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EMBITEABRALAEF &

AEXAGREARGUAMBERAFHERBRIT L A L F K.
FRGRIE, AEPFTRELIARABIKLSRARAL -KEEARE
RAEMBREARANREBANEN MO ERBITAY, ENGFHKLE
MO HEF . AELAPHERBTADTRESRAUAKIHITHELHE
FrefL, BERENTAEZE T ENRLETHENHEZEHK. B,
EMBUADO AN BERBXRREREST, ENMAEATHEER, B
X EEHEA B RBLEARY.

EMMmAHBHY —F, BARTLEHAX:

AMEB ik, ERTREQELAFRNBEN, ERBRITLEHY —F,
irinothecandh & % {CPT-11, 7-ZK-10-[4- (REFA)-1-RRFA] &
FAERBICBEATY. Kd, CPT-11 EFARALATH LAY R
BER, PEEREANBLEY —HI TR B AN EMN, AKCPT-1189% A4
% 8 fR%] [R BCancer and Chemotherapy, 21%, Z 7091 (1994)].
F—FE, ATREEMBEMRFRANRATRKREKRLNER, &
LA AP ZIAMAGBRELEHRFTARLIRFR—FREATENHEHE
BAhER, UARMEINE BN RAEHNEUR. LLABEHLY
BAF, —ANPENFARRAATREADH AN TENBRERAETF
EILZEEAARLGER, AMBRTHIRATRAEHGRY A HH LA
ROMAL, MERREHLBZB AL LI ZELAREL, 4, HEF-X
BELA M (WO 94/19376), L4 FE £/ & (Enhancement of effects
of anticancer agents and targeting therapy, p. 227(1987), Science
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Forum Ltd. #3) ot S H R B LA E 4% Enhancement of effects of
gnticancer agents and targeting therapy, p.278(1987), ®Science
Forum Ltd. 3 4&) .

W PR, EMBHEDEFTREGRNBEY, AU A HEHIREA
ey, 2 FTEMNHAEREBAER YL ZARREY. TE, ANE
EFE—FHGERBITEY, RASRETAENHEFY, 2HHT
EFRETERHFEHIAHKA.

EERBEAT, AEAAARFTALERRMAAFAEIARAT L&
UmAERANBE AN FTAERBAS BRI R I ERBRITA
B, BLARATTELARLABIRKRLASELATHLAAHERBALS I A
EABANRBRIAGEAFNEHEN ALK G ERBITAES, KA TR
TALHA.

ALVHEBHARB - HHGERBITLEY, LSARAKAEIKSE
EHFBREAGRBELHERBAS A (],

AELAHF—ABHRZRB—FHGTEEK Cka ERAALESH (]
s AL AABMIAKRLEL W ERBLE DI ERBALSH.

ALAHF—NEHARB RS ZEEIRBRITLBG T &

ALPHLESHREAAARABIKRLELREBY EARARAARR
ABREAMERBALODHERBITLEY, EHBRLEHEXTIAF:

(1]

EPRARKXARKGKARE, TRAX-NR*GAH GLPRERART
SARBER) A X-OH A H, RALKZ AR A IBERA, ARHETHEER

SHERT.
REAZAAHHL, ANAALEAX([] 9 ERBALGHFE
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HEENHEH (] PRALIKHNEN NS DHANERLARN TS EH
BATLEHATHERRZTSAAS, FLENASLAREH AN B ETH,
ALARHERBITADOFBLIHEAARIKE S ERWARLAH (1]
FLAEBEANRBHENLELY, Flir BLZ2REABRXERAZIK
HASALRRLAELAHINX'ES, MERLBREBERBHFIX
EHRBRETRRAABA LRRYN AL LSHAEN LS. ELARH,
AEAPAHERANED O EA L2 A B BRERAHNIKNHC HRAL
WeH (L1844, HMEZLRESZRRBAIXRSALFREASERAL
RERKHN-BRAZESHEHLL Y.

AARAXNINLELHHENBRREABEDT.

EX'RA-NHR?AH 6, #A FRPROYKEREOCHELAINER
THRE Hi+FTA A AA. FEEA. TA. T, RTAF.
ERATROKBARIGBRAROE, Hlo, BRPIAARPHELA. i P
A, BEAATEERABEAISLAERY.

ERFAC AR TEIRAAEARTHARRIBERA O L
FIABEETHAMLIBERL, #l, ZFX, ZBZA, =274
EREA.  WIEFTA ZEFR. ABFRA, I-FAZBZA, I-FATH
2.VTRZAREAF, ARV ABRTAELHBFL-—ARNSLAELE
FTHABRKIBETRAEA, 4 -CH,CH,-0-CH,CH,-, -CH,CH,CH,-0-CH,CH,-
, -CH,CH (CHg) -0-CH,CH,-, -CH,CH,-0-CH,CH,-0-CH,CH,-%.

EREZAGHAHIP, EPRAX-NERZAAH X (114, #
W TFTXIIISLESHZHhiLE:

P
/\/\/\
A H— A—O ~Z :
R3NH NKO@\N‘ L (1]

HsC; OH

L PR, RPAALKR B EX ALY, L EE, Efe#m 11, £FR
ZABRRHABKERE, RPIZEETF, AlRZAFIMABRFHFEER PR
CHERTHARSIRERAGX IV IS HRAE L.
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s H1lF, LPRIZLAHRI-AL-0-ZEBEERARGLI0E
EH-AAREANKXIIKEoHERMLY.

LEBRAN R LIE FEV094/103Te P R AN ESE, oL
LR PEMAAEANEE (WrEARE, K&, 28, KT T,
FES) RPENFSBEALTUINAZANERES (Wb, LBES. X
B, HERE. 2585, HETEE. HLBRASHT) . ARERET
, AEBAL LY, LEAR LA R4 FE20,000£400,000 R
BITEHEY, LAFHHSFE50,000£150, 000 HRBEARMLZY (AT
AEHH>FEIERSHE#EMAE, Shinseikagaku Jikken Koza, 204
VEBITR) . RMRSBACTUINABRELAGRBHYZRLARE-C K
ABRARMALBAGRBHEAN RS AL FEARTHENRSE.

AEW “‘SHBANRE FAREAAREZRHNLERMFERAHY
B, REABZRA-C_ BARRZHNLEANEL AL HARTHES
R#.

BAC FANRARS TURAIBRAXIERL. RAHRE
CooBAR, Hl, BTFTA. 1-B2ZA. 3-2A4%. I-TA-3-RAX.
2-FE-3-BAA. 4 BRTAF, BFAFL-RZAREKRY. EXXK
By, SHBRAMNERBAARR ALY ARBIALAES.

YARBYIARARAY, ALTIAHNBAER "RABA" AT
, REALABEABAANBRRARAS, PAPTFRART.

TFFRAREH
TFFHBARGEH

RREE =

YRARAZRTAN, RAZAANARTEANLERE CME) <.

YEBLZIMBRD. TRBAYEORE, FALFNARLAHRAN
, BRAEEZ3, HEHRKEE N0 3~0.8.

SEBLLASH, FALMALAMRAR, ARABARS K
B RAKEZE R0 3~0. 8.

i, BTREMAERANREEZN, ALAKNRBELALELST
RAEEY —ABRARA, B, RAZAHARBPEHRRRAZAN
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o R

SBEBREAG BB THILV094/193T6F R 80 F k4 4.

LTFERMALHI]] PEABRRARBIAHALABROERRFS
BREALAE (A#D-RAK. L-EABRPENORLY), LFAHETHARLR
R ARSI B AAE. i, AXHHARABRARNTUR o- K
B, ETUEZB-EAE. v-RAE. ¢c-RABF, 0¥, #lv HLK
B, o-AEK. B-AAM. HAHE. TAR. AEAR. LA, #» &
B, FHAS. TAE. ~LAH%. 248, HEAR. HE&R. XA LK
B, BAR, SEK. A%, HAR. RAMAR. v-RATHE, ¢-
RACTHF.

AEXRHKOER ERARRAINOE, RELXERPEARKAR
RSBk, Hlw, —B8, WRAB, —K. LK, X8
, WL_BTAHETRES T X KBH BRI, i, REGRLELH
BRREBRMALLSHITETAREIN-R. SHEKEH (Fl B AB)
AETHREP, RENLLLELHE, EAABY - AXE5RE
HRELES, o-REASKREHC-RLE L.

BERTURGE T AREABURGK, HEAEST—ANRABY
R, RRELAI-GARBHK, KBEYGEYEHR-Gly-Gly-L- 3 D-Phe
-Gly-, -L#D-Phe-Gly-, -L&D-Tyr-Gly-, -L&D-Leu-Gly-, -Gly-Gly-
y -Gly-Gly-Gly-, -Gly-Gly-Gly-Gly- & -Gly-Gly-Gly-Gly-Gly- #=4
FREMAGRE (SAREMAGKIKENN-BAEABRBORL). £
XEHKP, -Gly-Gly-LXD-Phe-Gly-, -Gly-Gly-, -Gly-Gly-Gly-, -Gly
-Gly-Gly-Gly-, -Gly-Gly-Gly-Gly-Gly-, -L#*D-Phe-Gly-fo-L&D-Leu-
Gly- & £ {£ik 89 .

X¥, -Gly-Gly-L-Phe-Gly, -Gly-Gly-, -Gly-Gly-Gly-, -Gly-Gly
-Gly-Gly-, -L&XPhe-Gly-Z Zhikey.

AEXRHEMBTED TEFELBNKL B (NN EALARAKLES, K
BRIPBESABAGRBEEH&.

XM RAX-NERE AR, K412 BRBELEREBXKHNC
mWAREES. XM EX-0H48, K441 28BS RLABKK
HCARARES. EXABAT, HitW R, BRPELBIKHLER
ELRBBRAXBEREGERA, tld, ELE4H(]] PRABIXKR
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BZH, RERAFXBPN-BELXALRE. RPATAURAFHRATHR
PEARABRNETEPLE, RANRPEARADt-TARERL, p-TRAF
REAF. BRAVBPARALKERLE (Bl THA) . FAFE.

b 11eX ARABXKZE EABBRAEXBEY FEUATRY
FHERT F B S AESEHNTAGAMNALATHRA. EHOEH =
PEATERE, ZH. &4F. —RTRF, SoHeEs RO AZE T
B, 1-B-—FR&RAAR) - - LAB R BE, F.

BALGMEH NI RAEXKHEFHERBRALLH, ALREH
RPHRELBEAGCPAERAALANTHERBRITEY. EEHRET,
RBUHHESALFRBRRAECLELTERBRALESH NG AABR KK N-33
BAEBBRBRLS.

BELEASE4HI] BAARIKHENERRLADESARLEY
ARBOHERBERAFTAT &, i AGEANAETAESENT#T. BEAH
Q¥EflmK, T8, _FAFREIXLRLY, ZHHNEOEHP 1-3-=
TERAAR)--ZAB v RiEHgE, 2-28L-1-THREL-1,2-— &%
HEF.

ERALZRERBITAEY, RBLEERARGERBLLSH (1] KT
REFBAGRBYONLLH, RAEZRAN LD T ERALLSH (] &
SELERBRIBER. TXE. RE2BRAHEAREBKLLA0.1~20%
(£®), EHEAH2-10%(ZF).

EHRBAGALAGRESERT, AGPCHMEMNE, F2LAHIERR
HEHSGFHH-F 4k 430,000~500,000, F4kikH60,000~200,000.

A RE A E W BT ADTHRETEHAAXTHAN L.
THANLOHH P ERLEIARLLEANYE (Wl HE. &
F)AEAABRHBAGYE (WHABRL. REARLEF) .

XKINGERBIT LD THRBERTREFEIHE.
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BEFZEIL

S

X2— Alk—O @\
NH2

X1— Ak—0

AP EPEA-NRY)-XEHFA-0-. R, XHAlkZ W EXPAELY.

Bp, @it e ks FriedlinderF S R L (R AOrgamic Reaction, 28,
pp. 37-202, John Wiley & Sons, Ime., New York (1982)) HEXFZ A/
bH () B magsbeg = £ %R (R LEP-0220601-A) %4, MEHRFH
FTHRERPARARTEER/BALLH (1],

ErEBEEHFEP, AMATriedlinderBAEEE, T3 AR

RELLH (), APRRERTFHX (b Hi@idFriedlinder &
SEBEELEB QFHLS FARNKELFHEXR-CO-XERELRTFXF
& B)# 47 Chem. Pharm. Bull., 39, 2574-2581 (1991 ¥ AT KM #FH A
EEREREsmII].

woh, REAAZANRSS (), SRALTXINLEH0:

10
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'
¥3— Alk—O @f\ © (1]
X NHa2

£FIPRRT-N(R?) -KR°-0-, RPENAARPHEANEAR A KGR A
BEREAIGEAR, R, R2PAIkRE WM EEXH, THHLEF ERmL
AHmIERABEKELHERRLEY.

EFPPRZRPEARA-NR?) - RS EAAFEA XA H (DT FREF
294 %.

BE#E?

PR BAL

FARY A FARBAL
H®?) N-Alk-OH Prot- R2)N-Alk-OH Prot- (R?) N-Alk-0-T
(@) (b)
HO HQ R R*Q R
@CHO R3MgBr @(’\OH Prot~(R?)N- Ak-O-T @\/Lo H o
NO, NO> NC,
© (d)
RS R4O R1

R*0
MnO, @(50 Ho/Pd~C @\/ko
= NO2 NH2

11
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LFRAAER ALY, PARAYIARKHKAH LI REA, R
ERPHRARA, Prot ARPE, TATEHRAXTHRAL.

BypAREEEARSIRY)N-AK-OHERARFHALARH (1), £
BPERRAATHAALAALPREAABLANAH D). F—FF,
BAEMN QM) 52 ARKRGAARETREL, A ksdH () &

AN HENRLAH D) EARHN LS (D, EYRXLAERLART. &

LHMENN, At RELERARALLH (), MELEH (o)
EEYHBLNAELET, MwPdC BHBELIRLILEH 1D, L4
BN THEEARADTLE CLTALELLXIEATFELLS (2)
e Y |

ErRER#E%, ARLAH (O PHR LR ARRPAAERS
khE, MARNEHELAARPHAANARBRARES. LAN Y
DRSS ) XENHEA SRR RLERANEAEARSH ), £F
CEHREPARAL A LA RPHARN AR RA RN RAR AN S
HARKE.

EIRERFEIPHREARERARAH (DT, AT ZRPR
0-H s (DR TREF I8 4.

BEEFE

OR3 s
HQ 5 CRS 1)
R°0 rEGRPY
5 HC-Alk-x3 .
Ej;IkaRa D&
NC, %

7 R3

R70 . R70
CHO 3
@ Sy e
Z>Ne, Z o

12
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RS R!
R70O § R70
| \\l O HzFd-C | \I 'e)
ZSNC» 2 NHa
eh (1

EdAlk, RFPRTEZR EXELH, RPIKERL, FAHFETF R°Z
pARE RARPHELEARA.

PARRUAHAE TR _RAGR LR AALHEASEHXEL
HERAL. LRALBRANBARRY, APRRTA-TATARAY
RY; anpBAMBRIIZABHABREARROEARAETRITE S
, EERRABRHAEE 7 RMHAFXARFES A LAH @) . #4
B @) NEREFEIF A S X RFRL, FHALAS ) H—F 5
HACEBAFE A (11,

Wi, EERBEEFEIF, AERAFEBELOH (!) HEEHR
PA AAAAG FHAELL A KA EF RN BAFXELAREH
FANEABRRXRE S A AL HRLELS, MELAN FHUAERLLH (1)
MERGAR 7 X AT HACE RGN Lo (11].

AZAHERBITAD L ETHANES TERANAEALALHR
MAER, LEASTEARE, #SioME. TEA. FEA. LKA, ¥
B (KBAE. TAS) BrALNHLA4A.

AEARERBRITAD P ETHANERABANLHE (H kTR
EH) , BERRARNGHBX (HlER. 2R, L% #A.

AEZARERLDEHNIRBLE 5k, EXHEH. AEXARE
, RREAERMASH 1] H 5X 2 X -NIR? & B o E# kAL 29 (1]
EREHHMNEFEAFT A0 02~50mg/kg/ X, F /LK A0 1~10mg/kg/ X,

AEVMB AL E F R AR TEAAPE FMARE, 254
BIR B M A AL AR

% 4 1

10- (3 -RAFMAX)-T-TA-008)-EHREBRLIGHE

() 3-RTEREARLFRHGH S

#I-AAARAB G ERT_KFR G ¥, ARAFTRLHEHAS

13



00132661.9 oM B FE1/73m|

AR TA R (18.39) . ¥RA4HAeTR THHA 2L, FRE A
AheERESHEALANLEHRGI-RTRABEALEAH (18.98g).

FE: 99.9%
IR($8): Vmax ™ 2 =23380, 1790

Ki#: m/z=176 M+H")
NMR (300 MHz, CDCly): §TMS=1.45 (9H, s), 1.62-1.72 (2H, m), 3.0 (1H,

brs), 3.29 {2H, dd, J=12Hz, 6Hz), 3.66 (2H, dd, J=12Hz, 6Hz), 4.80 (1H, brs)

(2 S-RTAZEAKEAXZTERERAHA &
#H3-RTEMEEARH (10.09) BN F KT (10em]) F, k&AF
T ERBTRAZZE G 66 TERSEK (16.32), REHETRT
RESE. BEERLIRE, ALHERMTRPLBLEOREG %, &
BEARE, AAFSAAERtE, ARBMFRAXERS. Adh
BRBRECHERALAN-RTASELE AL TEARR (15.372), A
=R JAE X P
FH: 82%
IR (58): Vmax °™ 1=23400, 3340, 1700, 1600
Kk m/z=352(M+Na")
NMR (300 MHz, CDCly): 3™S=1.42 (9H, s), 1.78-1.90 (2H, m), 2.45 (3H,
s), 3.11-3.22 {2H, m), 4.08 (2H, t, J=6Hz), 4.5-4.65 (1H, m), 7.36 (2H, d,
- J=8Hz), 7.77-7.83 (2H, m)
(3) 1-(6"-BA2-2-HEAEL)-2-AH-1-B
# 6-BR-2-AMAEFTR(G.0g EMTFLKW Lk (90n)) F, £
—IBCABHT AR P AN MRS Q35 F). RS HRH N
B, BEEBXARB, ERARLH T RAINER., ROSMLBLEER
, S EEARE, ARARAAERER, AARKTR, FRERS.
RKehpaRES#EEELTN-6-2A2-2-HEAER)-2-/%-1-H
(5.09g), AH*EERK.
FR: 13%
M.p. :126~130C
IR(RAKBEHE): Voax = 1 =3440, 1600

14
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JE ik m/a=195M")
NMR (300 MHz, CDCl): 8T™MS=2.4 (1H, br), 5.19 (1H, dd, J=10.5Hz, 1.5

Hz), 5.38 (1H, dd, J=17Hz, 1.5Hz), 5.89 (1H, m), 6.08 (1H, ddd, J=17Hz,
10.5Hz, 5Hz), 6.80 (1H, dd, J=9Hz, 3Hz), 7.22 (1H, d, J=3Hz), 7.97 (1H, d,

J=9Hz), 9.90 (1H, brs)

4)1-06°-(3 -RTAEEAEAARES) -2 -AHEXEE]-2-RH-1-8
A&

#1-(5-2E-2-AAER) -2-RAW-1-8 (2. 0g) FM-T £ ADNF (100
nl)d, AEPRARLS (15FE). ABRNAPI-RTAMEALAETE
AR (1.6%F). #ROHASICHMsIH, ARXTPRAZELE. &
LAtk ELAERLE, AABATFR. A4S ASREEHERL
245 1-06-03 -RTAEAEARER) -2 -ALXR)-2-A%-1-H (
3.53g), AAKEAR.

FR: 98%
IR($6): Vmax °™"*=13400, 1690, 1680

JAi#: m/z=2375M+Na")
NMR (300 MHz, CDCl,): §™S=1.44 (9H, s), 1.96-2.06 (2H, m), 2.80 (1H,

brs), 3.33 (2H, q, J=6.5Hz), 4.11 (2H, t, J=6Hz), 4.8 (1H, brs), 5.24 (1H, dd,
J=10.5Hz, 1.5Hz), 5.42 (1H, dd, J=17Hz, 1.5Hz), 5.92 (1H, d, J=5Hz), 6.08
(1H, ddd, J=17Hz, 10.5Hz, 5Hz), 6.86 (1H, dd, J=9Hz, 3Hz), 7.25 (1H, d,
J=3Hz), 8.04 (1H, d, J=9Hz)

B)1-16-(3"' -RTEREREARRE) -2 -AXER]-2-AK-1-W
8 ¥ &

B1-(6-0" -RTABEAAARER) -2 -AXXE)-2-RN-2-8
(9.668) BM T K& B0on) ¥, AAXPRAER_RALL (120, #HRE
ek, EEAEAE, AdSRLAHA LR ELMMN, RABR,
ESOCHHEsIE, ARYRAZRLE., ROWAKPELAZREE
ARERTR. AeHAARESC#EBAANL-[5- (3 -RTHEARE
EARERE) -V -MEER]-2-AH-1-W(6.01g), AXKEFH.

15
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M.p. : 65~717C

FE . 63%

IR(%): Vmax ™ *=23350, 1700
Bk m/z=351M+H")

NMR (300 MHz, CDCl,): §7™S=1.44 (SH; s), 1.98-2.18 (24, m), 3.28-3.37
(2K, q, J=6.5 Hz), 4.08-4.16 (2H, m), 4.57 (1H, brs), 5.85 (1H, d, J=17.5Hz),
6.02 (1H, d, J=10.5Hz), 6.52 4(1H, dd, J =17.5Hz, 10.5Hz), 6.82 (1H, d, J=3Hz),
7.03 (1H, dd, J=9Hz, 3Kz), 8.17 (1H, d, J =9Hz)

0)1-05 -3 -RTARERAAER) -2 -ALXR)-AR-1-MH
&

HL1-060-(3' -RTAREEEAXARE) -2 -HEAXR]-2-"%-1-R
(325mg) M T Z 8 (15ml) ¥, AXFTRALIGKEE (40ng), REBEL
SRTHHLIN. BHEBREHAN, RERBR, AeHhAZRES
Wk, AE1-16-00 RTRAESKEAALE) -2 -KEXR]-AR-
1-# (248mg), A HEHK.

M.p. : 112~115TC

FR . 83%

IR(GRAK L) Vmax ™ 2 =3450, 3400, 3340, 1700, 1650

Kik: m/z=2323 M+H")

NMR (300 MHz, CDCl,): §TMS=1.21(3H, t, J=7Hz), 1.45 (3H, s), 1.90-
2.01 (2H, m), 2.95 (2~, q, J=7.5Hz), 3.33 (2H, q, J=6.5Hz), 3.97 (2H, t,

J=8.5Hz), 4.48 (1H, brs), 5.96 (2H, brs), 6.62 (1H, d, J=9Hz), 6.95 (1H, dd,
J=9Hz, 3Hz), 7.24 (1H, d, J=3Hz)

(7-1) 10- (3 -®RTHREXRLEAEL)-7-2 %-(209) - F 4

B1-080-03 -RTEABEELARAR) -2 -KEAXES] -AR-1-W(
LB4R) EMT LB 200 F, AR FHRAUS-T,8-=K-4-ZX-4-F X
-1H-wb %k [3, 4-f]1 = £ % %-3,6, 10 (4H) - =& (1. 86g) o xf T LA (134mg
), RRLBEA. EEEAE, RARRRLH, AL AdRELH

16



00132661.9 oM B FE14/73m

R AN10- (3 -RTREARLAAHER) -7-(208) -F 4R (2.478), %
AREHK. |

M.p. : 196~201C (5 %)

AR . 649

IR(GRKLH): vmax ™ 1=23450, 3385, 1740, 1718, 1685, 16865,

1620
Kik; m/z=550M+H")

~ NMR (300 MHz, CDCl): §™5=1.03 (3H, t, J=7.5Hz), 1.39 (3H, t,
J=7.5Hz), 1.46 (9H, s), 1.82-1.98 (2H, m), 2.04-2.16 (2H, m), 3.12 (2H, q,
J=7.5Hz), 3.41 (2H, q, J=6Hz), 3.93 (1H, s), 4.20 (2H, 1, J=6Hz), 4.84 (1H, brs),
5.21 (2H, s), 5.29 (1H, d, J=16Hz), 5.74 (1H, d, J=16Hz), 7.28 (1H, d, J=3Hz),
7.43 (1H, dd, J=9Hz, 3Hz), 7.60 (1H, s), 8.12 (1H, d, J=8Hz)

(7-2) 10-(3 -ZBEEARER)-T-Z£-208)-EMANH&:
RER(MD~(T-) P HAMFALEHIAR LS HAHN10-(3-2
BEAEARERE) -7T-TX-(209) -F 4.

M.p. : 240~245TC (48)
FR . 64%

IR(GRAKLH): vmax @ +=13405, 3330, 1730, 1680, 16585
XKi#: m/z=432 M+H")

NMR (300 MHz, dg-DMSO): §™M8=0.88 (3H, , J=7.5Hz), 1.31 (3H, t,
J=7.5Hz), 1.82 (3H, 5), 1.80-2.0 (4H, m), 3.1-3.2 (2H, m), 3.26 (2H, dt, J=13Hz
6Hz), 4.21 (2H, 1, J=6Hz), 5.26 (2H, 5), 5.42 (2H, 5), 6.51°1H, s), 7.25 (1H, s),

7.45 (1H, d, J=3Mz), 7.49 (1H, dd, J=9Hz, 3Hz), 7.98 (1H, t, J=5Hz), 8.05 (1H
d, J=9Hz)

(8-1) 10- (P HEAJRER)-T-Z -8 -FHAERENGHH &
#10- (3 -BRTESXALAER)-T-24-(208) -F MR (641mg) ¥

RF-RE QD) ¥, ERSTHRESFHTHX T M 2EER (In]) ¥
MISGER. RO MAETERTHYE, ERBEAE, ERARLHTH

17
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AFAR(nl) . EHRL Y, 2HBKEREYEK, AR E, F
BREFR. ${ASDXERTARY, £FAH10-3-KBARE)-T-
ZA-(208)-F i & i (563mg), HEHK.

M.p.: > 218C (9 M)

SR 99%

IR(RIKE M) : voax ™"+ =13370, 1745, 1655

Kik: m/a=450[ (M- Cl")*]

NMR (300 MHz, ds-DMSO): §T™S=0.88,(3H, t, J=7Hz), 1.32 (3H, t,
J=8Hz), 1.78-1.95 (2H, m), 2.08-2.19 (2H, m), 3.0-3.1 (2H, m), 3.13-3.25 (2H,

m), 4.32 (2H, t, J=6Hz), 5.32 (2H, 5), 5.43 (2H, 5), 7.28 (1H, s), 7.5-7.56 (2H,
m), 7.99 (3H, brs), 8.1 (1H, d, J=10Hz)

(8-2)10- (3 -EAXABER)-7T-2£-0208)-ERAERENHE:
AER-FTHLELIR(T-DPEAGEHAAN10-3-REAAKE

)-T-Z-Q208)-FHALEBE. AW EBNKELEB-)PEAY
XY T L EL Y L LR |

¥ X P

10- (2 -KERER)-T-Z4-0208)-FMAERLENE:
AREE FTRAEAIGFTEHBFIRENRGLI0-(2-EERERL)-7T-2Z X
-(208)-F MR LWL,

Mp : > 249C(4MR)
E® . 97%

IR(RKBR): Voex = 2=23400, 1745, 18556, 1620
Mk m/z=436[(M-C1-) "]

NMR (300 MHz, dg-DMSQ): §™S=0.88 (3H, t, J=7.5Hz), 1.32 (3H, t,
J=7.5Hz), 1.80-1.94 (2H, m), 3.21 (2H, g, J=7Hz), 3.27-3.37 (2H, m), 4.45 (2H,
t, J=5Hz), 5.31 (2H, s), 5.43 (2H, s), 7.28 (1H,_s), 7.54-7.58 (ZH, m), 8.13 (1H,
d, J=10Hz), 8.31 (3H, brs)

18
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k43
10-(8 -RARER)-T-2X-0208)-EMHALEBEGHE:
AEATEAAINTEHRHENRGL10-(5-AXRAL)-7-2 %
-(20'8) -E ML B L.
Mp : > 179C (%)
FE . 98%
IR(KBf): Voux ™ *=23420, 1745, 1660, 1615
F#: m/z=478[(M-C1")*]
NMR (300 MHz, dg-DMSOQ): 8T™MS=0.88 (3H, t, J=7.5Hz), 1.31 (3H, t,
J=7.5Hz), 1.49-1.58 (2H, m), 1.63-1.73 (2H, m), 1.80-1.91 (4H, m), 2.77-2.88
(2H, m), 3.19 (2H, q, J=8Hz), 4.21 (2H, t, J=8Hz), 5.29 (2H, s), 5.43 (2H, s),

7.28 (1H, s), 7.48-7.53 {2H, m), 7.98 (3H, brs), 8.08 (1H, d, J=0Hz)

¥ XN

9- (3 -RARAKX)-7T-2%-209)-FMAERESHE:

AERAFRAEHIGFEHA- (3 -KBERKE)-T-2 K- (208) - 4
RERE.

LHkHS5
11- (3 -REREX)-T-2ZX-0Q08)-FnREMmEANME:

AHEEA TEAFA G FEHF11-(3-EE2REX)-T-24-(209-F
waimi.

%A&H 6 |

10-(2- (2" -REAZER)ZEK)-7-2 8- 0208 -E Mmoo
%:

RERTEAAIGFTEHARERRN10-(2-2'-RETER) L
£X)-T-24£-0Q209)-FHRERE.

Mp. : > 1365C(ERFH4M)

IR(KBt): Voax °™ 1=3405, 1745, 1855, 1615

BRik: m/z=480[{(M-C1")*]

19
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NMR (300 MHz, dg-DMSO): 8™™S=0.88 (3H, t, J=7.5Hz), 1.32 (3H, t,
J=7.5Hz), 1.80-1.94 (2H, m), 2.97-3.06 (2H, m), 3.20 (2H, q, J=7.5+z), 3.75
(2H, t, J=5.5Hz), 3.89-3.92 (2H, m), 4.38-4.40 (2H, m), 5.30 {2H, s), 5.43 (2H,
s), 7.29 (1H, s), 7.52-7.56 (24, m), 8.10 (1H, d, J=9.5Hz), 8.04-8.23 (3H, brs)

CKEHT
10-(3 - FRAEAREL)-T-28-009)-FRALRESH &
mﬁnfiﬁﬁllwx&ﬁ#i&aaﬁm (3 -FEKERAE)-T-
ZE-Q08)-FMRERE.

Mp : > 180’C(ﬁ‘ﬂ)

Fak

IR(KBr) Tmax “® 1=13410, 1745, 1660, 1615

K m/z=484[(M-C1")"*]

NMR (300 MHz, dg-DMSO): §™S=0.88 (3H, t, J=7.5Hz), 1.32 (3H, t,
J=7.5Hz), 1.80-1.94 (2H, m), 2.15-2.24 (2H, m), 2.57-2.61 (3H, m), 3.17-3.24
(4H, m), 4.33 (2H, t, J=6Hz), 5.31 (2H, s), 5.43 (2H, s), 7.28 (1H, §), 7.52-7.55
(2H, m), 8.10 (1H, d, J=10Hz), 9.00 (2H, brs)

k&8

10- (3 - (L-BREAREL) RER) -T-2£-0Q08)-FHRERE M &

(1) 10- (- (WTEAREL- i&&%%i)ﬁi&) -7-2 % - (208) - & #
B HE:

#10- (3 -KEAREA)-7-TA-208) - &M% (200mg) EME
FOMF (10ml) b, F E B H P ARS HH &4 T, BB XTHART RE
BA-L-BAE (1390 . Z 8 (4img), N-B A R4 K (85mg) # L-
B-—FPEELEAL)-3-2A2B L -—ChERE 6ng) . RE, AAXFH
ABREHI-—FEEARRZ OMAP), AER T, HAAAWRLH. £K
BEAEE, BRARKEARLHAAEFER. AARECHRRULER
RANAXEHREGL10- (- RTRANEE-L-BARKL AER)-7-C
£-(208) - F bt sk,

20
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FE . 62%

IRCGRIKB ) : Vmax °= * =3280, 1750, 1710

Bk m/z=135M+Na")

NMR (300 MHz, CDCly): 8™™S= 0.92 (3H, t, J=7Hz), 1.31 (3H, t,
J=7.5Hz), 1.41 (SH, s), 1.75-2.02 (4H, m), 2.86-3.10 (4H, m), 3.3-3.3 (2H, m),
3.8-4.0 (2H, m), 4.24-4.38 (1H, m), 4.78 (1H, brs), 5.00 (2H, s), 5.21 (1H, d,
J=16.5Hz), 5.26-5.37 (1H, m), 5.64 (1H, d, J=16.5Hz), 6.58 (1H, br), 6.81 (2H,
d, J=8.5Hz), 7.06 (2H, d, J=8.5Hz), 7.12 (1H, d, J=2.5Hz), 7.22-7.31 (1H, m),
7.80 (1H, s), 8.16 (1H, d, J=9Hz)

(2) 10-(3 - (L-BEABEL) SEE)-7-25-208)-FHREBREY
&
#10-(3 - (RTAZAL-BRARAE) AR -T-T5-(208) -F M
(15Tmg) EMAE =R 6nl) P, FARBT EARBFAXTEREINE
B nEk, £E2T, RENBURLOH EREERIE ARAER
S mARAR (20n]). BERL M FALBKERRERE ALR
Ak BRERTEE. AYHEMRERTY, FHAETHAXEHRHL0-
(3 - (L-BEBREAE) AEL)-7T-245-(208) -F R LM & (120mg) .

Mp. : > 190C (&%)

R 84%

IRGRAKE R) : Vmax = 1=13375, 3240, 1740

FKik: m/z=613[(M-C17) "]

NMR (300 MHz, dg-DMSO): §TMS=0.88 (3H, t, J=7Hz), 1.32 (3H, t,
J=8Hz), 1.75-1.98 (4H, m), 2.93 (2H, d, J=7Hz), 3.14-3.43 (4H, m), 3.87 (1H, t,

 J=THz), 4.05-4.23 (2H, m), 5.30 (2H, 5), 5.43 (2H, 5), 6.71 (2H, d, J=8.5H2),

7.03 (2H, d, J=8.5Hz), 7.28 (1H, s), 7.43-7.54 (2H, m), 8.09 (1H, d, J=9Hz), 8.3
(3H, m), 8.66 (1H, t, J=5Hz)

RAEH
10- (8- (HEABRELE REL) -1-24-0Q0) -FRHAERENH&:

21
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BHAFLAAKFLEARENRA10- (Y- (HERAE) ARE
)-T-Z£-(208)-FRmERE.
M.p. : > 190C (4 %)

FE . 93%
IRGERAK L ) vmax =+ =23355, 3225, 1745, 16586

Fik: m/z=507T[(M-Cl")"]

NMR (300 MHz, dg-DMSO): 5TMS=0.85 {3H, t, J=7.5Hz), 1.32 (3H, t,
J=8Hz), 1.79-1.94 (24, m), 1.94-2.06 (2H, m), 3.20 (2H, q), 3.37 (2H, q), 3.52-
3.60 (2H, m), 4.28 (2H, t, J=6Hz), 5.29 (2H, $), 5.43 (2H, s), 7.29 (1H, s), 7.47-
7.56 (1H, m), 7.51 (1H, s), 8.09 (1H, d, J=9Hz), 8.20 (3H, m), 8.71 (1H, t,
J=5.5Hz)

kS 10 |
10- (3 - (L-2REBAEA ARL)-T-28-0209) -FMABERENHH &
(1)10- (3" - (RTHERASE-L- 2 ARER) ARE)-7-24-(209)-%
L XK ¥
AR FL&HS- (DM FE4210-(3-RERARL)-7-Z %- (208
- EMAEREANRHEHRY 10- (- (RTRERE-L-2ARKE)
AEE)-T-Z % - (208) -F 44k (351mg) .
M.p. : 1238~1297C
AR 84%
IRGR4KB M) : voux = 1 =13308, 1750, 1705
Kik: m/z=637TM+H")

NMR (300 MHz, CDCly): 8™S= 1.00 (3H, t, J=7Hz), 1.35 (3H, t, J=8Hz),
1.45 (9H, 5), 1.7-1.95 (2H, m), 2.08-2.20 (2H, m), 2.94-3.15 (2H, m), 3.53-3.64
(2H, m), 3.68-3.77 (2H, m), 4.12 (1H, d, J=4 Hz), 4.18 (2H, 1, J=6Hz), 4.2-4.3

(1H, m), 5.05 (2H, s), 5.26 (1H, d, J=16Hz), 5.70 (1H, d, J=16Hz), 5.74 (1H, d,
J=8.5r2), 7.13-7.24 (1H, m), 7.40 (1H, dd, J=8Hz, 3Hz), 7.56 (1H, s}, 8.02 (1H,
d, J=9HZ)
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(2) 10-(3-(L-2EABREX)AER)-T-ZX-0208)-$HREBREH
# &
ARA TEAFAS- QDM FERAREHRGL10- (3 -(L-LABRKE)
AAX)-T-Z45-0208)-Fx &8 E (26209 .
“ Mp : 173~177C (% #)
% . 88%
IRGEAK B M) vauex ™ 1=13350, 3240, 1745
Ki#: m/z=537[(M-Cl") "]
NMR (300 MHz, dg-DMSQ): §™8S=0.86 (3H, t, J=7Hz), 1.32 (3H, t,
J=8Hz), 1.77-1.95 (2H, m), 1.95-2.07 (24, m), 3.13-3.25 (2H, m), 3.32-3.45
(2H, m), 3.88-3.78 (2H, m), 3.78-3.86 (1H, m), 4.27 (2H, t, J=6Hz), 5.30 (2H, s),
5.43 (2H, s), 7.29 (1H, s), 7.48-7.58 (1H, m), 7.51 (1H, brs), 8.09 (1H, d,
J=9Hz), 8.17-8.28 (3H, m), 8.72 (1H, t, J=5Hz)

KkH 1L

10-(3-(L- XX ARBE-HRBRAE) RER)-7-2%-(208) -F#
ARERLEHNE '

D10-( - (MTHERERE-L-ZEXAAKBE-HEARKL) AEE)-T-
Tk - (208) - B btk of #] &

H10- (3 -KABAR)-T-28-0208)-F Mk ERE (200mg) EMRE
TOMF (20m]), ER AP KL FHF/ T BEGAXFRARTRERLE-L-
EEREBYAM (199mg), Z 28 Wdmpg) . 1-3-_FEKEAL)-3-2
2B _TBEBE (118ng). ARLHFPRARLENL. —TLEER
" (DMAP) , AE R T, HHNAN LY. LEEXZRE, RERBEER
LHARAEBER. AEARECH#EAALERZANAXERRGL0- (Y
SR TREEE-L-FEAAAMKLAFABRAL) A RE)-7-24-(208)- &
%, (328mg) .

F3 . 13%
IR (RAKB®): vous “=-1=23300, 1750, 1655, 1635
Kk m/z=1754 M+H")

23
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NMR (300 MHz, COCly): §7M8=1.02 (3H, t, J=7Hz), 1.37 (3H, t, J=7Hz),
1.38 (9H, s), 1.81-1.97 (2H, m), 2.06-2.17 (2H, m), 2.95 (1H, dd, J=14Hz, 8Hz),
13.01-3.16 (24, m), 3.12 (1H, dd, J=14Hz, 6Hz), 3.39-3.62 (24, m), 3.93 (2H,
m), 4.12-4.27 (3H, m), 5.03 (1H, d, J=6.5Hz), 5.13 (2H, s), 5.26 (1H, d,
J=16.5Hz), 5.71 (1H, d, J=16.5Hz), 6.7 (1H, br), 6.9 (1K, br), 7.08-7.17 (1H, m),
7.18-7.33 (5H, m), 7.35-7.43 (1H, m), 7.55 (1H, s), 8.04 (1H, d, J=9Hz)

(2) 10-(F-(L-FEAKABE-HEABRELE SEL)-7-2%-(208) -
S P NY ELEEN .
BHo10-(-RTAERE-L-XEEAARE-HEARKL ARE)-7-
ZE-(208)-F M (19T0g) EME—oZ R o)k, FEARB T, LRBP
FRXTHREIER B RER. EEST RENRGLW LEE
XERZE ARERSGH PRARAR 20n])., HHAERS%H, FALRKE
REGBE ALk ERETRE. $AHGHABRELRTY, 4
XETFRIAXEHRG10- (3 - L-ER2REABRE-HEAREL) FRE)-7-
ZE-008)-FMA L ®E (152mg) .
M.p. : > 190C (49 W)
ER o 84%
IRGERAKRBER): voux = 1=3230, 1745
Rk m/z=654[(M—-C1")"*]

NMR (300 MHz, dg-DMSO): §TMS=0.88 (3H, t, J=7Hz), 1.31 (3H, t,
J=7Hz), 1.78-1.93 (2H, m), 1.93-2.06 (2H, m), 2.98 (1H, dd, J=13.5Hz, 7.5Hz),
3.11 (1H, dd, J=13.5Hz, 6Hz), 3.1-3.25 (2H, m), 3.25-3.38 (2H, m), 3.6-3.71
(1H, m), 3.75-3.9 (1H, m), 4.09 (1H, m), 4.25 (2H, t, J =6Hz), 5.29 (2H, s), 5.43
(2H, §), 7.2-7.35 (6H, m), 7.50 (1H, §), 7.47-7.55 (1H, m), 8.08 (1H, d, J=9Hz),
8.20 (1H, m), 8.4 (3H, brs), 8.92 (1H, m)

ABR FTEAA G FERLAFL12-168010 %,

k12
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10- (2 - (L-RABEBRL-HEAREL ZERL)-T-2T%-(208) -4
REBENHE

EHEH L3
9- (3’ - (L-EAXAFEAHLA-HEABRER)ZER)-T-Z4-(208) -FHak
LML

FHH 14
11- (3 - (L- AR EABRE-HEAREAL) ARX)-7-25-(208) - &
REBEHHE: ‘

FHHLE
10- (3 - (L- R B -H ABAX)RER) -T-25- 209 -EHRAEM
EHH &

L6

10- (3 - (HAB-HEAR-L- XX/ ASE-HRABRKLE) RAL)-T-2
£-0208) -FMAEBENHE: |

(1) 10- (- (RTHREFLE-HEAR-HAB-L-ESAEARE-H AR
£E)REE)-T-TX-208)-F MR H &

AR FEAMIL-(DNFH4210-(3-KE2AEE)-7-2%-(208
) -EMREREFANAFXENERBL10-(3 - (RTRERL-HAR-H K
B-L-XE2 RESE-HAREAL REL)-T-Z4-(208) -F s (T14mg) .

FR o829
IR(R&KEH): voax ™ 1=23290, 1750, 1655, 1625
Fk: m/z=890(M+Na")

NMR (300 MHz, CDCl;-dg-DMSO): §™MS=1.02 (3H, t, J=7.5Hz); 1.36
(3H, t, J=7.5Hz), 1.43 (H, 5), 1.82-1.98 (2H, m), 2.12 (2H, m), 3.00 (1H, dd,
J=14.5Hz, 10Hz), 3.05-3.15 (2H, m), 3.19-3.29 (1H, dd, J=14.5Hz, 6Hz), 3.49
(2H, m), 3.65-3.85 (4H, m), 3.90 (2H, m), 4.18 (2H, t, J=6Hz), 4.43-4.54 (1H,

m), 4.80 (1H, brs), 5.15 (2H, s), 5.28 (1H, d, J=16.5Hz), 5.70 (1H, d, J=16.5Hz),
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5.85-5.95 (1H, m), 7.08-7.3 (6H, m), 7.28 (1H, d, J=3Hz), 7.42 (1H, dd, J=8Hz,
3Hz), 7.50 (1H, d, J=7Hz), 7.56 (1H, s), 7.61 (1H, m), 7.66-7.78 (1, m), 8.04
(1H, d, J=9Hz)

(@9 10- (9 - (AR -HEBR-L-EEALRE-FARKE) ARE) T

SZE-209) -ERHREBRENHE:
FHR FEAMS- ()M FHEAE 10-(3 - (RTAEME-F KB

SB-L-FEALRE - HEARER) AEE) -T-2 % (208) - B4R (880mg
)BAREHERKL0- (3 - GHRB-HAR-L- XL AKRE-FRERE
Y& EA)-T-2%- (209 - F sk L & & (556mg) . ,
M.p. : > 185C (4M)
FR . 88%
IRGERAKR T B : Vmax ™ 1 =103240, 1745
JKi#k: m/z=168[(M-C1")"]
NMR (300 MKz, d3-DMSO): §T™MS=0.88 (3H, t, J=7Hz), 1.31 (3H, t,
J=8Kz), 1.79-1.93 (2H, m), 1.93-2.05 (2H, m), 2.83 (1H, dd, J=14Hz, 10Hz),
3.05 (1H, dd, J=14Hz, 4Hz), 3.1-3.25 (2=, m), 3.25-3.4 (2H, m), 3.53-3.61 (2H,
m), 3.54 (1H, m), 3.62 (1H, m), 3.76 (1H, dd, J=16Hz, 6Hz), 3.85 (1H, dd,
J=16Hz, 6Hz), 4.25 (2H, t, J=6Hz), 4.52 (1H, m), 5.28 (2H, ), 5.43 (2H, 8),
7.12-7.19 (1H, m), 7.19-7.27 (5H, m), 7.30 (1H, s), 7.48-7.57 (2H, m), 7.91 (1H,
t, J--st), 8.09 (1H, d, J=9Hz), 8.17 (3H, br), 8.36 (1H, t, J=6Hz), 8.43 (1H, d,
J=8.5Hz), 8.85 (1H, t, J=5Hz)

KEH LT
10- (5 - (HEB-HAR-L-EEAARE-HRABRKE KRE)-T-L
£-0208) -k B
mﬁﬁl%‘ﬁza‘twu-(1)#3&&&18-(2)6‘:73‘5&—&4&10—(3'-(*&&-%
&%-L-i;&ﬁa%z&—ﬁ-aﬁii)a@ﬂ&)-v-a;-(208)-##&&&&
M.p. : > 185C (4 W)
IRGRAKER) : Vmax = 1 =13250, 1740, 1660
Kik: m/z=T96[(M-C17) "]

26
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NMR (3C0 MKz, ds-CMSQ): §7MS=0.88 (3H, t, J=7.5Hz), 1.31 (3H, t,
J=7.5Kz), 1.56-1.60 (4H, m), 1.77-1.94 (d4H, m), 2.79-2.39 (iH, m}, 3.02-3.23
(5H, m), 3.58-3.90 (6H, m), 4.20 (25, t, J=5iz), 4.49-4.60 (1H, m), 5.29 (2H, s),
5.43 (24, 5), 7.14-7.27 (5H, m), 7.30 (1H, s), 7.47-7.54 (2H, m), 7.85 (1H, ,
J=5Hz), 8.08 (1H, d, J=9Hz), 8.04-8.20 (3H, br), 8.33 (1H, t, J=6Hz), 8.42 (1H,
d, J=8Hz), 8.84 (1H, t, J=8Hz)

%418 |
10- (3" - (N- (HEBt-HAB-L-£E /KM E-H AR -N-FTEE) &
E£X)-1-Z%-09)-FRREREGHE:
AR FEAFALILI-(D)PLHRAS- QM FREFREHEXKY 10-
¥-(N- (B EB-HRAB-L-EXAHRBE-HKB)-N- ?i.:la)ﬁi.i) -7-
z,;!. (208) -FMak i & &
Mp. : 190C (49 #)
IR(GRAKB M) : voux = 1=23230, 1745, 1685
Kih: n/z=182[{(M-Cl")"]
NMR (300 MHz, dg-DMSQ): §™S=0.88 (3H, t, J=7.5Hz), 1.29-1.34 (3H,
m), 1.80-1.94 (2H, m), 2.00-2.15 (2H, m), 2.65-2.84 (1H, dd, J=14Hz, 10Hz),
3.01 (3H, s), 3.06 (1H, dd, J=14Hz, 4Hz), 3.14-3.25 (2H, m), 3.82-4.40 (8H, m),
4.20-4.30 (2H, m), 4.53-4.84 (1H, m), 5.28 (2H, s), 5.30 (2H, s), 7.13-7.27 (5H,
m), 7.30 (1H, s), 7.49-7.57 (2H, m), 8.08 (1H, dd, J=9Hz, 3.5Hz), 8.10-8.18

(3H, m), 8.31-8.38 (1H, m), 8.47 (1H, t, J=5.5Hz), 8.53-8.60 (1H, m)

KEH19

10- (2 - (HEB-HABR-L-EXRAEBKE-HARKE)ZHE)-T-2
E-0208) -FMAEBRLH &

AER FEEALL-(DREAEAS- QW FERAREBERY 10-
(2 - (HRB-HAR-L-FXALABE-HAREKE) ZEE)-7-2T%- (208
)-EMRERE.
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M.p. : > 189C (4 M)

IRGRALH): vau. 1 =13210, 1745, 1655, 1616

K, m/z=754[(M-C1") "] ,

NMR (300 MKz, dg-DMSO): 8™S=0.88 (3H, t, J=7.5Hz), 1.26-1.33 (3H,
m), 1.80-1.93 (2H, m), 2.81 (1H, dd, =14Hz, 10Hz), 3.06 (1H, dd, J=14Hz,
5Hz), 3.21 (2H, q, J=7.5Hz), 3.54-3.20 (8H, m), 4.26 (2H, t, J=5.5 Hz), 4.52-
4.50 (1H, m), 5.30 (2H, s), 5.43 (2H, s), 7.17-7.25 (5H, m), 7.29 (1H, s), 7.50-
7.56 (2H, m), 8.09 (1H, d, J=9Hz), 8.12 (3H,br), 8.21 (1H, t, J=6Hz), 8.39 (1H,

d, J=5.5Hz), 8.40 (1H, t, J=5.5Hz), 8.0 (1H, t, J=5.5Hz)

EHHF0
10-(3 - (Y- RATHRALX)SER)-7-24-(208)- FMREREH
# & |
AR TEAMNM T ERAREREARGI10- (3 - (v-KETHRER)
AEX)-T-2%-008)-EME &R .
M.p. : > 152C (5 M) _
IR (GRAKBM): vaur °™ *=3255, 1745, 1655, 1616
K: m/z=535[(M-C1")"]
NMR (300 MHz, dg-DMSO): §™S=0.88 (3H, t, J=7Hz), 1.32 (3H, t,
J=7Hz), 1.75-1.99 (6H, m), 2.23 (2H, t, J=7Hz), 2.74-2._81 (2H, m), 3.18-3.40
(4H, m), 4.25 (2H, t, J=6Hz), 5.30 (2H, 5), 5.43 (2H, 5), 7.29 (1H, s), 7.50-7.54
(2H, m), 8.02 (3H, br), 8.09 (1H, d, J=9Hz), 8.18 (1H, t, J=6Hz)

EkH 21
10- (8 -{(N-(v-RAETER-v-RETHRB KEIAEK)-T-2 4
-(208) - B MR ER LN H S
RARTEAALNFTEEAHEHEXRHL0- (3 -{(N-(v- RET
BRE) -v-EEATRDARIAER) -7-2X-0008)-FHAERE.
Mp. : > 134C (4 #8)
IRGRAKBRE): Voue ™ L =1745, 1655
Kik: n/z=820[(M-Cl")"]
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NMR (300 MHz, dg-DMSO): §7™S=0.88 (3H, t, J=7.5Hz), 1.32 (3H, t,
J=7.5Hz), 1.58-1.70 (24, m), 1.70-1.82 (2H, m), 1.82-2.02 (4H, m), 2.11 (2H, t,
J=7.5Hz), 2.18 (2H, t, J=7.5Hz), 2.70-2.81 (2H, m), 2.99-3.08 (2H, g), 3.15-3.33
(4H, m), 4.24 (2H, t, J=6Hz), 5.31 (2H, s), 5.43 (2H, s), 7.30 (1H, §), 7.49-7.55
(2H, m), 7.86-8.10 (5H, m), 8.09 (1H, d, J=9Hz)

KA
R LR RS P UL LT

CM-Dextran-Na-Gly-Gly-L-Phe~Gly—NH—(CHz)3-0

[CM.Dextran.Na;: RETFTEGRMME]

J$CM. Dextrandi 3k (CMA ;0.4) (1.68) EMEK (160mD)F, EREF
KTFIOCHEH T AXPROALEALS- Q) PRAKHL10-(3 - (FRAR-H
AB-L-XERABE-HEAREAE) AERL)-7-28-0208)-F WA LM E
(T5mg) . GIRLHPHOAL- -~ FEEEAE)-3- ZEML-SHRER
& (EDC, 3g) M K ¥k (#94ml), AXMMAO. IN HERBRSHENEH
7.0-6.6. RFLOCHZET, #o Ao, F A0 INERAMEKX
PH{A MY £PHY. A B RABHH ¥ (T5mD) AR, ARCLE
MERE, REBTEEMAENK (50n1) v, foill it X F & 9 B AGMP-50 (Na
-%, dBio-Rad, Labortatories, Inc#fit). KR A M RSB MS,
B, ORATRALE. AECHEARERE, REMNRE, FERE
FTFRANRTHERARIT LS (1.17g) . 10- (¥ - (KERALE)-T-2%
-(208) - FMBREME (ZHRHL-C-DHALL M ERTEINATLENTH
S, A80mat Mk KRN ERARSN, K149 . RERRSEEHE
(GPC) .44, MG EMRIT LI 25 FH%5137, 000, 4% Oiv/
Mn) % 1. 3. '

GPC4#F & £ 4: G400OPWXL, 0. aMA% & i 4 A #& (PHT. 0): Z Mk =80; 20,
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#G4000SWIL (&7 Toso, Ltd4 &), 0. 2MBE & & 88 # & (PHT. 0) .

FHkH 23
TRELAXGEMNRTEHSH L

CM.Dextran-Na-Gly-Gly~L-Phe-Gly-NH-{CHz)3-O

J4CM. Dextrandy & (CMAE;0.4) (1. 0g) EMAEK (100m]) F, AHH P&
FL0C M4BT, Gl Phoakksie- 2 PERMH10- (3 - (HEB-H
AB-L- XX AARE-HEAREAY) AAE)-7-25-0208) - ERE
(120mg) . iy i &4 ¥ 4w AEDC (3g) 8§ KB AR ($10ml), XMW A0. IN &
ERBRLWFAEPHT.0-6.5. REAMAP FRAEFIL LB ER
2HANKEEEMAITESH (1.03g) . 10-(3-(RERERE)-1-2Z4-
(208) - B M AREME (ZAHL-(8-1D ML) ANTIRRITLHFH
4%, RBommAMRAEALARSN, Hi 6% HREERRPEE#F
(GPC) #4#, B EMBRIT LB+ H L FEH132,000, B4 EE (Mv/
Mn) % 2. 3.

k24
TREMIOIWZITLEDHNE:

AR FE#EH2 8§ F5 k4% CM Dextrandy sk (CME;0.4) (1.2g
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Ao AMIIPEMHL0- (- L-EXRARE-HEAREAE) SEE)-T-L
£-(208)-F &L (130ng) AS AT ERABHT A (1.24g) . 10-(
3 - (EEARRE) -T-24-08) -FMAERE (FHhHL-(8-1) H 45
ENTEMAT A 4T, R380mtHRERI R ARIT, K. 7%
L REERSEEEE CPC) MoK, FEIRARTLEGH RS TEN

139) 000, ﬂ.ﬁ'ﬁﬁ (MW/MH) ﬁ 2. 2.

% %425
TRAEMXHERRTLH A&

CM-Dextran-Na-Gly-Gly-L-Phe-Gly-NH—(CHz)z—0

AR FRA&H2 855 kMO Dextrandi sk (CMA;0.5) (500mg)
FokhH19 PRAHI10- (- (HABR-HEAR-L- XX AAMRE-HARK
2)ZRE)-T-28-0208)-FMAERE Song) AAATHENRIT LS
(345mg) . 10-(2' - (RAZHRE)-7-25-208)-F MR EME (KAEH2H
AR ERE SRR LS P8 4F, R 3800msk 85 K AR N B A R?K,
H4.1% BRERREECHE GPOKLN, HESRARITLBGRHLST
¥ %169, 000, B 4% K (Mw/Mn) % 1. 4.

%k H26
TRENMIXGERRITED G &

CH3
CaHs o)

|
CM:Dextran-Na-Gly-Gly-L-Phe-Gly-N—(CHp)s-O, 98 7 4 7
Ny s°N l 0]
1.~ N 20
. 3
12 N 4 & O_

HsC> OH
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BiE FLAM2 45542 CM Dextrandy & (CME;0.6) (1.0g)
LA FPEMNGL0-(3-N- (HER-HAR-L-EERAME-H AR
)-N-FPHEAE)AERL)-7-24-208)-F MR EBE (100mg) RAKTHE
WA S (943mg) . 10- (3 - (FAREAAAL)-7-24-(208)-FHARER
BRAATRLA B EREERBTLHPHLE, A5k R AR
AEARRNE H3. 3%, REERS R EH#E CPC) KM, ATEHRN
3o FE5129,000 L4RE Me/Ma) %2, 4.

% k427
TEER XSG ERRT LB A&

CM-Dextran-Na—Gly—-Gly-Gly-Gly—-NH—(CHg)3—O

BMA TREH22 &5 k4% CM Dextran 443 (CME;0.5) (1.2
Fo R RHAIT EAH10- (3 - (HEABR-HEABR-HEAR--HEREE) TR
£)-7-2£-0209)-FRRE8E Lsomg) AAMEH EMRBTLBARE
BREAH (1126mg) . 10- (3 - (RBEAKRE)-7-Z5- (209 -FMHAER
EERTIMBHEDTHSE, 380 LM KAERSEARTN, H
5.3%. HMEMBRABLEH#E CPOMHFIT HEEIMRTLBHEHLTE
% 1585, 000, B 5% K (Mw/Mn) J 1. 46.

% k428
TRERXGERBT LI A&

CM-Dextran-Na~GABA~-NH—(CHg)3~O

[GABA: v - £ & TR
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AR FEAF2 89554 2CM Dextrandy & (CMAE; 0. 45) (1154mg)
FoRAH20 FEAH10-3 - (v-AATHEAL AEX)-7-2%-(208) -
ERAERE (5om) FAFNTHEARTEHAXERK (1, 100mg) . 10
(- (EARERR)-T-ZA-08) -EMAERE (KHAFL-(8-1) HAL
B ERTERBITAH PH LT, L3800k REEXRARTE A
2.9%, HMEEKBKEEE GONSH, HESHRTABYEHSTE
& 149,000, B 4% (Mw/Mn) % 1. 53.

5% &4 29
FTREMXHEHBRT LD G H &

CM-Dextran-Na~GABA-GABA-NH~{CHy)s~0 CaHs 0

[GABA: v - £ & T #&]

AP T, 4CM Dextrandy 3 (CMA; 0. 45) (1359mg) EM A K (80ml) P
HERSF T, OXFPRALEMANFTERAHL10-(3-{(N-(v- KETHR
2)-v-ZATHA AL RAL) -7-25-0209) -F ks & (135mg) .
fi%A b8k o ADMF (45ml) #EEDQ(2-Z R £ -1-ZH LB E-1,2-— &
k) (3766mg), AERA T, $RoHmitHiehaf, RE, SIAZH (600m])
oL T RAMELAKRER o)., AASHBRERNRE, RE#RR
REMEK(160m]) P, Foifitfa ¥ Fx i (AGMP-50,Na-&, &7 Bio-Rad,
Labortatories, Ltdfid). & # 2 8M5 AXBSE (0.220w) kit &
HARLM AR PIMEALARERBAXNERLL. BREHER
EXY, REACASEAFEBRFPALHEALRR. REAIGLE,
99.5% M, AM. FPLRAXANAHNAR, FERETFRANNRTH
ARERERGERARIT LS (1, 254mp) . 10- (3 - (KEARE)-T-T2-
(208) - B MALEME (EAHL-6-1)BLEH) ENFTENRITLHTH
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4%, sk EE AR ARG, He 9% . RERRSEEHE
(GPC) #H 44F, HEERANAHNEHLSTEAH147,000, EHRE Mv/
Ma) A 1.63. ‘

£ #4430
TRERXGERBITELHHH &
CM-Pullulan-Na—-L~Phe-CGly-NH-{CH3)3~O ~ CaHs 0

[CM.Pullutan. Na: RAFA R FERBEHE]

B FRAH 236 5k 42CM Pullulansh & (CMA ;0. 6) (616mg) F
FAGIPRMAG10-3-L-XEARRBME-HARKL)AAK)-T-2 4%
-(208)-FHAREL L SImp AHATHEMATLEHAFHEH K (1100mg
)o 10-(3 - (RABARA)-T-Z£-0208)-FMMEME (FHhH1-8-1)8
B ERTEMBRTAHTHAT, RIS MR EELEARTE
H41%. BREBRBRIAEHECPONHIH MESHRMTEBN T /LT
¥ %190, 000, 4% (Mw/Mn) # 1. 8.

¥ XN

10- (3 - (B AREAR)-T-2£-208) -F w6 # &

(1) 6-(3-RTEFAFEREL) ALL)-2-AEXTRGH &

5-BX-2-HMAETFTHR -_FLHH (5.33g) FDOMF (50nl) &, Ak b o
ARBH(6.91g) . L4 (1.5g), ET0CT R4 HEH2208. G
SRl ML ALEREREY. BRERETRE AEKAES
HEELBEGHFIA LR EARA- (V- BAREAL) -2-ALEXTFR-F
LB (6.39g) .

FE: 9%
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NMR (300 MKz, COClg): §7MS=1.60 (1H, t, J=3Hz), 2.08 (24, & ¥,
J=5Hz), 3.44 (BH, s), 3.87 (2H, q, J=3Hz), 4.22 (24, 1, J=8Hz), 6.01 (1H, s),
6.91 (-5, dd, J=8Fz, 3Hz), 7.31 (1K, d, J=3Kz), 7.97 (1H, dd, J=9Hz)

¥6-3-PEARRR)-2-HAEXTHR_TFTLHE (6.35g) A2 T70%2

BY, FEOCT, $RAHRELIN. RERERLY, Al AR
EHKRERAABFRLAERLERGY. TR, RERG. $ATH
ERETDINFGon) b, FAXPRARTEFETHREEL (4.559 F
wrk (3.428), EEB T . ¥ Ro BB H Y. RERERLYH, AERE
EHEBUEEH AR EHAN5- (P -(RTA-TFEAFAREAL R
FX)-2-HMEETH (5829 .

& 13%

IR(3L) : Vmex =" 1=1, 700

BRi: m/z=340[ (M+H")

NMR {360 MKz, CTCl,): §7MS=0.04 (€H, s}, 0.88 (9K, s), 2.03 (24,
2 ¥4, J=6rz), 3.80 (2H, t, J=8rz), 4.22 (2H, t, J=8Hz), 7.14 (1H, dd, J=9Hz,
3Hz), 7.33 (1H, d, J=8Hz), 8.16 (1H, d, J=8Hz), 10.49 (1H, s)

(2 1-{8-3'-MTEA-FEATEREL) AARX) -2 -MEEE)
-2-A-1-BE L
#o--RTEA-FAFERER AEL) -2-HEE TR (5.80p
EMETTHFQsn) F . ARB T, AFR-ARS P, AXTERH LB
B TEX)ETHFY M 5%, BRAOBBBIIM, AR T RAGLEE
(30ml). AERT HHARL Y ALBLEER, AEKRES#xkia
BLI-{6-(0-RTA-FAFTARAR) AAL) -2 -AEAEL)-2-F-1
-8 (5.02g) .
F¥: 80%
IRGREKZH) : Voax ™ 1=3,420
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Jii#d: m/2=390(M+Na*)

NMR (3C0 MKz, CDClg): §7™8=0.04 (6H, s), 0.88 (9H, s), 2.00 (24,
£ &, J=8Hz), 2.57 (1H, brs), 3.80 (24, t, J=8Hz), 4.16 (2H, t, J=6Hz), 5.24
(1H, dd, J=10.5Hz, 1.5z), 5.41 (1H, dd, J=17Hz, 1.5Hz), 5.90 (1H, d, J=5Hz),
6.08 (1H, ddd, J=17Hz, 10.5Hz, 1.5Hz), 6.87 (1H, dd, J=9Hz, 3Hz), 7.24 (1H,
d, J=3Hz), 8.04 ('1 H, d, J=9Hz)

#1-{5-(3"- (ar)izvzz?&gﬁ.&)ﬁig)-z'-rﬁiig}-z-
A-1-8 (4. 98 BB ERS L4onl) b, HF AL T Hiss = LA (368),
ERBT B2 oHmis . ALBERIEYH, RABR, RaRE
Bk AEHENL-{5-3 - (RTA-FAFERAR) ARE)-
v -MAEE)-2-/-1-R(2.87g) .

EE: 58%

IRGREKEH) : Vmax ™ 1=1,680

JHik: m/z=2364 M+H")

NMR (300 MHz, dg-DMSO): §™8=0.01 (6H, s), 0.84.(SH, s), 1.93 (2H,
A, J=6Hz), 3.75 (2K, t, J=8Fz), 4.22 (2H, t, J=6Hz), 5.85 (1H, d,
J=17.5Hz), 6.15 (1H, d, J=10.5rz), 6.35 (1H, dd, J=17.5Hz, 10.5Hz), 7.04 (1H,

d, J=3Hz), 7.25 (1H, dd, J=8Hz, 3Hz), 8.22 (1H, d, J=SHz)

(3) 10-(3-(BARAR)-7-Z - (208) -F #akd &

BL1-(5-(3" - (RTA-TFATAREY ARL) -2 -AHEXEE)-2-
H-1-8 (Tesmg) ERAZEH (10n)) 7., FaLd Fmiosd-& (166ng), £
TRAEAKXAENT, BERLG Y. AXBARLALHN RERRAR
L AERERAZH 200 b, RE, AXFHL US)-T,8-=&-4-Z %
~4-BA-1H-wbwh (3, 4-f1%%-3,6, 10(4H) - =8 (220mg) st FTEHAK
(3%mg), AMARSY. EREEZAZE BERGRL S, AL L H#
RHALRE BRI REENRRY T-2R-10-(3-(BEARAK)-(208) -
3 & (343mg) .

M.p.: 233.5-234.5C
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FE: 1%
IRGEKRBHE): Voux = +=3,380, 1,750, 1,645

Ki#: m/z=451 M-H")
NMR (3C0 MKz, dg-DMED): §7ME€=0.3¢ {GH, t, J=7.5Hz), 1.31 (34,1,

(0)]

J=7.3r72z}, 1.7
/

-1.95 (2H, m), 1.97 (1K, & &4, J=5.5 Hz), 3.17 (24, q,
J=T.3Hz), 3.63 (24, ¢t, J=8.5Hz, 5Hz), 4.26 (2H, t, J=5.5Hz), 4.62 (1H, t,

.
1
0
R
N
:—/
o

25 (24, s), 5.42 (2H, s, 6.42 (1H, 5), 7.26 (1H, 8), 7.45-7.51 (24, m),
8.05 (1H, d, J=9.5Hz)

%364 32
10- (2 - (BEATERA)-T-24-(208) - wamas &
(1) 1-{8 -2 -RTA-FAFHEREL)ZARX) -2 -HEXX)-
2-A-1-BH R4
AR FTEAAN- (DR QHFEEFL-5-(2-(RTE=-FTE
PRAEE ZHEL)-2-HAEXE)-2-/-1-R.
IRGRKLEHE) : Voax =1, 680
J#: m/z=352 (M+H")

NMR(300 MHz, CDCly): §T™S=0.09 (6H, s), 0.90 (9H, s), 3.99 (2H, t,
J=5Hz), 4.16 (2H, t, J=5Hz), 5.84 (1K, d, J=17.5Hz), 6.01 (1H, d, J=11Hz), 6.62
(1H, dd, J=17.5Hz, 11Hz), 6.84 (1H, d, J=3Hz), 7.06 (1H, dd, J=10Hz, 3Hz),
8.17 (1H, d, J=9Hz)

(2) 10-(2'-(BAZERX)-T-Z4-0205 -FHR &
RAEA FEAHI-03) HFERM 10- (- (BEZERE)-T-2%-
(208) - &3 3k .
M.p.: 251-254C
IR(GRKBH) : Vmax °=1=3,470, 1,730, 1,655
Kik: m/z=436 M+H*)
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NMR (300 MHz, d5-DMSO): §7MS=0.83 {3H, t, J=7.5Hz), 1.31 (3K, t,

J=T.3Hz), 1.80-1.93 124, m), 3.17 (2! Y, q, J=7.3Fz), 3.33 {2+, q, J=3Fz). 4.23

24, t, J=3Hz), 4.96 /1=t J=5.3=2) 527 a
(24, 4 J=3Hz), 4.96 {15, 1, J=5.5rz), 5.27 (25, 5), 5.42 (2H, 5), 6.48 (1H, 5),

(1H,s), 7.48-7.51 (24, m), 8.06 (1H, d, J=8Kz)

L33
10-12- (2" -BAZER) ZHERA]-T-2 K- (208) - S WRH # &
(1) 1-{5’—(2”-(2”’-(&1‘;&;‘1’&‘?’&%&&.)Li,,i) ZEA]-
o -MEAERX-2-F/-1-BHH 4
AR FEAEHA- (DR QG FERML-(65-(2"-(2"" - ®/T A
—PATERREE) ZAR) ZAR]-Y-AEEL)-2-R/-1-R.
IRGEKEH) : Vmax " 1=1,880
S5k m/z=2396 (M+H")
NMR (3C0 MHz, CDCly): 8™S=0.06 (6H, s), 0.89 (9H, s), 3.62 (2H, 1,
J=5Kz), 3.75 (2H, t, J=5Hz), 3.87-3.92 (2H, m), 4.20-4.25 (2H, m), 5.83 (1H, d,
J=17.5Hz), 6.01 (1H, d, J=10.5Hz), 6.62 (1H, dd, J=17.5Hz, 10.5Hz), 6.84 (1H,

d, J=3Hz), 7.05 (1H, dd, J=8Hz, 3Hz), 8.17 (1H, d, J=8Hz) '

(3) 10-12"-(2 -BAZHRL) CHRE]-T-2%-(208) -FHARH K&
AHERFEAMI- Q) HFERL-(8-(2 - @ -®TE=FEF
ARER)ZER) ZEA)-2 -HAEER)-2-R-1-RER 10-(2-( 27 -
PRZER)ZEREI-T-T 4 (208) - Bk
M.p.: 230-231.5C (4 #8)
IRGRAK L) : Vmax = +=1,785, 1,655
Bk: m/z=481 (M+H")

NMR (300 MHz, ds-DMSO): §T™™S=0.88 (3H, t, J=7.5Hz), 1.31 (3K, t,
J=7.5Hz), 1.79-1.94 (2H, m), 3.18 (2H, q, J=7.5Hz), 3.55 (4H, m), 3.86 (24, m),
4.34 (24, m), 4.63 (1H, brs), 5.27 (2H, 5), 5.42 (24, 5), 6.48 (1H, 5), 7.26 (1H,
s), 7.48-7.54 (2H, m), 8.06 (1H, d, J=10Hz)
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% 3 4] 34
10-(3 - (L-BRAREA) REAR -T-24- Q) -EMREBREN# &
(1) 1-06'-3""-BAARERA)-2-HAERX]-2-A-1-BHH &
Bo1-(-3"-RTEA-TFAFTHRER)ARR)- 2 -AEXAL-
2-F-1- B(EAHIL-(2) 44 %) 5ETHF (20n]) R50%2Z B AKE & (30ml)
BRd, FEERTHROHIEALR. RERGALER RAREEEL
HEaEGHFIL- (-3 -BEARAX) -V -MAXE]-2-/-1-W
(1. 268 .
. 95%
IR(%) : Vmax “="2=3,420, 1,675
Rik: m/z=251 (M)
NMR (300 MHz, CDCl,): §™™S=2.08 (3H, m), 3.86 (2H, t, J=6Hz), 4.23
(2H, t, J=6Hz), 5.89 (1H, d, J=17.5Hz), 6.02 (1H, d, J=10.5Hz), 6.62 (1H, dd,
J=17.5Hz, 10.5Hz), 6.84 (1H, d, J=3Hz), 7.04 (1H, dd, J=9Hz, 3Hz), 8.17 (1H,

d, J=9Hz)

(2) 1-06-(3"-RTAEX-L-AKABEL-AERX) -2 -HEXR]-
2-R-1-BH & -
¥1-18-3"-2EREK)-2-AMEXX]-2-"-1-F (1. 2 AT
EARE-L-AEAR (2. T6g) EMATHF (S0nl) ¥, HFERBFRSHT, &
EmADCC(3.01g). REBAEZRTRE S BEZER BERR, AR
BECHILAKGHAN-(5-3 -RTAZEA-L-RABRLL- AR
2)-2-AEER]-2-/-1-8(1.19g) .
FE. 58%
IR(%) : Vmax =" 1=3,370, 1,740, 1,715

K#: m/z=423 (M+H")

NMR {300 MHz, CDCly): §™S=1.38 (3H, d, J=7Hz), 1.43 (H, s), 2.19
(2H, & F 4, J=6Hz), 4.16 (2H, t, J=6Hz), 4.27-4.42 (3H, m), 4.98 (1H, m), 5.85
(1H, d, J=17.5Hz), 6.02 (1H, d, J=11Hz), 6.62 (1H, dd, J=17.5Hz, 11Hz), 6.82

(1H, d, J=3Hz), 7.04 (1H, dd, J=9Hz, 3Hz), 8.17 (1H, d, J=8Hz)
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(3)10-(3" - (MTERAZA-L-mEASEL ARRX)-7-2%-(1209-F
e X R E- R
Fi1-{-13"-(RTAEA-L-ALRERD IEA) -V -HAEX)-2
-A-1-B (LT EREZH B0 F, FEGLEFFm10%9%-%( 206mg),
LERPREARAAERAT, B2 49. RABRERLYN, REXSA
R AUHERETHQUDF, RE, AXTH U5)-7,8-2£-4-2
A-4- E-1B-%h (3, 4-F1%%-3,6, 10 (4H) - =] (290mg) Fo st F XSt &
(10mg) , FBARL Y. EEEXAZIE RERRRL Y, RAEKES#
ERRETHANAKERRRGL10-(F - ERTRAEHEL-L-AAREE)
FERX)-T-ZX--(208) -F 35k (257mg) .
- Mp.:>180TC
F#: 38%
IRCREEH) : voux " +=3,280, 1,760, 1,715, 1,660
Bi#: m/2=622 (M+H")

NMR (3C0 MHz, dg-DMSQO): §7S=0.88 (3H, t, J=7.5Hz), 1.25 (3H, t,
J=7.5Hz), 1.32 (3H, t, J=7.5Hz), 1.35 (9H, s), 1.78-1.95 (2H, m), 2.08-2.20 (2H,
m), 3.19 (2H, q, J=7.5Hz), 3.28-3.34 (2H, m), 4.20-4.37 (3K, m), 5.30 (24, s),
5.43 (2H, s), 6.50 (1H, s), 7.27 (1H, s), 7.30 (1K, d, J=7.5Hz), 7.48-7.54 (2H,
m), 8.08 (1H, d, J=9.5Hz)

(4)10- (3 - (L-AEABEAX) RAR)-T-25-0208)-FHAERES
&

10-(8 - (RTEABEA-L-REAREL) AERX)-T-2%- (208 - &4
B2 EMEDERY, FERB RS FT, AT A 8- =22 R
(Unl) . EREXARZE ARERL BT A _F A% Gml). AdRK
EAEFBAFEHEARNL0- (- (L-AEAREL) FEL)-7T-24- (208
)-EMm g (183mp) .

FE: 87%
IROGRAKZER) : Voux ™ 1=3,375, 1,750, 1,660
B m/z=522[(M-C1-) "]
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NMR (300 MHz, dg-DMSO): §T™S=0.88 (3H, t, J=7.5Hz), 1.32 (3K, t,
J=7.572), 1.44 (3K, 1, J=7Hz), 1.76-1.84 (2H, m), 2.20 (1H, £ &4, J=5r2),
3.20 (24, q, J=7.5Hz), 4.05-4.20 (1H, m), 4.34 (2H, , J=5H2), 4.40 (2H, t,
J=8Hz), 5.29 (24, 8), 5.43 (2H, 5), 7.28 (1H, 5), 7.43-7.55 (2H, m), 8.08 (1H, d,

J=10Hz), 8.52-8.73 (8H, m)

% #4435
10-(2 - (L-HEABREL) ZHER) -T-24-(209) -EHALEBESHE:
(1) 1-{6"- (2" - (RTEAAZE-L-AEAREL) ZEE]-2-AEXE
A}-2-F-1-BHH &
REATFEAAM- (DR QOB FEEAL-8- (2 - RTAEHEE-L
-ARMRAR) ZAA]-Y-HAXA)-2-/-1-8.
IRCGR&EBM) : voux =" +=3,370, 1,750, 1,715
Kit: m/2=409 (M+H")

NMR (300 MHz, COCly): 5T™S=1.39 (3H, d, J=7.5Hz), 1.43 (SH, s), 4.29-
4.35 (3H, m), 4.53 (24, brt), 5.00 (1H, br), 5.85 (1H, d, J=17Hz), 6.03 (1H, d,
J=10.5Hz), 6.63 (1H, dd, J=17 5rz, 10.5Hz), 6.84 (1H, d, J=3Hz), 7.06 (1H, dd,

J=0Hz, 3Hz), 8.18 (1H, d, J=CHz)

(D10- (- (RTEAZA-L-FEABKEL) ZEX)-7-T%-(208)-F
g Xk E
AR TEAFM-03) HFERMI0-2-RTAREEE-L-ALR
fE)VZEE)-T-24-(208) -F 5.
M.p.: 114-120C
IRGEAKBRE) : Voux ™" 2=3, 320, 1,750, 1,660
BRilk: m/a=508 M+H")
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NMR (300 MHz, dg-DMSO): §™8=0.88 (3H, t, J=7.5Hz), 1.26 (3H, d,
J=7.5Hz), 1.31 (3H, t, J=7.5Hz), 1.35 (9H, s), 1.80-1.94 (2H, m), 3.19 (24, g,
J=7.5Kz), 3.99-4.10 (1H, m), 4.43-4.56 (4H, m), 5.29 (2H, s), 5.43 (2H, s}, 6.49

. (1H,s), 7.27 (1K, s), 7.32 (1H, d, J=7Hz), 7.49-7.53 (24, m), 8.08 (1H, d,

J=10Hz)

(3)10- (2 - (L-AABAL) ZHRE)-7T-2£-(209) - FHAREREH
# &
AR FEAMAM- (O FEEMR10-2-(L-AEABREE) ZRE) -7
-ZE-Q)-EMREmE.
M.p.:>180C (4 8)
IR(GRKLHE) : Vmux ="+ =3,680, 1,750, 1,653
B#: m/z=508[(M-Cl)"*]

NMR (300 MKz, dg-DMSO): §™S=0.88 (3H, t, J=7.5Mz), 1.32 (3H, t,
J=7.5Hz), 1.45 (3H, d, J=THz), 1.80-1.94 (24, m), 3.21 (24, q, J=7.5Hz), 4.10-
4.19 (1H, m), 4.50 (2H, m), 4.50-4.65 (24, m), 5.30 (2H, s), 5.43 (2H, s), 7.29
(1H, s), 7.51-7.55 (2H, m), 8.10 (1H, d, J=8.5Hz), 8.55-8.68 (3H, m)

5 36 4] 36
10-{2’-[2" - (L-AEABRAX) ZEAIZHAY-T-2%- (2089 -F sk
ERLHHE:
(1) 10-{8"-12"-(2"" - ®RTEEEE-L-ARBRER) AR K
Al-2-MEAER}-2-A-1-BEOHE:
REBFEEAM-(DF QHFEREMLI0-{5-(2"-(2" - (RTH
AEX-L-AEABRAR) AR ZEA)--HEEX)-2-/-1-8.
IRGRAK L) : Vmax = *=3, 385 1,755, 1,690
HKik: n/z=453 M+B")
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NMR (360 MKz, CDCly): 5™S=1.38 (3K, d, J=7Hz), 1.44 (9H, s), 3.74-
3.79 (24, m), 3.85-3.90 (2K, m), 4.21-4.25 (2K, m), 4.29-4.35 (3H, m), 5.03
(1H, br), 5.84 (1H, d, J=17Hz), 6.02 (*H, d, J=11Hz), 6.52 (1H, dd, J=17.5-z,

\

44
[ RS

o

.~

a3 (1=, d, J=0Kz), 7.07 (1K, dd, J=8Fz, 3Kz), 8.17 (1H, d, J=3+z)

(D10-{2-12'-®"TEA-L-AAREX) ZEXIZCRAY-T-2 4
(208) - § k& ¥ & _

ARATEAFM-3) HFERFLI0-{2-(2'-R®RTARE-L- ALK
BREE) ZCERIZEE)-T-24- (209 -5 4.

M.p.:>184TC (5 &)

IRGEKLH): voux =" 1=3,380, 1,750, 1,705, 1,655

Ki#: n/1=652 (M+H*)

NMR (300 MKz, d-DMSO): §TMS=0.88 (3H, t, J=7.5Hz), 1.22 (3H, ,
J=7.5Hz), 1.31 (3K, t, J=7.5Hz2), 1.37 (SH, s), 1.75-1.94 (2H, m), 3.18 (2H, q,
J=7.5Hz), 3.73 (24, t, J=7Hz), 3.87 (24, t, J=7Hz), 3.94-4.05 (1H, m), 4.10-4.35
(4H, m), 5.29 (24, ), 5.42 (2H, s), 6.48 (1H, s), 7.27 (1H, s), 727 (1H, d,

J=5Hz), 7.47-7.54 (24, m), 8.07 (1H, d, J=10Hz)

(3)10-{2 -2 - (L-AARERX) ZEARXIZHEE)-T-T%-(208)- &
SNy EX.EE ¥
AHA FEAEHM- ) HFERAL-{2-12-(L-FAKER) T
fEIZEEY-T-ZX5-0209)-EHRAMERE.
M.p.:>180C (4 #)
IR(ERKER) : Vmax = 1=3,380, 1,760, 1,740, 1,660

H#k: m/z=552[(M-C1-) *]
NMR (300 MHz, dg-DMSO): §TMS=0.88 (3H, t, J=7.5Hz), 1.31 (3H, 1,

J=7.5Hz), 1.41 (3H, d, J=7Hz), 1.79-1.94 (2H, m), 3.19 (2H, q, J=7.5Hz), 3.78

(2H, t, J=THz), 3.8¢ (2H, t, J=7Hz), 4.00-4.15 (1H, m), 4.26-4.44 (4H, m), 5.29
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(24, ), 5.43 (2, ), 7.28 (1H, 5), 7.48-7.55 (2H, m), 8.08 (1H, d, J=10Hz),

8.52-3.70 (3H, m)

% 3% 5 37
10- (3 - (L-AHEX AER -T-24-0QS)-EHAERENH &
(1) 1-05-(3"'-(RTEALAZA-L-AHAD AAA]-V -MEXL)
-2-F-1-8 8 H &
BHEAFLEAHAM- DR QOB FERALI-- - RTHREEE
L-ARER) AAR]-2-MAEXY-2-/-1-8.
IR(%) : Vmax <= *=1,750, 1,700
Fiid: m/z=4T71 (M+Na"*)
NMR (300 MKz, CDCly): §MS=1.44 (9H, s), 1.81-2.30 (6H, m), 3.37-3.54
(2H, m), 4.13-4.37 (5H, m), 5.85 (1H, d, J=17.5Hz), 6.01 (1H, d, J=10.5Hz),
6.62 (1H, dd, J=17.5Hz, 10.5Hz), 6.82 (1H, d, J=3Hz), 7.05 (1H, dd, J=9Hz,

3Hz), 8.17 (1H, d, J=8Hz)

(2)10- (3 - (RTEAZA-L-AREAR) RAL)-T-2%-(208) -B ¥
X E 8
BHEATFEAHAM- DB FERL- (-3 -(RTEREEE-L- AR
) AER]-2-AMAER)-2-F-1-REAAHEHEXREGL0- (- (R
TEEAEE-L-ABREX) ARL)-T-Z%-(208) -FHA&.
M p.: 136-139TC
IRGRAKLR) : Voax = +=3,280, 1,755 1,700, 1,660
JRik: m/z=648 M+H")

NMR (300 MHz, dg-DMSO): §™S=0.88 (3H, t, J=7.5Hz), 1.31 (3H, t,
J=7.5Hz), 1.36 (9H, s), 1.74-1.94 (6H, m), 2.10-2.28 (2H, m), 3.18 (2H, q,

J=7.5Hz), 3.27-3.40 (2H, m), 4.15-4.22 (1H, m), 4.24-4.37 (4H, m), 5.28 (2H,

s), 5.42 (2H, s), 6.48 (1H, s), 7.27 (1H, s), 7.48-7.53 (2H, m), 8.07 (1H, d,
J=0Hz)
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(3) 10-(3-(L-AmBAAX)ARER)-7-Z4-(208) - F 5% 3£ & 3 o H
&

AHEATFEAHM- O SFERIC--®RTHEAZL-L-FAEL)
AEX)-T-ZF-Q0)-EHBKAAREHRKRGL0-(3 - (L-AHREE)
AEX)-T-TA-020-Ftmis i,

IRGEKBH) : Vmexe 2 *=13,680, 1,750, 1,660, 1,620

B m/z=548[(M-C1") *]

NMR (300 MHz, dg-DMSO): §7MS=0.88 (3H, t, J=7Hz), 1.32 (3H, t,
J=7.5Hz), 1.81-2.06 (6H, m), 2.19-2.34 (24,'m), 3.17-3.24 (4H, m), 4.05-4.20
(1H, m), 4.34 (24, t, J=8Hz), 4.42 (2H, t, J=8Hz), 5.29 (24, s), 5.43 (2H, s), 7.28
(1H, s), 7.50-7.55 (2, m), 8.0¢ (1H, d, J=10Hz), 9.00-9.20 (1H, m)

% & 4 38

10- (2 - (L-ABRAX)ZEAX)-T-ZX-Q00)-ERuAREHH&:

(1) 1-{8-("-(RTEASBEA-L-ARERX) 28 4]1-2-AELER)
-2-R-1-BHH 45

RERTFEAFAM- (DR Q) BHFEEM1-05-02 - RTERERX

L-ABRAE)ZEA]-2-HMEARX)-2-F/-1-8.

IR(48) : Vmax = 1*=1,750, 1,700

BR#h: m/z=435 M+E")

NMR (300 MHz, CDCl,): §7™S=1.44 (9H, s), 1.86-2.29 (4H, m), 3.37-3.57
(24, m), 4.25-4.35 (3H, m), 4.48-4.53 (2H, m), 5.85 (1H, d, J=17.5Hz), 6.02
(*H, d, J=10.5Hz), 6.83 (1H, dd, J=17.5Hz, 10.5Hz), 6.83 (1H, d, J=3.51z),
7.04 (1H, dd, J=9Hz, 3Hz), 8.18 (1H, d, J=0Hz)

(D10-(2-(RTEAZX-L-AREX) ZHEE)-7T-T£-(208 -F 4
R E

AERTERHM- DN FEEF10-(2-(RTEEARE-L- AR
RYZEX)-T-2%-(208) -F 4.
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M.p.: 203-205C (5 @)

IRGRELH): Vomax = t=1,755 1,735 1,685 1,670, 1,610

Fii#: m/z=634 (M+H")

NMR (3C0 MKz, dg-DMSQ): §™8=0.88 (3K, t, J=7.5Hz), 1.31 (3H, t,
J=7.5Hz), 1.37 (SH, s}, 1.79-1.94 and 2.15-2.26 (6H, m), 3.19 (24, q, J=7.5Hz),
3.28-3.40 (24, ), 4.20-4.24 (1K, m), 4.45-4.58 (4H, m), 5.29 (24, s), 5.43 (2-,

s), 6.48 (1H, s), 7.27 (1H, s), 7.46-7.53 (24, m), 8.08 (1H, d, J=9.51z)

(3) 10- (2 - (L-AHAA) ZER)-T-2Z4- 208 -F L& &4 H
£

RAE FRAEHM-(4) S FEEF10-(2-L-AREAX)ZEE)-T-

ZE-008)-FHmEHE.

M.p.:>170C (45 #)

IRCRAKEH) : Voux ™ +=13,680, 1,750, 1,655

F#: m/z=534[(M-C1°) "]

NMR (300 MHz, dg-DMSQ): §™5=0.88 (3H, t, J=7.5Hz), 1.32 (3H, t,
J=7.5rz), 1.80-2.09 and 2.23-2.35 (6H, m), 3.17-3.29 (4H, m), 4.40-4.47 (1H,
m), 4.52 (2H, m), 4.62-4.69 (2H, m), 5.30 (2H, s), 5.43 (2H, s), 7.29 (1H, s),

7.51-7.55 (2H, m), 8.10 (1H, d, J=9.5Hz), 9.03-9.23 and 10.23-10.43 (2H, m)

%34 39
10-{2’ - (2 - (L-"BEX) ZERIZHERE)-T-2Z4- (209 -F MR &
R TR
(1) 1-{6"- (2" - (" - ®TAEBE-L-ABER) ZREIZHE-
O -HEER--FH-1-FHHE
BAERTEAFAU- (VA2 HFEFRMFL-(5-0Q-@"-RTHR
AZX-L-ABERD ZRRXIZAA-2-AEAXER)-2-A-1-H.
IR(%£) : Vmax =" *=1,750, 1,700
Rik: m/z=479 (M+H")
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NMB (200 MHz, COCIy): 57MS=1.45 (9H, 5), 1.79-2.30 {4+, m), 3.33-3.3%

Vot —-— + . -t - ~ 7/ u 95-4‘ ~
(25, M), 3.77 (25, 1, J=5Hz), 3.37 (24, 1, J=5rz), 4.18-4.25 25, m), 4.2 36
b ' A 400 $ - l—l
(3, m), 5.34 {1, d, J=18Fz), 6.1 (1H, d, J=11Hz), §.52 (1H, cd, J=18Hz,

11H2), 6.85 (1K, ¢, J=2Hz), 7.08 (1H, dd, J=0Kz, 3Kz), 8.17 (1H, d, J=8Hz)
(9)10-{2" -[2' - (RTEAZA-L-ARARD CEEIZARAY-T- L
£-(208) - F ok tdH &

AR TERAN- N FERARFEHXRHL0-{2-[27- (X
TEABA-L-AREX ZAAIZEAA)-T-T£-208) -FHA&.
IRGEAKER) : Voux <= *=13,370, 1,750, 1,700, 1,655

JE#: m/2=678 (M+H")

NMR (300 MKz, ds-DMSQC): §TMS=0.88 (3H, t, J=7.5Hz), 1.31 (3H, t,

J=7.5Hz), 1.37 (9H, s), 1.69-1.85 (4H, m), 1.79-1.94 (2H, m), 3.18 (2H, q,
J=7.5Hz), 3.24-3.39 (2H, m), 3.58-3.77 (24, m), 3.83-3.91 (24, m), 4.12-4.21
(1H, m), 4.21-4.28 (2H, m), 4.30-4.38 (2H, m), 5.29 (24, s), 5.43 (24, s), 7.27
(1H, s), 7.47-7.54 (2H, m), 8.07 (1H, d, J=10Hz)

(3)10-{2"-[2'-(L-ABAX ZREIZEKE}-T-2%-(209) - F#
RERESHHE

AAATFEAMU- DO FEEF0-{2-12'-L-ARER) TRE]
ZEEY-T-2X-0Q0)-EMmERE.
Mp.:>170C (4 #&)
IRGRAELH): Vmax °="1=3,370, 1,750,
Kik: m/z=578[(M-C1°)~]

1, 660

NMR (300 MHz, dg-DMSO): §™™S=0.88 (3H, t, J=7.5Hz), 1.31 (3H, t,
J=7.5Hz), 1.79-2.32 (64, m), 3.12-3.28 (4H, m), 3.79 (2H, m), 3.89 (24, m),

4.28-4.46 (5H, m), 5.28 (2H, 5), 5.43 (2H, ), 7.30 (1H, 5), 7.49-7.54 (2H, m),
8.09 (1H, d, J=9.5Hz), 8.95-9.32 (2H, m)
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Bl 45 2H45/735

FHFL0
10-03°-(0-Z&-L-B-RAAREAD ARA)-T-25-0208) - E 45

(FREAXGEHRTLY) LR EHH &

e g
H5C20~P—TS"CH2-C"O"C3H6'O
1

0
(L)

(D)1-{8"-(3"-N-BRTEABEX-0-24-L-B-RAKABERX) AL

21-2-HEAXE-2-®-1-BHHE:
ARAFEAMNM-DAQ) HFERAAXEHREL-{-(3"-
N-RTEAEX-0-2F-L-B-RAABER) ARE]-2-MAXK)-2-

#-1-8.
IR(38) : Vmax = *=3, 370, 1,740, 1,715, 1,680
NMR {300 MKz, CDCly): §7MS=1.26 (3H, 1, J=7Hz), 1.44 (9H, s), 2.17
(24, £ 4, J=6Hz), 2.34 (1H, dd, J=16.5Hz, 5Hz), 2.97 (1H, dd, J=186.5Hz,
5Hz), 4.15 (1H, t, J=3Hz), 4.20 (4H, m), 4.29 (2H, t, J=8Hz), 4.53-4.57 (1H, m),
5.43 (1H, d, J=8Hz), 5.85 (1H, d, J=18Hz), 6.02 (1H, d, J=11Hz), 6.63 (1H, dd,
J=18Hz, 11Hz), 6.83 (1H, d, J=3Hz), 7.04 (1H, dd, J=8Hz, 3Hz), 8.18 (1H, d,

J=9Hz)

(2)10-[3-N-BRTHEREAZA-0-ZX2-L-B-RALAABEL AARX]-T

- E-(208) -E MR B &
BHRA TEAMM- DB FHEFL10-[3-N-RTAREEE-0-T %-
L-B-RAKBELX) AAA]-T-2Z4- (208 -F k.

M.p.: 107-110C |
IRGRAK LG M) : Vmax = *=3, 260, 1,750, 1,720, 1,660, 1,610
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K m/z=694 M+H)

NMR (300 Mz, dg-DMSO): §7MS=0.88 (3H, t, J=7.5Hz), 1.14 (3H, t,
J=7Hz), 1.32 (3H, t, J=7.5Hz), 1.36 (SH, s), 1.80-1.94 (2K, m), 2.14 (2H,
% ¥4, J=5Hz), 2.58 (1H, dd, J=16Fz, 85z), 2.81 (1H, dd, J=16Hz, 6-z), 3.19
(2H, q, J=7.5~z), 4.06 (2H, q, J=THz), 4.23-4.33 (1H, m), 4.37 (4H, m), 5.29
(24, s), 5.43 (24, s), 6.48 (1H, s), 7.27 (1H, s), 7.31 (1H, d, J=7Hz), 7.50-7.53
(2H, m), 8.07 (1H, d, J=10Kz)

(3)10-[3 - (0-Z A-L-B-RARBEL) AAE]-7-24-0209- &
MR (TEEMX G ERRTEH EREHH &
RBAFTEARHIM-WBFERALI0-(3-0-2Z5-L-B-RALAKBRK
R)ARE]-T-24-208) -FRA(TREXXKG EHANTEY) ERE.
Mp.:>215C (9 8)
IRCRKE ) : Vaux °="*=3, 690, 1,750, 1,660, 1,620
Kik: m/z=3594](M-C17)*]
NMR (300 MHz, dg-DMSO): §7MS=0.88 (3H, t, J=7.5Hz), 1.18 (3H, t,
J=7Hz), 1.32 (3K, t, J=7.5Fz), 1.80-1.94 (2K, m), 2.18 (2H, & ¥4, J=5Hz),
3.00 (1H, dd, J=17.5Hz, 6Hz), 3.08 (1H, dd, J=17.5Hz, 6Hz), 3.20 (2H, g,
J=7Hz), 4.16 (1H, m), 4.30 (24, t, J=5+z), 4.32 (2H, t, J=6Hz), 5.30 (2H, s),
5.43 (2H, s), 7.28 (1H, s), 7.50-7.53 (24, m), 8.09 (1H, d, J=10Hz), 8.55-8.78
(3H, m)

%k 41
10-12°-(0-Z & -L-B-RAKBAR) ZRAE]-T-2%- (209) - HR
(FTXHERBITLY) EXCHHH &
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f\l“":o Pl
Hsccc—ﬁ'_'g—CH’i—C‘o‘ Caris-0
0
(L-)

(WD1-{6"-12-N-RTARAZAXA-0-ZA-L-B-RALABRAL) 24
A1-2 -AEAEX-2-AH-1-BHHE
REERAHM- (DR Q PHRAFEASL-(5-2 - N-RTRE
BA-0-ZA-L-B-RALARERZEA]-2-HAXE)-2-AH-1-8.
IRGEAKBH) : Vmax = 1=3,430, 1,720, 1,680
Jiih: m/z=481 (M+H")

NMR (300 MKz, CDCly): §™™S=1.26 (3K, t, J=7Hz), 1.44 (9H, s), 2.82
(1H, dd, J=17Hz, 5Hz), 3.02 (1H, dd, J=17Hz, 5Hz), 4.20 (24, q, J=7Hz), 4.27
(2H, m), 4.48 (2H, m), 4.55-4.51 (1H, m), 5.45 (1H, brd, J=8Hz), 5.85 (1H, d,
J=17.5F2), 6.02 (1K, d, J=10.5Hz), 6.53 (1H, dd, J=17.51z, 10.5-z), 6.85 (1K,

d, J=3Hz), 7.07 (1H, dd, J=8kz, 3Hz), 8.18 (1H, d, J=9Hz)

(2)10-12 -(N-RTHEREEE-0-ZX-L-B-RARBREL) ZHKE]-T
-ZA-(208) -F
RELHZAHAM-Q) THRANFEFHI10-12-N-RTREHE-
0-ZA-L-B-RAKBEX)ZER]-T-ZX-(208) -Ffak.
M.p.: 111-114TC (4 #)
IR(EKBEH): Voux = +=3,310, 1,745, 1,720, 1,655 1605
Ji#: m/z2=680 (M+H")
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NMR {300 MKz, d5-CMSC): §7€=0.38 (3H, t, J=7.5+z), 1.15 (3, t,
J=7Hz), 1.31 (3H, t, J=7.5Hz), 1.37 (SH, 5), 1.80-1.94 (24. m), 2.72 (1H, dd,
J=16Hz, 6z), 2.34 (1K, dd, J=13Hz, 6Hz), 3.20 (2H, g, J=7.5+z), 4.07 (25, q),
4.34-4.47 (54, m), 5.29 (24, s), 5.43 (24, 8), 6.48 (1H, s), 7.27 (1H, s), 7.29
(1H, d, J=8Hz), 7.50-7.54 (24, m), 8.08 (1H, d, J=10Hz)

(3)10-12"-(0-Z%-L-B-RALMER) ZEE]-T-2%-(209-F
HREKLFEHEE
BRREEEAAM- O THHERAGFHAH10-[2-(0-24-1L-B-% %
£RARX)ZEA]I-T-Z42-0Q0)-FHAEEALD.
Mp.:>160C (4 #)
IRGRKLH) : Voux " +=13,680, 1,750, 1,680, 1,615
Ri#h: m/z=580[(M-C1°) "]

" NMR (3C0 MHz, dg-DMSO): §™S=0.88 (3H, t, J=7.5+z), 1.19 (3H, t,
J=7Hz), 1.32 (3H, t, J=7.5Hz), 1.80-1.94 (2H, m), 3.03 (1H, dd, J=17.5Hz, 6Hz),
3.12 (1H, dd, J=17.5Hz, 5.5Hz), 3.21 (2H, q, J=7.5Hz), 4.19 (2H, q, J=7.5H2),
4.38 (1H, brm), 4.47-4.53 (4H, m), 5.30 (2H, s), 5.43 (2H, ), 7.29 (1H, s), 7.51-

7.54 (2H, m), 8.1 (1H, d, J=10Hz2), 8.57-8.80 (3H, m)

%442
10-{2"-[2"-(0-ZX-L-B-RAEBMERX) ZREIZEE)-T-T -
(208) -EMRM (TXEHRIT L) ERALBHHHE:
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v g g

HsC20- '—,‘,C—'CHQ"C'O'CQH¢—O—CQH4'O z
o H |

(L) -

(D1-{8"-122-(2""-(N- RTHREHEKE-0-ZX -L-B-RLABHK
BZEB)ZRE]-2-AMEXE)-2-A%-1-FHH &

BELSEAAMU-DPQO T AR FRAHL-(8-12 -2 -
RTEEEE-0-ZX-L-B-RAABRERX ZAX) AR -2V AHEXR

b-2-AH-1-8.

IR(38) : Vmax °™"*=13,370, 1,740, 1,720, 1,680

Bk n/a=525M+H")

NMR (300 MHz, CDClg): 8T™MS=1.26 (3H, t, J=7Hz), 1.44 (9H, s), 2.85
(1H, dd, J=7Hz, 5Hz), 3.01 (1H, dd, J=7Hz, 5Hz), 3.75 (2H, m), 3.86-3.90 (2H,
m), 4.22-4.31 (4H, m), 4.20 (24, q, J=7Hz), 4.50-4.52 (1H, m), 5.51 (1H, brd,
J=8Hz), 5.84 (1H, d, J=17.5Hz), 6.01 (1H, d, J=10.5Hz), 6.62 (1H, dd,
J=17.5Hz, 10.5Hz), 6.86 (1H, d, J=3Hz), 7.08 (1H, dd, J=9Kz, 3Hz), 8.17 (1H,
d, J=9Hz)

(2)10-{2"-[2"" - N-RTEEEE-0-ZA-L-B-RLAKBAE) TR
EIZRE}-T-T%-0209)-FHRH 4
HRELEEAFM-Q) PRAHFEFH10-{2-[2-N-RTEER
A-0-ZA-L-B-RALABKEL) ZRAIZEAY-T-T %-(208) - B H# R,
M.p.:>164TC (9 #)
IRGEAKRBH): Voux ™ *=3, 365, 1,750, 1,655
Bi#k: m/z=724 M+H")
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NMR {300 MHz, dg-DMSQ): §7M5=0.88 (3H, t, J=7.5Hz), 1.15 (3H,
J=THz), 1.31 (3K, t, J=7.5rz2), 1.37 (H, s), 1.79-1.94 (2H, m), 2.88 (1H, dd,
J=16Fz, BHz), 2.78 (1H, dd, J=18Mz, 6Hz), 3.18 (24, q, J=7.3Fz), 3.73 (2K, 1,
J=31z), 3.87 (24, m), 4.07 (2+, q, J=7.0Hz), 4.20 (24, m), 4.30-4.3¢ (3K, m),
5.28 (2H, §), 5.42 (24, 5), 6.48 (1H, 8}, 7.25 (14, d, J=8H2), 7.27 (1H, s), 7.49-

7.54 (24, m), 8.07 (1H, d, J=10Hz)

(3)10-{2' -2 -(0-ZA-L-B-RAABERX)ZEXIZHE}-T-2
A-008)-EHMRAER LI HE
HREDLBEAFM- WP B FEH810-{2-122"-(0-2%- L-B-
XAEBRES) ZERAIZEAY-T-24-209) -E BRI,
M.p.:>170C (4 8)
IRCERAKERE) : Vauux °=*=13,375 1,750, 1,660
Bih: m/z=6§24[(M-C17) "]
NMR (300 MKz, dg-DMSO): §TM$=0.88 (3H, t, J=7.5Hz), 1.19 (3H, t,
J=7Hz), 1.32 (3H, t, J=7.5Hz), 1.79-1.94 (2H, m), 2.99 (1H, dd, J=17.5Hz, 6Hz),
3.08 (1H, dd, J=17.5Hz, 6Hz), 3.19 (2H, q, J=7.5Hz), 3.75 (2H, m), 3.88 (2H,
m), 4.18 (2H, g, J=THz), 4.28-4.35 (5H, m), 5.29 (2H, s), 5.43 (2H, ), 7.29 (1H,
s), 7.50-7.55 (2H, m), 8.08 (1H, d, J=10Kz), 8.66-8.82 (3H, m)

Lk H43

T-Z&-10-[3 - (HEB-HE%-FEAR-FAREL) AEE]- (208
- AR E KB

(DT-Z28-10-{3 - RTAEKE-HAR-FTRAR-HAR-FARK
2)ARAE]-Q08)-FRHANHE

BEEERHAS- (D PHBRNFEHT-2E-10-[8 - (LAAREE)
-(208) -F MR ERMAYH Q00mp) R TEREZE - 8- KB-H AM-
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HEB QB HEHEFHNT-Z4-10-13 - RTRAEE-HEAR-¥ K
B-HAR-HABAL ARX]- (209 -F#4 (269mg) .
FE: 84%
IR(AKRLE): voux =" +=3,290, 1,750, 1,710, 1,650, 1,625
Bid: m/a=178 M+H")
NMR (200 MKz, CDClg+dg-DMSQ): §7™MS=1.01 (3H, t, J=7Hz), 1.40 (3H,
t, J=7.5rz), 1.43 (9H, s), 1.93 (2H, dg, J=7.5rz, 3-z), 2.01-2.16 (24, m), 3.18
(2H, t, J=7.5Hz), 3.47 (2H, m), 3.74 (2H, d, J=5.5Hz), 3.83-3.89 (6H, m), 4.22
(2H, t, J=3z), 5.24 (2K, s), 5.29 (1H, d, J=16Hz), 5.64 (1H, d, J=16Hz), 5.88
(1H, s), 6.55 (1H, m), 7.38 (1H, d, J=38Hz), 7.47 (1H, dd, J=8Hz, 3Hz), 7.56 (1H,
s), 7.85 (1H, 1), 8.07 (1H, d, J=8Hz), 8.07-8.17 (3H, m)

(2)7-Z%£-10-(8 - (HAR-HAB-HAR-HA%EX AL -
(208) -FMmes E RIS H &

BELLAHS- QO FPHAAGFERT-TA-10-13 (RTERERE
-HABR-HABR-HAR-HARAL AEL]-(209 - & Q261mg) K
ERAMET-ZX-10-[3-(HEAS-HAR--HEAR-FAREKE) ALE]
- (208) - E R £ KL B (23Tmg) .

FE: 99%

M.p.:>190C (4 #&)

IR(RIKEH): vous ™ *=3,195, 1,750, 1,655, 1,615
Bw: m/z=678[(M-C1-) "]

NMR (300 MHz, dg-DMSO): §78=0.88 (3H, t, J=7.5Hz), 1.32 (3H, t,
J=7.5rz), 1.80-2.02 (4H, m), .20 (2H, q, J=8Hz), 3.31 (2H, q, J=7Hz), 3.61
(2H, q, J=8Hz), 3.70 (2H, q, J=8Hz), 3.76 (2H, q, J=5Hz), 3.84 (2H, q, J=6Hz),
4.24 (2H, t, J=6Hz), 5.31 (2H, 5), 5.43 (24, 5), 7.29 (1H, 5), 7.51-7.55 (24, m),
8.01 (1M, 1, J=5.5Hz), 8.09 (1H, d, J=9.5Hz), 8.14 (3H, br), 8.18 (1H, t, J=6Hz),
8.40 (1H, t, J=6Hz), 8.74 (1H, t, J=3.5Hz)
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% 34 44

T-T85-10-{2'- (2 -HAR-HEAR-L- AR AAR-HABRERL)
RAIZAAX)-0Q09)-ERMRERLIHHE:

(D7-Z&-10-{2 -2 -RTEREBE-FRAR-HFEAR-L- EXAREK
BR-HARKA)ZAXITZEE)-Q00)-EHRGME.

RELEEHRGS- (D PHAMFERT-ZE-10-(2-'-AEATHE
JTRA]-(208) - EHBERKAY 400ng) R TREAFA-HAR-H AR
L-EEARABRFRBR QI DR EHASHT-24-10- (-2 -RTH
AFA-HAR-HAR-FXARAR-HARAL) ZHRXIZHRA)-(208) -
EXR (550mg) .

FE: 19%

M.p.:>160C (5 #)

IRGEKER) : voux ™ *=3,300, 1,750, 1,655
Mk m/21=2898 (M+H")

NMR (300 MHz, dg-DMSQ): §™8S=0.88 (3H, t, J=7Hz), 1.27 (3H, t,
J=7Hz), 1.36 (9H, s), 1.83-1.89 (2H, m), 2.78 (1H, dd, U=14Hz, 10Hz), 3.04

(1H, dd, J=14Hz, 4.5Kz2), 3.18 (24, q, J=7.5rz), 3.11-3.30 (84, m), 3.29 /2H, o}

J=8rz), 3.84-3.37 (24, m), 4.34-4.36 (24, m), 4.45-4.53 (1H, m), 5.30 (2H, s),

5.43 (2+, s), 6.51 (1H, s), 7.00 (1H, t, J=5.5Hz), 7.14-7.25 (5H, m), 7.27 (1H, s),
52-

7.32-7.35 (24, m), 7.83 {1H, t, J=5.5Hz), 7.93 (1H, t, J=3rz), 8.08 (1H, d,

J=9.5Hz), 8.17 (1H, d, J=8Hz), 8.29 (1H, t, J=5.5Hz)

DT-Z%-10-{2-[2 - (HASK-HEAS-L- XL R AK-H EKEAL)
CREIZEE)- Q) -EFRAEA LB HE.

REE LA Q) FRRGFERT-ZE-10-{2 -2 - ( RTRE
EE-dRBELE) THRE}-(208)-F#ak (550mg) A5 7- T X-10- { 2'-
(27 - (HAB-HRAR-L-EXAREB-HEABEAL) THEY- 208 -F#a
£ f1cHh (334mp) K EB £,

E%. 5%
M.p.:>165TC (4 M)
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IRCEKBR): Voux =" *=13,225, 1,750, 1,635
Jiidk: m/a=T98[(M-C1") "]

NMR (3C0 M=z, dg-DMSO): 53™MS=0.88 (3H, t, J=7.5Hz), 1.26-1.34 (3H,
m), 1.80-1.94 (24, m), 2.82 (1H, dd, J=14Hz, 10Hz), 3.06 (1H, dd, J=14Hz,
5.5+z), 3.20 (24, q, J=7.5Kz), 3.29 (24, q, J=6Hz), 3.55 (25, t, J=5Hz), 3.52-
3.30 (6H, m), 3.82-3.89 (2H, m), 4.33-4.37 (2H, m), 4.51-4.58 (1H, m), 5.30
(2H, s), 5.43 (24, s), 7.14-7.25 (5H, m), 7.30 (1H, s), 7.53-7.58 (2H, m), 7.94
(1H, t, J=5.5Hz), 8.08 (1H, d, J=9.5Hz), 8.14'(3H, br), 8.32 (1H, t, J=6Hz), 8.38
(1H, d, J=8.5Hz), 8.60 (1H, t, J=5.5Hz)

L HEH LS
TR ERBITL I HE:

-~ b P ] ” . :
CM-Cexran-Na-Giv=-Ciy—L-FPhe-Ciy-N=E-/CH;CH-0),
LmzlimzUla

3% CM-Dextran (CM- % F48) 48 3 (CMEK; 0.6) (2. 3g) e B R A H 44 F
ANWHT-ZR-10-{2 -2 - (HEAB-HEAR- L-EXAABRTARKR)
ZEXIZEEY-(208) -EMAERKALH Sng) ASFHAMDTHEFINF
EAEZRNREHERRNTLAS (1.8 ARENARSH. T-24-(2-
EAZER-ZEE)-208) - EHREENDERTEMNAT LB TH S
F21.8% WAERE ALK E. RECPCHHM, AT EMHR
MAEHERHHTFEA200000, XH5AEI (0w/Mo)R1. 38,

% #5148 )
T-Z4-10-[3 - (HAB-FAB-L- XX AAR-FAREL) ARSI

-(208) -E MR ER LI H £
(DT-25-10-{3 - RTEREL-HABR-FER-L-FEAAR-H K
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BEA)AERE]- (209 -EHAHH & ,

B1-2K-10- (3 -BARERL)-(208) -F 45k (508), RTEREL-H
8% -HAB-L-¥AR4A8 - HEAR O PHALESL-_FLEESRR
EFBRE_FAPHRE Q. nD)dRA, ARXFPHRAN N - ZKTEAHE-
THGBEE). BRAOMAETEETALLA, ALEEAHHS- (1) FHRH
FELEAHT-LE-10-(8 - RTAEEL-HAR-HRAR-L-EX2AK
- ABRER) ARA]-(209-F&a& (Ting) k& XK.

EFE: 4%

IRGRIKER) : voux =" 1=3,300, 1,750, 1,660

JKi#: m/z2=2869 (M+H")

NMR (300 MKz, d5-DMSO): §7M5=0.88 (3H, t, J=7.5Hz), 1.31 (3H, t,
J=7.5Hz), 1.37 (S, s), 1.80-1.84 (2H, m), 2.11-2.20 (24, m), 2.72 (H, dd,
J=14Hz, 10Hz), 3.02 (1H, dd, J=14Hz, 5Hz), 3.18 (2K, q, J=7Hz), 3.52-3.79
(4H, m), 3.88 (2K, dd, J=8Hz, 25z), 4.30 (4H, t, J=51z), 4.50 (1H, m), 5.28 (24,

s), 5.43 (24, 8), 6.30 (1H, s), 6.98 (1H, t, J=5Hz), 7.12-7.25 {5+, m), 7.27 (1H,
s), 7.51-7.55 {24, m), 7.38 {1H, t, J=5+z), 8.08 (iH, d, J=9.5Hz), 8.32 (1H, t,

J=5r2)

(2) 7-Z%-10-[3 (HEBR-HEAR-L-EEAAR-HARAL) AR
A1-(208) -F# & £ K
HREELAAS-Q FPHRAMFEMRT-TE-10-(3"- (RTARE-¥
AB-HEABR-L-EXAREBR-HARERE) AAK]-(208) -5 4 (58mg) 7
HT-Z4-10-[3 - (HEAHR-FRAB-L-EXA A RS- AREX]-(209-F
R EKALH 3Img) XK EH XK.
FE: 1%
M.p.:>187C (H#)
IRCRKBH) : Vmux @ 1=3,285 1,745, 1,655
K#: m/z=169{(M-Cl-) "]
NMR (300 MKz, dg-DMSO): §TMS=0.88 (3H, t, J=7Hz), 1.31 (3H, t,

J=7.5Hz), 1.80-1.93 (2H, m), 2.12-2.20 (2H, m), 2.72 (1H, dd,J =14Hz, 10H2),
3.02 (1H, dd, J=14Hz, 4.5Mz), 3.18 (2H, q, J=7.5Hz), 3.54-3.92 (6H, m), 4.31
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(4K, t, J=8Fz), 4.51-4.52 (1=, m), 5.29 {24, 5), 5.43 (24, s}, 7.13-7.22 (5H, m),
7.27 (1H, s), 7.51-7.58 (24, m), 8.03 (3K, tr), 8.09 (1H, d, J=8.5rz), 8.35 (1H,

d, J=6Hz), 8.51 (1H, t, J=5.5Mz), 8.50 (1H, t, J=5Hz2)

KaEH4T
TR E MR 48 # &

CM.Dextran-Na-Gly-Gly-L-Phe~Gly-0O-(CH32)3-0

12 14 \\$
HsC2 OH

H#CM-Dextran 44 (CM-% RM4H L) (CME; 0.5) (260mg) oty K &4
PR HT-ZE-10-[3-(HABR-HEABR-L-EX2 R AR -HARAE)
AEX]-Q08) -EMRERLH np MEEEAMNNTH AR FEL
BRI EHERAT LS (196mg) AHEHARELH. EFTIMR
HAEBFT-ZE-10- (3 -B2RAX)-208)-F XRG4 T A3.6% H4E
AT A380nmsk & Bk it F . RBCPCH I, AEERBITAINHFHLT
¥,£182000, X5 AH L (uw/Mntl. 48)

F i H 48
10- (0 -EETERE) -7-28-Q09) -FREZEK LB HE:
RESRAG LT HRAG S EA010- 0 -KRETERE) -7-2 % (208) -
EIRBAERBRERN L.
- M.p.:>200C (4 #R)
IR(RAKBLH) : Vmex = *=3,410, 1,746, 1,656, 1,616
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F#: n/fa=4641(M-C17) "]

NMR (300 MHz, dg-DMSQ): §7M8=0.88 (3K, t, J=7.5Hz), 1.32 (3H, t,
J=7.5+2), 1.77-1.93 (6H, m), 2.80 {25, t, J=THz), 3.20 (2H, q, J=7.5Hz), 4.24
(24, t, J=8Fz), 5.31 (2H, s), 5.43 (24, 5), 7.28 (1H, s), 7.50-7.53 (2H, m), 8.00

(3H, br), 8.09 (1H, d, J=10Hz)

%49
10- (4 -HEABR-HER-L-EXAALAR-HEABRELXTRAY) -T-24-

(208)-FMAEKLHGHE&:
O RBWEEAFLL- (D) AEAEFS0Q) PHRRFEAEL0- (L -F R
B-HEAB-L-EAAEAR-HEABREAD TARA)-T-Z4-0208)- FHAL

Ko kenx.

M.p.:>156C (5 M)

IR(GERAKBH) : Vaux °=72=3,270, 1,745, 1,865, 1,615

Kk: m/z=182[(M-C1") "]

NMR (300 MHz, dg-DMSQ): §™5=0.88 (3H, t, J=7.5Hz), 1.31 (3H, t,
J=7.5Hz), 1.60-1.94 (6H, m), 2.79-2.87 (1H, m), 3.07 (1H, dd, J=14Hz, 5Hz),
3.15-3.23 (4H, m), 3.73-3.90 (6H, m), 4.22 (2H, t, J=6Hz), 4.50-4.58 (1H, m),
5.30 (2H, 5), 5.43 (2H, s), 7.17-7.27 (§H, m), 7.28 (1H, s), 7.50-7.53 (2H, m),
7.87 (1H, 1, J=6Hz), 8.07-8.12 (4H, br), 8.39 (1H, t, J=6Hz), 8.40 (1H, d,
J=8Hz), 8.60 (1H, t, J=6Hz)

E k#5650
10-{3' -IN- (HEB-L-$AFEAB-HEB-H LB -N-FTERE] &

fA}-7-2%-0208)-FMREL B HE:
HRELEZAFSPHARGFEMAH10-{3 -[N- (ﬁ'aﬁb—n-iiﬁ&&.-
H AR -N-FHREI-FEE-T-24(208) - EMALRLY.

EEHF 61
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TAEMRTAHOHE:
CM-Dextran-Na-Giy-NH-(CHz)3-0, s (2% 9 =«
1
12 N/ 3\14 ¢'z) O
'Hsc; OH

3$CM-Dextrandd & (CM&; 0.45) (1, 1l6mp) A X AHITHRAHHT-2
A-10-[3 - (HABREE) SEX]-208) -FEMHRE RS ong) B 5%
AT AN FELERAANTHEMNRTES (L, L1Tng A RER K.
EREEMBITEHFLI0- (P -RARERL)-7-Z4-0208)-FHRE KL
B (REHL-B8-1)KEH) 4T AL8% K4 TR L80amak & H ik

X, BRRGPCHM, MEERBITASMNFHOTFEL143,000, X5 F
# (Mw/Mn) Z1.53.

% #4452
FTXEMBITLEHYAE:

CM.Dextran-Na~Gly-Gly-L-Phe-Gly-NH-{CH3)5-0 . C2Hs 0.

$$CM-Dextrandf & (CM&; 0.64) (1, 400mg) Fo E ZAHLTT 24 10-
(6 - (HEAB-HEAB-L-ELAEB-FEARAL KEAI-T-24-(208) -
IR EE Y (18mp) RRBEEAHF PHBAFT LRI ATEHR
MATE M (1,330mg) A REHK. ENTERRT LB FH10- (5" - KA K
AR)-T-TA-Q08)-FHREKLH (AL H KL TL3. 4%, i@
SEREAI L MBI F. HREGPCHHF, HEEMAITLHEG T
2 FTXA193,000, X4 %% Mw/Mn) £1. 66.

% %553
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TXEMARTEDYHE:
CM-Dextran-Na~Gly-Gly-L-Phe-Gly-NH—{CH3)+-QO ] CaHs 0] -
7 4
X5 N l o]
12 NS 2
12 N 3 4 3 0

HsCs OH

J$CM-Dextrandh 3 (CM&; 0.64) (1, 400mg) A LA ALITF B 410-
(4 - (HEB-HAR-L-FXAARB-HRREE) TRE]-T-2 %-(208) -
ERREELH 1m) RBEEZAAL THANFELZRAATER
mirLH (1,390mg) ARERK. ANTEEMRIT LB PHI0- (L -KRET
£X)-1-T%-0208)-FHREKAH (R84 04 FR3.8% i
SEFRELA L BT F. RBGPCHH, AT EMARITLBH LY
42 FEA181,000, X 2% % (Mw/Mn) 1. 6.

% 54-69

REEZRADBANVTPHRRNFTERI TR THRAARIELS
HANFTRITHEHRT LY.
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F S
CaHis 0
Ry o 7[2 ? s M 17
\I 5 ! O
12 X 2
12 N 14 \s’ 0
HsC, OH
. a | RERE
grab T R
HAE
54 8 10-CM-Dextran-Na-L-Tyr-NH-(CH,);-0-
53 10 10-CM-Dextran-Na~L-Ser-NH—(CH,);~C~
56 12 10-CM-Dextran-Na-L-Phe-Gly-NH-(CH,),-O-
57 13 9~CM-Dextran-Na~L-Phe~Gly—NH-(CH,);~O-
58 14 11-CM-Dextran-Na-L-Phe~Gly—NH—(CH,)3~O—
59 15 10-CM-Dextran-Na-L-Tyr-Gly—-NH~(CHj);=O-
80 34 10-CM.Dextran-Na-L-Ala~0—(CH,);-O-
61 - 35 10-CM-Dextran-Na~L—-Ala-0—(CH,),~O—
62 36 10-CM-Dextran-Na-L-Ala—O—(CH,),~0—(CH,) ,~O-
63 37 10-CM-Dextran-Na—L—Pro-0—(CH,)3-O-
64 38 10-CM.Dextran-Na~L-Pro-0~(CH,),~O-
65 39 10~-CM-Dextran-Na-L-Pro—0-(CHy,),~0—(CH,),~O-
68 40 1O—CMDextran-Na—-L—B_—Asp(OCzH5)—0—(CH2)3-0-
67 41 10-CM-Dextran-Na~L~-f-Asp(OC,Hg)~O~(CH;),~O-
10-CM-Dextran-Na~-L-f-Asp(OC,Hg)—O~(CH;),—-O~
68 42
(CHg)-O-
69 50 10-CM-Dextran-Na-Gly-L-Phe~Gly-Gly-N(CHz)~
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EHAHT0 :
T-ZX-10-[3 - (HFA&-HRBEEL) AEE]-(208) - EHAEKL

HH L
BRELSXAFAINTHERAFEANT-TX-10-[3 - (HFE&AR-HARE

R)AER]-08)-EHRERNS.
M.p.: >181C (4 M)
IR(&&Z%): Vmax cm—1=3, 300) 1)750) 1,660, 1)615

Rik: m/a=564[(M-C17) "]

NMR (3C0 MMz, dg-DMSO): §™$=0.88 (3H, t, J=7.5Hz), 1.32 (3H, t,
J=7.5Hz), 1.80-1.93 (2H, m), 1.93-2.03 (2H, m), 3.15-3.26 (2H, m), 3.27-3.36
(2H, m), 3.57-3.64 (2H, m), 3.79 (24, d, J=5.5Hz), 4.25 (2H, brt), 5.31 (2H, s),
5.43 (2H, s), 7.28 (1H, s), 7.49-7.55 (2H, m), 8.09 (1H, d, J=9Hz), 8.05-8.25
(3H, br), 8.21 (1H, brt), 8.71 (1H, brd)

EHEH T
T-ZX-10-[3-D-ZX A E-HARKAE) SEE]-(208) - FHR&

- X T EF
RESLKAFA TR GFRHT-2£-10-[3-D- EXARE
-HEARAE ARA)-Q)-ENREELBRENEK.

M.p.: >180C (9 #)
IR(&‘*E#’): Vmax cm-1=3’250, 1,745, 1,685 1,610

Rk m/a=854[(M-C1)*]
NMR (300 MHz, dg-DMSQO): §™S=0 .88 (3H, t, J=7.5Hz), 1.32 (3H, t,
J=7.5Hz), 1.80-1.91 (2H, m), 1.91-2.02 (2H, m), 2.97 (1H, dd, J=14Hz, 7.5Hz),

3.10 (1H, dd, J=14Hz, 6Hz), 3.15-3.29 (2H, m), 3.28-3.36 (2H, m), 3.69 (1H,
dd, J=16Hz, 6Hz), 3.80 (1H, dd, J=16Hz, 6Hz), 4.09 (1H, m), 4.25 (2H, t,
J=7Hz), 5.30 (2H, s), 5.43 (2H, s), 7.22-7.35 (6H, m), 7.47-7.55 (2H, m), 8.08
(1H, d, J=9.5Hz), 8.19 (1H, brt), 8.25-8.42 (3H, br)
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%12 .
T-Z&-10-[3 - (HABR-HA%-HAREAL) AEL]- 203 -F 4
R HE:
REEXAGLITHREGFEH3T1-2Z4-10-13 - (HA8-H A%
HRABREALE) SEE]-Q0)-FHAERKLHHAEHK.
M.p.: >158C (5 &)
IR(GRKE ) . Voux °="+=13,250, 1,750, 1,655 1,615
Fi: m/z=621[M-Cl°)"]

NMR (300 MHz, d;-DMSO): §™S=0.88 (3H, t, J=7Hz), 1.32 (3H, t,
J=7Hz), 1.80-2.20 (4H, m), 3.20 (2H, q, J=7Hz), 3.31 (2H, q, J=7Hz), 3.61 (2H,
q, J=6Hz), 3.71 (2H, d, J=5.5Hz), 3.84 (2H, d, J=6Hz), 4.24 (2H, t, J=6Hz), 5.30
(2H, s), 5.43 (2H, s), 6.56 (1H, s), 7.29 (1H, s), 7.51 (1H, 8), 7.52 (1H, d,
J=9Hz), 8.06 (1H, t, J=6Hz), 8.19 (1H, d, J=9Hz), 8.19 (3H, br), 8.36 (1H, 1,
J=6Hz), 8.80 (1H, t, J=5.5Hz)

EHEHFTI
T-LE-10-[3 - (HAR-HAB-HAS-4EA8-FESLL) L)
-(208) - Btk £ KL 8 # &
BREERAHAL- (D) FEARA- QPR ARNGFT EH27- TA-10-
(3 - (HAB-HRAB-HAB-HAR-HFABRER) FEE]- (208 -F#a
ERcHmkenx.
M.p.: >186C (M)
IR(GRAKBR) : Vmax ™ 1=3,220, 1,745, 1,655 1,615
B#h: m/z2=135[(M-C1-)*]
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NMR (300 MKz, ds-DMSO): 57MS=0.88 (3H, t, J=7.5Hz), 1.32 (3H, ,
J=7.5Mz), 1.83-1.91 (2H, m), 1.94-2.02 (24, m), 3.16-3.34 (2H, mt), 3.30 (2H,
q, J=6Hz), 3.69 (2H, d, J=5.5Hz), 3.74-3.78 (4H, m), 3.85 (2H, d, J=5.5Hz),
4.24 (24, t, J=5Hz), 5.31 (2H, s), 5.43 (2H, ), 7.30 (1H, s), 7.51-7.55 (2H, m),
8.00 (1H, t, J=6Hz), 8.10 (1H, d, J=9.5Hz), 8.18 (3H, br), 8.23 (1H, t, J=6Hz),

8.28 (1H, t, J=5.5Hz ), 8.43 (1H, t, J=5.5Hz), 8.82 (1H, t, J=5.5Hz2)

% %474 _
7-2%-10-[3 - (HEB-HER-D-EXABE-HABRAL) ARE]
-(208) -F AR E KL HE:
HEERAFLL-(DFREMs-QTHBRAGFTERFT-T%-10-
3 - (H&B-HEABR-D-EXAFAHR-HARAL ARE]- (209 -F R
Lk emx.
M.p.: >136C (%)
IRGRK L) : Vmux °= 2=3,220, 1,745, 1,655
Ki#: m/z=768[(M-C1°) "]

NMR (300 MHz, dg-DMSO): 8™5=0.88 (3H, t, J=7.5Hz), 1.31 (3H, t,
J=7.5Hz), 1.80-1.93 (2H, m), 1.92-2.04 (2H, m), 2.80 (1H, dd, J=14Hz, 10Hz),
3.04 (1H, dd, J=14Hz, 4.5Hz), 3.14-3.24 (2H, m), 3.28-3.35 (2H, m), 3.54-4.20
(6H, m), 4.25 (2H, brt), 4.48-4.58 (1H, m), 5.29 (2H, s), 5.43 (2H, §), 7.13-7.27
(5H, m), 7.28 (1H, s), 7.51 (1H, m), 7.50-7.56 (1H, m), 7.95 (1H, brt), 8.09 (1H,
d, J=9Hz), 8.04-8.17 (3H, br), 8.35 (1H, brt), 8.39 (1H, brd), 8.59 (1H, brt)

KAEH16-78

BEERAHSKILT MM 7 kA ERH LY A4 W T T
FRIPH LS.
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£ 2
Ry o9 TC’:ZHS 4 S 17
W Yo
"\ 1~ "\ 0
p N 3 e \¢" 0]
HsC2 OH

% 414§ G
75 . HCI-10-L~-L2u~Gly-NH—(CH,),~O-
76 HC1-10-L-Tyr~Gly—NH—-(CH,);-0-
77 HCI-10-L-Val~Gly-NH~(CH,),~0O-
78 HCi O—Gly-L“Phe-NH’(CHz)s"O“

£k479-80

HEBEEAHSKXINTHBAGFTERERAAINS PR GLEH

ARAFTRIT L H.
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LKA R
79 HCi-9~Gly—Gly-L-Phe-Gly-NH—(CH,);-0-
80 HCI-11-Gly~Gly~L-Phe~Gly~NH—(CH,) -0~
R A H 81
TAERRAEHSHE:

CM-Dextran-Na~CGly-Gly-NH—(CH2)3~0 . CaHs 0

48 CM-Dextrandht 2 (CM4&; 0.65) (2,220mg) e A L AANTOTHBY T-
ZA -10- [3- (HE&R - #ABEE) AEE]-(209 -FHREKR
B (29mg) MBELEEAF PHEANFELEZ[ARTENRITLSY
(2, 310mg) AR EHK. EFEERHRNTAEHFI0- (3 -KERAK)-T-C
A-0Q0)-FHRERLH (ZTHAAL-6-DHLLHHLTRE.2% &S
FHRE A0 BBkt . HECPCHM, MEEMARNEBGE RS
FE2166,000, X2 AH 4L (Mw/Mn) Z1. 55.

% &4 82
TAEWRTLBHA 4
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CM-Dextran-Na—-D-Phe—Gly-NH—(CHg)3-0 CzHs 0
9

#CM-Dextrandd 2 (CMZ; 0.53) (2,320mg) A L AHTI PRI 1-
ZE-10-[3-D-XXRAA-HABREAL) ARX]-(208) - FHABELL
#(20mg) MEEEZARHBTHAAH SR LEAANTHERAIT LS
(L,9sdmg) REN K. AMEEMRIT LS F10- (¥ -AEARAR)-T-2%
-(208) -E M RAKID (ZHAFL-B-1)HLLHBLTRA6.7% LT
ARAEA380nmat R AT H. RBGPCHH, MEEHARTLEBH T
2 FEA184,000, X5 Mw/Ma) 21,57,

%583
TRS BRI LI 4
CM-Dextran-Na~Gly~Gly-D-Phe-Gly—NH~(CH3)3~0 . ClIQHs O
7 4 17
Ny s N | o
1~ S 2
12 N ? “ § 0
HsC2 OH

#CM-Dextrandy & (CME; 0.55) (2, 240mg) P A L AHAT4F A 7-
ZA-10-[3 - (HAB-HER-D-EXAAB-HRBEL) ARLT- (208
- EHRERNH Vn) RBELAAVPHRAFTRLEBRZAKATNE
R LM (2,00mg) AXERK. EHNTIRBMEHTI0-(3-KEF
AE)-T-Z%-208) -FHRELAH (EAHL-C-DHLLHHLTR
5.5% X4 XMW ABOmLY BRI H. KICPCHH, HESMAITL
B PG FEAE148,000, 44 & (Mw/Mn) £ ). 84.

% 3 4 84
FTRERBHABHHE:
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CM-Dextran-Na-Giy-Gly-Gly—NH-{CHg)3-0 . CaHs 0
7

9O S:
7 N WSO
HsC2 OH

35$CM-Dextrangh 2 (CMA; 0.45) (2,000mg) e E X AHT2T A 7-
ZAE-10-[3 - (HAS-d&B-HABEAR) ARE]-03)-FHMERL
%mwu)%$5iﬁﬂm?ﬁﬁﬂﬂﬁ%k&ﬁﬂ%ﬁﬁ##ﬁﬁi%
(L90Img) AHERK. ENFTERARITEHTLI0-(3-KBAALK)-T-T
A-0Q08)-ERBERLH (EAEFL1-B- 1ML 84 TRL53% A4S
FRE L0t Kkt K. HBCPCHHN, HTEHRMLBY LS
F¥%138,000, X5 H L Mw/Mn) £1.51.

% # 4 85
TXEMRBITLBGEBE:

CM-Dextran-Na-Gly-Gly—-Gly—-Gly—Gly-NH~(CH2)3-O

5 CM-Dextrand 2 (CMR; 0.45) (1, 640mp) P E LA HATIP A 7-
ZE-10-[3 - (HEBR-HEAR-VAR-HEAR-FAREAE) ZRE]- (209
-EMA B K (230mg) HRELEAF THAAHFRLERANE
HERRIT A (1, T00mg) A REHK. ENFTEIMBITLHTL0- (3 -K
AREE)-T-2X-209) -FHBREKH (RhHL-B-DHLLHHE
FR24.1% W4 EHRE LIS g EKH. HREBCPCHH, AT EMR
MEDRM T35 FE2L149,000, 4548 Mw/Mo) 21, 50.

% 34 86-92
ﬁ&bxﬁwniN+ﬁﬂﬁz&uﬁf&4+ﬁﬁnﬁ£kwé&
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REFIFRIOFPHEY.

A
redbriH :
|5
86 77 10-CM.Cextran-Na~-L-Val-Cly-NH=~(CH,),-O~
87 75 10-CM-Dextran-Na-L-Leu~Gly—-NH~-(CH,);~O—~
83 76 10-CM-Dextran-Na-L~Tyr-Gly-NH-{CH,);~O-
89 78 | 10-CM-Dextran-Na~Gly—L-Phe—NH(CH,)g~O-
90 16 10-CM-Pullulan-Na-Gly-Gly~L-Phe-Gly-NH~(CHj);-O-
91 79 9-CM-Dextran-Na-Gly-Gly—L~Phe-Gly—NH—(CH,)s~O-
92 80 11-CM-Dextran-Na-Gly-Gly-L-Phe—Gly-NH—(CH,),-0—-

[CM-Pullulan-Na: R PR:#uawEMuE |
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& 593-113
BESEHAALITHAERAFERA PHRAGHAEORENLLSHASL

FlFASTHALALD.

FiEHN ’:’ﬁ%i R
A% | wins
93 7 HCI-10-Gly—Gly-N(CHy)CH,CH,CHO-
94 7 HC!-10-Cly-Gly=Gly—N(CH,)CH,CH,CH,0-
95 7 HCI-10-Gly—Gly~GlyGly-N(CH,) CH,CH,CH,0-
% 2 HCI-10-Gly—Gly~NHCH,CH,O—
97 2 HCI-10-Gly—Gly-Gly-NHCH,CH,O—
% 2 HCI-10-Gly-Gly-Gly—Gly-NHCH,CH,O-
99 3 HCI-10-Gly-Gly-NHCH,CH,CH,CH,CH,0-
100 3 HCI-10-Gly—Gly-Gly—NHCH,CH,CH,CHyCH,0~
101 3 HCI-10-Gly~Gly~Gly—Gly~NHCH,CH,CH,CH,CH,0—
102 4 HCI-9-Gly—Gly—NHCH,CH,CH,O—
103 4 HC1-9-Gly-Gly~Gly~NHCH,CH,CH,0-
104 4 HCI-9-Gly—Gly~Gly—Gly—NHCH,CH,CH,O-
105 5 HCI-11-Gly—Gly-NHCH,CH,CH,0—
106 5 HCI-11-Gly-Gly-Gly—NHCH,CH,CH,O—
107 5 HCI-11-Gly-Gly-Gly~Gly-NHCH,CH,CH,O—
108 6 HCI-10-Gly-Gly-NHCH,CH,0-CH,CH,0—
109 6 HCI-10-Gly~Gly—Gly—NHCH,CH,0~CH,CH,O—
110 6 HCI-10-Gly-Gly-Gly~Gly-NHCH,CH,0~CH,CH,0—
11 a8 HCl-10-Gly-Gly—NHCH,CH,CH,CH,0~
112 48 HCI-10~Gly—Gly—Gly-NHCH,CH,CH,CH,O~
113 48 HCI.10-Gly-Gly-Gly~Gly~NHCH,CH,CH,CH,O-
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LHHL14-158
RELLAMADITHRARAFIERF TA-8 FHREHRENLS

BRI TRE-8FHLESH.

| RS
e rdR T A
#AS
134 70 10-CM-Pulluian-Na~Giy-CGly-NHCH,CH,CH,0-
115 72 10-CM-Pullulan-Na-Gly~Gly—-Cly-NHCH,CH,CH,0-
116 43 10-CM-Pullulan-Na—-Gly~Gly—-Giy—Gly-NHCH,CH,CH,0-
117 93 | 10-CM-Dextran-Na~Giy~Giy—N(CH,)CH,CH,CH,0—
118 83 10-CM-Pullulan-Na-Giy-Gly—-N(CH4) CH,CH,CH,0~
119 04 10-CM.Dextran-Na-Gly-Gly—-Gly-N(CHg)—
CHyCH,CH, 0~
120 94 10-CM-Pullulan-Na~Gly-Gly—Gly-N(CHg)~CH,CH,CH,0-
121 a5 10-CM-Dextran-Na-Gly-Gly—Gly—Gly~N(CHz)-
122 05 10-CM-Pullulan-Na~Gly—-Gly—Gly~Gly-N(CHg)-
CH,CH,CH,0~
123 96 10-CM-Dextran-Na-Gly-Gly-NHCH,CH,0-
124 9¢ 10-CM-Pullulan-Na-Giy-Gly-NHCH,CH,0-
125 97 10-CM-Dextran-Na—Gly-Gly—Gly-NHCH,CH,0-
125 97 10-CM-Pullulan-Na-Gly-Gly-Gly-~-NHCH,CH,0-
127 98 10-CM-Dextran-Na-Gly-Gly-Gly—-Gly-NHCH,CH,0~
128 98 10-CM-Pullulan-Na-Gly-Gly-Gly-Gly~-NHCH,CH,0-
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A
KA Y :
A% | wns
129 99 10-CM-Dextran-Na—Gly-Gly—NHCH,CH,~CH,CH,CH,0-
130 99 10-CM-Pullulan-Na-Gly-Gly-NHCH,CH,~CH,CH,CH,0~
131 100 é (Z%\gz %eézrgi-Na—GIy—-GIy—Giy—NHCHZCHg—
132 100 é (;%ﬂ-:g}l_l{:gfNa—Gly—-Gly—GIy—NHCHZCHz—
133 101 10-CM-Dextran-Na~Gly-Gly-Giy—-Gly~-NHCH,CH,-
CH,CH,CH,0~ :
134 101 10-CM-Pullulan-Na—Giy-Gly—-Gly-Gly-NHCH,CH,~-
CH,CH,CH,0-
135 102 9-CM-Dextran-Na-Gly~Gly-NHCH,CH,CH,O-
136 102 9-CM-Pulllan-Na~Gly-Gly-NHCH,CH,CH,0-
137 103 9-CM-Dextran-Na—-Gly-Gly—Gly-NHCH,CH,CH,0-
138 103 - 9-CM-Pullulan-Na~Gly-Gly-Gly-NHCH,CH,CH,0~
139 104 9-CM-Dextran-Na-Gly-Gly—-Gly-Gly—-NH-CH,CH,CH,0-
140 104 9-CM-Pullulan-Na~Gly-Gly-Gly-Gly-NH-CH,CH,CH,0~
141 105 11-CM-Dextran-Na-Gly-Gly-NHCH,CH,CH,0-
142 105 11-CM-Pullulan-Na-Gly-Gly-NHCH,CH,CH,0-
143 106 11-CM-Dextran-Na-Gly-Gly-Gly~NHCH,CH,CH,0-
144 106 11-CM-Pullulan-Na-Gly-Gly-Giy~NHCH,CH,CH,0-
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L :
erd R TLIN :
AT

145 107 11-CM-Dextran-Na-Giy-Giy~CGly—-Gly-NHCH,CH,~CH,0-

145 | 107 11-CM-Pulluian-Na-Giy~Gly-Gly~Gly-NHCH,CH,~CH,0-

147 108 10-CM-Dextran-Na-Giy-Gly-NHCH,CH,0~CH,CH,C~

148 108 10-CM-Pullutan.Na-CGly-Giy-NHCH,CH,0-~CH,CH,0~

149 109 10-CM-Dextran-Na-CGly-Giy—-Gly—-NHCH,CH,0—-
CH,CH,0-
10-CM-Pullulan-Na—Gly-Giy-Giy—NHCH,CH,0—-

180 108 CH,CH,C-

151 110 10-CM-Dextran-Na—Gly-Gly—Gly—Gly-NHCH,CH,0-

' CH,CH,C-

182 110 10-CM-Puliulan-Na-Gly-Gly—-Giy-Gly-NHCH,CH,0-
CH,CH,0- ,

153 111 10-CM-Dextran-Na-Gly-Gly-NHCH,CH,-CH,CH,0~

154 | 111 10-CM-Pullulan-Na-Gly-Gly~NHCH,CH,~CH,CH,0~

155 112 10-CM-Dextran-Na-Gly~-Gly—Gly-NHCH,CH,~CH,CH,0-

156 112 10-CM-Pullulan-Na-Gly-Gly—Gly—NHCH,CH,~CH,CH,0~-

157 113 _ é?_;—%l\&-%extran-Na—GIy-Giy—Gly-Gly—NHCfHZCHz-

2L ,

158 113 .1O-CM-Pullulan-Na—G!y-Giy—Giy—Gly—NHCHZCHZ-

CH,CH,O-
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P T TP
(1) 4 Dextran (Dextran T-110, %344 F & %100, 000 (8GPCH#7),

#Pharmacia Biotech ABA *) (29g)E FK (290mD) k. £0-5 CHER
AWM EMH (1.458), ¥REGBACTHRHILA, AZBAFTEER
L HéypH{l EpHs, ¥RLB AT THREHII. AINKALARATR
LoéypHiE EpHT, ARAKBTEOEL P RAZEH (1.20). $RELEBHAX,
FEGHHRE. AMFEREILER RALHEC. RARHETK
(0.5L) %, ¥roHmAk TR 4eHk (26.30).

DR drFHGEEHK (1000 FEFAK(,000m]), AREHFTHX
A EALN U00g). ¥ROBEHNSY, BRAETE. ARE4IYT
BmE R (220p) 6 KE R (660ml), RS HALOCHH I8, ¥R
EReHEER/TIOC, ALK AFpHEEpHS-9. AMABH THELR
LB PRATHGH), REHHRK. SBKEREHHHF T oK (5L)
 REZBAIRBUEARL. BAUGERABRATRENFLR. BRT
MALE, SRKERRHH, ALKk LEPRBRE, LEREETT
RALZOCTRAETRASNRTEAGRE CM-dextran) BB ( AT P FHZ
FHERABGBRTFTEMLEE, 0.45) (101g).

SEFHEM2-T

RTERELRZBEOHEFZLN, RELSLALZHAL PHERANF &
A F TAIPHCM-Dextransh 3k,
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00132661.9
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CM-dextran
$ELRNE 5 MENRTRLAR
(% o il & )
2 0.4
3 0.5
4 0.6
5 0.55
6 0.64
7 0.65
BAEKHS

JEFEERE (FHSTFE: BGPCHH%160,000, BHayashibara
Biochemical Laboratories, Inc. £ ) AELAF L#H1 THARHF
EAEANRTEL FoEEEME CM-pullulan) 48 B PRERZHRTE

ABE; 0.5).
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