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SE (DY AESE, A& 59 34 FollA AArssy) Aibslsl f A £ &d7e] bked o3 F542

A,

»

0] (-4 3xECl)

Faar sera (D9 BFRe, dF 5o, duyd, 13- B 234 0w 8
S [e]

(-d=Cl) (-4 Zobo| k)

4714, W4 R, R, R, R, R, R, R, R, R, R, X, n& 884 (D)o 3329 Aol 47 gol=

ol ATWeY WFE oy WHoR A

(% L
o go
fr Lo

ot
L%
1>

g wWlzEolL-2 o EAN(2.2 g, 0.0lmo) ¥ dte]=5A] Hl L
& R FAGne) Foll FHAZT. o] W EFES AEoA F
of ¢knd w7hH], oF 5o, 80 WA 120TelM 1 WAl 2AIF g3t 7hAstith. whe EdEs A5 (eF 50g)
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[0293]

[0294]
[0295]

[0296]

[0297]

[0298]

[0299]

[0300]

[0301]
[0302]

[0303]

SSS0ol 10-2582172

2 ARsdn. tael A9, AT AYES oWd F7HH

o
o

AE =

d

of Fal uA, =S o3 ¥,

87 A o

sheta) (1a)e] SgH2el g2 918 durs A

S| A AT, o] §dof FtHT}o]oln=(0.0012md) HE=
ol A 3AIZF Bk WWRAIZ|aL, Z1E]an, o], A Hgh

F A5 (oF s0g)ell H

)9 SEHE(0.001ml) S F-5= DMF(1.5mé
] H

(Ia
s ke wAa. o 4
54 fEA ROHE A7bhoch whe B8-S Wl mukals)a, olofd, ol
G AREE cAAn b, B2 ARG, S8 ooTw. e Ao, A% AREE olda F
QL AAE e 4 vt

Slo]|=FA] £

3leta (Ta)el 33HE(0.001ml) S . o] gdlo] g3} Ak
o2 TSTU, BOP =+ PyBOPE =

A obnl NIRRE AH7bslch. e EFES W AT, 3 F 4 F 0.1M TEAB £1& olgake] 3}
Fol st Aeks AAAAG. SvilE Aol AT v, FARS HPLCO ofs) AAlEgT. & 65

WA 75%.

2-[3-(Hl ZE| o} £-2-Y )-9- & -2-84-6,7,8 9-HEZ S| E 2 -2H-F] e} = [3,2-g| F F A -4-Y M4 (SEHE I-
3)

S
2
N’J\,cozc:sz

F2n) S T2 v el Wi, ololA, 0 WX 5T ¥
(1=l 2-7-3tol Z5A-1,2,3, 4-F| Eekstol 223 i -6-7hu ) e WUAZIAA H7HE F, 0.3g(1 4md,
1.4 eq) o€ 2-(HZEo}Z-2-A) oA H O ES A7), o] 8 EIES A2 (eF 20C)oA 308 EoF w
HEAIZ)5L, o]ofA], 1.5A1%F &<F 7hdske @, 100Tol Al kAt vhg 7182 TLC(DCM-MeOH, 10%)°l <]
I —ze] 3 LOMSel ©)s) muE Akt

, 0.325g(1.0mmol, 1 eq)®] 2-

rﬁ

ol

Ak E3Ee AR(¢F zoc)ow 0.5A1RF &3k Far, ofofAf, e A& (e 100g) 2 oPAIEAESR(F 5g)
o] Eqwell Ak, 1ARE Foll AdEE ATl FAH E2 AL, oolA, ofaels 3] HEA
Ak, & 0.35(0.73mmd, 73%). HFE AAES F7F AA glol AFESATh. NS (DUIS): MW AAkX] 482.13.

il

S0 (=) 481 (M-1), (+) 483 (M+1). I NMR (400 MHz, DMSO-ds) & 12.71 (s, 1H), 8.11 - 8.02 (m, 1H),
7.96 (dd, J=7.4, 1.6 Hz, 1H), 7.56 (tt, J=7.5, 5.8 Hz, 2H), 7.40 (d, J = 7.2 Hz, 1H), 7.39 - 7.25
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[0304]

[0305]

[0306]
[0307]

[0308]

[0309]

[0310]
[0311]

[0312]

[0313]

[0314]

S=S0dl 10-2582172
(m, 2H), 7.16 (dd, J = 6.6, 2.1 Hz, 1H), 6.67 (s, 1H), 6.35 (s, 1H), 3.48 (q, J = 7.0 Hz, 2H), 3.36
(t, J=5.7Hz, 2H), 2.65 - 2.55 (m, 2H), 1.79 (q, J = 6.3 Hz, 2H), 1.15 (t, J = 7.0 Hz, 3H).
Al 2

2-[10-(Hl xElo}=-2-9)-1,1.7. 7-HEZHE-11-24-2 3 6. 7-HEgslo]| = 2-10, 50, 11H- &} = [2 3-f]H & &
[3.2,1-1i 1A =H-9-A |HIZA (S5 E [-5)

0.75g(1.90mmol, 1 eq)? 2-(8-3l°o]=FA-1,1,7,7-blE&WE-2,3,6,7-E|E&}3lo]=2-1H,50-7] 2] =[3,2,1-
1j19=9-9-7t R D)Wl x4} 0.44g(1.99mmdl, 1.04 eq) <& 2- (‘%LZ_E]O} -2-U)olAlE|o] EQ] E3HES AL
A2k 20C) g FAH(Tme) ol WHIAZIAA HIFsTE, o] W EFES A2olA 0% FF wHkA7|aL, o
oA, 2.5A1ZF Bt Zhdske @, 120TColA A Y. g 2dS TLC(DCM-MeOH, 10%)°l <& 1
LCMsell ofsf Yy Esiitt. vh& %%L%% (e 20C)oll A 0.5A12F &k Fi1, o]ojA], &3 ES(2F 5
2)F P EANGEF(OF 5g)¢ &0l FAth. 1A7F Fo AHES AFATL TA7A B2 A ﬂﬂ 7]
AZAIAY. & 0.58g(1.05mmol, 55%). HF AAHES F7F GA glo] AFESIGTE. MS (DUIS): MW Al4EA]

1l

~
n-‘E‘w
S K222

550.19. A=A (=) 549 (M-1).
Ao 3

2-[3-(l ¥ opF-2-)-7-(ol Hobr| . ) -6-m D -2-%

kom) & T vie Fekade] gar, ojolA, of 0 WA 5TE WZAIZIaL YA, 0.7g(2.34mmol, 1 eq)®] 2-
(4-(e ot ) -2-3fo| =5 A -5-m F Ml 2 )l 2A4HS WHEA]Z|H A H 718 - 0.7g(3.16mmol, 1.35 eq) o€ 2-
(HlzElolE-2-d) oM H | ESE HIISIT. o] Wb EFES A2(F 20T)oA 308 & WRIAIZ]AL LhA],
oo}, 1AZE F<F 7Hgste gk, 95TCelA wwkAZ T, REE 18]S TLC(DCM-MeOH, 10%)ell €3] —2¥]31 LCMS

ot
ol
m{n
mlo
mz

Z(%F 20C)ellA 0.5A12F &<F FiL, o]ofA, &3 dS(SF 100g) T o FHNEAFER(¢F 52)¢]
e FAok. AT $o APES HA712 FA7HA gi AHstar F7] ARAAC. &
1.01g(2.22mmol, 95%). HE AWAAES F7F AA §lo] ALt MS (DUIS): MW A4 456.11. A ZA]: (-)
455 (M-1), (+) 457 (+1). H NNR (400 MHz, ¥E-2-d,) & 8.19 - 8.12 (m, 1H), 7.92 - 7.78 (m, 1H), 7.64
(dd, J=18.3, 1.1 Hz, 1H), 7.61 - 7.48 (m, 2H), 7.43 - 7.36 (m, 1H), 7.36 - 7.26 (m, 1H), 7.21 - 7.14

(m, 1H), 6.60 (s, 1H), 6.56 (d, J = 1.1 Hz, 1H), 3.41 - 3.34 (m, 2H), 2.03 (s, 3H), 1.38 - 1.27 (m,
3H).

2-[10-(#l 2 E]o}E-2-¢)-11-0] "] =2 3,6, 7-E| E&}Fo] = & ~1H, 5H, 11H-9] 2} [2,3-{ | 9] 2] = [3,2,1-1] | F &7~

- A F= A4S EE 1-4A)
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[0315]

[0316]

[0317]

[0318]

[0319]

[0320]

[0321]

[0322]

[0323]

[0324]

[0325]

[0326]

SS50ol 10-2582172

(3
N'_’-K/CN '

olojA, F(10ml) S T vbe Sl ¥ar, olojA, 1g(2.96mmol, 1 eq)?] 2-(8-3}o|=EA]-2,3,6,7-HE
g}slol =2 -1H,5H-9 2] = [3,2,1-1j 1 H=H-9- 7}514)‘&# FS WRIAZ)HA] H7ksE 3 0.57g(3.26mmol, 1.1
eq) 2-(AzEo}E-2-A) oM EYCE-S HItellth. o] RS ZFES A2(9F 20T)olA 30% T wukA]
7131, o]olAl, 1.5A1%F F<t 7Fdalke gk, 80TCelA Le]a 90TolA 1A7F &t wRkAIZAY, ¥kg X
TLC(DCM-MeOH, 10%)ell ]38 Zr2]ar LCMSell 2l8] Z U &kt

=] O
¥=

g EFES A-2(9F 200)dA 0.5A13F &<t 711, ojojA], &3 d&(eF 100g)9 E3FE] Fth. 0.5A1%
o AHES AHA7|aL, FATA B2 AHE 7] AZAZFY. & 0.8¢(1.62mm, 55 %). HE AAE
S F7F AA o]l AFgEATE. MS (DUIS): MW AXER] 493.15. AZA]: (=) 492 (M-1), (+) 494 (M+1).

Ao 4-2

E[3.2.1-1j]1AEH-

o] e] wA(AAH 4-1)ZFE ] oW (1-44) 3 “(25mﬂ)94 Eil 2t
7ol miA|utef, Edk EFo] HAe A AEpR AL, St g3go] AT W WaS TLC(DCM-MeOH, 10
%ol o3 “1e]ar LeMSel ofa Ry eqltt. whe '%L%% =(9F 20C)oll Al 0.5A1F &<t i1, o]oA],
ARES AAA7IAL, B2 AHSL WA, 7] dx2AZ. &0 0.77g(1.56mml, 96%). The HF A=
F7F A flo] ARESFATE. MS (DUIS): MW AAEX] 494.13. AS5X]: (=) 493 (M-1), (+) 495 (M+1).

& 5AZF &k 80Tl AHEAIZITH, o] A]
“’ o A

mﬁ ogu Jiﬂ

R

-[10-(H 2 E]o}Z£-2-2U)-11-24-2 3.6, 7-H EZ3to| =2 -1H, 5. 11H-¥] &} =2 . 3-f 19 g =[3.2. 1-i] | A =9 -
o]]

S
NzK.,CN '

F2F(10m) & T vt FEpaAe] gar, o]ojA, 1g(2.96mml, 1 eq)®] 2—(8—6}0]E%A]—2,3,6,7—E1]EE}6}O]E
2-10,650-9 2] £ [3,2,1-1j [ AEd-9-7t R d )Ml =4S I]’J{P/\]?]EEH A7¥eE Foll, 0.57g(3.26mmol, 1.1 eq)9] 2-
Atolotm gl ZE] o} H7FSIQITE. o] Whg EF oF OC)OHH 30 & WRAIZ|AL, o]ojA, 2
Az st bdskeE s, 95TelA kAT 58 AR(F 200)e2 YA A2 T,
ololA, =3 #a d&(eF 75g)e EFE] FAth. o] EFES WA wWAT|L, A2 BEEE o HA
73 ZANA B2 Aﬂzqo}j_r 57 AZARG. HAF AEES F7F AA flo] ARgsEdT. & 1.092(2.21m
mol, 75%). MS (DUIS): MW AAEx] 494.13. ASA]: (=) 493 (M-1), (+) 495 (M+1).

Al 6
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[0327]

[0328]
[0329]

[0330]

[0331]

[0332]
[0333]

[0334]

[0335]

[0336]

SS90l 10-2582172

2-[3-(A zH o}F-2-9)-7-(Tfo|m F o] ) -2 A -Of-T 2 el -4- [l =4S} 3 E [-2)

HO,C g
S
= ¥ O —
N ’j\/COQf.:zH5 O =
N

HO
|
0.285g(1.0mmol, 1 eq)®] 2-[4-(ttolW|Eo}n|)-2-3to]| =2 A Al %= JHl =AM} 0.243g(1. Immol, 1.1 eq) ©lE 2-
(HFEo}Z-2-Y)olAH o Eel E3ES A2 (2F 20T)olA FAH(5m)ol] MYFAZ|HA A7 sladtt. o] bkg &
(e}

Of
it

Fed A2oA 3ARE F¢F WkA7|aL, o]olA, 4AIRE &k ZFARE @3, 100 TolA kA Z T, vkE S

TLC(DCM-MeOH, 10%)°ll <f&ll —18]ar LCMSel 93] EUEIHsqlct. vhe 35S A=(eF 20T)d A v} 7L,
olojA], E-3 AL (F 100g)H oFHEAGEF(SF bg)e EFEo] At 1A Fo] AFES oJ2A7]

= o

TANA BZ AFs F7) AZRAAT. &0 0.429¢(0.96mmd, 97%). HF BAHES F7 AA glo] ALE

o H

Ak, MS (DUIS): MW AAFA] 442.10. 2AS5X]: (-) 441 (M-1). ' NIR (400 MHz, DMSO-d;) & 12.70 (s, 1H),

8.14 - 8.04 (m, 1H), 8.04 - 7.94 (m, 1H), 7.58 (h, J = 6.5 Hz, 2H), 7.43 (d, J = 7.8 Hz, 1H), 7.40 -
7.29 (m, 2H), 7.19 (dd, J=7.2, 1.7 Hz, 1H), 6.78 - 6.63 (m, 3H), 3.07 (s, 6H).

AR 7-1

2-[3- (2 |0l E-2-1)-7-(chel o] Gl ofm v )9~ & Al 2 W)-4- | W A (51 1-1).

S +
N=N_-CN
SaH(8ml) S F wber ZeaFo] Wi, o]ojA, 0.25g(0.8mmol, 1 eq) 2-[4-(TFo]ell Eoj])-2-Flo] == Al ul
ZA IS WA 7| E A H7EeE Fo | 0.14g(0.8mmol, 1 eq) 2-Atololw-wE Bl ZE] o} &S Hrlelglh. WS
E3HES A2(F 20C)ol A 304 FF WHHAIZ|GL, o]olA], 2A1ZE F<F TFEAIZ] A, 95TCollA nHEAIZATEH,
o] Rkg Z3ES W E(F 75g)dll FATE. o] dAldA, &3t oF FRA(I-1AE FAst YA, A3
of o&l @ AHT. = FolAM T B EA9 A 7] &l FolA 1Elar 53] AF 2polA, olwl Fib
Aol F7H4Q 7 EE eAdE 4 A

o] E3tE-S kAl AoM wWAFII, HAEZS FATKA AFAT T BR AFHsta F7] ARAHG. FE
0.33g(0.7mmol, 88 %). HZF AAHES F7F FA §lo] AFEsIATE. MS (DUIS): MW AlEX] 470.13. AFA]: (=)
469 (N-1), (+) 471 (W+1). H NVR (400 MHz, DMSO-ds) & 12.71 (s, 1H), 8.08 (dt, J = 7.6, 1.7 Hz, 1H),

8.03 - 7.92 (m, 1H), 7.64 - 7.52 (m, 2H), 7.45 - 7.39 (m, 1H), 7.39 - 7.27 (m, 2H), 7.19 (dd, J = 6.9,
2.3 Hz, 1), 6.70 (d, J = 1.9 Hz, 1H), 6.69 - 6.61 (m, 2H), 3.47 (q, J = 7.2 Hz, 4H), 1.23 - 1.05 (m,

6H) .
AR 7-2
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[0337]

[0338]
[0339]

[0340]

[0341]

[0342]

[0343]

[0344]

[0345]

[0346]

[0347]

SS90l 10-2582172

2-(7-(fo]o g olr] &) -2-& A -3-(6-A Wl 2 E] o} £ -2-)-2l-F 2wl -4-A ) M = A (3 [-13).

2-[3-(H ZE)o}F-2-A )-7-(TFo] | g o}u]| 1 ) -2-2 A -2H-F 2 Wl -4-L 24 (S [-1)(1.3 g, 2.76mo)S =
% }%‘ ZotaTe Ya, aFoA AXA7)aL, oJojA], ofME-Egto] ofo] HoA PZEAZTE. A 3
2H(20%, 5.8me, 27mmo)S Z7Fe FH, WREAATE. o] Wb EFES *‘—%OM AR FF WEkA7|aL,
olo]A], 1A1ZF &<t 50TCA 7tE3ta, &% E4S &MY, v EFES Y71 UA, = dEHE
ZABIA Frlekgiek. SaAd A JHES 0#”1 7130 WA, of el g ThA] ollE ot 3, o]olA, EtOHS}
A BT, A AAES FPAT. & 1.21g80%). HF AAHES F7F AA flol AFgETh. NS
(DUIS): MW AIZFR] 550.09. AZ=32: (=) 549 (-1), (+) 551 (M+1). H NMR (400 MHz, TFA) & 8.85 - 8.78
(m, 1H), 8.69 (s, 1H), 8.57 - 8.45 (m, 2H), 8.26 - 8.15 (m, 2H), 7.94 (s, 1H), 7.67 (d, J = 9.4 Hz,
1), 7.63 - 7.56 (m, 1H), 7.45 (dd, J = 8.8, 4.5 Hz, 1H), 3.94 (q, J = 7.2 Hz, 4H), 1.38 (t, J=17.1

Hz, 6H). HPLC = MR A E F40 wpe}, o] Y& F2 shte] o] @Az o] Fofxint,

2-(7=(chol ol Fobn] e )—p-§ -3~ (6-F 2 2 4 E Wl ] o} F=0-91) 2= 2 Wl-4=3)) WAL (BHE} B [-14).

Q S
e W O + HSOLl —

S0,CI

FREAZAG, 75mml)S WA WA YA, 98 1-1(1.2 g, 2.55mm) S 589 7|7kl A wykA]

FIAA AE ZAEA Frksidloh. fet EFES A2 (UEF 20T)0dA 1.5A13F & mkA]7]aL, o]ofA] | 95

WA 100CelA 6A12F &<t 7FEatgint. Ao 2 WA Fo, SFES de 20me] d5/5 EFE] w5

AAs] H7rekglvr. el A DA E WMEA AHAA7IL WA, W2 x 30m)E AFEIL, T AxA
3]

Aok, & 1.2g(83%, 2.11mmo). ©] 3hgh=o F7F AA glo] v DA ARSI

Aol 7-

S

2-(7-(t}olo g olr] ) -2-2 A -3-(6-o} 1] oA E AW R E] o} F-2- ) -2H-F Z Wl -4-) A ZAH(BHEHE [-15).

S0,ClI SO,NH;

2-(7-(tholo Holr| 1) -2-8 -3~ (6-F 22 P EYWFE o} F-2-A )-2H-T29-4-¢)  HWZH(I-14)(1.2 g,

2. 11mmo) & 5¢] 7|7kl AA WA WYAIZ] dRUol &M (5ml, 25%) ] WWHAZ|HA %S ZAA A

stk wbg EEES A (HF 200)0H 1A17F Sob wukA 7 AL U, fE *‘%011*1 g A FFHA

Ak, ZHA ZH A7, Aoz DCM-MeOH) ol o3l stat&S FASHAT. & 0.34g(30%, 0.62mmol).
AxE & o

S wAlelA A}%ok‘iiﬂr. MS (DUIS): MW A4k
%] 549.10. A=X]: (<) 548 (M-1), (+) 550 (M+1). H NMR (400 MHz, TFA) & 8.83-8.73 (m, 1H), 8.62 (d, J

1.6 Hz, 1H), 8.57 (d, J = 8.9 Hz, 1H), 8.42 (dd, J = 8.9, 1.8 Hz, 1H), 8.24-8.13 (m, 2H), 7.82 (d, J
2.1 Hz, 1H), 7.64-7.52 (m, 2H), 7.38 (d, J = 8.8 Hz, 1H), 3.90 (q, J = 7.2 Hz, 4H), 1.37 (t, J=7.2
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[0348]

[0349]

[0350]
[0351]

[0352]

[0353]

[0354]
[0355]

[0356]

[0357]
[0358]

[0359]

SS90l 10-2582172

Hz, 6H).
A Ao 8

4-JolERFd 2-[3-(MlFEo}E-2-%)-7-(t}o]d & olu| & )-2- 4 -T2 vl -4- [ ¥l 2 o] E (3} 35 [-1B)

S DMF(1.5me) ol 94mg(0.2mmol, 1 eq)2] 2-[3-(WlZE]o}Z-2-)-7-(t}olol Hor]x)-2- 4 -2H-T 2wl -4-
ATAZAH(I-1, NR440)S &3AIZATE. o] &N tho|ato]Z R AR tholo]m = (62mg, 0.3mmd, 1.5 eq)E #

2, 3AI7F EQF WHkA7 3, o]oA], p-L}e]EZ Wi (33mg, 0.24mmd, 1.2 e
t}. FES WA wHA7|AL, o]ojA, TtholAlo|ER A fEolE AT, &ME A
A FFAIZIL WA, A AR DS (9F 5g)oll FAlTE. A 1A AAES oAFHA7]L UA,
ok, 8 79mg(67 %, 0.134mmol). MS (DUIS): MW AAEx] 591.15. AZFX]: (=) 590 (M-1), (+)
592 (M+1).

el 9

Egloldead®ye 3-(2-(10-(MFE]o}F-2-9)-11-24-2.3 6. 7-H Ez&slo] =2 -1 50, 11H-9] 2} = [2,3-f | 7]
2 =[3.2.1-ij]1A=H-9-2)-N-U-(tert-—FHEAD-4- L HEDW ZolnE) T 2 F-1-HFZAS (35S 1-9A")

NH*(C3Hs)3

1-9A'

Egtolodoln (1ml) 2 [(IH-HREgo|o}E-1-A)SA | EYA(To|Hdolrn| ) FATH
E(140mg, 0.36mmol, 1.2 eq)E H7ISFATE. o] ¥bg E3ES A4 oF 208 <k ut
((3-(tert-H-EA 7R L) olr| =) T2 7-1-4 FA4H(140mg, 0.5mmol, 1.6 eq)S H7}sldch. wkS 23S TLC(o}Al

EUolEL-E 10%)°] 93] z&]ar LCMSol 93] ZUE Het3ic).

3}t [-4(150mg, 0.3mmol, 1 eq)E ¥ DMA(1.5m¢) Foll &ajAZ k. o] &oo, A3} Ao zA 3}ake]
g B
H

WS &S HhA] WREAIZ) 3, oJFAZ) T WA, G FollA 0.1M TEAB &8-S o]&3alo] I}pake] A3} Aok
1A A Z . S AFA ZA7) 3, FALE HPLCO o8] AASIT. 48 180mg(0.21mmol, 69 %). MS
= L3t dAgAtstE Lol FIE 1-9Ao s (-) 756 (M-1), (+) 758

Al 10

Egloldead®ye 4-(2-(10-(MFE]o}F-2-9)-11-24-2.3 6. 7-H E&slo] =211 50, 11H-9] 2} = [2.3-f | I

_40_



[0360]
[0361]

[0362]
[0363]

[0364]

[0365]
[0366]

[0367]

SS50ol 10-2582172

YE[3.2,1-1j]1H=H-9-)-N-3-A x| EX ZH )wl %ol & ) FEF 1 of O] E (8} 3HE [-9')

iH HO,C
4}‘0 W\
Va8 N SN

NH*(C2Hs)s

I-9A' 19

20 (180mg, 0.21mmo)) ] Z Fof] o]He] whARRE 9 313E [-9A'S DOM(150me) Fo £3|A7] A, E
gho] ZFQ RO EANGm) S H7ETE. e EFES Ao whal Fdu. @rE whgo] A8 TLC(o}
NEUOEF-& galdozx 10%)°] &) 283 LCMSe] 93] =Y e 5} ATEH. DOM S RAIH . FALE oA
EUolEY Fo &aiA7]a A, Edolddelvl(1m)S H7kekdvt. 34 AAES oA HTE. NS (DUIS):
MV AREA] 701.19. AS5A: g8k FAASE ol 3hjHE [-99] EH%H (=) 700 (M-1):

m&o

HO,C

OPUIE)ii{F—l—@%*&%ﬂ, (ﬂ@% I-6A" )

NH*(C5H
L6A" (CaHz)z

2-(3-(MFEo}£-2-Y)-7-(t}o] o d o}m| 1= )-2-2- A -2H-F 2 Wl -4-L ) M Z4H( S I-1)(94mg, 0.2mmol, 1 eq)
S 5 DHA (2m0) Foll &SAIFTE. ol %%" of kel N-od-N N-the]ofe] Xz holvl (Imt)& 3 7Hakoltt.
o] gelfloll &gst AlefomA [(IH-WlxEdtololE-1-d)SA |Ega(Teo|mdolr ) X2 5 HEHSFOR
B o] E(80mg, 0.21mml, 1.04 eq)E H7Fatlth. whg E3HaS A2olA awkA AT

W3- 3PS TLC(PNEYo|EL-&, ggdoza 100 & RUEHe3ATE. ojojA, 3-((3-(tert-F5A])
FtRd)oln] ) ZE3-1-4 FAH(70mg, 0.25mmol, 1.25 eq)S H7lsladch. 9h3 E3HE-S vha] ALoA aykAl7]

3 UA, oA aL, HEFe] A8 AlekS E(3m) F2 0.1M TEAB €02 %A]Ziu} Srs AT =
WAl 713 YA ZALE HPLCO 98] AASIS Y. 458 113mg(0. 136mmol, 68%). MS (DUIS): MW AlXFA 733.25.

A% USshe PHASHE S0l HEE -6ad) B (=) 732 (D):
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[0368]
[0369]

[0370]

[0371]
[0372]

[0373]
[0374]

[0375]

[0376]
[0377]

SS90l 10-2582172

AN 12
4-(2- (3 (A ZEo}£-2-9)-7-(t}o] o Holn]| 1 )-2-L 4 —2H-F 2 dl-4- )-N-(3-A T Y o] E

E, (3%+# 1-6")

NH*(CaHs)3

I-6A’

gujo] T Sof o] @A RAE ] stE [-6A'(180mg, 0.21mmol)S DOM(50me) ZFoll &8jA7]a A, Ext
O EFLEOMEA2.5m) & IS Wk Efws A2olM Rl wwkAZIEA Folth whg A dE

oHAEWOlEL -2, &l omA 10%)°] osl RUHIsT. SuE SHAVIAL UM, ZAE oRAEY
o|EY Foll &3lA7IaL A, Esfol 1E‘°Pﬂ (1.8n0)& H7Fsith. ohMEUelEY % 2o Efolodotnl
= SHARG. Sk ol ARl e toldld OB S Hvbsta uhA, AdEE B A HdeRA 9
dskar, ol FAIZlTh. MS (DUIS): MW Z14bA] 677.19. A5 4k I-69] thaf (=) 676 (M-1):

Kel
=

(CH)3S03H

Q C(O)N(CHs)3C(O)OH
N
0o N(CHg)s
AN e 13
tert-—H= 4-(2-(10-(M FE]o}=£-2-U)-11-2-4-2.3.6 7-H E&3sto| = 210,50, 11H-T] &} = [2, 3-f | 9] &] =

[3.2.1-ij]1#]=EH-9-A)ull =ojn] &) FEf - of o] E (1-10A)

& 1-4(97mg, 0.196mml, 1 eq)S MZ FFAIZ = DNF(2.5m) Foll Ea|A1 ). o] &dof A3} Aok

o7 o] N-o]| &l-N ,N-t}o]ofo] 2 2 F o} vl (0.253mg, 1.961mmol, 10 eq) L
[(IH-MZEg oo} EZ-1-U) A |Eg A(tlo]wEolu]) ) E AL E HETDGZEO 2R 0] E(113mg, 0.294mml, 1.5
eq)E FH7FEIY Y. Wb EES A4 F 208 &< WHHAIZ]AL, o]ojA | tert-HE 4-olu| =FE o] E

A4k (58mg, 0.294mmol, 1.5 eq)< H7FsFATh. ¥ 3PS TLC (OM]EUrO] -2 10%) 9 3 282 LCMS
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[0378]

[0379]

[0380]

[0381]

[0382]

[0383]

[0384]

[0385]
[0386]

[0387]

SS90l 10-2582172

i E3ES WAl wRkA 7 AL, o FA 7] oA, kel Edst AjekS 4 F9] 0.1M TEAB & o2 FAAAA
*1 ZoA 7] A, ARE HPLCY 98] AAskth. & 105mg(0.165mmol, 84%). MS
635.25. A=x]: (=) 634 (M-1), (+) 636 (M+1).

AN 14

4-(2-(10-(M FE]o}=£-2-2)-11-24-2.3.6 7-HE&3 0| = 210,50, 11H-F &} = [2,3-f | &) =[3 .2, 1-ij |FH =
-9-d)ywl =] =) B e (3 EHE [-10)

HO.C

g Zu Zof o]de] WARRE S 33FE [-10A(64mg, 0.1lmmo)E DCM(25me) ol REA|7)1, Egto]ZF
QEOIEANS.5m) S FHIFsH T, ¥ EFES Aol wAl T 8k &S TLC(eHELo| EE-
S H o2 10%)] o] z2]al LOMSel °Ja] RUE eIt & FRAIZTE. FAME oMEYER
of &aAIZIAL WA, Egtolo|dolvl(Inl)S H7laksitt. o EVe|EL W #Ee] Egfolodolrls FHA|
o Egtaa Ol BARE AEeA v dERA7)aL, ool A, Al o 2B (26me) 2 1AIRE St 259 A et
ok A AAES o HAF L. MS (DUIS): MW AlXER] 579.18. ASA]: (-) 578 (M-1), (+) 580 (M+1).

m{n

32 3 ofy

4-(2-(10-(M FElo}=£-2-2)-11-24-2.3.6 7-HE&3 0| = 210,50, 11H-F &} = [2,3-f | &) =[3 . 2. 1-i] | H =
-9-d)yWl =l =) REM (EEE [-7)

NO,
HOLC

FE 1-1B(180mg, 0.3mmol, 1 eq)S F DMF(5m¢) o ®aA|7]a vhA, tholwdoln =32l (56mg, 0.45m

ml, 1.5 eq)& #H7FsGlch. o] Whg E3FEo] 4-olu| =R ek (47mg, 0.45mml, 1.5 eq) S H7Fskiar, o] ®bg-
EFES Ao vy FATh vk IS TLC(oPHEUCEF-B, Saldoza 10%) 9] o8] zz]ar LCMSO
ofs RUEHEGT. SulE HF st AoA FHRAZAT. FAE F(26mO)E AT YA, BPES
AEzA gAsta, oA AT NS (DUIS): MV A4kl 555.18. AZXA: (-) 554 (M-1), (+) 556

Al 16
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[0388]

[0389]
[0390]

[0391]
[0392]

[0393]

[0394]
[0395]

SS90l 10-2582172

I-16

0.313g(1.0mmol, 1 eq)?] 2-[4-(T}oloEo}un])-2-3lo] =AMl Z L [l Z4 0.263g(1. 1mmol, 1.1 eq) o€ 2-
(5-Z22HHZAIE-2-A) oA H o E9] E3ES 4kGml)ol A-2(eF 20T)olA A ZIHEA H7FsEr. o]

HES ERES A2olA 3AIRE EF wHbAIZ|AL, o]0, 4AIZE <t Thdsks @, 100TolA wRkA ZIT. ®E
- Y TLC(DCM—MeOH Sl oemA 10%)0° o8] 12]ar LeMSel ofsf RuE sl whg TdEs A2
(SF 20C)ell A A =31, o]ofA, E-24 L& (o 100g) 7 oMAEAUER(F 5g)¢ EdEd FAot. 143t
o, AdEs oA W— <4 we= 0l oF )74 B2 AlFsta &7] % }_] k. 48 0.453g(0.93mmol,

93 %). HAZE AAES F71 AA glo] AFESITE. NS (DUIS): MV A4FR] 488.11. A=X]: (-) 487 (M-1).

A3 FEUEoE FeAe AR oz e (1) EE IFFTE (V-ORHEEH A3 du-wEFd ey
ol AeAZ FA AT
0
N BF4 — 9.0,
HB-COOH + ~o N
o J\ Dye
B e
o)
| |
TSTU
H.N

HaN
e} ‘SL —N
N =
N_ N Ns O~} L0
o H ~
o HO-g_ o
ffC-l P
HO OH

L4 DMA(2.5me), NN N N'-BlEgHE-0-(FSAond) 28 HEGSFOZRE ol E(20mg, 60pml) 2 3

Uz 97100.05m0)E A 989 7Ax WEGOopmd)dd Frletgdcr. vhe TIES ALoA mykAZth.

TLC(oHEYelEL-&, 100 wef, &4st= BE 20 WA 307 ¢4= =

DMACO.75me) &} £(0.30me) o] E3E o Egtold ey A(55nml) &2 A pppC-LN3 &HE& Wk E3=
% H

_4

Akt W ERES Ak 917 sl HedA WA wuAR. 4$8E olgdtel My EHES o
4CE QZHANE, olold, £ F9] 0.1 TEAB(SmY) $0& A7Fsha wp, ERES ALNA 108 B
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s }01

AR, B EFES 4 F9 0.05M TEAB 8-Holl A oF 25g°] DEAE Al|3tdl~ 2] degfor Zheld
WA, TEAB(O. IMZH-E IM7HA 9] 5% )R AT, Aol = #8E& %

A, BS olgste] tal B SUAIA U B TEABE AlASa
ol ALANAT. FA7] DE 0.2m 71F IS Ea o] &
C18 9 ZHS o]&3h= HPLCA oJ&] AAES AA AT, & 60-75%.

2
G ehAlEvelE

& -
o

&

i)

>
>

[0396] 71 1A dut Aakg o] gste], v rEdl Bl = S Alxsiv:

e} o

—— —N
HIN)\Q O} = Y=
O

I=
=

=
8]

Aska UA, %\%}Al?lﬂ, 0101
o]of A, %&A = TEAB 0.1M
-0.1M TEABZ

o)
© HO 'cj‘\L?_JN3
*P‘Q 0
HO-R=C
\‘P/O
ffC-1-6 HO™ “oH
[0397]
HoN
St
N o \Y )to
N O
IH)\Q ju o/‘"/ gl
o JO'\L?_Jl\‘s
HO-.’FNO 5
Ho-R=0
Q, o
N
£fC-1-9 HO ek
H,N
o - —N
>L© N3 NO‘)LH - \N}:‘O
e O ,\f?
9 Na
HO;’F\O. O,J
Ho~R=C
a, 0
AP
ffC-1-11 HC  OH
[0398]
[0399] 2Ald 18
[0400] 2 AN A, B EAA e Z)Ag s 33 A8 2 Sk wEUEelE JAFAe ~HE" EAS
Algstar, FAH o2 ol Jled 959 vlussit.
[0401] X 1Av g 89 F9o Fd3 ~AEY JIdi] F5E e 4 dAIH dd dxel vlE] A
ZIAE A3 FY 5o AFEY EAS =AU, B EY9] Z4zte] Aqte 3 A5E Srardd0sxel WS
H 7 2EIX oFE /e RS #EE 4 )
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[0409]

[0410]

[0411]

[0412]

[0413]

[0414]

S5S0ol 10-2582172

dEol Al ¥ 1 2EAS oleS v & 19 wEy dXEn.

X 3
g Fol A M HAH S 484 R Qs AdEd

E X]
fC F HdU@  |EE HuR | 2E3X 0%

(nm) (nm) (nm)
ffC-star440sx 447 516
69
ffC-1-9 475 542 67
f£C-1-10 467 545 78
ffC-1-6 453 527
74

ffC-1-1 449 530 81

E 2 AERAS Al & HAA el ZAlE Aardk 33 RN R e R FA4¢ (-rEEEel =
o] 84S EAISTE. o] AGEA oo, 2-Ad HE WHS ARSI, B HAA e ZIAE 2-AE W
of s, "= 53 =9 T/0 #A2013/00792325 (0] 9] NAW-ES 29 Hito] & WAA ] Fug x3HE)o|
1A B B AlaES o] &ate] kS *1"5—‘?—412} T Uk 2-AE AZeA, A2 AL AN HEE
Al FEEQEtel= £, A2 AdddA AEH A2 wEUEel= F3, Al AL A2 AE & velA HE
H A3 FEEEeE £33 2 Ad F sl % EQX] IAY T AR HEY AV 9l A4 wEFE
QEIE FEES ATFOEN AN F k.27 E 24 9 & 2BollA], "G" 7 EE LEo] = v EA H]
i, B #S5 FEHeEEA JERITh 2719 A" A" FE el =, =, 0.5u)elA %’-U}% FEA A=
2 2A%" sy 28 i 1.5uMelA Wz FEA [-62 wAE e %?&% | °‘°ft1 5 95 25
i/ﬂ YERATE. NR550S0 G E BAE "T" FEH Qe EZFE 9 *1§~ A FS5 %Ei R o, 1A
f "C" FEELEeE ASE B 5 SEeEEA YEidth X-F2 gt xHLQOH g N5 AEE e
-6 2 I-1&

Lﬂﬂ, Y-S g2 Ade] gtk AE AES Yedlt, = 24 2 X 2BolA, ffCE ZPL
EA . A A 717] Mls 7] & C5ellA] C-1-6, C9ollA] C-1-1, AE&A golr R
= 985 16 2 I-12 X9 94 284 - eEel=rt 83 Aa e 2 g %ki%& =
Al

Foths A< e,

E 32, AHA(460m) Ei= A (530m)Fel 2§ of7ld w thkd 3 d52 FXE C-wEUlElel=e] A
g4 JF AEE ZAST. o] w e YEid 987 £94% Z2He d AEE Yehdd. 72479
=4S Ex460moll A 5o 2 FHAaL, 60ToNA 1x <k =A%, NIS [MiSeq R& (A1) AT EO]]=
A}
(e}

M15 “goll A AL-g3te] ou|AE &3, oln#] BA = folojT# ~E(Firecrest) & AHE3te] & dlo]
HE &350

A= B A Ao 71XH54 Mtet d% d82 BX9 {7 B9 AHEY o] gt AdH 71 2RI~
A5l 13| 300%77%1 g e 25 E AFsiveE e Yepdo

E 4T T o)t 2=(22TolA A2 2 60ToA F2)olA HA(460mm)FoZ A7|AIAS W 4F4 L At
st g3 95 [-622 ¥AHE HEH C-wEUEe= Aoy wrE AT, Agtd ¥ 95 6o
EA ffCe €% 5 oA dF 2~AEY oo e Add 71 2EAX PE Star4d0ls2 FEAZ £l
Hwsk of o & AFE Agsdnt

2 gAMo A AFEShe 34 2 AT @A ol we #Hlgs Hd o, B AMAUEY HEE A
T Agele Ao oxHA g, AV A B 98 9y 2 Edo] Wy Ma ol Az whE A
Fajo| o] WMo oz} i e L el B3 Aot o3 WML B A AE FU A
Wg £ 23S adste] gdxtolA EE3iA 2 Aoy, Axpygor, B JIANELS B HAHd A" 5
A AANFEHE Agtele Ao grHA gk, 2 JJAWEY AT HEe Al e BE WE 2 gioks
olf-2&= Fog orHr}

_47_



k1
N2

1
(g

1
(g

250
Pan
MY
200 %
Y '\
JIN AN
150 N \\ \\
N\ W

ffc-star440sx
== ffe-1-9

=== ffe-I-10

= — = ffc-1-6

—=-— ffc-I-1

T
770

C16

—ojo>|

-0.400 -0.200 0,000 020 040 060 080 100 120 140

A

1.20

1.00

0.80

0.60

0.40

0.20

C-I-1

1
-0

1.20

1.00

0.80

0.60

-0400 -0.200 0,000 020 040 060 080 100 120 140

B

_48_

SS90l 10-2582172



10-2582172

s==4

i = 670

& 610

s 010

fv i 0L-1F0

= 10

i i L0

e == -SI0FPIEIS-0

v B -SI0vRBIS-D

200 —

iv=-6-1-0
i & 610
s -01-0
e & -91-0
[ I
o =
o
&

B
H

L B
N O
N O
g i
\«\\ f
gy
//.///,,/ //// /1//”
////.// //// y
// N

I,
0 \_\\\
7 2
i
N // N ,//.
/ //// //.

600

=
fnyl

500

400

°of

300

R

—

A
)

200

o

100

e

C-Star440ls

C--6

_49_



	문서
	서지사항
	요 약
	대 표 도
	청구범위
	발명의 설명
	기 술 분 야
	배 경 기 술
	발명의 내용
	도면의 간단한 설명
	발명을 실시하기 위한 구체적인 내용

	도면
	도면1
	도면2
	도면3
	도면4




문서
서지사항 1
요 약 1
대 표 도 1
청구범위 3
발명의 설명 5
 기 술 분 야 5
 배 경 기 술 5
 발명의 내용 6
 도면의 간단한 설명 10
 발명을 실시하기 위한 구체적인 내용 10
도면 48
 도면1 48
 도면2 48
 도면3 49
 도면4 49
