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58302805 : Major ORGANIC CHEMISTRY
Keyword : Indole, Fisher

MR. SUTTINUN VICHARN : SYNTHESIS AND BIOACTIVITY EVALUATION OF 2-
SUBSTITUTED INDOLES THESIS ADVISOR : ASSISTANT PROFESSOR  WAYA
PHUTDHAWONG

Indoles are heterocylic compounds. It containing pyrrole ring and

benzene ring fused to OL,B position. Indoles are common substructure in many
alkaloids, a biologically accepted pharmacophore, for example, anticancer,
antibacterial, anti-inflammatory and so on. During the past 100 years, different indole
derivatives important attention had been directed towards the functionalization and
synthesis of compound containing indole skeleton. Here, 2-substituted indoles still
represent a significant important biological ‘properties. It could possess interesting

and useful bioactivity.

In this work, synthesis of 2-substituted indole from Fisher synthesis
converts aryl or allyl methylketone and phenylhydrazine to indole derivatives with
different condition in presence of Lewis acid. The yields obtained in our synthesis of
the indole nucleus appear moderate to the average yields obtained by the Fischer

method.
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phos Ussnautounn laansuansias 75-86% aalansluning 6

Pd(OAc), (1%)
Br S-Phos (2%)

— K4PO, H,0
Br+ R-B(OH), -
NH,

IZ

R = ;@ 84% §4< >*CF3 75%

2—@0Me 83% 34@

Me

e [ b
D, e
_\\—n—Bu

AWM 6 UanIN13FLATIZVBUlAaE Y WIUTAWILGT 2 Ing Mark Lautens wazAny

vy A &

lutdinun Mark Lautens [38] Walw1Ugnsen arsmenunidulida unulasniluy

Tusaulaasuan e 40-82% AanandlunIni 7

Br Pd(OAc),
= MeyNClI /R
Br RJ/ @J
NH + v N
Bn Bn
, 0
R= $—CO,Bu  79% E—QN
mo
*—Ph 65%  —CN

OH
EOCI %

CsH1s
EOOMe 73%  $—S0,Ph

AWM 7 Uanen1sduaszdulaaiivyunuiisumiai 2 Ing Mark Lautens wazAny

86%

80%

63%

70%

82%

40%



Tud a.#. 2014 Paramasivan Thirumalai Perumal [39] T a1s@Aadusiathe iy
Mark Lautens &.a51¢91 2 aziiladulaa (2-amidoindoles) tnglgnadiuas (1) lalalan (Cul)

Jusssufisedanandlunini 8

Cul, DMEDA
B y Cs,COg, THF Ts
b+ a N 80 °C. 24 hr - mN_
NH r Bn® "Ts ” Bn
O)\CH3

65%

AT 8 uanINTALATIEBUlnaNIuuNALN 2 Iag Paramasivan Thirumalai

Perumal Lagmauy

Tul A.f. 2005 Kou Hiroya [40] U @.#. 2008 Norio Sakai [41] uazU a.A. 2015
Malina Michalska [42] 1tUA5e1n15Un9veseuius 2 welatliaesiiau (2-alkynylanilines)
Adeiu Tneld NaAUCly CU(OAC), InBrs waw 1PrAUCt Wustssufzenlunisdansizidu

IAANIVYUNUAALN 2 prud1duassanslunIng 9-12

Cu(OAc), (10 mol%)
1-ethylpiperridine
H,0:MeOH 1:1

= rt, 17 hr
® = )
NH N

Ms Ms
96%

NN 9 LLammsé’hmezﬁ%u‘lﬂaﬁﬁwgLmuﬁ@i’%mmﬁ 2 Ine Fabio Marinelli bhaz@oue



= R NaAuC|4_2H20
Z EtOH:H,0, rt

e, - oy
NH

2

R= }@Me 80% }@—tsu 83%
5
<

Iz /E

*Bu 74% 80%

s
=
E—\\_Ph 70% }@m 92%

A 10 wanansdLATIzidulnaiuuna e 2 lag Kou Hiroya uazmme

R InBrs (0.05 eq)
Z toluene, reflux
L ery
NH, N
R= L@ 95%
§—tBu 59%

AT 11 wananisdaasizvisulaanivunuiisumisn 2 lag Norio Sakai Uazagne

10
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IPrAuClI (0.25 mol%)
AgBF, (0.75 mol%)

P R hexane (0.125 M)
Z 40 °C

>
NH

2

R = @Bu 85% — 78%
OBz

S 0% = 62%
0
U 68% ©
OBn

NO,

I=z /E
Py

M 12 UanINTdLaTIEidulaa Ny unudwmian 2 Iag Malina Michalska waganse

Tud A.e. 2007 Dawei Ma agaaiz [43] nasdaasisndulaaiiivgunuiisdiumiadn
2 AanefU Kou Hiroya [40] Asuntiiaainenusy C-C sgnataiuudu dukealaauaigans

ruURATEN Sonogashira AewldrSsUasdulawileuit Kou Hiroya fawandlunmil 13
Cul (15%mol)
PPhs (30%mol)

! R K3POy
+ 7 >

NH i

COCF;4
Cl 85% EOOMe 88%
CO,Me 80% LQ 75%

OAc

Iz /E
Py

X

N (7 fa A ! o |oal .
A9 13 uanansdaszidulaaiivyuvuisiuian 2 lag Dawei Ma LazAny



=

Tul A.A. 2005 Lutz Ackermann waganig [44] Tda1sasiuanusiife wuduinivg
walauassnyiueasls (ortho) i Uguaiiedlu (primary amine) uazuaaladuaigans
(terminal alkyne) lnedilulnsiautawmalslonanaistu (N-heterocyclic carbenes, NHC) uag

o Wuiiseuiisersuandlunni 14

1) Cul (10 mol%), Cs,CO5 (1.5 mol%)
| Pd(OAc), (10 mol%), PhMe, 105 °C, 2 hr

C :CI N i
ﬁ) Ph
y@q (10 mol%) 52%

H—=—Ph
2) Ph-NH2, KOt-Bu (1.5 eq), 22 hr

AN 14 wananisduaszvisulaanivyunuisiumis 2 lag Lutz Ackermann uaganuy

Tudl A.f. 2008 George A. Kraus hagay [45] 14 2 agdluivuda lasidanealn
Heuluslug v eyiusvesuuenadlen Tolalastnibuunashimnudouldanswansiu 81-

97% gauanslunni 15



1) AcOH (0.4 eq)

NH, O  80°C, MW, 10 min, MeOH
+ K > ()
o ™ 5 tBuoK (1.6 eq), THF N
PPh, Br ) t-BUOK (1.6 eq), H
25°C, 1 hr
R= L@ 9% S| 86%
}@Br 95% \_/ 85%
N
%@ 81% 5_\\_© 97%
HsCO
2—<j%No2 86% L@_{ 83%
) T )
W A

AWM 15 LI sdasIzidulaanivdunuisuiled 2 1ag George A. Kraus Uaganly

Tl a.A. 2015 Jun Deng warans [46] lolauani1sdunsgidulaaniingunui
° | A PRy < ) ¢ v & U oa Iz v )
AWAUIT 2 NAUTINSIUNSENRTIE aely wulelaladn@uilua (NIS) @s1ewusy C-N

waglvisosazHanAnigeasianslun i 16



14

x_R NIS (2 eq), CH2C|2, rt
@ > DR
NH N

'i's Ts
R = L@ 99% LQ 549%
OMe
i—@ 96% %QOMe 89%
Me Me
EO 92% %OF 91%

Me
}Q 91% * Me 32%
MeO

AWM 16 LRI LA Endulaa ANy unuAR w2 1ag Jun Deng wagAmy

Tudl A.A. 2014 Prasanta Ghorai wagamg [47] @uean1slduiisenweulitady
sondindu Tuluanalaedniaufendudnssdnseduantdunmi 17 uaslulifeadud
Alexander Breder uazmaiz [48] i@uan1sinufiseiededulagld@didey (selenium) 1y

missuisednandluning 18

Ph Pd(OAc), (5 mol%)
> PPhs (10 mol%)
DMF, 80 °C, O, (balloon) O
- L
NH, N
65%

AWM 17 Uanansdaszidulaanivaunuiisiumian 2 lag Prasanta Ghorai kazAny



(PhSe), (2.5 mol%)

R NFSI (1.05 mol%)
| 4 A MS, PhMe
100 °C, 16 hr A
R
NH N
Ts Ts
R= *=Me 43% Lp 69%
‘Pr 79%  =Ph 97%
§{> 65% @OMe 41%
<] 87%  Bn 63%

M9 18 UanIN sz idulnaiivsunufidiumian 2 lag Alexander Breder Lazany

15

Tud A.A. 2012 Gajanan Rashinkar Lagang [49]) l@uani1sduasizidulnaniing

Y

wnusude 2 9neesislulasiwudalasnlun (o-nitrobenzyl cyanides) wazAialulsiin

wo%n (phenylboronic acid) auanslunmi 19
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Pd(OAc),, TFA, DMSO

Fe metal
S wom,
NO, R

0y

R= §—© 70% OMe 80%
OMe

@ 70% @OMe 80%
Me
@Me 72% @F 60%
Me F
(_Q 60% @ 92%
Me
@ 75%
MeO

AT 19 wanansauassvisulaanivuuisumian 2 Tag Gajanan Rashinkar waganuy

Tul A.f. 2015 Manas K. Ghorai kazane [50] daa3nzidulaalaenisilniguedsnu
(aziridine) Mmigyagiad BnNIdsdinIzzIstumsiinu]iselnnedsauiuanslunini

20

1) PhSH, BF5 OEt, (15 mol%)
. DCM, rt, 2 hr

2) Cu powder (2 eq)
@(AR DMF, 120°C, 22hr g R
Br

S

R = —Et 70%

Iz _

S

AT 20 UaRINsELATIERdUlAaNI v uUAduIN 2 Tag Manas K. Ghorai Wagaaie
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TusAdeiaulanisduaszvidulaaningdunundunuen 2 me33 Fischer WoNa"IAe
Auasladine wsawwssuladne wasldanslunisinufiseniianuisamladne nalnufizen
Fischer indole i3u91n8LanasauglnaieIuueendauresflauiulusnauainnnwedanyi
Wialauegluanngnieslwonsfinujiseuinauy mﬂﬂfuﬁl,?mmau@ﬁmLﬁmuuluimwu
A P v ~ & P Y & ad ~ a Py v v ¢
vosialansdudiglaniinniveuvesdlaunmpudidnase uluieandiauaylaasisdud A
nuwianisinelusneuntulasauluiieanduldasisdud B antudianasouglan
= d' d‘ ¥ ] 1 I 901 a [~ LYY I3 v 'y}
Wenvululasiaundeunluaiiuszelaluanavenieeniiniluasdisdusd C uaiuaunsu
TWsnowdaludiu D (imine) egluaugadu 8uafiu E (enamine) anduiin [3,3)-
sigmatropic rearrangement geaytdeainuiluazlsunfnluansdsdud F antdunduun
Wuszlsurfn (rearomatization) Iagniséeueslusaauiinduansisdud G anntu
a ag I ¢:4' Yya < (9 a a gj a o I d'
didnaseudlaniierveslulasiaulididnasauiunsniiga MNUuBanaTouAlAnREIT4
Tulnsiauluansdsdud H rglauinnsueuresdiiuaniuaisesibidanudueslsunfn

unsiedeunveslsnouasldiiudulea sanansluning 21



18

N o 7
\N \
O™ s She,
H
Co_cH
H” 3
../‘ \[O]/ H H.-. H\®,H
o % QcH §en
S H& =13 H. 3
HsC” R H PR ——— N R =—— NS R
NH NH
H & J
N._.: (Al [B]
o4
NH CH, CHa o
0Z_CH
R HN)J\R NPR ol

NH ©/NH ©/NH ° CH3
CN)\R
[F] [E] [D] @NH

[C]
M SHCK
NH N’
G €]
R CR AN
NH2 — o 'NH2 —_— @ N l._i
H
[G] [H] [n

A 21 wanenalnufizen Fischer

msfinulana1sfienis uaznaransnieuiuvesasUsenaudulaanivyunun
funied 2 Tunisdudanisyinauvesioulasi DNA gyrase B ATPbinding domain @10 E.
coli (PDB: ADUH) wa¥ S. qureus (PDB: 5D6P) 210518414084 Martha S. Morales-Rios Tud

2018 lgfinsfinwluanarsneniuaznacmansaeusuuesansusznoudulaandviunui



Funsdl 2 1uﬂﬂié’U§QﬂwaNﬂusuaﬂLaulezjﬁ DNA gyrase B ATPbinding domain 310 E.
coli (PDB: 4DUH) wag S. aureus (PDB: 5D6P) aaelusiasy Autodock Vina 8An AGyg

(kcal/mol) vasansdaasiziiu 4DUH aglutie -7.4 fis -8.1 uaziiu 5D6P -6.4 fis -7.4

uni 3
A5n15nnan

gunsal
1. 1304 Mass spectrometer: ESI-FT-ICR (High resolution) Bruker BioAPEX 70e

spectrometer

2. \p309 Nuclear Magnetic Resonance 300 MHz: Bruker 300

3. 1509 Rotary evaporator: Buchi Rotavapor R-114

4. 4303 Vacuum pump: Tokyo Rikakikai Co., Ltd. model A-3S

5. 4309 Stuart SMP2 melting point apparatus

6. w3nitiazBun (Ao ¢ muie): Mettler Toledo model AB204
IAGEY Hotplate and stirrer: Heidolph MR 3001

8. 4309 Ultrasonic Bath : Elrasonic S 30 H

9. gUnIalamTuWIEUWIY preparative TLC: Desaga Brinkmann

10. TLC Silica gel 60 F254 aluminium sheet, Merck

11. nFeMYNTDN: Advantec %uwmﬁumu@uéﬂa’m 110 mm gz 70 mm
12. wdesufafiugiu

13. Ao

14. ﬁﬂﬂiaﬂLLUUaﬂﬂ’]’lﬂJﬁu

I @
15. iananY agLuHNRAne

19



16

17

18

19

. WYaLuan
. Sealed tube
. Parafilm

. Clamp uwag Clamp Hold

ansiadiald

1. Acetone: BDH (analytical reagent)

2. Acetophenone: Fluka

3. d-aminoacetophenone: BDH (laboratory reagent)

4. Chloroform-d (contains 1% v/v of TMS): Sigma-Aldrich
5. Dichloromethane

6. Dimethyl sulfoxide-d6: Sigma-Aldrich

7. Ethanol

8. Ethyl acetate

9. 2-ethylacetonephenone: BDH

10.

11.
12.
13.
14.

15.
16.

17.
18.

19.
20.
21.

22.
23.

4-fluoroacetonephenone: Carlo Erba

Glacial acetic acid: Lab-Scan
Hexane
Hydrochloric acid: Carlo Erba

2-hydroxylacetonephenone: Carlo Erba
3-hydroxylacetonephenone: Carlo Erba
4-hydroxylacetonephenone: Carlo Erba

Methanol (distillation)

3-methoxylacetonephenone: BDH
4-methoxylacetonephenone: BDH
3-nitroacetonephenone: Carlo Erba
4-nitroacetonephenone: Carlo Erba

Phenol red
Phenyl hydrazine: BDH (laboratory reagent)
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24. Polyphosphoric acid: Fluka

25. p-Toluenesulfonic acid: Carlo Erba

26. Silica gel 60 (0.063-0.200 mm) :Merck

27. Silica gel 60 F254 containing gypsum :Merck
28. Sodium bicarbonate: Sigma-Aldrich

29. Sodium hydroxide: Fluka

30. Sodium sulfate anhydrous

ANSHILATIZU

N1589AIIZR 2-phenyl-1H-indole
O

H 1) ACOH,H3CJ\©
'NH, > O \
Cr >

2) PPA N

)}

1

Wuezdlaudlluy (acetonephenone) 5 addns 0.043 Tua Tu naLoIANTUTY
(slacial acetic acid) 15 fiadans asluvanguaunvuin 100 daddns nduivasaranei
wiswldasluansazansnausening Adalensedu (phenylhydrazine) 6 faddns 0.061 Tua
fu nsawedin 50% 20 fadans Wwian 15 il nsesreneuiiiintufienseanauiy
tngnauiinsadldiiuadly nsnlndneanasn (polyphosphoric acid) 15 n§u Turiafunay
100 fadans feglusramunugumgliil 100 esmiwadea niusioideaduian 30 uni uén

U

Wasaraeraunlaasiiu 50 Jaaang muauLﬁmmﬂauamyjaaﬁmnﬁ’umaaammmﬁu

ca v

Aanznaumuiaudunatsazrlaasuan Augnaeanis

a

NAvDINALTEIng AiTlensedu (phenylhydrazine) 5 3adans 0.05 lua avdlauf
luu (acetonephenone) 5.8 fladans 0.05 lua wagnsanisingdudalnia (p-TsOH) 2.85

n3u 0.15 lwa Turiadunauvwin 50 dadansneglugsaunugumnil 100 ssrnaldes



22

nusataadual 5 wiil 3nTunIasanALsuARznausutnauldunane azlenznou

[

YDIATHANN UNTNABINT

NANUDINENTYINe Aialensydu (phenylhydrazine) 5 Tadans 0.05 lua oxdlaudl

a

1ull (acetonephenone) 5.8 fadans 0.05 lua waznsalwaneansin (polyphosphoric

a

acid) 30 nfuluenuea 4 fadans lurianunauwua 50 Iadansiedlugranrunuaumal

Y

180 aarwaLed nusaidanduial 2 $alud wdmaisazatenaunlaasindu 100

fiaddns nauauianznouauysal MNtunsesannuiuasnznourmuiaudunasazls

Y e v

ATHANNUNNADINTT
BN a
nauvoswanlunasntaniin (sealtube) seuane Wilalamszdu (phenylhydrazine)

2.5 {iaddn3 0.025 Tua 9xdlaunluu (acetonephenone) 2.8 fiaddns 0.025 Tua waznnln

avleana3n (polyphosphoric acid) 15 nfululeniuea 4 iadans Tusramuangumail 180

a

=~ oA <, & 1% Y 5 aa
AR YA NIUFABLUDILTULIAN 2 GU'JINQLLa'ﬂLﬂaqﬁagaqﬂmﬁﬂmlmaqqugu 50 1Uaaans Ny

(% 5 a

JuiinAznouauysainNtunTaannusudasnaudIuawdunans aldasuanduin

A99N1T
%9 5

a

NANVDINANTEVINe ATlense A (phenylhydrazine) 2.5 34383 0.025 Tua 9ed

a

Inuilluy (acetonephenone) 2.8 iaddns 0.025 lua nsalwansanesn (polyphosphoric

acid) 15 NS4 kareNIuea 4 Jadans TUVINNUNAUIUIN 50 Tadans WA USaunlY

a

Tulasiavl 800 Ta6 1Wutian 3 uiuaimatsazatenauleasiigy 50 88805 NIUAULAR

'
6 a

mzﬂauawiaiﬁ]mﬁuﬂ3@qaﬂmmé’fuﬁwmﬂaué’wﬁwmﬁuﬂma e lAa1SHAR AN

AD9NT
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N15894ATIZR 2-(3-nitrophenyl)-1H-indole

o)
HsC NO
H 1) AcOH, NO,
Sh -
2) PPA N

Wi 3 Tuleses@lauiluu (3-nitroacetonephenone) 4.1 n5u 0.025 Tua lu nsaLe
FRniutu (glacial acetic acid) 7.5 #adans adluriagusunauin 50 daddns MnduLiy
asazanefiwseuldaduasararenausewing iialenssdu (phenylhydrazine) 3 fiadans
0.03 Tua U nsawedin 50% 10 fadans WWuan 15 unil nsewmzneuiitiniusensesan

ANURUY Unznaufinsesladuasiu nsalnaneanesn (polyphosphoric acid) 7.5 n5u Tu

=

Infunau 50 Taddns Neglusrsnruaugungiifn 100 esrigalea niussiionlunan
30 Ul waanansazateNaNilaasnduy 25 §addns nauuinnznauauysalantunses

[

anALAUEeRznaumutnaulunas agldansnaniueifidasnis
359 2

NALUDINALTENINN Wialensgdu (phenylhydrazine) 5 iaddns 0.05 Tua fu 3 lu
lnseedlauillun (3-nitroacetonephenone) 8.2 N5 0.05 lua kagnsanisingdudalnila

a

(o-TsOH) 2.85 n3u 0.15 Tua Tuvaniunaswuin 50 faddnsieglusianiuangaumgil 100

Y

<

IAaRya Musattanduial 5 Ui NTUNTaIanANLSUANRZNaUILTNULTUNaa

(Y cal v

iRz nouveIAINAN AU IABINTT
B9 3

NALYBINENTENIN WTlansydu (phenylhydrazine) 2.5 fiaaans 0.025 lua AU 3
Tulnsos@lauiluu (3-nitroacetonephenone) 4.1 nsu 0.025 Tua waznsalndnoansin

(polyphosphoric acid) 15 nfuluweniuea 4 faddns luiadunauvua 50 dadansneglu

] a = oA I3 Y v Ay v
@qﬂﬂjUﬂ‘ﬂquﬁQN 180 99AALTHE NIUADLLDUUULIAN 2 SU'JIIN Lmela’liaszJNauva@
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s Lau 50 daddns nauauinnznouauysal 91NTUUNTOIARAIINAUANALNBUAIULIIY

[

& o a ca v
L‘Uuﬂmwziﬂmimamm%wmmmi

nanvesnanlunaondaniin (sealtube) s¥wing Mialensedu (phenylhydrazine)
2.5 fiadans 0.025 Tua fu 3 lulnsezdlauiluu (3-nitroacetonephenone) 4.1 A3 0.025
lua waznsalwaneanain (polyphosphoric acid) 15 nsuluteniuea 4 Jaddns Tusis
PuANgMg 180 sarwaidoa nawsailontunm 2 Filuudmarsaraenaniilda
W 50 fadans nauauinazneuauysal ntunsesannmfudng naufuLinau

Y cal Y

nansaylaansuan s Ndeans
/N 5

NALYDINANTEUINY WHalanszdu (phenylhydrazine) 2.5 faddns 0.025 lua 3 Tu
lnsozdlnudluu (3-nitroacetonephenone) 4.1 N5y 0.025 lua nsalnaneaneasn
(polyphosphoric acid) 15 N3u waglenuea 4 Haaans wWunnunauvuin 50 daddns 1
AnuSoumglulasian 800 das Ui 3 wiiuduvaisazaenauilaasiniu 50 Jaaans
nuauinaznauduysalantunsesannIusudaznausiuliaudunas agldans

[

NANNUITIADINTS

NN589ATIZA 2-(4-nitrophenyl)-1H-indole

Wi 4 lulnsos@lauilluy (@-nitroacetonephenone) 4.1 n5u 0.025 Tua Tu nsawe

FAnLUutu (glacial acetic acid) 7.5 faddns adluviagusuyvuin 50 1addns 31nTuLRY
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asazanefiwseuldaduasavarenausewing Aislensedu (phenylhydrazine) 3 fiaddns
0.03 Tua AU nsnuedin 50% 10 Jadans Wunan 15 undl nseemzneuiiindudensesan
Anudy dngneufinsesldiiuasly nsalndveanssn (polyphosphoric acid) 7.5 n¥u Tu
vInfunay 50 Jadans feglusrsmunuanmaii 100 ssruwadoa nauseideauduna
30 unit uwdaumansavaenaniildasiniu 25 faddng ﬂ’Juﬁ]uLﬁﬂ@%ﬂ@ﬂﬁﬂgiﬂ%’]ﬂﬁﬂﬂﬁaﬂ

ca v

anAusuaenznousuiaudunatealfasnan A e Nifeens
359 2

NALBINENTENIN Nilgnszdu (phenylhydrazine) 5 fiadans 0.05 Tua Au 4 Tu
Insor@lnuilluy (d-nitroacetonephenone) 8.2 n$u 0.05 Tua uagnsanisiingdudaluia

a

(p-TsOH) 2.85 n$u 0.15 Tya luvandunauvuin 50 fadansieglusaniuaugamgil 100

Y

<

paraea Musaiiaaduiial 5 wifl ntunsesanAufuaanznauIuLnauunais

L5 (3

A lAngNoUTDIAINENA T NABINTT
359 3

NALUDINENTENINS Wialansedu (phenylhydrazine) 2.5 fiaddns 0.025 lua fu 4
Tulnsosdlnuiluu (@-nitroacetonephenone) 4.1 n5u 0.025 lua waznsalnawoanssn
(polyphosphoric acid) 15 nfulweniuea ¢ fadans lwvandunauuua 50 dadansneglu
819AUANQUUYT 180 asrmwalliua niusailonduiian 2 1ilug udnansavangnauiila
a8 50 faddns NIUAUAANLNOUALYINRINTUNTBAAAIINAUAIRZNa UMDY

v

na99zleasuan S NAeans

nanvesnanlunaondaniin (sealtube) szwine Mialenszdu (phenylhydrazine)
2.5 adans 0.025 lua v 4 lulnsezdlauilluu (d-nitroacetonephenone) 4.1 nfu 0.025
lua waznsalwdnweanedn (polyphosphoric acid) 15 nFuluteniuea 4 Jadans Tuss
Auemgug 180 aarwaidea musiaenduna 2 Sluwdunasavaenaniildai
1 50 fadans nauauinazneuauysal Mntunsesannmfudng neuiuinau

v ca v

ﬂma%léfmiwﬁmm%mmms
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N1589UATIZI 2-(4-methylphenyl)-1H-indole

CHj;

N.
' ~" Cy-Oron

2) PPA N

W 4 wsansdlauiluu (4-methylacetonephenone) 4.1 nsu 0.025 Tua Tu nn
wedmnuiud (glacial acetic acid) 7.5 Hadans asluranguvasjaun 50 Haddns 910t
duasazatewiouldacluaisavatenausening #iilenssdu (phenylhydrazine) 3
fiadans 0.03 Tua fu nsawedin 50% 10 Jedans Wuan 15 ud nsesmzneuiiintudie

nsosanANAU dngneuiinsesladuacly nsalnaneanssn (polyphosphoric acid) 7.5

'
a

n5u luvandunau 50 faddns Neglusrsnruauaamalii 100 e waled nausailonduy

Y

a a

AN 30 Wil udamasazanenaunliasiniy 25 faddns niusuianeneuaNyYsalaINIY

[

nsosanAURUaeRznaumulnaudunarsazliasandusifidesnIs
369 2

nauvosnanlunasnlauiln (sealtube) 581119 Wilalamszdu (phenylhydrazine)
2.5 iaddns 0.025 lua v 4 wiassdlauwiluu (d-methylacetonephenone) 2 n¥u 0.025
lua waznsalwdnweanedn (polyphosphoric acid) 15 nFuluteniuea 4 adans Tuss
AUANENUOT 180 srwaled nausailondunian 2 Flusudivasavarenauilaasi
1B 50 faddns nauauinaznauanysal 31NUUNTIEAAINNANEAENBUAINENIWLTY

cal v

nansazlaasnandueiNdeans
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N1581ATIZI 2-(d-fluorophenyl)-1H-indole

Wy 4 Wigealsaydlauilluu (4-fluoroacetonephenone) 3.1 faddns 0.025 lua u
nIALBTANIIUTY (glacial acetic acid) 7.5 4addns adluviaguvuyvuin 50 addns
nnuinasavanefisseuldaduasavananansewing #idlanssau (phenylhydrazine) 3
fiadans 0.03 Tua AU nsauedin 50% 10 fadans e 15 wiit nsemznouiitistuse

nspsanAuLAu ingneuiinsesladuaslu nsalnaneansin (polyphosphoric acid) 7.5

a

n5u luvandunau 50 faddns Neglusrsnruauaamglii 100 e waled nausailonduy

Y

a a

a0 30 Wil wdamasazanenaunliasigy 25 Jaddns niuauianeneuaNysaIaINUY

v

nsesanmNAuaeaznousuinaudunatsaslfasHan A e NifeIns
359 2

nanvesnanluasntantn (sealtube) s¥13ne Wilalansedu (phenylhydrazine)
2.5 fiadans 0.025 lua AU 4 ngeelserdlauilluu (4-fluoroacetonephenone) 3 fiadans
0.025 Tua waznsalwaneansin (polyphosphoric acid) 15 nsuluteniuea 4 daaans Tu
g19AIUANaMUUgN 180 asrwaded niuneilonlunal 2 Tiluswdunarsazatenauils
aaldu 50 faddns niuauiangneuaLYsal 9INUUNTBIAAAIIUAUAIIAZNDURIUUIIY

(Y e v

< v a a
L‘LJUﬂaN’i]%l@]ﬂ’]imﬁ@ﬂm%ﬂﬁ]@ﬂﬂ’]i
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N58UATIZI 2-(2-hydroxylphenyl)-1H-indole

N.
©/NH2 » OO

Wi 2 lensen@ans@lnuiluu (2-hydroxylacetonephenone) 3 fiaddns 0.025 lua
Tu nsawedAniiutyY (glacial acetic acid) 7.5 Hadans asluvinguaunvuin 50 dadans
Mniudnansaranefinseilldadluasarangnansening fialenszau (phenylhydrazine) 3
fiad8n3 0.03 Tua U n3aladAn 50% 10 Tadans W 1511 nseswmenoufiinduds
nsesanaNusy tnzneufinsesidifuadhy nsalndneanasn (polyphosphoric acid) 7.5
n3u luvaiunay 50 fiadans fieglusismuntonmglin 100 ssmwaidea nauseideaiu
1781 30 Wil whmansavaneanildesinbu 25 Taddns muaaw,ﬁmmﬂauamgmimﬂﬁ?u

nsasanAUSUANAZABUMULNILTuNaslaasAN e ifa s

nauvosnanlunaenlaniin (sealtube) sewine Mialonsedu (phenylhydrazine)
2.5 fiaaans 0.025 Tua Au 2 leasendanz@launluu (2-hydroxylacetonephenone) 3
aaans 0.025 lua waznsaluaneaneadn (polyphosphoric acid) 15 nsuluenuea 4
fiadans Tugemuauenmgil 180 esmiwaiea museidoaduna 2 Faluadun
ansavanenauildasindu 50 Sadans mu’-ﬂuLﬁmmzmauauuﬂmﬁmﬂﬁguﬂsaaammmﬁué’w

[

pznaumuinauunaaazleasHAnA N NADINIg
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N58UATIZI 2-(3-hydroxylphenyl)-1H-indole

OH
§ 1) AcOH, OH

Q
Y
%
e

Wi 3 lensendanz@lauiluy (3-hydroxylacetonephenone) 3.4 n¥u 0.025 ua Tu
NIALBTRNITUTY (glacial acetic acid) 7.5 Hadans asluviaguvuyvuin 50 Aadans
Mniudnansaranefinsedllaaduansazangnanszwing fifalenszau (phenylhydrazine) 3
fiadans 0.03 Tua fu nsawedin 50% 10 Jadans Wuan 15 ud nsesmzneuiiintugie

nsosanALAU Uingneuiinsesladuaslu nsalnaneanssn (polyphosphoric acid) 7.5

'
a

n5u luvandunau 50 faddns Neglusrsnruauaamalii 100 e waled nausailonduy

Y

a a

a1 30 UM wEamasazaeraNlaaniniy 25 Taddns NuAAangNaUANYINAINTY

v

nsasanAUsUANznaUsuLNUTunaaElaansNAn S U NIfaInng

nanvesnaulunaandaniin (sealtube) sxw3ne Mialonsedu (phenylhydrazine)
2.5 fiadans 0.025 lua du 3 lensendassdlauilluu (3-hydroxylacetonephenone) 3.4
n3u 0.025 Tua waznsalnaveanain (polyphosphoric acid) 15 nsulutoniusa 4 iadans
Tugrsmuaugamgil 180 ssrwaiea nuserondunat 2 Hlusudimasazanenauild
astiubu 50 fiadans NIUIUAAAENOUANY TR Mntunsesannudiudnnaufiutay

[

& Y a ca v
L‘LJuﬂmwﬂﬂmimamm%wmmmi
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N1589ATIZR 2-(4-hydroxylphenyl)-1H-indole

OH

N
‘NH, OH
> -0

Wi 4 lensendanzdlauiluu (4-hydroxylacetonephenone) 3.4 nsu 0.025 Tua Tu
nIALBTANIIUTY (glacial acetic acid) 7.5 4addns adluviaguvuyvuin 50 addns
nnuinasavanefisseuldaduasavananansewing #idlanssau (phenylhydrazine) 3
fiadans 0.03 Tua AU nsauedin 50% 10 Hadans Wunan 15 wnit nsesmznouiiniugie

nspsanAuLAu ingneuiinsesladuaslu nsalnaneansin (polyphosphoric acid) 7.5

a

n5u luvandunau 50 faddns Neglusrsnruauaamglii 100 e waled nausailonduy

Y

a a

a0 30 Wil wdamEsazaneNaunliasiiy 25 Taddas niuauianeneuANYsaIIINUY

[

nsosanANLRUaeREnaufulnaudunasaslasnand s inesns
B9 2

nanvesnanluasntantn (sealtube) s¥13ne Wilalansedu (phenylhydrazine)
2.5 fiaddns 0.025 lua AU 4 lensenTansdlauilun (@-hydroxylacetonephenone) 3.4
n3u 0.025 Tua waznsalnaveanain (polyphosphoric acid) 15 nsulutoniuea 4 fiadans
TugnmuaNgmall 180 asrmwaed niuseilonluna 2 Tiluswdinansazanenauilla
aaidu 50 faddns niuawiannauauysal 9NUuNToEnALFUEIRENaUAILLNAY

(Y e v

< v a a
L‘LJUﬂaN’i]%l@]ﬂ’]imﬁ@ﬂm%ﬂﬁ]@ﬂﬂ’]i
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N158UATIZI 2-(3-methoxylphenyl)-1H-indole

0
HaC OMe
% 1) AcOH, OMe
Sl -
2) PPA N

Wi 3 nengezdlauiluu (3-methoxylacetonephenone) 3.4 fiadans 0.025 lua
lu nawedAniduty (slacial acetic acid) 7.5 faddns asluviaguruivuin 50 adans
nnuinasavanefisseuldaduasavananansewing #idlanssau (phenylhydrazine) 3
fiadans 0.03 Tua fiu nsawedin 50% 10 fadans \Junan 15 wnil nsewmznouiiintudhe
nyesanaudy tnzneufinsesldiuatiy nsnlndneanasn (polyphosphoric acid) 7.5
n3u Turndunay 50 Jaddns Neglugrsauaugamnliil 100 ssrwaidoa muselileady

Y

a0 30 Wil wdamEsazaneNaunliasiiy 25 Taddas niuauianeneuaNYsaIIINTY

[

N0IARAMNLIUANAE NaUMULNATUNaa leansNER A s NdaInIS
39 2

nanvesnanlunaonlaniin (sealtube) semine Mialanszdu (phenylhydrazine)

N

5 fadans 0.025 lua A 3 wnendosFlauiluy (3-methoxylacetonephenone) 3.4
1addns 0.025 lua wagnsalwaneana3n (polyphosphoric acid) 15 nSulutenuea 4

fiaddns Tudemruauauvgll 180 asrwaidua niusowllonduiian 2 4alusuann

a

asazatenaunlaasingy 50 faddng muamﬁmmmauamymﬁ NTUNTDIANAIUAUA

cal Y

pznaumuLnauunasay e THan A NGNS

N158UATIZI 2-(4-methoxylphenyl)-1H-indole
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)
R
=p
—

Wi 4 wnenTerdlauiluu (4-methoxylacetonephenone) 2.8 N5 0.025 Tua Tu
NIALBTANITUTY (glacial acetic acid) 7.5 Hadans asluviaguvuyvuin 50 Aadans
S a A 9 ! aa = .
PnUuAvasazaneiwssulaasluaisazaenausening Ailanszdu (phenylhydrazine) 3
fadans 0.03 lua fu nsAuDTAn 50% 10 Nadans Wunan 15 undl nsesngnauindume

nsosanANAY dingneuiinsesladuacly nsalnaneanssn (polyphosphoric acid) 7.5

a

n3u Tuvindunau 50 fiaddns Neglusmuanenmgiin 100 esmwadya niusewlonduy

Y

a a

a1 30 wIf waamasazaeraNlaaningy 25 Taddng MuILAanYNaUANYINIAINTY

[

nsasanmNsuaenznousuinaudunatealfasuan s ifesns
359 2

NALYBINANTENINS Wialansedu (phenylhydrazine) 2.5 Jaddns 0.025 Tua 4 1w
an@ordlauilluu (4¢-methoxylacetonephenone) 2.8 N4 0.025 Tua waznsANITINGdU

Falniln (p-TsOH) 1.4 n¥u 0.07 Tua luvaafunayauin 50 faddnsieglugrsmun

NN 100 DeFLTaTad musaiiondunan 5 wid ANUUNTDIAAANUAUA AL NBUAIY

9 Y

v
o &, v

wudunansazlangnauresansuaniuginfenis
369 3

NANYOINALTEWIN ATlalensedu (phenylhydrazine) 2.5 8adans 0.025 lua 4 ww
anTozdlauiluy (4-methoxylacetonephenone) 2.8 ATu-0.025 Wa waznsalnanwoansin
(polyphosphoric acid) 15 nsulwemuesa 2 fadans luriaiunauvua 50 Tadansieglu
g19muANgnngll 180 sarmwaldua niuseilaauian 2 $lue udunansazanenauille
2y 50 Taddns MuswinnzneuauysaiaNtunsesannuiua Rz noumIulIaw Y

L2 4

nNa199 LA aSHAN ST UNNADINTT

nanvesnanlunaondaniin (sealtube) s¥wing Mialenszdu (phenylhydrazine)
2.5 fiaddns 0.025 Tua 4 uvendezdlauiluu (4-methoxylacetonephenone) 2.8 fadans

0.025 Tua waznsalwaneansin (polyphosphoric acid) 15 nsuluteniuea 4 fadans Tu
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g19mIUANEUMgN 180 asrwadua niussiloaluna 2 Tilusudunarsazarenauiila

298U 50 Tadans NINIUARAENaUANYINRINTUNTBIanAINAUA R NoUmILEIAWTY

(Y ca v

na99elRasHAR AU NRe NS
N1589AIIZI 2-(d-aminophenyl)-1H-indole

NH,

N.
oy - )

2) PPA N

Wi 4 ozilluazdlauiluu (4-aminoacetonephenone) 1.1 31 8.3 diadlua Tu nin
wadfndudu (glacial acetic acid) 2.5 fiadans avluransurasjuuia 50 fadans 91niu
duansavareiiwiouldadluaisazatonausenitg Adalensedu (phenylhydrazine) 1
fiadans 0.01 Tua 70 nsnuedin 50% 3 fiadans \Junan 15 il nsewmznouiiniudie

nsosanAuAU Ungneuiinsesladuaclu nsalnaneanssn (polyphosphoric acid) 2.5

'
a

n5u luvandunau 50 faddns Neglusrsnruauaaumalii 100 e waled nausailonduy

Y

a a

81 30 UM waamasazaeraNilaaniniy 10 Taddns nuauAangnauaNYIHAINTY

v

nsasanAUsUANAzNaUMuLNUTunaaElaansNan U NIfaInng

nanvasnanlunaondaniin (sealtube) s¥ning Mialensedu (phenylhydrazine)
0.8 Haddns 8.3 faalua 4 oxiluesdlaudluu (d-aminoacetonephenone) 1.1 nsu 8.3
fadlua waznsnlnaneanssn (polyphosphoric acid) 5 nsulutenuea 1 Aadans Tuss

AUANgUNAR 180 erwaldua niuserllonluian 2 Pilusudinasazanenauillaa
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a a

By 20 §addns nauIufnnznauANYIRINTUNTOERAANAUAIRZNauMuINIULTuNa1S

[

azlpansnaniugiNdoans

N589ATIZI 2-ethylene-1H-indole
O
H3C)k¢¢
H 1) ACOH,

©/N'NH2 - @El}—\\

2) PPA N

a

Wi 2 lofiaaussdlauiluy (2-ethylacetonephenone) 2.1 fiadans 0.025 lua lu
nIAedANIIUTY (glacial acetic acid). 7.5 Faddns asluvansusunvuin 50 1adans
nnuinasavanefiesenldadluasasansiansy s fidalenssau (phenylhydrazine) 3
filadans 0.03 Tua AU nsauedin 50% 10 Faaans Wunan 15 wiit nsemznauiitistuge

nsosanANAY Ungneuiinsesladuaclu nsalnaneanssn (polyphosphoric acid) 7.5

a

n5u luvandunau 50 faddns Neglusrsniuauaamalii 100 esrwaled nausailonduy

Y

981 30 W udnansaraeNaNiIliaLay 25 Taddns nauauAnseneuaLysal 9N

2 L4

N599aRANUAUIE LA A1SHAR A NIABINS

ASANEIGNINITINTN

AsAnEIAMuEINIsalunsAunuaiite (antibacterial activity)

I o =

FAeynsAnwIAuaInsalunIsauLuaiiseveseyiusvedulaa lagvinis

e>2p

nAdsUMIUINUNWawUANTgndudin13iaTyiAula (inhibition zone) A3833 Disc

diffusion technique® tians1adauinassilnlav19NamITadudin1sasyavlnves

[
[

wuailisele antuneaeumAiAdudustgaialsaiunsadudinisiasaiulnueg
wuAALsela (Minimal inhibitory concentration, MIC) #2878 Colorimetric broth
microdilution method’ §9¥i1n1snadsudvLUALIsLnTUUIn 4 ¥ia laun

Staphylococcus aureus ATCC259 2 3, Bacillus cereus ATCC7 0 6 4, Bacillus subtilis
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ATCC6633 wag Enterococcus faecalis TISTR379 waglhuafiisaunsuay 2 v8a Lawn

Escherichia coli ATCC10536 uag Salmonella typhimurium TISTR1469

mMawndeudauuaiieildnagey

1. Fadelumuimizide (streak plate) WU four-way cross streak wéitslugide o
(incubator) figaumadi 37 °C uaan 24 $2lus evhliTeiifiusinasnnnsyaigeenauuen
Hulaladl (colony) iien

2. delelatiivivedeudniuwnldlunasannassitilotmsidoaie nutrient broth 5

a

ml 1 Iunlugideadionuuie (incubator shaker) figaumgll 37 °C uvian 24 Halus

9 Y

3. UsuuUSuandelvlrnusuindu 0.5 Mcrarland (1.5x108 CFU/ml)

=

nsmadaunAanudutudigaiissausasutimawiaivinvesuuaiite
(Minimal inhibitory concentration, MIC)

1. Ymansfisasnisneaey (dudu 10,000 pe/ml Tu DMSO) 11 62.5 pl Bev1adae
Nutrient Broth Glucose Phenol red (NBGP) Usue1s 937.5 L

2. Vmansmaaeuiidaaniudlude 1 Usuns 160 il Tdadlu 96 well plate niquil 1

3. 91 serial dilution TasTinansainvaui 1 A3ewils (80 W) unlavauil 2 Sl NBGP
80 pl viuiiiluiFes q aufimaud 11 onavasasatevaud 11 Wiufudlditiungn
ansazanedisll 80 Ll

4. VmdeuuaiFefidanuguuindy 0.5 Mcrarland Y3inms 20 pt ldasluusazmay
wlsvauneaeuiifianuitutuvesasluurasvguanaseienils InedamnududuiFudu 500
ug/ml wagld penicillin ampicillin kanamycin wag tetracycline Ju positive control

a

5. ihluunludideadenigamall 37 °C \uan 24 Halus

Y

' ] o ad 4 = @ oA Y A Ay
g1uAnnIsdsnedndsuly ndunaludvies) lneviaugaineniludduas

I A Y Y o A ~ v O a a ANa vy
L‘LJUVI@&WI&JM’]@JL%m%umﬂwqmwmmmﬂ‘uENﬂ’]iLﬁ]iiLJjLGlUIG]“UENLL‘UF’]‘VILiEJiG]
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nsAnwluanalshenisvasansusenaudulaaiifivgunuiiduwmiad 2 Tunisdugenis
ineuvaaaulad DNA gyrase B ATPbinding domain @1n E. coli (PDB: 4DUH) wag

S. aureus (PDB: 5D6P)
1. nawSuteuleal DNA gyrase B ATPbinding domain 91 E. coli Wae S. aureus

anlranlassadsveouled DNA gyrase B ATPbinding domain 210 E. coli wag S.
aureus \JulusAunsuasgiudeyalassasnalusiu (Protein data bank) s¥a 4DUH uag
5D6P

2. mawiendunus (sUszneudulaaiiiingunudidumisi 2)
Tngl4Tusunsa chem3d dalassaidlvioeludnunsndssudimiigaudiusumnanalmdls
Ju pdb

3. maviluanaifenis

lngldlusunsy autodock vina Mvualvawnug wazeuleiinisdndu (AGyngne) JA97

o
&R
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unn 4
NANISYNAADY

N384 2-phenyl-1H-indole
W/ 1

Wuezdlanuiluw (acetonephenone) 5 fadans 0.043 Tua Tu nsaLodAniUudy
(glacial acetic acid) 15 Hadans adluvingusulvuin 100 Haddns NntuFNaTazaei

a ¥ I ‘:IQ‘ ] . a aa

wisulaaluansaranunausenite Alalenssdu (phenylhydrazine) 6 fadans 0.061 lua
fu nsALBTAN 50% 20 fadans \Wunai 15 w1¥ nTesmenauiinduflenIesanAIuay
ingnaunnseslaiuadlu nsalndneanesn (polyphosphoric acid) 15 nsu luriadunay

100 fiaddns Neglugreniuaugnmgiin 100 esmwaled niusewleadunian 30 uii udn

wansazateNaniilaaadiu 50 1addns nauauinnznouauysalaNtuUNTeIanALAY

(%
o v

Y Y - & ° Ay v = Y
a']ﬂm%ﬂ'EJu@'ﬂuu’]ﬂuLUUﬂa"IQuqmgﬂaum‘lﬂiﬂqmﬂf}\laﬂ‘?ﬂﬂqEJL@V]@‘HE’J?I (EtOH) leﬂa”ﬁ

pan A dureddndasiimin 5.3 ndu Asdu 64%
39 2
NANYBINENTYIIN Wil lensedu (phenylhydrazine) 5 iadans 0.05 lwa oxdlauil

luu (acetonephenone) 5.8 {adans 0.05 lua waznsanisngdudaliia (p-TsOH) 2.85

= 1 a

31 0.15 Tua luvriadunauvuin 50 daddnsieglusnaiuauammngil 100 serwadea

Y Y

naumsileadunan 5 Uil ntunsesanaudualenznauIutnaulunaie liwuans

[

NANNUTTIABINTT

9 3



38

NAUYRINANTEWIN HTlalenszdu (phenylhydrazine) 5 fiaddns 0.05 Tua oxdlaufl
1uu (acetonephenone) 5.8 Aadans 0.05 lua waznsalwaneanain (polyphosphoric

a

acid) 30 nSulwemuea 4 Taddns Tuvinnunauvun 50 dadansiegluannlunuaumd
180 aeAngadod nausoienluiign 2 43lus udamasazaenauilaasingu 100
fladdns nauauinazneuanysal 3ntunsadanmINsudnznoufulIudunasi

A v ~ o v v a o ¢ 2 a = S o
ALNaUNLALIRNKANT N8 NDUBa (EIOH) axlaasnandaaiduveandedwdosiinin
4.18 n5u Aoy 50%

359 4

nauvosnanlunasnlaniln (sealtube) 521119 Wilalanszdu (phenylhydrazine)
2.5 1ad8n5 0.025 lua az@lauiluu (acetonephenone) 2.8 fiaaans 0.025 Wa waznsnln
alaana3n (polyphosphoric acid) 15 nfuluteniues 4 indans lugremuaugumall 180
eAalea niuselilaudunal 2 Mlusudmalsazatenauflaasindu 50 faddns nu
JufnnznauaNYIHiINtuNIasanAUiua s naudulnIulunasing neuilauan
NANTIAEeNaUDa (EtOH) azlaasuand ol urewdedmdastingn 2.83 nsu Andu
68%

39 5

NALUDINALIEN I Wi lansedu (phenylhydrazine) 2.5 fiadans 0.025 lua o
Inuilluu (acetonephenone) 2.8 dadans 0.025 lua nsalwaneanssn (polyphosphoric
acid) 15 N5Y kaLenIUea 4 adans bUVIANUNANIUIA 50 HAaaMST WAIUSAUADE
Tulasivl 800 Y6 Wutian 3 wiiwalmaisazatenauntaadidy 50 Ta8ans NIUAULAA
AeneuANYsAlnINTUnseanmNRuaNasnaudulaulunasing neuilaunnrEng

peLenauaa (FtOH) azlaansudnsueiduvasndediudosimen 0.88 nsu Aoy 21%
fyavapuiviadteglurig 187.9-188.3 aariwaigya

'H NMR (300 MHz, DMSO-dy) 8: 6.90 (1H, s), 6.99 (1H, t, J = 7.5 Hz), 7.10 (1H, t,
J=75Hz), 73 (1H,t, J = 7.8 Hz), 7.61 (1H, d, J = 7.5 Hz), 7.46 (2H, 1, J = 7.8 Hz), 7.53

(1H, d, J = 7.8 Hz), 7.86 (2H, d, J = 7.8 Hz), 11.53 (1H, s)
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NNSRUATIZA 2-(3-nitrophenyl)-1H-indole

'
a a

359 1

Wi 3 lulnsesdlauiiluu (3-nitroacetonephenone) 4.1 n51 0.025 Twa Tu nsaued@n
It (glacial acetic acid) 7.5 fadans adluviagusnnvunn 50 Hadans NTUULAY

A Y ! aja a . A aa
asavansiwdsulaasluasazanenansying fialensedu (phenylhydrazine) 3 fadans
0.03 lua AU nIALeTAn 50% 10 fadans 1Wuan 15 Wil nsesnzneuliindusiunsasan

AR Uinzneuiinsasiaiuadlu nsalnaneanssn (polyphosphoric acid) 7.5 nsu Tu

a

wInfunay 50 dadans Neglusnamuangamgiiil 100 ssrmwadea nauseiieadum
30 W7 wimasaranenauilaasingy 25 Taddns nauawianzneuanysalantunses

(%

anANAuaRznoumulIudunaslinvasudndueififeanis
369 2

Wi 3 Tuleses@lauillu (3-nitroacetonephenone) 4.1 n5u 0.025 Tua lu nsaLe
FRnLutu (glacial acetic acid). 7.5 fiadans adluringusuyivun 50 1addns 310wy
asazanefesoulaatluasasarongusenin Wiilanszdu (phenylhydrazine) 3 fadans
0.03 Tua fiu nsaLedAn 50% 10 fadans Wuai 15 uil nsesngneuliinluniunsesan
ANUAU Unznaufinsesladuaslu nsalnaneanesn (polyphosphoric acid) 7.5 nsu Tu
iU 50 Nadans eglusemunugamain 75 ssrwaidea niuselleadunan 10
Wil wdwmansazatenaniilaasuLiu 25 daddns nuauinnznouauysalantunsotan

v v v H I3 ° Y ~ 3 v v
ﬂ?qﬂﬂuaqﬂﬁgﬂ@u@'ﬂuu’]ﬁ]uL‘UUﬂaqﬂuqfﬂgﬂ@umlﬂﬂqmﬂﬂ\laﬂ?ﬂﬂjﬂL@W@u@a (EtOH) f\]%l@?ﬂi

pan A duredadndauduyimin 3.87 n¥u Anndu 64%

'
a

59 3
NANTOINANTEWIN HTlansedu (phenylhydrazine) 5 3adans 0.05 Tua fu 3 Tu

Insegdlauilluu (3-nitroacetonephenone) 8.2 N5u 0.05 Tua uaznsansingdudalnila

= I a

(p-TsOH) 2.85 n3u 0.15 Tua luviafunanwuin 50 faddnsieglusianiuangamgil 100

Y Y
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aAwaLdya Musattonduial 5 Ui ANTUNTIIaRAINULSUANRZNBUILTNAULTUNaNa

[

lalane naureIasHan U NAnaNIs

NANTOINALTEWIN T lanszdu (phenylhydrazine) 2.5 Haddns 0.025 Tua fu 3
Tulnsozdlauiluu (3-nitroacetonephenone) 4.1 nsu 0.025 Tua waznsalndnoanoin
(polyphosphoric acid) 15 nfuluevuea 4 ladans TuvinnunauuuIn 50 ﬁaﬁémﬁag’lu
g19muANgangll 180 ssmwaiea musieifleaduna 2 $ilus udimansazarenauile
astiubu 50 fiaddns NUIUNANENOUANY T Mntunsesannuiud R naufuay

v e Y

Dunanslinunznouresansnansiaueifidesnis
w5

nauvoswanlunasntaniin (sealtube) seuane Wilalamszdu (phenylhydrazine)
2.5 fiadans 0.025 Tua v 3 lulnsezdlauiluu (3-nitroacetonephenone) 4.1 A3 0.025
lua waznsalwaneanssn (polyphosphoric acid) 15 nsuluteniuea 4 Jaddns Tusis
AuRANgUnall 180 erwaldua niusewllonduan 2 Plusudinansazanenauillaaiy
B 50 fiaddns nauauinazneuanysal antunsesanmuiudnznausiuliauduy

nananznaunleuInnEangIeNausa (FtOH) Az lsasnaniaeiidurswisdivaoady

imtin 0.58 nSu Andu 10%
359 6

NALYDINANTEING WHlaaszdu (phenylhydrazine) 2.5 fad8ns 0.025 Tua 3 Tu
Tnsoz@lnudluy (3-nitroacetonephenone) 4.1 n5u 0.025 lua nsnlunavoanasn
(polyphosphoric acid) 15 n§u wagloniuea 4 Jaaans wuandunauwuin 50 daddns 1A
Anusaumelulasin 800 Tas Wuian 3 uifudunaisazanenauilaasingy 50 fadans
nuIuianzneuanysalantunsasanaududanzneuauinaudunaisldnuans

o

NANNUITIABINIT

avaeNmiaIeglutie 169.2-171.303f Al
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'H NMR (300 MHz, DMSO-d) 6: 7.06 (1H, t, J = 7.8 Hz), 7.13 (1H, s), 7.16 (1H, t,
J =78 Hz), 7.40 (1H, d, J = 8.1 Hz), 7.57 (1H, d, J = 7.8 Hz), 7.73 (1H, d, J = 7.8 Hz),
8.13 (1H, d, J = 8.1 Hz), 8.83 (1H, d, J = 8.1 Hz), 8.70 (1H, s), 11.42 (1H, s)

N1589UATIZR 2-(d-nitrophenyl)-1H-indole
3N 1

Wi 4 lulnsezdlauiluu (4-nitroacetonephenone) 4.1 nsu 0.025 Tua Tu nsaue
FAnLUuT (glacial acetic acid) 7.5 fladans asluviaguanyvuin 50 daddns 3nTuLAY
asazaeilmsvulaasluasavatenauszing Wiileasedu (phenylhydrazine) 3 fiadans

0.03 lua U NIALBTRAN 50% 10 Tadans tWutian 15 U1l NI9IRENaUNAATUAIENTDIan

ANUAL Uingnaufinseslainacluy nsalndneanssn (polyphosphoric acid) 7.5 nsu Tu

a

Infunay 50 Taddns Neglusrsmuaugunglifn 100 ermwadea niussidonlunan
30 W9l wdasarateNaNiliasiniy 25 §addns nruauinnznouaNyYIiaINtunTes

o { &

anAuRuaRynounuiauunaslinuansuaniueinneenis

359 2

Wi 4 lulpsedlauiluu (@-nitroacetonephenone) 4.1 0.025 lua Tu nsawedsn
WU (glacial acetic acid)- 7.5 adans adluvingusinunin 50 faddns ndulds
asavansiwdoulnacluaisazangnansying fdalensgdu (phenylhydrazine) 3 iaaans
0.03 Tua AU nIALBTFAN 50% 10 faaans WWunan 15 wil nsesnynouliinlumensesan
AR Uinzneuiinsesiaiuadlu nsalnaneanssn (polyphosphoric acid) 7.5 nsu Tu
wInfunay 50 dadans Neglusnauangumgiil 70 ssmwadua niuselieaduia 5
W7 wawansazanerauilaainiy 25 Taddas niuauinnenouanysaiantunsedan

v v Y - I3 ° Ay v ~ o v 9
V’n']ll@uaq\cl@SﬂQUQUUUWQULUUﬂﬁWQUngﬂ@umlﬂmqmﬂmaﬂsﬁﬁlﬁjﬂL@W@u@ﬁ (EtOH) %161?{’15

anA e duresdadmdonduinmin 4.17 ndu Aadu 70%

399 3



a2

NANTOINANTEWIN ATlansedu (phenylhydrazine) 5 3ad3ns 0.05 Tua fu 4 Tu
Insezdlauilluy (d-nitroacetonephenone) 8.2 N5u 0.05 Tua uaznsan7slngaudalnila

a

(p-TsOH) 2.85 n3u 0.15 Tua luviafunauwuin 50 faddnsiteglusianiuaugaumgil 100

Y

<

parwalea NMusaliaaduiial 5 uiil ntunsesanAufuaenznaumIuLauLdunans

% e Y

lalnuansnan i usnaeenig
359 4

NALBINENTENIN WTlanszdu (phenylhydrazine) 2.5 fiadans 0.025 lua Au 4
Tulnsoz@lauiluu (4-nitroacetonephenone) 4.1 nsu 0.025 Tua waznsalndnoanoin
(polyphosphoric acid) 15 n3uluteniuea 4 8addns luvindunauvuin 50 daddnsieglu

a

g19nIuANamMll 180 sarwaldud niuseilenlunia 2 $alus wdumansazanenauila

Y

a a

a8 50 fadanT NILIUAANLNOUALYINAINTUNTBANAIINAUAIRZNa UMDY

(% (3

naliNUaNTHARA N NFDINT
3N 5

nauvosnanlunasnlaniln (sealtube) sz1ing Wilalemszdu (phenylhydrazine)
2.5 fiadans 0.025 Tua du 4 lulnsezdlauilluu (4-nitroacetonephenone) 4.1 A5 0.025
lua waznsalwdneanedn (polyphosphoric acid) 15 nFuluteniuea 4 fadans Tuss
AUANEUYT 180 srwaled nausailonduna 2 Hluwdinansazarenauiliasin
1B 50 §adans nauauinnznouauysal 31ntuNTesanANduaInsnaumiunaudy

[

naslinuasuanSueiNdeanis

fyavimeumvaeglutig 173.2-175.3 sariwaidesa

'H NMR (300 MHz, DMSO-d,) 0: 6.87 (1H, s), 6.99 (1H, t, J = 7.5 Hz), 7.09 (1H, t,
J=T75Hz), 731 (2H,d,J =9.0Hz), 738 (1H, d, J = 7.5 Hz), 7.53 (1H, d, J = 7.5 Hz),
7.90 (2H, d, J = 9.0 Hz), 11.42 (1H, s)

N589LATIZA 2-(d-methylphenyl)-1H-indole

399 1
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W 4 wsansdlauilluu (4-methylacetonephenone) 4.1 nsu 0.025 Tua Tu nn
wedmnudud (glacial acetic acid) 7.5 adans adluranguvasjaun 50 Haddns 910t
duasazateiwiouldasluaisasatenansening Aiilensedu (phenylhydrazine) 3
fiodans 0.03 Tua AU n3auediin 50% 10 Hedans Wuna 15 w7 nsesnzneuAnTude
nyesanausy tnzneufinsesldiuadiu nsalndneanasn (polyphosphoric acid) 7.5
n3u TuvIandunay 50 1adans ﬁagﬂuéwmuauqmmﬁﬁ 100 psruwaLdoa nausioifloady

Y

AN 30 Wil wdamasazanenaunliasiniy 25 faddas niusuianeneuaNysalaINUY

N5998RAUFUAINZNBUAIULNAUTUNAIRENauUn laLInNKENYIPeLeNaUa (FtOH)

aglaansnansnilurewdsdvaosiwin 3.80 n5u Andu 73%
7 2

nanvesnanlunaeaUaniln (sealtube) senine Mialanszdu (phenylhydrazine)
2.5 §ad8ns 0.025 lua AU 4 wiaezdlauiluu (4-methylacetonephenone) 2 nsu 0.025
lua waznsalwaneaneasn (polyphosphoric acid) 15 nduluteniuea 4 Jadans Tusis

AUANEUUYT 180 sarwaled nausiailondunian 2 Mlusdiansazaenauiliasun

B 50 §addns niuauinnznouauysal 91ntunsesanaududnsneuiiuiiaudy

v
(% L3

° v v ~ o v % a ] < a
NANUINENOUNLAUIMNKANTIN28L8NBUDA (FtOH) Az laansuan il uraakdadinaog

Umiin 1.55 n¥u Anlu 30%
fyaviauivaogludig 218.4-219.7 aaAwaIgyd

'H NMR (300 MHz, DMSO-dg) O: 2.34(3H, s), 6.83 (1H, s), 6.98 (1H, t, J = 7.8
Hz), 7.08 (1H, t, J = 7.8 Hz), 7.28 (2H, d, J = 8.1 Hz), 7.39 (1H, d, J = 7.8 Hz), 7.56 (1H,
d,J = 7.8 Hz), 7.75 (2H, d, J = 8.1 Hz), 11.47 (1H, s)

NM589LATIZA 2-(4-fluorophenyl)-1H-indole
3B 1
WAyl 4 Wigealseydlauilluu (4-fluoroacetonephenone) 3.1 fadans 0.025 lua u

NIALBTANITUTY (glacial acetic acid) 7.5 Uaddns asluviaguvuyvuin 50 Aadans



a4

NntuRNasazanewssulaasiuasaratunansywing iialensedu (phenylhydrazine) 3
a8dm3 0.03 Tua v nsaLedAn 50% 10 fadans LUuan 15 Wil nsesmenaufiiinTunley
nseanAULiu dngnauiinsesladuadlu nsalnwdneanain (polyphosphoric acid) 7.5
[ [ a aa a 1 1 aa = | ~ <
n3u luriafiunay 50 Haddns Neglugreniuaugamgiin 100 esmwaldya niuseionduy

DA 30 Wl wdamasazanenauiliasiniy 25 faddas nusuianeneuaNysaiaINIY

N5998RAUIUAIRZNBUAIULNAUTUNA IR naUN laLInNKENY PneLaNauaa (FtOH)

srlaansudndnamduveudsdifenduimgn 3.64 n5u Andu 69%
w2

nauvosnanlunasnlaniln (sealtube) 521119 Wilalanszdu (phenylhydrazine)
2.5 fladans 0.025 lua fiu 4 Wigeelsevdlauilluu (@-fluoroacetonephenone) 3 fiadans
0.025 Tua wagnsalwaneanasn (polyphosphoric acid) 15 nsulutenuea 4 Jadans Tu
g9muANaMMgl 180 ssrwalda niusailondunal 2 Tilusudunarsazatenauila
s Ldu 50 daddns nauauinnznouauysal 91NUUNTOIANAIINAUANANBUAIULIIY

Wunanainenauilauanudngisieenousa (FtOH) aglaansnandaeduvondsdiden

Wi 2.32 n¥u Aandu 44%
aviaeualag L 172.9-173.5 sriwaidea

'H NMR (300 MHz, DMSO-dg) O: 6.87 (1H,'s), 6.99 (1H, t,J = 7.5 Hz), 7.09 (1H, t,
J =75Hz), 731 (2H,dd, J = 9.0, 9.0 Hz), 7.38 (1H, d, J = 7.5 Hz), 7.53 (1H, d, J = 7.5
Hz), 7.90 (2H, dd, J = 9.0, 5.4 Hz), 11.42 (1H, s)

N5EATIZA 2-(2-hydroxylphenyl)-1H-indole
1

Wi 2 lansondaexdlauilluu (2-hydroxylacetonephenone) 3 faddns 0.025 lua
Ty nsana@AnLtuTY (glacial acetic acid) 7.5 fadans asluvinguvunvuin 50 Jadans

PntuRNasazanefiwssulaasiuasaratenansying Aialensedu (phenylhydrazine) 3

123375 0.03 lua U NIAWATRN 50% 10 Jaaans 1unan 15 U NT99RZNOUNAATUAIE



a5

nsesanAUsu dingnauiinsesladuaslu nsalnwaneansin (polyphosphoric acid) 7.5

al

n3u luvandunau 50 fadans Neglusgrsnivanaamalii 100 esrwaled niusailonduy

Y

a a

181 30 Wil udunarsavatenadildasindu 25 faddas niuauianznouauysaiaInuy

N5098AMNNIUANAZ NaUMUTNAULTUNaT LN UAISNAR AR INS

'
a

359 2

Wi 2 lansendaerdlauilluu (2-hydroxylacetonephenone) 3 fiadans 0.025 lua
lu nsauadfniludu (glacial acetic acid). 7.5 Iadans asluviagusuyauin 50 Aadans
NnUuRNasazanensvulaasiuasazatunansying fialensedu (phenylhydrazine) 3

183305 0.03 lua U NIALOTRAN 50% 10 Tadans Wutian 15 Uil NseInznaUMinTuse

nsosanANnAuY dingneuiinsesladuacly nsalnaneanssn (polyphosphoric acid) 7.5

'
a

n5u luvandunau 50 faddns Neglusrsnruauaaumalii 100 e waled nusailonduy

Y

a1 4 Flus udumansazatenauiliainiy 25 Jaddns nauauinnznouauysaianiy

N5998RAMUSUAIRLNBUAIULNAUTUNALIRENauNlaLUInNKENYPeLeNaUa (FtOH)

azldasuansaeidureadadidsnduiivgn 2.77 nsu Aadu 53%
399 3

nanvesnanlunaondaniin (sealtube) senine Mialenszdu (phenylhydrazine)

N

5 fadans 0.025 lua fu 2 leasendaezdlauiiluy (2-hydroxylacetonephenone) 3
1adany 0.025 lua wagnsalnaeansin (polyphosphoric acid) 15 nsuluteniusa 4
fadans lus1aaruguguvgli-180 eeAwaldea niudeilendunal 2 Falusudaum
ansazangnaniildanindu 50 Haddns muamﬁmmﬂauamyjizﬂmﬂﬁuﬂiaqammmﬁué’w

[

pznaumutnauunaislinualsuan s uginaeanis

aviaRuLaaglutig 221.0 - 223.0 s waLgya

'H NMR (300 MHz, DMSO-dg) O: 6.82-6.91 (3H, m), 7.04 (1H, d, J = 8.7 Hz), 7.06
(1H, d, J = 8.7 Hz), 7.21 (1H, t, J = 8.0 Hz), 7.28 (1H, t, J = 8.7 Hz), 7.29 (1H, t, J = 8.7
Hz), 7.54 (1H, d, J = 8.0 Hz), 9.43 (1H, s), 12.80 (1H, s)
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N15891ATIZIR 2-(3-hydroxylphenyl)-1H-indole
i1

Wi 3 lemsen@anz@lauiluu (3-hydroxylacetonephenone) 3.4 n¥u 0.025 ua Tu
NIALBTRNITUTY (glacial acetic acid) 7.5 Uadans asluviaguvuyvuin 50 Aadans
Pntuinansazareiwieldadduansasaenausening #ilslensedu (phenylhydrazine) 3

183305 0.03 lua U NIALBTAN 50% 10 fadans Wutian 15 Uil NTeInznaUMAnTuMe

nsosanANAY dingneuiinsesladuacly nsalnaneanssn (polyphosphoric acid) 7.5

a

n5u luvandunau 50 faddns Neglusrsmruauaaumalifi 100 e walded nausailonduy

Y

DA 30 Wil wdamasazanenaunlaasiniy 25 faddas nausuiangneuaLysaiaINIY

N5998RAUFUAINZNBUAIULNAUTUNAL IR NaUNlaLInNKENY 1PeLeNaUa (FtOH)

srlaansudndnmduvesudsdvuyeusiiainn 0.52 nsu Aty 10%
359 2

Wi 3 lansendanzdlauiluu (3-hydroxylacetonephenone) 3.4 nsu 0.025 lua Tu
nIALOTRANLTIN U (glacial acetic acid) 7.5 dadans adluvingurunvuin 50 AadanT
NnUuRNasazaewssilnasiuatsazatunansywing Aialensedu (phenylhydrazine) 3

123375 0.03 lua AU NSAWITRN 50% 10 Taaans 1 unal 15 U9 NT99RNZNOUNAATUAIE

nsetanAUsu dingneuiinsesladuadlu nsalnwdneansin (polyphosphoric acid) 7.5

al

n5u luvandunau 50 fadans Neglusgrsniuanaamalin 100 esrwaled nausawlonduy

a1 120 Ul wdaunansazanenaniiliasingu 25 Taddes niuauianznouauysalaIniy
[ v 5 I o Y = 3 v

nsesanANLFuaznaumudIulunasdneneunlinnEEngIdEleneuea (EtOH)

srlasudndnanduveudsdvuyeuiaimgn 3.13 n¥u Aadu 60%

'
a

W03

nanvasnavlunaondaniin (sealtube) s¥ning Mialensedu (phenylhydrazine)
2.5 addns 0.025 lua v 3 lansendaesdlauilluu (3-hydroxylacetonephenone) 3.4
n3u 0.025 Wa waznsalwaneanesn (polyphosphoric acid) 15 nsululeniuea 4 Jadans

Tugnmuaugamall 180 esrmwalded niuseilonduna 2 Hiluswdinasazanenauile

a1y 50 Naddns NiuaufangnauaLYIal 3INUUNTBIANAIINAUANAZNDUAIUUIIY



a7

Junanahmznauilaunnudndwinglensuea (EtOH) agldasuindnaiduvaautadyuy

Ut vn 1.67 n3u Asdu 32%

aviaeuLaaglutig 220.0 - 222.0 safwaLgya

'H NMR (300 MHz, DMSO-dg) 6: 6.84 (1H, s), 6.97 (1H, t, J = 7.8 Hz), 7.07 (1H, t,
J=78Hz),713(1H,d, J = 7.8 Hz), 7.35 (1H, t, J = 7.8 Hz), 7.38 (1H, t, J/ = 7.8 Hz), 7.51
(1H, d, J = 7.8 Hz), 7.55 (1H, d, J = 7.8 Hz), 7.67 (1H, 5), 11.67 (1H, s)

N58UATIZI 2-(4-hydroxylphenyl-1H-indole
1

Wi 4 lansendanzd@lauiluu (4-hydroxylacetonephenone) 3.4 nsu 0.025 lua Tu
nIALaTRANLTNT (glacial acetic acid) 7.5 HaddnT astuvinguruvuin 50 AadanT
Mniuduansazanefirsosldaduasasaronansywing fiolenseay (phenylhydrazine) 3
fiadans 0.03 Tua Au'nsauedin 50% 10 fiadans \unan 15 Wit nsemznouiiiistuse
nyesanAIudy tnzneufinsesldiuatiy nsnlndneanasn (polyphosphoric acid) 7.5
n3u Turndunay 50 faddns Meglusrsmuaugaumaliil 100 ssrwaidoa muselileady

Y

a1 30 Wil wawmansazanerauiildaindy 25 Taddns MmuILianLnaUaNYIHaINTY

el v

N0IARMNLIUANAENaUMULNATUNa LN UAISHAR AU NABINS

Wi 4 lensendanzdlauiluu (4-hydroxylacetonephenone) 3.4 nsu 0.025 Tua Tu
NIALBTRNITNTY (glacial acetic acid) 7.5 Hadans asluviaguvuyvuin 50 Aadans
S a A Y ! aa = .
NnUuRNasazanefnsvulaasiuasaratenansying Aialensedu (phenylhydrazine) 3
1a5ans 0.03 Tua fu nsaLedAn 50% 10 faaans \Wunan 15 Wil nsesmynaufiiianTume

nsosanAuAU dingneuiinsesladuacly nsalnaneanssn (polyphosphoric acid) 7.5

'
al

n3u Tuvindunau 50 faddns Neglusnruanenmgii 100 esmwaidea niusellionduy

Y

a1 4 Falus udumansazatenaunliainiy 25 Jaddns nauauinnznouauysaianiy
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1%

N5998RAMUFUAIRLNBUAIULNIIUTUNAIRENaUN laLInNKENY PeLeNaUa (FtOH)

Azlsasuansamdureandaduias 2.68 nsu Aatdu 51%

nanvesnavlunaondaniin (sealtube) s¥wing Mialensedu (phenylhydrazine)
2.5 iaddns 0.025 lwa Au 4 lensenTansdlauiluu (d-hydroxylacetonephenone) 3.4
n3u 0.025 Tua waznsalndneanasn (polyphosphoric acid) 15 nsuluteniuea 4 fiaddns
Tugrsmuaugamgil 180 ssrwaidea nuseioniuna 2 Hlusudmasazanenauild
astiubu 50 fiadans NUIUNARLNOUANY TR ntunsesanmududangnaudutay

[

[ i a cal v
unanaldnuansudndueinfenis
fyavapuiviategludig 240.0 - 241.5 deAnaadyd

H NMR (300 MHz, DMSO-d,) 6:6.68. (1H, s), 6.86 (1H, d, J = 8.7 Hz), 6.96 (1H,
t,J = 7.2 Hz), 7.04 (1H,t, J = 7.2 H2), 7.21 (1H, ), 7.37 (1H, d, J = 7.2 H2), 7.47 (1H, d, J

= 7.2 Hz), 7.68 (1H, d, J =8.7 Hz), 11.31 (1H, s)

N58UATIZI 2-(3-methoxylphenyl)-1H-indole
3|01

Wi 3 wvondeydlauiilui (3-methoxylacetonephenone) 3.4 fiadans 0.025 lua
lu nsauadfniudu (glacial acetic acid) 7.5 dadans asluvinguyuyauin 50 Iadans

S a A v ! aya = .
PnUuAvasazanefiwssulaasluaisazaenausening Ailanszdu (phenylhydrazine) 3
Nadans 0.03 lua U NsAuedAn 50% 10 faddns Wuran 15 urdl nsengnauiaTum e
nyesanA Nl inznauiinsesliiuaslu nsalwaneanesn (polyphosphoric acid) 7.5
o Y a aa A ] aa a oA I3

n3u luriafunay 50 addns Neglugrniuaugaumgiin 100 ssmwallua Niuseionduy

Y

DA 30 Wl udamasazanenaunlaasiniy 25 faddas nuauiangneuaLysaiaINy

v 1%
o &,

N999aAANNAUANNAZNBUMIULNAUTUNANLNRZNaUNLAUINNNAND 19 8LeNBUDE (EtOH)

azloasuansamiduraadadinniauiimgn 0.39 nsu Andu 7%

399 2
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Wi 3 nendezdlauiluu (3-methoxylacetonephenone) 3.4 fiadans 0.025 lua
lu nsauedFniludu (glacial acetic acid) 7.5 adans asluviagusuyvuin 50 Aadans
Pnuinasazanefiesenldadluasaranenausywing #ilensydu (phenylhydrazine) 3
fiadans 0.03 Tua fu nsawedin 50% 10 fiadans (et 15 wnil nsewmznouiiintude
nyesanausy tnzneufinsesldiuadiu nsalndneanasn (polyphosphoric acid) 7.5
n3u TuvIandunay 50 1adans ﬁagﬂuéwmuauqmmﬁﬁ 100 psruwaLdoa nausioifloady

Y

a1 4 Falus uwdumansazaenaunliainiy 25 Taddns nauauinnznouauysaianiy

v v
o &,

NI99aRANUSUANRENaUMIULNAUTUNaanauNleuInNNANg1A8LeNOUBa (EtOH)

azldasuansumiduradadingadutiivgn 3.51 nsu Aacdu 63%
39 3

nanvesnavlunaeaUanin (sealtube) sen3ne Mialanszdu (phenylhydrazine)

N

5 8adans 0.025 Tua Au 3 Wwnendosdlauilun (3-methoxylacetonephenone) 3.4
1addns 0.025 lua waznsalwaneana3n (polyphosphoric acid) 15 n$ulutenuea 4

a

fiaddns lugemuauaamngd 180 ovrwal@ed niunaionduiial 2 Falusuadm

Y

a

asazatenaunlaasingy 50 faddng muamﬁmmmauamymﬁ NUUNTDIANANUAUAS
% 901 I~ ) d‘ % = g % % a (v I
AzNoUMULNIIULTUNa19UNRL N U LIUINNNANY IR 8L NOUDA (EtOH) loasuan i

Wuveswdedimaduyvin 0.56 nsu Andu 10%

AviauLvalegluie 128:9-130.0 asAnwagea

'H NMR (300 MHz, DMSO-dg) 8: 3.84-(3H, s), 6.88 (1H, d, J = 8.1 Hz), 6.92 (1H,
s), 7.00 (1H, t, J = 7.8 Hz), 7.10 (1H, t, J = 8.1 Hz), 7.36 (1H, t, J = 8.1 Hz), 7.40 (1H, d, J
= 8.1 Hz), 7.44 (1H, s), 7.45 (1H, d, J = 7.8 Hz), 7.53 (1H, d, J = 7.8 Hz), 11.53 (1H, s)

N58UATIZI 2-(4-methoxylphenyl)-1H-indole

W1
Wi 4 wnenTezdlauiluu (4-methoxylacetonephenone) 2.8 A5 0.025 Tua Tu

NIALBTANITUTY (glacial acetic acid) 7.5 Uaddns asluviaguvuyvuin 50 Aadans
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NntuRNasazanewssulaasiuasaratunansywing iialensedu (phenylhydrazine) 3
123375 0.03 lua U NIAWTRN 50% 10 Taaans LJual 15 u1¥ N3999LNDUNAATUALE

nseanALiu dngnauiinsesladuadlu nsalnwdneanain (polyphosphoric acid) 7.5

a

n3u Tuvindunau 50 faddns Neglusmuanenmgiin 100 esmwadea niusewlonduy

Y

DA 30 Wil udamasazanenaunlaasingu 25 faddes muauisnzneuanysaiaInty

N5998RAUIUAIRZNBUAIULNAUTUNA IR naUn lauInNKENY PeLeNaUa (FtOH)

agleansuansaeiduvesdsdvtaaduimin 0.30 ndu Andu 5%
359 2

W 4 wvenTerdlauiluy (@-methoxylacetonephenone) 2.8 n3u 0.025 Tua Tu
nIALBTRNITUTY (glacial aceticacid) 7.5 Jadans adluviaguvuyvuin 50 adans
MntuRvasazanensealiasluaisaranenausying Wialensydu (phenylhydrazine) 3

123375 0.03 lua U NTAWTRAN 50% 10 Jaaans 1unan 15 Ul NT99NZNOUNLAATUAIE

nspsanALAU ingnauiinsesladuaslu nsalndneansin (polyphosphoric acid) 7.5

=

n5u luvandunau 50 fadadns Neglusrsnrvanaamglii 100 esrwaled nausailonduy

Y

a1 30 Il wdaasazanerauildaningu 25 Taddns nmuauiannauaNyYIaiaINY

[ ¥ v 901 I3 o d‘ v = o v
N999aRANNAUANRE NUMIULNAUTUNANN Rz UNLAUINNNAND 19 8LeNBUDE (ELOH)

algansndnsuemiduvesndedmdonduingdn 1.95 nsu Anndu 35%

'
a

59 3
NANUINANTZNIN TTalenseAu (phenylhydrazine) 2.5 fiaddns 0.025 Tua 4 v

an@ozdlauilluu (4-methoxylacetonephenone) 2.8 n¥u 0.025 lua UagnsAnITIngau

I I

dalwila (p-TsOH) 1.4 n5u 0.07 Wa luvindunauvuin 50 daddnsneglusrsmiuay

Y

'
1 IS

punAdl 100 peFwaldyd mummmﬂunm 5 W17 MNUUNTDIANAIIUAUAINZNOUATY

q Y

v
o &, e Y

inaulunansldnvansndndusifideans

'
=

574

D

NANTINANTENINe AT lansedu (phenylhydrazine) 2.5 fiaddns 0.025 Tua 4 v

anTozglauilull (4-methoxylacetonephenone) 2.8 51 0.025 ua waznsalndvoanasn
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(polyphosphoric acid) 15 nfulweniuea 2 fadans luviadunauvua 50 daddnsneglu
\ a =~ | A ] ) P Ay v
NAIUANUMAN 180 DI LTATYd NIufsllauTuan 2 TG hAINETATAEHFUT LS
aauLdu 50 fa8ans muﬁmtﬁmm3ﬂauauyitﬁmﬂﬂfumaaa@mmé’uﬁwmzﬂaué’auﬁwwﬂu
° A v = 5 w Y] a o ¢ & & a P
NANNIRENAUNLAIUIRNKANT P IELENBUea (FtOH) a¢laansnand i uraswiadinaoady

umitin 0.56 n3u Anlu 10%
w5

nauvosnanlunasnlaniln (sealtube) se1ine Wilalamszdu (phenylhydrazine)
2.5 {iaddn35 0.025 Tua 4 uven@ezdlauiluu (4-methoxylacetonephenone) 2.8 fadans
0.025 Tua wagnsalnaneanasn (polyphosphoric acid) 15 nsulutenuea 4 Jagans Tu
g19pIuANmngd 180 asrnwadia naunailondunan 2 Hilusudivasavaronauills
aqudu 50 Taddns musuinnzneuauysalaniunsesannuaudanaumuauy

nananznaunleuInnEangIIeLeNausa (FtOH) Az lsasuaniaeiiduraswdsdivaoady

Wi 0.56 n¥u Aol 10%
fyavaeuivalagluzag (Melting Point) 221.0-222.5 aseiyaided

'H NMR (300 MHz, DMSO-dg) 8: 3.83 (3H, ), 6.75 (1H, s), 6.97 (1H, t, J = 6.9
Hz), 7.03 (2H, d, J = 6.9 Hz), 7.06 (1H, t, J = 9.0 Hz), 7.37 (1H, d,J = 6.9 Hz), 7.49 (1H,
d, J = 6.9 Hz), 7.79 (2H, d;J = 9.0 H2), 11.42 (1H,s)

NM158ATIZR 2-(4-aminophenyl)-1H-indole
W1

Wi 4 ozilluazdlauiluu (4-aminoacetonephenone) 1.1 31 8.3 diadlua Tu nin
LaBANIUNTY (glacial acetic acid) 2.5 Hadans atdluvingusunvuin 50 Iadans 9Nt
duansavaneiiwiouldadluaisazatonausening Adalensedu (phenylhydrazine) 1
fiadans 0.01 Tua fu nsnwedin 50% 3 fadans \Juna 15 il nsewmznouiiniudie

nsosanAuAU Uingneuiinsesladuaclu nsalnaneanssn (polyphosphoric acid) 2.5

al

n5u luvandunau 50 faddns Neglusrsnrvanaamalin 100 esmwaded nuseilonduy
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a0 60 W9 wdIEsAzaneNaNNliasLEY 10 Taddas niuauwianene ANyl

N5998AAUFUAINLNBUAIULNIIUTUNALIRENaUN LR NKENYPeLeNaUa (FtOH)

aglaansndnsuaiduresndedideninmin 1.30 ndu Andu 74%

'
a

259 2

nanvesnanlunaondaniin (sealtube) s¥nine Mialenszdu (phenylhydrazine)
0.8 iiaddns 8.3 ladlua 4 aziiluosdlauilluu (4-aminoacetonephenone) 1.1 NSy 8.3
Hadlua waznsnlnaneanain (polyphosphoric acid) 5 nsulutonusa 1 Aadans Tusa
AuANgAng 180 aarwaliea musilondunm 2 Sluwdunasaraenaniildaiy
Wy 20 Dadans mmuLﬁmmzﬂauamyﬁzﬁmﬂﬁuﬂiaﬂammmé’ué’wmzﬂauﬁauﬁwwﬂuﬂmq
tazneuiildunnudnssisieneusa (EOH) wldasnandusidurewdsdidonimin

0.56 N34 Ay 37%

fyaviaeumvatoglunig 261.4-262.8 serwaided

'H NMR (300 MHz, DMSO-dy) 8: 6.71 (1H, 's), 6.67-7.00 (2H, br), 6.96 (1H, t, J =
7.8 Hz), 6.97 (2H, d, J = 7.8 Hz), 7.04 (1H, t, J = 7.8 Hz), 7.36 (1H, d, J = 7.8 Hz), 7.46
(1H, d, J = 7.8 Hz), 7.77 (2H, d, J = 7.8 Hz), 11.39 (1H, s)

N589LATIZH 2-ethylene-1H-indole

A

59 1

a

Wi 2 lofieaussdlauilluu (2-ethylacetonephenone) 2.1 fiadans 0.025 lua lu
NIALOTFANLUNTY (glacial acetic acid) 7.5 daddns asluvingusunvuin 50 Hadans
S a A Y ! aa = .
PnUuALasazaneiwssulaasluaisazaenausening Ailanszdu (phenylhydrazine) 3
fadans 0.03 lua fu NsALeTAN 50% 10 Nadans Wunan 15 undl nsesngnauindumie

nsosanAuAU dingneuiinsesladuacly nsalnaneanssn (polyphosphoric acid) 7.5

'
al

n5u luvandunau 50 faddns Neglusrsnruauaaumalii 100 e waled nausailonduy

Y

a a

AN 30 Wil wdamasazanenaunliasiniy 25 faddes nusuinneneuaNysaiaINIY

nsasanAUSUANRznaUmuLNUTunanslinua SRS IS



53
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=b.
N

a

Wi 2 lovieauszdlauiluu (2-ethylacetonephenone) 2.1 fiadans 0.025 lua Tu
NIALBTANITUTY (glacial acetic acid) 7.5 Uaddns asluviaguvunvuin 50 Aadans
S a A 9 ! aa = .
PnUuAvasazaneiwssulaasluaisazaenausening Ailanszdu (phenylhydrazine) 3
fadans 0.03 lua fu nsAuDTAn 50% 10 Nadans Wunan 15 undl nsesngnauindume

nsosanANAUY dingneuiinsesladuacly nsalnaneanesn (polyphosphoric acid) 7.5

al

n$u luvandunau 50 faddns Neglugrsmvaneamalin 75 sermwalded nauneilondu

a

a1 10 uIfl wiamansazanerauilaaningu 25 Taddns muauniannauaNyIiaINty

v s v

N098AMNNIUANAZ NaUMULNALTUNaT LN UAISNAR AR INS
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HANINAFaUAIANNTNTUANgANETaNNTadUEINTRTYAULAYBLUATILY

(Minimal inhibitory concentration, MIC)

MIC ([lg/mD)
d1sdsenau
S. aureus E. coli B. subtilis S. typhi B. cereus

2-phenyl-1H-indole >500 >500 31 >500 >500
2-(4-methylphenyl)-1H-indole >500 >500 125 >500 >500
2-(3-methoxylphenyl)-1H-indole 250 250 >500 >500 >500
2-(4-methoxylphenyl)-1H-indole >500 >500 62 >500 >500
2-(2-hydroxylphenyl)-1H-indole 31 >500 250 >500 >500

2-(3-hydroxylphenyl)-1H-indole >500 >500 >500 >500 >500

2-(4-hydroxylphenyl)-1H-indole 31 250 62 500 >500

2-(3-nitrophenyl)-1H-indole 125 >500 >500 15.6 >500
2-(4-nitrophenyl)-1H-indole 62 125 125 250 125
2-(4-fluorophenyl)-1H-indole >500 >500 250 >500 500

2-(d-aminophenyl)-1H-indole >500 >500 15.6 15.6 >500
kanamycin 7.8 7.8 <1.9 7.8 7.8
chloramphenicol 31.25 <19 <19 <1.9 3.9

A13NN 1 LERINANITNAFBUMNAIANTNTUNEnNan s NduATwsilaaunsadudinis

L3LAUlTOUATILSY (MIC) S. aureus E. coli B. subtilis S. typhi Lag B. cereus
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nan1sAnwIluanalshenfsuasansusenaudulaaifivgunuiisnuien 2 Tunisduds

asyiauveaaulyd DNA gyrase B ATPbinding domain a1 E. coli (4DUH)

mwﬁ 22 LLamgﬂiwmeau%ﬂ DNA gyrase B ATPbinding domain 910 E. coli (4DUH)

1 [J (33 a
newriluananinenis
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Docking affinity (AGbmdmg)

aunua
(kcalVmol)

2-(2-hydroxylphenyl)-1H-indole -5.5
2-(3-hydroxylphenyl)-1H-indole -5.5
2-(3-methoxylphenyl)-1H-indole -5.6
2-(3-nitrophenyl)-1H-indole -5.7
2-(3-methoxylphenyl)-1H-indole -5.5
2-(4-fluorophenyl)-1H-indole -5.7
2-(d-methylphenyl)-1H-indole -5.5
2-(4-aminophenyl)-1H-indole -5.2
2-(4-nitrophenyl)-1H-indole -5.4
2-(4-hydroxylphenyl)-1H-indole -5.7
2-(d-methoxylphenyl)-1H-indole -5.4
indole -4.1
2-phenyl-1H-indole -53
2-(4-hydroxyl-3-methoxypheny)- 1H-indole -5.9
2-ethylene-1H-indole -4.3

15197 2 wansranisfinuluanarsfieniwesasusznaudulaanivywnuidumui 2 Tu

nsdugin1svinauuesoulesl DNA gyrase B ATPbinding domain 21n E. coli (4DUH) Ju

A1 Docking affinity (AGbmdmg) (kcal/mol)
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fu Inenyununidunylisidnnseusslisesazvesmandntosnimmyununnlunysa

ddnaseu WeuduAlaunlifingununiuuiues Aleunidunylididneseunuuduluuig
v sa & aa = !

an1izagnvalsisdudmiudiiuvinlvesuisladnarsmidudiudiniuisglidenis

¥

agnIdvilvdedldnalunisiuiseunnnii 30 wiil TudiuvesAlauning

a aaa 3

\NnUNATYU

X a a

Addnaseunuuduluanneifisungigadunauinaslinuasisiu uagansdsdudly

nalnvesUfizeas Malin153nazinie NMR Annladidnwaus inalduiauwuuung way

v o

arsileansazludmvinazaie DMSO Winty Balidealasuwiasani1ielaen1sanial way

'
1 )

gamadl enundvgunuidululasiisdiumian 4 asildldazanglusavhazals DMSO nsn

Y

=

F9919 walieansay Sovazenandnentunuiniingfdidnasouroudad anuanis
NAFUMIAIAUINT U AT RdUAT I ldaRTadug TS yAulnve suATiSY

S. aureus E. coli B, subtilis S. typhi Walg B. cereus AIka@nNIlUAITIIN 1 WU 2-(2-

=

hydroxylphenyl)-1H-indole k&g 2-(4-hydroxylphenyl)-1H-indole ﬁmmmlfﬁm%}uﬁ??jm

A1U1306UEINTLA3YLAULATDILUATIIE S aureus LaRNgn Ao 31 Le/ml 2-(4-nitrophenyl)-

a a

1H-indole AAMNTNTUFAIgANAINTaSUEIN1TRS AR UInvaILUATILSE e. coli laRnan

<

A 1 Ao ! A o 14 v O a a a a
AD 125 Hg/ml L‘U‘u‘Vl‘LHﬁ\‘iLﬂﬂ’l?ﬁ’]ﬁ/\ﬁﬂLﬂi?gﬁlﬂﬁ’]&l'ﬁﬂEJ‘UENﬂ']iL‘Uii’gLﬁ]UIGﬁJ@ﬂLLUﬂVILiEJ

e. coli lalaif 2-phenyl-1H-indole TA1ANLTNTUANEANAINNTOTUEINTIRTYLAUTAVD S

Y

LuAT3e B subtilis \@afian fe 31 Hg/ml 2-(3-nitrophenyl)-1H-indole wag 2-(4-

q

aminophenyl)-1H-indole AN TUANgAaIuNsadugInIsaTeyRulnvaLuaAiisy S.

1%
= A U

typhi laaNan Ao 15.6 We/ml Tifiee 2-(4-nitrophenyl)-1H-indole wihiudifienaudiudy
danflanunsndudsnmaaigivlavesuuniiSe B. cereus fio 125 Hg/ml ansfduiiudian
1nnd1 500 te/ml viadu uiivraula 2-@-nitrophenyl)-1H-indole Wuansiaufiendiiien
audutudigafiassadufsniaaiyiulavesuuafiGes 5 siadesndt 500 Lg/ml

d3u 2-(d-aminophenyl)-1H-indole HuusldurasAIAULUTUAGANA1N1TOSUEINT
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WILAulnaILUATIEY B. subtilis way S. typhi NAAD 15.6 e/ml 9 2 ¥lia 310Na
n1sfinwilatanaisieniswesarsusenoudulaandngunuiidiunuan 2 Tunisdudanis

¥suvaseulsyd DNA eyrase B ATPbinding domain 210 E. coli (4DUH) fananslunisadi
2 LLamslﬁLﬁudwmiﬂizﬂau@uimaﬁﬁmy}muﬁﬁmmaﬁ 2 fien AGyining finnndulaa @137
FuAs1Eladan AGbmdmgﬁaﬁ’s’jfﬂﬁa 2-(3-nitrophenyl)-1H-indole 2-(d-fluorophenyl)-1H-
indole way 2-(4-hydroxylphenyl)-1H-indole §A1 AGyiging = -5.7 $HIINKAAIAIITUTY
ﬁwqﬂﬁmmsaé’ué’?qmil,a%agl,auimaqLwﬂ‘ﬁﬁa WU 2-(3-nitrophenyl)-1H-indole Waz2-(4-
fluorophenyl)-1H-indole A1111A71 500 Lg/ml 11 89 2-(d-hydroxylphenyl)-1H-indole
171 250 He/ml we 2-(d-nitrophenyl)-1H-indole ﬂé’uﬁﬁhaﬁqm 125 Wg/ml hagdlan
AGyging = 5.6 wamiﬁw'ﬂ,uLaqm%ﬁaﬂﬁqﬁaﬁqmﬁa 2-(4-hydroxyl-3-methoxypheny)-

1H-indole undsliuszaunadnialunsdaassi A1 AGygne = 5.9
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