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g Al A

3729

A+ 1

3}7] 3}t 19 FhubE FdloF - =4 (carbazole urea derivative) HEx o]9] ¢fstx o7 &8 Vet A4S 3
frate AS 5o st 3 23 o e A=5E ZAFE.

Ry
A7) O, RE Sk B G ool R'ez ABHAY MARH ¢ WA G 227, A EE o)
g7loln, el7lelH R'E @RANR, UEZ7], ofuly] m= ¢ WX ¢ AF LA7lolar;

Ryi= hut o]4ke] R' o= A ghe A vjxgkd C WA Gy €27], &Ad7], &7197] E= A A @70y, o
71914 R'= 224, HERY], ofly] B G WA G A &d7]eH;

A AgH7)=

i
s
i

oy, 7| A= o, m, p FAC 3 o] AF st A&|o|H, FaUA, EFAY], YERY], A
3 s uXEE olnny], FRRomy], FolYtr], olAHO|EY], 2L, ¢ WA ¢ AT
A7), AT LA D AF 44 fol 2 AF 4 SFEEAT|ES E1 TAEE FoREH A

o]e] xgh7]e "= 0 WA Cpp AERUSAY]), EBE ) o]ite] EBaxyl A EE Ak EE 3o
]

A 2kel C; WA Gy S RAOI S 7] 0] AL

A1l glej A,

7] skl 19] JhukE fEol FEAle 1-(9F7HFE-3-Y)-3-Z2d F-dok(5a), 1-(9F-7M1E-3-¢)-3-I 4
Fellob(5b), 1-(9F-7MFE-3-U)-3-=dfFelok(5c), 1-(9F7hitE-3-A)-3-A|F2 A Feloh(5d), 1-(9F7hi}
Z-3-¢)-3-wld ok (5e),  1-(9F7PE-3-9)-3-FFArdloH5f),  1-(9F7ME-3-9)-3-3ol| D fr# o}
(5g), 1-(9F-7M}&E-3-A)-3-(4-vEA H &) fFdlok(5h), 1-(9FFMRE-3-Y)-3-HAd =2 F&o}k(51), 1-
(OF-7hE-3-)-3-gAld e frellok(5)), 1-(9F-7FtE-3-4)-3-dAdFalok(5k), 1-(9F7HutE-3-4)-3-(4-°]
gduid)fFloh(51), 1-(9F7ME-3-U)-3-(4-FZ 23 ) FalokGm), 1-(9F-7HE-3-Y)-3-(4-otAE ¥ d)
dok(5n), 1-(9AF-719FE-3-4)-3-(2-HEZI ) fF&oH50), 1-(9F7ME-3-4)-3-(3-HEZHD)F-&}(5p),
1-(9FF-7MFE-3-U)-3-(4-HUEZFH ) Fadlok(5q), 1-(9F-7ME-3-Y)-3-(4-otvd ) F-2lok(5r), 1-(9F-7}
HE-3-2)-3-(4-F 2 2ot = d) Falok(5s), 1-(9-HWE-IFulE-3-Q)-3-Z 2D Falok(10a), 1-(9-wE-7hu}
Z-3-U)-3-AAFgok(10b), 1-(9-ME-7hE-3-)-3-=dF2lok(10c), 1-(9-WE-Fu}E-3-U)-3-A| F 29
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AAOH100), 1-(9-P B-FhikE-3-9) -39 A Fr el oh(10e), 1-(9-W D-7hih£-3-9)-3-9 F & Feleh(100), 1-
(-l G-7hih £-3-91)-3- e D el oh(10g),  1-(9-0] E-FhihE-3-91)-3-(4-v 5 A Ao &) ek (10h),  1-(9-]
Y-7pE-3-9)-3- A I L2 AFAH101), 1-(9-MF-7PupE-3-2)-3- IR EFok(10)), 1-(9-o1 D75~
3-91)-3-3 I -2l oh(10k),  1-(9-w D-7hikE-3-2)-3-(4-ol o) Fr el oh(101),  1-(9-] W-7hnhE-3-9))-3-(4-
FEEAD) AR,  1-(9-T1E-7hukE-3-2)-3-(4-ob A A D) Frelloh(10n),  1-(9-v B-7huhE-3-21)-3-
IEZADFHAH100), 2, 1-(9-HE-Fu1E-3-2)-3-(3-UEZAD) Felok(10p),  1-(9-&-Fh}E-
3-9)-3-(4- U ERA D) FeAOHI00) Z o] Foia ToAH HEHE 15 olge] 3FEY AL FHOR s shit

= fHol =AY AL EFow st I 23] o BE HE AL
A% 3
A2l 1] A,

A7 FE fElol SRS 1-(9F-7E-3-9)-3- (- EA A &) F-alok(5h), 1-(9HF-FIuIE-3-2)-3-3|d =
2AFHoR5i), 1-(9F7MFE-3-Y)-3-sldFe Felok(5)), 1-(9F-7ME-3-4)-3-(4-HEZH )R oH5q),
2 1-(9-HWE-FutE-3-9)-3-(4-HEZH ) Falob(10g) & o] FoIF oA HEEE 1% o4t #3tEel A

5o o JlE felol HEAN AL 5o ot AW QAo o Er AnE 2L
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Ry bt o]4ke] R' o= Aghe At HjxgkE € WA Gy €27], &AL 7], &719d7] Ee A AF7]oln, o
7114 R'= 294, HERY], ol = G WA G A5 &E71eH;
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A1 8HE C; WA Cy B HIZAFO]E 7] 0] a5
n 0 WA 49 Aol
37 6
A5 AIA,

471 gheta] 19 ks fElol REAlE 1-(9F-7bE-3-)-3- 22 freok(5a), 1-(9F-7HikE-3-9)-3-314
freloh(5b),  1-(9F-7hhE-3-4)-3-\=dfallob(5e), 1-(9F7HE-3-)-3-A1 F 2 A fref|o}(5d), 1-(9F7Hat
£-3-9)-3-MAFeok(5e),  1-(9FFIIE-3-2)-3-FAFEOK5T),  1-(9FFFuIE-3-)-3-%e] D f-e o}
(5g),  1-(9H7H}E-3-)-3-(4-m S A Ao D) fr el ok(Bh),  1-(9F-7HFE-3-L)-3-Fd T2 A K elok(5i), 1-
(Of7hhE-3-)-3-sd e relob(5)),  1-(9F-7PhE-3-)-3-sd el ob(5k), 1-(9F-7HE-3-9)-3-(4-°]
o) FelobBl), 1-(9-7hhE-3-2)-3-(4-Z 22 D) el ob(5m), 1-(9F-7hkE-3-)-3-(4-otA & d) #
#ok(5n), 1-(9F-7HhE-3-2)-3-(2-HE=Z¥ D) Felloh50), 1-(9F7HHE-3-2)-3-(3-UE =¥ d)Felloh(5p),
1-(9F7HHE-3-2)-3-(4-U EZ D) Fellob(5q),  1-(9F-7hHE-3-2)-3-(4-o}vl e d)Fallok(5r),  1-(9#7}
AhE-3-9)-3-(4-F 2 Zopr s d) Felok(5s), 1-(9-mE-7hukE-3-)-3-Z2dFelloh(10a), 1-(9-vE-7}r}
E-3-)-3-FAFAoH10b), 1-(9-E-7htE-3-)-3-= I FreloH(10c), 1-(9-vlE-7hukE-3-)-3-A 2=
Afeler(10d), 1-(9-mE-7hukE-3-)-3-ld el ok(10e), 1-(9-vlE-7HikE-3-9)-3-FFd freloh(10f), 1-
(-l &-7kn}E-3-9))-3- Aol DFelo}(10g), 1-(9-H &-74u}E-3-9)-3-(4-w| S A Ao &) f-2loH(10h), 1-(9-v]
H-7hikE-3-)-3-dd ZR A e oh(101), 1-(9-vE-FhikE-3-)-3-2d L fr el oh(10j), 1-(9-¥ & -ThvhE-
3-2)-3-FdF-2o(10k), 1-(9-D-7hu}E-3-)-3-(4-o D3l ) F-2ok(101),  1-(9-7 & -7hiHE-3-2)-3-(4-
FREAE)Feo10m),  1-(9-vE-7pkE-3-)-3-(4-opA sl D) freloH(10n),  1-(9-vE-7HiE-3-2)-3-
(-YEZIAD)FEH100), =, 1-0-WE-7HE-3-9)-3-G-HEZH D) Felok(10p), 1-(9-HL-7hulE-
3-)-3-(U-HEZAED) Feoh10g) 2 o7zl ol AEE= 1% o) de] e A& 540 sk kit

% ool HEAL AL SHoE sht A ARk o EE Ang ok 24

i

AT 7

A6l oA,

A7) FharE frdlol fEAlE 1-(9F7HE-3-9)-3-(4-H EA A &) Fal o} (5h), 1-(9F-7FalE-3-Y)-3-H|d =
A&doh5i), 1-(9F-71FE-3-2)-3-AdF-g & oh(5]), 1-(9F7MFE-3-2)-3-(4-YE &) F#Ho}(5q),
2 1-(9-vE-7hE-3-Y)-3-(U-HEZH D) FeloH(10g) 2 o] FoiZ] ol AelEs 15 o) 3gEd A

=
& 54o% sh= JhhE frelol FEAQ AS SO s d Aol o m ARG o 2.
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A AEES wg FAA ST 7 del dxsta e AR d#A Aok, oy H/AEAA A
g5 Zd2HE T7F AExAdY dstd 2 g o] Wstet dest Ay 017 e g & d]lol
o}

HAS FAsE 33 2 dFAE(EAT)E 83 %o F2 o], ol5S dF9 dNAHS FAste ¥
ol &4 Fu g5 FHldA A8 BEE Fa A AAA)] Vs AN 2y o8] 7HA
Aol o3 o] A=A &3S WA FHa, &4 dage] FEped wEFHW, ol v §
A #o) 2ty g3 ADP(adenosine diphosphate), EEHl, Z¢ 52 #F38t, EEFEA A2(TXA2)E

o
T il

Agete]l F9 s ASIAIA S "k, olFEA A1

olg} 3, I IRE uw ZEr vAdAS ol ATAN, I

Chemical Society, 30(43), 10363-10370, 1991). W&, o] 9lo%, A A

T 59 Ags do F =, o] wEel, oo} AHE I3t Aol digt = % Fadx

aglom, HZo olyfgh Aol ot B A5E 9ste] FHAV S e I Ao e AuAd

ek Arh st s a o

&2 1872 FEFEO|A AF o2 EEd SFER A 409 |zt trFdt FhbE(carbazole) P E o] =7}
Hepop, A 2 F@lIZv A(Murraya, Clausena, and Glycosmis) £ HAAEA Ea . 7= &
AE g 5y, st &, A g3, A% SH A &% T3 22 2] 7HA 840 e e
G4 AH(Top Curr Chem, 244, 115?148, 2005).

g, B IEAES ST E53 A10450275 A 2 dge] eI FERIF AR FElekEd A fFEAE
FAste] o]5e] dad &3 oAl s I Ho] de=dl, AV SdFEES da%w S oA ave ¢
SHAIRE A ko] A= e ZoRE ERIHUTE. webA, ShA Ae o b ok EA ¥ F Fhit
Z Alde] 450 4% S A &39E vEite S uReR JmES SREAR g vdd 72
of frellob(urea) FHO MRS FEAES TSI 159 T840 wAE HAuuol HA i &
F AgA adE veidle 548 =F5he dF 2estE e ddEe] 2 aws ek A = Ak
M7 eF ¢

e ki)

(533 0001) =565538 A|13044255 (FrefobEd odlo] fFEAE fFaditos istes g 2] A
B Ee dug 2AE, 2013.08.30. 5%)

(5328 0002) 35553 A1045027% (FretokEd o o]
2011.06.22. 53)
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(ME3EA  0001) Davie, E.W. et al., The Coagulation Cascade: Initiation, Maintenance, and
Regulation. American Chemical Society, 30(43), 10363-10370, 1991.

(B &3]3 0002) Kalesse, M., Recent Advances in Vinylogous Aldol Reactions anh Their Applications
in the Syntheses of Natural Products. Top Curr Chem, 244, 11577148, 2005.

(H]E3&E3 0003) Lee, J.J. et al., The protective effects of paclitaxel on platelet aggregation
through the inhibition of thromboxane A2 synthase. Arch Pharm Res, 2010, 33(3), 387-394.
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79 HE e

Hoame 317] skl 19 JhubE FElol = (carbazole urea derivative) T 0|9 okstd o g FE 71
g A8 Fele @ 23 o e A=5E 2AE #3 Aol

A7) AolM, R Fh FL dh o] R'ez ASE ALY uXSE €, WHK] Gy &7, SAUY] e U
drlolm, o7]dA R'E AU, UERY], ofwly] Bx= ¢ WA ¢ A7 dA7]oli;

Ry 8t olake] R'o2 X&E 7Y HXFHE C WA Cy 7], dAd7], Ad7|dr] EE A XF7]oju o
71914 R'E 29, UEZY], obdly] = ¢ WA ¢ AT &Z7]o)H;

o
hu

r 1=
L

T 1-
- o

as

o, 7ol A'= o, m, p ARl st o)} A& Thed A@T|olH, FadA, JEFAY], UERY], A

& Ee WAgE opwr], FERZop:Y], Folytnr], opAlElelEY], @A, ¢ WA G A
A7), A AFA7] R AT A el 2 A 4 JtESAV|REYH FAEE SoRRE Ad9d sy

el A#r1elm | A"E G WA Cp AZREDY], TE, 3} olde wadAr} A EE A4 EE Foz

A1 ghe Cy A Gy S =ARe]E 7] 0] AL

n 0 WA 49 Aaoltt,

471 skekA 19 kg fellol Al 1m0 7hhE-3-d)-3-Z 2 A felok(5a), 1-(9F-7hikE-3-) 3-8
frelob(sh), 1-(9F-7HiE-3-)-3-tdFellob(5c), 1-(9F7HE-3-U)-3-AF =L Feloh(5d), 1-(9#-7hut
F-3-)-3-wlAfElob(Ge),  1-(9F7pubE-3-2)-3-HF L el oh(50),  1-(9/F7HhE-3-2)-3-F e & fr & of
(5g),  1-(OF7HHE-3-2)-3-(4-Fll S A A=) f2lob(5h),  1-(9F7PibE-3-)-3-d 2 A f2ok(5D), 1=
(9fF7hikE-3-)-3-sd - Efellob(5)),  1-(9fF-7hhE-3-) -3~ d 2l oh(5k),  1-(9A-7hutE-3-2)-3-(4-°]
o) FaAok5l), 1-(9F7hHE-3-2)-3-(U-F 22 A D) Felloh(5m),  1-(9F-7HhE-3-%)-3-(4-obA ol d)
edlob(5n), 1-(9F-7hhE-3-21)-3-(2-YERd) Felloh5o), 1-(94-7HhE-3-2)-3-(3-UE=d) el oH(5p),
1-(9F7hHE-3-)-3-(4-HEZFH D) frelloh5a),  1-(9F-7hkE-3-9)-3-(4-obv| = ) frell ok (5r),  1-(9H-7}
HE-3-)-3-(4-F 2 2ot sl d) fHok(5s),  1-(9-vE-7hahE-3-)-3-Z 2 A F-elob(10a), 1-(9-vE-7u}
E-3-)-3-AAFeok(10b), 1-(9-ME-7HlE-3-U)-3-= I F el oH(10c), 1-(9-vIE-ThutE-3-2)-3-A S =¥
AfreloH10d), 1-(9-mE-7hihE-3-)-3-fldf el ok(10e), 1-(9-wEd-7pukE-3-4)-3-¥ FdFelloh100), 1-
(9-rIE-FputE-3-2) 3=l d fr2l o} (10g),  1-(9-P L -7hi}E-3-2)-3-(4-m 5 A D) -2 oF(10h),  1-(9-7]
I-7hhE-3-d) -3 T2 A F-elok(101), 1-(9-vIEd-7hikE-3-)-3-sd - =2l ok(10§), 1-(9-m & -Fhup&-
3-9)-3-#dfFallob(10k), 1-(9-ml D -7hihE-3-9)-3-(4-cl Dol D) Felloh(101),  1-(9-mD-7hihE-3-2)-3-(4-
FERAD) A Im),  1-(9-HE-7hhE-3-)-3-(4-oFAR s ) Fello(10n),  1-(9-mE-7hukE-3-91) -3~
-UEZsd)fFaer(100), 2, 1-(9-mE-7hE-3-2)-3-GB-HEZsAD)Feek(10p), 1-(9-HE-7hupE-
3-9)-3-(4-HEZAD) Feoh10g) = o] Fo) el A A= 15 o4 saEd 5 9l

9, w7 AE felol FEAE 1-(OFFFE-3-2)-3- (4 S A Aol D) f |0k (5h), 1-(9-7}

_7_
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HHE-3-)-3-wd =R A felloh(51),  1-(9F7hhE-3-2) -3~ d = felloh(5)),  1-(9F-7hhE-3-2)-3-(4-Y
Ezdd)fralob5a), R, 1-(9-mE-7hhE-3-9)-3-(4-HEZA D) foH10g) 2 o] Foixl oA A== 1

N7 dg ASe WAz EaAnz s WAz HH4 A9ds SpARds w4 wzy w
HEFoR o]Fojzl Foq duw 4 gt}

wee 7] B 19 Sk feloh fEAl wE olo] S AoR HE Absd I W hASH 3
_]

A7) AolA, R FAh FL Y o] R'ez ASE ALY uXSEH €, WH] Gy &7, SAUY] e U4
drlolm, o7]dA R'E AU, UERY], ofwly] EE= ¢ WA ¢ A7 gA7]oi;
Ry 8t olake] R'o2 X&E 7L HXEHE C WA Cy 7], dAd7], 47|97 EE A XF7]oju o

7114 R'= 294, HERY], ofil7] B G WA G A5 &E71eH;

hu

TC 1=
L

T 1-
- o

o, 7ol A'= o, m, p ARl st o)} A& Thed A@T|olH, FadA, JEFAY], UERY], A

© WA opvr], FREop:Y], Folytwr], opAlHe|EY], @A, € WA G A
7], A AT R AT A el 2 AT 4 JtESAV|REYH FAEE ToRRE Ad9d sy
ojde] Ag7olH, A= G A Cp AIERLZY], E=, dhu o] dadart A4 e Ata e

23kE C; A Cyp SE|ZAFO]E 7] 0] AL,

n 0 WA 4¢] o},

2 ol s 19 FFES G TlsiokillA FAQ Wl wet kAo R 3§ Thedt doE Ax
2 Advk. A7) A ow §E Jhedt HoEe oFEHoR 8§ Jhee frElit(free acid)ol o3 FAE
A F el 835tk aF Bkl B4 By, dE EW IFFES HAF A g §est, o A&
FEskd f7] &, dE EW WEE, dEE, oMHE Ex oMMEUELS ARSI HAAAAM AxT F
Atk & EFY IgE 9 = T A BE g3E(d, S9EF EedEdEHE)S 7Esta o]ojA Y] £
TS THAAA AZAIAY, B AEd 95 F2 AF3AZE F k. o] W, fEiteEE §7143 F7
g AMEE = en, Frjateze ik, ik, Eat, A, AN FE A Ut wE
SEA pEFASEA, olNEA, EZEo 2ol EA, AJE=2al B oAb (maleic acid), AR, A2
WA, EEEEA, FulElr, wdE4F, L2322 propionic acid), TAAH(citric acid), AAH(lactic
acid), Z8]ZF*H(glycollic acid), 2FFZH(gluconic acid), ZZFFEA, FFEF, FFEFEXH(glutaric
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0.01mg/kg/¥ WA th=F 2000mg/kg/ A 2] "9l o]t}

o
=

o] %
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[0041]

[0042]

[0043]

[0044]

[0045]

[0046]
[0047]

[0048]

[0049]

ZIHS3d 10-2016-0094802

N, NH,
L) = o (1)
N N i

H H H
1. 9H-carbazole 2.9H-3-nitro-carbazole 3. 9H-3-amino-carbazole

(982 11 9F7HEE (el HAHHNO) & REEAIA 9F3-UER 7HE(2)& Ax §F ol&

= A 7}2~(H, ga
2 BANFA 930l AEG) S Axee FHE epi.

4>

A% A% L A2 F Ao FRAA AUTelz RIgoss 244 BAQ 93-UER AuE2)S
AL 5 gtk olw Ao WAL WA 2 Wl ASSHE, @A 200AE 1ehSTIe] 93U ER FhukE
()€ 93 VLR §olF F BebE AEMlEE FE(Pd activated carbon) @ HE& F A7) 35psiol
AN S ogvh a F 9 W] oES Wi A4 §aste] o3 ¥ Ae ojhye opHES
= ARR ¥, Adg z}%ﬁg%s}z, FResh gargalnel g, olFe FushIEFTe] WS i 24

(k82 2]
NH; =
C}
b oo N ¥
N M
H H
3. 9H-3-amino carbazole 4. isocyanate 5. 1-{9H-carbazol-3-yl)-3-urea derivative

A7 R— '[CH"‘.’"CH_"] Ra . R:-(CH2>2CH3
4p; R=-{CH:):CH: 5h; R=-(CHzjsCH:
4c, R=-(CHg) 4% 2CH 5c; R=-{CHz)}zCHa
4d; R= —mclnhexyl Ad, R=-cyclohexyl
4o R=-CHzFh 58 ; R=-CHzFh
4f . R=-CHx(2-furanyl) 5f . R=-CHz(2-furanyl)
4g; R=-(CHzizPh 50; R=-(CH;LPh
4h;  R=-(CHz)a(4-CHa0-Ph) 5h; R=-{CH;};(4-CH;0-Ph)
4i ; R=-{CH;)sFh 5 ; R=-{CHzkPh
4 7 R=-{CHz)4Fh 5 . R=-{CH:iPh
4k; R=-Ph 5k; R=-Fh
4l © R=-4-(CH,CH4}-Ph 51, R=-4-{CH;CH:}-Fh
4m; R=-4-CIFh m; R= —4-CI-F'h
4n; R=-4-Ac-FPh in; R=-4-AcPh
40" R=-2-NOPh 50 R=-2-NO.-Ph
4p; R=-3-NO-Ph 5p; R=-3-NO:-Ph
4q; R=-4-NOx-Ph 5q; R=-4-NCrPh

2050 2o Pn

[ml 3
55! R=-sNHiC-phd 23

[V 2]+ 9F-3-ol| =Ml (3) ol thdst X371 E zhe= o] AA]old|o]E(4a—q, isocyanate)E WHSA]A T
st XFAE 2te 1-(9F-FHE-3-2)-3-Fd o} S5 (5a-s)E AxsE FALS e

(e}
o
GA 1olME 9F-3-oln|w=TtE(3)S Ya F4 HEZDSE=EFdoer &
ul

gk § o] AAletulo] E(4a-q,
1.2~3eq) & 9L, A2oA wwrd 4 e, oW AT &vie HEZDS| =23 giil gkl otd s
A7 g gl HEREde, FEEXE, tHoHE & o|&std vgs AT £ vk W 2%
v 53 AgEAE gort, %‘%@9& = WA d2eA R g Qla, biEAs A oA FdE
T Ak, WS AIZE SAIZE WA 36AIE SF AE 4 Qdvh. AV BE ukES FEl e XEAE e
1-(9F-7FFE-3-¢)-3-F o} Fr=A(ba-q) & FAHE + AUrt.

GA 200 mehr-&7lo] 1-(9F-7HHE-3-9)-3-(n-UEZH D) Fdol(5)E ¥ gz &3
AEJHo]E]= FHE(Pd activated carbon)& €il, o5 FA4RES7] 3bpsiollA] wHESE 4= Q). o]

_10_



[0050]

[0051]

[0052]
[0053]

[0054]

[0055]

[0056]

ZIHSd 10-2016-0094802

g AdolE golA s dee 4 5 ARF F o
~(9FFPFE-3-91)-3-(n-obm] s ) a0k 5r) B HAT 4 AT

7

AesFey, ol Ad7hd A-Eesto]

mlo

3N A 51-(9H-7hikE-3-9)-3-(n-ov] :es D) - &ok(5r) & H3 ohES] SaF F ARUCHS 7
Feol A sela, A e RS Hshel 1-(0FFLE-3-)-3-(n-F R ehul s ) Feloh(5) F A

o g 4 g
o>

T AT, olu AR EHE fule whEoll oFdES wXA] e vl YHEXFoh =, WEE, oes T

2F gl EE OAES gl WL FAT 5 A
[¥&4] 3]

NG; HHZ
1. 9H-carbazole 6. Q-methyl-carbaznle 1. Q-methyl-3-n|tm 8. Q-melhylﬁ-ammn
carbazole carbazole

[9H8-2] 3] 9F7ME(Dol f8.2=3tWErs HHEAIA O-vE FtE(6)S A §, o]d AAHINO) S ®HS
Al 9-wl&-3-o}n] =7}uE(8) &

A -ME-3-UER FhbE(7)S ARt 18 F4 7k, gas)® FAAA
Zohs A4S vehdt

WA LA E O E(DS 4 BRdoR gaste] $aRET Aeke ol 2(18-crom-6) Yol 7be
FFF F, o7l LoEsRe A/sn A BRS A, AU AREAS Fa o-d-IIEE)S
$4T = At

) 201N E FR40 o-dE-ANEE)S 91 wuke T, 60%(w/y) AN S A7E = sl shFelo]
Ao A4y BA o-dE-3-UER JEMNS AF, Az, ofdse @A 3 8

Al 3o E aetukeT)e] 9-m|el-3-1]

1=
(Pd activated carbon)& ¥ &, o]& ANk

Adol AAEE, oHES A7t 5 2
PEET 5 Ak oI DS BHBo) THFES UL G AZSEA wNe F, Eepxa v 4o
e P TR HES S, WEAE WAL F olBAolA olBd 5 Atk o3} F Pe ofo
FASIEFS dol wukstn Eetsd vlo] Agel AW olF FHRFZ AHSIL o] AP BA
9-vg-3-olr] Ak E(8) S FHE F 2lvh

_11_



[0057]

[0058]
[0059]

[0060]

[0061]

[0062]

[0063]

ZIHSd 10-2016-0094802

NH, 7
C}
N N
| |
8. 9-methyl-3-amino 9. isocyanate 10. 1-(9-methyl-carbazol-3-yl)
carbazole -3-urea derivative
8a: R=-{CH.kCHa 10a: R=«CH2%CHa
8b. R=-CH.)kCHa 10b. R=+CH2)%CHa
8¢. R=-{CH.)}CHa 10c . R=«CH2)%CHa
9d; R=-cyclohexyl 10d . R= <yclohexyl
9e. R=-CH.Ph 10e: R=-CH.Ph
9f . R=-CH(24uranyl) 10f . R= -CHo(2-furanyl)
99; R=-CH:}Ph 10g: R=ACH,);Ph
9h: R=-{CH-)L(4-CH.0-Ph) 10h: R= «CHa)k(4-CH20-Ph)
9i . R=-{CH.kPh 10i © R=«CH.kPh
9 . R=-{CH-LPh 10j . R=+«CH.LPh
8k- R=-Ph 10k . R=-Ph
81 : R=-4-(CH-CH:)}Ph 10l . R= -4-(CHsCHa)Ph
9m. R=-4-ClPh 10m; R= 4-ClPh
9n- R= 4-Ac-Ph 10n. R= -4-Ac-Ph
80: R=-2-NO-Ph 100: R=-2-NO,-Ph
9p. R=-3-NO-Ph 10p: R=-3-NO,-Ph
99. R=-4-NO-Ph 109: R=4-NO.Ph

= zZtE= o] AAJolH|o] E(9a-q, isocyanate)E WHE-AlA
FEA(10a-q) S A x8t= A4S Yepdth,

wgol ad

Wodge JhhE felol FEAS Whshs Q7 Qs d mi ARg 2B B9 Ao, 37 sl
E frelol FEAE AW S oA Eaksh A W Aol v SSstel v AT Y wi A5g
olof 2B FolahA ol g kst B, FHEDES A04S0275, HHERE A|1304425500 = B %
Wol ARHEET FeTEr} 4D FeobEY A B oo GEAS fEAEoE Ao W 48 A=
E g 2AEe B V%ol AN R YA, B wyel Agze Av] ARERE Al040275, B
5555 4130442550 A SFBel vla) Baw g4 oA w3 L AA U Aol AASA S5 A
oz gy

M,
o

< AAIEL7] Y FAF g
2 ourge] wsrAg AAE A
o3 e Fys FAstE £5 vt

=<}
W o] AP FEel dast] 98 Alesks Aot

_12_



[0064]

[0065]
[0066]

[0067]

[0068]
[0069]

[0070]

[0071]

[0072]

[0073]

[0074]
[0075]

[0076]

[0077]

[0078]

ZIHSd 10-2016-0094802

[RhE4 1] @ AA 1 & 2 Fx

NO - MH -
i LN
M I N

H H H
1. 9H-carbazole 2.9H-3-nitro-carbazole 3. 9H 3 -amino-carbazole
<AAd 1. IF3-UEZR FHIE(2)9 A%

A7) [EReA 119 ©A 19 YER ukel o] 500ml g Tt 200mle] EFHSS 9FFhFE(1, 20g,
0.119mo1)S Y¥al 40ColA 3 AIZE ot wHkskAct. of7lel 70%(w/v) ZAAHHNO;, 18mb)S A 7Fe &, u] AJZH
A

>
~
o
2
i)
p‘Lt
3%
(o
H
o
il
A
BN
ok,
92
p‘Lt
N,
i
ox
N
il
)
rlr
©
F
“
T
[
fr
N9
=
MU
S
tlo
e F
3e ®
v

8 21.4%;
A (Solid);

m.p.: 213C;

'H NUR(DMSO-ds, 400MHz): &, 12.089(s, NH), 9.178(s, 1H), 8.384(d, J=7.6Hz, 1), 8.308(d, J=9.2Mz, 1H),
7.646(d, J=8.8Hz, 1H), 7.615(d, J=8.0Hz, 1H), 7.528(t, J=8.0Hz, 1H), 7.304(t, J=8.0Hz, 1H).
<dAld] 2. 9FF3-obv| = FHHFE(3) 9] Al=>

A7) (WA 119 @A 20] urebdt whel 7Fo] 500m¢ WSl 9F-3-UER FpukE(2, 3.5g, 0.119mol)S
L 150me] olEreE g3 F ZabE HElHlolEl= JHE(Pd activated carbon, 10%, 350mg)S EATF. o
F20E7] 35psiclA 3A13F Fob mwkeiglon], whEeRAd gofo] Mzbo] i-ghile] AlRbAE AL o]l
S TR el 200me] obMES Wi AAE &ssien, olF 3o AAHX oA fjolA
3tar, opAlECR = 3] AHI F, oNE AgEFetel vFHES AT FHECl FE Fokaa
T 200meE WAL 3N FAEE A AUt wwkelglon Felss R <
ol 2SSk, ol &e] AdETE pl2-3°] HT 7] SAE 10W3F ¥ ARk o oA
A oatakglar, of el A ERS 1
22 el Aol BAHRL, olE FTHRFE AHsL ofdste]l A BHERAM 7] BHYAE e 9F3-of
o R (3) S AT

~

& 70.3%;

IA4(Solid);

m.p.: 257C;

I NMR(DMSO-ds, 400MHz) : &y 10.705(s, NH), 7.889(d, J=7.6Hz, 1H), 7.352(d, J=8.4llz, 1H), 7.260(m,
2H), 7.182(d, J=8.4Hz, 1H), 7.026(t, J=8.0Hz, 1H), 6.757(dd, J=2.4, 8.8Hz, 1H), 4.674(s, NIH)

7] & 1o 7] AAle 1 % 2004 e st sl ks HEhit.

_13_



ZIHS3d 10-2016-0094802

¥ 1
No. #EE =3 Ak E
NO,
1 2 9H~-3-nitro carbazole 212.20

N
H

NH,
2 3 9H-3-amino carbazole 182.22
H

[0079]
[0080] [GFS-4] 2] @ HAAlo 3~21 A=
I
NH, =
N N
H H
3. 9H-3-amino carbazole 4. isocyanate 5. 1-|9H-carbazol-3-yl)-3-urea derivative
da; R=-{CHa):CH4 5a | =—(CH‘}ZCH
4b . R=-(CH:)-CHa ah ; R——rCH sCHa
4c, R=-(CHz)sCHa 5c: R=-{CHa):CHa
4d; R=-cyclohexyl ad ; R: -cy clohexyl
gg: Neclebim 5e. R=-CHzPh
Af ;. R= -CHa{2-furanyl} 5f . R=-CHa(2-furanyl)
4g° R=-(CHzlzPh 5g9; R=-(CH:}:Ph
4h:  R=-(CH2)2(4-CHi0-Ph} 5h; R=-{CHy)a(4-CH:0-Ph)
4i © R=-{CH:)-Ph 51 © R=-({CH3):Ph
4j . R=-(CHzliPh 5] : R=-({CH3%Ph
4k . R=-Fh 5k : =-Ph
41 | R=-4-{CH:CH:}Ph 51 ; R=-4-(CH:CH;)-FPh
4m; R=-4-CHPh 5m: R=-4-CI-Ph
4n,;, R=-4-Ac-Ph 5n; R=-4-Ac-Ph
407 R=-2-NOsPh 50; R=-2-NOs-Ph
iﬂ : E: -3-ng-§2 gg - R=-3-NO>Fh
© R=-4-NO-- . R=-4-NO>Ph
@M20 50! R-gNHoPh o
85 R=-4-NH:Cl-Ph< =
[0081]
[0082] <A 3. 1-(9FFE-3-9)-3-Z 2 H F-Ho}(5a) 9] AZE>
[0083] A7) [EREA 219 wA] 1o yERd wiel Zo] 100m¢ = ZEkAFd 9F-3-obn| w=74uFE(3,  100mg,
0.54%9mmol, leq)S ¥l 30mle] F4= EHIEZ}S| =2 F T (THF anhydrous) &2 £33k 3 1,595 T2 o]4A]
ool E(da)E Wi, A=ollA 24A7F 5t wRESITE, wHbE RS ENS 7F w53l wHAS 4, &
T AEGa)S A7) H8l A7 EF5AS olF (- L d oM E o E = 7:1) & AFEste] AEgHA A9
AZvtEa IR Fgste] 7] EAAE 2 1-(9F7E-3-9)-3-22 I Fdokba) & AU
[0084] & 1 76.7%;
[0085] A (Solid);
[0086] m.p.: 249C;
[0087] 1H NMR(DMSO-dg, 400MHz) : &y 11.023(s, NH), 8.283(s, NH), 8.142(s, 1H), 7.983(d, J=8.0Hz, 1H),
7.415(d, J=8.0Hz, 1H), 7.344-7.264(m, 3H), 7.092(t, J=7.6Hz, 1H), 6.066(t, J=5.6Hz, NH), 3.060(q,
J=6.6Hz, 2H), 1.496-1.405(m, 2H), 0.881(t, J=7.4Hz, 3H);
[0088] “C NMR(DMSO-ds, 100MHz) : &c 155.836, 140.227, 135.329, 132.324, 125.318, 122.395, 122.329, 119.966,
118.369, 118.081, 110.902, 110.746, 109.741, 40.974, 23.158, 11.402;
[0089] IT-TOF/MS: m/z 268.1418[M+H] .
[0090] <AA ] 4, 1-(9F-FM}E-3-9)-3-F A Fdo}(5b) o | =>

_14_



[0091]

[0092]
[0093]

[0094]

[0095]

[0096]

[0097]

[0098]

[0099]

[0100]
[0101]

[0102]

[0103]

[0104]

[0105]
[0106]

[0107]

[0108]
[0109]

[0110]

[0111]

ZIHSd 10-2016-0094802

ghe= Eebadel 1.59Fe] 2R ol iAoty E(4a) thal 2.28 %] A o] hAloldlo]E(4b)E B AW
Al A B 1-(9F7hHE-3-4)-3-814

FE 1 82.6%;

A (Solid);

m.p.: 229C;

1H NMR(DMSO-dg, 400MHz) : &y 11.015(s, NH), 8.261(s, NH), 8.134(s, 1H), 7.978(d, J=7.8Hz, 1H),

7.413(d, J=8.0Hz, 1H), 7.341-7.258(m, 3H), 7.089(t, J=7.3Hz, 1H), 6.033(t, J=5.6Hz, NH), 3.084(td,
J=6.4, 5.6Hz, 2H), 1.429-1.411(m, 2H), 1.275(m, 6H), 0.867(t, J=6.4Hz, 3H);

13C NMR(DMSO-ds, 100MHz) : &c¢ 155.853, 140.243, 135.353, 132.324, 125.318, 122.411, 122.354, 119.958,

118.386, 118.089, 110.910, 110.754, 109.766, 39.171, 31.094, 29.917, 26.138, 22.145, 13.962;

IT-TOF/MS: m/z 332.1700[M+Na] .

<AA 4 5. 1-(9F-7hE-3-9)-3-=dfr# o} (5c) 9 AlZ>

thes Fepaae] 1593 w28 oliAoholE(da) tA 1293 Y oliAohiol () Wi A
Aslahn A7) AN 39 e BA 0 TS Sl ] BAAE 2 1S53
dlok(50)E Atk

o
& 74.3%;

LA (Solid);

m.p.: 211°C;

H ONWR(DMSO-ds, 400MHz) : &y 11.016(s, NH), 8.258(s, NH), 8.133(s, 1H), 7.979(d, J=7.8Hz, 1H),

7.414(d, J=8.0Hz, 1H), 7.341-7.258(m, 3H), 7.901(t, J=7.4Hz, 1H), 6.029(t, J=5.5Hz, NH), 3.082(td,
J=6.1, 5.5Hz, 2H), 1.428(m, 2H), 1.355-1.253(m, 12H), 0.848(t, J=6.22Hz, 3H);

PC NMR(DMSO-ds, 100MHz) : &c 155.795, 140.211, 135.312, 127.582, 125.293, 122.379. 122.313, 119.917,

118.345, 118.048, 110.869, 110.713, 109.708, 39.121, 31.292, 29.917, 29.028, 28.830, 28.690, 26.426,
22.096, 13.946;

IT-TOF/MS: m/z 374.2187[MNa] .

<HA 6. 1-(9F-7HE-3-A)-3- A 2L Fok56d) o A=>

il

Ber Zehsazel 1.59%e] Zud o aAohlolE(4a) B4l 2,29 AFRa o] aAoholE(4d)E ¥
oA Assn g7l AN 39 wsa BAd wg FAL FAsel sy 2aAE 2E

1-(9F-7ME-3-Y)-3-A| ZF2 A K o} (5d)E AAT}.

l

S8 1 82.1%;

A (Solid);

m.p.: 2427C;

" ONMR(ODMSO-ds. 400MHz) : &, 11.024(s. NH). 8.212(s, NH), 8.134(s, 1H), 7.976(d, J=8.0Hz, 1H),

7.410(d, J=8.0Hz, 1H), 7.335-313(m, 2H), 7.252(d, J=10.4Hz, 1H), 7.088(t, J=7.2Hz, 1H), 6.010(d,
J=7.6Hz, NH), 3.467(m, 1H), 1.807(m, 2H), 1.649(m, 2H), 1.524(m, 1H), 1.320-1.261(m, 2H), 1.175-
1.150(m, 3H);
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[0112]

[0113]
[0114]

[0115]

[0116]
[0117]

[0118]

[0119]

[0120]

[0121]
[0122]

[0123]

[0124]
[0125]

[0126]

[0127]

[0128]

[0129]
[0130]

[0131]

[0132]
[0133]

[0134]

ZIHSd 10-2016-0094802

P MR(DMSO-ds, 100MHz) : &c 155.688, 140.499, 137.230, 135.699, 132.357, 125.976, 122.724, 120.427,
118.888, 118.764, 111.371, 111.256. 110.285, 48.120, 33.498. 25.686, 24.854;

IT-TOF/MS: m/z 308.1705[M+H] .
<AAd 7. 1-(9FFE-3-9)-3-A A F-F o} (5e) 9 AZx>

He= ZelxTol 1,59 Zag o]hrold|o]E(4a) thal 1.59 e Mg o] AXolo]E(4e)E YE Hut
Z%l ] A7 *‘Al o 39| Whg FAZ wbE FAHE T ] BEAAE ZE 1-(9FIEE-3-Y)-3-1F

T

ol
(o2

8 1 61.3%;
TAAF(Solid);

m.p.: 228C;

I NMR(DMSO-ds, 400MHz) : &y 11.046(s, NH), 8.453(s, NH), 8.181(s, 1H), 7.998(d, J=8.0Hz, 1H),

7.428(d, J=8.0Hz, 1H), 7.369-7.236(m, 9H), 7.098(t, J=7.4Hz, 1H), 6.564(t, J=6.0Hz, NH), 4.331(d,
J=6.0Hz, 2H);

13C NMR(DMSO-ds, 100MHz) : &c¢ 155.853, 140.672, 140.252, 135.452, 132.151, 128.306(*2), 127.145(*2),

126.676, 125.359, 122.403, 122.362, 119.999, 118.493, 118.122, 110.927, 110.787, 109.947, 42.859;

IT-TOF/MS: m/z 316.1447[M+]".

<dAld) 8. 1-(9F7HHE-3-U)-3-9 FAFaoh(5f) ] A=>

s FTaTol 1.59%e] 29 o]hrold|o]E(4a) U4l 1.29%2] FFH o]nAoloEUNE Y& H
Aolatar A7) AAld 39 WSy FAI w3 FAHL Syt 37| BEAHAEZ 2 1-(9FTMEE-3-Y)-

3-HFE G E AT

TE 1 84.2%;

A (Solid);

m.p.: 238C;

i NMR(DMSO-ds, 400MHz) : &y 311.043(s, NH), 8.403(s, NH), 8.151(s, 1H), 7.993(d, J=7.6Hz, 1H),

7.587(d, J=2.0Hz, 1H), 7.420(d, J=8.4Hz, 1H), 7.357-7.274(m, 3H), 7.096(t, J=7.4Hz, 1H), 6.473(t,
J=5.6Hz, NH), 6.397(dd, J=2.0, 3.2Hz, 1H), 6.266(d, J=3.2Hz, 1H), 4.308(d, J=5.6Hz, 2H);

PC NMR(DMSO-ds, 100MHz) : &c 155.482, 153.408, 141.997, 140.227, 135.469. 131.978. 125.359, 122.362.

122.329, 119.991, 118.427, 118.114, 110.919, 110.779, 110.458, 109.922, 106.399, 36.215;

IT-TOF/MS: m/z 306.1251[M+H] .
<AAd 9, 1-(9FFH}E-3-9)-3-H | F#lo}(5g) 9 A|Z=>

Ses Tehadel 1,599 g o alohilo]E(4a) vl 159l Aeld olxAlohio] E(4g)E P A
@ oAelela A AAd 39 wed FA g BAL FAG] Y] BAAE 2 1-(0FThE-3-2)-

S_Eﬂ_ ] Eﬂ"]—(5g)e C/\/\T;]—.
8 1 61.9%;
TAAF(Solid);

m.p.: 240C;
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[0136]

[0137]
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[0139]

[0140]
[0141]

[0142]

[0143]

[0144]

[0145]
[0146]

[0147]

[0148]
[0149]

[0150]

[0151]

[0152]

[0153]
[0154]

[0155]
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I NMR(DMSO-ds, 400MHz) : &y 11.029(s, NH), 8.374(s, NH), 8.150(s, 1H), 7.988(d, J=8.0Hz, 1H),

7.417(d, J=8.0Hz, 1H), 7.344-7.190 (m, 8H), 7.095(t, J=7.2Hz, 1H), 6.053(t, J=5.6Hz, NH), 3.360(td,
J=5.6, 7.2Hz, 2H), 2.764(t, J=7.2Hz, 2H);

13C NMR(DMSO-ds, 100MHz) : &c¢ 155.729, 140.277, 139.692, 135.362, 132.225, 128.718, 128.388, 126.075,
125.326, 122.395, 122.337, 119.975, 118.369, 118.098, 110.910, 110.762, 109.783, 40.793, 36.067;

IT-TOF/MS: m/z 330.1588[M+]".

<HAl 10. 1-(9F-7HE-3-9)-3-(4-H EA " &) freloF(5h) o] A=

k)

$= Zgpago 1.59%e] T82Y o
Y= AW Aelsta 4] AAld 39
A)-3-(4-H| ZA Ho &) F-H oHbh) &

Al 157 4-w|E5A " o]l obdlo] E(4h) S
Xé =5 = E_

1
r g Sl ) NG DE 1-(9TE-3-

o
HE rE

T8 1 94.2%;
A (Solid);

m.p.: 225C;

' NMR(DMSO-ds, 400MHz) : &, 11.045(s, NH), 8.393(s, NH), 8.178(s. 1H), 8.001(d, J=7.6Hz, 1H),
7.434(d, J=8.0Hz, 1H), 7.367-7.285(m, 3H), 7.161(d, J=8.8Hz, 2H), 7.103(t, J=7.4Hz, 1H), 6.868(d,
J=8.4Hz, 2H), 6.038(s, NH), 3.710(s, 3H), 3.336-3.320(m, 2H), 2.703(t, J=7.2Hz, 2H);

“C MMR(DMSO-ds. 100MHz) : &c 157.672. 155.779, 140.260. 135.403, 132.258, 131.492, 129.656(*2).
125.342, 122.428, 122.379. 119.991, 118.410, 118.114, 113.800(+2), 110.927. 110.779, 109.832, 54.961,
41.031, 35.161;

IT-TOF/MS: m/z 360.1692[M+H] .
<AAd 11, 1-OOF-FEE-3-Y9)-3-Hd =2 FFo}(51) 9 A=Z>

g Zehagd 1.59%Fe T2I o|aAofdlo]E(4a) Al 1.59%H9 HdZad o]irjolyoe
= AT Aesta 47l AAld 39 g Fdd e FAS FYs  §) %
1-(9F-7MtE-3-Y)-3-Ald =2 A K oh(5{)E AAT}.

oX, =
iﬁ
mm
N
M

& 1 80.6%;
TAAF(Solid);

m.p.: 195C;

b NMR(DMSO-dg, 400MHz) : &y 11.027(s, NH), 8.314(s, NH), 8.145(s, 1H), 7.982(d, J=7.6Hz, 1H),
7.414(d, J=8.0Hz, 1), 7.345-7.155(m, 8H), 7.091(t, J=7.2Hz, 1), 6.138(t, J=5.6Hz, NH), 3.112(td,
J=6.5, 5.6Hz, 2l), 2.616(t, J=7.6Hz, 2H), 1.743(quint, J=7.4lz, 2H);

13C NMR(DMSO-dg, 100MHz) : &c 155.844, 141.799, 140.227, 135.337, 132.291, 128.339, 128.323, 125.754,
125.326, 122.395, 122.329, 119.975, 118.402, 118.098, 110.910, 110.754, 109.783, 39.294, 32.568,
31.768;

IT-TOF/MS: m/z 344.1740[M+]".
<AAe] 12, 1-(9FFHHE-3-L)-3-sd R EfrHok(5j) Y A=>

s Eehade] 1.59%e] 22 ojaa
Ark Aleletar 7] AAle 39 wkgI FAF wkg FA4

Al 1.29%e] AdRd o]RAopolE(UE ¥t
FHPso] &7 BAAE 2t 1-(9F-FHFE-3-Y)-

o
-
=
)
[
—~
N
<5}
A —



[0156]
[0157]

[0158]

[0159]

[0160]

[0161]
[0162]

[0163]

[0164]
[0165]

[0166]

[0167]

[0168]

[0169]
[0170]

[0171]

[0172]
[0173]

[0174]

[0175]

[0176]

[0177]

[0178]
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3- ﬁﬂé ‘I‘I‘a]O]'(E)J)E \:}x}\Tjr
T 1 88.4%;
A (Solid);

m.p.: 193C;

W ONMR(DMSO-ds, 400MHz) : &, 11.029(s, NH), 8.266(s, NH), 8.132(s. 1H), 7.978(d, J=7.6Hz. 1H),
7.414(d, J=8.0Hz, 1H), 7.340-157(m, 8H), 7.089(t, J=7.4Hz, 1H), 6.065(t, J=5.6Hz, NH), 3.113(t,
J=6.0Hz, 2H), 2.596(t, J=7.4Hz, 2H), 1.594-575(m, 2H), 1.469-1.451(m, 2H);

PC NMR(DMSO-ds, 100MHz) : &c 115.803, 142.219, 140.219, 135.320, 132.299. 128.323. 128.257. 125.672.
125.318, 122.387. 122.321, 119.958, 118.377. 118.081, 110.902, 110.733, 109.750. 39.286, 34.898,
29.637. 28.509;

IT-TOF/MS: m/z 358.1906[M+H] .
<AAld 13, 1-(9FFHE-3-Y)-3-=d Fa o} (5k) o] #=>

s Eeksael 1599 el oleAoholEta) B 1.29%el A oAk EU0R Wi e
Aolela 7] AN 39 eI FAR e FAL FaAstel 7] BAAE 2E 19 E-3-2)-3-9d
Selok(5k) & AT,

S

S 72.5%;

A (Solid);

m.p.: 36383C;

1H NMR(DMSO-dg, 400MHz) : &y 11.105(s, NH), 8.632(s, NH), 8.565(s, NH), 8.225(s, 1H), 8.042(d,

J=7.6Hz, 1H), 7.494-7.350(m, 6H), 7.274(t, J=7.8Hz, 2H), 7.117(t, J=7.4Hz, 1H), 6.948(t, J=7.4Hz, 1H);

13C NMR(DMSO-ds, 100MHz) : &c 153.078, 140.276, 140.087, 135.806, 131.253, 128.775(%2), 125.482,

122.387. 122.354, 121.522, 120.098, 118.789, 118.229, 118.056(+2), 110.976, 110.910, 110.515;
IT-TOF/MS: m/z 324.1107[M+Na] .

<AAd 14. 1-(9F7HFE-3-9)-3-(4-d B3 )R ok 9 A=>

Bhes Beprzol 159%e] TR olaAohlolE(da) Al 1.29%9 2-olEsld o) aAohilolE(UDE |
EoAw ASEa AT A 38 wgdt BAR W FAL FAsel s B4R 2
1-

(9F7HEE-3-4)-3-(4-oA D3l ) FaloF (1) E AU,
& 64.5%;
LA (Solid);
m.p.: 258°C;
I NMR(DMSO-ds, 400MHz) : &, 11.063(s, NH), 8.497(d, J=4.0Hz, 2), 8.191(s, NH), 8.006(d, J=7.6llz,
), 7.421-7.296(m, 6H), 7.100-7.063(m, 3H), 4.491(q, J=7.6Hz, 20), 1.117(t, J=7.6Hz, 3H);

“CONMR(DMSO-ds, 100MHz) : &c 153.144, 140.285, 137.716, 136.860, 135.765, 131.385, 127.977(x2),
125.466, 122.403, 122.370. 120.090, 118.740, 118.229(x2). 110.968, 110.894, 110.425. 27.530, 15.839;

IT-TOF/MS: m/z 352.1398[MNa] .

<AAlo] 15, 1-(OFFHE-3-9)-3-(4-F=2 29 d) - oH5m) o] A=>
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[0179]

[0180]
[0181]

[0182]

[0183]

[0184]

[0185]
[0186]

[0187]

[0188]
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[0190]
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[0192]

[0193]
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[0195]
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[0199]

[0200]
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ger Fepazio] 1.5%%e] Xzl olsAohio]E(d) Al 129wl 4-Fzdd of
Qe g A9lEn 4 ¥ :

Aot o] E(4m) &
d)-3-(4-F 2= D)FelotemE AU

= 1 (9T -3

i
>
2
w
lo
o
T,
olo
a=
off
e
ot
=
olo
o
o2
o T
&
o2
ol
Ol
2
ol
Ol
N
il
o,
N
e
A

& : 70.5%;

IA4(Solid);

m.p.: 369C;

U ONMR(DMSO-ds, 400MHz) : &y 11.116(s, NH), 8.787(s, NH), 8.604(s, NH), 8.217(s, 1H), 8.040(d,
J=8.0Hz, 1H), 7.518(d, J=8.8Hz, 2H), 7.454-7.308(m, 6H), 7.117(t, J=7.2Hz, 1H);

13C NMR(DMSO-ds, 100MHz) : &c 152.971, 140.276, 139.107, 135.905, 131.015, 128.594(%2), 125.499,
124,988, 122.378, 122.329, 120.090, 119.571(*2), 118.921, 118.246, 110.976, 110.902, 110.737;

IT-TOF/MS: m/z 358.0702[M+Na] .
<A e 16, 1-(OHFFHE-3-2)-3-(4-oL AFIA D) el (Gn) o] AZ>

dhes Febmae] 1.59%e] 2R olxAlohlolE(a) Al 12939l g-obA g
Y g ASsa 4] e 39 e AT U FAS SR 7] BAYA

A)-3-(4-epA g d) freleh(n) S AU

& 1 59.5%;

g olaAohdlo| E(4n) &
£zt 1-(9/F7FE-3-

Zt

A (Solid);

m.p.: 266C;

i NMR(DMSO-ds, 400MHz) : &y 11.116(s, NH), 9.071(s, NH), 8.700(s, NH), 8.224(s, 1H), 8.035(d,

J=7.6Hz, 1H), 7.887(d, J=8.8Hz, 2H), 7.598(d, J=8.8Hz, 2H), 7.440-7.318 (m, 4H), 7.103(t, J=7.6Hz,
1H), 2.468(s, 3H);

PCONR(DMSO-ds,  100MHz) : 6&c 196.283, 152.667, 144.763. 140.293, 136.020, 130.776, 130.150.

129.706(%2), 125.556, 122.395, 122.321, 120.131, 118.954, 118.295, 116.978(*2), 111.009, 110.960,
110.853, 26.344;

IT-TOF/MS: m/z 366.1218[M+Na] .
<AAo 17. 1-OF7HHE-3-9)-3-(2-HUE 29 d) -2 oH(50) ] AZ=>

HoE Ttz 1.5%9%e] Z2F o] AAolo]E(4a) WAl 1.29Ee] 2-UEZHY o] AA|o}|o]E(40)E
Y= dvk Ao A7) Ao 39 wke3l A WS A4S sl 7] BAXNE e 1-(9/7HE-3-

4)-3-(2-HEZH L) e 50)E LATt.
& 1 89.5%;
TAAF(Solid);

m.p.: 184TC;

I NMR(DMSO-ds, 400MHz) : &y 11.168(s, NH), 9.802(s, NH), 9.643(s, NH), 8.408(d, J=8.8Hz, 1H),

8.270(s, 1H), 8.100(d, J=8.4Hz, 1H), 8.043(d, J=7.6Hz, 1H), 7.696(t, J=7.8Hz, 1H), 7.468-7.343(m, 4H),
7.191-7.108(m, 2H);

13C NMR(DMSO-dgs, 100MHz) : &c¢ 152.214, 140.309, 137.214, 136.185, 135.510, 135.057, 130.628, 125.598,
125.441, 122.403, 122.337, 122.321, 121.843, 120.090, 119.020, 118.345, 111.042(*3);
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IT-TOF/MS: m/z 369.0946[M+Na] .

<AA o] 18. 1-(9F-7HHE-3-9)-3-(3-UE=ZH ) FaoH5p) 9 A=>

gE Fetade 1.59%Fe] 22y O]_/t’\]ohﬂo]‘z 4a) 2l 1.29%e] -HEZRHY o]AAolvlo]E(4p)E
Qi AT AS T 4] AAd 39 W FAD e FAL FAt] ] BAAE 2 1-(OF TP
4)-3-(3- quJﬂé)‘ﬂ‘EﬂO]’(E)p)e ‘:N\ﬂ[—

T 79.7%;
A (Solid);

m.p.: 234C;

i NMR(DMSO-ds, 400MHz) : &y 11.209(s, NH), 9.263(s, NH), 8.810(s, 1H), 8.697(S, NH), 8.318(s, 1H),

8.136(d, J=8.0Hz, 1H), 7.874(d, J=8.4Hz, 1H), 7.792(d, J=9.5Hz, 1H), 7.626(t, J=8.0Hz, 1H), 7.528-
7.408(m, 4H), 7.191(t, J=7.4Hz, 1H);

PC NMR(DMSO-ds, 100MHz) : &c 152.930, 148.180, 141.454, 140.285, 136.069. 130.652. 130.027, 125.540.

124.165, 122.387, 122.329, 120.147, 119.143, 118.295, 115.957, 111.956, 111.116, 110.993, 110.927;

IT-TOF/MS: m/z 369.0932[MNa] .
<AAle] 19. 1-(OFFHE-3-9)-3-(4-HE 29 d)F-2 oH5q) 2] AZ=>

gEE ZgtAT0] 1.59HY T2 olhAoly|o]E(4a) Al 1.29%9 4-UERHY o]hAjolYo]E(4q)=
P g ALshn ) A6l 38 wea FAD wE TAE FRstel o] BANE 2 1P
OE])_3_(4_]4—?;?&]%)%31]0]'(5(1)E C}\/\T;]—

T8 1 87.4%;
TAAF(Solid);

m.p.: 265C;

1H NMR(DMSO-dg, 400MHz) : &y 11.145(br, NH), 9.240(br, NH), 8.364(s, 1H), 8.191(d, J=8.8Hz, 2H),
8.052(d, J=7.6Hz, 1H), 7.727(d, J=8.8Hz, 2H), 7.461-7.341(m, 4H), 7.124(t, J=7.2Hz, 1H), 3.339(br,
NI ;

B0 OMMR(DMSO-ds. 100MHz) : Sc 152.494, 146.945, 140.647, 140.285, 136.127, 130.521, 125.573(+2),

125.202, 122.370, 122.296, 120.123, 119.020, 118.312, 117.258(*2), 111.009, 110.968;

IT-TOF/MS: m/z 369.0955[M+Na] .
<AA e 20, 1-(9HFiHE-3-2)-3-(4-oba] 3 D) R eloh(5r) o] AZ>

71 [9He-2] 219 & 20 yERd vbhe} o] 500m¢ A FHHS T ol 1-(9F-7HHE-3-4)-3-(4-HE=ZH ) f-d o}
(5q, 500mg, 1.44mmol)E ¥ 100m¢e] olete® &3t & ZatE AEH|olg|= 7} (Pd activated carbon,
50mg)S YWY, ol& FANE7] 35psidllA 3A1E E<F wREEGIY. HEES NS Aol E oA o Hslglor
eteR 4 3| AFHS f?, ool S 7L EE3E Y. £ AXHEGHS A7) Yl A7 FF NS o5 (n-9
A0 dEOAHOIE = 2:1)& ARSI At A" azRvtEadgz gEste] 7] BAAE e -
(9F7HFE-3-9) -3~ (n-o}r] =3 d) el o} (5r) & LA},

TE 1 8.2%;

A (Solid);

m.p.: 343C;
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[0228]
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[0230]
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I NMR(400MHz, DMSO-ds): &y 11.071(s, NH), 8.449(s, NH), 7.127-7.083(m, 2H), 8.190(s, IH+NH), 8.010(d,
J=8.0Hz, 1H), 7.436-7.336(m, 5H), 7.127(s, NH), 7.104(s, 1H), 6.858( s, 1H#NH), 6.655(s, NH), 6.534(d,
J=8.4Hz, 1H);

13C NMR(150MHz, DMSO) & 153.4, 143.7, 140.2, 139.1, 135.5, 131.7, 125.3, 124.9, 122.3, 120.5, 120.0,
118.5, 118.1, 114.1, 110.9, 110.8, 110.0;

+

IT-TOF/MS: m/z 317.1262[N+H]
<A 21, 1-(9F7HHE-3-9)-3-(4-F 2 2obr =5 ) F el oh(5s) o] A|=>

F71 [RESA] 219 ©A 3o yeld whel o] 50ml ghE=ZEtaAe 1-(9F7HHE-3-Y)-3-(n-o] =3 d)
Hok(5r, 50mg, 0.16mmol)E Yl 30mLe] ofA|Ee] &afldk & 3N GAHHC)S A7t t)k. o] = AFLo A 3471
b wRkel o =2 v FiES AEFTo] YA sty olAELR 43 MHS & Ayl A4S 1=

AA 7] BRRE 2 1-(9F7HEE-3-9)-3-(n-F 2 2ol e d) FdoH(5s) & BTt

T 24.8%;

LA (Solid);

m.p.: 236°C;

'H NMR(DMSO-ds, 400MHz) : &y 11.138(br, NH), 10.005(br, NH,Cl), 9.298(s, NH), 9.004(s, NH), 8.225(s,

1H), 8.026(d, J=8.0Hz, 1H), 7.597(d, J=8.4Hz, 2H), 7.452-7.333(m, 4H), 7.285(d, J=8.6Hz, 2H), 7.114(t,
J=7.4Hz, 1H);

PC MMR(150MHz, DMSO) 6. 153.072. 140.270, 140.226, 135.808, 131.171, 125.455. 124.456, 123.683,

122.341, 122.320, 120.008, 118.645, 118.572, 118.222, 110.975, 110.909, 110.319.

st7] 3 2 7] Al 3-2104 A SEEe sheAE YERIY.
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No | sipg w3 paa r2
NN
1 -{8H-carbazol-3-v])-3-propvl ~(CHglr~CH
3 50 ) ! 9%7.33 | il ini
urea N
H
NN
. 1-{9H-carbazol-3-vI)-3-hexviu . “~(CHg):-C
4 5b ' 29.41 (e
rea N
H
1-{9H~carbazol-3-v1)-3 1 N._R
- " ~(9H-carbazol-3-v1}-3-nonyh - = ey (CHaleCH
De H1.49 | | :
? ™ rea " [‘/‘v’: N = r =
H H
-{9H—-carbazol-3-vl)-3-cyvcloh oy LWL
6 5 ’ %07.39 Crry = 1§,
exvlurea #F “E_
1 -9 bazol-3-v1)-3-1 1 R Hv@
~-(9H-carbazol-3-v1)-3-benzy
7 5¢ 3 315.37 YL
urea N =
H
1-{9H-carbazol -3-v1)-3-(Turfur 1“ H\.@
8 5 i 305.33 Dud !
viurea ZN S
N
-(9H-carbazol-3-vl)-3-phenet H -HH(C ].©
g Sg 329,40 il e o
hvlurea N o
H

[0234]
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[0235]
[0236]

[0237]
[0238]

[0239]

[0240]

[0241]
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H H
R 1-(9H carbazol-3-v1) -3 (4-met o R, N
10 5h - me |y L
hoxyphenethyilurea u GCHy
| (3 carbazal 3 y1} 3 phenyl N @
. carbazol - JS-yii - INENYL ~— i
11 54 ’ pem 343,42 CL_,@ Y tCHs
propylurea i Q
4
) 1 (9H carbazol 3 ¥1) 3 phenyl o N chn,;-@
12 5i : B745 ©:@’ X E
butviurea H
H H
~ 1 (9 carbazol 3 ¥1) 3 phenyl i ”‘Tr”
13 Bk 301.34 X
urea '
H
H H
» 1 (94 carbazol-3-v1)-3-(4-eth —_— w“y“—@“’*"*
g 3 3294 :
yiphenyllurea N
H
y . HoH ol
) ) 1 (94 carbazol-3-y1)-3-(4-chlo o N‘r-’
15 Sm : 33679 O ‘ o
rophenyllurea NS
]
HH
. N 1 (9 carbazal 3-¥1)-3-(4-acet ) "-Tr i
16 56 : 343 38 CL_/@' i
yviphenvilurea N
H
Y
- 1- (94 - carbazol -3-¥1) -3 (2-nitr ; N‘II’ :
17 30 . 3634 I
ophenyllurea N QN
&
1 (94 carbazol-3-v1) -3-(3-nitr B
s | " 4634 ¥
ophenyljurea " NGz
H
M H
~ 1 -(9f-carbazol-3-v1)-3-(4-nitr =z et ®_“°=
19 % 34631 m’ I
ophenvllurea N
H
H H
1 - (94 carbazol-3-v1)-3-(4-ami N "‘—'< }“““‘:
20 v 316.36 (:C@' T
nophenvliurea -
H
H H
o 5 1 -{9 H-carbazol-3-yl)-3-(d-chlo 150 82 WNIN_@—NW
h reaminolphenyllurea h \ﬂ

(354 3]

L =

1. 9H-carbazole

DAY 22~24 A=

NG: NHz
N

7. %-methyl-3-nitro 8. Q-meﬂwl-l} amino

. Q-methyl-carhazule cabaaka carbazole

<AA 4 22. o-Hd-FuE(6) ] A=>

& 80.3%;

TAF(Solid);

" NMR(CDCI,

of7lel aoEsiee BAF AN F 10TAA 2447 ABFEAG.
o, EFT AYEOT D) A9 P TN A5
Z A=

400MHz): &y 8.088(d,

319 @A 1o veRE wEe} Zo] 500ml BT ZgkIol| 9F-7HuFE(1, 20g, 0.119mol)E ¥t
3 = 3geke] FaslAE (KON 0,199 Fg+e JdH2(18-crown-6)S Po] 2057+ 71493k

o

ojF Mo W7t

o 13X

odobAlEle]E = 15:1)5
mtEIu R ZEste] §7] A e 9-vE-7hkE(6)S AT

J=6.8Hz, 2H), 7.464(t, J=7.6Hz, 2H), 7.374(d, J=8.0Hz, 2H),
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[0243]

[0244]

[0245]

[0246]

[0247]

[0248]

[0249]

[0250]

[0251]

[0252]

[0253]

[0254]

[0255]

ZIHSdl 10-2016-0094802
7.223(t, J=7.4Hz, 2H), 3.809(s, 3H);
13C NMR(CDCl3, 100MHz) : &c¢ 140.927, 125.622, 122.708, 120.255, 118.773, 108.375, 28.995.

<AAlo 23. -WE-3-UEZR FHIE(7)9] A=>

A7) [9-e4 319 Wﬂ 20 vEhd ulel o] 500md = ZEkaIe] 100me] FFeh 9-wlEIkakE(6,
10g, 0.055mol)S ¥l 40TCAA 3 A7+ o mukslgltl. o 7)o 9mee] 60% ZAHHNO,)S A 7bst & o) A|zF
A

o 10 EE 80-90CE Ak vk gl 34 - es FREglen), weds dEow o

olo

749 5 AsSE el Wk el AdE A =d2 AR F SRFE 5 3] AHslen, 55T dx
7104 143 Az T Aol AL domee] o doAlelo] E9k 20mee] ofAlES ¥al &3 AlH7|E 102
B RAGAR - ofstsilon] o2 Hxdte] s17] EAAE e 9-ME-3-HER JhEE (TS E9dth

S8 1 45.3%;
A AF(Solid);
'H NMR(DMSO-ds, 400MHz): &4 9.125(d, J=2.0Hz, 1H), 8.367(d, J=7.6Hz, 1H), 8.314(dd, J=2.4, 8.8Hz, 1H),

7.721(d, J=9.2Hz, 1H), 7.674(d, J=8.4Hz, 1H), 7.571(t, J=7.6Hz, 1H), 7.318(t, J=7.4Hz, 1H), 3.922(s,
CHs) .

<AA e 24. 9-rP-3-opvlx FHIE(B)S] AZ>

A7) [9-gA 31e] @A) 3] e ke o] 500me TLgFuRS el 9-vlE-3-UE= FhE(7, g, 0.022m01)S
Yal 200mee] kR gagk § ZebE NEWo]E]= M (Pd activated carbon, 10%, 500mg)S WATH. o
S F2uke7] 3opsiclA 3AF Eob wnbeklon, vk ool Azo] madlo] AlRbA= As gl 5
WS TR WSl 400mee] obES Ha AAS &aEdien, ofF 3% HAX i el
ofafetglon opAEoR = 3] AHZ ¥, oS AYEFH SISt wFE EekaAd] SRS 400mee FaL
M AAHENE HHs ArishuA wnteiglon Fekada W AAe] d& Gt s SRl =% 8§t
ATt ojuf o] A= pH2-30] HUTh. WhENE 108 o WAl F o Ao ofsiglon, of o
of A ERS A% Yol mutsiglon, &9 97]%7) pHl0-11 A= =W Fekx=a ol dHe] B4
sof o] & SRR AHE oste] AP w9 7] =AAE A 9-vlE-3-ov Ik (8) & ASdH

T8 : 69.3%;
A (Solid);
H NMR(DMSO-dg, 400MHz) : &y 7.918(d, J=7.6Hz, 1H), 7.432(d, J=8.4Hz, 1H), 7.344(t, J=7.0Hz, 1H),
7.272(d, J=6.4Hz,1H), 7.259(s, 1H), 7.059(t, J=7.2Hz, 1H), 6.824(dd, J=2.4, 8.4Hz, 1H), 4.728(s, NH2),
3.746(s, CHy);

13C NMR(DMSO-ds, 100MHz) : &c 141.577, 140.853, 133.970, 125.038, 122.593, 121.679, 119.851, 117.571,
115.101, 109.297, 108.712, 104.011, 28.872.

Sk7] & 3ol 7] AAlel 22-24004 € shehEEe] dhehAe dERlSIT
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[0256]

[0257]

[0258]
[0259]

[0260]

[0261]
[0262]

[0263]

[0264]

ZIHSd 10-2016-0094802

#£ 3
Na. IR WA 2k T
a
22 6 9-methyvl-carbazole 181.23 N =
CHs
- NO,
23 i 9-methyvl-3-nitro carbazole 226.23 | = N
CHs
o~ NHy
24 8 Y-methyvl-3-amino carbazole 196.25 N = |
CH,
(284 4] @ AAle] 25~41 Fx
NH, =
e 1 T
+ R-N=C=0 o
N N
| |
8. 3-methyl-3-amino 3. isocyanate 10. 1-(3-methyl-carbazol-3-yl)
carbazole -3-urea derivative
9a: R={CH.)}CHs 102 R={CHshCH,
9b. R={CH.)CH: 10b. R={CH,):CHa
9¢. R=-{CH.)CHa 10c; R=-{CH,)CH,
8d. R=-cyclohexyl 10d; R= <yclohexyl
8e. R=-LCH.Ph 10e; R=-CH:Ph
9f - R=-CH(2-furanyl) 10f . R= -CHo(2-furanyl)
99. R=-CH.kPh 109 R={CH,)Ph
8h: R={CH.)(4-CH,0-Ph) 10h; R= {CH,)(4-CH.0-Ph)
8i . R=-{CH.kPh 10i ;. R={CH.)Ph
9] . R=-{CH.).Ph 10] . R=+{CH.)Ph
8k. R=-Ph 10k ;. R=-Ph
91 © R=-4-(CH.CH.)}Ph 101 - R= 4-(CH,CH.)Ph
8m: R=4-Cl-Ph 10m: R= 4-Cl-Ph
9n: R=-4-Ac-Ph 10n: R=4-Ac-Ph
90 R=-2-NO-Ph 100; R=-2-NO--Ph
9p. R=-3-NOPh 10p: R=-3-NO,-Ph
9q. R=-4-NOPh 109; R= 4-NO,-Ph
<AA 4 25. 1-(9-WE-IHulE-3-Y)-3-Z2 G- o} (10a) ] A=>
371 [9bgA) 419] @Al 1ol dehd wpel o] 100me FheE=EEhsFe] 9-wE-3-obv|:mshbE(8, 100mg,

0.510mmol, leq)E ¥ 30me] < EHEdS =& F2H(THF anhydrous) o2 £33 3 1. 798 T2 o]4A
oMol E(9a)E Wil, AFollAl 72A17F EoF wwkelgith. wdbE wRgEole 79l FEeiglon &%t AdE

O T 1w = H l PA—
(100)& 27 93 37 559 ol 54 m-a2 : o dolElo]E = 8:1)& AHgsto] Helzbd Ay azviE
adez Bl 7] BYNE 2 1-(9-WE-shikE-3-)-3- 22 Bfeloh(10a)E At

T 76.7%;
A (Solid);

m.p.: 186C;

i NMR(DMSO-ds, 400MHz) : &y 8.320(s, NH), 8.182(d, J=2.0Hz, 1H), 8.023(d, J=7.6Hz, 1H), 7.517(d,
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[0265]

[0266]
[0267]

[0268]

[0269]
[0270]

[0271]

[0272]

[0273]

[0274]
[0275]

[0276]

[0277]
[0278]

[0279]

[0280]

[0281]

[0282]

[0283]

[0284]

[0285]

ZIHSd 10-2016-0094802

J=8.0Hz, 1H), 7.454-7.354(m, 3H), 7.140(t, J=7.2Hz, 1H), 6.078(t, J=5.6Hz, NH), 3.815(s, CHj),
3.065(td, J=6.8, 5.6Hz, 2H), 1.482-1.410(m, 2H), 0.884(t, J=7.6Hz, 3H);

13C NMR(DMSO-ds, 100MHz) : &c¢ 155.779, 140.968, 136.325, 132.636, 125.507, 121.876, 121.835, 120.008,
118.246(%2), 109.725, 109.025, 108.926, 40.957, 28.946, 23.133, 11.385;

IT-TOF/MS: m/z 304.1384[M+Na] .
<AA 4 26. 1-(9-vE-7HulE-3-)-3-A A F-loH(10b) <] A=>

s Febaad 1799l Zed oladohiol =) Bl 17398 @ o aAchiol=(oh)E Wi 4
Asletin 4] ANl 250 W} BAT wg FAL FAete] ] BHAR 2 1-(O-ME-TE-3-2)-
3- A Gdo}(10b) S AU}

TE L 72.2%;
A (Solid);

m.p.: 171C;

i NMR(DMSO-ds, 400MHz) : &y 8.326(s, NH), 8.191(s, 1H), 8.024(d, J=7.6Hz, 1H), 7.514(d, J=8.0Hz, 1H),
7.454-7.361(m, 3H), 7.140(t, J=7.4Hz, 1H), 6.066(t, J=5.6Hz, NH), 3.813(s, CH3;), 3.096(td, J=5.6,
6.4Hz, 2H), 1.433-1.274(m, 2H), 1.274(m, 6H), 0.868(t, J=6.8Hz, 3H);

e NMR(DMSO-ds, 100MHz) : &c 155.770, 140.968, 136.317, 132.636, 125.499, 121.876, 121.843, 119.991,
118.238(%2), 109.700, 109.009, 108.910, 39.146, 31.061, 29.876, 28.921, 26.105, 22.113, 13.937;

IT-TOF/MS: m/z 346.1868[MNa] .
<AAd 27, 1-(9-HE-FHa}E-3-Y)-3-=d 7 oH(10c) & A=>

e Zehado] 1.79%e T2 o]2Ajohdo]E(9a) thAl 1.4F%0] wd o]2Alolo]E(9e)E Y At
ASEi 7] AAe] 259 W FAF NS FAHL FAste] ] BAAE 2tE 1-(9-vE-shutE-3-d)-
3—‘:.%4_%31]0]-(106)3 c:/\AE]'

F& 1 96.7%;
A AF(Solid);

m.p.: 163TC;

I NMR(DMSO-ds, 400MHz) : &y 8.316(s, NH), 8.186(d, J=2.0Hz, 1H), 8.020(d, J=7.6Hz, 1H), 7.513(d,
J=8.4Hz, 1H), 7.450-7.353(m, 3H), 7.137(t, J=7.4Hz, 1H), 6.056(t, J=5.8Hz, NH), 3.812(s, CHj),
3.089(td, J=6.8, 5.8Hz, 2H), 1.430(m, 2H), 1.264-1.244(m, 12H), 0.842(t, J=6.8Hz, 3H);

13C NMR(DMSO-ds, 100MHz) : &c¢ 155.754, 140.976, 136.317, 132.653, 125.491, 121.885, 121.852, 119.991,

118.229(%2), 109.692, 109.017, 108.910, 39.138, 31.300, 29.925, 29.036, 28.929, 28.847, 28.699,
26.443, 22.113, 13.962;

IT-TOF/MS: m/z 388.2333[M+Na] .
<A 4 28, 1-(9-HE-F1u}E-3-Y)-3- A EZF A F-Fo}(10d) ¢ A=>

g= Zelazel 1.79%e Zz@ o aAohiol=(9a) ol 129 AFRA o £AohelE(9D)E ¥
AR ASIBa A7) Aae 25e] wgt BA Mg FAL FAel 8] BAAE 2 1-(o-E-shE
3-91)-3-A1F =84 freloh(10d) & AT,

Ll

& 1 73.3%;
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[0286]

[0287]

[0288]

[0289]

[0290]
[0291]

[0292]

[0293]
[0294]

[0295]

[0296]

[0297]

[0298]
[0299]

[0300]

[0301]
[0302]

[0303]

[0304]

[0305]

[0306]

[0307]

ZIHS3d 10-2016-0094802

A (Solid);

m.p.: 261C;

I NMR(DMSO-ds, 400MHz) : &4 8.234(s, NH), 8.182(s, NH), 8.023(d, J=8.0Hz, 1H), 7.517(d, J=8.0Hz, 1H),

7.453-7.396(m, 2H), 7.354(d, J=8.0Hz, 1H), 7.141(t, J=7.4Hz, 1H), 6.002(d, J=7.6Hz, 1H), 3.816(s,
CHy), 3.489(m, 1H), 1.843-1.813(m, 2H), 1.655(m, 2H), 1.529(m, 1H), 1.325-1.270(m, 2H), 1.187-1.159(m,

3);
BCOMMR(DMSO-ds. 100MHz) : Sc 154.964, 140.968, 136.284, 132.628, 125.499, 121.843(x2). 119.991,

118.229, 118.098, 109.536, 109.017, 108.935, 47.667, 33.120, 28.929, 25.274, 24.426;

IT-TOF/MS: m/z 344.1714[M+Na] .
<AA 4 29. 1-(9-vE-FHulE-3-)-3- A el oH(10e) ] A=>

HE FTaTel 1.79%9 Z29 o|AhAold[o]E(9a) tl4l 1.29 7] Ml o] nAoldo]E(%e)E Y& AT
Aolstar A7) Ao 259 WSt FAI wkS FAL S Y] ] BEAAE 2z 1-(9-vE-7lulE-3-Y)-
-l AGH o (10e) S AT},

FE 1 77.8%;

LA (Solid);

m.p.: 244°C;

'H ONVR(DMSO-ds, 400MHz) : &y 8.491(s, NH), 8.214(d, J=2.0Hz, 1H), 8.033(d, J=7.6Hz, 1H), 7.521(d,
J=8.0Hz, 1H), 7.459(d, J=8.8Hz, 1H), 7.438-7.384(m, 2H), 7.360-7.328(m, 4H), 7.259-7.238(m, 1H),
7.143(t, J=7.2Hz, 1), 6.575(t, J=6.0Hz, NH), 4.330(d, J=5.6Hz, 2H), 3.819(s, CHi);

PC MMR(DMSO-ds 100MHz) : &c 155.779. 140.984, 140.630, 136.424, 132.464. 128.290(+2), 127.137(%2).
126.668, 125.540, 121.852(x2), 120.032, 118.361, 118.279. 109.898, 109.050, 108.967. 42.842. 28.954;

IT-TOF/MS: m/z 352.1392[MNa] .
<A A9 30, 1-(9-WE-FH}E-3-9)-3-HF A5 o}H(10f) o] A=>

P Zepadgo)] 1,793 L2d o] 4Alold|o] E(9a)
ooALEm Y] AXNd 259 wsd HUY
1-(9-WE-7HE-3-U)-3-HF L FoH10H & LA

& © 66.4%;

A4 (Solid);

m.p.: 219C;

1H NMR(DMSO-dg, 400MHz) : &y 8.460(s, NH), 8.199(d, J=1.6Hz, 1H), 8.036(d, J=8.0Hz, 1H), 7.588(d,
J=0.8Hz, 1H), 7.521(d, J=8.4Hz, 1H), 7.469-7.370(m, 3H), 7.144(t, J=7.4Hz, 1H), 6.502(t, J=5.6Hz, 1H),
6.399(t, J=2.4, 1H), 6.272(d, J=3.2Hz, 1H), 4.317(d, J=6.0Hz, 2H), 3.791(s, CHs);

13C NMR(DMSO-dg, 100MHz) : &c¢ 155.499, 153.383, 141.997, 140.993, 136.473, 132.299, 125.556,

121.852(%2), 120.040, 118.328, 118.295, 110.449, 109.914, 109.050, 108.984, 106.407, 36.215, 28.954;

IT-TOR/MS: m/z 342.1184[M4Na] .

<AA4 31, 1-(9-wE-7HulE-3-)-3- A Dl oH(10g) o] A=>
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[0308]

[0309]
[0310]

[0311]

[0312]

[0313]

[0314]
[0315]

[0316]

[0317]
[0318]

[0319]

[0320]

[0321]

[0322]
[0323]

[0324]

[0325]
[0326]

[0327]

[0328]

ZIHSd 10-2016-0094802

gtes ZEtade)] 1.79%e T2F olhA|olY|o]E(9a) WAl 1.293F2] dAdlodo]AlolYo]E(9g)E Y+
Amk Aelslar A7) AAd 259 HEE-3l F£AE WS A4S sl 7] BAXNE 2te 1-(9-WE-FlulE-3-
d)-3-HdFdloH(10g) & LATt.

& 1 67.5%;
A AF(Solid);

m.p.: 209C;

I NMR(DMSO-ds, 400MHz) : &y 8.427(s, NH), 8.202(d, J=2.0Hz, 1H), 8.032(d, J=7.6Hz, 1H), 7.517(d,

J=8.0Hz, 1H), 7.457-7.396(m, 2H), 7.367(dd, J=1.6, 8.8Hz, 1H), 7.333-7.296(m, 2H), 7.253(d, J=6.8Hz,
2H), 7.227-7.191(m, 1H), 7.145(t, J=7.2Hz, 1H), 6.078(t, J=5.6Hz, NH), 3.813(s, CH3;), 3.390-3.334(m,

2H), 2.771(t, J=7.4Hz, 2H);

13C NMR(DMSO-ds, 100MHz) : &c 155.713, 140.993, 139.684, 136.382, 132.554, 128.718(*2), 128.388(*2),
126.075, 125.540, 121.868, 120.040, 118.287(%2), 109.799, 109.050, 108.967;

IT-TOF/MS: m/z 366.1545[M+Na] .
<AA 9 32. 1-(9-HE-7HutE-3-U)-3-(4-H SA Al &) F-@loH(10h) &) A=>

ghes Tehado] 1.79%9 Z2 o xAohilo] E(9a) Al 1.29%¢] 4-Hl 5 Aol o] AAlolu]o] E(9h) S
B AT ASIST 7] AN 259 Wgat BA we TAL FAske] B BAAE 2 1-(9-v -t
)-3-(4-H|Z A Aol D) F-ell oF(10h) & DAt

T8 1 52.5%;
A (Solid);

m.p.: 209C;

H ONMR(DMSO-ds, 400MHz) : 64 8.414(s, NH), 8.197(d, J=2.0Hz, 1H), 8.030(d, J=7.6Hz, 1H). 7.517(d,
J=8.0Hz, 1H), 7.455-7.397(m, 2H), 7.362(dd, J=2.0, 8.4Hz, 1H), 7.174-7.125(m, 3H), 6.872(d, J=8.4Hz,
9H). 6.034(t, J=5.8Hz. 1H), 3.814(s. CHiy), 3.714(s, CHy), 3.327-3.293(m, 2H). 2.698(t. J=7.0Hz. 2H);

“C MMR(DMSO-ds. 100MHz) : &c 157.656, 155.680, 140.976. 136.358, 132.571, 131.467, 129.640(%2).

125.523, 121.885(%2), 120.016, 118.262(*2), 113.792(%2), 109.758, 109.033, 108.951, 54.969, 40.998,
35.128, 28.937;

IT-TOF/MS: m/z 396.1660[M+Na] .
<A A9 33. 1-(9-WE-FM}ZE-3-¢)-3-HdZ =2 FHo}(10i) 9 A=>
Fulo

O

3

QO

ghe= Zakado] 1,793 Z2d o] 44
= AR Alejstar 7] AA e 259 Wk}
-d)-3-vdZ 2 FHok(10i)E AUt

Nt

E(
u
ol

a) Al 1.29%e] sdZayd oliAehdo]E(91)E ¥
A& s 7] =4S Z2e 1-(0-vE-IhE

OPH
rSL' )
olo
of

F& 1 73.9%;
A AF(Solid);

m.p.: 181C;

I NMR(DMSO-ds, 400MHz) : &y 8.356(s, NH), 8.191(d, J=2.0Hz, 1H), 8.025(d, J=8.4Hz, 1H), 7.517(d,

J=8.4Hz, 1H), 7.436(t, J=8.8Hz, 2H), 7.376(dd, J=2.0, 8.8Hz, 1H), 7.303-266(m, 2H), 7.222(d, J=6.8Hz,
2H), 7.231-7.214(m, 2H), 6.153(t, J=5.6Hz, NH), 3.815(s, CH;), 3.121(dt, J=6.4, 6.8Hz, 2H), 2.619(t,
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[0329]

[0330]
[0331]

[0332]

[0333]
[0334]

[0335]

[0336]

[0337]

[0338]
[0339]

[0340]

[0341]
[0342]

[0343]

[0344]

[0345]

[0346]
[0347]

[0348]
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J=7.6Hz, 2H), 1.758(quint, J=7.2Hz, 2H);

13C NMR(DMSO-ds, 100MHz) : &c 155.803, 141.775, 140.984, 136.358, 132.604, 128.314(x4), 125.737,
125.523, 121.885, 121.852, 120.024, 118.312, 118.262, 109.791, 109.042, 108.951, 38.792, 32.552,
31.728, 28.954;

IT-TOF/MS: m/z 380.1720[M+Na] .
<AAe 34. 1-(9-vE-FHtE-3-Y)-3-sd 7 el oH(10j) o] A=>

P Tehazel 179%el mad olxAohilolE(0a) thl 1.2gerel AU olxAohilolE(9)E Wi
@ ASIShT A7 AN 259 WE BAT W FAE FaAsel 6] BAAE 2E 1A
-3-H I BE S o}10])E AT},

& 63.7%;

° m M

~—

A (Solid);

m.p.: 181C;

i NMR(DMSO-ds, 400MHz) : &y 8.313(s, NH), 8.181(d, J=2.0Hz, 1H), 8.020(d, J=7.2Hz, 1H), 7.515(d,

J=8.4Hz, 1H), 7.452-7.359(m, 2H), 7.364(dd, J=2.0, 8.8Hz, 1H), 7.285-7.248(m, 2H), 7.210-121(m, 4H),
6.084(t, J=5.8Hz, NH), 3.811(s, CHy), 3.129(dt, J=6.8, 6.0Hz, 2H), 2.597(t, J=7.6Hz, 2H), 1.589(quint,

J=6.8Hz, 2H), 1.466(quint, J=7.6Hz, 2H);

e NMR(DMSO-ds, 100MHz) : &c 155.787, 142.211, 140.984, 136.349, 132.628, 128.323(%2), 128.248(*2),

125.663, 125.523, 121.893, 121.852, 120.016, 118.270(x2), 109.758, 109.042, 108.951, 38.940, 34.898,
29.621, 28.954, 28.501;

IT-TOF/MS: m/z 394.1875[MNa] .

<AAle] 35. 1-(9-HE-7HulE-3-9)-3-Fd-f-#H oF(10k) o] A =>

ge= Zalagol 1.79%e =29 o]iAjoldlo]E(9a) thal 1.29%2] 3d o] AAlolo]E(%K)E YW A7
Aolstar A7) Ao 259 WSt T3 WS FAS Y ] BAAE Zte 1-(9-vWE-7IhE-3-)-
3-Hdfdoh(10k)E L ATt.

& 78.8%;

IA4(Solid);

m.p.: 256C;

'H NMR(DMSO-ds, 400MHz) : 6, 8.654(s, NH), 8.615(s, NH), 8.270(d, J=2.0Hz, 1H), 8.085(d, J=7.6Hz, 1H),

7.550-7.415(m, 6H), 7.279(t, J=7.8Hz, 2H), 7.164(t, J=7.4Hz, 1H), 6.953(t, J=7.4Hz, 1H), 3.838(s,
CHs);

13C NMR(DMSO-ds, 100MHz) : &c 153.045, 141.034, 140.046, 136.786, 131.566, 128.767(%2), 125.663,
121.909, 121.843, 121.539, 120.139, 118.699, 118.394, 118.073(x2), 110.507, 109.107(x2), 28.987;

IT-TOF/MS: m/z 338.1238[M+Na] .

<AAld 36. 1-(9-vE-7HtE-3-U)-3-(4-od3 )R oH(101) 9 A=>

k)

ST Eepado] 1793 22B olalollloE(%a) HA 1233l 4-olusd o aAlollo| E(9)E 4
AW ARl 7] A 259 eI FUE Mg TAES SAS] ] AR e 1-0-dd-ThilE
3-

D)-3-(4-el DA frellob(10D)E LA,

Nl



[0349]
[0350]

[0351]

[0352]

[0353]

[0354]

[0355]

[0356]

[0357]
[0358]

[0359]

[0360]

[0361]

[0362]
[0363]

[0364]

[0365]
[0366]

[0367]

[0368]

[0369]

[0370]
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T 1 84.5%;

A (Solid);

m.p.: 258C;

1H NMR(DMSO-ds, 400MHz) : &y & 8.570(s, NH), 8.552(s, NH), 8.263(s, 1H), 8.079(d, J=8.0Hz, 1H),

7.548-7.492(m, 2H), 7.450-7.382(m, 4H), 7.160(t, J=7.4Hz, 1H), 7.109(d, J=7.2Hz, 2H), 3.836(s, CHs),
2.536(q, J=7.6Hz, 2H), 1.153(t, J=7.6Hz, 3H);

13C NMR(DMSO-ds, 100MHz) : &c 153.103, 141.034, 137.675, 136.876, 136.728, 131.690, 127.969(*2),

125.655, 121.909, 121.852, 120.139, 118.633, 118.386, 118.229(%2), 110.3952, 109.099(x2), 28.987,
27.521, 15.839;

IT-TOF/MS: m/z 366.1574[M4Na] .

<AAe] 37. 1-(9-"E-7hitE-3-9)-3-(4-F2 23 ) F e oH(10m) o] A=>

HoE Zetaze 1,793 Zzd o]AAolo]E(9a) Al 1.2@%9 4-FE2dd o] AA|ol|o]E(In) S
Y= vk AQ)sta 4] Ao 259 w3}t FUd g FAS 3] 7] BEAAE 2 1-(9-HE-Iha)
£-3-9)-3-(4-F=2299)FdloH10m)E LAt}

T8 61.8%;

A (Solid);

m.p.: 263C;

"H NMR(DMSO-ds, 400MHz) : 6y 8.807(s, NH), 8.652(s. NH), 8.255(d, J=2.0Hz, 1H). 8.079(d, J=7.6Hz, 1H),
7.552-7.501(m, 4H), 7.455-7.418(m, 2H), 7.321(d, J=8.8Hz, 2H), 7.163(t, J=7.0Hz, 1H), 3.839(s, CHs);

“C MMR(DMSO-ds. 100MHz) : &c 152.955. 141.050, 139.074. 136.885, 131.336, 128.602(x2). 125.713.

125.029, 121.901, 121.827, 120.156, 119.604(*2), 118.847, 118.435, 110.729, 109.140(*2), 29.003;

IT-TOF/MS: m/z 372.0850[MNa] .
<A A 38. 1-(9-Hd-7H}1=E-3-Y)-3-(4-otME D) Fd o} (10n) 9 A=>

ekl 1.79%e] =2 oj&Alotdle]E(9a) WAl 1.29%e] 4-opAldd o] Alol]o] E(n)E
ARk Alelskar 7] Aol 259 Wk FAT g 3G FIAst a7 BEAAE ke 1-(9-HE-7t
3-9)-3-(4-okAEEd) freloH(1m) & A ATt

g mm

F& 1 76.2%;

A F(Solid);

m.p.: 261C;

'H NMR(DMSO-ds, 400MHz) : &4 9.090(s, NH), 8.746(s, 1H), 8.261(d, J=2.0Hz, 1H), 8.076(d, J=8.0Hz, 1H),
7.888(d, J=8.8Hz, 2H), 7.599(d, J=8.8Hz, 2H), 7.536-7.494(m, 2H), 7.454-7.402(m, 2H), 7.148(t,
J=7.0Hz, 1H), 3.823(s, CH;), 2.490(s, CH;);

BCONR(DMSO-ds,  100MHz) © &c 196.251, 152.625, 144.714. 141.050, 136.975. 131.072. 130.167,

129.681(%2), 125.729, 121.909, 121.810, 120.180, 118.863, 118.460, 116.986(*2), 110.828, 109.149(%2),
28.995, 26.328;

IT-TOF/MS: m/z 380.1365[M+Na] .
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[0371]

[0372]

[0373]
[0374]

[0375]

[0376]

[0377]

[0378]

[0379]

[0380]

[0381]
[0382]

[0383]

[0384]

[0385]

[0386]
[0387]

[0388]

[0389]
[0390]

[0391]

[0392]
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<A 39, 1-(9-WE-7lE-3-Y)-3-(2-UEZEH YY) Fd o} (100) 2] AZ>

g Zglazo] 1,798 ZT2F o|kAoldo]E(9a) thAl 1.29%¢] 2-UE=RHY o] ihAJoly|o]E(90)E
Y= Aok Aesta Ay AAld 259 Wkben A vkS FAHS FIeY ] 2AHAE 2 1-(9-vE-Fh}
E£-3-9)-3-(2-yE=ZHY) ol (100) S LA

S8 1 45.8%;
TAAF(Solid);

m.p.: 2427C;

I NMR(DMSO-ds, 400MHz) : &4 9.850(s, NH), 9.655(s, NH), 8.409(d, J=7.6Hz, 1H), 8.311(d, J=2.0Hz, 1H),

8.113-8.072(m, 2H), 7.700(t, J=7.8Hz, 1H), 7.545(d, J=8.8Hz, 2H), 7.506-7.425(m, 2H), 7.173(t,
J=7.6Hz, 2H), 3.846(s, CHs);

13C NMR(DMSO-ds, 100MHz) : &c 152.181, 141.067, 137.214, 137.123, 135.460, 135.049(%2), 130.941,

125.779, 125.425, 122.346, 121.918, 121.860, 121.819, 120.139, 118.929, 118.526, 111.026, 109.239,
109.182, 29.003;

IT-TOF/MS: m/z 383.1098[M+Na] .
<AA A 40. 1-(9-HE-FHutE-3-U)-3-(3-UE =) fr# o} (10p) & A Z=>

= ZEtaTo 1.79%e] Z2F o]sAoldo]E(9a) Al 1.29%2] 3-UERFHY o]iAoldo]E(9p) =
L%X?lﬂﬂﬂiéﬁl@ﬂﬂzwl%% T3S 35t 7] BAAE Ze 1-(9-vE-vut
Z-3-d)-3-U-HEZHA D) Fd ot (10p) & AT},

& 1 70.3%;

v

A (Solid);

m.p.: 252C;

I NMR(DMSO-ds, 400MHz) : &y 9.211(s, NH), 8.787(s, 1H), 8.624(t, J=2.2Hz, 1H), 8.290(d, J=2.0Hz, 1H),

8.109(d, J=7.6Hz, 1H), 7.808(d, J=8.0Hz, 1HM), 7.727(d, J=9.6Hz, 1H), 7.578-7.519(m, 3H), 7.487-
7.424(m, 2H), 7.170(t, J=7.4Hz, 1H), 3.847(s, CHs);

PC NMR(DMSO-ds, 100MHz) : &c 152.914, 148.172, 141.429, 141.067, 137.049. 130.973. 130.035, 125.754,
124.190, 121.918, 121.835. 120.222, 119.069, 118.484, 115.998, 111.981, 111.108. 109.149(2), 29.012;

IT-TOF/MS: m/z 383.1108[M+Na] .
<A A 41. 1-(9-HE-7H1E-3-9)-3-U-UEZ YD) 8o} (10q) 9 A=>

g2 FEaFe] 1.79%e Tad o
g AR Aslsta A7) AAd 259 v
F-3-)-3-(-UEZAY) feloh100)F 29,

olflo] E(9a) thAl 1.293%2] 4-UE=RIH Y o]iA|olo]E(9q) S
S TAL FHsY ] BAHAE e 1-(9-WE-7m}

i

& 1 58.6%;

LA (Solid);

m.p.: 259C;

I NMR(DMSO-ds, 400MHz) : &y 79.447(s, NH), 8.881(s, NH), 8.293(d, J=1.6Hz, 1H), 8.189(d, J=9.2Hz,

2H), 8.097(d, J=7.6Hz, 1H), 7.726(d, J=9.2Hz, 2H), 7.553-7.520(m, 2H), 7.490-7.420(m, 2H), 7.170(t,
J=7.4Hz, 1H), 3.841(s, CHs);
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[0393]

[0394]

[0395]

[0396]

“CONMR(DMSO-ds, 100MHz) : 6&c 152.403, 146.764,

141.075,

ZIHSd 10-2016-0094802

140.762, 137.132, 130.751, 125.787,

125.178(%2), 121.926, 121.810, 120.197, 119.028, 118.517, 117.307(*2), 111.108, 109.182(%2), 29.003;

IT-TOF/MS: m/z 359.1169[M-H] .

3t7] 3t 4ol &7] Aol 25-41014 A E BgheEol s el

#% 4
No. | sige w3 g i
NN
- 1 -{9-methyl-carbazol-3-v1)-3-p o p‘ = [ R TH(CHale-CHs
2D 10a 281.35 e S s}
ropylurea N
CH,
NN
B} 1-(9-methyl-carbazol-3-y1)-3-h S 5 /j/ 3 (CHa)e=CHs
26 10b 323.43 gl el i
exviurea N G
CHs
N K
1 -{9-methyl-carbazol-3-v1)-3-n o ‘g “(CHz)g~CHa
27 10c 36551
onviurea N
CHa
H: H ::
P 3 , 5 N. N _‘/
1={9-methyl-carbazol-3-y1)-3-¢ TR T
28 10d ‘ 32142 L
velohexvlurea N
CH,
Y8
1=(8-methyl-carbazol-3-v1)-3-b . P NW”“%—-’
29 10e 329 .40 | o
enzvhirea N
CHg
H H 95
{ v . M. _N. S
1 -{%-methvl-carbazol-3-v1}-3-1 B = ‘]1’
30 100 319.36 | O
urfurylurea N R
CH,
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[0398]

[0399]

[0400]
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g X
: 1 -{9-methvl-carbazol-3-v1}-3-p - = g T{CHzlo e
31 108 M3 ([ T =
henethylurea N

CH,

H H
) 1-(9-methyl-carbazol-3-v1)}-3-( o M N Ay
32 10h 373.45 MH/ T |
4 by N DCH;
CH;

methoxyphenethyllurea

H H O
) 1-(9-methyl-carbazol-3-y11-3-p . - N‘]{N“‘icl-b_l: x
33 101 35745 | = 0
henylpropylurea N
H,
Ao D)
) 1 ~{9-methyl-carbazol-3-¥1)-3-p . Y T(CHak
34 1{y 371 .47 o]
henylbutylurea N
CHa
N, W
1 -{9-methyl-carbazol-3-v1)-3p = = N/
35 10k ' ¥ 358 r: < i I
henylurea FN
CH;

—

g _ {9-methyl-carbazol-3-yl)-3 .
36 101 343.42

W,
QO-Z
‘}' Y
7
ZT
o=(
ZT
|
S
£
o
'
2

4-ethylphenylhurea
N _N— )
) 1 ={9-methyl-carbazol-3-y1}-3-( ) < T
37 10m 9,81 <J o
4 -chlorophenylhurea N
CH;

—

i Ac
{9-methyl-—car bazol 3=yl }=3=( H_Q7
bt 10 3741 (:r/@/ \g

4~acetvlphenyliurea M
&H,
AR
39 11 1 -{9-methyl-carbazol-3-v1}-3-( — F i T
e 0 F Joilar [a]
2-nmitrophenvilurea r:: S QN
CH;
N R
1 ~{9-methyl-carbazol-3-y1)-3-( = T
40 10p i 360.37 | o
¥ 3-nitrophenylurea - ;I~.| NOz
CHa3

—_—

H H
M. N N
{9-methyl-carbazol-3-v1)-3-( N G
A1 104 SR Gt 360.37 I

nitrophenylurea 5
CHs

pay

<Add 1. FHE Fdot FEAY AH $F dA 84 Hp

B o o] AAdEo A AdE FMhkE fdlo} XA (carbazole urea derivative)d A% 23 A4 auS
29181 7] $18ke] [Arch Pharm Res, 2010, 33(3), 387-394]c] 7NAlE WHE o835t}

ol g, FHEAE I EzY Fo =wogrny FAL AHE T 0.8% ANEZA(citric acid, w/v), 2.2%
EfLF AEHO|E(trisodiun citrate, w/v), 2% HXAE=ZX*(dextrose, w/v)E X3 dol 23 oA A2
0.15% AEHCE dAER A (citrate dextrose, v/v) &N W-EAZ T 7] REEES 230X goll A 104 &<t
KA E2s]4 PRP(platelet rich plasma)E Ltk PRPE thA] 800x<gollA 15% FoF A& s 0.35%
BSA(bovine serum albumin)®} 0.4mM EGTA(ethylene glycol tetraacetic acid)E X3$F$t HEPES ® 3 (137mM

NaCl, 2.7mM KCl, ImM MgCl,, 5.6mM glucose, 3.8mM HEPES[4-(2-hydroxyethyl)-1-piperazineethanesulfonic

O

[

6.5)0] AMAate] Fawe Felakgivh. AH 23S HEPES W9 (pH 7.4)0] 4} 10 AE/m= %4
ste] A A A1 F TH(Atherosclerosis 2009. 206(2), 375-382). A% 3L Born(1963)3} Born&Cross(1963) <]
|

LT 53 W] MAE - A E A (aggregometer, Chrono-Log)® SA L. o]& &), 4% HANS &
AAEA oA 37CE WS, 1,000rpne 2 AE|F(stirring) 3+ 3, 2 g o] 3458 27 713,
3 5, dad 3o ZFA(collagen, 10ug/mb)oll 23] dojybr] Algtglon, A7) WS sk 2x= &
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[0402]

[0403]

[0404]

k1
o
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FEE (Guhd) 4T =38 Asi EX (%)
B EE Ea 53.90
3}3E 5k 59.80
3}1BE 5¢ 51.95
2SE 5d 52.66
FIEUE be 67.68
ZIEE &f 54.37
EEHE &g 5G.65
IS &h 89.97
I EE Bj 95.00
FHEE §5j 96.44
BIHE 5k 60.09
IS 5] 61.11
3}3E 5m 56.53
Z}IEE bn 50.09
IIHE ho 50.65
EEE Bp 50.60
EEE Bq 98.25

= e FHEHE br 5z.18
el = zIEIE b6s 61.55
ZIEE 10a 56.67

FIEE 10b 52.16

FEE 10c 50.00

ZIEE 104 55.70

TIEE 10e 52.15

TIEE 10f 50.72

2 10g E2.28

22 10h 50.00

ZEE 10§ 4.47

ZIEE 10j 51.32

FIEE 10k 52.00

ZIEE 101 50.60

ZIEE 10m 55.04

ZIEE 10n 56.47

EHEE 100 50.00

BHE 10p 57.99

BHE 10q TE.27

HEE (BpM) g4 =23 A 723 (%)

IYUE 4 12,47

FEE B 93,94
=

HEEEEE e LK 4245

_ FHES 9 33.80
71045027 2.2 ——

Fae e 16 19.07

H}EgE 17 3148

ZHEE 2o 34,56

ZEE 21 32 57

FAHZE =

A7 5 2 %1 & Fushd, B AFoA] s

A} 5pMe
3}3E 9
o} Ald e

o 1o

7hakE ot 3t

SELN

2] 744 Fput
g ole] Faw 53]
S 90% ool Baw ¢4 oA A¥} k. w=I FY

ke 1-3, 5a-b5s)o] 9-HHE
2 Ee 2w 53 oA aYr) 9 Aem 3

Al

do} Aol daw S oA A3
W7k 9ew 53 5i, 5j, 5q
sgHAY e E 9FTE &
-8, 10a-10q)°l Hl& Hutx o

)

st

Syl Y] FEERESF 4104502759 SRS HeorZal ASIEIE 4)9 GEA(SEE 6, 8, 9, 16, 17,



[0405]

[0406]

[0407]

[0408]

[0409]
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20 2 2D EA 5pMe FEolA & Be] sigh=aol vl dad & A a2 Aow Fldn,
<ddd 2. ANWIAY &I>

2 o SgE] AUMEAS gyl Hsl, 7] shgtEoe] MM(mouse liver microsomes; BD GentestTM,
Cat. No. 452701)o 4 A= BT ofe] Wzt7](half-life)E F3}th. Aol AFEH+=
7y Ak 10mM FHIE 24 dEal (deep freezer)ol H#AETI7} o] = 2mM(Ev] : acetonitrile)® 3|48}
AHE-SFA T

W2 b E] Al (alamethicin) (50xg/mg protein,), MgCly(5mM)7} Z3FE MM €99 (1mg/ml, pH 7.4, &9 0.1M

mim ¢
NI\
oX
_OL
9
0%
2
=

ﬂl

o

potassium phosphate buffer)S E&ol 164 o T & U 33w Ee Ix55535 #A110450275.9] 3}
28  saccharic acid 1,4-lactond} ZtzF &3tale] Hrisly, A7) 2 @il s £ IALF5EES A
104502759 ggEL HFTH=7F 1uM H=F, AFMEAE 1,4-3E(saccharic acid 1,4-lacton)2 HIFEE
SmMo] HEE EgHstion, E9tE Y&ES 37ColA 2837 Ak A v}, o] % NADPH(nicotinamide adenine
dinucleotide phosphate)(phase I tAF) <} UDPGA(uridine 5'-diphospho-glucuronic acid) (phase II tiAh)E
WhgHoll A HF F=7F ImMo] H %% H7bste] vhg-& AlASIATE. REEAIA & 0, 2, 5, 30, 60ClA oHE
HEZ §A(d3olA B 5 A AR)S REEHF < 200E 7Hste] £3tste] w38 FTAAZT. °
SFTAN ofAEYEH LMo WHEFEH (internal standard, IS)Z 50nMe] ZMalulA]# (carbamazepin

e) =]
ol #, WeAUS] ME APLA WALS FA) N AFRAVIE BEG AALAL FAHAL A
= 34719 & 60 YERRAT

AFRA 7= API 3200 LC- MS/MS QTRAP system, ZA2e Secuity Guard C18 guard column(2.0X4 . 0mn i.d.,

Phenomenex)< “#2H3k XTerra' MS C18 column(2.1X50mm i.d., 3.5um, Waters)= AM&3}¥a Aol A=

2)3to] Applied Biosystems Analyst 1.5.25 AFE3IATL. Ao AFR3E o] 542 A9} BE YFo]A] o]5Ate]
FETHE Fo APEAS BYstAT. ol AS0.1% v/v A A (formic acid)S EFEE FHF, oA
B 0.1% v/v 7|02k X3l oM EUEHR AT T, B8l 0.5% 592 o5 AE 95% 1AL
1ol o] AS 5%= 9% SR BFQow olFd A7 5%%1 ZHolA 43 fFAEGT. ol st &
2 0.3m¢/minol ATt AZFEA7]7]= HREo|2AXHo] A Ho]~(turboionspray interface)E& &ol& EE
(the positive ion mode)ollA] 5500VE Zrzslct. AzFRAI7|o] FEZHE& o2 AA(ion source)d <%
600C, 5 7}~(nebulizing gas)® < 5040 /min, BZ 7}2=(auxiliary gas)® +% 4.00 /min, AE 7}=

(curtain gas) % 200 /min, =% 7}2(collision gas : nitrogen)®] &+#& 3.5x10 Torro]Qitt.
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[0410]

[0411]

[0412]

[0413]
[0414]

[0415]

=
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X6
Rk = BR2F 2] (mind
FEHE 52 zz.a7
TEE 5b 1z.18
TEE Bc 19.48
FTE Bd z1.30
FEE Ge Zz.2d
TEE bf Z1.35
TEE bz 2243
TEE Bk 1952
FHE 5 2073
FEHE 5 z1.04
e 5k z1.85
TEHE 6] ZZAE
TEE Em z1.07
FITE bBn 19.90
FHE 5o Z0.87
FEE Bp 2275
5 THE Eq 23.06
g_ ?Eﬂ FEHE 5r 2274
SHaE FFE 5s 19.63
TEE 107 23.04
FEE 10b Z0.85
TEE 10c 2177
FEE 104 19.04
FEE 10= 19.95
FFEE 10t 1973
FEE 10z Z162
FEE 10n 22.83
TEE 101 2156
TEE 10 22.5
FFEE 10k zz.34
FFEE 101 P
RIS 10m ZERZ
IHE 10n 2336
TEE 100 2745
TEHE 10p 2553
TEE 104 22.26
s BEE] (rmin)
FEE 4 G.87
TSk 1583
SIZEEE 3 IEE 8 1354
Afale
A1045027 %) s 9 b
- = 16 13,76
TEe FHE 17 1227
s 20 16,34
FEE Pl 14 .45
A7l % 62 Fashd, 2 o] slghEo] ukhv)rt S 5E53 A|1045027%.2] F3HE B3] 2~4
2717 dof AW kAol §-greks o 4 9lo], B dge] eSS 3 A AsAZ
4 98 Aoz FAuHEr)

<Add 3. SN
A 3-1. FAEA

2 Hhﬂg] SRHE T WREAH R 1-(9F7EE-3-9)-3-(4-U E = A ) FaloH(5q) 2k 1-(9-
Zdfrol(10a)& Adeste] o]E sHgtEo] Wit HFE A3
14%011 MAE 54E& AR, ArES AAs] flste] E AdE Fdsislnh. dubHl

AsS tizwtel svhy], zF ddae sebeld wjAgsiolvh. ozt
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[0416]

[0417]

[0418]

[0419]

[0420]

[0421]
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1-(9FF71E-3-9)-3-(4-HEZH ) F&lloH(5q) 9 1-(9-vwE-7}uE-3-9)-3-Z2H F-# o} (10a) & 2.0g/ks( ¥
W9l FEAFNA AMEEE el 508 HR)e T2 77t AT T3t Fof 24A]3F Fo] Zhzhel x4}
S A A9, giFza 2. Og/kg FE 1-(9F7HFE-3-Y)-3-4-HEZ ) FdoF(5q)) 9 1-(9-wE-7}

HHE-3-9)-3- 2 ARl oH(100) 8 FoI T AFLE WF EHA
Aol 32 . A¥T € dzee P ¥ 23 54 Y

C57BL/6J AFE tdor &9 ZF A7(Z2A)d HA &= JTqS A7) Aste] & 29 sdE 5 ‘ZH—‘TXq
o= 1-(9F7ME-3-9)-3-(U-HERH D) Faloh(5q) & 1-(9-mE-7putE-3-9)-3-Z 2 A f-e o (10a) & Els
A guiwks Tk gizae] FEEEFE 8T F "IAS  AFHS| GPT(glutamate—pyruvate
transferase) % BUN(Blood Urea Nitrogen)2 @ U -5 Select E(Vital Scientific NV, Netherland) 7]
71E ol&3te] AT, 1 A, =54 BANE AR 4Ezl PTe Ag=A4 dAde Aoz 4
7 BUNS A9, dizwd vaste] ¥ ETE Zolg HolF gFdrt. =gk, 7 FEREYH 1 S
Hsl] B4AQ0 2240 AAAGS AA FEAnAoR 245 FES AYsiglon Folghk o]ifo] #z
=2 ekt

<AA4 1. BAL] Az>

w e shgtE 1-(9F7hE-3-9)-3-(-HEZHA D) FeloH(5q) 20gs HEQ A 175.9g, AL 180g %
FRo|=A it 323 ESIITE. o] Ed=el 100 Ate &S HIMAZ 5, A 14 vMAAE F3HA
Aok, olA& AFAI7IAL of7]el A 160g, 24 50g R ZEoFAF vhadle 5g& H7MelA AL e

S AR TEAT.

m

=
=

—‘\l
MWL

<AAA 2. FAAA S A 2>

o o] 3hghE 1-(9F7HEE-3-Y)-3-(4-UERH D) FE ok 5q) 0.52S SH7ol HAAA 100mE
th, o] &AL W] Ya 20Tl 30837 7Fgsle] AFA AT

n)
i
32

=9

=97

100

%

70 -

o

=

o o

oW

Rl 55

oo *

i 20

4

7l 10 -

o0
AAXR A B HA DR AT E AR AASS 28T e5rEE R ES S
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