uanasafUTeaan1IFaANE
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nisduamztayiud PABA  lustraveyWufinlusuasiaiiuaunradaamsililaaly

UARFe 1R dafaatuuasinludvafindulaeld THE dudvinazasuaniniguuupiives dou

Ufiteamalsaufoull 60 asaaidaa uaeani nisdaamzindaiinisuananslifuiquiing
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dfimsenlumsduansinguduiudduliinmudunaunes Jose Correa-Basurto wazanus lagvinnis
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el i w g a pan a g a - a « PP |
28N ANA ﬂ'ﬂﬂmﬂﬂuﬂlﬂﬂﬂﬂﬂ WARZNITANKHAN "-ﬂnuuﬂﬂnﬂi‘wqﬂmmn@nﬂm‘llﬂmﬂTTG\EII‘]]LHT‘BQ

'H- NMR (fauanalumnsad 3-1) whasieduanun % yield Uazuanuasinac1edans (fauandly

ANFNaT 3-2)

=
F519A 3-1 WARIRANITRE 'H NMR spectum

1a
0 o)
J\ P\ o) OH o OH 2°
HOW 7 f \‘ Lo o) HO
78 '\-\V//"\ 259 3.03 7 !
75 ﬁ 133 81
163 e
Al
Node Shift Node Shift Node Shift
NH 10.3 CH2 2,79 OH 12.8
CH 7.0 CH2 2.79 NH 10.7
CH 7.8 CH 7.39 CH 7.7
CH 7.6 CH B8.03 CH 78
CH 7.8 CH 7.39 CH 7.7
CH2 2.59 CH 8.03 CH 7.9
CHZ 2.53 H 6.3
H 6.4
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A9 3-1 LARIIANTTRA 'H NMR spectum (fin)

Node Node Shift Node Shift
CH 7.6 OH 13.29 CH 7.5
CH 7.5 OH 13.0 CH 7.5
CH 7.6 NH 11.0 CH e
CH 7.9 CH 7.8 CH e
H 59 CH i CH 7.8
H 6.3 CH 7.6 CH 7.8
CH 7.6 CH 8.0
CH 7.5 CH 8.0
CH 75
CH 7.9
CH 7.9
4a 5a 6a
5 4 O, a]]
21O \ o ] > "“C\H e #
"’ N CHy \CHs s h H
. % 801
Node Shift Node Shift Node Shift
OH 12.7 CH 6.7 NH 7.4
NH 10.2 CH 7.7 CH3 6.0
CH 7.6 CH 6.7 H 2.3
CH 7.8 CH 7.7 H 2.3
CH 7.6 CH3 37
CH 7.8 CH3 37
CH3 20 CH3 37
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el .
AT NN 3-2 WEAT Yoyield LATIAUADNIUAIBIAT

Compounds % yleld Melting point {°C)
Ta 86.63 > 220
1b 53.73 > 220
2a 61.45 217 -218
2b 81.25 217
3a 89.20 > 220
3b 79.92 > 220
4a 38.29 > 220
5a 56.09 98- 100
6a “10.41 123 - 124

antuasidaanzildgnintineaauasmennsatunsduds AChE TaaliiETiinag
Uszeinfnsnaaees Eliman adalsfmnilunsAnetwudanngueyiusamnuniidaamsildi
qw’E:'Lum?ETua'v’q AChE Tmedifauaslumsduda AChE aelu93 17.07-42.8% WAz 3.18-16.3% HAI M
didiu 107 uaz 107 M mNANEL deumnsieduiilFlunasdaa sl Taur p-aminobenzoic  acid,
phthalate anhydride, succinic anhydride W& maleic anhydride ﬁmmmmmlum?ﬂ’ué'q AChE
Wiy 0% AAomududu 107 M (nred 3-3) azdiuldinAnlunséuds AChE SAnAeudnesnsaaal
anNIsANEMBY Jose Carrea-Basurto LAzANE Watmnalias1andan ifluntsmaasusinisld AChE
4N Electic eel (EeACHE) Bulluaadusinansinsaantal Vinlignaneayiusasanig fou
annAgIuitasiu gaansideRsliinmmasauiu AChE anuywd (HUACHE) WaAnuduaraamay
uANGcIBIRTLRUT 183 ACKE  ifinasianizeangwd aesaniayius PABA widn fanazlunsdue
EeACHhE 4% HUACHE RAonudindiy 107 HAsuunnsitafulszan 0.12 — 19.94% (AN39A 3-4) 1@
menaaedRlfiAsianTIANA AN TEinsseauly daturateanefuslinhazdlutadarnoud

6 w4 L A a . oo ¥ o P - .
mmgm’e]n'waanqﬂﬁ WAIRINUTLACY active site AN ﬁﬂﬁﬂﬂadnu (high identity)
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1
Vi
TLBH

Y55

Compound % Inhibition 10° M % Inhibition 10 M "u.Tnnaaqu

la 20.70 9.00 smPnowndasgonte
1b 26.09 8.82
2a 26.34 4.36
2b 22.01 9.83
3a 2473 3.18
3b 17.07 5.09
4z 28.64 6.18
Sa 31.98 16.3
6a 42.8 ND
Ta ND ND
PABA 0 ND
Phthalate anhydride 0 ND
Succinic anhydrde &) ND
Maieic anhydride 0 ND

ND = not dstermined

< g Y ® - 1 o e
9197 34 waaanndFaudisunalunsdugiueseanseaeultd AChE Anatiiafiu

1

AR NTL 10 M

Compound % Inhibition 10 M EeAChE % Inhibition 10 M HUAChE
2a 26.34 33.09
2b 22.02 21.90
3a 24,77 28,90
3b 17.07 37.01
Ta ND 41.58

X g o T
UBNAINITENUTEN Jose Correa-Basurio wazamiz inaadngnalun1sdudazasansiu

-1 - - e . | d
ngnidaulasaslavesdvined unzaaidunsa-aa Tumsvaaadgese pH 184 buffer Hiksaslu

° =y -1 v a o w ] L v ¥
Mt mageugrazearrlunguiife pH 9 Mndwysdasudinnsifefdliindnmnng luntsues

yasayRusulaeld pH 194 buffer 1u 8 uaz 9 wudr Misld pH buffer 9 AnsfiAvuANsaTUNT

w ¥
fruea AChE Tsiuanenasinnnsli buffer pH 8 anminlaalinalunisdiudinisminutadeulsdstaiy

. ! . b v e e o]
UseNAt 2.33-9.23% AudadUmnsai 3-5  Aetiu Ra1ed oH buffer tiuanaaziilildtadeudniiang

AanIMARaLOVE NN TMAREE
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v 4 o ' P - - o o
Antadevilienainadan simsinalunisdug AChE A1 AsAnuatuisnlunisazane
resansvasauludinazaneininameaeunvaduds AChE AatAEnilszansqaniduas Ellman Tilg

-

methanal \{u co-solvent AuTWiMefagnreuius PABA fasnuanuisnlunisazaisly methanol 16

~

#an SanrazaTIaEnenaTinaanTaanqagLE ACRE Anufinmsiduialdiamsdnutana
189 co-solvent  AlAaArnArArnAlunsufl ACRE  Tagdinnsuauulas co-solvent 97N
methanol 1flu DMSO Faaninsaazaneaisayiug PABA A& wudn nemsmaaeausnstafuathg
fmaulaeiforaslunsduds AChE faommdu$u10° M ind methanol agludas  19.53- 48.25%
(M3197 3-6) aeinalsfiny DMSO Wufavinazanafiiuavinltifia false positive 'lﬁqqua:'l.umwmﬂaﬁz
WrinmaRaudnmdmadimazasiesdafnussdliitudnauennmlunsasangreanss
uaﬁiﬂmsaﬂnqwﬁrﬂmms‘lunfjumgﬁuﬁ'mmmm uanmnﬁuﬁqmqq:ﬁﬁqé’ﬂ%‘uqﬁlﬁH’mmﬁumsaﬂn
qw%r%m151una§uﬁ%nua'\ﬂﬂq=‘fﬂ ﬁaﬁu‘i‘ﬁmfwmﬁ-fmqw%rﬁm;u'1:faummmﬂunéuauﬁuﬁ'mmmm
fapssiasnaensAnefisdinset]
ﬁw%’umsﬁnmﬁdmmﬁnﬁuﬁs‘:winqﬂuﬁuﬁ'ﬂjmmmwi'aqw‘ﬁf'lunwﬁué"q AChE
finnads lianunsaagideysdmauilewiniznizmaaeugradradesninliun feulimza
yad

' . 7] = i P ' o ' v < =5 .
usizranda g maANmuginuninna gy mAwudusiiureanuiasldanshaengnEldRzunds

a1smany Andayainanslilunisam 3-3

d H ) 5 i’ 1 - ll‘l
A197197 3-5 uamininFauieunauad buffer pH 8.0 was pH 9.0 Aanuudindu 10 7 M Aanedus

1aulod AChE
% Inhiibition at 10 M j % Inhibition at 10 M

Com@H¢ buffer pH 8.0 buffer pH 9.0
13 9.00 18.99

b 8.82 14.11

2a 4.36 13.59

2b 9.83 12.16

3a 3.18 ND

b 5.09 ND

4a 6.18 ND

5a 16.3 ND

6a ND ND

7a ND 12.53
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= v o } - 1/ ] o ar
A19199 36 waminislfauieunalunsiuiaresanssieteultd AChE lnald co-solvent Anagiiariu

, 3
{methanol, DMSO) fiaaradindu 10 M

Compound % Inhibition 10 M % Inhibition at 10 *M
Methanol DMSO
1a-meta ND 57.76
1a 29.70 65.01
1b 26.09 61.25
2a 2634 60.14
2b 22.01 59.89
3a 24.73 64.81
3b 17.07 65.32
4a 28.64 68.74
Sa 31.98 62.52
6a 42.80 62.33
PABA ¢ ND
Phthalate anhydride Q ND
Succinic anhydride a ND
Maleic anhydride Q ND






