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R; =H, Cl, Br, F, OMe, CN, Me; R, = Me, CF3, i-Bu, Bn, Ph
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NCS (14.1 ng) & A7H the 2 SmolA] 4547 wukdth, B gl 23} ojgopHol =R Al
= g SES TRA] CHCLol o]l TRAS A 7}3
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NeE FES }04 Na;S0, 2 A2dtt. SFsFdAdd o8 s=¢ 1t

F2ol A 16417 wnkghth, REggNS B3} o "opAHo|ER M stal #§7]5S FE8He] Na,SO, = A
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'H NMR (500 MHz, CDCls) d 8.79 (bs, 1H), 8.05 (d, J = 7.9 Hz, 1H). 7.74 (d, J = 2.5 Hz, 1), 7.42 (d, J
= 7.8 Hz, 1), 7.23-7.30 (m, 2H), 2.73 (d, J = 7.3 Hz, 2H), 2.40-2.27 (n, 1), 1.05 (d, J = 6.6 Hz,
6 (%1 %)

“CNMR (125 MHz, CDCls) d 161.4, 142.5, 135.9. 124.7. 123.3, 123.0, 121.5, 121.1, 121.0, 111.7, 104.3,

37.5, 27.8, 22.6 (&2 #=x)
MS (APCI) caled for CullisCINO 274.1, found m/z 275.1 [MHH]'

MP: 98 ~ 101 C (CHy,Cl, brown color)

585 90] dlA]
) WA R 20 Wt 4-FERZ-5-(5-ZF 0 2-1H-¢15-3-U) A =S AT

(1) 3}atE 2-29] 3HA

3l5= 2-1 (Ry = 5-F, R, = H, 388.9 mg, 1.48 mmol)< wghgo] ¥l 3 ubg-golo] TOSMIC (317.2 mg)}
K.CO; (224.6 mg)E #H7Fete] 2A17F 304 &<t SFdch. WMEETs § 57 dHolMH o ER A5t {F7]5S
FE2. NaSO, A E] & SHEF7IE o]8ste] vF5E 89S A CHCLLE Fola o] &9 Boc,0 (63.1
mg), triethylamine (43.7 uL), DMAP (2.9 mg)3} 4] 13
TSNS =3 ool HER ML {F7]5S

e Y] (Fb/AEoAH ol E = 3:1)E o]&3te] SetE

(2) g].ULD 2,] UL/H

&3E 2-2 (R, = 5-F, R, = H, 58.9 mg, 0.1948 mmol)S THF/CCl, (1:1)e] &afd T Ao A w38 Mo NCS
2 mg)e H7MSE U 22 2RoA 40A]7F wgkeith, Hhg-gdS 53 o HolAHoER /W st 715

FE3F NapSO, 2 A}k, SHR-EFZA 3] 558 HES A Ll S0l TF A7 e o

Aol A 14412 wkgiey, db-g-8-ols. Z3) oEolMHo|ER A5l {f7]5S FE5 NaS0,Z2 A2 ).

dEE 3 S SHREFIZAE ol &sle] FFHI. ZeazuteEadgy] (i/dEolAEolE = 9:10]4 3:1)

£ ol&3dle] 5% vFEFEANA FFE2 (Ry = 5-F, Ry = H, 22.4 mg, 0.09 mmol, 49%)S AAUTt.

I—H

Kol

=
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EHEjﬂ’%L% R1 = 5_F, RQ = H
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'H NR (500 MHz, (CD3)5C0O) d?10.98 (bs, 1H), 8.24 (s, 1H), 8.02 (d, J = 2.7 Hz, 1H), 7.69 (dd, J =
10.0, 2.2 Hz, 1H), 7.55 (dd, J = 8.8, 4.6 Hz, 1H), 7.06 (dt, J = 9.2, 2.2 Hz, 1H) (&3 #x)

“CNMR (125 MHz, (CDs)5CO) d 159.3 (d, Jop = 234.0 Hz, C-F), 149.6, 143.7, 133.9, 127.0, 125.8 (d, Je
¢ =10.7 Hz, C=C), 121.9, 114.1 (d, Jep = 10.3 Hz, C-H), 111.9 (d, Jes = 26.5 Hz, C-H), 105.9 (d, Jes

= 24.7 Hz, C-M), 103.8 (d, Jor = 4.7 Hz, C-C) (=4 #Z)
“F NMR (470 MHz, (CDs),C0) d -124.4

MS (APCI) calcd for CyHsCIFN,O 236.0, found m/z 236.8 [MH+

MP: 212 ~ 215 C (acetone, brown color)

AEARL AEd SA

olgA Z7] v F FA HERE T Lo 2EIEFZY F=A 77 100 it I S 545 A
3] m=2] NCI (National Cancer Institute)olA] #|-&3F 6719 A EFZ ALE3}HA T (Table 1). BE A|EXF=
10M dl (passage) WA AFE3FRA AL, M2ZF9] vldS #1814 RPMI16407 10%2] ol A& shieh g

AHS-3FA T

AxdgAsedd 54 g AE AT vlo] G 7l ol A, NCI9| Widll webx] Aldstglnt. Zh7pe] A
EFZ 96-well plated] F<(loading) 3, é—_J_:;‘. &N (working solution)S &HF%¥=7} 30, 10, 3, 1, 0.3ug/ml
o] HMEF HElskqith. ¥l (Incubation) & &S A g ZEE 50% TCAZ 143t SHOEE &=
3 5 SRB &9 (0.4% sulforhodamine B in 1% acetic acid) < 7}8tar AdtelA] & A Aeke
1% Z2AFS 71ete] AF 3T, 9gA] dZE 3 $o] 10 mM Ed 2~ w|o] ~(Tris Base; pH 10.5)% 03*”/\10—}2
AT, FF 5T 540 mollA A3, 543 FFET SvlHE T dig WESER AN olE
2 AFGEAY Gl gt AlRste], o1 A9E olgle 1 14 At R o z2A 2EJEZZYHG
of=glofuto] Al (Adriamycin)<S A 7 skgltt.

PN

|

x1
St E 334 (Anticancer activity; Glso, wg/mL)
ACHN HCT15 MDA-MB231 NCI-H23 NUGC-3 PC-3
1 26.1 11.02 12.40 20.46 16.87 17.44
2 19.95 9.91 16.86 16.11 7.41 5.05
streptochlorin 30.0 30.0 30.0 30.0 30.0 30.0
ADR 0.02667 0.05054 0.02172 0.00872 0.06065 0.11680

E=4 = A71% 6719 SAETF tiEte] 9EAHQA 27
S z2t= Ao g ettt E3] 33E 2% HCT15/NUGC-3/PC-3 Al 279 SHHEFo] s ~adE
Ao 2 el
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