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BIE Aohd SRS Zawh. A% FElM, EF, JEE Y] PRl SAHAL dAgd F dt o
O oolgel §elg EFATH ER, 71 s ool 871, AW Dske wpold EE FAIE E£JF
ek, E@, JEE 4] BB S 98 49AE 3T 5 Ao

)
[m
Lo
ol

s shte] felolA], WerdEl Aopde oksh AW, vl AUl FAl AU okt 2YBEA AT
2 5 k. 54 FuelA, oFst 24EE e Il skt o] §/(NA wold mE A B

T &uj(EAdste dFryg dHS SHhHE ARESte] da EE
Sk, BE ARG AFS g4 AAR ARESIIT. N-

[(3-(opd e =mEd)-2-F 2 2-1-Alo]| ZF 23 Al-1-U ) m & &l Jo}d

(Sigma-Aldrich)(M]=5 m]FEF AJIE Fol2)2HY Fujatirt.  IR-800CW 3FES 2-F2 Hlo] QAFo] A A

2~(Li-Cor Biosciences) (W= B gA7kF H)=ERH 3

12,

VII.i.a 3}13& 34

038,

“0;8 Me |\(/\ Me Me
,.Me 0)3 2 i
7 s N
N MeCN, 120 °C
45%
1 3
Qv

—

A4 wRk wfrh A vholAmsl wholde]  EEd(1)(3.0 g, 10.8 mmol; F¥[Park et al.,
Bioconjugate Chem. 2012, 23:350]), MeCN(12 mL) % Q22t}o]=(2)(3.0 g, 10.8 mmol; =¥ [Lawal et al.,
Supramol. Chem. 2009, 21:551)& Z7Fstltt. &7]& ot=stel] Husta, Az HejglE& &g S(bath)
ol A 22417F B9F 120C® 7bdalar, 1 Bk wkg AR AMA/REMo T WEth, wE AL W7
star, s A Sl o) AAST.  =(10 mL) 1o Al=el Ad7beka A ArvtE 29 (Cy
Aa, 0 = 30% NeQN/E)el ola) AASAY. AAE-TF B FA3, S NAA Sl s Aol
SR 3(2.1g, 458 FH)L AN 1P nARA FEH.

HONUR (400 MHz, DMSO-ds ovbel:olwl &3 oA A7k 93:7 W& E4) 6 7.38 - 7.29 (m, 2H), 6.59 (d, J
= 8.0 Hlz, 1), 3.96 (d, J = 1.9 Hlz, 1), 3.88 (d, J = 1.9 Hz, 1), 3.68 (t, J = 6.0 Hz, 2, 3.57 (t,
J = 6.0 Hz, 2H), 3.52 - 3.43 (m, 6H), 3.41 - 3.36 (m, 2H), 3.22 (s, 3H), 1.26 (s, 6H); C NMR (125
MHz, DMSO-d;) & 160.6, 145.7, 139.3, 135.7, 125.3, 119.4, 104.2, 74.7, 71.2, 70.1, 69.8, 69.6, 66.4,
58.0, 43.5, 41.9, 29.7; IR (¥F8}) 2921, 1715, 1650, 1604, 1486, 1382, 1182 cm ; CysllNOSS(MHD ol o3

HRMS(ESI) AlAkx]  386.1632, B3] 386.1632.

Gl “0gS
“0sS Me PhN® 2~ ~NHPh
N —_— N ANF SN
Acz0, EtaN
)RI 3 EtOH, A
O,
o)

46%
O/ 3 Me 3 Me
3Me

A wwk gy ZRkE mpola® sl o]l b2 (14 mbL) S AEEY(3)(2.07 g, 4.9 mmol) % H3E
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(4)(0.45 g, 1.4 mmol)& H7IsITh. 8715 WHsta of2xoz F#A3. Efolo|dolyl(1.37 L,
9.8 mmol) E oA EAF F4E(1.85 mL, 19.6 mmol)S FAtol] o&f dLow Hrpetqv. A gdS 120CE
308 B¢t 7pdsta, o Bk vk AAES Aoz WY, we AAES WZsta, &nE sdY
o] 93] AASFA . E3F 4 NalHC0:(17 mL)S H7bstar, 54 2715 94 FA2etE 289 (Cy, 0 — 30%
MeCN/ &) ol 2l AAsAT. AAHAE-FF BIS 52N A 3=

539

o

ol

(1.04 g, 46% )5 =4 uAZA

I NMR (500 MHz, Wet&-d,) & 8.46 (d, J = 14.1 Hz, 2H), 7.92 (d, J = 1.7 Hz, 2H), 7.88 (dd, J = 8.3,

1.7 Hz, 2H), 7.40 (d, J = 8.4 Hz, 2H), 6.49 (d, J = 14.1 Hz, 2H), 4.41 (t, J = 5.1 Hz, 4H), 3.91 (t, J
5.1 Hz, 4H), 3.60 - 3.57 (m, 4H), 3.53 - 3.50 (m, 4H), 3.48 - 3.44 (m, 4H), 3.41 - 3.37 (m, 4H),

3.98 (s, 6H), 2.75 (t, J = 6.2 Hz, 4H), 2.00 - 1.91 (m, 2H), 1.77 (s, 12H); "C NMR (125 Mz, w|ghe-
d) 6 175.6, 151.4, 145.7, 145.3, 143.6, 142.4, 129.0, 128.0, 121.3, 112.4, 104.2. 72.9. 72.1. 71.7,

71.4, 69.2, 59.1, 50.7, 46.1, 28.3, 27.4, 22.1.; IR (BF=}) 2864, 1546, 1509, 1427, 1387, 1234, 1151
cm CatllaoCIN01S, I+ o] T & HRMS(ESI) AI4F2] 907.3271, $232] 907.3268.

241wk wh v FEE -2 dho]eke] ASE(5)(100 mg, 0.108 mmol) 2 DMF(1.0 mL)S H7}eladct. 2-

(dfgolm i)~ 8h-2(35 pL, 0.43 mmol)S H7Fstar, Wk AAMES 75CE 1568 &< 7Fdsta, I B9k vks
AREL Ao Moz WM. g AAES WYzhsta E3F 424 NaHC0:(3 mL) 2 H0(7 mL) 2 34
= 13

a3, §oe vz o Z=elEEe (G A B4, 0 — 25% UeON/E)e] ola) AABNGE. ARE-G6
=
o

AAZAA HehE 6(90 mg, 85% FE)S HA A=A F553AT

' NR (400 MHz, ®let&-d) & 7.89 - 7.64 (m, 6H), 7.16 (d, J = 8.5 Hz, 2H), 6.05 (d, J = 13.2 Hz,

2H), 4.27 - 4.11 (m, 4H), 4.01 - 3.92 (m, 4H), 3.89 - 3.81 (m, 4H), 3.61 - 3.57 (m, 4H), 3.57 - 3.51
(m, 7H), 3.51 - 3.46 (m, 4H), 3.45 - 3.40 (m, 4H), 3.30 (s, 6H), 2.63 - 2.45 (m, 4H), 1.92 - 1.79 (m,

o), 1.67 (s, 121); C NMR (125 MHz, DMSO-ds) & 176.1, 168.1, 143.2, 143.2, 140.7, 139.1, 125.7,
123.3, 119.3, 108.7, 95.9, 71.2, 70.3, 69.8, 69.7, 67.3, 59.6, 58.5, 58.0, 47.2, 44.1, 43.3, 28.7,
24.4, 21.5; IR (9V9}) 3400, 2927, 2870, 1546, 1509, 1365, 1279, 1158 cm ; CoHeaNaOwSo(M+H) o it
HRMS(EST) 7AlAFx] 946.4188, #=32] 946.4186.

%

A sk wzh A 1-=9 vpelde] 91845 (5)(640 mg, 0.65 mmol) 2 DMF(18 mL)E H7b8Iglch. 3-()
gopn] 1 )-1-Z 2 -2(250 uL, 2.54 mmol)S H7betar, v AAES 100CE 258 B¢F 7hdstar, 1 9
e AEES mA6dAM e r WEg. e AHES ¥Zeta 23 4 Nal(0,(18 mL)oE
3|Mstar, &E vtz o ARvEIHI(Cs Ag B4, 0 — 40% MeCN/E)ell o8 gAstict. =3

S
®2S FANZAA SFE 7(616 mg, 74% &) FM LARA S5

H NMR (500 MHz, DMSO-d;) & 7.62 (d, J = 1.7 Hz, 2H), 7.55 (dd, J = 8.2, 1.7 Hz, 2H), 7.46 (d, J =
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13.3 Hz, 2H), 7.12 (d, J = 8.3 Hz, 2H), 5.98 (d, J = 13.3 Hz, 2H), 4.61 (t, J = 4.7 Hz, 1H), 4.24 -
4.14 (m, 4H), 3.90 - 3.80 (m, 2H), 3.78 - 3.69 (m, 4H), 3.53 - 3.50 (m, 4H), 3.49 - 3.39 (m, 14H),
3.33 (s, 3H), 3.18 (s, 6H), 2.49 - 2.46 (m, 4H), 1.91 (p, J = 6.0 Hz, 2H), 1.74 (p, J = 6.7 Hz, 2H),

1.58 (s, 12H).; "C NVR (125 MHz, DMSO-ds) & 174.9, 168.2, 143.3, 143.2, 140.4, 139.0, 125.8, 123.3,
119.4, 108.8, 96.0, 71.2, 70.3, 69.8, 69.7, 67.3, 58.1, 58.0, 55.6, 47.2, 44.8, 43.4, 31.5, 28.7,
24.3, 21.4; IR (2Fe}) 3410, 2926, 2870, 1543, 1366, 1279, 1160 cm ; CaglyoN:OSe (MHD ol th3h HRMS(ESD)
AAEA] 960.4345, B 960.4343.

Mel, NaHCO3
—_—
DMEF, 95 °C
86%

Qs
3 Me 3 Me

A gk vz g2 vpo] A= gl wpo] ko] AJRbSHE(6)(70 mg, 0.11 mmol) B! NaHCOs(61 mg, 0.72 mmol)<

A7bslgdl. DMF(1.5 mL) 2 wE @9 the]=(45 uL, 0.72 mmol)E H7}sla, WS AHES 95TE 247 5
oF 7hdstar, 2 Bok wkg AAHEL HAoM maAlow WY, we AAHES YZEn E(10 mb)E
st1, A4S vz A FZetE 2T (Cs Ag B, 0 — 30% MeCN/E )4 93] A9, AW E-5

= SAAERAA k= 8(60 mg, 86% TE)S A AARA 58T

s

o F
ot 1% o

r-tm

I NMR (500 MHz, DMSO-ds) & 7.87 (d, J=14.1 Hz, 2H), 7.74 (s, 2H), 7.67 - 7.59 (m, 2H), 7.35 (d, J =

8.3 Hz, 2H), 6.29 (d, J = 14.2 Hz, 2H), 4.47 (t, J=6.1 Hz, 2H), 4.39 (¢, J = 5.3 Hz, 4H), 3.95 (t, J
= 6.3 Hz, 2H), 3.79 (t, J=5.1Hz, 4H), 3.54 - 3.48 (m, 4H), 3.45 - 3.35 (m, 12H), 3.31 (s, 9H), 3.18

13
(s, 6H), 2.60 (t, J = 6.2 Hz, 4H), 1.85 - 1.73 (m, 2H), 1.67 (s, 12H).; C NMR (125 MHz, DMSO-d;) &

172.2, 167.9, 145.3, 142.4, 140.1, 139.1, 126.0, 122.4, 119.5, 110.7, 101.0, 71.2, 70.3, 69.8, 69.6,
69.4, 67.5, 64.1, 58.0, 53.4, 48.6, 44.3, 27.8, 24.2, 20.5.; IR (9}=}) 2868, 1556, 1504, 1392, 1357,

1249, 1148 cm 5 CigllsNyOrsSy (WD) o] Tl HRMS(EST) A|AF] 974.4501, B3] 974.4506.

.
OH NMes

"048 5 SOgNa 048,
Me. Ve i. TFA

ii. Mel, NaHCO 5
DMF, 60 °C, 67%

l

A Rk vt A" A ZEkadel] A9EEE(7)(620 mg, 0.11 mmol) 2 TFA(6 mL)E H7lsksich. A
1S ol 23l 58 BoF 60CRE 7tEstt. TFAS R FolA AASL, FAFE A3(0.1 Torr H]EH)3}ol 5

et Foltk. DMF(20 ml), NaHC03;(2.6 g) 2 WE Qovto]=(2 mL)E H7lsta, ¥ AAPEE 60C=E 34]
b Bk g, vk AAES W4skal E(40 mL) 2
=4, 0 — 40% MeCN/E)oll 93l gAsitt. A E-3H4
A AA2A F53T

ol

Yata, §o0g vz 9 AzehE 1 (0 Ag
3]

tjo

TANZAA e 9(420 mg, 67% TE)E

e

I NIR (500 MHz, DMSO-ds) & 7.94 (d, J = 14.2 Hz, 2H), 7.80 (d, J = 1.8 Hz, 2H), 7.63 (dd, J = 8.1,

1.8 Hz, 2H), 7.33 (d, J = 8.3 Hz, 2H), 6.28 (d, J = 14.2 Hz, 2H), 4.37 (t, J = 5.3 Hz, 4H), 4.03 (t, J
= 5.6 Hz, 21), 3.79 (t, J =5.1Hz, 4H), 3.76 - 3.70 (m, 2H), 3.53 - 3.49 (m, 5H), 3.44 - 3.36 (m,
8H), 3.33 - 3.30 (m, 4H), 3.26 (s, 9H), 3.18 (s, 6H), 2.62 - 2.54 (m, 4H), 2.44 - 2.36 (m, 2H), 1.84 -

1.76 (n, 20), 1.69 (s, 12H); C NMR (125 MHz, DMSO-dy) & 172.2, 168.5, 145.2, 142.4, 140.1, 139.5,
126.0, 122.3, 119.7, 110.6, 100.8, 73.4, 71.2, 70.3, 69.8, 69.7. 67.5, 62.9, 58.0, 52.4, 48.6, 44.2,
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39.5, 27.9, 24.2. 23.8, 20.7; IR (¥ru}) 2874, 1557, 1506, 1392, 1359, 1248, 1151 cm : CaoHyNeOpsSy(MHD)
o th&k HRMS(ESI) AAFx] 988.4658, ¥==X] 988.4660.

VII.i.b. BL-760.

S05” SOgNa S0;” SONa
IR-Dye 783 BL-760 =2HA

WA, BL-760 TiHAE Axepqlvr. A4 gk vz gk
783(120 mg, 0.16 mmol)S 714 DMF(2 mL) Foll &s|Azt.
(Mgolm =)o B+ (65 plL, 0.8 mmol)S F7}sldct. {ANS
mAo e HMo g WA, LCNSE 54 AAES] YAS velg, qb
713l 4500 rpmo.Z 3% Bk ARSI L. B2 ml) 2 X3} NallC0; =8 (2 mL)& 3 (pellet)ol FH7ls}
I, AME 93 A2eEH T (Ck, 0 — 40% MeCN/E)ol 93] AAsI. AAE-FH F3& A2 52

A A BL-760 A (99 mg, 79% T&)E A TAZA 5313

I NIR (400 MHz, W&+-&-d) & 7.77 (d, J = 13.3 Hz, 1H), 7.37 (d, J = 7.4 Hz, 1H), 7.32 (t, J =7.7

Hz, 1), 7.16 (d, J = 8.0 Hz, 1H), 7.11 (t, J=7.5 Hz, 1H), 5.96 (d, J = 13.4 Hz, 1H), 4.1 - 4.0 (m,
4H), 3.95 - 3.85 (m, 4H), 3.53 - 3.39 (m, 4H), 2.87 (t, J = 6.8 Hz, 4H), 2.55 (t, J = 6.6 Hz, 4H),
2.05 - 1.86 (m, 8H), 1.85 (t, J=6.5Hz, 2H), 1.65 (s, 12H) ppm.

AcOH, HATU,DIPEA

DMF, 35 °C
80%

_ SOg" SONa
S04 S0zNa

BL-760 =24 BL-760

olo]A], 1-=3 mupo]etell A BL-760< HATU (61 mg, 0.16 mmol), OMIEAHI0 uL, 0.17 mmol) % A
DMF(2.8 mL)¢} o zH A|zxstar otz o g Z#Aeitk. DIPEA(31 ul, 0.17 mmol)E H7}star

Ao A 108 Fot wukskitk. sh7Re] 1-=2 npoldboll A, BL-760 FZHAE 74 DMF(2.1 mL) Zoll &
3 oolzom Felgatgrh. V] ol BASE a8 §9(14al)S BRI, S WA 2o Sof
A 35CE Gk, T BQE Abgel MM mMom Wtk §92 WAL EL0E AAATIIL 4500
rpme 2 3% Eot ATt BE =6 mbol &AL, AE R 9 AREIHI(Cy, 0 —
40% MeCN/Z)ell 13} gAlstgict. APE-FF L8 FA TA2A7 BL-760(53 mg, 80% &)< A A1l

2 Wi w4 wARA F5HA.

HONR (400 Miz, ®WErE-d, 3}gEo] A o] @A TFE2A S, F 3|d oA BA +, F IA
oJdAA BA Y 5 8.14 (223 d, J= 14.2 Hz, 2H+, 2H'), 7.49 (dd, J = 7.5, 1.1 Hz, 2Hx, 21°), 7.44
= 7.37 (m, 2H%, 2H'), 7.35 - 7.31 (m, 2, 2H'), 7.24 (tdd, J = 7.4, 1.9, 1.0 Hz, 2H=, 20"), 6.22 (d,
J=5091Hz 2H%). 6.19 (d. J = 5.8 Hz, 2H'), 4.25 - 4.08 (m, 6H+, 6H'), 4.07 - 3.87 (m, 2H+, 2H').

3.29 (s, 3H+), 3.20 (s, 3H'), 2.88 (td, J = 7.2, 1.7 Hz, 4H*, 4H'), 2.66 (q. J = 5.7 Hz, 4Hx, 41'),
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2.99 (s, 3H¥), 2.22 (s, 3H'), 2.03 - 1.89 (m, 10H+, 10H'), 1.74 (s, 12H#), 1.70 (s, 12H') ppm. = 8
< pH 7.4 PBS & BL-7609] ~#EZ EAS TA3 Ao},

VII.ii. A9 3E E79

FH)Z YAl (CombiFlash: SF24F3%) Rf 2000 A28 (E ] o]2=3 AFXHoE|=(Teledyne Isco, Inc.))ol
A (100 A, 20 WA 40 mhol= & 1A 7], elT] 4l (RediSep: SEHE) Rf FERL Gold: S=43%)
4 C18 & Cl8Aq A3 S AHgste] £4 Ay A=vEa9E 38300, 0] 29 Jon NAX APT A
AREN o) FEdS ZE AE-IAM LTQ-2 ¥ E#-XL(Thermo-Fisher LTQ-Orbitrap-XL) stelRgl= A= 29
EfA Alz=glol A, s LOMS w418 Faakgitt.  slwedl2e Q15 # o] E] = (Phenomenex, Inc.)=ZE
Y=k 7]l 82 (Kinetex) 2.6 pm C18 100 A(2.1 x 50 mm) HHS o]-&3k= Almk= LONS-2020 42 FA=elE
Al2=® (Shimadzu LCMS-2020 Single Quadrupole system) 41 LC/MSE Fa§3}itt.  F o= 4.5 AA 0.2

nL/Ee] §20@ (0 — 90% MeCN/0.1% 4 ¥22te] Tul= Ahgatdth. H MR 2 C NR 2= E2S (400
T 500 MHz, TEE 100 FEE 125 MHzolA) B EA (Bruker) 2FEA A F) 21 24astd Su) Aso
sl Barshsio.

MR 2AER] e el shvlsh gol wastdrk A olF(5 pom), EE, ATIFUL) B A

B2 U0 MR 2HEH i dolEHE 8H ooz Hustl. IR AHNEHS A

H

(Jasco) FT/IR-

1100 ~AEGANA 7St FHe] AEF(en ) BT, ¥ 5§ 4o I FF TS
H(UVProbe) 2.32 AT Eolo] o3 AEats Almpx UV-2550 AFEHFEA A Zwsigit. dF 54
ALY GX(FelixGX) 4.2.2 22X Eofo] 9Jd] 2535t PTI FEMF2E(PTI QuantaMaster) 4] = E
FANA 7125 AcH5 me o7] 2 wE &8 Yy, 0.1%29 FE &%, 9E B4 71%). dHoly B2 4
T ZAE wpo]| AR AT E (Microsoft: 5E24%) 944 2011 .&\.EE?}]C% 9 g =s= 22 % (GraphPad Prism)
7 2ZES OIS AMEEHY e, FE A4S S120C F7 Si Frfele= &7 A (200 WA 1100 nm,
50 nif W= 50 mW)7F A2E == pM299 FEFH 2 olyXA %%Mloﬂ o k. fFAE A4S CCR
Z29 Ao)lEHEZ o] (CCR Flow Cytometry Core)(NCI-Z#H ]2l (NCI-Frederick)olA F8)sta, d@n4EA
S FEHA unpolgE2my At ojdy Al P EZ (Optical Microscopy and Analysis Laboratory)(NCI-3E
gl 2]) ol A TSt & [Joc Standard Abbreviations and Acronyms for

abbreviations(http://pubs.acs.org/userimages/ContentEditor/1218717864819/joceah_abbreviations.pdf)]<
A=

HgA ATE syl s, SFE 7, 9 2 OIR-800CW FFEC] Y98 §9& WA DMSO F AFSSATE. 50

mM PBS €&l (pl = 7.4) 5 5008 3]A4E& F=3sle] 10 M AZS #5315, 7] A2S HPLC(t = 0&)ell
o3 ®BAsta, Eol4 F 5 ulY 0.2 M ZFEER £98 "t 1 mle] HFT ZFEER FTEE
AUk, AEZLS HPLCOl o8 wf 208wt} &M om BAsta, EW FHRZHE 780 nmol A FFe] HiE o
3 WAS A7) e F=sdvk. 0.8 mL/E9 fEo® 2 WA 98%(7HE) MeCN/10 mMe] THIE AHE
(Symmetry: S=A¥) 300 C18 3.5 pm 100 A(2.1 x 100 mm) AH (FE]=(Waters), P/N 186000188)S o]-&3&}
o o]ZHE 1260 213 ¥E] HPLC(Agilent 1260 Infinity HPLC)o|A] A7) AWZS EAst9t).  IR-800CW &3E&

o] FREE R BrEo YL elslr] &, IR-800CW 3% (50 uM)S pH 7.4 PBSOlA] 2447t Bk 3
E]e(1 miDol] AFE T mAbgslel gexgsidnt. NS FrhE((M/2])9) dAL FFEESS g3 A A

HEE AT, ZHzte 3gEe] AE Y EATY, AX-AA fdE9 gl 2 Aohd wkgAe] A-7dk
e £33t e, WA HEK293 AMZES 10% FBS 2 2 mM SFEHlo 2 B 2% DMEMS A% aiA|olA 5% C0,
shell 37ColA wikstok. AMES WY PBSE 33] AFHstar ZFHE(Falcon: AEW) ol A3 (scraping)shat
YA (1400 ref x 3%, 4TC)ste] AX AL A PRBS AHALS AAToZH, 80 WA 90% ITHF
(confluency)= ANEZE F=a19T). f3E Hd, AxE WA duHERdEas JAA ZEHUX,
EDTA-W]gHf-, A Al2d® "HI==EA(Cell Signaling Technology) # 5871S) & PMSF(1 mM, A]ZZ®} # 78830)=

Sgak= 1al U PBS(10 WA 20 x 100 A% /nL) %011 AAEAIZ 5, W Q2=17H(QSonica) XL2000 Z+
442713 x 1% B2, 21F 1, 27 dJodlA 602 FA7))E AFE3 }04 E%J}ﬂﬂoﬂ ofsf &afatlct. &
AES QAR (1400 ref x 308, 4°C)ol 9]‘6‘11 A 3letar FH (Qubit: S=S4E) ZTRE dAo] 71E(Protein
Assay Kit)E AF&3le] FH(EFEE) 2.0 FFAdA AFEASL 2 mg/nL= 343kt Alohd wk3Ad 9]

Me

e

N
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A-7| A5 9el, 20 ngol HEK293 &3ES Aol 24A17F $<F 10 uM Alobd == AHEsta 4 WA
12% SDS-PAGE Al 2d3ta AlzAte] Ao wat drjdsoz 283tr. AS FAY9d deolA o71(700
mm % 800 nm 7] ) L FepA] AMe o8 riAHe](0dyssey: TEF4HE) CLx G738t A (LI-COR) & A&
ste] A|Z+slstgict.

3hetE 8 @ 99 ElE weAS Hrleldtt. FNIR-774(a C4'-0-¢ Aobd)e 317] el EE&-x3 5k
7] Welar, C4‘—iﬂl§ Hyg e A4 BHE wds AXe Aoz FAHY U (EA[Nani et al., Organic

31eHE 8,9 2 IRDye(5= PE) 800CW 3}etEo] wre-AdS HPLC #A1S Al&3le] pH 7.4 PBS & 1 mM =FEHE
2 (GSH) ol A Btk (= 9). FNIR-774% 593 xAsto] S 7S AXA Lok,
O Nae
T3 Qs O
N i‘w};\\k‘ B
Ot ‘-*§’G K\N@,\: . C‘ \ o
Fort 8 Ary%
SRy e N w‘\s»\‘*\py ST
;g"”i *-\Mx k\é
o ﬁx Qﬁ‘%\a
-
é‘} S e

IRDye('e=7¢3t) 800CW 3heh&e A AAES 40 o waA] AAH GSH Frb=e] 33 o=, 24]
kel diEFA] W) (typ) B ARSI, tha didel®, A% 7IE A (-2 ol Aopdabe thEA, ol
LI WS AT 2y, Eftoldd-diy

=]
= 1 [e)
Hg7)ol dis) 22 dA4& z2te 3gE 9= *E‘%OM 12217 A § ARshs EREdo] 95% ne R
. ¥ o] 7% Ax FAA A&7 HEE] y-,

AZ Sl ol A E]&-X3 wg-S Hrlellth. HEK293Q R H-E F53 MX-7x
FNIR-744 2 IRDye(5-=4H3E) 800CH 3}3tEol e A-2o]A 24417 b 3-8 stdTt. :
SDS-page Aol A A MAIZ]aL, 800 nm FF WES FGAEEAT. oY} HEE Alopd FF
(fluorescent scaffold)el 9J&) TFATo s HIH vz A3 S 7H5stA v, = 1004 & 4 e
nlel o], 31gE 8 W [RDye(5S43E) 800CW 3tg&E-S dAd A5 Vel A= 35E 9 2 FNIR-
77490 M= BEE A %‘9}1:} olglgt Ful7t FepHR Alofd BAZHE opr|¥= Mg dEskA, For
g A&7 700 nm o7 ZE #EE A gtk o] 3 AFE C4'-HE-XgE Alohdo], MdHoRE dedt
S-2438 Azgs Fd, *ﬂi Sl Ay wkgste] AAU Agol @ wEkHsA el dig Al FAE
A Al g},

VII.iii. A & SG7%

woyel st 1% 119 Aehiel Aohde] el e WnA it gEAe Hojw AR A A
2571 48R S Ak, AERIE Aohde EFshs Ag@ oFsh 24El A7) gl Felg & 9l
o Fol &, olabel Wixdl L/EE gEAe] Molw ARE Gl 2Hed Bl o8 xd f
Qgol FEPoRA, HxAl L/EE HEA 7] 9/EE FE A4SEG. EAE 9% EE URE 5
P 5 gk, Y £AE BHoE @ O, BW 99 AP F /)T, AAY vlelAzA=, T A
= EE OFAR ASFoRA Ao & Ak, uR ®2AE BHoz ¥ W, U £t PHF AHE7
AgE F Ak HuAY AARE 2oz @ u, FEelE Aohde A [ Ex 1A TEE L &
k. wEslel N4EE BHow @ o, Wk Aohde H9h [ mi (A9 TxE A vk,
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Wyl shelal 1 9 [19] FeEl Alokde] FHlE S, oAU HE U/EE B £5F gl v
Ee gEAe] AW AZst A8 5+ Utk FelE Alolde E@shs AT ok 2YRol 47 o
ol Feld 5 glth, uldel wedA B/EE BEAe AR awekel 2Ad Halel os zAbd & 9n
Qo] wEBOoEA, WxA WEE GuA 7] W/EE PR} AASEG. R A% Hg} go] 9
BoEE PR S8 5. 6% 2ARE oY A £E AF dgel NRE B9 9% 24 £ w
A A71e ARAL AN mAE EFT 5+ Ak UY AL qa Ax AE = 247 A4F Aed
FoAr. st A, AEE Aohde FuF m g wpRAGAN 5 A 3086tk A
og % Ark. HAY AAEE Bxom @ o, PehlY Aokl SEhA 1 Ei 1Ad] TEE M 5 9
o wEAY AZeE BHoR @ o, FepE Aokde shy [ mE 1A F2E 4 5 A

VII.iii.a. &&(22Zg1 t}&2](Sprague Dawley) 2 E)oJA UL-766 F 7}

Hrws WMd S49E(Children's National Hospital) B% #e] 2 AL ¥sl= T2 EF(IACUC #
30597)& AT, BEE AxE A= Mg sagEde AR olyd $d g El(Research Animal
Facility)ollA Falalaivt.  Z2 g iy =5 wAFAL 2T ') ZRE 9 b7 250 WA 300 g
x| a-thEE YEE 2 AP A&, 4% o)AZFHS 3% FYS A R FH(restraint)ol] ARE
hith. 2 mg/kg AHErzl B 75 mg/kg AERIS] ZEHUY FAE AREStY WAl wiEE fAEY. " 24
< gug & NS AT, FF GAskE S8, 246 FHHEE g Aol XAI7Ia, 90 ng/kg

FAE FAsE T4 F 54 Ggasn.

B JbsetA s flal, V1€ FEd dvlA OPMI S5(Fdel 7 o) (Karl
W} ELE(port)Z2 3t AFESATE. A7) dnAS 250 mm 2 Ao F UE
A=, g oo F FA 74 3 22172 (beamsplitter)oll 2]8 LElEl 4 9 o2d BF
o 918t 270 Fhelet XEES ¥3Erh. CAMI(GS3-U3-41C6C-C, FLIR, U.S.)S HD A4 AlokE &) ALg
e, o] 2048 x 2048 3AE 29 30 Ty Yo AFdrl.  CAM2(GS3-U3-41C6NIR-C, FLIR, U.S.)E <

2

%

o
Zeiss))E F7F¥ < 2789 7}

b
)
i) Ptl

Hel A &g AAstE 8] AHgsREdl, ol HI-53 HE(790/30nm)E ¥SHEFAL 2048 x 2048 AR X
‘(%]8]]‘ %(Short) EJ’}‘ ‘L]Ei(?(]'];]' J—}‘X]' 800 nm)E ;l—t %}]H/L]' %3173 }_Ug
=1 .

=~

30 ZHlez #Esit. =9
] 25 93, 7 Aojol Y3 RE AT YE(script)E v FF

A2 Aged. A

Aol A AA 2 0.

7heE 2 ) ZA gsatar. Fas Axg
AAN T, WHLE 2R AN waadT. BE Qe 33U ze] wE A eld Qsas.
#4 gelo] ojg FY Ash 714 AEH] ME oluAJ(Inage)) RZEdO|E Abgete] FRRAesr),
714 W(BRE Al4bala Akl el AEaiit. ARE BE(SR0 BELSEN e AzA ey

2 (Ureter Label)-766(UL-7666)2] AAW AEX = HAE H7Fsal [R-800CW 3}HHE
k. 279 3EES HEC AW FAFSFI(0.09 mg/kg), FAS IEEQ ATE 60%o A 4
ro 2 ZAEHIYE. AAF 2 st Ao AAUES Assigitt. & 110 =AE vkel o], IRDye(5 5%
F R A F2 BEEY 540 AEEE Ve dHgE, UL-766-

A = 8 o] ol AIoA FAIARL HIEelAd 71 AETF 9l H Q4

o n
ku
N
lo ¥

T 12 IRDye(5-343%) 800CW 3}HahE 2 UL-7662 AF&3 Azt W& %<-7]% B](CBR)E Z=A13F Ao|t}.
A7) ZAS AR, (BRE [RDye(SZA4F3E) 800CW &F3tEw Tl UL-7669 wldl] 2wj7F WA Ak, =, UL-766
o] FAF 3, 23 AZsle] ik Atz 4 B A3 AL SA AFE Y.

ANBEE dE(QEA R TR (ICE), IRDye(55743) 800CW statE), 2 3k8h4] 1(UL-766) 2 11(Nac-Aryll-
-BS, BL-7602% AFH)e| sgtEs v HE | Aopds dad dgEd FAME o Hyere

o
2,
zi rlru

HN
) g gk a3 Bojge dis] Hrbsisith. e FAF 107 F 5SStk A3E & 13aa WA 13bbl
TAET. ERAIE, ©A UL-766%ke] @@ro® el wuj7E A e 3 glo] 30%°] FA ’“a%?n e a9
o] (95%) & YEllth. AFAH oz UL-7662 40% =22 HluA Bolds 2tE Fdd sgEolddnt. 27
o] th2 3H3HE, FNIR-Ar-H_N-BS % Nac_Aryl1-H N-BS(BL-760)% 5&ulell gykozo] 243 Bul 2 20% o] 4}
<]
W

] 5
TEE S HY 5014(95 WA 100%) S WERT. R, AR e sftesl 3 Solds yE
WHIZE vl = A/ Ad FARF gl sk o7, FDA-SSlE =

2
o O
T,

¢
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7Nef

[0255]
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BN
o

olo

o
TR

<

o
i

1= UL-7669] 59

o AZtshe nxs

Eu

[e]
o

A
e

oy
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)l 9l

=

o] g

E

Eba

1

15 2~m}

RS
E

[e]

A7) A
Fol ofef &

16 2m}

Foict,

3} Alz~El(22-L(Model-L), W= 2
o

o

A}

=

#A (ITSEL1711,

=
K3

o]

o

A~ El O
B =

4% 20 WA 30 kg)

A

FDA-591d E7374

o

2EHLo
7 @ AAko]o] (Yorkshire) A (

73 A
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