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v e eSS AFste], 352 49 AAAH BE FFES w , g
gy, wEka, sleha 49 sgE slehA 19 dEgE BFUF kS AAE EE T EA4T F$
F e Boate Zaes v f Q.
A s A= ok 0°C - oF 40T A
0C - A(eF 25T)olA

FPEH | oS ulgZe A= oF 0C - ¢ 35ToA 3
S,

FAANA BFe AAE 7 A A LdEA dE
Ae ¢k 0.25, 0.5 & 0.75 Az 2 ¢k 2, 4 &
Hhs-2) 2% wlASHAlE "G Sreld FaEY, 7] vl Eulddle N N-UHEolh Eojn =
(DMA), N N-TH| & ZEoln| = (DNF), twe «ZFALo]=(DNS0), EAMEZATE Egoln|= HED S| =2F
SH(THF), tlSAk, told oe2, We t-Fg oeZ(MIBE), EF, wAl, ik, o -He g Ee =
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s
=
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Bl b of Llng 2
AFehe], set4 59 QA

=
=1 S
A 99 GBS ABUT. meA, o9 5ol SR G4 29 SRE 5o WS AAE BeEl &
Aok A WA S Qe R 2aEs N 4 A,

71 v 32 kA Ek Al o -10C UIX] oF 40TColA FaEH, g vt AE <F 0C W] 35THlA
(oF 25C)ollA S5},

A7 W2 38 FdAlNA B A AS JF Aol Al A Qe vhke Al FoF =3E 5 9l RS
A 38 vlgASAE oF 0.25, 0.5 =& 0.75 Al 2 ¢k 2, 4 2D 8 A 7HESE ST},

W32 32 sl AWE ofvle] EA] stollA FaAEH, ] AWE ofvlee Eixwdolyl, tjwdol
v Egudolyl my-ogolwl r]o|dolyl Egodolnl, HiolAZRHolyl  Tjo]AZFHolWl R L--
n—Fgolyl, U-n-Feolql, Eg-pn-FEolnl, RiAlo|ZR A Holyl TjAlo]E 2 Mol e o]59 ZIE
S XFsIY, old A gErt. Y-S upgAs A, AW ot Egjodoelylnt @ 3% ofnlo|t},
FAANA BFe AAS TH Aol Al dE A U= whel 2o, g8k 59 getEe] AdAH o= TEME]l o
HES ks Aelth. dlE B, RUbH EE WEel A%, st 5ol shgEe 77t PEG T

<
mPEG 3}gFEoln, o] W=, YAFEAF Milwaukee 2A) Aldrich A 2 2912 A4 Fluka A}, 2/ZE W)
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Hs4 7
RYOCH)=OMs &+  RNOCH),-0X;" ——>  RYOCH)minsp=OR’

Ix) x (X0

(Synthetic Communications, 16(1): 19-26(1986))°l 7|A}%¥ =}
WA F2efe|=3 g3 AIZIYE. o] F, NaHE X7tste] 3%

A 5 19] &% 9& Az, 47 A2F 95 5
ojEFAIYZA 29 o aHEREE FAEE v olES wkZAYItE. v AHolES X3 AHE 35 Full
A%t Fa3tE Fake YA sAA(debenzylated) ¢F 4& et wgsxd S2H0|=8 HUEste] 37
AdZo] WA E 55 AZXT F Jom, olF HAAHoR ARl EZEdEd FFE =AY Ruvd
ot 2o ~F P wrsoA JHAA (electrophi ) ZA AFEEO], Sjam o ZedEd FgF &S vl
gag dol2 Aoz, AGH A 2HE 65 I A 2HE2E A 702 4 VA Tt
F on, FtEHyou =gl N-slo|EFASAloMEE HEEAIZIo Ry sty o~HE 8E HIE F
ATk, T 1olA AiE g&elamrt N-sto|=EZ Al s Aloln =g o] §5te] St AN, thE the] AJofo] i
e gElamE GAAIEd AHEE o doen, oed Actde Fe-UERNY SREZXEZHOIE,
d FRayadolE, 3 4-ddrIFRRIaYE 2 34-dduIERraveEe e g4 ¥Hd FEREX
2ol E; EAd oA (tresylation); 2 o}xE A (acetal formation)o] EF3lL}, oo AR L=t}

% 1o] QelA, a1 - 2400tk WFEASHA, g 1 - 18013, qE 4 - 160] Mk MRS R bR

Ho
o
Iz
o
iy
of
ol
py
rl
=2
i,

o]
e - 4 -
2 Faste] ARBANS AT F A Belelth. R'e wEAsAE AT 9delw o
Z’: Z

ojsh Hadt e AAlelE Farste] WS AWy, &) AAjde 3o Bgs dstaat sk
AolAl Haelel eJste] dH = 2 3o MAE AR sk Aol ofpdE & Uk
d Al 9
AAld 1 - 10

2 duol gl 3, AAldl 1 - 109] vkg& A7) aik(magnetic stirring)shdA i &4 stell X =353
o "a-Yvork-up) "ol gol= f7] &R FEIF F, 3 NaCl §ho= F7] e AFHT U Ax

(MgSO; ©]18)A171aL, (3 87| ol 8)A7= HAS FAIG Aot S ARvt==Ad ¥ W (thin layer

chromatography)S 60 - 254 °Fo] A&7} A7 ulg] AEA Merck 8 Zdo|EdA] 43881, ~F(spot)

S 20T FU7|E o83ty A3} tH(visualize).  Macromolecular Resources Colorado State University
A BE A ~FdEHL Ao (0% n/z(d4dd 4%) G2 AT, Y44 84 2 g3

= =
Ao w= EUASF, Knoxville, Galbraith Laboratories, Inc.AtollA Ga&ATt. AAld 1 - 10& = 29

- 44 -
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<315>
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A AP wsAe Fr
ANl 1

8- EA-1-(MEEX )% A]-3,6-H A EH9)

Ax YF229E(560ml) F H-tHEARE Egddd = 2uxdE e ExH4.00 mL, 4,19 g, 25.5
mdﬁ}EﬂﬂgﬂmM26m,309&306md%4ﬁﬂ%ohuzﬁ A BZA7I2 DA B7] st F
Ak, Az gEFEEda(20nl) 5 Wesxd FEelo]=(2.37ml, 3.51g, 30.6mmol)&AE T2 Zujr|E o]

gaiol Arlaloleh. 4] 2meelme] A7k AL 10 ¥ F, we TRERRY ojols wrg Eudy
Aeol HEg sk 7] TGRS 1A @ WG F IS 0RA 1569 NeOHE EFeHE CHCL,E
AeEE FARAEY, AR Edlgd FeF ndg ou=g 4E5A 2o

W eSS 7onle "EEzdue R IAMAIZ v, ¥3} Nall(0;, & B BEpdlowm Adlg AH ST
78S NapSO, = XA v, & stllA ofabgHsle], steha 99 nl-thibd EEs 79 oY

(5.31g, 86%°] &)=A IAH.

gyl =82 Ex wWd dEHZ2(10)(n=4,5,6)

N, 3t¢] AZ DNF(25.7mL) = nwtg H]-thEAbAd 332 11(35.7 mmol) 9] Mo mulzr ¢ = NaHe] 60% &

ol
AbNS AR Hrtelal, o] EFRES A20A 1 AIZE FoF wwtelgitt. 2 A3 4 129] 7E DMF(4ml)
Z H]-tHEAbg WA olE 9(23.36) fMS AF Mo Artela, AV EFEL AL A 3.5 A s W
sl RES PdE TLC(12% CHOH-CHC) = EYE ST, ¥he EFES 539 IN HCIZ sAA7 o
5, o€ olAH 1 2x2m)2 FE33 WY, FEIS FE2F S JA-dske, d-thEibd E2H
10(82 - 84%9] +&)& 4id.

A 3
3,6,9,12,15,18,21- A EFSALE FAH2(10) (m=4)

S Rf 0.46 (MBS E22 X F=3:22); Cisll30s 340.21(M++1) ol thd}e] AH=Z% MS m/z2 341.29).

AN 4
3.6,9,12,15,18,21,24- P EHS AL EF S 4HE(10) (m=5)

9Y; Rf 0.43 (M F2EFLE=6:10); CiHs0y 384.24(M++1) ol thale] 2F=E NS m/z-S 385.3¢.

AN 5
3,6,9,12,15,18,21,24, 27- =32 AL EF FARE(10) (m=6)

9Y; Rf 0.42 (M2 FE22ELE=6:10); CoHiOro 428.26(M++1)oll thale] A= MS m/z-& 429.39).

PP o 6

20-H1 EA-1-(ME =2 d) 8 A]-3,6,9,12,15, 18- A& Aol o] 4H(14)

H-THEAHY SR 145 4F 13(n=d) ¥ SHEE 99 digte] ZAlE vigaxd FRgfe|mRRE AP FE
2 A9, A7) HEe R 0.4(o]E oFAEO| B EUER=1:5); 50, 433.210(+1)9] thake] A& 3
MS m/z 433.469%1ch.

A 7

e =2F 2 vE olH=(15)(n=3,4,5)

Hl-tHEAg e 158 SHEHE 109 diste] W&k vpe} 22 S o] &3t TR NE A xS

ANl 8
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<318>

<319>

<320>

<321>

<322>

<323>

<324>

<325>

<326>

<327>

<328>

<329>

<330>

<331>

<332>

<333>

<334>

<335>

<336>

SSE3 10-0930606
3,6,9,12,15,18,21,24,27,30-d] 7} A 8l v o] Z2HE-(15) (m=3)
©9); Rf 0.41 (MEFS: 222X 2=6:10); CuHuOr 472.290M +1)o] thate] A28 NS m/2zS 472.299] .

AN 9
3,6,9,12,15,18,21,24,27,30,33-$- U] 7S A e E2bE 2] 4HS (15) (m=4)

9_031; Rf 0.41 (tﬂ]%%%iig%:fil())y CosHig012 51631(1Vfr +1)°ﬂ EH—{S}O";‘

24
e
rht,

S m/z& 516.314.
2o 10
3,6,9,12,15,18,21,24,27,30,33,36- = 6| 7+ AL R EFE 8] Z4FL(15) (m=5)

©9); Rf 0.41 (MEHS: 222X 2=6:10); Cull01s 560.67(M +1)ol thate] A8 MS m/zS 560.679] .

=]

gul

—

Ao 11 - 182 = 3¢ A7
AA 11

Aol dall FejE Rxwld o HE2(16)

)

2 A]
[l

o
=

ST

4m1e] 2o 3.99g(100mmol)e] NaOHZ L&|A|A AxE AF dlo]=Zajo]= FgolS H|-T}EAA o el
=& (28.175g, 25ml, 100mmol)ell s8] H7bepsivt. Wi F=epe]=(3.9g, 30.8mmol, 3.54m1)E F7}ahaL
A7) Wrg EREE 1843 B aweuA 100074 tdssith. o ¥, we EgEe A e, B
21(250m) & FAA 7|3 Wgddl FRelo]=(200ml X2) 2 F&.  F5e 5712 HeloR 13 AH
g T, NaSO, = AxA7)aL, AE sfellA o3t 3 F5AA, A & des k. = AE EFES A
JRutE o Ags A, 7187 599" olAHolE 9/1 oE ol H o E/HEIL)E Edle] AHA S,
8.099g(70%) 2] H]- E}l‘%/\}/ﬂ 3R 168 A 0w AT},
Ao 12
e 6-mlEEEd S A AA =0 o] E(17)
Az OZR2ve(75nl) 9 B-UHEAA ol 6-dto] =E Al ALl o] E (50.76g, 50.41g, 227mmol) &9
ofolz mjzrell X WZbAZlaL A w97 skel T Edldobwl(34.43ml, 24.99g, 247mmol)E&
A7rsklek. Ax tEREvE(7nl) T AgsExd S2do]=(19.156ml, 28.3g, 247mol) &S thE Zulr
2 o)l&3lo] AU Y. A7) TIES 3.5 AlZF BoF wuksl S olo]l A H|RAE Zo|HA] HHF] AL
A s, ERES Ak AL Fste] e v, oFHEE =, L3 Nall(0;, = B BIQloR AR
AFBETE. 718 NaSo, dellA dxA7]a, g stelA o3t 8l sHAA, L 34 2dS Al
BAES A iiwkiﬂﬂﬂ(@ﬂﬂ A, 1/1 Frb/eE opAEolE) R HF AAste] Hl-thEAd AAE
<46 13g, 85%°] F&)& Ao FHT PLO‘EH Ak, FAB MS: m/e 239 (M+H), 193(M-C.H;0).

AAd 13
6-{2-[2-(2-{2-[2-(2-HA A ZA] | EA] ) o] Z-A] | o] Z-A] }-0f| B 2] ) 0] Z-A] ]-of| &~

-
2
24
24

ol g o ~HZ(18)

4n
4y
i
fu
)
of
2

HEA7]aL, A2 29

2F stol=gho]=(3.225g i 60% 2 AEe ) 80.6mmol)S 30ml <]
3|

7] stell & the obeolZ wj2rol A WZEAZITE. 80mle] X FF< T H-vhEAd & 16(27.3g, 73.3mmol)
o] &N Nall @ el H7lerqler. A7) £3ES 0ToA 308 & wksial, Ao HES & vl 54
oy awkehlty 7] e FHE A4 g0 HAn. 8mle] Ax EFF< T ovl-vhEakd wAdde]
E 17(19.21g, 80.6mmol)E Nall/dx EFEol H7lste], 348 &A& A20lA 3L st un

=

pehgi. g
EGEE sonl LR FYAN e G714 SFUGE o 8ste] olmagtt. oluEE AT S

1 g Al AzetEzgg st 4, 71e7] 859 dd OWEMEE 3/1 olE ofAE|o] B/ 2 ?hﬂok
o] Hl-THEAMY AAES de FA odzA JdYrH(16.52g, 44%S) &), FAB MS: m/e 515(M+H),
AA 4 14
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<337>

<338>

<339>

<340>

<341>

<342>

<343>

<344>

<345>

<346>

<347>

<348>

<349>

<350>

<351>

S=50dl 10-0930606

6-{2-[2-(2-{2-[2-(2-BFo] =FA ol 5A] ) ol F A JON FA| p-ol HA) -0 FA] [-ol S A }-BIAAE ol of 2B 2(19)

270mge] 10% Pd/C

1o 0.] '—‘I_o1 =4 |— o) RNy Res i] Q =4y}l E.3zx] O Z}-—q 7
o, 2= =] e} 4 n ° 1 ( o)
H= ——1—/\ R 1= A o gul A , J’]r 22 =22 1

= i=4

S= e

54 FJry. WhE EFES Celite 5455 o] &3alo] ojjsle]l S Eosta, =S NF oA w3
N Mo I ) AL , <o

1A ¥-t 2 24 stES Tyt eY2A IATH0.67g, 79%). FAB MS: m/e 425(M+H), 447(M+Na)
2 15

6-{2-[2-(2-{2-[2-(2-WE &2 oA BA] ) A B A | A FA] -0l BA] ) -0 A [-ol| HA] j-SA k4t o E o 2~ 8] 2(20)

H B}A] oF =

El thEAbg & 19(0.835g, 1.97mmol)E 3.5mlY] 7AZ I 2uete] g3A7]1 A4 897 o Tk
Egodob1(0.301ml, 0.219g, 2.16mmol)S H7}star, o] EEES olo] A~ ujj2rolA] g
geyxyd F280|=(0.16ml, 0.248g, 2.16mmol)S #H7FStAct. EFES 0T 158 FoF wwksk BPQ,

A7 HoF Aol ket whg EFHES Ayl AL o] gdte] ofitete] Egodet ; 2 2jo) -

=] = A=) =] S A=) - B - -

FE5ta, AHES &, ¥3} NaliCo;,, & ¥ BHEgloz AEdz AFsgltt. F71ES Na,S0, oA 71x4]

] o 3L 5 3l = = =2
Edl zn 7ﬂo }Oﬂﬂi O%JJr R sHFAAT. A7IE AW AmviEIHEYTE A, 9/1 8 opAE o] E/ v g
= 2 3

_Q

= 08¢ FHE o

503 (M+H) e (0.891g, 83%°] F&)=X ARUTh. FAB MS: m/e
Al 16

6-{2-[2-(2-{2-[2-(2-H| Z=A] | ZA] ) o] EA] J S| EA] -0l EA] )0l EA] -0l EA] }-BNALAL o &) o ~H|2(21)
= 60% EAFY 88mg, 2.2mmol)S VEA|Z|L 0C7HA WZHA AT, =
H-thRabg telEdl 22 2ol gdl o8 2(0.26m1, 0.26g, 2.2mol)
&, 4 AZ ek wutalduiy, B 34 detolo] £
Fol F v 2golE 20(0.50g, 1.0mmol)S FH71atdch. A
N = sto 2x FWA7|aL o] ZRE] YAHE &AS

]E]7}‘ 7#—]_% 23] o = T o o=
jE]J:]Eﬂ ]EE]] 0]'0:] 0:14’}-}- T;]' 0:1 ﬁgx_ ;\(_ ﬁ[{]/]‘ FAB MS: m/e 499(M+H), 521(M+Na)
R AZvE 19 (preparatory chromatography: égeqa} gg‘ 19/3 2Eaye/Mue)z =2 3
Aol SOFEARY AAPES Ege 3 9(0. . e °
549 (MHNa) . . 4(0.302¢, 57%e] FEIRA AT FAB NSt /e 527 (M),

A 17
6-{2-[2-(2-{2-[2-(2-H| B A] A EA] ) AN B A || FA] }-0| BA] ) -0l FA] [ -0 A - 2Fak(22)
=]
lL THEARG o ~H 2 21(0.25g,0.46mmol)S 0.71m1e] IN NaOHOl Al 18AI1%F B¢t wubslich. 18 A7 &, &
\:1‘_’_ Sl = = = = h : . N
s AF Sl F2AA F2S AAGT 272 10 1] ol o AT, 7] FE9S 2 N HCIS
B i = =
100}0% 28 4_@;}/\1711 I AAPES YRR Ek(30n] x2)2 239, 34" {§71ES o) v
;(n Ix2)2 AR e Na2SOE AZAIIT, AE SelA] Az D EAA, v-chade) FA SRR
by e ar ==
Al Q. A(0.47g, 6299 FE)ZA AATE. FAB MS: m/e 499(M+H), 521(MNa). H

2o 18

6-{2-[2-(2~{2-[2-(2-W| B A A F A Al F A A FA] f-oll FA] ) - g

e 1] S A} - B A - EA] |- HEA}-32kAE 2 5-T] & -T &8 d-1-¢
H]-THEARA AF 22(0.209g, 0.42mmol)S 4mle] Ax t|EF2 2w Ehd] &3iA 7], N, £97] 3} NHS(N-3}o]| ==

AlgAalo|m =) (57.8mg, 0.502mmol) 2 EDC(1-(3-tHEolu =X 23)-3-o &7l tjolu=  3lo|=2FZ}o]
i>(98.0mgo, 0.5302mmol)°] frEol e Ax Zekadd HrRskn.,  f9S A2oA HJAHE; jﬂ%h
ijﬂ A Eslo] ofitete] ko] Alof @ EDCRFE @AY HolE AAGAT. ARES aFol| A
sEHA 7 v-tRA AAES B 3 9AU(0.235g, 9499 F&)EA AUl FAB MS: s

. A it © m/e 596(M+H),

A 19 - 24% = 40 Ay wkEAS A3
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<352>

<353>

<354>

<355>

<356>

<357>

<358>

<359>

<360>

<361>

<362>

<363>

<364>

<365>

<366>

SS=50dl 10-0930606

Ao 19

Edddd 28 Zevd og=9 vadgolE(24)

ool mj2roll A 0TCZE WYZtE CHLL(100ml) 8ol Hl-thisbd EfdEd 283 Exdvd o= 2(25g,

0.15mol)S H7petgdel. o]%, Egodolyl (29.5mL, 0.22m0l)S FH7lsla o] {908 1585 0Tl A

g oS, WEEsxd F2eto]=(13.8mL, 0.18mol, 20mLe] CH.Cl.ol &3Fo] & 4 %

ES 308 &< 0CoA mukst thg Aoz A7l & 2 AZF o wNksidt. = Wb EFES

Celite(CHyCl, ~200mL= M A 3S)E ©]83t A7t th-, H,0(300mL), 5% NalCO03;(300mL), H,0(300mL), 33}

NaCl(300mL)& A &H3&}aL, MgS0, & AFRA7| AZRE Y8t =LA, 29SS AF sk ok 2 A7 &

Fol &3] AZRAA vl-thEAbAd o] BA F3ES FA oAz A AATH(29.15g, 80%2] F&).

ALl 20

Petl g FelF e o8 2(25)

THF(1L) % H]-thEAbd g Egtdgd Z8/2(51.5g, 0.27mol) &Mo| X el t-FEAlo]=(14.8¢, 0.13mol,

~30% ol B 2v4 HU/DHE Hrtskglth. wke- %’Eﬁ%—% 1 AIZF BoF wukek oFS THF(90mL) 5 &3i% 3}
(e}

SHE 24(29.15g, 0.12m01)E  FH7psta, ¥ EFES WMAIEE wHkeit z s ETFEES
] ]

Celite(CH2CI2, ~200mL)ZE o]&3le] o33 v} FEA|A F . 99US HCI(250mL, IN)o| &3l
Al71aL olE obMEIO| E(250mL) = M Hste] ko] FFE 245 AASAT. o olAHO|E(125mL)E H A

Hale] AF 3FE 245 AAYT F Aok, FA AS (HCl(125mLe] H3])Z wrEsle] A|Fste], 315HE 259

BES A7) A4 Aomiy Bk, Al FEEL 3 z &
(dicoupled)d Holm = tHA] HCI(125mL, Wﬁiﬂ%l$%aﬁdF%W %ﬂ%M:?ﬂgl%gﬂﬁ A ZA 2
. o]2RE HAE UG CHCI,(100mL)ell RajA]7] 2 1}

& AASAY. 4 FE(fraction) S FASREY F F3 &= 500mL o™, &do] gstA & w7+] NaCls
718 oS CHClo(2%500mL) 2 Al H ATk, F715S 343k, NgSO,2 HRA7|aL, TEAA o dRAA,
H-thEALAd o] w A 3EES 2AU(16.9g, 41% FE)EA AUt TEEE A7) 9sto] st o)Al AHA
AE WHEstE o] nlghz st

A e 21

§-H 2 H L Eo}|o] E(26)

o F2-(100mL) 3 8-H 2 R2ekAH(5.0g, 22mmol)e] &9o] H,S0,(0.36mL, 7.5mmol)S F7}sta Abz] ¥kg- &3t
S 3 AIRE et wulslHA 5 sbEsiglth. 2 S EFES ARoE JYAAT| A, H20(100mL) x3}

X
)
B
>
i
I
of
reL' f

NaHC05(2< 100mL), H.0(100mL)Z M &8t v} ZHkA $9(5.5g, 98%9] F&)S A

2 Ao 22
MPEG7-C8 ol 2~H|Z2 2] &4 (27)

FH

S HZ(90mL) F B]-thE4HA 3}8HE 25(3.0g, 8.8mmol)e] &Mo| FElG t-FEAFo]=(1.2g, 9.6mmo)S FH7}
1 )

HE B
A 7F Zot wurstdch,  oEl=(10mL) =

ahar, Wk EFES Gafe Bl-thEabd B 26(2.4g, 9.6mmo)
S Arfetar, b EFES WAES wakesith. & kg ERES Celite(CHCl,, ~200mL2 AZ$HE o &

PR
ste] o3k Uhg SHAlA AZRAIH o)|ZHE AAME UL ofe olAH | Ed &a|A 7] H0(2X200m
LE AF3 g3, NgSOE ARA v F3AA AZAZRY. A" a=2utEad]d(Silica, g olAlH o]
'E‘}‘

EOlW od oAEolE/MEE, 10:1)E Fdste] H-tAAdel #A eSS FW 2U(0.843g, 19%9
= g

2 Ao 23
MPEG7-C8 4F(28)

H-T}HE Ak 8h8HE 27(0.70g, 1.4mmol)e] .ol IN NaOH(2.0mL)S #H7}ela A7) whg E3ES 4 A7F B9t
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<367>

<368>

<369>

<370>

<371>

<372>

<373>

<374>

<375>

<376>

<377>

<378>

<379>

<380>

<381>

<382>

SS=50dl 10-0930606

wrksdk, 2 wkg ERES A US AMdSHpH~2) 2171z, NaClZ E3PAIZ] vk CHC1,(250ml) 2
AAdTt. f715S A8, 23k NaCl= Al g ohg MgSO,= XA the S8 3 Ax2=AA H-thEAt
29l EA FFES T3 22A(0.35g, 53%2] F&)EA AU,

Ao 24

MPEG7-C8 4Fe] 244 3}(29)

H]-T}EARA] MPEF7-C8-AF 28(0.31g, 0.64mmo)S 3mle] < WEd F=2go|=o] &3A)7] L F

_EE}O]E % N-Slo]=EA|&Alo)u]=(0.079g, 0.69mmo) 2 EDCI - HC1(135.6mg, 0.71mmol)<]

H7Feer. Hbe EFES 2 A7 ok wkek oS IN HCL, B2 AlFska, MgS0, AolA AzAIZ
o

;

!
ofo ?&‘i
.

i)
dlo
41 2 o iy

il
o

a8 ARvtEady e GAg v 5417, v-uabd ]l #A4 shet

A Al 25

o EH-2-(100mL) ZF H|-TFHEAHA 10-3}o] == A H|7H=2H(5.0g, 26.5mmo) <] £N-S H,50,(0.43mL, 8.8mmol)E 7}
sbar whg EYPES 3 ARE st wwlketdA R Fhsigivh. 2 9E AAES ARor WA
H,0(100mL), 33} NaHC05(2><100mL), H0(100mL) & AlF kil NgSO,= HAxAZ thg 5% 51 AXAIA, H-t&
2HARl BA SES £yt 294(6.9g, 9892 FE)EA LAt

Ao 26

10-8fo] =2 A g7} o o] E

Lo

w2 g o] E(31)
CHC1,(27mL) 2] |-l H]-t}EALAY 10-3lo| EE2 A 7ol o] E 30(5.6g, 26mmol)S H7}sta olo] X nl2hof A

0C7HA WA HTE. o] &, Eodolvl(bnl, 37mmol)S FH7FstaL, Hb-g TFES 1568 <k 0TolA unksh
Ak, o] F, CHLLOl &38l¥ weeyd F2elo]=(2.7ul, 24mmol)E F7Fsta whg EES 0ToA 308
%90} aNkebaL, ofe]x wiAE AAG thi Wk EFES A2oA 2 AR Fe § awbeielth. & g £3
B35 Celite(CHCly, 80mLE AIHFRS)E o] &&le] ojystn oJ3=S HO0(100mL), 5% NaHCO03(2>100mL),
H,0(100mL), 323} NaCl(100mL)2 A F3tar, MgSO,2 ©AIZl ofg, SHARAIA v-tHEAgel 24 s3ES
Spal o AdB A AATH(7.42g, 97%2] &

oo

o
ol

)

MPEG7-C10 ©ll 2=H|2(32)

o

HlEefsto] =2 #3H(100nL) 5 vl-thabd eteldsl SelE Rwvd o2 25(2.5g, 7.3mmo0)e] &
F ostol=ete]=(0.194g, 8.1mol)E H7bshar, whe e 1 AlRE Eob wwkelglh.  HEZSt| R
(10mL) el &8 Hl-thEAbd 10-3fo] =5 A H]?}iollo]E 31(2.4g, 8.1mmol)e] Wl Aeo|EE Hrlsbar, W

FES =S 2. F 9 EFES Celite(CHCl,~200ml) & ©]838Fe] o 3slal %%fﬁéz\]
o|ZHEEH AdE 2YE oY oA o] Eo| §3A7]L H0(2X200mL) = M A thE, MgSO,= €417
AzAI7) o AZnlE Y] (ATt ofle Ol EHl o] E /W&, 10:1)= st ==
AZvtEa I (A7, o4 ofMElClE)E Fdste], Hl-tHEAEQl A4 SFES £ 29(0.570g, 15%<]
FE)2 I}, 7

AX e 28

MPEG7-C10 2F(33)

m
Mo r B>

) 010

o}

of\
i)

|-thEatA MPEG7-C10 ol ~E] 2 32(0.570g, 1.1lmmol)S IN NaOH(1.6mL)ell 7bstar whg EES
wiketgleh. & WE Edes wFA71a, A eH-2) A1 B NaCl2 E3HA7]5, NgS0,= 2A7]

PN
THAZAA, v-gE2Ad0 1A 3ES 5 29(0.340g, 6292 FE)E AU

=
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<383>

<384>

<385>

<386>

<387>

<388>

<389>

<390>

<391>

<392>

<393>

<394>

<395>

<396>

<397>

<398>

<399>

<400>

<401>

S=50dl 10-0930606

A Ao 29

MPEG7-C10 4ke] 24 8}(34)

H|-Thab g ab 335 AAld 2400 71A1E W fARSE S o] 838k S stA AT
AAe] 30 - 312 = 69 ZIAlE WS xS

2 A4 30

C18(PEG6) =&]arw¢] FH3(36)

H]-tl B ALA
|-tHEARA _i_Eﬂo}i%l F=glol= 35(0.7g, 2.31mmo)S WA F PEG6(5g, 17.7mmo) % & Y(0.97
12.4mmo) 2] & HH3] H7leith. vbE EFES H(~5) A Bt uw ; el B4

Q. =ol wulslT). HFSEof s &
Ful A OO E MRS & AgE TLCE AT o T, Wi EREE B2 AHG L ESO 4
oA "EAZ e AF FelM wF Y A 3kar, Mgs0, 73

4 o Al 5 = Zﬂ_}—/\]ﬁq— 2 A %]_ H-O B ALY 3lalm o ~
FABMS:n/e 549/MHSATF. Atk AAE -t SR 36e wAskaEY,
A4 81

C18(PEG6) <&2laiw o] &4

H]-tHEARA] C18(PEGE) S LW E 817] 2 BA=A SAFA AT

D w-thak <

20%) 7

Ao wukslgith, o

O|E 375 P20500A WHAIEE HAx=AIF

2) ¥ ;Tféﬁﬂ F2ol= F H-tEAMY 2HolZY PEGE EE22ZXE 36(0.78g, 1.27mmo) 2 TEA(128mg
X - : ) . = ’

1].—27£mmo) golo] WEwl F2Eo)= F N-slo|=FA S0 =(NIS) §9S H7bsigith. whs EFES 16 A

R ) N ' . T - H =
v Bor wWkd oS, EE A sk, MgSo,E Ea AF sloll A o2, vF L AR=AA, H-thEAt

/3%1 &7 C18(PEGE) =] arw 385 AUTt.

by
)
oo

Ao 32 - 372 = 7ol e v

o

Z3h),

HEZgd Zg3 Zwdo|H=2(39)
= faun B =L
ﬁal;ﬂﬂ%ﬂfﬁkﬁwAgOlmmﬁli%%NmM&mL%4OQ%ﬁ%%ﬁﬁhl%%%%lS
. LLZL-MD}. o] Wz ZFgglo]=(3.54g, 30.8mmol)E F7}etx, HAIES wHkstaA HEE E31E-3
S o gl puld pul - H =
0C7HA 7Fdetitt. g EFUES H27kx WZA7)an, 3} NaCl(250mL) 2 3|4 A17] 3 CHyCl,(2X200m
= =] = 5] 2~ = 3 E
LE ARsdt. #7158 348t ®£3F NaClZ A3 th2, MgSo,= @stn Azuteay (et o
i ,

Z 2AAS _rlB v IR S
VS AAsle], B]-thEsbAd 9l B4 3EHES A 9 A(6.21g, 71%9] FE)EM AUt

b

e 33
HEetolag e 222 B el W o] E(40)
CHCI,(20nL) §fol wl-che-abdd elEcho] el #e2 wwmidold2 39(6.21, 22mol)E W7hsta ofe]
\f) A& o _ Eal
01H:oﬂd ocozﬁx] WZANZE, o] & Egdgeld(3.2ul, 24mmol)S H7Fsla, w$ ETIES 158 H<F 0T
wes 5 e = Lo o
I awbskgleh. o] &, CHCLZmL)el &3id weeyd FRepe]=(1.7l, 24mol)E FH7hshal whe S5
=] o - ! = ¢ o = H
gofL Zol 0TolA mukslk gg, olo]lx HIRE Redly wMSES AL 2 A7 ¢ muwslger. =
Sl O . . 1 fu s . az
EFES Celite(CHCl,, SLE AHANS)E o) &ato] of7abm, of3HE-S HO(100nL), 5%9) NaHO0y(2
—_ = ’ 3
100mL), H0(100nL), X3+ NaCl(100mL) & A= 33 MgSO,= ©4=513ich. o] ZRE] AAE 34 oo thate]
3L o srElsli B . 8 =
FAR(10)S EF Aok A= Aold AmeslEad R AAsel, W-tREY 1A HRES T o
J(7.10g, 89%<] F&)=A AYTt. e A dEa 782

= g
oo o
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<402>

<403>

<404>

<405>

<406>

<407>

<408>

<409>

<410>

<411>

<412>

<413>

<414>

<415>

<416>

<417>

S=50dl 10-0930606

A Ao 34
2elgd 282 RuewlFd e 2(41)
PR — h =
:HH"}OEE}O}(MB& 18mmol) S Ffrate HEgsto]l =2 Feh(140nl) e &Hol| H Eetslo] = 2 F2H(10mL)
— A faun B . B o
:‘H};l;}h&@ Ei]EE‘wﬂ%zﬂ =2 F(3.5g, 18mmol)&NS AHristar, o] ¥ EFES 1 AR T
nHkEIATE. o] F | EEZSto| =2 (10ml)o] EdlE H-uEAbA sEZEd ZeEF ULHMOHQ];
40(6.0g, 16.5mmol)e] wWAHC|EE ZHrtata, g EIES WA wRkEdT Zx Wk L;ﬂ“z
. . ] w . az o - ==
Celite(CHCly, 250mLE A|HE)E o] &3}o] ofyalar, of3ES H0E AHF S, NgSO,E A7) ; =y}
74}_}\73 ) A8 o =2
A=A F T “Z]QL} AE oo ARutEad ] (HE]7, odE ofAlElolE/MES 10:1)E AAEa o
ﬂiﬂ}ElﬂM(%ﬂﬂ ZEIIE/MEE, 25:1D)E E AAStY] B-tHEAEd A4 sEES FY 0:‘
v AT H = T o I =

(2.62g, 34%2] F&)= AAJC.
2o 35
2~H|ol# o] E PEGS-#1A (43)9] A

H]-T}RAFA] & —Zg|= -
| E}%LJO Sel el FElE R E = 41(0.998g, 2.07mmol) 2 I W (163.9mg, 2.07mmol)e] YA
of WAl & B]-THEAA AHolRY ZRglo|= 42(627.7mg, 2.07mmol)S #H7letelth.  whg &3
i T - H

I
18X 7F ZoF) wHkslyl o =t
(I8A1ZF &b wwkedink. o5 &, W EFES 22 A8, NgSo,= A1 ts e
&
e

;100 WIEE/90% SFREEES oldste]l = A=l diste] FeA ATt
o e = =
Zrteau s g/\] sttt A= THehe Fis sl A sl w5 R A=

AA 4 36
2 ¥ o}g] o] E-PEGR-H A o] 7}E3)

_ =]
H] B}E]* AA 2 ol o] E-PEGS-¥1 A 43(0.854g, 1.138mmol)e] wWEhE &Moj]l Pd/C(10%) (EeHgE, &g 4 10
= . . = = O
PA)E HUregith. wbs EFES WAI(18AIZE) 4 slelA wwtelglth. o] &, 4] &9& O%Fjr L
= , o 1= =
EA1713, 10% WEE/90% S22 XES o]8ste FY 4 At A Ay oA AZvEaHIE Tt

RFQ&,%%HmﬁmMa%ﬂ?ﬂﬁ 9 AFXAA, v]-tHEAN A 42 AT}
Al 37
C18(PEG) &8 ™ o] &g}

Al-thiakd ZElofdlo] E-PEGS Fwlairie] 2 ©A 23S 4
"l a g7] el 319] ~H E- 3
w vpe} o] gaste], Hl-thRAbyd &g she 018(PEG8)£E1 H 455 AUt e

N

sl 20% EZ2~A(100mlm, ©F 18.7g, 189mmole] ¥2-A)< &
A MIEG(Ed YA 283, mxevd

-t}

ol
=

1:31#,07.85;, 47.5mmol)E 25nLe] 5= ol opAlEo]Eel &A1 v W@zbE 2230 Sl Hrbsivt. &
e ! i A-—Al % . R
FEe 1 AR F 0T ke v, Aeom Jh2A7|al vhA] 25417 Fob aiteglh. AR 27
e ofAEolE % EFAE e THE Sote] Arste], H-thEAd nllG EREEE 46& FUEY 29 ;
=} = v == Y

712 A},

H-THEARY 2H7] 46§ 50mLe] 7= tSF 22wkl 83)A7]aL, °]& TEA(E
NIS(N-3lo] = Z Al & Aloln| = 5.8g, 50.4mmol)ol H713tlch. &8-S Az B97] 3F A=A 20 WP <
ﬂﬂ*fﬂcﬁ—%ﬂ o] w tike]l WAl HHEo] YAHUTY. TFELS ojutstel 4] IAES EEsly X el
A EEAZT. 2 A ARE o 478 "ER Rt ¥a AUty "ol 2;1 ENLHCFL 23] = jOﬂ
Odzi 13] st 7188 NgSo, & &A1 v o3t 2 FEHAA, H]—u}%{xg,«; XA ﬁ}—g:;i
-g— o] Ewe oz Al Art. HWASIThH, NHS o AHZE EtOACE £&FHo = o] g3t Ayt A ;1
Fd4 AR EDHIE o] &3t o AAT F A ) )
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<418>

<419>

<420>

<421>

<422>

<423>

<424>

<425>

<426>

<427>

<428>

<429>

<430>

<431>

<432>

<433>

S=50dl 10-0930606

Ao 39
gy g o] E-TEG &glaw e &4

a7 714 AMERSe = 9olA Aw® ul
THF(20mL)ell S3|A| 7] Al A whks}
Egodd ZYF(1.40L)E H7}bst

AFA E F$E(5g; 10mmol)S Ax
Mol 3mol FEe] IS HIbE vhg H-UEAA
WHHEA TS S TLC; olE obA
1:31 |E-222¥E; 372 RUHFUS 4 Astn AAHES 10% H25044H7 =
U ~ > i E“_ - R
Folal o E olAH| O] E(3X30mL) = F& Ay FEES E, HEgoloz AR AFH L, MgSo,=
E}2= o =u | 4
e A= WAZA A, H-tHEA AAE 48S ATt DMF(~10mL) % N,N'-t]<&alolmd 711y o]
(3mmol) €S 10mLe] ¥ DNF 5 W]-UE2A AAE
o
Zo]l=(Bmmol) S 7] WS EFE A3 Hrsiith. Rk ERES 9 AR
wEdt.  god dHEE Hrlele] g4 SenrE A 4 ) e 33
e g elawE JAAHY. 7] 3AHE 33 wEsia AAE

A9 40
2 AxpelgR FElE Riedd SEan o] A

7] 714 AMe & 100014 AWE W AS Edth. d-thEibg @4 dxtoldl S22 ExvdE oHE
- : = b = = o

;ﬂoﬂ AAld 389] Hl-thAbd Ejelddl FE]E9 oEH 29 FAlsA AlxsGltk. EFd &8 F 20% *
é:(ijEG 66g, 67.4mmol X=ZA)S N2 #917] 3 ofo]lx~/d F Hj2ro|A WZAAF T, H|-ThEAHg EAl
7ﬂ€;L;:E] 450(lo§5mL 2.0g ? 74mmol)S 5mLe] ¥4 EtOAcol fa|A17]aL FA7](syringe) S ©]-&3dlo] F~
L_f ﬁ°oﬂ A7bskdck. Wkg %?&%—% ofo] 2~ w2holl Al 1 f\]ﬂ Bt AlE kg v, A7) ofol w2 E &
?? o2 Aol A 2,542 B wEkslgith. £27, EtOAc 2 EFQAS Wy FFHAA sk HI—B;HE* ;
3EE 51 FH3h o A= Iy ) o
H]-Ch

|-th gzavge] §3)i7lm Ax Bay 2907 Al g gl

A 77) 518 20mL AZ o
_ _9Dm1; 0.68¢, 6.7mmol)E F7F¥ th, NHS(N-s}o]=FA] Salolm| =, 0.82g, 7.1mmol)& H7FRE -, wt
EFES AN 18R Fob wwtepglth. ERES Adugh As FE oA 9] FdE 2o ol
Z) L =] = me

3 o» VL FEANAT. JAFES gEFERadvee gaA7)a 2}7}T E2 23], IN HCIZ 23] @ HEglo
Z] & . .
l;o} At 11:713—5 Na2SO42 A7l v, o3} B 5. Fd4] ARvtEag v (degr A
EtOAc) & o]-83te] HF AAste], WV &4 Hl-thEbd NHS ol =Hl 2 525 AUt |
—Hl= 1:/\

Ao 41

150mge] Ao ZAIEU(MN 3432, 0.043mmol)-S 30mee] F<= DMFel Sa|AIFTE olojA, F4= THF(Zml)ol| &3
WJ:EW o] 249 A3t Su]av(42mg, 0.067mmol) ¥} TEA(3540)E 7}3)ch. HL'%%% 1,A11;}T%o} EIE 5t u}oj
:rglﬁo 1% TFA 2m¢= '8 (quenching) Al TE. o]olA], Whg-E-5& HPLCSISITE. o]ojA], wh& iLf;f;%;Li;#
o -8 HPLC (RC Vydac C18 Protein and peptide, 1 x 25 A&, &E/IAEYUEH - 0 1%‘;FA gzo O:;;i
)& gAY B ARHA 2 ool Alel digk Fohe] wart delEdnt. AES MALDI—MS% HT; oj
EG7-%9-sCT, A ghAlol th3t MS: 3897. PEG7-2€-sCT, o)& gl EH?& NTSE 2361 R

]
A 416 WU B} DA 20 G2 BAI gelaE @] B YU PTG ST

!
Aol 419] W& /‘F‘lo}oﬁ AAjel 310 whE st SYjamE o] ZAEUS . PEGT-SE-sCT

Ao 44

ANel 419 PG ALgsto] AAel 37l we s
N 2 A3 Sy E do] ZANEYS HE3d
PEG8-sCT, R gHAlol e MS: 4095. ’ °of A= Hgdn. zEokuelE-

A 45
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<434>

<435>

<436>

<437>

<438>

<439>

<440>

<441>

<442>

<443>

<444>

<445>

SS=50dl 10-0930606

AA G 419) W ALgste] AAe] 18e] WE s e A o] ZAEYS Ajet.
A2 46
AA G 419) W ALgste] AAd] 180] WE BE LI o] ZAEWL A}
A 47
AA 6 419) W ALgste] AAe] 390 WE TE LI o] BAEWL AT
A2 48
AA 6] 419) W ALgste] AAe] 400] WE TE I o] BAEVL AT

(fraction)< A3 o
o A7 EFEL stuelde sy ARAE 2T £ doH, olF AFAE AEA AX A HA=E
_ _ 1 - 18 - - 11,18 - 11
w7lste 71€so] Uk Lys BEEHFEA; Lys EEHEEA, N-dd ExH3HA) Lys oA Lys , N-
- 18 11,18 - - - -
otk o] & A, Lys , N-2dk o] H3HAl; "/EE Lys , N-e AREAL 3] £FEe 4 2EE g
AgF 24 (mass spectroscopy)S T3] B4Jste] A7] &9 AS AAsiey. o wEl zh B B3
Bi-, 0=, BE 4 AFEAR BFEARAD, A7 AR 9 72 Al g b4 "Mt e ATE
AA Ht.

i

7] EFES] A2 AlEE HPLCE Fshe wAlEe] HPLC E#o]2(trace)d AlFdct. &
absorptivity)v 7471 A3l A¥EA WA Fevhe JHgstelA, A7l EFE Fo 54 AFA F
HAE (%)= 7] HPLC Edlo]=9] BE ¥ &9 F WA e WMEERA 7] 54 FAl

HPLC Ego]xe] vasle] WAl oate] A|lFwrt. 7] Al
THS AAst. ) AR a9 FHS %

AgAe a1y %8 24d. %
AgAle] Ao ra, A4E ofRsbER 4(6.02205 x 10 23 mole )E Falo] A7
S AFA GowA JFgAD B4 4, N E Ve AHE ME

Ak n, Mi 2 ZF Aol gste] AAg Nig Agste] EAHAFE A4,

A A 50 : CytosensorR AT+

ATCCERE Y% EH%5E =3 9 E F(ductal carcinoma cell line)el T-47D AETE 2ld vy
Sunnyvale, ZA]¥uo} ALZHE Y43 A-4FH(low-buffered), F3%, FH|FIZH
Wlo]E RPMI 1640 ¥1A]) ol 1x10' cells/nl BEz @eteigoh. theow, oF 100,000 MEE 104 W
(droplet)2 o}7}E2= A3 EH(entrapment) ¥Rl A3} Alo]EAlA (cytosensor) e H 59 F /MY
3—um ZEFFEHY|O]E T Alolo 7Y, gEog, CytosensorR Microphysiometer 732 AlA AW el =
21 Al EAA e HE pH-7Ad A=V ofF MgA 23RS SISt UeoR, 35S YA
30-% M4 TehE A9t Bd HMEE 100 w/nin®] HEE AEE JtRde] fyxste] Fgsta, 2] Ala
A el A7) 2id W A3 (acidification) S FASAT. A3 S v 28 vigh 24830
7] Al AW e 2= 37 Toldrk. 71A(basal) 23St £x2E RUEH G AFS ARyl de] 2-3 AzE
Bt Al AA AW el AEE HFgEgl. gEeR, AEE gt nl FEE Y Wy Fd g
3IEHE (o] ZANEW EE SH-t-ZAIEW)d =ZAIZT. AE 33Ed AXE =F2A7E 31 7
e
22

= F71e Ae 40% Eeb ARl PR F 20w w9k FAHAG. o

il

(Molecular Devices of

o 1t
A =EAA AE ALl FEA-vi7 W& frieshes 3

k4 22 HY WHE ZHEFTUCE. o] FAFd st 3 £ E
4 1} ]
58 AE g Aok, PEG7-octyl-sCT, =734 (monoconjugate) (Octyl-Mono); PEG7-decyl-sCT,
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<446>

<447>

<448>

<449>

<450>

<451>

<452>

<453>

<454>

S=50dl 10-0930606

23 %A (Decyl-Mono); PEG7-decyl-sCT, ©]5&A|(diconjugate) (Decyl-Di); ZE|o}]o] E-PEG6-sCT, Eix
Al (PEG6 St. Mono); B Z~E|o}e] o] E-PEG8-sCT, ®:=F A (PEGS St. Mono)el thd+ dHlolElE A7) $3}
o] Ble AAE o &3ttt HolE= ZF Al EAAN HH APt £ gzl diste] =3k WA (Area
Under the Curve) (AUC)S AAFEo =M shetEo] Aod &/de diste] #Asta, 4 AF xxstlA
qE Feol APogRY doji i AUCE Yehll+= & 140 =AF v A ERA ZF298).

AN FEEA THE FFES 10 M 22 0lE ¥F pl 7.4 ol A@AES thg, HPLCAl ol& %= 4
e Feldn. A EadolE Wu 24 SAE W eu) £oo B4l HAA phE 2t §98 Az
7] flste] ARESIITE. Al 7] sEbEe] S 1.7 ol vlo] ARAEYFA FH| £7|a 37 T EFolA
15 & &t &E50] Fo] g3Eo] ko HYsHEF k. 158 F, ATe w59 WF &4 2 wE 4
Fool Brkstel ael AF HEsk HES 9. ANEDA R EAS 1 al 001 Fol AR, =
g, xTozA, sgEs 2 w9 1 mM HC1Z At H7 A%, 100 W] AEE g2 FERERE 7
Ui, 25 we] 7IREY/EYA W2 X (quenching) &N (1:1 1% TFA: 0] AZE2HE) F o= =E Hgs
A7 A AHquenched). ©] ARE T=0 Fo AgaAT. AR A H4E A8HE WE Axd geb T
3 A7F Hh o= wEEg 120 %

‘QE
N
[l

EfAIZ 15, 30 2 60 &l ARE AFsAT. EFAL 30, 60,
%‘% B2 Aol dojAW, HF ARE diEa FHEFE 7ol dd e

0

180 ®ol A2E AA

7P%Evﬁrﬂﬂﬂﬁ4§ﬂ%ﬁHfﬁ%gpéP%+*”]ﬂEE%ﬁEQ#ﬂé A8+ HPLC nlo]ol 2134
o7 F£¥E £ At 7+ AR fete] AUCE ZAAS7] 8le] RP-HPLC (eHAEYEH FuphE
AbgEtG om | % 3 (degradation) S A7) T=0 ¥ WX 2RE ZAstY AXtslnt. A7) 4392 87 &

1. PEG7-Octy ZIA B o] A A (Diconjugate)?] 0.5 U/mL ZIREHA 423} 39 ¢ A7
A ZE A A 8= A S w A A
15 63 71 68 69 88 86 88
30 34 48 50 46 73 38 36
60 6 15 20 15 61 69 84
2Tt =
60 0 | 88 | 9or | 103 16 | 104 | 101

= =4

Az AAS =A b W3 A A

10 73

15 - 55 62 35 66 59 91 92
30 30 26 40 13 42 54 86 87
60 1.6 5 12 1 12 55 82 85

e s
60 - ] 100 | 93 | 45 | 100 02 | 98 | 103

¥ 3. PEG7-Octyl-91e] ZAEW | o] H A (Diconjugate)®] 1 U/mL EHA A3} 39 ¢ A7

ki AA S A e
30 87 89 83 90
60 78 86 76 85
120 72 82 68 78
180 - 81 61 73
o 2
60 103 100
120 106 105 99
180 104 99
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<455>

<456>

<457>

<458>

<459>

<460>

<461>

<462>

<463>

<464>

SS=50dl 10-0930606

(M3 EAg; 2 g Aol o)

A2t A A e

30 80 50 82 87
60 66 28 69 76
120 44 7 46 59
180 - 2 31 46

=

60 41 101

120 69 16 102

180 7 101

AArd 52 ¢ 24 B IRAIRE BelA

20-25 g9 47 (CF-1 A3 (Charles River, Raleigh, N.C.)E 9-(12:129] L:D 7], 0600 holA HS 7}
), 2%-(21-23C), % H%-(40-60% AUEE) Aojd ® ool =wlx ARSA(Nobex vivarium)ol] A3
. BEES AfFREo] AdA Ho|(PMI Nutrition) ¥ FEE HIE 25 3. AFHE 2Ad oA oA

g
48-72 AZF &)t AHE 230 £eHES ST

=

Folalz] Ao, AHAE I F#712 B doZ(ad libitumE FHFAT. AAS At A 5 vhgle o
2 do= Fujsta, E #ye wE  PEG7-octyl-sCT, o3 A (diconjugate) (Octyl Di) HE& Bl HHo0 =
il WE 9 A7 §%or FAgrt. A7 &% 317] 0.2 pg/ml E2FHolE
- ¥ PEG7-octyl-sCT, ol &A, AAE 10 mL/kg= 7|3 WlE(gavaging needle) (Popper #18, & H.(hu
b)25-E #W¥(bevel)7FA] 5 cm)S ©]&3to] FoIsiqit):

ﬁj%% ?}
PEG7-octyl-sCT, o] & & A 20 ug
AE-FHOE 25 g
AFE-HSA-ZH O E 2.5¢g
F E2HolE By, g.s. to 100 g
100 mM, pH 7.4

A7) e AAE ARG HelS(tared) fel WA Fol 80 mlel ExdOE MuE AIFORA
AzSFAT. 7] 2F FANES SaE WX wusEA 47 TaslelE Mol 118 A, o
o, A7) ASA FeolES Arkshu, SaE Wk wike AL 20 wT F7HD A7) PEGT-octyl-
SCT, ol}eAl, $ae A7kt vhmto R, 4] de EadelE vwE Artsel A% FA 100 gol
A sk Ms|Z(Vehicle)-Aol AHE RE PAA AHEHGT. §3-03 FAe Fol F wd A A
60 #& AHgate] AL, olF FHE & 15-189 el

Ak AZE AollM, AFAE AHE-vkF A7), st A (vena cavae)& A EFstal, do ARE 25-A]0]#] H}
=ol THIE FA|(syringe) S Edto] Atk dol LS 22 TolAM 1 AIRE &<t Sa7la, & Al
o AT &7le Hor &Rt T A ZHS BAYE Vitros DI60 11 #4715 AF&3te] 7+ & dis}
o] AAs3tt.

28} WM<=(pharmacokinetic parameter )= SigmaPlot AXEo](4.1
St B 2 FFHAN(EE FFE LAHE AXsta EFEHEE

o 5
of, Fof & T mI Aols AASHY. T HEA I "ot A Zg volE= sk7] & 5o HEhd
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<465>

<466>

<467>

<468>

<275>

<276>

277>

<278>

<279>

<280>

<281>

<282>

<283>

<284>

<285>

<286>

<287>

<288>

SS=50ol 10-0930606

A w4H(dispersity) 2.0 u;g/k%;gatoil?i % )7]X1
A zZ+E 738H(drop
PEG7-Octyl-sCT, ©]7 g gEAE E3E 21.0
2~ g o} 2] o] E-PEG6-sCT, ©] % &+ sk 23 E 16.0
PEG7-Decyl-sCT, R%x=73%HA] gEAE E3E 11.5
2E o} o] E-PEG8-sCT, °]H§HA e e 11.0
PEG7-Decyl-sCT, ©]%3HA) gl 23E 8.3

RN
N

rlr
e

£

(]

O

ST

o

(@}

(]

=

fe ko

e

o

N

(]

=

fe ko

S

o

o

k1

ro

WL HT
o

=

k1
—
o

o

—
—

ol
o

rr

k1

ol
o

— =
> W N
rir

k1

PEG7-octyl-sCT % PEG7-decyl-sCT Rl=- % o]-d Aol ¢ wER @43 wadddeld & 5 AdE 4
Ao 50014 AAE wpel g QA wER Ao Bsta, A7) xEoloE o]
Bl o}#] o] E-PEG8-sCT, ©] &A=, PEG7-octyl-sCT % PEG7-decyl-sCT,

Ao A del mE ZeldEdl FeE 59 32 A B9

g el Aol wE wPEce] Ed=s 6] fg As

gl Aol whE sk wPEG7-S el o) Ees syl A Ae dEhls Aol

wyel pAalo] nhe BYSE wPET-SY Lelume £3

=

H
o ulw BAel MlTADH 2 vln By P L SZRE § 14 24 A0l Sael YEAE ve 2o
2 AAY WAtk 5@ olgdl RYHRA Sk AL opih, Adohlel= G WAL 7] IR
& o5 AFATF 9 mreA AsEaEe] B4 slo] ZAEY E 34 9lo] ZAEVI-PEG A

4% o8 AESYOL, oF
G el MeAE @RS s o

2ot o] E-PEGS =2laim o] =& FAdstr] A A& e

oo FAdo] we &dstE mPEG-HA ZEam 9

Wowbgo]l Aol we SAsE Aol o] E-PRGE Slar o] EES ey 9F AL yEh
o}

2 o] Ao wE gdstE

o}

£ 3o ool wE #AslE PEG LEluve] EFES @

ool A oo whg gdstE FvEH o] E-PEG3 il el &

o u}

wowge] FAlde] we thbd ZeUu FelE wRAE 4] 98 4L des ol
o u}
u}
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10-0930606
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do W mo o s o Wa Zgdo= Hzm_m 4
oy T T T A \A/\o H lj:m NaOlt muo\m/\ owm o
s o W 0 £ HO 100°C z gwo
i m gl " . . o o
—r ! v =
5 = ﬂ T T mA.L 2)
o W H2, PdIC
% = o o oy w# EtOH
» _x » ®» <
T . ok ok 1: )
T ﬂ i) i) = H 0 0
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o [a® [a® or O'Na*
W = = 7 Aﬂ,)w
m
o gy wp mp o 0 OH
™ o T =3 =3 s o8 /AO\>//W\,Ast/4ﬁ\ PELLLLE /A
po®ewFm s T mX ™0 e
T B do ki kil 9 Q)
W ) = = Y s
T = - _
s 3% 2% g5 ix
- o m o Ry I
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EEH2
H(OC;Hy)y O H CH;(0CyH,)-OH
(€8} CH;(0C ~OH
o (wz)m)g+m MsCl, TEA
DMF, NaH m=4-6 CH,Cl,
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