EFABKNZAABAL 0, b, £2TXII
K, N-KkRABAR R Fo RO ARG E.

K& “BABAL K “RAZEBAL” £F-0C(0)NRR, 3 ¥4
ARBIZA. RA. BRRKE FE RFEARETE, EF
A, BRI, FE FFTEFETER AN ELH.

RiE “BpdiL” & 7-POH,.

RE “BEBmATRAL” £ F-NH-CH-P(0) (OH)-.

K& “BBATFTREATE” £ F-CH-NH-CH-P (0) (OH)..

RiE “HARBHW RAHFBRALY, QHEERLDIT RZALNHL
AAERE Y ERLSOB S Y. H o5 A Remington’s
Pharmaceutical Sciences, 1980, vol. 16, Mack Publishing
Company, Easton, Pennsylvania, 61 #= 424,

RiE “R-K3#%” EFBEBERHZLABRR L. Hlde, XTI
MR, R-Rsk ZA4AH RBRARMGIE.

KiE A ATHEN. ERABRRGE-—NE, Z0HEFY
BEERT (KREZ2WEFRAKRET) BEHEKRILAEHENE
¥, GRELHEAARAGREE. RABEA O THE, FloD-F
BHAE. D-HERE. D-AB. D-FABE. FEE. S-HTFTE-7THE. 3-
¥ -F% EW. 4-%-F ¥ M. acosamine. actinosamine. i % # MK
(daunosamine). 3-#% - #4Ek. A I (ristosanine). D-# #
Be. N-PA-D-##Eh:. D-HBEBAR. N-LmA-D-RAHHE. N-LE
E-D-¥ B, sialyic acid. L HBERR. L-2EHBF; XB5E,
4] 4o D-HiAE X D-FT 3540 45, BHE, #Hlde D-HEHER D-R4B, =8,
#5ldm 2-0-(o-L-F & e &) -p-D-kwh & H#. 2-0- G- W -o-L-
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7R ) -B-D-kvh W A AE. B, ABRLTE: MTAY, bl
B, B, B, RRAL BRI, BEA 2 E 10/ M BEAERE.
B THZENMAN, IEBEAFTANZFEPLELRT, BTRELE
MEFRFH X, XFREAHCMNGmBElX.

K& “SHEAAGBEL AFRAARABRREGEL. RERES
ARANHOIE L-F 8. S-MPE-FH8B, 3-R-T &k, 4-%k-
% & K. acosamine. actinosamine. ¥R, 3-F-HBiFEHEk. A
MR, N-FA-D-H) a5,

RiE “BHREBHIRL ATEHAAFRERG—AKRTE
B —AFE IR,

RiE “LhFHEKR EFRLTHNSD T RAARR_EN, &
FAAMAS>TFROF—HLEY, ETARG—RKEHHRTEZ
ARGHFXELRAY, RRAAFTESF —REBTHRTERTE
AR TERFORRAL TS THRT (HldetsiFhk,
e AR AT FHIAK) . Flde £ Morrison #» Boyde Organic
Chemistry, 1983, % 4 #&, Allyn and Bacon, Inc., Boston, Mass.,
p. 123.

KiE “#hBB” A 7~X-SONRRAH, L FHEARBIEZA. &
A, mARMEE, FA. rARLmA, RdRA RKORE
e ﬁxﬁ"—rﬂ'fimﬁni\iﬁﬁkié@

A& “#H K~ %k +-SH.

RiE “HmRBEAL” AF-S-HAE.

KiE “BRRMGHERBEEL” £ F-S-BAMHLAK.

RiE “BRFEL A7FA-S-, AFFEARL EAEILY, &
BT RABAATA, LA ERENA.

RiE “BREFEAL R EFAS-, FPRFEXLEHREX
#, GIETRBRARGFE, LA EAHELH.

RiE “HRBATER” AR TERTALREKRAES Do QIR
(-S-). T (-S0-) A=A (-S0,-) .
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ETHEMEA—ARSABRRKREAG ERLA, SR TAEHIE
KA RS AN R LRy kR fa/ XA m B R T AT 69 A SR
FR. Ft, KARAEY QIEMA B X LA IR F 26 K
5 S H Ak
“BERk” A FEK (#ldm k) 4% (dalbaheptides) , ¥
THEBARRN S KRB AREN, PleFTFHEE. QHEER
UM B Rk B T vk &2 W "Glycopeptides Classification,
Occurrence, and Discovery”, Raymond C. Rao #» Louise W.
Crandall, (“Drugs and the Pharmaceutical Sciences” Volume 63,
edited by Ramakrishnan Nagarajan, published by Marcal Dekker,
Inc.). EReEAKEFAAFAELBEAF No. 4,639,433; 4,643,987,
4,497, 802; 4,698,327; 5,591, 714; b, 840, 684; #= 5, 843, 889; EP
0802 199: EP 0 801 075; EP 0 667 353; WO 97/28812; WO 97/38702;
WO 98/52589: WO 98/52592; #» J. Amer. Chem. Soc., 1996, 118,
13107-13108; J. Amer. Chem. Soc., 1997, 119, 12041-12047; For
J. Amer. Chem. Soc., 1994, 116, 4573-4590. A& M4 eL3E A4TT.
A35512. A40926. A41030. A42867. A47934. AB0407. AB2846. A83850 .
A84575. AB-65. M ifb7. k&L ¥ % (Actinoidin) . MZ X
( Ardacin ) . & 4 #8 2 . Azureomycin . Balhimycin .
Chloroorientiein. Chloropolysporin., Decaplanin, N-BLH 3 7
+ % % . Eremomycin. Galacardin. Helvecardin. Izupeptin.
Kibdelin. LL-AM374, H#%E#4EAK%. MM45289. MM47756. MM47761.
MM49721. MM47766. MM55260. MM55266. MM55270, MM56597. MM56598.
0A-7653. Orenticin. Parvodicin. #|36# % . #/#£%F 4. Synmonicin.
%% %7 (Teicoplanin) . UK-68597. UK-69542. UK-72051. &
5%, AXHAMAE “BRK EhF e Lasrie—REK,
EEEAEFSALE CHRAEBKOBEFRAZI. Hld, WEET
FEEMFR LG BEIRBRPRBEARE, BT FEERWER
A EAZBEBEAEARMA S TOBEE LALZREFORK,
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I REMT 7 F k.

“TE” R THI EREEEHAGFHERBETUALAE
ETARKE, BRAPAOELFHEEHRAXELA LG AL TE
REENE. B, “THBABRKEG” FokH B T A& B
B X F T 2L R AR

AXHAARE “BRANWEN X “HHRERN XN “BHREFE
M7 R FEB—FEMNIBEN, ERACHEAERIHEAN G R
FHTARLRERG. TAREREENXHENGHHGR LR
SHpl O IEE. FE. CH. wa%wH( “THF” ). —FHA VB
( “DMF” ). £45 ( “CHCLy” ). ZFER (R=—AFHEX” CHCL:) .
L. LBRLE., AW, LR, VE., LB, 5. 7R R
TE., =%, wwE. hEAMRIKE, AEAXARE T 65
X BREA.

KiE “E-%BY X N-EZEY AFARARRRKRAZETZE
AXBRALR LRSS (A I4EH) LRI EHEN.
RiEB-EBG ATFAARBPARERBLZAARBRALA LR
mhed (X 1idW) ResEge, K& “R-E864
(A FAARBRAZBLIZAARBRREALGER LY (Fl
XIRESH) EeF45EHEN.

“HEETHESHE AFXHEGE, CSNREFALEHHE
Wk, ELBANSTAAADFATGILCTRAETN.
AZRLAOBEGERBEFBRE, AASNAEREFBZL.

BEETHELHBMRETARNENE AIBRHE. KEIEST
At ek RRTH. 4. 8. & SREGE. AAWLBITLEN
o rRTagE. ThESRE, BRAAE (AEXEAEGRRK
W) R REGE, BROEFRAE. Z¥E. —0UkK. Z0E. =
AR, CEE., 2-—FH2ACLE. RAT=Z8. HAR. HAR 4
AE. kR, LE&FRE. Sk, Bk WES. LK. AERNE.
N R B, TTHh C%E ki RERN-THARE BHEH
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B, LB BRATEDELE TR TEERKXN, FlBREEK, 61
VERE:. KA TR, = (IRBRE) PEEAESF.

BEETELHRMRETARNENE ABRFE. ALIBRFT
AR aER, AER. AR, MR, BRFAE. AANBRITE
MEOKETLE., BR. LER. AWK, X8, ¥RR. A-R. K
i, L%, LR, BLR. WER. XTVR. ABR. AR,
PR, LR, -TEBR. KHRFWE.

AXHENAYBBEARF-ARSATFH P, B, FHAGHE
ACA AT B bl e R A, TR, FuFHERSFE S
—HREH IR FARGREND.

KiE “BRPAR” X “HMAR” AFETIHFHER, A5
L — AR AREA A ARE BAIAGARESH, B
AEXEAAEAARERZHRL, TERPAARBSHFTAALF R
By EhE, Agdrik sk 24 BARLELH. XA
HMAKS TR EIOREPEAARL A48, KAGThEHNELIRY
AHaEERGBRARL, Aetak. FE CHBRE KTHBE AR
REL ¥4, 308A RTA- XA TREEPEMIAIH
%%m,%%ﬁﬁ%%ﬁ%ﬂAﬂ%%?%&i,%5&5?%&&
AW R A TRAERBEF 5 RN E. RPEALLEKL
AFFE T. W. Greene # P. G. M. Wuts, "Protective Groups in
Organic Synthesis” 3¢ BEd., 1999, John Wiley and Sons, N. Y..

hAGTREHELRY AR OB FTRAGRKRE, FlRTAK
# (t-BOC). 3F £.3% 4 (CBZ). % A 7 @3 4 (FMOC) . # 73 A3 & (ALOC)
£ wMTARE FHRERMEGFATHR L.

AU BEARPAROES, flTA A AL BRTEAF
WGE, M AKE EHRIRME AR FER A,

“FEEE AFEATXGBEEREL:
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OH
0
L H ,CH3 /N]eu
T OONT e N—H
H CH,

CH,

EMEZTEEEHENE, RKiE N AFRRARLSFEEEY
TEEFRDHRAINEEG. £, KiE N FRRRAZ
57+ FFNTEARIIGRAEENEREY.

—FEERLY

AATH —BFERLEL, TARTESHBEFORAANEEK
e, BEALBGRREL BRBDERARG T EFM4 (L2
REBE. F4. REWERIL, BN, EAF), T4 A LML
FEEN, FARZTR). RBEREFHTRAR AR ZREY RE
M, AR X R LT B AR KA R A B F A4 T E A
5 E.

B, EBEARGRERARERH LG, FTRAGES LR
TREEATHILEEETRAZHALRELZHRE. ESTHEZERA
HREPEAAFES TRV E IR FHGREFIRARRZ 0. )
o, KERFEAFCMNAIANSREHHEET. V. Greene fo G. M
Wuts, “Protective Groups in Organic Synthesis” 3" Ed., Wiley,
N. Y.1999, #=3L+ 3] A &5 5% LK.,

THERBERREF, BRAGHUBHATE G, REKXHLU
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[cl, m¥matishiznlV], “IFH %*% T RBRERY)
VA IN], Tk, R E B3 o 4k [R],
0]

[N]
N [c]
H,C OH

[R] NH, [V]

A C-A s — AR EAMH4 1.2.3.4 K 5 A BB A (-POHL)
o BUX, B RO, 0 3B KA B T A KB &, A R b C- RS R
AR hEE S0 SRR ARSWBIEK. i, LT C-KEHL
BRGBRAADTAEAA BB E. BRABLEDBRIK, 4
A RBE. BAARE. fld, EFPREZGA-AXSABRBEAGR
~EBEGFRINR I BRASHTRAEIHHE, e EF AR
AMX IBRLADE L ERS BB BEBREK, AREFRROE—
ARSABBAGE-EHNFIGX IHED.

EC-EAbkas—AK M Hl4 1.2.3.4 K 5 A)BBE (-PO:HL)
W B L BUR., B P 7 R R R 3 (V) AR 6 48 AR AL &40 T A
ﬁﬁﬁ%,ﬁ%ﬁﬁﬁ%%%ﬂﬁ%%&m%%,ﬁ?ﬁ#@ﬁ%*
:%m%%%%%mm,ﬁﬁ&ﬂﬁ%ﬁk%%%%%%%%%%%
it (Bl AR BB e, BERAEE) MBI,

RplmE, BRASY. FeTEEETAE AL TREMTR
& B Al

<!:H3 o /(l)j\ CH, o
HN
HN Y
OH H™ TA7 “SRv—(2), OH
G . G
NH R B I H/Ra\Y/ Rb—(2),
2

A AKERBE-AZETF, R R Y. ZHx R AL,
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YR PRFEAFRT, AAEE S, KLY 2.0 BEREMHFLET,
Bl — 7R ETHE DIPEA) ¥, - LS HER(HAr+FEE)53 3.
ik 1.1 £ 1.3 B FMEREMR. ZREBFLXHETY, £BHR
HAF, Bl DMF X LH/K, EFRBEZET, HHL 0.25 £4 2 4
B, EENBM EER/RFEEEGERERALES. BF R0 EM
REleAa/RFoGBR:, mAXREZERANRE, o EMEAH.
WM, ARG, ZRERBRZIHFITE, ERRE
ET, EPERCHE/ XY, REhf/At58EEEE. iy 3
LEW_RLBER, AE5H4121.2%53F8RANER. MERAL
FHE G B FNLE G, Bl ke /X R A8 HPLC &, IRAM,
BEAEZRABEGOAETERE A/ X T HoER, REA =R LRR
, FEXERMNER, TRERENMRBGABRERAZE, LRI
W, BRLE (A7 FkE) GERBERALKLE T N-X# (HeTH
B ) MR R EAAE Y 10:1, £ 20:1,
B EAABEREEENRABA TGN S
EASEFESE. RALAASB-BRGBIKG T & aH:
BRI, ESNBRFERRES, FAREREGD;
BRACIE B B b, e
BEBEROMEESHERARSL, FHEE-BAHRKELGHEK,
ik H, KT -, iﬁﬂkz& sz r—ARA.
K, B RRERENKETER? —RALHZERK
YRR ZE Y4 10:1, FHhAESH 15:1 K% 20:1.
RBERANFT B FREESHENRENAG G AL THAT
&, Ple@lAKR (FleEPRER). AERLEHR (Hlo_CB. W
Av%kw) . FHEBE (BleERTX) . B (FE. LEXFAREE) .
Z WA BH(OMSO). N,N-—FAFERE. TH. K. 1,3-=F4
-3,4,5,6-@&-2(1H) %" @M., wP LK. N,N-—WETEE. =L
R WEp: (DMF)., 1-PRA-2- R iE, wEPEA IR, Hk. TRT
B, LEBFAB. N,N-ZFAEHLKOMPU) X ="k, #hiti, K
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KA R AT I/ KK DUF/ P 8 347469
£, 3% 3., _iél,?\’f’?ﬁ] (L ZAAXBRANLEE) RERTFTENGHFL
T#HATE, Pl (FeViE. CTE. A FRBEXNTE) . X%
AZPAHRRRERENCFT ETUALAETELSHREETHT, KK
Bt We sl LA wARE, Rk, RERAEYH 0°C £4 100°C
BB THRATH, EHREY 0°C 24 50°CHERE, XK 20°C £4
30°C #9 52 J.
EXAEXNGERBRENT AT TARAEEESHH. E4H
metERE (A —FRALCE. N-FEAIRX=Z0LEK) F.
TAEALEEELNBREABRUCR LR, E4HRAERR(H)
WwlB, ZR/ LR, BER, YERIAZALR). LB (Hlihe i,
REBABR) F. KANBRI=ZRTR.
ELTHRTALPBERREREILFT EHERANARMR L.
EAERGF X T TARALEEESNERAN, REECS5AETHK
THEREZMAENET. flhe, EHHERA I REMAMN,
ZLEBAAM A, wR /M. MENATMEANE. ERERNE
TAETELERLA (HlbeRss) GAET. ELR (AlaAR
RIRC W) 65 54 T4, #d AW Advanced Organic Chemistry,
Fourth Edition, John Wiley & Sons, New York (1992), 899-900.
REMETBBEZEAHIZEAST 205 44 BB 6 e R-H) 18
B, A RBEEA. ZR BT R AT

CHs 0 T 0
H— . H—N
N OH 1. R3-H’1%H9é - R’
G 2 ARy G
b
N R y— R*— (@), N RI_ | R™—(2),
h h

4 RES-ZHMOER, G5 —ARSABBA. ZRET, &BF
FEBKAB B ¥ A4 F, 44 PyBOP #= HOBT, S #KITED 5 ke kM,
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HFE B, ZREBTAIFFTY, EHEHZEN P, H4 DWF,
£ 0CEH60CHBET, BRI 1E24 PHAFAIB/ELR
EERKETAE, MEMRFALLARAMNELRY, HFAALRAGLE
.

WwREENE, TRAHGAREFTLEBRBEST R, F3BE, XB
HIAERBERAMFLEY, FAAZXHGLES.

WREBWE, BRALSDETAREY FXAHE, LT E4E
B EE-R-Y-R-Z) . A Ak 5K, BBA A TR
KA foe LEBA RN TR, AR-R-Y-R-2),AHA. A4, £LE
RABHBEALE S PETARAE, 5o BNKGE.

AEXBERRRALEEFTARAEMEARLGER, LX
Bk R KGR, CNMARALLETHIAGRETRAAAFALL
N8, EAWHEKE eI EEE A Nos. 3,067,099; 3,338, 786;
3, 803,306; 3,928,571; 3,952,095; 4,029,769; 4,051,237;
4,064, 233; 4,122,168; 4,239,751; 4,303,646; 4,322, 343;
4,378, 348: 4,497,802; 4,504,467; 4,542,018; 4,547, 488;
4,548,925: 4,548,974: 4,552,701; 4,558,008; 4,639, 433;
4,643,987: 4,661,470; 4,694,069; 4,698,327; 4,782, 042;
4,914,187: 4,935,238: 4,946,941; 4,994,555; 4,996, 148;
5,187,082; 5,192,742; 5,312,738; 5,451,570; 5,591, 714;
5,721, 208; 5,750, 509; 5,840, 684 #= 5,843,889 7. thiki, ME
TEE B PHBERETEFE.

Fde T3 AL, TAZ W Mannich R REHK. #lh+F
FHME—BES>EIASABBRAGRA RTINS CGZAREF, A
AREDLAEBERGAE_HFS) . ZARTY, X NRR B (K
FRAR PH—AXBARLCE-ARSABEAGER) @ (]
4o CH,0). Pl RG A ( FEEMRR) SHEKRABESF TR, 7
B BRATEY.
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y (I
! o cH,— N
OH
CH;—
OH e G
G NHR
CH,0 HO—7 \ NH,
HO 4 \ NH2 o
= X OH
OH RS” \Rc

O TRXRAYEALPBLSDTUAANAFRRFN o LLRTEH
RRE DR E. EE6 TAARRAAS YA B RE N H 4o 636 &
LA, d@mE (Hlde 3-RTEXFE MCPBA) ) . SHERHA. TABRHA.
REBA., KIBF. KABRBRTES. ETARAFHRAAL XN (%
HEM), AFHFHER, IEFLAHNZASBR# LN, Flra
# Kagen %, Synlett., 1990, 643-650 FfiX &% 7.

AELEAREHRANE L PHERRLEZRKARL 20, €N
AT ETHA G, XA TAA ATk ETHE 6 RAFF AN
B I L ek & (44 K& W, March, Advanced Organic Chemistry,
Fourth Edition, John Wiley & Sons, New York (1992), #= i ¢
LR 5H LK) .

BBE AR SY (Bl Bt A RR G B, BAHAE) TRk
L TFE S, RAETANAR L ETHE G RAXANEHFRLL
I A 4. #) 4w £ W Advanced Organic Chemistry, Jerry March, 4th
ed., 1992, John Wiley and Sons, New York, page 959; #» Frank
R. Hartley (ed.) The Chemistry of Organophosphorous Compounds,
vol. 1-4, John Wiley and Sons, New York (1996). & WA K&
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o %29/410

AEFH X ETMA Aldrich Chemical Company, Milwaukee, Wisconsin

®A5.

THEEABEFIIGEF AL CHNERARRRSHNT k.

AL T &

AL BRAEEYRISEE RS ERBIRGBBREFTED G S
k, BRAATREUH S CH ARG ERDGHEE. X ERRLA
724 308 24 1000A 65 % FLskB A4 ey, K E LA AR L L&A
A, ETARWY, RAGRIEILEAY 50A £4 1000A. Tk II
BB TR TFAZRFEORIEG FEMAN L, G R, LelRE

X,

(211 BEXLHE-—CUHAEXRE

#RE 3Lz BRI K )N )
A) (um)

Amberchrome CG-300m 300 50-100 TosoHaas
Amberchrome CG-300s 300 20-50 TosoHaas
Amberchrome CG-1000s 1000 20-50 TosoHaas
Amberchrome CG-71m 250 50-100 TosoHaas
Amberlite XAD-2010 280 200-800 Rohmé&Haas
Amberlite XAD 1600 ~100 350-450 Rohm&Haas
Amberlite XAD 16 100 200-800 Rohmé&Haas
Amberlite XAD 16HP 100 200-800 Rohm&Haas
CHP-20P 260 37-75 Mitsubishi
HP-20 260 200-600 Mitsubishi
HP-20SS 260 63-150 Mitsubishi
SP-20SS 260 63-75 Mitsubishi
CHPS5Y 260 25-35 Mitsubishi
Optipore 1.-323 100 200-800 Dow
SD-2 50 200-800 Dow

Arwlsibry kb, BEXTLHHR

32
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PRAPEF G RER (TRIBRIL) 6%, ELéEE. BAHEui
ERHEARE T SRR NEMNGBRAK, HARE R pHiL kb A
H25520H. REPNFSHERER, M HPLC 2ok,

HHAZRELET, AHEEENENG P =B KE &M,
SMMET EREZ, Kk, FBRAKRERGKREHY 10oM &,
AR, BHEAMERN K2 1:4 £4 1:15,

BHFECEELEMNE Ry PHAGELE. SEARERFRA
WEBHAN, MAANSEE SO LM EREEET LR LMK,
HETABRKBRBEANLEN B KEEL, HLFAL.

B8 HPLC T ARSI HAREMEE., LEHEAREST
& B3RS, MBRRER T2 B4y . Ede Skpl TR,
WAAETRATCEARS, TUANBFE P e AT shibtg =4,

YA HREE, TABBRETEKNERR P L BT HLY >
B. Blde, TAGEBLERRALEREANEN, Fl U, LRk
E e BRI, RETRZ.

Tikd, TRELSBLBGE —F P AEBLRTE RIL BB R KR %
FEUNTHEER. REMNERENERTLBEFW. Hld, XK
SRR TAXELER, Q&N EMFESMmA NaCl, ¥R ERE
LEEE, BEFAARELHELHAENRE, A ik, AR
MAENKRES THEEE TR ANEMNKRENGEREN. FH
HFREF, FREABERTALSRIBFIHBR, FE2, HARX
LW U R MG, WAREABR AR, 2VE T B R WA
BAE L, TEMAE, AR E RS KR IIEEAESE RS LB
8

o T Fe4] 4 B, MRAKXAN TR, ROBBRACEREKEAL
67 5 T4% M g4 A A sbib 2R B A Y 83 5 94% ).

RECHZARMBECEXIHET T &, RLEKHRI 5,
TOMEARE RS TERRGHET 7 &R, 4] A R m

I5E.
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T LGB ARELRYN, RREMEARFARLGEHE.

% 44

TR E#RBF, THAHEBALAETHNAN., BTEARZILHEE
BEARAECMERHEBEZHENL. REFARL, HARESABZKE.

ACN

BOC, Boc
DIBAL-H
DIPEA
DMF

DMSO

eq.
EtOAc
Fmoc
HOBT

Me

MS

PyBOP
TEMPO
TFA

THF

TLC, tlc

T

RTARBEL

af=—F T A4

—RARLE

N, N-= ¥ X 7 Bt I

=YK AR

L&

LB LB

9-% K FAKE

- R X =KEY

R

R %

XH=m-1-RAEX = (s L) B~AHERE
2,2,6,6-mFHAKTAL, HBEL
ZRTE

79 .7k

A Gk

Fa ks F, % rEEEFKESHAM Alpharma, Inc. Fort
Lee, NJ 07024 (Alpharma AS, Oslo Norway) B £#5. L ERXAFR
B4 A Aldrich Chemical Co., Milwaukee, WI 53201 3 4F.

— B ITEA
T EEE6E BRI

BT EEE (leq.) 5 Ew(1.3eq.) £ DMF # ¥R MmA
DIPEA (2eq.). ¥R M AEFRBERE T 1-2 8, B R HPLC
W, #E&kmA T Ef NaCNBH; (leq.), &G mA TFA (3eq.). %
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BAFERETHESII—IH, REZEE, EAET PR VE.
EAEHECH PRE., SEAHZH, RE2%ZERA8 HPLC shi.
WwREENE, ERIE P TARAL BRI AE.
— %17 B
2— (BBLL) TRENG A A,

ERT, Aas47 (27g, 200mmol) & % & (100ml) A& m A R L8
(10ml, 50mmol) #F=%ii Z % (4.4ml, 63mmol). K BAREZERTHHF
OK, REEKE 80%T IR/ LRLEZ L&, FAMAAA 2N A
Wbk, ZRBRETR, EAZTREERD, 73 2-(R#%AL)LE
(10.2g, 47mmol), A X E#&AK, HAHALEL—F K.

EE&TF, ¥ 2-(%#4) A (50g, 230mmol). N,N-=j&RA TH
(128ml, 730mmol) 7= 3 ¥ 3 £ (400m1) A-3¢ £-40°C. B & 15 4t &
G mA = BA - B4 (116g, 730mmol) & = F A
(600ml) 5 & F & & (200ml) Eik. WA, ¥ RAEMHAE-40°C T HHF
%4k 15 24k, KEMmA 600ml kK., BEREHHAFE, A 1L
X, HEikHE. BAMNMEA L IN ZBkk, ZAKRETR. $E
£ %) 600m1 &4k, Al 600m]l TEEAH#H, @i 200ml 2 5. F A A A 100n]
50%E WA &/ Sk, KEM 300ml BFEARE. AFAMLM,
LA bR, 35 2-(REA) L® (48g, 220mmol), AR ERAK,
R WA E i —F st

— 1L C
N“-9- (X E) LATFEE AR

IH A EAT. @ 2-(F%A) L8 (139mg, 0.64mmol) 45 N, N-
=R PR (8ml) Bk P A RB T+ FEAKEH (1g, 0.64mmol).
AN, N-—F % & TR (336pl, 1.9mmol), H & &k Bl ZLBEH 2.5 B,
AR BYHATETELTEMR. mABKRFLLAMANHA (60ng,
0.96mmol), & mA VB (5ml) A = # & (250p1, 3. 2mmol). HFH AR
R Ea T4 55 24, AR HPLC %4 #. AT 280nm F UV
B TR A4 T
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P6 WL B 1) (min) aR% %

2.0 29 s RE

3.1 50 No-2- (%K) LAFTFEE

3.2 2 —

3.3 7 N“-2-($BE) AT HEE4

3.9 13 N Ne-m-[2- (BB AR) LRI T H 5%
4.0 0.5 —-

IE B ART, f2-(FEA) e (H, 48g, 220mmol) # N, N-
AR (LA AR T AR GRERT FFEFAKED (173,
110mmol), & BEMmA N, N-=F & A C#: (58ml, 330mmol). | F&R£E
FRTRASRDE 2 I, ARAMATETEETRLEMR. REPAZR
% (53ml, 690mmol). & BLIFH sk 90 24, KEMABKRE
#4045 (10, 5g, 170mmol), K EmAYE (800nl). =15, A

B A9 HPLC sk MR K. 2 F 280nm F UV Bty =4 Hdm T

e LB 1) (min) "% kA

2.0 15 TEEE

3.2 77 N"-2-(RRR) CEAFTHFFZ

3.3 3 -

3.4 0.5 Ne-2-(BRER)LATFEE

4.0 0.8 N™ Ne-w-[2-($RK) LA ]I7+FF
4.1 4 -

¥k B ERIE—TLHELRABBAK(TL) T, F5 B MEFR
MRk, MARBEBRAKATERGPLHEDL FHAENRGLER.
K EZRE, AAEE, FRALBRLERE EAZTTR &
B N"-2- (k) AT FEL, RANAETL—F .

IHC f£25°CTF, ¥#Em7+ %4 (3. 0g 2. 1mmol) # ACN/H0
(1:1, 30ml) & & A =—F " A TH(0.54g, 0.72ml, 4.2mmol) 4L,
KEM o-(FmA) Lt (0.91g, 4.2mmol) . 30 246, HAE
wA% A TFA (1.92g, 1.29ml, 16.8mmol) & ¥, % &M NaCNBH;
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(0.132g, 2.1mmol) & 3. 5 £ 10 4r /6, 464 74 N'™-2- (R H L)
LEFEEFATHK (300ml) IR,

F e 1

5% 3 B &

(X I, £F B2 N-(BBPE) -84 RS RIEZEA R'E
~CH,CH,~S~- (CH,) sCH; )

BNY--2Hm L) AT TFEER =R CHEHE (1g, 0.53mmol)fo
— 5 ®HATE(0.23n], 1.33mmol) %4/ DMF (10ml) ¥, HHAZE
Ba., RERBE RS HMA HOBt (0.080g, 0.58mmol)#= PYBOP
(0. 300g, 0.58mmol). 5- 10 2475, ALK (AT A) B & (0. 060g,
0. 53mmol) #» = % /& & ¢ B (0. 23ml, 1.33mmol) £ K& (3ml) #8345
sk, BRABETETHRE AMS KN, SAKAEZTEH, ¥R
SRS A G (donl) B, B, AELER KEAMESHN
F Ak KRR E T 50%4 K L (10ml), 2 RARH &2 HPLC %64k,
B AL, MS A (M) 1742.7; Fal4E (MHY) 1743. 6.

5 34 2

A 11 &

(X1, A% R2Z-0H RZN-(BABEFTHR)-RTFA R'A
52 —CH,CH,~NH- (CH,) sCH; )

% (&7 &) % % (3.88g, 3bmmol) #» = F & A& T & (6. Iml,
35mmol) A K (40ml) ¥, HHAEHL. REARBRGHAIN
2 JE (50m1) A= P B (37% H.0 %% ; 0.42ml, 05.6mmol). X% 15 2%
5 R R B RS S MAN-Z AL AT FEFZZATEE (10. 0,
5. lmmol) o+ = % % % Z & (6. Im1, 35mmol). BB B ERT HH
X 25 18 B, SR 20% TFAAY pH 24 7, EAZVTHRETH,
¥k AWk TR, HATFEMAAK (100m]) BHE, LK, ERE
b TR, 3% FARH &% HPLC 4e4t, 43 S AR AL 44 MS 3 S (MH+)
1756.6; =@ 44 (MH+) 1756. 6.

A 11 47 4o T 4 &6,

o

. 20
; R

K
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HFN"-(BREACK)FEE LA T (500mg, 0.28mmol, F
5 f FHH)AATHEBES (155mg, 1.4mmol) ZiF & 50%4 K TH
(10ml) . A=—F & A T (972ul, 720mg, 5.6mmol), HREW
EERTHY, LAEBRKER. REWRANREHEXE T LN, M
ANER LK (3. 7% BFHS 3T%ERLKA 50% ACN/ K& 1:9 ##,
220pl, 8.8mg, 0.29mmol). W R & R&H A& 0°C FHH 15 1A, it
R B EA. f£0°C Ta 3N HCL 24 pH 2, BXRE. HRED
A 50% ACN/AK## Z 50ml, KEmATH (75ml, KJE5 x 10ml, M
5540, it 125ml), #EHnR. EHATIERKERK, 21
2 4R, Zit BARH &R HPLC bk, FEAFALET.

PRANY-ZEA AT FEEFZZACBRER T HEN.

a. N-Fmoc-2- (& 4) ¢ 8. ¥ 2- GE£ & HX) L& (2. 3g, 11mmol,
1. leq) #= DIPEA (2.0ml, llmmol, 1.leq)#& FZFEK (15ml), £
kB b A, A 9-% A FHA KT HE (2.6, 10mmol, 1.0eq)#y ¥k
W & (15ml) ik, HRSHWIIE 30 24, K5 A 3N HE (50ml) %
Ak, Mibfeski A4 (50nl) k. AMAIZARRETIR, £ B E
FreE#%#A. N-Fmoc—2- (R &£ HX) TE (4. 6g, 1lmmol, 108%) 4% A
i R 2 X LA

b. N-Fmoc-%& £ A Z®. £-35 £-45°C F, H % 20 54 @ ¥ 8t
2.(12. 24m]) #= & ¥ & & (50ml) 89 & AmA DMSO (14.75¢) ¥ B F &
S (25m]) k. BRAEROWAE-35 £2-45°C THHI 1004, BWE25
A%k m A N-Fmoc—% £ 2.8 (20. 0g) # & F A K (T0nl) ik, K6 &
35 £ -45°C T4 40 24F. KEMAZ TR (21.49g), HReHiE
~10 £-20°C F #4830 2-4r. ¥ A 5 RS M MK (120ml) . K M KRB
& (20. 0g) X, FEEFAFBEL0-5°C. 2 HBAME, A 205
B (100ml) #ik, &) AAK%A Q2 x 100ml). HAMERAE 60°C &
T EME Y 100ml. AL (100ml), ¥ ihis e & EF £ 80°C, %
sk, HEAREKRMA 100ml. AL M5 (100n]), &AM
F4k47 100ml. HAmis A 15°C AKBRE. B2 20 HHERFA
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KA ESC, JNEAEHGRE. RehRaAIHE-H5E-10°C, &
B} 2 ., REERKBF LKERK, MA(-5°C) Rz (2 x
15ml). H¥EEKELE T FBR, F2E,

c. N*'-(N-Fmoc-2-ERXRALK)FFEFF=ALBRHE

B#mr+EE (12¢, 7. Tmmol, 1.0eq). N-Fmoc-2- ((EHZ R HK)-
& (3.2g, 7.6mmol, 1.0eq)#= DIPEA (2.6ml, 14.9mmol, 2. 0eq)
JF 35 DMF (120ml) ¥ $53 90 £-4F. A R & 444 (1. 4g, 22mmol,
3.0eq), HKJEMAFE(120ml), KEMmA=RTE& (L 8nl, 23nmol,
3.0eq). FROVETRTHIE 6024, REEABRETREXTE, &
600ml =L EMEAmAFRER, ARRKR, tEZ, ALB®KE AR
FT R, AT RMkRAESL, A4 100 20. 30%T A

(54 0. 1%=ROB) b, RERRER (HleBEHTETET),
REREHAL TORLHEAK (24 0. 1%=ATHK) %ML, 732 9
N“"— (N-Fmoc-2- EX R A CR)F+EFE. ACH=ZRALRE (4. 3mmol,
56%) .

Il N2 (Exf L)k 7+ EE=ACBRE. &
N— (N-Fmoc—-2- E& £ A 2 A) 7+ %% (100mg) & T 1ml DMF (1ml),
Ak (200u]) &2 30 44, RASMRRE CRY, B, ALK
sk, FARE&E HPLC (4 10- T0%Z AWK, &4 0.1%= R LH&,
5 120 98 ) B8 N2 (EXRR) AT FEA, Aew TFA &,

FEAN-LRA LR T FEEALTHRAEZ LT HEN,

e. N-(N° -Fmoc-R2E&AZR)FZ+EE. AEAMNMEFEN
oL & HEmA 3 B F+ &£ (50. 0g) . N-Fmoc—% &4 T8 (13. 5g) . DMF
(400ml) # N, N-— 5 A & B (11. Tml) . F B R AEER T BH 2 D H,
W E R ZEM, A TE (190n]), &G MAZ ALK (10.4ml).
BR RO WEE D S4E, —RBERAMR-®RESY (3.338),
BwE(loml) &k, HH4IME, FREHAASAHEDL-10°C,
MK (675ml), MmA#dik BB EEMKT 20°C. ARG R
M E 58, A 10% NaOH %2 pH 4.2-4.3 (K% 15ml) . FHHFEX

39



02816615. 9 oM P E3T/Am

BRAERBF LN 1, REEMATTERKE W, RbRE%RQx
100ml). HEEKES0°CAZF TR, FEAGFANEH, AKGEE
F e & B K.

£ONY"- (BRACR)FTFEEETHRE. HN"-(V —Fnoc—% £
RACR)F+ %% (88g, 42mmol) % T DMF (500ml), EZE R THHF 1
NE. mAETIR(9. 4g, 84mmol), WA B ZSWHH 18 IH. £
A% P % DMF, % B 48 T (700ml) B4 3 ey, A KB LKk
£ B, B (Q200ml) B4 16 8. StB A E %4 LA (T00ml),
EAKBTEKERK, BB GO %%k, REEHEFLALK
(500ml) ¥. BH 20 WE, EAKBTLEKERK EAZY TR,
F 3 AN EY.

% 34 3

AW 12 B &

(X I, AP RZ-0H RAN-(BBETE)-RFA; RPESA; R”
% —CH,CH,~-S- (CH,) «CH; )

¥ (A FA) K& (0.295g, 266mmol) A= =+ A 3 & A& (0. 649ml,
3. 72mmol) sBA K Gml) P, HHEAEHY. REARBERGH RN
WEL (37% 0,0 %% ; 0.044ml, 0.585mmol)# ZH (5ml). K% 156 4
W5, MARRSMMANY-Q-2HRL) AT FEERZACRE
(1g, 0.53mmol) Fv =% & & Z % (0. 649ml, 3.72mmol). W R EH
T THEEAY 18 M, HEFRALERZASHMA ACN (40nl) HB, &
L FELiER, BAAMESHORAAERINRET 5098 KT
(10m1), 2it FAR% &% HPLC shib, #38)Ax 4044 . MS 3 44 (M+)
1772.7; Se@l{i (MH+) 1773. 4.

FRERIEFE SRR, Ak I iaitsdh. X TRE
oM 0 JT B S T
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4% No. MW (%% & 5k ) WAL E| 69 MH"
1 1725.63 1726.6
2 1726.62 1727.5
3 1742.68 1743.6
4 1724.64 1725.6
5 1742.96 1743.6
6 1786.03 1786.4
7 1785.04 1785.8
8 1799.07 1799.7
9 1770.74 1771.8
10 1772.99 17743
11 1755.66 1756.6
12 1772.71 1773.4
13 1756.64 1757.6
14 1754.67 1755.7
15 1772.99 1773.7
16 1816.06 1816.5
17 1815.01 1816.2
18 1829.10 1829.8
19 1878.1 1878.2
20 1802.74 1803.5
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21 1830.75 1831.7

22 1849.66 1850.6

23 1800.76 1801.6

24 | 1801.04 1801.6

25 1932.86 1934.0

26 1880.12 1880.7
534 4

oA 11 & 44k

(X I, £ ¥ REZ-O0H RZN-(BEFHA)-RTA RZEA; R”
5% ~CH,CH,~NH- (CH,) «CH )

3% 2g Amberlite XAD 1600 %it ¥ HPLC & Ki&4G 4 D H. %%
FEA, BREELEA ()T FHPLC AK; (2)F 10mM L& o 7 B
k. (3)i 10mM & # 50/50 v/v ACN/ K& #k; (4)iL % 5/95v/v
LE/K; F=(5)id & 10/90 v/v LR/ K.

BaIgE b lem W2 ET (Onnifit #56001), #H-F XA 20psi
R &A% % (Upchurch P-791). %3y % (Ranin Dynamax Model RP-1)
Fo Ok E £ (BioRad 2110), AV RE, HIHEM 1 HRERE
Ak, 2% 1ml 4.

¥ 50mg #ALAH 11 & T 5nl 10/90 v/v TE/K, #&HA. K
HHMEEAE S 4, EEETF, AEA 1 ERER/DE. 20
B bR R A AR 1:50 v/v ##&, R4 HPLC 478945 B 4.

¥ EAEMAA 10mM e 17.5/82.5 v/v ACN/ KB #HEH. K
Ry, BHEEGER(TLOMAMAGELE. BE—FTELE
TLC # (EM Science #15341) b, 5k & LEBERG LB EILE, A
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HiALASH 11 AL KELHRS, AETLICRAELA B LEH 11,
KRG ABLIEEEASZE 10mM T8 50/50 v/v ACN/RZE#k, B&Z
HhELEMAAGER, RBFLSLA TLC MEAF LA EL —2
AABRIFITPRALAMELR, ML ksE, RERETAZA L AR
AR 10mM T BR 69 W EE R &, 10mM L8R #9 50/50 v/v ACN/K & ik e
10/90 v/v LB/ K&k %%k,

W —R 45w, AXE 1LI0HER aHhHHDRA. LAzt
BN %%, JE Varian HPLC 2% L4547, £ 214nm F #5040,
20 BI85 F —F B3R 43 412 £33 89 Zorbax Bonus-RP, 4.6 x 150mm
EFLE REFERBAEL, RBAHEHA 82%A (5/95 v/v ACN/K, 0. 1%
TFA) /18% B (95/5 ACN/7, 0.1% TFA) £ 60% A/40% B, Bfia 7 5-4F.

CEAAMEART 8% SY 11 5. FMILENFLI A
VirTis benchtop % FE EA 4 FRI&, H#E, MTKkE, FEK
e 11 5T 10/90 v/v TLE/AK, RMAHEZE 100 L/ 24, ¥
100 # %, /ml %4684 11 A L& HPLC 7 447, AR ECHEE. A
T XA 2T REGKFE:

oot 11 ¥ E% = [(ng 2b%) (& PiEe4 11 65%) ] x 100%

[(mg &) & 444 11 65%) ]

4o T A 111 §—47Fr 7, REHBERE T4%8546-9 11 s £ 90%
K, WFE 5%,

%34] 5- 13

B % F R Fo e BLIE R s & 11

R S ARG Ak Bk, A58 L 4 o kAt e s 11,
ZRINAET A IIL P,
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Fx II1: &9 11 6 Sedt

Ex L H wHAR B BH plg: 3
% % %
4 Amberlite XAD 1600 17.5/82.5 ACN/7, 10mM TER 74 90 59
5 Amberlite XAD 16 17.5/82.5 ACN/7K, 10mM L& 74 84 69
6 Amberchrome CG-300S 12/88 IPA//K, 2uM HC1 67 86 78
7 Diaion HP 20 17.5/82.5 ACN/7K, 10mM TE& 74 85 39
8 Amberlite XAD 16HP 17.5/82.5 ACN//, 10mM L& 74 87 27
9 Amberlite XAD 1600 17.5/82.5 ACN//K, 2mM HCl 74 85 48
10 Amberlite XAD 1600 17.5/82.5 ACN/K, 0.05% TFA 74 94 36
11 Optipore SD-2 17.5/82.5 ACN/K, 10mM ZBR 74 83 70
12 Amberchrome CG1000S 12/88 IPA//K, 2mM HC1 70 90 42
13 CHP-20P 12/88 ACN/A, 2mM HC1 68 83 11

MERZERTUHEREE, AXAGFTEREBRUBRITED
oy shAL, b E AR T 80%.

RECZBABLAKE® T XABET ALY, FEIEAHEBREKA
RAELEM, TARFEREERFASESR, AAFEXNUHALS
AAEE. B TREARSEMH, HHFLHEH. HH. BRA
B FiE. FEFBESALNG B, HARELR, HAZIHNE
HHITE O AR AEZRL BN, H5, EXZIRGHAH
M., FAREHIRELEILESEREALT IR, R ERLES
Ve B LK —H.

44



