ZIHS3d 10-2012-0140445

G (19) thgt?l=53] % (KR) (11) FANE  10-2012-0140445

(12) 3NESFR(A) (43) BALA 20124129319
(51) A5 EF(Int. Cl.) (71) &9
CO7C 331/24 (2006.01) CO7C 331/20 (2006.01) A sl i s e R
CO7D 285/00 (2006.01) CO7B 63/00 (2006.01) A% B2 2d7 7(AHE)
(21) &9 s 10-2011-0060186 (72) =}
(22) 294A 20119069219 AR
AT 20114069214 BT 45 w4z 28, BEHAOTE
106% 1013 (=9%)
(74) gl

AA AFE 0 F 2
(54) Wge] W3 3
(57) & ¢<F
2oy EHOoAME IFES a&do=m A3y fstel, f7] g2 FFgE EeAlP Sl
(thiocyanate ion)& HHSAIA F7] ELACH} &% E(organic thiocyanate)d} ©]AE] QA 33tE
(isothiocyanate)?] &&8d ZFES AAANII= @A 7] TFEF ofAol= o] 2(azide ion)S G714 =4
A W-SAA HE#ZE-5-El2(tetrazole-5-thione) S A 7]= Al & 7] HEZE-5-E 8 S8 5
AAsE GAE 2sdshe F7] HeAM) S3E8 Axse WS A,

E”EE_.J_4

NCS

©/\/SCN
©/\/




SIHS3 10-2012-0140445

58379 ¥

ATE 1
71 E=A I}FEF oA Lol (thiocyanate ion)S WHEAIA 7] EleA¢ral 3}8HE-(organic
thiocyanate) @ ©]AE]QA|¢kak 3}3l&(isothiocyanate)o] &3tE E3ES AAPA 7= G

A7) E3HET olxfol= o] (azide ion)S |7 ZHNA HHSAIA E|EFE-5-FE](tetrazole-5-thione)&
AXFNE @A L

A7) HESES-E g SR AAsE W

>

2 x3ee f7] HoAekt eSS AlxstE Wy,
A3 2
Ao oA,

A7) §7] R SRS 7] HAe AN e, P
RXCHZ] Aol RE 9, Akl 4, 9old, AsE AoAY, Avld, AR WY, G=A, A &
A, obal, opdotrli, obASA], ofuln, AFE opvli, orwmFtEnd, olwElestEnd, opvwzte
wdoprli:, opvElestEnd ofpli, opunetERdS A, oprwmHEd, ofwEEdSA], ofvwgw

ofvi, ofuYi:, ZhERY oAHE, (FFEEL diHE)ohun, (FhERY JiHE2)SA, ASRAAd,
A%E ASRAAL, NSRELASA, Afd ASRELSA], ANSELSLE e, A" NSRLILE L, AE
2AAESA, AdE AL, AS2UAAEE L, Add ASEAALE L, oYy, Xl%‘r% T
ofut, ofd, gyl of, ofdKA]l, AghE oldSA|, dH ot X g ]ElioF Alezdd, A
| AERdd, duzae, Add dHzae, duHzod S, XghE dHzolE A, "?ﬂlEﬂioF"éE]R, A
TESA, A8 dHEAEFESA], dHZAESEE L, d SEHzAE

s g
Al A x2S, Bleokd, dEe B A3k dhELR PANE

_,d
il

A7l ERES A7 GAE 7718 el s =, .
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Al4gel] loj A,

A7 5718 E -2 e (butanol), 2-F€-2(2-butanol), t-F&2(t-butanol), FEZEE(chloroform), T
S22 e(dichloromethane), OFMEAF o|E(ethyl acetate), A(hexane), TloEoEZ(diethyl ether),
A EYEH (acetonitrile), WA (benzene), oFHE(acetone), TIHEXEolrto]=(dimethyl formamide,
DMF), EF<l(toluene), HEZS|EZF(tetrahydrofuran, THF), TlwWEAZAlo]=(dimethyl sulfoxide,
DMSO) HEE olE9] &E3HE-ol, Wy,
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NN (7] e, RS ¢4, A%E ¢4, d, AgE e, 4rd, AgE AvId, EFA], A
A=A, obd, obdoin|in, obdSA], opn|n, A ghE ofvik, ofn|:mFtERd, ofvikEletERY o}
wZhER o ofr Bl e 7tE R ofu|k, ofH|:TtERYSA], ofviEEd, ofv|inEmXdEA], ok
Fxdotr, ofvt, FhERAY JidE, (FFEEY i )0k, (FIERA JdAHE)SA, AR
Ad, AgE ANFELAd, /\]ii%’a‘%/\] % AEELAE 2, AdE ANEFRLLE L,
NSRS, A AFELALESA, ASELALESL, Agd AFELAGEHL, Tolytx, Agd
ToR Uk, o™, A3hE ofd, oldSAl, Ak oA, dH 2o, A3 d]Eﬂi‘)F%‘ AlgEedd, A
e AERdd, ddzad, Agd Fuzad], duHzordSA, AgE FHzolESA], s =olHE L,
2)gkel S H =olHE L, a]Eﬂi’ﬂ%%%/\L 21gke HHZAIEE A, dHEAEEEe, Agd dHzAE
S, Agkd =xd, EXHSA], A

S 25E AdEE= Z%OWr).

AT 7

A1gel oA,

A7) @71 20e G714 3EEL "t o8 gAHE, U
273 8

A7) A7 FEES Y EFNaOH) =5 FAREEE(KOH), kst 2 (Ca(Ol),) Hv F2ksbvl vl
(Mg(OH),) & & #7114 3etE == gEd(pyridine), FH|=H(quinoline), ©]AF=H(isoquinoline), o}
A2 (acridine), 23l (pyrazine), F =49 (quinoxal ine), ol t}=(imidazole), W = o|u| &

(benzimidazole), ¥ (purine), F&Z=(pyrazole), <thZ(indazole), MW (pyrimidine), HAI}=H

(quinazoline), ¥ & t}Z(pyridazine), Al&H(cinnoline), 1-#dd&o}7l(1-phenylethylamine) i o]5 9
TEgEQ, U,

A7) SwEe weAtEd FU18ME Thete] £ 5, #7188V S = SoE B ¥, = & AAY

A9l oA, 47 F718uE n-FE2(butanol), 2-F€-&(2-butanol), t-FE-&(t-butanol), E22XF
(chloroform), tYlEZZdek(dichloromethane), SFHEAF o€ (ethyl acetate), NAiH(hexane), TldEolHZE
(diethyl ether), ©dIMEYEH (acetonitrile), HWlAl(benzene), o}AlE(acetone), THWHEIEEO}Iulo]=
(dimethyl formamide, DMF), ZF<l(toluene), HEZ3|=2F(tetrahydrofuran, THF), THEAdZAlo]l=
(dimethyl sulfoxide, DMSO) &= o]E9] &3&E, WY
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47§57 dRA e 3] Fstae A e, W

RXCE7] AolA, RE 97, gk 9, @Y, Agd dAd, G/d, AR v, GRA, AgE o
A, oba, opdolrlu, obdSAl, ofnluw, @ opvw, olulmrtud, obulwmElestEnd, ofwmste
adolie, opvElostEnd ok, opulnAERYS A, ongEd, ofueEEdSAl, olnnmsEd

obvli, oputii, 2B oiHZ, (2B diHZ)elrln, (hEBA dsH2)SA, AFzeAd,
A AFRAAY, NFEAASA, AT AFEAASA, AFEAAHe, AFE AFzAAHe, A2
2RAYSA, Ao AFEWALSA, AFRAADE S, AHE AFZWALE S, Folydw, ABY T
ohtli, obdl, ABH o}, o}USA, Afe ofASA|, sElold, N ety AFRAU, A
d 2297, dazny, A8E ddzay, dezeldsAl, A8 ddzolAsA, dzolde e, A
se selzolEle, AURAFASA, Add AHAFASA, Az AFRE e, B ez FAe
o, ARH £xY, 2TUA, APH LTUA, Poold, AU @ AR IPHew THHE PO
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A128F] Lo A,

471 ERES A7 dAE 7718 el s =, .

A|148] oA,

A7) f718mE n-Fe2(butanol), 2-%Eh&(2-butanol), t-%F-Er2(t-butanol), FEEFEE(chloroform), Tl
Z=2 2 ek(dichloromethane), 0}/‘1]5{‘} ol g (ethyl acetate), 3HAk(hexane), TloElolEZ(diethyl ether),
A EYEH (acetonitrile), WA (benzene), o= (acetone), TIHEXEolrlo]=(dimethyl formamide,
DME), EF<l(toluene), HEZS|EZF(tetrahydrofuran, THF), TlWEAZAlo]=(dimethyl sulfoxide,
DMSO) =& ol59 EFEQN, HY,
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A 118 oA,

3] HEGE-S-E LS ] FRAE e, P

R‘N’C‘NH

NEN (o) Ao, RE o7, AakE o7 old, AEE old, obd) @k ovld okEa), A
sl ora], o}, obolmi, o} %A, ofmli, XEE obmuw, ofmwstErd ofuwEestEnd, o)
wohEu o, obwE 92 opulh, opilwslEuu A opungEY opu|wgsEUSA, o
Lo, ofut, FEBA oA, (2R osd 2o, (2R o AHZ)SA, A2
AY, A8 AZzAAd, AFRASA], AR AZ2AASA|, AIAAE e, N8R AFZAAE

|
AZRAALEA, A AZ2LAALEA], AS2EAGHL, Ad ASZEAGE L, Folyrx, 2gd
TotUt:, o, AEE ofd, o}ldSA], XghE ofdSA], FHEod, AfH et AFRdH, A
e AeRdd, duzad, A3 FHzay, dHzolESA], AE HzolESA], s ZoHE L,
218 sEZoldE 2, SE=A Al 28R Iz AEE S, SEHEASEE S, Add FHzAEE
e, Agd s¥xd, axdSA, Add sxdSA], Boopd, dAEe ¥ Afd HEHE FAEHE o
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S 2RE AdEEE o).

A7) A8 2L A7 SEE ot s s, WY
A3 18

A178el Ao) A,

271 4714 SES FASUER®NaOH) e FAsEEE), FAkst 2 (Ca(0l),) E8 FAkstat e
(Mg(OH)y) ok 22 7143 shshE =& H2d(pyridine), F&E#H(quinoline), ©]4&FEW (isoquinoline), o
Azl (acridine), vtz (pyrazine), F=52= (quinoxaline), oju]t}Z (imidazole), Hl =oln| Tt}
(benzimidazole), ¥ (purine), F&ZF(pyrazole), <SIt+E(indazole), FHZ|WH(pyrimidine), FHEH

(quinazoline), ¥ @t}2(pyridazine), Al&H(cinnoline), 1-#dd"do}7l(1-phenylethylamine) i o]5 9]
EEEQd, UH.

A198kel] A, A7) F7]E€ulE n-Fe2(butanol), 2-F&-2(2-butanol), t-HE&(t-butanol), FZZE
£ (chloroform), YZFZ =2 eH(dichloromethane), oFAIEAF o8 (ethyl acetate), 4H(hexane), TlolEdH=
(diethyl ether), ©9IMEYEH (acetonitrile), HWAl(benzene), oFAlE(acetone), THWEIEE}ulo]=
(dimethyl formamide, DMF), E%<l(toluene), HEZ3|=ZF H(tetrahydrofuran, THF), TiHEdZxlol=

(dimethyl sulfoxide, DMSO) HEi o]E9 Zgt&E<l HHY

7l & & oF
B EEE F7] HeAMt setE e Azl dd AowA, ¥ A= s dAREEH #7] Be
Al stetES Alxshs Wl B3 Aot

291 3}ehal e R-SCNo.2 Uehdit), Soldh He 7t

2t # Aol gloks Holvk, {71 HeARME 35t=2 7H
A, AdAet dFEAE AN SeEe] AREEHIL o obH7A B ATt HA &sdrh.
g WS TR SRFES HeARE Soleow AFshe Wioltt

(Patai, S., Ed., "The Chemistry of Cyanates and Their Thio Derivatives", John Wiley & Sons: New York,
1977, p 819; Harrison, C. R. and Hodge, P., Synthesis, 1980, 299; Cainelli, G. and Manescalchi, F.
Synthesis, 1979, 141; March, J. "Reaction, Mechanisms and Structure", John Wiley & Sons: New York,

1985; pp 590-601; Kamal, A. and Chouhan, G., Tetrahedron Lett. 2005, 46, 1391).
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Aot B FAEE S5 A8, EE ARESIAY LEAA A AJS o] &3t 7] ElAIME FEHE
S A Z3= WhHol AMEE 7= 3t (Ali, M. and Zarchi, K., J. Chin. Chem. Soc., 2007, 54, 1299-1302).
gy olE W A, 27 EulE ARSI AY, dF 27 47 FES] WHI a8&2 g "ox= o
x%o] o)

gige] g
S dst = A

Bowyge ) BARS T3

o 7 ZAR S sy AR AewA, e dAEREH #f7] HE

e ARe WHE AT AL BHow B,

42

ol-ge] ® e dzAs A2 HE HEIDES5-EHE ES 4T
T oE Zxow 3t gy o3 FAlE oalEed Aoz, ol 93

HA] HE T

2 o] o #el] mEwW, {7 R FFEF B AP Sol&(thiocyanate ion)& W&

¢kt 3185 (organic thiocyanate)¥} ©]AE] QA9 3}3HE (isothiocyanate)o] T8H EFES AAA| ]—'C— o
Ay d71 EFEF olxtolm o (azide ion)E& A7 FANA WEEAIA HEZE-5-E2(tetrazole-5-
thione) & AHA7IE= ©A; 2 7] HESDE-5-HS SEEst AAse dAE 238t &

SIHES Axshe WHol ATE.

71 speAel A R 4, A3 4, dUd, AdE G, drd, AgE &Y, @54, AdE o4
Al obd, opdoti oS A] ofu| A ghE ofv]in, opp|wTtERY, ofvkE|e7tERY, ol mTtER
Hopu]m, opumE]e7tERY ofv] O}ﬂbﬂ}éiﬁ%/\l, ofvieE¥d, ofviEELEA], ofvmaido}t
U, opHH ke, JhERA o AHE, (7}23*‘ diE2)obn i, (FRERA CAHE)SA], AISRLAE, A
gd AERAd, MEEEASA, AgE ANFESUASA, AFELSLE L, Add ANFEILE L, AEFE
AL A, A ghE ASRAALDEA], ASELALEHS, Agdd AFEIALEHSL, Fofdyx, Xghd o}
U, ofd, Aghe ofd, oS A], A3hE obdSA], ERold, Afd dHEo, ASRdd, A%
ANERdA, *?-‘Jlﬁﬂiiﬁl, A¢E s zare], sERzelH A, AghE S ZolHSA], FH 2ol
;]Eﬂio}‘“/‘ﬂo ;]EJ]E/\]%%%N, A%k SEHEAEESA], dHEAEEEL, AgE HHZAE

, AgkE 2xd S, ookl e 9 Add dHEeR FAH=
E]E J%Oh_, © TR dxtelrt. A7l FEA dxs =4aF), 94&0CDH, BEEGBr) e 29=(1)0]

A7) obAfel = gol & Ny NaN=N9 FRAE e o202, NaNy, PbNy Hi AgN;9b e ofxol=

el olestel olal AR, 37 FHEGORE NaNol Abge] migAsh olo] AlgEE e ok,

B7] EFES AAAIIE Al 7718 deld ad & A, A7 f718 e n-F--&(butanol), 2-%
€& (2-butanol), t-F&-&(t-butanol), EFEZZXE(chloroform), YEZZw|&(dichloromethane), ©oFAEAL
o€l (ethyl acetate), FAk(hexane), TlolEole]|Z(diethyl ether), ©lAEUEZ (acetonitrile), WA
(benzene), ©}Al=(acetone), TIWEXEEFo}vlo]=(dimethyl formamide, DMF), &F<l(toluene), HIEZI|=Z
F & (tetrahydrofuran, THF), TlWEAZA}o]=(dimethyl sulfoxide, DMSO) X o]&5¢ E3EY 4 ¢la, Hh
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g8l elld s3d 4

©g EE o]5e

3
H(KOH), kst Z4(Ca(0H),) H= Abstvkidl<s (Mg(0H),) oF 22

F =¥ (quinoline), °]&F =¥ (isoquinoline),
oln|t}Z(imidazole), WlZo]n|t}Z(benzimidazole),

FAU=¥ (quinazoline), ¥ 2]t}7 (pyridazine),
o] TIEY & A, vFAF A=

ﬂi>

H(pyridine),
2 (quinoxaline),
Z(indazole), ¥ d(pyrimidine),
Hddldo}vl (1-phenylethylamine) H+ ©]&

A7) FReE BeaRe £7180E stee]l ERE ¥, 47180 3% % Fom ¥

o=zx Fgd # k. A7 718w n-5-8-E(butanol), 2—1‘%%%(2—butanol), t-

2R EE(chloroform), TZFEZv|ek(dichloromethane), oFAEAF o€ (ethyl acetate),
dH Z(diethyl ether), olAIEYEZH (acetonitrile), #WlAl(benzene), ©}A|E(acetone
(dimethyl formamide, DMF), EF<l(toluene), EIEZ3|=ZF A (tetrahydrofuran,

(dimethyl sulfoxide, DMSO) T ©o]&9 TFEY 4= Jda, A A=

B WSS OJRE| AN e ofAbolE Foldor E5 BviE sho] 9V =

sto] HEZE El2o] Ad9dor AE= As 2Asgla. old, oAkt sgtae
QO

@i, AdE HEZE g2 = Sl ok slow A #7118 T3 Zelste] EleA
el o Aok A7) S wheA o w Aelstd shr]eh &k

s
SCN- _ NaN
RSCN + RNCS 3 R.,-C.
RX (z85%) (= 15%) RSCN+ oy ™y
DMF/CH 3N Py, H;0 P
.t 12h t, 2h
i
s c
‘SI— R,_ -
S N NH
- N=
(= 12% )
| R-SCN
(=82% )
wougel te o wgel wEw, §7] G2 SR G Soleu wheste]l A4R §7] BoAlet

PN
T
14 2AL Y ATEA Dl A 9L F A P DI ABEL Fshieg

otz 8] (acridine), Iz (pyrazine),
Fd(purine), I 2}=(pyrazole),

THF) ,
O EAL o 'l

Sl= =, veE, ol

(NaOH)
T I
F =4

oIt}

4 B

A=A (cinnoline), 1-
gdd 4 ).
%

, = s AAY
F-eF2-(t-butanol),

& A (hexane), Utlol€l
), HHEXSolniol=
g g ZAlel =

A<
d 4 o,

23

= =4
shebEat ol REIQAIRE ShehEe]l £ Ed¥Es A= Al AV EREIF obel= o] (azide io

X
rr
Ay
N

etrazole-5-thione) & AAA
B E g} &-5-#}0] &

g
o
o2
N
o,
B
e
>
=
olo
>,
i)
=,
m
AL
iy
&
)
r}o

Holeg FRelstol Relss wAE LRt

HEZ£-5-

& Axdhs el AlgEd.

R-X.

A7) Setael A Re 7, AFE A, AW, A AAE, AAd, A Y, d3A, AR 4=
A, ok, obdovli, opdS A, obvly, AFHE ofvw, opvnztEnd, opvwElestEud, ohvlwrten
Qovlte, olvlwElostEny o, olw e U], olwsEY, ol wEESA, ohl sl
b, obltl, AmEa o sdE, (R s =)o

sl AZRIAY, ASEIAGA, AT AFRAAA, 3
AL, A AFRAALLA, 2L, A A
Yuli, o}, Agke o}d, o}dgal, AskE o}A%A|, sHold,
Nz, EEE
suzoleE e, 3 ARE EERE:
8 39, $TUSA, AE XU Eoopd 27Ee U Agd

=2,

SEERTERY
gelo,

(125 q2H2)8A), ANF2SAd, A
A ESZSE L, X3H AFZLAE L, AEFR
TFolyHx, X
A ge sHZold, AEFEL, A3

4 skl
e zotdE e, A2d

A8 FHEAEEE L, A
AHE R FAHHE ToRNH
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A= ageln, X el Axtelth, 4y SEzl Axi= EAR), 91A(Cl), HE(Br) E= 20T(1)0]
=8
7] olRpolE GolL N, TN=N=N 9 TEAS ZH= SolLo @A, NaNy, PbN; i AgN,S} 2 ofgfol=

S50 olestel s AAHEE, 37 FHAORE NNy Abge] nhgA s o] AFHEE R ok,

A7) EFES APAIIE dAE f718 el F8E A3, Y] F71E8mE - (butanol),

-2 (2-butanol), t-H-Er2(t-butanol), FEEZFE(chloroform), TIEFEZ=Zw e (dichloromethane), OVﬂE"J
o€ (ethyl acetate), 32t(hexane), tTlol€ole]lZ(diethyl ether), OlAEYEH (acetonitrile), HAl
(benzene), ©}Al=(acetone), TIWEXEEFo}vlo]=(dimethyl formamide, DMF), &F<l(toluene), HIEZI|=Z
@ (tetrahydrofuran, THF), tiH@AdZAlo]=(dimethyl sulfoxide, DMSO) T+ ol&9 ZFIEY 4 Yz, v}
HA 5 A= DNFSF oA EVEZDS] EFEY 4 T},

ES
Al S48 WellA s3E 5 da, Y] SAevE =, dEe

37 HEZHE-5-E2S A= , o
e B o5 EFAS 4 Y.

A7 A7 2302 G714 sgtEe #Hrtel 9] gAdE & e AV A48 SFEES AU EE(NaOl)
T FAEAEKOE), 48t 24 (Ca(0H),) E& Fabsut vl 0g(0H)) 9 22 4714 s =5 9F
H(pyridine), HAEH(quinoline), ©]A2FH=H(isoquinoline), ot &Y (acridine), ¥} (pyrazine), =4t

@ (quinoxaline), ©|v|t}=(imidazole), WlZo]n|t}Z(benzimidazole), F ¥ (purine), &= (pyrazole), <1t}
Z(indazole), ¥ " (pyrimidine), HAWZ=®(quinazoline), &t} (pyridazine), A= (cinnoline), 1-
Hdd€o}vl (1-phenylethylamine) =& o]&59 E3Ed 4 A, vEF A= FAHdd 4 ).

A7) SR AR #7188 WE Ttete] ERE &, {718 S B SoR FEd ¥, {78 F=

1 4 . A7 F718v= n-F-ekS(butanol), 2-F¥-2(2-butanol), t-F-EH&(t-
butanol), ZFZZ¥E(chloroform), TZFZZME(dichloromethane), ©o}EAF oE(ethyl acetate), A
(hexane), Ulol€olEZ(diethyl ether), olA|EUYEH (acetonitrile), WAl (benzene), °}Al=(acetone), TH
g ¥ Zolule] = (dimethyl formamide, DMF), EF<l(toluene), HIEZH3]=ZF 2 (tetrahydrofuran, THF), ©ld
g Zbo] = (dimethyl sulfoxide, DMSO) HEi= ©ol&9] EFEY 4= Jar, A= oAEAL dEd 4= Q)

ﬂl}O

AR vhsh o], FeAY BEES #7180 Fol Holglm, HEGE5-EE AFRES T S §35
7] Wi, W owwe] ew FEeE fadond HEGE5-Ee GRS solsA #el BAss Aol
Phs st

w73

4718 kg ol ool ¥ el o MAe] e, EeAY HFEN o|XEQAMY HiEe] E
3 18 e

Ho] 9 E3E S Wk oy}, o] A AIQHY 315}
B3} opfol= o] 3} whg-S Fa AAHE HEHS-5-H 3gtE oA WMER 5T F de el dnt

BE oleld Eatel ofa) B WPl Wt BRHE AL ohidh,

=09 e 4

R 18 B oyel O AAee] 3 AAE AR duE EoAst e g o 2Eeht sgEe
3= B sheazeE el

%2 R oaygel 9 Aol AF AHEQ AUY HeAetitel i hxamrkE el

£ 32 ¥ owme 4 AAde) e neh Feld 1ol g-l-a EekE-s(n-E Lol e 947 FHE Y

_8_



[0034]

[0035]

[0036]

[0037]

[0038]

[0039]

[0040]

[0041]

SIHSd 10-2012-0140445

(NMR spectrum)©]t}.

T o4 B oddgol d AAdel T3 M= HF wSAtEe] diE we A=vEEIR(thin layer

chromatogram)©]t}.

gue AN e FAHL B

AAE Aol A, B FA A ALEEE &5 S17]9F Zo] AHosith, EHE ddgo] §l
AP EE 8o sh7] Ao upEr),

g:fﬂo ﬁo

"A(alkyl)"& 1 WA 20709 A LA 2 upgkASAE 1 WA 6719 g4 9AE A= 1719 23 AW
% sl=g27F2Wdk(hydrocarbyl group)E 2dtth. o] 8oj=, o2, WE(CH-), o€ (CHCHy-), n-Z2d
(CH:SCHZCHZ_) s O] igi% ( (CH&)ZCH_) , n——‘?—“é (CH;CHZCHZCHZ_) y O] ./J\_l?‘% ( (CHs)gCHCHg‘) s sec——‘?—%
((CHs) (CHCH2)CH-), t-H=((CH3)5C-), n-FE (CH:CHoCHCH,CH-), H vl E ((CHy)CCH-) T 22 A3 2+

AY seztewsg £

rir
ot
i
A
2
2
2

"ol (alkenyl)"2 2 WA 16719 B A2 @ wlEAsAE 2 UK 8749 @i 9AE JixH Hojm 1)
2 outdFEAE 1 WA 2 3o BAa3F o|FAFCC=()S A= FAA e BEXYE =22 E Wit
olglgk 7(H)E, dE Bof, Hd, &d, 2 RE-3-<-1-d(but-3-en-1-y1) & A]H}. o] Ro]= AlA L

Edx oA e ol olAdAA L £F EIgsia=

"7 (alkynyl)"2 2 WA 167019 v A 2w s A= 2 WX 89 ©a 9AE T Hojm 1
9w A= 1 WA 230l Ex3 ofMEA(CC-)7E 7= A e BXYe 171 =272 E
Wit} o]g sk 7)o o olME#Ed (acetylenyl, -CCH), ¥ Z23}2Z (propargyl, -CH,CCH)S & 3c}.

o
|
Hl

"X 3kEl A (substituted alkyl)"& &=A](alkoxy), X3¥ L=A(substituted alkoxy), ©Fd(acyl), o}
oln] - (acylamino), ©F2<Al(acyloxy), o}vx=(amino), X|3FH o}w]:-(substituted amino), o}7|:=7l=2H Y
(aminocarbonyl), o}v]*=E] 2 7}2 X d (aminothiocarbonyl), ©F9]x=7}Z R do}u]x=(aminocarboamino), ©}"]%=E]
Q72K Jo}u] = (aminothiocarbonylamino), o} =72 B d 2-A] (aminocarbonyloxy) , ol e ¥Y
(aminosulfonyl), o}9|:=%FEd2Al(aminosulfonyloxy), ©}¥]x=%3¥do}u|x=(aminosulfonylamino), o}"]t]x
(amidino), o}&(aryl), X&% o}(substituted aryl), oFE=2A|(aryloxy), X|3% o}&=LA|(substituted
aryloxy), ©FHE] 9 (arylthio), X &% o}HE] QL (substituted arylthio), ZFE2EA(carboxyl), ZFE2EA o]~
H Z(carboxyl ester), (FIE2&H4A =g Z)o}v|={(carboxyl ester)amino}, (F}2HA J=HZ)ZA]
{(carboxyl  ester)oxy}, Ao} (cyano), AEFZ2SZ (cycloalkyl), A3H A2 L7 (substituted
cycloalkyl), AlZ224Z=Al(cycloalkyloxy), X&H AFZLZASA|(substituted alkyloxy), AEZLZAEL
(cycloalkylthio), X8 AF2LAE]Q (substituted cycloalkylthio), A1ZF22#Ad (cycloalkenyl), X&=
AEZ2 LA D (substituted cycloalkenyl), AFZLALEA(cycloalkenyloxy), X3d AJSZLALZA]
(substituted cycloalkenyloxy), AlZFEZLALE 2 (cycloalkenylthio), X3H AF2LALE L (substituted
cycloalkenylthio), T-o}Yt]lx(guanidino), X&¥ TolYt]:=(substituted guanidino), & =E(halo), 3J|E==
Al(hydroxy), @lE|Zo}H (heteroaryl), X3 3|e 2o} (substituted heteroaryl), 3JHZE o}F24]
(heteroaryloxy), X33 &|e|Zo}H2A](substituted heteroaryloxy), &lH 2o} E 2 (heteroarylthio), X3t
H " Zo}HE] Q (substituted heteroarylthio), @slE|Zi11g](heterocyclic), =|8E s|H 218 (substituted
heterocyclic), 3lElZA|ZE %A (heterocyclyloxy), *I8+% FElZA] 22 A (substituted heterocyclyloxy),
S H 2 A ZHE @ (heterocylylthio), X&FH S EHEAZHE L (substituted heterocyclylthio), UYE=ZR
(nitro), SOH, X8¥ =X d(substituted sulfonyl), &XYZA](sulfonyloxy), El2o}(thioacyl), El2

(thiol), &ZE 2 (alkylthio), ¥ X8 LZAE] 2 (substituted alkylthio)® FAHE FORZRE Auys=
1 WA 570, vl AlE 1 WA 3, =5 9 slgzsidle 1 A 2719 X875 7HAe 424718 Eshd,
A7) AF7) = B EAolA Hod,

"AgkE A" FEd AVl T 1A K, R oukEsAlE 1 WA 278 AdVE T 2E S 9

"AghE 71" ded A7) T 1 WA 3, R orkgrEelE 1WA 2o ASE Ve dTdE 9

N
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u| gk},

"AFANE 0-LAE HE, & gTlolA AHeld wied k. dFAE, AZHA, WEA], JEA, n-X
REA O|AEREA] p-HEA], t-FFA], sec-FFA, E n-HEAE EFe)

"HEE AFAE -0-(XEE )75 wshe, XgE G AUl g wiep 2

&71d-C(0)-, =%
AgE A ERAL-
|2312]-C(0)-, %

"o "2 H-C(0)-, &A-C(0)-, Agkd &A-C(0)-, LAI-C(0)-, A& LAL-C0)-,
d d71E-C0)-, AE2LA-C0)-, Agd ANE2LA-C(0)-, AE2LAL-C0)-,
C(0)-, oFH-C(0)-, Agd o}Fd-C(0)-, aElzotd-C(0)-, Agd e Ropd-C(0)-, 3l
2%k S 2ae]-C(0)-715 ZapH, opd2 "opAd" 7] CHL(0)-5 EFEtrt.

_,
vl

nopdobmliti=  ARC(0)Z, MRCOAFE 7, NRCOAZEZEZ, NRCO)AFH A|ZFzd7 -
NRCOAZELAY, NRCO)HFE AZzAdAd, -NRCO)LAD, -NR'CO)H3gE AY, -NRC0)L7)d,
NRCO)AFE 9719, NRCO)oF, NRC(O)HSHE o}2, -NR'C(O)3|El=ola, -NR'C(0)A3e slE| 2o,

hul

ARCO)HAENZTE, @ NRCO)ASE dezme]7]S wain], R 524 EE 3ol

"ol S A" G A-C(0)0-, XFE 4A-C(0)0-, IAL-C(0)0-, AFTH IAL-C(0)0-, &719-C(0)0-, A3+
H 4714-C(0)0-, @%um&,ﬂ;hﬂéfmmnﬁéi%@um&,1%%4%i%gum&,ﬂgi
AAL-C(0)0-, HFE AZZLAL-C0)0-, dElZo}E-C(0)0-, X3hd el Zo}E-C(0)0-, slelZaz]-
C(0)0-, 2 Agd e Zag]-C(0)0-715 =3},

"obH| = NH 1 E R

"3 ojumtE ANRRVIE waH, RE RE 4, 97, Asd o, oAd, AsE 9Ad, g, A
gd 2y, ok, AsE o}, ANFRLZ, ad AF2LD, AZRIAY, mﬂ_ NZ2dAd, e
ok, Ane Aezold, e, Ay duzue, S0-97, S0, AR o, -So,-2bAY, S0,
By DAY, -S0-A 2R -0, N FE AZRA | -S0,AZRAAY, -S0-AFE AZ2AAY, -S0,-o}

4, -S0-ABE obe, -So-dHzold, ~S0-AH Aezole, -so-dAHzIE, R S0 AeE Helma =
FAEE Foayny S¥don AuEn, R RS 270 A% A4 @ dehes AfEe duwn
7w AfE dead/g d4e
A opues)t W tolulnzA B EAA <
W v ofrlwEa ¥ EAA At BA @ olvwg AT

W% o obd e @tk A8 ofrw

_H
re
jl
i)
£
=v]
i
=
o
il
o
4 2
[
N
o
sl
tlo
fo
=
b
v

ol FtE R Y S C(ONRR 7S abe, R 2 RE 44, 97, AW o4, aAd, AsE aAd, 4]
g, X3 or)d, ol XFE o}y, ANFeUA, AqH AZRo IR, FH ATz,
e zotel, 23w g zotd, Y zuy, @ AFY APEus TAHE ForYy Sghow Muw
., R 2 R ool Agtd Axe} @ Aemow AfEe) sdwue £ ey sy zies @A
%+ 9
ol E] e b2 Y e C(HONRR VIS Wb R 2 RS i, 97, A@E oA oAd, sk oAd, o
719, AsE Ly)d, o™, AsE o}, AFEIZ, AIW AZndy, AZRAAY, i
BE =Y

opr] b2 ol "= -NR'C(ONRR 712 @ab, RS 44 mEi azlely R ¥ RE 44, 47, 23y
a7 gAY, XEE LAY, Dyd, AsE Dy, o}, XFE o} AFRLZ o AFRIA A
oY, 8" Ao, FEHRold, Naw ol Esny, 2 A3H AHEnds 74
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[0056]

[0057]

[0058]

[0059]

[0060]
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ol @ b2 W dolu] "= -NRC(SNRR 712 @ahw], RE 44 mi oZola R 2 RS 4, o, A3
Z 3} >

oA, 9, AgkE 4Ad, e, AgE 4, ofd, Agd of
29Ad, AgE AE2dUd, sE ol l

>
ull
e
et

"olmltEHE S A E 0-CONRR7IE WU, R 2 RE +

N ,
old, ovld, X@E 2y, ol X3hE o} NI, NaE AFRAY, AFRAAY, Agd A
SueAd, ddlwold, Ann Aoy, ddwie, 2 AnY gdene FAHE Fozie Hu4
og Augi, R 9 RE IR0 A%E Axe) @] AeHon Adele] dHwue] £ A3E §H 2
g d4% A

ol e —SONRR VIS wabn | R W R e, o7, xskd ok, aAd, xskE aAd, 29
gy dId, ofH, X3y ol NF2LZ, X3y ANFELA, ANFRLAd, Hed AF2AAd,
2ol 23 H 2o, ez, ¥ AW FHzuE FAREE ToRFEH SHHoR Agy

2 RE aglel AgE Aas @7 Addon Agve] slHzay £ A3d duEne)g @4 5 9l

g, x3E Avd, ok, 3" oy, AFRIZ, AfE I, AZ2oAd, 3
= , B A2 FHERR FAEE ToRNEH 59
9 RE a6 A%E dad 4 AdeHow AdHo] dyauy Ei Adw dHzi

vobr] g ol = NR-SONRR 7] S WElH, R & 4 Ei 97lolw, R % RE
7, A, AskE A, Arld, AEE Av)d, ofd, xskE oY, A FE, X EE
byl A ZRoAd, dE 2ol xgE dHzold, de2ng, 2 3w duHzndr T

A=

Hesm, R 9 RE el A¥E Akst @7 2gslel duzue Ee A

ol f et C(aNRONRR71E @ahe], R, R, 2 RS 44, o, Aatg o2 oAd, 38 oAd, o
79, ABE 2rd, old, AsW okd, AZe, Asw AZEey, AZEoAd, A
N2z, dHzold, Mg o, =g, 9 AsH duLus FAYEE ToRiy Y
Hom A CR 2 RE A A%tE Aash @ dudor Adso] deEng Ei A8 HHen

"ol e "Ar'e TAE(dE Eol, dd) EE UF FHE(HE Bo], UZH E£E AdEI)S A= 6
A 1471e] ©as Qo] 17ke] WEEs sh2x a7 (carboeylic group)E ek, oS FH82 WIFF[HdE =
W EALE 2] = (2-bezoxazolinone), 2H-1,4-WAMR-3(4H)-2-7-Y (3H-1,4-benzoxazin-3(4H)-one-7-yl)
T Ey old Fr gEd, o, FE e WIS vh dxolt. b g ofdr|E #d ¢ yzd
3

M

N
ol
X
s
—
=

"2 FHE o} AEdt A FY] FoA dEEHE 1 WA 5, vigtdEAlE 1 WA 3, e o ke

H
ot
rot
O

b S A 0-0ld Y| E el ofde Relo] AolE wleh 2, dl2H, AN B GEEAS
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" j] j]—

gl

)

ol A" = -0-(AFHE o}H) 715 o] g},
"olHE| Q" S-old Y& 9w gt

ofHE| Q"= -S-(A3he o) 7|5 ofn| g},
"FrERd"e 27k -C(0)-715 @k, -C(=0)-9} ELs}}.

"FhEEA R FhEEANe -(00H EE 149 A4S W),

n Z]

r\q'

"FhEEA o sE R EE FPEEA] o 2HE2"E -C(0)0-27, -C(0)0-AFE 27 -C(0)0-2AY, -C(0)0-]
gAY, -C0)0-27d, -C0)0-AAFE A7)d, -C(0)0-0}L, —C(0)0-HFg o} -C(0)0-AZF=tZ,
“C(0)0-AFHE AZEA7 -C(0)0-AZ2AAY, -C(0)0-AFE AZzAAY, -C0)0-38zotL, -C(0)0-3
gy FE 2ot -C(0)0-dE=ag, ¥ -C(0)0-*g % s zg]7]|E on|dic),

"(FhEEA o A 2 )0 "= R -C(0)0-2, NR -C(0)0-FHE o+, -NR'-C(0)0-2Ad, -NR -C(0)0-2] F+
A Y, AR-C(0)0-27]Y, -NR-C(0)0-H 88 71, NR-C(0)0-oF, -NR-C(0)0-AF8 o}, -NR -
C(0)0-A 2= -NR-C(0)0-H T8 AZzdz, -NR-C(0)0-AZZAY, NR-C(0)0-23d A2z,
-NR'-C(0)0-3 Bl ZoF2 | -NR'-C(0)0-A 38 s8] ok, -NR-C(0)0-3NEl=xe], @ -NR'-C(0)0-AF8 38 =i
2718 wain], R o7 m= il

"(FrEEA G AEE)SAE —0-C(0)0-2Z, AFHE -0-C(0)0-27, -0-C(0)0-LAL, -0-C(0)0-2]3
g, -0-C(0)0-271d, -0-C(0)0-A g 271d, -0-C(0)0-0}2, -0-C(0)0-X B ok, -0-C(0)0-A] 4l
—0-C(0)0-HF8 A ZFE | -0-C(0)0-AZEAAY, -0-C(0)0-X T8 AZF=aAd, -0-C(0)0-3N 8 o},
-0-C(0)0-x1%+% FE 2o, -0-C(0)0-ae =g, E -0-C(0)0-X3te FH =g 7]E 2on|gic}.

mm rﬂ
m&
N

@

E]e(adamantyl) AlF2Z 2 (cyclopropyl), AlEZF€(cyclobutyl),
H(cyclooctyl)S XS, A|S2L7A7])9 & o HAIEE([2,2,2,]
2R ZY (norbornyl), ¥ A3 ZH|A|EZE7|(spirobycyclo group)S E&H3Ic},

N
=
=

e
X,

ol
o
X

|

—
=
2

"AEREAE"S G Ee uF ag S 7P & el Aok gk rdId”
ol AAG7)7F E3HE 3 WA 10709 g Axpo] w-wakE aig] 24

= A e S, Ble, 97, A% 24, 2Ad, A%E DAY, o
19, ARE I, BHA, A FIA, oA, ool SASA, ok, A o, ol
e2nyd, oplwEestend, ohlwmstEpdolrl, ol wmE Qb2 dolun, ofr A2 B SA, ofu]wd
£, o wEEUSA, ohulwEE b, oputh, ofdl, A#H o}, o}ASA], @A olASA, o}
o, A ofPElo, A=EA, AmEa oxE2, (Fh2BA o su)elue, (B of 2H2)S A,
Aobi, NEFEAZ, AT AFEAY, AFEZAASA, N8R AFRAASGA, AF2IUE S, AHE A
ZzaEe, AZRdAd, A9 AR, Mﬂiﬂﬁain,l' AFRAADGA, AFZAAY
e, A AFEeAdEe, Fohun, Afd Foldw, F2, HESA, sz, Ay dH=
o, dbzelas A, AgR ddzouss, dzedne, 488 ddzedne, ddzad, Jgd
= AgE AeA2YeA, duzASgEe, Afd duz2ges
HER, SoH, AE £xd, FELSA, Boold, Be, 2, 2 A8E dPeow FHHE Pom
BE AdEE 1A 5 EE gAslE 1 uld 18 A8 s AFE9Y Ee AF2eAUE
= of

olmahe, 7] 28] A Aelg we} 2,

o}
E
o)L=

=

’

)

)
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"AERGAE 0 S-AZRAAS TR,
"AE AZRAAE " S (AgE AFEN) S BaT
A EFRAALG A 0-AFEAAL S BT

"2 g A FERIALGA" = 0-(NFE ASEZEAL)S L3,

=
>
o
—
=
>
©

|

Ir
—
=
>
N}
=
o

ol
fr
N
fr
ﬂ
o
i
rir
2
iIN)
N
Gl
)
ol
ol
H
2
i)
SE
e
fr
rlr
o

“%i%i—ﬂ o1 lﬂxl 5 1 WA 3, == 1 WA 279 2272 Ady=

o
4
A
>
N
il
d
1=X
ol
ol
)
o
2
(i
>
AL
o

rr
it

gRAIE e E 1 U 5, 1 UA 3, EE 1 UK 2 $RIR AREE SUEe AE Fs
g B BAelA Aela vheh g,

d

12}
o
)
2
iIN)
Au
to
SE,

"S_]E%}\]“ EE"L:_‘ "S‘]CE/\E]“Q _0H7]'§‘ ‘??]‘_6]_14_'

E Rzl e @ el Aba, A W Fom pAHE FozRE AuH: 1 A 10719 B 94 @ 1
A 4ol R FHEIE BT, oldd ARl Vit wA(E Sol, A wE FU) =
EOE RS So), ABYAY E: xEdd)2 A 5 dn, U1F FFRL PFE A FE EE
S SR dla oz ghaN, @ pAAge 2gs ddec sl d4E g @
AN, sHzbd 719 A W/EE F 8 AR(E)S AGHoR HFHo] N-SAEN0), £Id, E
S WS AT, A ddzee A, 129, 95U, dedd, @ Fads Tedn
AP A ZobE e AHY ofhol vl ol AW FU/NE FHHE TORYEH AEHE 1 UA 5,
S s 1A 3, B W gl 1 oA 289 A8 2 A@HE dezeds] S wa,
"HEZoFES A" O-SE 2ol S W,

AP A ZotASA " -0-(A B SHZo}L) /1B Bk,

"alHl ZobE 0 " ~S-alElold v S Wk,

"2 8HE FERoldE Q"= -S-(A g SH Eeld) 75 wEk

"HEHEAF)E" EE "HHELY" T "HEHEAZELD" = "HHEAZFE"S ¥3} = REHog ¥3}
YA RE, WEEo] obdd 1 WA 10719 3 A Yk} A4 3 e AhaR FAEE ToERH JdYEe
1 WA 4719 & FEH29AE 7HAE 718 23}, dEZAEL 9d 3 e §F, 53X 2 292 34
28-S ¥3etE v 58S et §3E 3 A gelA, sk o] e AEFEREY, ofd, EE 3§
HZoldd ¢ 9, ©, Fz (L n-w&s 38 Fvt. & FAdoA, gz 79 da 2/EE
AAHE)S AEH o2 AbslEo] N-SA s £3d, B &xd 728 A3,
"ZgE EH R B "X3d JdHIAZELE" B "X FHIZASE "2 X3 A|F2ED] i
A" wiel 22 1 WX 5 e viFAsHAE 1 A 39 593 X322 XS = dHzZASE7E $it
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[0097]
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[0099]

[0100]
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o}
U A 2RSS OS2 A 2] S e,
A S RA Y GAE 0-(AFE A=A ZY) ]S Tach,
U A2 0 S-slE 2 A 2] S wa),
A RN 2L - AHRAZY) /g Tarh,

dE21ud % FEH=E
Z(imidazole), ¥}

o
_ﬁ
l&
2

I=, olel AgtE= AL ofYA T, oAl d(azetidine), T &(pyrrole), ©]vth
’g(pyrazole) g2 d(pyridine), & (pyrazine), I P W(pyrimidine), 32|t}zl
(pyridazine), =& F(indolizine), °©laUE(isoindole), U= (indole), TI3|==ZAE(dihydroindole), <!
t}=(indazole), FH(purine), FAEZ 2 (quinolizine), ©]AF =W (isoquinolin), F&E#H(quinoline), =&}
Zl(phthalazine), WZE 32 (naphthylpyridine), F=54%(quinoxaline), FYZE¥(quinazoline), AlEd
(cinnoline), =ZEH|EW(pteridine), 724} (carbazole), 725 (carboline), HWEZ W (phenanthridine),
otz 8]d(acrydine), #|'dEE%(phenanthroline), ©¢]&Elo}&E(isothiazole), W% (phenazine), ©]&EAE
(isoxazole), ¥|*5AFA (phenoxazine), ¥|:=EJo}& (phenothiazine), °]u]t}Ze]d(imidazolidine), o|u|ttE®
(imidazoline), =& d(piperidine), | (piperazine), A= (indoline), EE‘E]U]‘:(phthalimide)
1,2,3,4-HEZS| =20 A7 =7(1,2,3,4-tetrahydroisoquinoline), 4,5,6,7-H EZ}s| =24l E]O-ﬂ
(4,5,6,7-tetrahydrobenzol[b]thiophene), Elo}&(thiazole), Elo}EE|H(thiazolidine), Eloﬂ(thlophen),

Z[b]E] 2% (benzo[blthiophen), FEZZ2d(morpholinyl), EHLEZZ2]d(thiomorpholinyl){e]& E]O}E'_E'.%—
#d (thiamorpholinyD) 2% X AE}, 1,1-HSA2E 2 =2Z8d(1,1-dioxothiomorpholinyl), I dHgtld
(piperidinyl), =8 ¥ (pyrrolidine), H|E&Z=(tetrazole) @ HEH3| =2 F2bd (tetrahydropuranyl) S *
EciaE

"YER":E -NOy7 S 2k},

do
B

e (=0) B (0-) 9AE wa,

L

IR F e Sl BF £8 99§ ga A48 s 208 @ Axd

g ZH
=Xd"2 2719 -5(0),-715 Het.
il

o
)
rt
Ky

rﬂ

AR EEe -S0,-07, -S0-A B A, S0, A, -S0-ARE AAY, -S0,-AFRAA, -S0,-A D
f RN, -S0-AFRAAY, -S0-AE AFEAAY, S0~k -S0-X  ob, -S0-sE| e},
~S0-A3hel slEl el , -So-slEl e, -S0-AsE sElwne/E ugth A Fxde wE-s0-,

eI d"e -90-d2d4S Ly, dRdZe Hoo AHogHrt, fo] "(Xgd &Fd)olnn"E -NH(X 3+
H exd)s Ty, x3E £xde B Exda Ao utel Zrt.

"X ISA"E 080~ , -0S0,-A 3k &4, -0S0,-LAL, -050-AFE LA, -050,-A1EZLA, -0S0,-
28E A F2ED, 080, AE2LAE, -050,-%8d Al ZF2LAL, -050,0Fd, -050,~*3H o}, -0S0,-3
H 2o}, -0S0,-%3E FE|2old, -050,-sEl 218, -050,-%3F ez 7S o s},

"E] Q ol e H-C(S)-, LZA-C(S)-, AFE LA-C(S)-, LAL-C(S)-, X3E LAI-C(9)-, LII-C(9)-,
A A7L-C(S)-, AFRAA-C(S)-, AFE AZEZLD-0(S)-, AFZAAL-CS)-, AFd AF2UAI-
C(S)-, o}H-C(S)-, XgHA ofA-C(S)-, dHEoFA-C(S)-, XFTH e RotH-C(S)-, dulzug-C(S)-, %
A gE Y E2e]-C(S)-71E ou|dit}.

"B Sl E Wt
"EloskEn e 2he] C(S)-71 wakH, ol ~C(=5)-7} FYsIT}.
"Eere 9 (=9)F e,

"FE S --4A71E o,
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A @ SAE Q" -S(FE A7 E v},
opgel = Fol e Ny NN O] PR AE golg @t

PADN oql

o3l WP 37 AN Fate] t% A ARstaa @k ey B age ofsel A A HE A
del FAH= Aol ohet AR vhE e FeE FAE £ oo ZeR, ojste] dAlde 2 Wy A
b fASES S, S A4S b Aol A wEe] MFEE sl T S8 AFHE Aol

AA 10 g oA B 1-FlvE-1,4-t] =E2-HEZHS-5-E 29 Ax

(2-P. 2 o & )l Al{ (2-bromoethyl )benzene } 1.85g(10 mmol )& KSCN 1.94g(20 mmol )2} Sl
DMF(dimethylformamide) 5 mL9} o} EYE= (acetonitrile) 5 mLoll g3l A2(25T)olA 12A17F WH-&-51%)
. AAddE  HuEd g eAold|o]E(phenethyl  thiocyanate)¥ HUEl o] AE] 2 AJo}d|o] E(phenethyl
isothiocyanate) &3&- olAEAL o ”(10 mL X 3)& FF3a &(10 nL X 2)2 AT ol AEA o &
LANE g FAbe Tl (MeS0,) v AP (CaS0) o2 Axsta e Adtste] 72 SUAAA F
Aol Eet FUE o)A A OlE EES FEIUT. V] TFES JtAARnETIR IR
g A, Adld Bl orfotvlo] EVE 85% 1E]a FUE o] AE @ A|olH|o] EV} 15%% YEFHTHE 1).
7] E3HE 490 mg(3 mmol)S NaN; 390 mg(6mmol) <} I2]™ 390 mg(6 mmol) 1|3 & 5 mLE 7}star A-200A4
wHSIY. 2417 EQF WSS H wkS EFES ofAEAN o€ 10 nlE ¥ T EEE ST EEE oAl
Ext g F& & (5L X 2)2 A3 NgS0,52 CaS0,2 AZE H st 2A0A S22 $us &

S8 Y Bl AlohoE 121 ng(74%)F FESHATHE 2).

A7 EEE B S g GAHS AESte] pHE 1.022 2A3Ea ofAEAL o9 (10 nl X 2)2 F&3 4
MgS0, &2 CaSO, 2 HAZstn EvjE V|2 Fele] A4 A 1-HuE-1H-sl Eg2FE-5(4H)-E]=(1-

0

phenethyl-1H- tetrazole-5(4H)-thione) 33 mg(16%)S F53tAtt. 7] AAd diste] A7 FHEF &4
(Nuclear Magnetic Resonance Spectrometry)< 733t A3, T 3o el nvie}l Zro] 1-Hu|E-1H-H| Eg}=-
5(4M)-El2o] a&Hom AAE A& & 5 AAg.

HAE g eAoRo]E, Fuld o]hAotvlo]E H 1-# v e -1H-¥] E2}E-5(4H)-F]
(thin layer chromatogram)2 % 40 =AJE o] Qtl. = 404 1H E& HuE g
Alofdlel E E3FEof digk TLC A%E Y, 30 €& &2 =
ZAlopd| o] EZ} l—iﬂH]%—lH—EﬂEE}*é—S(ZIH)—E]%QE AgkE &) g IC 234& UrEthq 2W g2 2
ol A Arde] mE Wl o FEElS FAE HUE EoAoo]Ee gk TLC AHE e, 4
Hoge 2 3ol A AAdd mE e o3 FEYF AAE 1-HvlE-1H-EHE2E-5(4H)-F =0l gt
TLC A& vebdct. 18 oA verd viel Zol, FE g oAJoldlo]Eet HUld o] Alotdlo] EE TLC A
o7 FEE F s AER S0 FARStY], AZ E837] ofH St 2 3] A AAde mE g
3 &olstAl EH T F AT

271 Adld gHeAloldlolE 2 1-H v g-1H-H Eg}E-5(41) -89 &4l 4AL 7)o 2}

Huld EAoHolE

2ol g wE 2ehETY
QAo ]O]E A1 = B
wee) o Ao

ol
Al
2 < Wil wet Hy)

o]

Lo

l

Ri=0.8( A&7} A, olAEAL e dsk=1:3); #E=F: 169; FANA; I NMR (300 MHz, CDCl3) & 7.30 (m,

5H), 3.15 (t, J=7.0Hz, 2H), 2.89 (t, J=7.2 Hz, 2H); “ONR (75 MHz, CDCl;) & 137.56, 128.77, 128.59,

127.19, 112.02, 36.96,35.06; FT-IR 3084, 3062, 3026, 2939, 2857, 2153, 1674, 1603; EA o]&3k (C:66.22,
H:5.56, N:8.58, $:19.64); 5A%k (C.66.39, H:5.81, N:8.52, S:19.86).

-gyg-1,4-t3 =2 - EgdE-5-E&
Ri=0.3 (A7} A, ofAEA o&:82=1:3); 3= 145; 34 Z4; H NMR (300 MHz, CDCl,) 8 14.38 (s,

M), 7.22~7.35 (m, 5H), 4.53 (t, J=7.4 Hz, 2H), 3.24 (t, J=7.7Hz, 2H); 13C NMR (75 MHz, CDCl3) &
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163.67, 127.22, 128.70, 128.81, 136.24, 48.58, 33.80; FT-IR 3060, 2931, 2830, 2784, 1333; EA ©]&3%t
(C:54.41, H:4.89, N:27.16, S:15.55); A%k (C.52.79, H:5.20, N:27.36, S:15.75).

AA 2: FE Bl o o|E Y 1-FE-],4-T]F =E2-HEZHS-5-E29 Ax

MAEAR (2-BE2RJEDWA thal 1-B 2R EEF(1-bromobutane) 1.37 g(10 mmol)& AFE3 AS A< s}
F o2 dEA]A, —‘?‘% El2AJolo]E F 1-HE-] 4-T3| E2-HEZGE-5-E 23 A
1-Fg-1,4-Ys| =2-H EgE-5-E 29 &4 5L 371< 2o

2d EoAolo]E
Ri=0.8 (A7} A, o}HEA e :3Ax=1:3); V= 94; T4 dz; HONR (300 MHz, CDCly) & 2.91 (t,

J=7.3 Hz, 2H), 1.76 (quin, J=7.3 Hz, 2H) 1.44 (sext, J=7.7 Hz, 2H), 0.92 (t, J=7.3 Hz, 30): C NMR (75
MHz, CDCls) & 112.31, 33.61, 31.70. 21.00, 13.22; FI-IR 2960, 2915, 2870, 2152, 1677, 1464; EA o] =3zt

(C:52.13, H:7.89, N:12.16, S:27.84); S 3t (C.52.25, H:7.82, N:12.55, $:27.86).
1-3€g-1,4-t)3| =2-H| Ed}Z-5-E &
R=0.3 (Ae)7} A, ofyEA oe:sa=1:3); ==4: 60; A4 A4; H NR (300 Mz, CDCls) & 14.79 (s,

M), 4.32 (t, J=7.3 Hz, 2H), 1.93 (m, 2H), 1.42 (sext, J=7.3 Hz, 2H), 0.99 (t, J=7.3 Hz, 3H): C NMR
(75 MHz, CDCly) & 163.44, 47.14, 29.87, 19.53, 13.48; FI-IR: 3051, 2983, 2912, 2764, 1336; EA©]=7t

(C.37.95, H:6.37, N:35.41, S:20.27); =784t (C:38.10, H:6.35, N:35.28, $:20.26).

AAd 3: A4 BoAoho]E 9 1-94-1 4 =E-HEGE5E L9 A=

MAEAR (2-BE2ReE)dAd il 1-B 223X (1-bromobutane) 1.65 g(10 mmol)S AFE3 HAS A|Qsta:
Ao 13} L3 o m g AlA, A E|Aolo]E W 1-314-]1 4-T]3| E2-HEZE-5-E2S A3}
Gtk 7] @A EJQAololE H 1-8l2-] 4-U]3| = 2-H EgE-5-E]29] B4 5L |9 At

A EJeA ool E
Ri=0.8 (A7} A, o}MEA o|e:&dAk=1:3); #&=7: 131; FAAA); HNR (300 MHz, CDCl;) & 2.88 (t,

J=7.3 Hz, 2H), 1.75 (quin, J=7.3 Hz, 2H), 1.45 (m, 2H), 1.32 (m, 4H), 0.85 (t, J=7.0 Hz, 3H); C NWR
(75 MHz, CDCls)& 112.35, 33.96, 30.92, 29.74, 27.51. 22.31. 13.84; FT-IR 3084, 3062, 3026. 2939,

2857, 2153, 1674, 1603; EA ©]&%k (C:66.22, H: 5.56, N: 8.58, S: 19.64); =A%k (C.66.39, H:5.81,
N:8.52, S:19.86).

1-84-1,4- s =R EgE-5-H &

FL

R=0.3 (AZ7HA, olAEZL od:d4=1:3); =4 80; A 4AH; H MR (300 MHz, CDCl3) & 13.53 (s,

1H), 4.28 (t. J=7.3Hz. 2H), 1.93 (quin, J=7.4 Hz, 2H), 1.32 (m. 6H), 0.89 (t. J=7.0 Hz, 3H); C NMMR
(75 MHz, CDCls)& 163.76, 47.48, 31.17, 27.95, 26.08. 22.47. 14.02; FI-IR 3010, 2980, 2929, 2912,

1350; EA ©]&%k (C:45.13, H:7.58, N:30.08, S:17.21);

B\

A%k (C.45.21, H:7.28, N:30.11, S:17.21).

A 4: B4 BeNeolE % 1-84-1 4-c]s| = 2-g EgkE-5El 9 A%

MAEAZ 1-B 22N 2 (1-bromobutane) thAlo] 1-ZFZZ A 1.21 ¢(10 mmol)S AFES AL A stas A A
o 3% FYd Hoe=R REGAA, oA EAoMo]lE A -] 4TI ER-HESE5-EHEE

AAle] 5: 3-Fldz=2g EAolE d 1-(3-¥HdZ=2H)-]1 4-T|3|=2- HEGE-5E2] A=

MANEAE (- RdeDwAl gl (3-rErzad)wA{(3-bromopropyl) benzene} 1.99 g(10 mmol)< A&
= AAd 17 593 e R BESAIA, 3-TdZ2I E|QAoMo]lE B 1-(3-FldZ=g-
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LadsEz-HEeE-5-E e Azadr. 47 399 FeAohiloE @ 1-(3-Adrzd)-1,4-vs =
HEeE-5-E e Beldel 5HL 5 :

3-dZ2F EAOHolE

o,
o
O

ok,
N
i
O

Ri=0.8 (Ag]7}A, o}MEAL oe:ax=1:3); Z=7: 173; F4 AA; HONR (300 MHz, CDCls) & 7.21~7.34
(m, 5H), 3.41 (t, J=6.6 Hz, 2H), 2.81 (t, J=7.7 Hz, 2H), 2.19 (quin, J=7.7 Hz, 2H); C NMR (75 Miz,
CDCly) & 140.56, 128.51, 128.43, 126.17, 113.01, 34.11, 33.94, 33.18; FI-IR 3077, 3026, 2939, 2857,

2153, 1674, 1603; EA AAFZE (C:67.76, H:6.25, N:7.90, S:18.09); =A3Zt (C:67.74, H:6.01, N:7.68,
S:18.21).

1-(3-Hd==24)-1,4-3 =2-H EZHGE-5-E 2
R=0.3 (A&7} A, oA EAF ojg:ala=1:3); ==7: 140; A ZA4: H NR (300 Miz, CDCls) 6 13.21 (s,

M), 7.19~7.33 (m, 5H), 3.23 (quin, J=7.3 Hz, 2H), 3.54 (t, J=7.0 Hz, 2H), 3.68 (t, J=7.4 Hz, 2H); C
NMR (75 MHz, CDCls) & 161.23, 125.11, 130.77, 131.87, 134.14, 46.22, 41.19, 35.64; FI-IR 3050, 2973,
2912, 2764, 1336; EA o]&2%k (C:54.52, H:5.49, N:25.43, S:14.56); =A%k (C.54.48, H:5.48, N:25.20,
S:14.55).
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E] 2 Al okt
o] 2:E] 2 A b4t e

EERERY

o
=, %

¥

FEIEE

74(100)

SCN SCN
S v | g

s
NCS
oy 19 b8 NJLINH 16

N=N
~"seN 83 “"seN 79(100)
Pl /\/\Br i
“"nes 16 TN W ibe
N=N
/\/\/\SCN 88 /\/\/\SCN 84(100)
3 T i
N=N
SN 85 A NgeN 79(100)
4 NN S
/\/\/\NCS 15 /\/\/\N\ INH 7
N=N
mSCN 85 Q/VSCN 80(100)

“7}?\1@3}513]145 =4 s
2" YAAEY 5

3 @MBr )SL
NCS 15 13
@M @M NN:N/NH
2 A5 472 10 mmolS 20 mmol®] KSCN¥} DMF-acetonitrile(10 mL) w2 2204 12A]7F
3k A 7
"E] O Ak o] AE] © A9k ZFE(3 mmol)S NaNz4.5 mmol)@t 0.49 mL 8] % (6 mmol)©]
Zod (G mL)E A2 2417 w5

1*11401 Zol| Batair
AA o7} Vssithe e oldd A

(]

AV
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