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"RGD-modified liposomes for tumor targeting"

[Dubey et al.,
M.M., Ed. Nanotechnology for Cancer Therapy, CRC Press (2007), pp. 643-661)].
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-OH 7] tialel] wid7lel oja) 42 %= 9t

£ AA)EolA, PEGE AEAF T anEAF PEG, oE 59, PEGwo, PEGsw, PEGiow, PEGuoo, PEGsi,
PEGsoo0, PEGioono, E= PEGaoooo 5 A
WA PEGioso, = PEGioos WA PEGsooe®l WA o+ Avk. 54 AAGHolA, 2=2A= PEGsw, PEGioo,
PEGuop, T PEGsod 4 UTth. 54 AAGElol A, PEGE olwl, WE dH=Z, & T& Jt2&5itoz F

Ad 4 k. EF AAGEHA A, mdaAg e 72hz
AT AA7

o
=
i
i)
-
%0,
0

4
4

¥
>
o2
=
=2
>
as}
=
[ep}
o
-
=
52
=
)
-
=
5
i
o
-
=
5

= T

= el A AE, B Ho oy £,

“Aol, eI AE T2UA R WEG] FRE Fom e, oF ol dEH o)FF vl EA,
KR

A7|N 28 VA an W9

AR AAGHelA, B ouge GFRS AuA, AWA, = 059 £FS EFE £ Ak 54 AAGH
oA, AmA W/EE AR 2 odde) Eazdlo= SEEY 47 AFE & AY. dE 5o, AuA 2
JEE AGAE ZaZelE 3Bl FHAY TAY 5 ATk thE AAFHA, AmA L/EE A
B owye TaATVClE st AFE whedd vl 1 Slel, w1 R0 ojuel® EA% %
Siek. A% A el A R/EE AUAE e ol WESAL AEsE AL, £t a6 Y
98 4 g AW W/EE ARAE JES Wl Aasten

2 oA AFSEH= ABEAE didAAY AS ABIEE AFgH= dolo FAEAE X 5 Q).
Adukxlo =z m|=k okd (U.S.P.), ¥3 [Goodman and Gilman's The Pharmacological Basis of Therapeutics,

10th Ed., McGraw Hill, 2001]; [Katzung, Ed., Basic and Clinical Pharmacology, McGraw-Hill/Appleton &
Lange, 8th ed., September 21, 2000]; [Physician's Desk Reference (Thomson Publishing; and/or The Merck
Manual of Diagnosis and Therapy, 18th ed., 2006, Beers and Berkow, Eds., Merck Publishing Group]; HE+i=

, % [The Merck Veterinary Manual, 9" ed., Kahn Ed., Merck Publishing Group, 2005] (o]&

[e)
o
5% Rd 322 299) /A8 ABAE Edsht ol ATHAE @ FA FAEY g9 A=A
84 % 9

AE5AE N57E 99sE e AW 36 mEt deuE 4 k. «dE Eol, 54 §39 & & Y, oAl
HF, FF, WG, "HEF, IFF, 2 5 A & But ol A T E Y TG0 s =
Vet AE Adoldt A A Folo doj" = vk, 5F AAGHAA, AmAl= A o S A
gAY o 9FE F7) Y8 e 5 dar, ol A EA, AW LAA, FAEE, HETA}o)
29, @7Eols, ExolamEA oAA, 9 tE AGAE TIT F Ak, AR AALHAA, AsA=
OFEJAl2~A], mlo] A ZRNA, siRNA /= shRNAAES ¥3d 4= gl

AF AAIFH A, AEA = ofuf2d®l, SAFHA, AlAZHE, SAREYE, EREHY, 5-EF 29T
A, FAER B g4, A7) GEgAd 2 SAEAS 2SI olof] AlTEAE e FUA EE AES
3 Al 25 Y3 =S A|RELY] D3,4-o] EHolir 5-o €] d 9},

F71e] FAA =, 20-epi-1,
creE, ofHEHHE, ofAH|Al, ofFetFH|4l, ofFtE T =

AldlE,  of=AdAl, Lu=FZ, all-tk AIA, LEHET, gHHFEE,  gEAlo]l,  olMEEER
obAHO|E, ofnjiss ol EAH" | ol =IFHHRE, oiu|xdEysl, FH[A, A H, ojyadEE,
SMU~ERE etz aetEd s, Ry AAA, AgA D, dIA G, AdepAY s tEFHmlo|Al, ksl
Felg A @A (anti-dorsalizing morphogenetic protein)-1, FoAE=ZA, IdABEF <HE|AdlA iy
SYLEE, ofutFY IFEAMO|E, olFHEAL FAX} AR, ofFEA L HA|, o4k, ARA-CDP-DL-
PTBA, ol27]d dlofuupA], of=Tet7uA|, ofx~dEd, ol&=dtad, oleju~8, olEF 2l <AL E}
91, SAGEEE 2, AU EEE 3, oA EY, ofAAEE, ofA=Al, ofAHEA, ofAlH I}, ofxEwr|o]
A, 7 11D §=4, @ekE, vErfsgE, dx32d, dxdd, dzd2g9-223X8, dEg g9 f =
d, wel-gdd, setEatate]l4l B, wlEdAE, BFGF AA1Al, HIZFEW =, HAED, vAE-N ez E=2e
ol=, A YL AFEN, Blaud s, HAyI = feidgelE, HAEgd A, vjAH, Eonfte]l,
gl onfo]al &Ho]E, BRC/ABL A3A|, BHZdolE, BeAYE YEF, Baydy, Lxgeg, 2aew
oW EZAY, ZEwnjolal ZAXEFE, ZXx® C, ZF2EHE, ZIXHA {2, e Es 1L-2,
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A A, A=, e, enZen, s E-cin-EolE, s iAol EEolE,
AezE N3, AEFAQ, FF 700, A" FA 3AA, AFHA FERIEetels, A=A, 749
AL A, AsEesden, Aama B, AuEE, dEzdds, FEgvd, 229, F2Eenad
SEMIE, AtmEsE, AFUvteld, AaZetd, As-gEsld, Feseul, FEvd fAR, FREY
g, Zesvieldl A, Felxmielal B, Fnelgissdl M, FHAEsEE fA, mud, Zgead
816, 2 ~bE, AelAEtE wAddolE, APEsteld 8, APEsold A FEAl, Tkl A, AFEAGE
A, AFREsAE S, AFEEeh, Advtolal, Aetehi, Aeteb SEadolE, AEEH A4, AR
g, tohezl, GEYAE, gelwvleldl, tewgulal dededels, gy, di=Yd B,
deedd, SaAavie, daseEehd, gaaEa, gaueebd, daehd, el Wadel =,
Jobdse, dud B, UEs, deuwssn2n, fsjsz-s-ob4 e, feAvtel, tad vl

|, EARA, Z3iE, STAER, SAETEY, SATUA, SAFH sERgReeln, EESAN,
EZEAA AEHOE, ERRAEEE TRIAQUOIE, ERuUH)E, folxutolil, FortEmlelal SA, ofH
AR, cl s g, qUEAACIE, PR, cEdEE, JFRvd, JdERud sEzIreels, i
A, AP ERAL, CWEFE, d2Eed, dZ2volE, oz i, ofyFulil, ouFuil ERIR
gols, s E, dEERE, Ady FA4 A5 NE ALE, JaFHdl slERI R, oiE
A, G AESREAE fAR], o AESRAE EAFOIE UER, cAERZ HeAl, dAERZ A,
AetttE,  CEIZAE, CEIAE FxdAoE,  dEIY,  Jdauzag,  sEsdF, gERE
sleRgRetol=,  wxEl, dAdEYE,  dasted, duzdHEE, SEtEdes, SEdEssd,
EEFdd, EFokaHE, ERuEhl, ERuEhl E2HE, EReRnf YA JERIRGE, EF
29, EFQRAEM, ¥Edyds yedath, ¥AE, AENMN, EAEN YER, T
FaE, ThEeE dAbY, A, ARAE, JpRE s, ARE YAl A, AAERL ZAAERL §=
z2ERgelE, IFEHEE AA, Py, ddzd, GAEd o Eotn =, SJESA-o}, Sfo]He]

Al olWb=gak, ofthEn|Al, ojthRu|Al SERFRefoln, ofSAlNl, o|mHiyhE, oW, ARIA,
e, woqas gEE, AER-FAF A AL 84 ofAlAl, H

AsAl, EdE dul-2a, JAEFAE E3-28, JHFHAE LN, AEHE Go-N3, AEHE HE-IA,
1 colZREEE, o kH R, ole] ]
o sERIREIE, o|RIHE, oj2agEtd, oawWrlE, cJaZRIYITEY B, oHAER, ALEET
Y=, JHgE= F, ded-N EgopHolE, dHE =, dHE = obHolE, deluutolal,
g, JEY wdolE, JESEE, AERE, WEY oAl A, NET 4o AHAE, FZES obAH
oJE, FEEL/ANAERA/ZRASHE, FZEAY, duiulE, 2ol2E, folRE srRIRIels, A
AL AR gaptetel = REE, AR e seke, dadevus 7, 2ukEsd, &
EdE, 2HEYE YEF, 2 2E, =Yg, 2RAEE, 2H0ER jmedRdols, =it
g, FEEHZ, FHE AR, g, S fEE, vlo]eal, whesEd A, vhejvisE
2, vz, wtEd AAA, mE2: dERIagelutA] AAAl, welgal, Wz e 3
o=, WMAXEE oMHCIE, WAAXEZ  opdEHelE, W, vwrkd,  wEne,

222 )
HEREFY, dHR", WELYUA], HEEAAE, HEEGAE JYER, WEF2Ir=, HEZY,
HEedat, vpolametd wd FuA C AlAl, MIF JAA, vHAlze)aE, D2, versadg, i
A olF ZbE RNA, HEIEHE=, mEIA, wEIZY, wEZAA, #nEFolE, uwEHE, HELL
1]

Evtolal, wErte]Al AR, WEUIE, vEAHE, vER, VESA AfodE A AA-ARER, 1
o3 [e]
g

EXNEE, nENER IaIZadols, m2ygd, IZagrsE, BReZEd 34, ¢z 24
IUYTEZA, BeYX Y A o/uI3utHE AX 8 K, BYgE, g FE UA FHA JAA, g F
& GAA 1-71A19 AEA, HEEE &GgAl, uFESAI = B, HZEEHE AE ¥ FFE, vzdEst, vy
OlEE | p-otAEUEY, ynEd yagay, dEE/AgxA, Yyae, yzgead, y2Eadady, g
Zabel, yEFR, dgl=g2xt, T4 AERAE YA, dFEu =, Yalulolal, A4 AHEE AR, YEEA
= AR A, HEEY, =30, =Zguto]al, -3y Hizolm = 06~ Fold, SEYSHE, 27
A=, SYAFIEULHE, QUZHAE, 2HAER, ofpl, AT ANEZ F54, L2n&sd, QAMEE,
SAYEHE, FAR-mrtoldl, SAleS, gEgd, gEged AR, FEEEd FEA4, Zebgotdl, &
B FHA, e =2 JYAIER S, s, sepdd, sAYE ) Frtag27bA], Fdial, #He]nto)
Al HlERE A", AEA ZEEdolE UEEF, AEAEY, AERZE HIZZulold] HYE, HEZFHE
A2xxsvue dJg4d 4F, dux|moteldl, FdolAH ol E, EAuelA JAAl, FJAuld, HRIIEA F
c2gRgos, IxHEY, J¥ed, dEEnll, fIEHA gEAER =g gol=, ZEAE A,
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AR B, EEhavwAl @Al AAlA, M FE, Wg sekE, WE-Eopml g, Eevbvieldl, £

g, £EAWE JEF, EvReloll, ZHEYRAd, ZRrleul sERgRde|ln, 22 HX-o}

A, ZRzeadd J2, dHA F Fetmaal, ZReokd oA, dhid A-vAe] W 2, oy

A Al C AR, S BRA EastebA] AR, FY oA s EAE™A AAA, FRo|7,

FEvloldl slerFadeln, FEFY, e d, deFRetasd, de5dst draan FeSAdd
E

AEE, RAS quELﬂé—J_ gy EdavgA AAA, RAS
RE 186 olE|==2dlo|E, 2F4l, grzd, Hrardd, RII
ZHE, 29 $87]E Bl, F5A, ARgE, AR d
A2 E A, ARROBREAY, SDI 1 BA, AR AdAA fe)

@ AFACIE, MF AYA, FEEGA=, dw
A, RAS-GAP ©}AA, DAA ADAE, A
dElEE, RNAL, BEAEE, 2551, 2Re
cr2zels, AIEE, Azay

4

AAlAl 1, Ax FYugIULHE, AE A AAA, dE A 24A, AEA, 9d s 3 2 o
WA, A ZFY, AT, UEF EE%LH]O]E, UEH ddotAHolE, EHE, LntEdd 29 9ud, &
y2xl, AneIAelE YEF, AvERERA, AvtEavtoldl, Au|7telil D, Av|RAEvks S|ERFRe}
o=, AvREAY, Avzdetd *—*—Eﬂ HEl, 2F7|2ed 1, 2F98R, 7] AZ A, 27]-A%
& JAA, sEetn=, AEFEYIR, 2EREXRYN, AEEL] AAA], svnil, szdyE, 22
4 dugd F PE= AI3A ], Fettse, bRl 2olad, 44 3131:“}“] ez, geavteldl, &
g2, BEAE dygeds, gerFad, BaRd, Hadd YER, Hrbr2, dRdady, e
Al AAA, AEAEE s]zggga}o]z, HEzed, QrEzvs, HuUIAE, HSAE, gag8sE, HE
gtERRdzbSA s, HEER, 2elestal], 2ElmvE, Eopu| 2y, ElesH®, Eogobd, EQHY
EFRIolE, EFHIH E'—“c}‘] B2yl E]“”"] e ¢&A ZeA, HERELG, FEA A5 =
2, Hotx¥dl, © oY CHeFEF, EpuAwl, EEhed tIReelE, EXHI SERIRe}e|E

fm
=
H
s,
5l
=
=)
g, AT

NEAOIE, A28 £ AL G4, 0 oA, EdAsEE obAdels, el

9, EejeldgTed, EeAeu, AL Ladols, EWEGAE, EejiEdols FFTaY

EﬂJEW%,giﬂﬂE% FReE goedades, FRadds, B2y A gad, H2x
Aot éﬂE,% dst, A E-fo 4% oA 9

wlehyl, W=, e, NEear SvoE, WA

,mmqﬂ EoolE, Yae Aol &dolE, MFEA EdolE,

Jen HEEdes, WAt SelE, NANE, NEAY S, WEA, nzE, A

AwsgEl, Awsey s, w2564 drededelsg ¥

L

AN 2 o
I e o

o> |

Arte] WAL, 1ﬂm1“m1%wﬂE A7it] el R Eelobul flEtol A EAL (DIPA) W= 1,4,7,10-H]E2}o}

E
AN EZEUZE-1,4,7,10-H E&olH ELE (DOTA) T X3+, X 5ol A ES xAstd dg 245, o7y

i% Zoﬂ _LrsLEI z,: %1\1;]_' 1;]_2 x_4|§j—§_ u]-/\],/ﬂzﬂll% m/ A= ]—/\],/HS E_Z___]E]]O]E z3ro Hﬂ]:/]_ ug-/\],/ﬂz‘sﬂ%

153 88/90, 64 188/186, 188/186,

"L, Sm, Y)# DOTA,  Cu-TETA, Re(C0O)s—1DA; Re(COHEZ Tl (AEY Ex A3,

188/186

T Re () Enpy2, 2 Re(C0)-DIPAZ EFT 5 Qo ofe] A@HAE ek,

710l 71 kel 3Fo], B oA AREHE A8AE, WU=dA el WEHAY AEstE Ay, Be
Hogse o tds oz vwdatel 3gd & v, A5Ae 292, odE 5o FuEd [de
Villiers, M. M. et al., Eds., Nanotechnology in Drug Delivery, Springer (2009)]; [Gregoriadis, G.,
Ed., Liposome Technology: Entrapment of drugs and other materials into liposomes, CRC Press (2006)]¢l

AN whsh gol, FedAel FAE G PHom fad FoAvk shbe] AAGH lAE, 1% o4
AzAL AEE Wl 2YE 5 Aok dEH9 YL, A8 B0, BF¥ ®t ¥ WHom £y8 &
ek, dlE Bol, AL, A@A AEE ol AEHHEE, §o FolAe JEHe] AA-olAEY I
B XY 5 Ak 54 AAGHelN, ARAE EF EE olFF Uol E= o JESY b Ul
WED 5 oAk oed AAgE N, AuAL s Wl 5F 298 £ Ak oF 5o, JEHS A

— 22() _
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i

3% Puellel AuAE T

b ool ds) o

[¢]

B odgo i AlRHE AdAE, o2 So] ZaE3 [Armstrong et al., Diagnostic Imaging, 5 Ed.,
Blackwell Publishing (2004)1; [Torchilin, V. P., Ed., ¥ZA3}% Delivery of Imaging Agents, CRC Press
(1995)]; [Vallabhajosula, S., Molecular Imaging: Radiopharmaceuticals for PET and SPECT, Springer

(2000) 1ol AFE vhoh e, FeiAlel FAQ oo AVAZ TFF 5 vk, 5 AN A, R, R 2

R'e Sdgom AgArt 95 ddd 5 vk duAs, @n-gE, B, dmua, ¥e, 9%,
5, A EE 9FE9 NS TS oo ARHAL @t AP BB AT/ AL FPANE
AgAlol st gol, tgd WAow P 5 k. AWAY I e v P PE AFY w5
% (SPECT), A7 &% @4 ORD, 3t 4, a4 = G5#F (PED, #AFH @589 (D), x-A
B, Ao G 5L 2T+ glont ol ABHAE g

AR AAGH A, A=, dE5 50 5 o2 AdHo U I 43 Vsl AHEEE AeolH
xhet

& 3% vk, AHelHe o=, dEdelvlg EgtelEA (EDTA), [4-(1,4,8,11-B|EgtolA Al E 2 H|
Egiha-1-d) HEHERA (CPTA), AlEF2IAtr]olvle Egtol | EAL (CDTA) e (SA gAY ER

Z)HESHNEA (BGTA), YdodAEg ol FEol | EAL (DIPA), A|EE2A4F == AloE oddelnl Eg
ol EAF (HEDTA), olmi=tjolAlEAF (IDA), EFdE#d g Eglo}nl @JA}OWEAF (TTHA), 1,4,7,10-€|Egto}=}
NEZEHZ-1,4,7,10-dES(HEd £2F2) (DOTP), 1,4,8,11-HEgoIAA S 2 E0|2H-1,4,8, 11-EH Eglo}
AEAF (TETA), 1,4,7,10-8H|Eg}olAA 2L ZE-1,4,7,10-HE A EA (DOTA), 2 o]E9] FE2AZ £33}
oo AR = e

2o 7IAE Ao dFol= WAME YA EdE 4 A, ol kA, 4z, HE € &)
9, R X-Ae WESE PHAFS 23T 5 Aok 499 PSS Tae, TAs, T At, B, Ba,
212]3iy 75]31‘y 77Bry MC7 IOQCd7 62CLly 6/1Cuy 67Cuy 18F7 67Gay 68Gay 3Hy 123Iy 125Iy 13017 13117 lnln, 177Luy ISN, 150y
SZP, SSP, 212Pb, 103Pd7 186Re7 188Re! 47SC, 1538m, 8981’, gngc, 88Y o 90 o watEL} olo] AFHA= ormrl. =
4 Aol A, WAs ZeA= U n-DIPA, Te(C0)-DIPA, “Te(C0)~ENPys, o TCu-TETA, “Tc(C0)s-1DA,
2 MTe(C)EdIY (N2Y EE HA@)e TIT Ak, g2 AXGHA, A7) ZA8AE DOTA 2
1111n’ 177Lu’ 1535m’ 88/90Y’ 62/64/67Cu’ EE——E— 67/68Ga—§— ;l’——t— 19/] Z—I]‘%— -ﬁ—/\}i‘ﬂ% E@'%EL _/,: 2}]\ . Oél?_. /\E]}\]Oo}:EHO]]
A, HEEES, dE 59, FuF3HA [Phillips et al., Wiley Interdisciplinary Reviews: Nanomedicine and

Nanobiotechnology, 1(1): 69-83 (2008)]; [Torchilin, V.P. & Weissig, V., Eds. Liposomes 2nd Ed.: Oxford
Univ. Press (2003)1; [Elbayoumi, T.A. & Torchilin, V.P., Eur. J. Nucl. Med. Mol. Imaging 33:1196-
(2006)]; [Mougin-Degraef, M. et al., Int'l J. Pharmaceutics 344:110-117 (2007)]] A|&¥ n}e} o],
DIPA-A @ gol, AdlolEd] Fae AAs] wqlol oa) BAHEAD + sl

o2 AAGEHA A, A= FFA, AFA, sEdgA T g2 BT FEAE ¥ 5 . FEe
284 (dE Eol, 98, Z2H, 17 Ev AAADTE FdgA FAEHe] Jar, & DA ARgE = Q.
(= &9, &4 [Invitrogen, The Handbook-A Guide to Fluorescent Probes and Labeling Technologies,

Tenth Bdition (2005)] #%). AL 2% §7] 9/EE P71 284 £t 24F 3% @ud 2 o5 §
EAE EFE 5 A o Sol, IFAE Aok, Zgmsohd, EEwd, QmAleld, =,
AA, sdaE, Awelolr, Awgdud, TRoAA, NETevY, Ao, UvER v
£ dEdl, AR, e, T, Amsi, oEeE, AVEDY, 2oh, oadu, EeE, 2w
WHE M, 2R, UEgwdond, WY 9u, AEdE @n, ok SE, olEd, ohtelEdl, 9
A9 Wg 9E, AF, W2IE, AEAZEAeld, WERAEAZRAchd, L 4,4 UEFoE-4-ue-
WH RS 2 Wl EDIP)™ fA, 2w dols) ool AFels 2/
o =

EE REAZ WY ABEAE 2, AEbsE dE A8AlE, 98 o, TTodA
Q, ERoUMA-FYolaREN AFAC)E, ETOAMA-FAITEN ATACE, EFoMl-Feo}
2710 AFARIE, AEAlehd T, AmAohd-wdtelidEEL AFACIE, EAlot-FejolrneE
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s AFAE, o] &% 55, A= &2 o]E, Q= & X Yo|E,
Hl (g7 25 A mE) I mA obd, (g 7t2RA M) E obd, ZEB|EFARIE X YoE, Z23]
ESAMERIE  EIXUYIE, B4 FuEdR dE EXMlE, Ao v AT 2 94k,
ol T2 Al o H] 2~ S ALAL 3,6-tJAlo}=~2 5-[(N,N,N' N'-H EZ}7]| = (FF2FA v &) olr| = | T 247, 3,6-
[ON,N N N'-Bl E}7] 2 (2-8| =5 Al ol ) obv] = ] 9] 230 -2, 5- 1’4 RS A, 3,6-1] = (N-opAFE| ] 1) 7] 2} -
2,5-t7FERAA, 3,6-HA(N-RE &%) v 243]-2, 5-H 7254, 3, 6-H] A (N-] o 2hA] =) 9] 2431 -2 5-H 7} =
A, 3,6-HA(N-E QR EEw) | el -2, 5—\’47}21“‘4 3,6-HA(N-E] @ X 2& 2| ) ¥ 2}31-2, 5-1] 7} 245
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A 1
USedd SE-1-¢-2-IE T Yo]EQ Az
= 32 UESEHE SE-1-A-2-dEAFU|ES Axshy] 9% dwbd wkgAS vEbin kg oAby

Al L
S 1% ad€FE g vlo]3 23} vlo]Y(crimped top microwave vial) W] ElEZI|A(EHY
F(0) (0.10 g, 0.09 mmol), TISEFHNA ¥ 2¥Uo]E (1.56 g, 2.66 mmol), THF (6 mL) ¥ 1-S% (0.

2.69 mmol)S 90 HoF 110ToAl mlolm=s AR A8ttt (vho] $.E A (Bi
\!]

10t
(CDClp)ell sl Az kg b= Aibsta, weo 955 dAsiyln. o& SdA7|a, = AdeEs 9

FU

>
H~l

Aol obAlElel= Tl (15%e] A4 0% A 108 oY ohAEOlE, 48 nl/min §%F, ELSD AE)E o] 83l
g 3 A ARGETAY (40 g et Aol sl Al JYBA USEA SE-1-A-2-AE
FCIE (161 g, 86.7h, 90% -4 @A, A, R 108 Fol4AA, BIE S5aArh. Ax-ol4dA, A2

H, °c 2 CP NR AHEHE ZAHE Lze 9 i]é} W32 YJehdeh.  n/z 697.6571-697.67119] *=%%

—

ol oA AmwhETH (Ni-o] AR A [WHH] o] o] m%’%)% 11.80 2 11.90% R9 9aE e
Wtk Az-olg @A, Aol A sdEde [WH] 2 [2HH] o9 WA} 747t 697.6627 m/z 2
1394.3190 m/z9] 9SS VERIYUY. 2 9 MR, 9A I2vlEaey] 2 A B3 goles B3 jLx9)
SRR A=

24 2

S-(H &= (SEHA S A X 22 9) A 2-5-<lke] A %

T

>

L 47 S-(HA(SEHHASAD E AT H) A 2-5-<e] AxE 9 dvrbad] whg2s vepdich, wnkg wh
AL g A98E § vholaRg vpold Yo HEDYA(EAdE2a) 25 (0) (0.11 g, 0.

L~ 9 mmol),
ety =24l EAFYC]E (1.55 g, 2.64 mmol), THF (6 mL) % 5-3NA1xF (0.30 g, 2.69 mmol)< 90+
Eok 110°Col A vholm =l wAbA A2ttt (Wo] SEIX AAAD. TP MR (CDCLy)oll o8] A uhs ZEw

S AAbsta, vEge 985 AASNL.  olE FHAYI, X AAES dxlk-od olAlHo|E ] (108l
A 0% WA 100% o€ olAlHoE, 48 ml/min %, ELSD AE)E o]&sto] AA A Zg4 a=vtE 18y
(40 ¢ A7l A=)l s AAS, WAHAEQA 5-(HA(ZEFA A EAEY) S A-5- OMJ (0.98 g, 52.8%,
1

96% olz-ol QA C 2 4% FoldEA, DS FEEAT.  oa-ol4AA, o H, ¢ 2P NR AFELL
2438 Fxe dXete AE YeElAh. m/z 699.5980-699.61209] FEW o] oA EEH}EZ%‘ (A2~
olAdAA co [MHI] o]& Fito) tﬂﬂ)o 11.14 9 11.20% %29 93E vepiddet.  di-olddA, €9
A sdEe I 2 [2HH] o] BA7b 74zt 699.6050 m/z 2 1398.2035 m/zo] &S ERAATE.
719 NWR, A AErtEady 9 de E3Y dHolEy HA3 Fxet AAE3It.

5_( H] —)—\—( %E}‘E”/\E]%}\] ).‘lj_—)—\—.‘lj_% ) @—] —)—\—_5_ ])1\_]_';,’}‘ PEGlooo_NHg (m dPEG 24_01'1:'] )/] 7‘] %

T 58 5-(HA(ZEHHA AN FEAF ) A-5-Q14 3 PEGpe-NLe] AZHol| thal Lukz wke S e,
25 ml RBF ujol Al m—dPEG®24—°Pﬂ (102.0 mg, 0.09 mmol), 5-(F|A(SEHASA)EAEY )N ~-5-22F (64.4

mg, 0.09 mmol), Eg]ol=o}¥l (13.3 mg, 0.13 mmol), DMF (2 mL) = CHCl; (1 mL)E o}= #97] sl 30%

FoF Ao A nukslAtE. TBTU (35.7 mg, 0.11 mmol)E WHE E3HE Mo H7slal, 16A17F &<k Ao
AEaA wRESATE,. I 24E 3 S 9 AAstL, = APES SEZEE-WEHE ] (107
o A& 0% WA 10% W&-S, 10 mL/min %, ELSD #=&)E o] &35t A A Z4 A=vEady (4 g A

27t Ad) ol o] 3] Ak, A& el A (75~ 2~
2,5 8 11,14,17,20,23,26,29,32,35,38,41,44,47,50,53,56,59,62,65, 68, 71-E| E&} A} A} -74- 0} A} & EF R E -
79-d-79-A) EA=A VO] E (58.1 mg, 35.00)E FHEIUTH. ALY AT 2HEFS BA= W BT

31

et (Fole HE) CoHeNOwPe 29 : o232 1769.2659, A% 1769.2690. SAMeHAl, H 2 P
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MR ~#HEAE ZAg L2 A543k : P NIR (202.3 Miz, CDCls) 6 (ppm): 19.39]3, H NVR (500 MHz,
CDCly) & (ppm)S Tha €= HAE YeERHRITE.

AN 4

tert-54 5-(H A (S A A EAEH ) A-5-0| o] o] E | D] A X

= 6ol YERA wRel Zol, tert-FE 5-(HA(ZEHHASAD XX ) 2~-5-0 ol o]E (MW 755.2), D&, 5-9)
AAE Al tert-HE 5-3A| o o] ES ALESlE AL AYstas HAAAOZ AN 20 AFgHE T3 A
o Axp s Az 5 Uk,

A 5

tert-5-9 5, 7-H| (M 2(SEHH A SA) 222 2) JEb ol o] B, B9 A%

AZAA o7 F3 [Phosphorus, Sulfur and Silicon and the Related Elements, 83 (1-4), 77-98:1993]0] A g+
A1 = 6olA VEH 2E o]gsted, YUSEHA sl==a ﬁ*ﬁlﬂ Oo|EE AAld| 4ol AxH tert-F4
S-(H A (SEel A S ) 22z ) s a-5-of o o] E, D&} REGAIZA 4= lvk. whebA, THE (30 nl) Foll &3l€
OSeda =g EAFu 1 E (MW 586.95, 1.56 g, 2.66 mmol), 9 FA43UEHR (95%, FW 24.0, 2.66
mmol, 0.064 g)& &34 7] skl RToIA ksl WH-SAIF T, olojA, THE F9] tert-%¥8 5-(H] (5
B A AN EAEY) S a-5-0 o o] E (MV 1356.2, 3.65 g, 2.69 mmol)E #H7}etar, wkgo] ¢xg wi7tx] &
34 2o)7] solA MHSAATH WS A&S TLC, rphplc EE P mrz =H3 4 Qrh. wrgo] 9uHS
o, S o3 &ulE AAT F Ui, = BAES Age &u) A28 (dE & g olAH | E
T} (ELSD HE))S o3t A A Edl+l A=rtEadded o8 BAsto, A T3 A=
F5EITE. e, 2 AAES 94 4 HPLC (& E°1, 4, 300 A, 2 AFs &uf v, dE

¥

ATEFE)E o] &3] AAE F= U, EFI YA E NSE=E M 1357.2, M#Na  1379.29]t}.

A 6

5, 7-Hl (M A (SEHE A A 22 ) R, o] Alx

=

tert-%8 o 2El=, B4 4 GEo) AFe] % 7o) J|EHo} Yk =P ol 2EEst AAY WA tert-¥
8 5701 SIS EALD Wikl o S ZAERL 2P (W) & E1G4 3] Aai

22 Ak, g A2 tlc BE rphple® FHE 4 Q). 3dg BEHS ¥ spolA AAsE, H
A= AF AAES rphlpe (8 S0, (4, 300A A, AHEs g 7], o So] E:{-Z2ZPL&S A8}
i, ELSD HEVIE ol&3hdl 93] =53dtt. EHses AAdE9 F&F 1306.1°]t}.

A4 7

5,7-H] 2~ (8] 2~ (L e A2 A £~ 2 2) 3 ekak 3 PEG 1000-NHy, (m dPEG®24-0}71)¢] A= .

=t

T 82 5,7-H (W ~(FEFA A S A 22~ 2 ) @ eHAE2 PEGI000-NH,o] ARbA Q1 whe-S dEpith, wkgS 44
of 3o 71AE A FAg HE 2 20E o] &ste] T, EA G YES AP 2370.401H, A
O NHIE 2371.4, M#Na' = 2394.40] %L},

PADS Cﬂ 8

HEZSEHd A A1, 3-tdyE Az vo]|E, T A=

)
[o

2 &3 [Phosphorus, Sulfur and Silicon and the Related Elements, 83 (1-4), 77-98:1993]0l 4 g
&ote], tSeld =R FAFYO|ES HSEHA SE-1-Ad-2-dX AT Yo|Eet WhEA|
|4 #e-1, 3-UAdYEAZYE | J& AR &= At (= 9 FZF). uEhA], THF (6 mL) ol
oA sl=g2d4 EAFYOIE (MY 586.95, 1.56 g, 2.66 mmol), % FA3UEF (95%, FW 24.0,
mmol, 0.064 g)& & &H7] stoll RTIA wdteldA AT, t2Ae=, FAHEFS 571 =
dE 5ol #F H-olaZEdolmE Ee UER UFAlE o8 tiAE £k vk o]olA,

AZYlo]E, A (MV 697.15, 1.88 g, 2.69 mmol)E H7}atar, wk3o] k5= w7}

W

(RO

Im
o5
_1§o ‘“10
E

=,

g}

O 10 ™ oo M 8 1
D ol
S =
i)
do
;1
o

do
'
P
o
IW i
©
%’
e
I\~l:1
39

2 B 297 sel A wheAATH WS QWS TLC, hple T P mrE 243 4 gtk wkgo] ghEn
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e, Sl ol BujE AAD 5 da, = AHES AT B A2E (dE 50, Ft-ld opAlE
olE ul (ELSD HE))& ol&sto]l A & &+l A=vt=adalel ofs] AAste], ddxow #53 HE
S Fe-1,3-HdH 2RO ES 5T, = A= T3 rphple (C4, 300 A, H A3Hgk &)
THDE o] &3t HAlE = vk HAsE A= A 1270. 1000

ANl 9
=Ehdld 2,5,8,11,14,17,20,23,26,29-H| 7S AL E R E o} ZE-31-A-31-A XA FX Y| O|E | N9 A|Z

v

102 Y=edA 2,5,8,11,14,17,20,23,26,29-H7FSALE 2] EQ] o} 2 E-31-¢1-31-U XA Z o] E9] A|ZE 9
A WS b,

A 1. 2,5,8,11,14,17,20,23,26,29-H 7} A ER] ER|o} 2 E-32-21, L9 A=

oy b

-

AV

& [Shen, R., Shen, X., Zhang, Z., Li, Y., Liu, S., Liu, H., Journal of the American Chemical
Soc iety (2010), 132(25), 8627-8634]% uwjg} 2,5,8,11,14,17,20,23,26,29-v|7}SA EG EJ o} E-31-21, L9
e s, T vk E}*ie T THE (50 nL) & Ri=wlSA-Z2ldgdll 2% 350 (3.50 g,
10 mmolH fdog ZHAANAT. AT wZIAZIRA 7] & Nall (WdlE 2 Y 9 70% w/w, 051 g, 11
mol)E 0ColA H7FstAch. 308 F¢F wnkdl & Zggle7 Huol= (%4 9 80%, 1.31 g, 11
mol)E 3] H7tsta, EFES 0TCHdA] 1AIZF 5 wwkstar, ojojx A 37 /\1 o #dgIAE ot

olo] A o Felg FHSE Blell Fel o&f HAxAA FHAF =H2E& AR, ANES 50 mL & SO
|aA71a, HEEEdEos FE900 (3x). &9 A7z, I¢d =48 Zﬂﬂo}oq A AdES

[
FEATE. 3R MR (300 MHz, CDCls): 2.42 (s, 1H), 3.38 (s, 3H), 4.20 (s, 2H), 3.64 (t, 32H).

7

9A 2. g2 2,5,8,11,14,17,20,23,26,29-t| 7F2ALE B E o} ZE-31-<-31-YU L A

v}

o] E, Mo Al=

WREE SRS S|k 39 E § vl AR S} nlo]d Ulo] HEZY|A(EHAdEx2d)ZEE(0) (0.11 g,
0.09 mmol), ©=ZEdd 3JI=z24d IFEA¥YoE (1.55 g, 2.64 mmol), THF (6 mL) %
2,5,8,11,14,17,20,23,26,29-H| 7} 2ALE B Eg|o} ZE-32-21 (MW 466.56, 1.26 g, 2.69 mmol)<S 90F <tk 110

ColA wholam sl WA AT e 4 U} (who]QEA AAAD). W P NR (CDCl)E FHF 5 ).

Hhgol AR =S W, olF WA, Tl oF wFAAT. = ALES AN A U4 A=ERELY

A3tet &2 &u), & 5o Fi-oE opMEHolE Fu] (ELSD HA&)E § £ rphple (C4,
3004, Ade &w) 2o 9 OELSD HES o8&l o3 AAste], EAE AHEQ] TSEUA
2,5,8,11,14,17,20,23,26,29-t| 7} AL E g Eg] o} ZE-31-2A-31-U L~ F 0| ES FESIQT. 223 QA E

A ~dE S \4H 1054.50]T}.

A 10
HEZLEHA 2,5,8,11,14,17,20,23,26,29-H| 7S AL E 8] Eg] o} Ek-32 33-T] A U] L A F Y| o] E9] A%

T:

11e "HEZSEHA 2,5,8,11,14,17,20,23,26,29-H 7+ AL E B E ] o} 2 E-32 33-T] AT FAFE Y0 E ] A%
£ 9% LRk &o*—.% Yebdd, WA, oSeda 2,5,8,11,14,17,20,23,26,29-H 7S AL E E E o} 2 E-
< °olE, M& Azt Nﬂﬂoi ¢ [Phosphorus, Sulfur and Silicon and the
Related Elements, 83 (1-4), 77-98:1993]°lA] ¥&zl x3& o]&3te], YUSFEHA =27 LAXYoEE
U5 Ehd A 2,5,8,11,14,17,20,23,26,29—&17}%*}53}Eao}lé—sl—oﬂ—sl—gzizd]oﬁg} beAd = Qi
webdd, THE (6 mL) Fol 8319 tSetdd s|l=22 LAFYolE (MY 586.95, 1.56 g, 2.66 mmol), B F&
P EF (95%, FW 24.0, 2.66 mmol, 0.064 g)& 234 E97] dlo A RTAA wHkaldAA WA Z T, oo
A, YA 2,5,8,11,14,17,20,23,26,29-B 7S AL EY EF o2 E-31-A-31-d LA F Y o]|E (MW 1053.5,
2.83 g, 2.69 mmol)E F7Istar, wkgo] 59 u7tx] BEFZA E97] dtelA wrsAHT. RS 32 TIC,
rphple B P e A 5 . whgo] guHe W, Swd & &S AATL 5w g =
S A g AAE (dE S0, dk-od olAlElo]E Fu) (ELSD AE))S o]gdte] AN A 24 A=
spE o] o] FAlste], dA 3 AAPEQ HEZDSEYA 2.5 8,11,14,17,20,23,26,29-H 7F
ALERIEg| o2 8-32,33-T U 22X Y| ES F53Y.  ZAHES S rphple (& E9], €4, 300 A,
2
8

2 AR ) T, lF So BioATEWE)E o g3t AW FE Utk BAL AYB NSE WH |

A2

>—1>

1
O‘r’

O

NJ
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1655.5, MNa 1677.50]c}.

29 11

T 12+ HEZGSEYA 1,1'-(1,3-gdd)s] (o gl-1, -] D) T EAZ Y 0| ES AZRE 93 dukd wgas

UebdiTh.

RS RS g 3 E § vlola Ry vlold Ule HEZ|A(EFHdE~)ZeE(0) (0.071

g, 0.06 mmol), TJ2Etu| A EAFYOE (1.06 g, 1.80 mmol), 1,3-t]jollEldwllAl (0.076 g, 0.60 mmol) ¥ =
A (1.5 L))o EFELS vlojazy WA Aelstdot (Hlo] 2EA AAA, 100C, 1475, P MR (CDCI

3)01] ofall A vk EdES dAbetal, weol gRE AAEsid. we EdE

1=,

D

of\

HA7)aL, = AdEs 9

Aol g olAMEHO|E Ful (108 AA 0% WA 20% o€ olAlElo]E, 48 ml/min %, ELSD A=)l o]o] &
vl (10420l 2A 20% g oAHO|E)E o] &ste] A A FH4 AZvtEHT (40 ¢ A7t AH) 93
A, AAE] HEHGSEHA 1,1'-(1,3-dd )] = (o dl-1, -t d) Y EAF YO E (0.22 g, 9.30)E T
533t

T

'H NMR (500 MHz, CDCly) 3 (ppm)' 0.88 (1, 12H),
1.26-1.31 (m, 1201, 1.59-1.64 (m, 8H), 3.95-4.09 (m, 8H), 6.12-6.22 (d, 2H), 632~
.37 (d, 2H), 732 {t, 1H), 7.51 (d, 2H), 7.68 (s, 1H); °C NMR (125.7 MHz, CDCh) § (ppm):
14.09, 22.68, 25.52, 29.15, 29.36, 29.53, 29.59, 29.63, 29.66, 29.67, 29.71, 29.76, 30.38,
30.43, 31.92, 66.32, 66.37, 12637, 126.42, 126.47, 127.40, 127.44, 128.39, 131.94, 132.01,
136.86, 136.95, 138.70, 140.10; *'P NMR (202.3 MHz, CDCh) & (ppm): 16.9.

AA 12

3,5-H] 2 (1-(M (S ASAD I ) d) il 24ke] Az, 8F8H2] 0 Caallyse0ePs, =AM 1344.07

ddHow A 119 dAE o]gstH, 1,3-Heledulds 3,5- ﬂ"ﬂE] dlzato® tAsta, EHlE A4
SuA w4 B A2 £ Ak, BAG AYE) n/z= WH 134500t}

Al 13

= 132 "HEHud 1-AS23AdRd TAFYolE Bl (£,7)-HSEd (2-(A 223 2-1-d-1-)Hd) %

2 Y o|E AZE 3 w215 el

R SRS FH|%E AP E o vlo] ARy wlold Yo HEZY|A(EZEdEA)EEE(0) (0.10 g,

0.09 mmol), T|=2Ete]d ETAFYOE (1.50 g, 2.66 mmol), THF (12 mL) @ I1-oE|LA|ZFEZ~-1-d (0.27
s

g, 2.57 mol)®] EFE=& sz A At (welEX AAA, 10T, 1.54%H). P NIR
(CDClp)oll olsl Az whg Tdes AAbetal, wheo] ¢usd AAS AT, whe Tdes A7

d
=
[
% 9

, =4

AES Fi-old opAHolE Fu) (20 2A 0% WA 20% o€ ofMHCIE, 48 mL/min %, ELSD #H&E)E
olgstel A 4 FUH A=vkETEY] (40 g AFF AR 9 AAste], FE 1-AER ‘Aﬂéﬂlé 87
bl

2o, Ugedd (1-(AF282-1-4-1-9) Hl‘é)iiiﬂl OJE (1.14 g, 64.4%), 2 £ 2 7 - 2-AZ2EA
M AR EFE (0.08 92 FEEAG.  USEEa (1-(A 22 2-1-0-1-2) 1] D) £ E o] Eo
& NIR dlo]E):

Rl

TH NMR (560 MHz, CDCls) § (ppm):
0.88 (¢, 6H), 1.26-1.33 (m, 60H), 1.54-1.71 (m, 8H), 2.17 (m, 4H), 3.94-4.05 (mn, 4H), 5.81-
5.90 (d, 1H), 6.00-6.04 {4, 1H), 631 (s, 1H); °C NMR (125.7 MHz, CDCL) 8 (ppm): 14.12,
21.83, 22.70, 75.65, 25.76, 25.95, 26.39, 29.20, 29.38, 29.45, 29.58, 29 61, 29.63, 29.68,
29.72,30.42, 30.47, 31.94, 32.84, 63.12, 65.93, 65.98, §26.77, 126.84, 130.20, 130.25,
132.46, 132.55, 139,28, 140.62; *'P NMR (202.3 MHz, CDCL) & (ppm): 18.9.
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