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In this research, the synthesis of new amino steroids derivatives 112-115 substituted in
the position 3 of the cholesterol 1 is described. The synthetic scheme consists of transformation
of cholesterol 1 into the cholesterol carbonate followed by reaction with amino reagents to obtain
the corresponding amino derivatives 112-115 in good yield. The structures of these compounds
were elucidated by spectroscopic techniques. These derivatives were evaluated for their in vitro
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1l FIua (hemisuccinate) 1935nH191ATUN LALDAIAUVDIAT

51

9. Deoxycorticosterone 45 Lﬁﬂﬂﬂu;ﬂuﬂ%mﬂ ¥ Tsaueaadu
4 £
10. Spironolactone 52 1¥gnivuilaaiiz vimiwaz ImAsueonsinla Taeliiinig

qaudeTwunaidon 195nwdieiinda Aldosterone 15 Tusenisuiniaing

2.4.2 903 luMImA
o g &4 o o o [ 1 1

k<— 07 Tuumaany 1AuA Androgens Fadaunsrzriandume 5914 tazAoumuan
Y = i
'l Androgens 132n0UA2Y Testosterone 5 1Az Androsterone 53 11UAU Testosterone 5 IntiH

o [ o s
Tumswann tazgaiunuanyugmanavesmsre 1¥iuees Tuumaunuludumeimaany

dy 9 [ w A d' ° Y a o o =

UONUINTUATD Testosterone 5 iU Androgen Aanilafiilfinanisdunsizildsiu uaz

¥
sawluTasnulusianodis luilagiuiimsdanias Testosterone 5 Triina lun1sSnundau

53
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=\ s a:i -:i S
2.5 NUIBNINEIVDI
Y o o ' w o o
M. Gao lazamg[6] 1aWIn1sAnINITFUAT12HaYRUTVYDI Cholesterol 1 A1TUBU
ToTarIny 11 ANdszquanyilalud el lumsasivenmsd dreTndasounidnuninly
1 a1 A =] £ a aaa a a . @
msargnmnsidsdulunzsa Tagl Cholesterol 1 1ARURATv BN A@FY (Acylation) A 5-
bromopentanoyl chloride 54 ﬁwyj“laﬂiaﬂ?ﬁammmﬁmuﬁ Wvvaf C-3 Taoil triethylamine 11

9 o
wmm“ﬂumﬁ

o]
Br/\/\)LCI

54

1desnaningine Cholest-5-en-3 [3-y1-5-bromopentanoate 55

DR 1,
__..____>.
Jdgiﬂ( m;?&
HO Br(H,C),” ~O

1 55

91miuls Cholest-5-en-3B-yl-5-bromopentancate 55 tinlfAseweadiaduiuenine Is 1y
aaneiu s siia 1aun Pyrrolidine 56 Imidazole 57 Piperidine 58 4-Methylpiperidine 59 Lia¥

Morpholine 60 Tauil K CO, Hmthiidua

CNH I\J’;\NH NH H ‘CNH @] NH
g, < : : \

55

Br(H, 0)4
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S e O w0 O
R= N ® N

61 62 63 64 65

¥
vimiuliiAal §asemeny [''C] methyl iodide

/s

r, /h,
0 ———a
R(H20)4/LLO -I+R(H2C)4
61-65
MCHy  Ha™Cugry 1CH3 1CH3 /—\1CH,
R« CN,;.— I\/N— < 3C ‘C N+
66 70

M. R. Banday llaznfi [7) &AM a9 tazdouuafi o tans uuanias
upsvay Iﬂﬂﬁ1ﬂ1iﬂﬂﬁﬂﬂﬁﬂﬂuﬁufﬂﬂd Cholesterol 1 Llﬂxﬂuﬁufﬁﬂﬂ Dibromocholesterol 71
Al&dnnmsinl§asenemmeifinduiunsaluiumoTeuid 6 via 18uA undec-10-enoic
acid 72 10,11-dibromo-undecanoic acid 73 10,11-epoxy-undecanoic 74 (92)-octadec-9-enoic 75
(9Z,12R)-12-hydroxyoctadec-9-enoic 76 a2 (9R,122)-9-hydroxyoctadec-12-enoic 77 Tay
ﬂ‘iﬁ:tgﬂﬁ):l‘ff} N,N-Dicyclohexylcarbodiimide (DCC) lﬂuﬁﬁ@:ﬂ’lﬂ (coupling agent) uaz 1y

4-dimethylaminopyridine (DMAP) i ud g 91ljd5en Ngaungil 25 ossuaraidud

Br
0 Br\)\/\/\/\AH/OH
H C\/\/\/\/\)'L
X OH 0
72 73
OH
(o)
OH
HO\)\/\/\/\/YOH
v

0 HaC
74 75



OH
@]
CHs
HsC F O OH
OH HO Z
76 T

R =
78-83
72-77
%7 TR
R/LLO
Br
| )
HO
Br
71
AN~
sCH; Br 7CH; 7CH;
R= HE Br o
78,84 79,85 80
OH



22

3
o a 3

WU 213 82 uae 83 Iikansuainigninaduidest uazans 78, 80, 82 uaz 85 lia1s

a o oo & v & e
HAAANNUYNTNITATHITDULANITY

Y. Tong uazanz[8] 1dMinisAnyimsdunsziwodmessoelsziuain Chitin 86

1% 1509a81 Cholesterol 1 18 Tau1H Chitin 86 Lﬁﬂﬂf:jﬁ?ﬂ’lﬁﬂ Cholesteryl chloroformate 87

OH Cl
86 87

|@esnanfaaifiie Cholesteryl chitin carbonate (Chitin-Chol) 88

(:JOCH3
HN OH
/\O o
= B
(0] 5 (@]

38

¥
vimiusiins dansziwedmes soslsziiuTuana Cholesterol 1 Tauld Chitin-Chol 88 ¥1

n151%e3 Te4AY Toluene diisocyanate (TDI) 89

NCO

89

& arsuaniumiae Crosslinked Chitin-Chol 90
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HN 077
/\O/S\f\i/\
JC.
(0] & 0]
90

wnlfasndody 1M Tadenlsasenlad Tummiuea ldasnansuaife MIP-H o1 Fuily

= o w
wodlueisoullsziuTumna Cholesterol 1

21N UNATBUN179AT7 Cholesterol 1 484 MIP-H 91 Tauv MIP-H 92 11117611V Cholesterol 1

lAasmandumne NIP-H 92

92

B. Wang liazaniz[9] 1dinsdaunsigiouwus Cholesterol 1 tivefnuiauiidvoais
To@1ud1e Cholesterol 1 ¥ilalny Tasdunsizriull§iTooadaadu Cholesterol 1 11l
] o Vo [ . 2 " &l -?: ar 1

hydroxyl group NAUMUIN C-3 Aua1332no aliphatic bromide Tatluens 93 VINUUNUDER

¥V
' o ] o a aaa a o df =
52HI9AMMUS C-5 Az C-6 TuayWuT Cholesterol 1 tiaziinlfAsueongmduiluidwen
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o y aaa o aaa .
lag Tauld m-CPBA udamuaao1 fAsenilatadie acrylic acid uazfi1lgaien radical

h 5 ‘N " W 1 . . o a  a
polymerization ﬁmtmuawuﬁzﬂmaa acrylic acid 18uesmaniast 94

RBr Kl reflux
THF

CH,Cl, mCPBA r.t. acrylic acid

T

(R = CHae1, N=1,2,4,6,8,10,12)

Y o ar o a o di = wa

Y. L. Yullagnuz[10] "lﬂmm'immﬂwauwuwm Cholesterol 1 INBANEITNUR

"y o b4 a . ) A o A )

voeaoTga1ud1e Taoduusning esterification NAUMUIN C-3 VDI Cholesterol 1 layly

. . = a'l d 3 o 1 1

acetic anhydride l1ng fatty acid ifiallu Cholesteryl acetate 95 mﬂuuwuﬁzﬂizmwﬂﬁuau
o 1 a =~ =3

fmida ¢ uaz C-6 9zgnoona ladiuaednenlad Tavld m-cPBA nazaaeBnen'lad

£

Ay methacrylic acid 1aa15 96 ﬂ1ﬂﬁuﬁ1ﬂi‘]ﬁ?ﬂ1lﬂﬂ radical polymerization 14 Chlorobenzene

[~ v aa aaa 9 & J a o A 1

ag BPO nﬂuﬂ'm'snﬂgﬂﬁm 1415 97 Fawuwoauesi Tgaﬂmmﬂmmmwmmﬂm

" Hd ' 3 1 ¥
yduiazgunginsgaeduiiuiuauimaunsiyiuvesiuaunivoy
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m-CPBA
CH,Cl,

CpHans1COO

96

C,COOCh (n=1,2,3,4,5) PhCOOCh (n=1, 2, 3, 4, 5)

a

A. Zimmer tazaniz[11] Tdnsdanszieriusgues Cholesterol 1 115 uildon
Tuiuilszguan damsunisvudazdudosmsiugnasy FaazdunT19¥ Cholest-5-en-3-
yl-6-aminohexy! ether 98 (AH-Chol) Tt AH-Chol 98 Qﬂﬁ"lljﬂ‘]!i)l‘f\l"ﬂm?EJJJllaT‘lJTGHIJﬂizi]U'Jﬂ
Faduuisn Cholesterol 1 aniaouiiu Cholest-5-en-33-yl p-toluenesulfonate 99 taz 11 §Azu1
A1 (6-hydroxyhexyl) trifluoracetamide 100 1817y Cholest-S-en-3B-y]-6—triﬂuoracetic acid
amidohexyl ether 101 mm’fuﬁﬂﬁﬁ?m deprotection Y045 101 fiarnmaziwaluwmiuea iy
Cholest-5-en-3 B~yl-6-aminohexyl cther 98 lalulauilsznoudan phospholipon 90H LA %
oUW Cholesterol 1 Uszquanlusandauniig fu TaTy TauwiouTaoin 1o uaradiiu
Womuaty Wﬁd‘ﬂWﬂﬂ1iﬂﬂl§1ﬂﬁUL“ﬁﬂﬂ1ﬁlj (rehydration) voaWduTusuusts aswugnIsy

(oDN) gngadru 1 laTd Twwalszquanediaiilszdniamun
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|
80% pTOSC', NEta, Py, CH20|2 o @
"
DMAP > H30@S-O

HO 0
1 99
H

1
. N VAVAVA.OH

FgCY I
0 100 . ’@/
dioxane,heat ! o)

- FSCY N

42%

g 101
80% KoCOsz, MeOH,heat 'Cb\
> 2N < @~ O
98

o o ¢ v d v A
Y. L. Yu uazang[12] lavhmsdunsizioyius Cholesterol 1 91nM33A 03 INIANA

=1 3

1 =1 1 a s '
statluszibouainsaaduruuda ldndsnnns Idsuanuieugandiganaeuman uag

@

o a oy - | O E AN < o w
WUNINYUNHUHDY Taonanaeansassavuluanuzvoatia1vsatiin1lsenounUn U5

=S A d a 9

TalasnuiiAatusznie luanauazis WRMIAGIATENnI1 Tana ld MduanziiTuay
917 Cholesterol 1 mﬂaﬂsanﬂ?amm Cholesterol 1 §f protect 1u‘ifulliﬂiﬂﬂ esterifying Ay
acetic anhydride Hauily cholesteryl acetate 102 mn‘lfuﬁuﬁx@:iuiﬂsaﬁ?‘m Cholesterol 1 9%
wasuilusnonlod Taomsmgasendu cl,cl iag m-cPBA 81T 5,6-oxy-cholesteryl
acetate 103 uax‘luifuq ANY epoxy group %Qmﬂﬂ 1alaold methacrylicacid 1 5-hydroxyl-6-

methacrylate-cholesteryl acetate 104



27

102

CH,Cl, | m-CPBA

0 103

C. Loncle taganiz[13] 1Asiinsdansizigayos 7-amino 1182 polyaminosterol 910

3[3-acet‘oxy~7-keto-5a-cholestane 105 muﬂﬁﬁ%'l Titanium reductive amination 1ABANIT1

aan o 5 Y a w I'd N wa 9 df a = 7

UfATe1A Ti(OR,) LAz NaBH, Idnaanmai 106a-106m WuNIAMAUIANTATUIFOYAUNSD
c‘ 1 9 a o = - s 9 df = A d‘ EY [

Ao linaTsaluwyed Tlsz@ninmgalunismuyeruanGounsuuan duaananaiony

- v e o a =
Strephylococcus aureus Wag Streptococcus faecalis ATATUIFDUUANIIUUNTHAL NUAAIND

3 @
ARWALLLUANIS Y Escherichia coli

1.Ti(OR)4,MeOH

o]
RNH, 2070 25h
2.NaBH,,-78 °C 25 h :
AcO il 3 K,CO3 MeOH/THF(1:1) L MR
rt, 12h
105 106a-106m
d n=1 i n=6
NH, a HNT2 g n=2  j n=7
f n=3 k n=8
g n=4 I n=9
h n=6  mn=11

RNH,= Me-NH, b

=
)
=
IZ§
ZT
=
E5
53
(2]
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IEMTAUHHNUIIY

3.1 M5IAd

(N30 U3EN
1. Cholesterol ARz Fluka
2. p-nitrophenyl chloroformate JinTizd Fluka
3. Hexane ATA Zen point
4. Dichloromethane AATIEH Fisher scientific
5. Ethyl acetate MM Zen point
6. Methanol AT Zen point
7. Acetone QREEN Zen point
8. Pyridine Jins1ed Fisher scientific
9. Ethanol WnTIEH Fisher scientific
10. Anhydrous sodium sulfate AT Fisher scientific
11. Siliga gel 60 0.04-0.06 mm JnTIEH Scharlau GE0048
12. Anisaldehyde 3nTIEH Fisher scientific
13. Sulfuric acid AATIEH Fisher scientific
14, Butylamine Ansrzd Fluka
15. Morpholine JnTzH Fluka
16. Benzylamine AW Fluka
17. Piperonylamine JinTed Fluka

e ko
3.2 gilnsnluazinsesilenlFlumsnanea

1. indeudafilddmiunisnaasamaniisunsd
2. ¥ADANAADA (Test tube) VUIA 16 x 160 UaAUAT
3. 02AUAVNAEN (Vial) ¥11a 1.8 x 4.1 Tadns
4. iaparua (Dropper)

o ot o o
5. Glass column @ mFuasduy lasu1 InaT W
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6. iapaun1ll5an3 (Capillary tube)

7. 418 (Cotton)

8. NSEAIHNS 209 (Aluminium foil sheet)

9. ¥ouUANaA1T (Spatular)

10. UWALUMAN (Magnetic bar)

11. uruiawes Iasun Tnns¥ (TLC aluminium sheet, silica gel F,;, Merck)
12. Stand and Clamp

13. TuTastila (Micropipette)

14, ﬁﬂﬂ (Hot air oven)

15. wiu1iaNuToU (Hot plate)

16. 1n3paflunIumsazay (Stirrer)

7. Lﬂé’m“ﬁ”ﬁﬁﬁ (Denver Instrument Company) ‘iu TC-254 (Max 250 g, d 0.1 mg)
18. 1n3093MBAYAINA (Evaporator) BUCHI {4 Rotavap R-114

19, inFosliSonsmdnosudurhisa Perkin Elmer U Spectrum GX 60237

20. inFoeySemamdresuidundssuunudns Tsumd BRUKER §u Avance DPX

300 ANYD 300 WNZIFTN

3.3 MInaasana

v o

a L4 1
fiazawdunsd 1aun hexane, dichloromethane (DCM), ethyl acetate (101¢ methanol

o o

Hq 9o v T 3/ o ' @&
Tlcl‘}fﬁ'lﬁﬁUﬂ'lﬁ“l"l']ﬂﬂﬁll‘uIﬂi1]']T“V1ﬂﬁ’]“l‘llﬂl.llﬂ'§ﬂﬂ'l\iﬂ'l'iﬂ'lQﬂU'llJ'IW']uﬂﬁZ'U'Juﬂ']'iﬂﬂuﬂﬂu

-, T ﬂlﬂ:l { o o - Q’
1l 1dmanse daumseiii ldnnmsgeszihunld Tasdsaannmsians Idusgns

q

a o

Aiazaronsaunldlunisnanes guimriunszuIMMInauNguMgil 115-116
= = = ¢ A oy 9/ [
ssmaidod waziau Ivdoy leason laaiiegain szaznalumsly 30 Ty
= g Y a a o = o L ' o
MIAnsIEHABmATanuaes 1nsu Inns Wi IRl s1nQuUULHY aluminium sheet
a  w o« o §
silica gel F,., Merck AT29@0UAU04MInansamiasnsganaudedans alomaiiniy
170U 254 1Az 366 W1 IUWAT Laz/M3 e 1aun138euR 20 anisaldehyde reagent A2 1vn 1
' [l o = o =
$ouuniu TLC uuurulianudoungumail 110 esruwaidoa iJunar 5w
1 13 v &2 4 P < ¢ a a o
A1lnas 1909 'H NMR uag C NMR 1uninlagniesisonsudesuiunaoiiun
a 4 1 a ad W '
iAnis Tasuuel BRUKER U Avance DPX 300 A914D 300 Ng185N n15iATonIdiee190z

azaefdiiazats CDCL, vsngdumiadyginues CHCL 1O 7.25 ppm d1miy



30

anasy 'H NMR uagi O 77.5 ppm dmiuanlnaiy " NMR uag CD,0H #1 O 4.80 ppm

dmsumalnasy 'H NMR wazh O 49.0 ppm dmsuailnasy “C NMR
sursusamlaasuiiudin lnoinTeaSoniudwosudunsusa Perkin Elmer U
9/ o o o 9y o o v & e a
Spectrum GX 60237 Tavld KBr iJudaqglunmsimihaagad uagimstunaianud

4,000-400 cm”’
3.4 TUADUNITIVY

@ 4 = = ' i a q’: [ dy
Ltu')‘ﬂ']ﬁﬂ'l‘iﬁﬂlﬂi'lgﬂ@ZN‘IuﬂlﬂU‘iﬂﬂﬂ LL‘IJ\'IEI@T”IL']J‘H 2 YUABDUAIU
:.’1 d' =) 3 3 A o = T a
YUADUN 1 LADNAITAIFIUAD Cholesterol 1 ﬂTﬂmﬂﬁUuﬂy‘%ﬂiﬂﬂ“ﬂﬁﬂlm Cholesterol 1

s d ° v oA o df ' 34 J A S
NATUDUAULKHUIN C-3 cl‘HLﬂuﬂﬂg)ﬁf}ﬂﬂﬂﬂiﬂﬂi‘ﬁilﬂﬁu% o p—mtrophenyl chloroformate

HHUNINA 1

W p-nitrophenyl chloroformate )OL W
OZN—Q—O (@)
1M

DCM , pyridine , rt. 1 hr

o a a oo a a 1 9 4 =l 3
1. %9 Cholesterol 300.0 Haansu (0.77 aalua) laluvaradunandanieluiiimg
1 o | 4 y 3 a a an . a aa
uman taz19egunieeiluniu 91nwdAy DCM 15 iaaans 1ag pyridine 1.5 Jaddns
M1n151UnNIU 2UNTENT Cholesterol 1 AZAWVNA
2. %9 p-nitrophenyl chloroformate 302.3 §aansy (1.5 ad lua) lalu vafunanlude
Y o y ~ a gl
1 udnhnmsiuniungumgiivies
a aaa 9y a a o ] Yu o
3. asnvdeumsnal§sendiumaiiniuawes Iasu Innsi Taslsdvhasaonau
1 o " 1T a a  w I a o
SEM14 hexane : ethyl acetate 8A51UININY 7 : 3 TavdTuas iWSouivuniadunnnany
a a aaa = 3 9y =} dl
Cholesterol 1 dunanisifinlfnie1 TagNa13a1INMITAIALIADNNINAEA IUNANIT
Vv ]
nageuvesasaaau lulinmslaouuilas
Y o a1y ¥ @ o 9 A
4. ngan1sduniu wazihasf la ldssmoieidiniazatoonalninTeeseing
v g A
aaanmee Idvoanauiuvededun
t’
5. MmsuonmswanIfinnuuTgnidsumaiianeduni TasurInns i Taoldeas
] (Y | a o) a v
ATAUHANTEHIIG hexane : ethyl acetate Tnofinasmvossas1au Taetsuasidiu 100 Fudu

9y
1 s @ o

¥ v
1Ina15aza1 lifivIAe hexane : ethyl acetate 151 100 : 0 udIRBEPANANWTUYIVOITIT
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A =y o3 s =y
azaw TauAuSu1nTues ethyl acetate 910 0 1114 2, 4, 6, 8, 10, 12,... WiouAUaALS ATV
o3 o w
hexane 917 100 111 98, 96, 94, 92, 90, 88,... AUT1AY
= c.l a9 a a o = Yo o
6. A5 ABUAIINONUIINADANYAILmATInAvawes lasu1 Inns i Taslddaan
¥
] [~ = Y o
ATOWNANTZHII hexane : ethyl acetate 141 7 @ 3 lavd/Suas iSoudisusuaisdedu
a a4 a 3 A d Y 1 a o
Asannngavesasiiiaiuaianasanaasvesasazatefiny 1dna1 R 18U N3
[ Y 1 y 9 cu
gandusedsansilalotaaiaauerdafu 254 uag 366 w1 Twiuas uagm s lHany
. o = a
anisaldehyde reagent SR U 1HIAUT I AR Wi IuvIndunan
° { g o @ o y
7. drasazaremAusanluvaadunanuiinissemediviiazaiseanauinT 09
TLNMUAYYINIA
° a o o a
8. ihmswandasininsrvae Iassadedsmatianaaln Ina Inil

«
L

¥ o s =) o o aaa ' w a
FJuneui 2 Mduasizvosd lumasseea lasn15n 1 nTonseningms 111 Auezll

Cd
TuSeud

a
UNUNINN 2

0 Amino reagents

JL
02N—©—O 0 DCM, rt., 3 hrs.
R

11

-NH(CH,)sCHs 112
g N— 13
e /

R=
sepn
115
0 .

1. ¥R AT 4-Nitrophenyl-cholestene-carbonate 111 lu DCM 15 fadans ¥insilu
NIUNUNYINBY IUNTENIAZALNUA

¥
5 a a A o y A = 9
2. 1AW butylamine 118.92 lulas@as (1.2 fadTua) uazimsiluniuneigumgiines
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a aan a A o = ) Y
3. arvaumainlasodumailniuawes Tnsun Innsiyn 1 927w Tagldda
o 1 4| a Y 5
MALAUNAUTENIN hexane : ethyl acetate (DU 7 : 3 Taol/Su1asiAeunY 4-Nitrophenyl-
& 4 3 a 4
cholestene-carbonate 111 YUATZINITYAVBITNTDUUBAIMHDIINAITAIAARTY
4. ngamstunau uazgthvesnan lszmednihozaseendunsesszmogaane
o { o ' a o 9 a Y o {
5. Mnsunasidaunsizd laifuSgniaromainnedu lasu1Inns il Tagh
{ ) T = @ 1
arsazare 19 uaIaza1enaNIZMI19 hexane : ethyl acetate 1AgNNATINYDITATIAIUTAY
a =1 a ] u‘: [~ '
Ysuasidlu 100 Sudusinarsazaie it Ao hexane : ethyl acetate 111 100 : 0 ud2ABYY
= 3 A o [~]
MNYIVDIaNTaL a1 TauiNYT U5 UD9 ethyl acetate 910 01101 2, 5, 7, 10, 12, 15,... (az0R
= o 0 w
153175 hexane 910 100 11U 98, 95, 93, 90, 88, 85,... MUAIAL
A w dY a A o’ = Yo o
6. 151 AOUAITNOONVIINABANNAILMATIAN DS Iasu1 Inns i Tasld@avi
1 [~ = = = uz n’: a
AYANUNAUTEN I hexane : ethyl acetate 111U 7 : 3 TawSuas Wisumounuasasiasan
a a é‘ a d 5}:; 1 = Qs A v A
11N9AYBIEs NIRRT NI ABAveIAIsazaIeinY 1dNA1 R 1A8ITU MIganauied
ar ~ A 3 o P =)
gang1 T TemaNanueIndu 254 1ay 366 W1 THINAT UAZAT IAANY anisaldehyde reagent
A as Y g vy @ g
@ liinusu MNaedu luviadunau
o A d Y 9 o v o y A
7. dmsazawinu s B luviadunauuiinmsssiveainaza1woonauin5 04
TLMUYYYIN A
o 2 Ay v ¥ &4 ¥
8. e auieh 1dnnmssemednnTees oL U In AR 9aou InTaa s
9 =Y
Awmananean na lnd
o = L Q{ = |
9. WasHandnel ldnageugniniatinin
a o [ o' |g " c; { =Y o {
10. Guiimsdansizd Inuaaden 1 999 Tasdouezi Tusonualuden 2 110
9
=1 =y e @ 0
butylamine (Huogil TuSoua Aaso 1l
- Morpholine 1531015 104.96 luTasans (1.2 Tad Tua)
- Benzylamine Y3115 131.07 1u1nsans (1.2 dad Tua)

- Piperonylamine UTuas 149.41 luTpsans (1.2 ad lua)

= =

3.5 MInageUgnsMuFegaunsdlagds Disc Diffusion Method

Yo Ay

9
& W a a = a d .
mMsnagauaNuaIvIsalumsdudinsniyaulavosgaunidlaeleds Disc

at ]

diffusion method (#20819UAAIAI3UN 3.1) AAuaIn191nITU09 Bauer tnzamy[14] ladl

¥ v ¥
o 1 =

a s 0 a = =Y < =
Finsnaaeudail e AunIdriian1eg Ay 13U Trypticase Soy Agar (@1M131R8E

aa A v = @ & 2 & A . :
LL‘IJﬂ‘VlL'iEI“ﬂﬂi%ﬂﬂﬂﬂ?ﬂlﬂ“ﬂullﬂgﬂﬂlﬁﬂﬂﬂ) L‘W'I$ﬁﬁ1‘l«!ﬂ'lﬁ'li£ﬁﬁl~1l‘liﬂ‘]5“ﬁ Brain Heart Infusion
v

T { = o o [ cg a ada
Broth UuW1ziFeNgumgil 37 asruaea (Juma 24 $21ue nasnnturhyaunidnuy
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L) 1 & T 1 1
g TRundFuanugui 660 w1 Tuwas e 1 ldanuuieuyinnua 1My UYee McFarland

o Sl

t‘ I & o 4 A = o =
wed 0.5 Fufievoniuinounuaiite 10-10° waraeiiaawas udrsaihgaunsdnwionld
3 v Fd b4
Tizasuunumzide e msifeudewiia Mueller Hinton Agar 8¢ Iagnistheasyumnih
[ E4 b ¥
Fuldn 3 ase i ldaemsdeudesaunidaiiadieg vuwihiu azasmsaiediedae
¥
DMSO (dimethyl sulfoxide) A1MF3FU 20 mg/mL naINMTANTEUAARYUIA 0.6 IBUANAT
@ o A v dad a as a v & yed a
gumsfeduazihueuuA AU lFegdunidatiadie tunelin 37 ssmwaimon
< - i A o =t :
WM 18-24 99 Tua 19 Penicillin uag Amoxicillin WhudoiSoufion lundazganisnansse:

1% pMso A msaugu

511 3.1 MsneaeURIu3T Disc diffusion method

mMsaaTEARanNsavInuinalassuuHuAd N NyuRIMIBA13AIBE1 (clear

4 - i 4 7 = - oA dm s '
zone) FamaunauTUNFegaduls (31 3.2) Srwsnalasevwdudaniismnnimse
L a oA L9/ ' a A " = ' d’} = A a o
Wiy 2 Uadwas uddesndt 5 Todwes uaaedl fsnaTeulnadora auUNnIdyliah

naerovluszfuseu (weak) S1usnm lassunsufaiinnImIeminu 5 liadwas udioy

)
) =

¥
111 8 Uadwas uaneimInaneuinadedeyauns dyilannageuluseduiunai
(moderate) uazduinalaseuwinaatuinnimsowiiu 8 Tafiwas uaash mInadoud]

-4 "
nadpIre AU drtiaTinadeuluszaud (good)

57 3.2 39S laseuwduda (Clear zone)



l]J‘i‘l’?"ll o
HaNSNAADY

B2
[ @ o [

a A 92 o o = o =a 1
xﬂu‘l‘ilUu"lﬂﬂ'ﬂ'H1ﬂ'lﬁﬁ\1Lﬂﬁ']z'}'T@uwuﬁﬂﬁuiuﬁkﬂﬂiE]EJ@]%UG]GLHEU‘U'EN Cholesterol 1

q

A ' < o i 1 a o ' d { <3|
Taomandounyiladdu1dun ny leasendandumuiamiveun C-3 ¥oa Cholesterol 1 1ilu

7] 1

" = o aaa w a o a a o v d
wyoziiTu Tasmsil§AsordveziiTudienud uazd@nuignidugdunidvosoyius

=n

Funsizd e
Qs d I
4.1 MITUANSHIPWUTUD Cholesterol 1

7 o :.: y o a d a
afvseuanlfiiluaisdadufio Cholesterol 1 illosiimsigei Inssadisdomatin 'H

v
NMR tiaz “c NMR lanadsan 11

P. Muhr Hagamu[15] Hﬁmﬁﬁq%ﬁmaﬁ%ﬁwm Cholesterol 1 Taumadiniinadss
Lanu@Ans Tatuiss W91 'H NMR (300 MHz, CDCL,) : O 1.76 (2H, H-1), 1.68 (2H, H-2), 3.73
(1H, H-3), 2.49 (2H, H-4), 5.32 (1H, H-6), 1.87 (2H, H-7), 1.38 (1H, H-8), 0.87 (1H, H-9), 0.37
(2H, H-11), 1.07 (2H, H-12), 0.86 (1H, H-14), 1.47 (2H, H-15), 1.75 (2H, H-16), 1.01 (1H, H-
17), 0.59 (3H, H-18), 0.97 (3H, H-19), 1.31 (1H, H-20), 0.88 (3H, H-21), 0.97 (2H, H-22), 1.11
(2H, H-23), 1.03 (2H, H-24), 1.45 (1H, H-25), 0.79 (3H, H-26) Llag 0.79 (3H, H-27) iag N. V.

= 4

Kovganko tazAmM[16] MIn1swgau

U

TAseer319904 Cholesterol 1 laumailnfiuadssuun
dns Taniuua wud1 °C NMR (75.5 MHz, CDCL) : 0 37.2 (C-1), 31.6 (C-2), 71.5 (C-3), 42.2

(C-4), 140.8 (C-5), 121.7 (C-6), 31.8 (C-7), 31.8 (C-8), 50.0 (C-9), 37.0 (C-10), 21.1 (C-11), 39.7
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(C-12), 42.2 (C-13), 56.0 (C-14), 24.2 (C-15), 27.9 (C-16), 56.1 (C-17), 11.8 (C-18), 19.4 (C-
19), 35.7 (C-20), 18.7 (C-21), 36.0 (C-22), 23.8 (C-23), 39.5 (C-24), 28.2 (C-25), 22.4 (C-26)
way 22.7 (C-27) doSvuifousuailnnsuued Cholesterol 1 911 UTEM Fluka 1WA 'H NMR

a2 “C NMR @9andodnUs1ea1nsing

5UN 4.1 'H NMR a12lnasuaeq Cholesterol 1

“

111307 4.1 waasai)na iy 'H NMR 404 Cholesterol 1 'H NMR (300 MHz, CDCL) :
 3.52 (1H, m, H-3), 5.34 (1H, d, H-6), 2.25 (2H, s, H-18), 1.00 (3H, s, H-19), 0.91 (3H, s, H-
21), 0.85 (3H, d, H-26) Lz 0.87 (3H, s, H-27) Tilsmouieglugaam O iy 2.03 §14 1.06

ppm Lﬂumm methylene L101¥ methyne

517 4.2 "C NMR a1lnafuae Cholesterol 1
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5171 4.2 uamsennasy °C NMR ¥84 Cholesterol 1 °C NMR (75.5 MHz) : O 71.80 (C-3),
140.77 (C-5), 121.71 (C-6), 50.17 (C-9), 56.79 (C-14), 56.19 (C-17), 11.87 (C-18), 19.40 (C-19),
ey 18.73 (C-21), 22.57 (C-26) uaz 22.82 (C-27) mSuoufieglugaed & wirdy 4233 s

21.03 ppm 1H11UY83 methylene 1A methyne

4.1.1 ﬂ"liff&!ﬂﬂzﬁ 4-Nitrophenyl-5-cholestene-carbonate 111

msdaunnzisunnmnlasuny leasendafinsueudwmiisi 3 vas Cholesterol 1

TiumingaeenlagldSeinud fie pnitrophenyl chioroformate Aterad TuumuA W 4.1

UNHA N 4.1

W p-nitrophenyl chloroformate /?L W
HO! . qn—@—o 0

DCM , pyridine , it 1 hr

| 111

A =y _y o
Wenageudemaiinfiuawes insinInsns Insldszuudiazanediu hexane :

cthyl acetate 53193 70 : 30 NATOVA9Y anisaldehyde reagent 1 UTINYYATAOIVOIMS

£
Qs s It o

= d A 9t a w 1 q’: 9
waaAwN Ag1n 4.3 naasliNesndadunidamnihansasau

51 43 wiuiuawees Tasun TnnsWvesans 111 WSswheuny Cholesterol 1
= g 9 = 1 3 FY - o
r M0 ANTAIRU ; rtp MU JARANTEH IR N THARAN ;

=} = oo d
p HUTEON aTHAANIUMN
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3 a Pa

dothaswaasua ldvldusans laumaiaaedui lasuilnnsil Tagldszuudiiazay

o3 @ 1 1w 1 Y a e g o ]
17U hexane : ethyl acetate RT1TIUNINY 100 : 0 ﬁfﬂ R M1y 0.71 ﬁWiWﬁ@ﬂm“ﬂLﬂuﬂfﬂﬂlﬁN

Fv12 wa'lddevazaaiilu 70.08 %agawmﬂnimaiﬂ'ﬂmm 4-Nitrophenyl-5-cholestene-

be
D.

carbonate 111 ﬁ;ﬂ"l@fﬁau i]'lﬂgﬂ‘ﬂ 4.4 FT-IR (KBr) em’ : 3182 (CH sp2 stretch ), 2922-2851

(CH stretch Y843 CH, t1ag CH,), 1765 (C=0 stretch ﬁJmqu:m{umum), 1633-1492 (C=C

stretch ﬂumuaiimﬁn) 1ag 1268 (C-0 stretch)

g‘lJ 4.4 FT-IR ?11nasNUD3 4-Nitrophenyl-5-cholestene-carbonate 111

y { 1 = ! 4 o 1 { o 1 o
dlonfaoumy leasondaiinfueudiumiai 3 483 Cholesterol 1 i umyaiveia 910 'H
° 1w 4 o A o A o =
NMR fumiadayanaves [Usaouvesmsuoudiumied 3 (H-3) 7 8 3.52 ppm indeui 17
' d o 1A A Yo a =a 1 o A d 1R
AUINUIHANAINI1N O 4.61 ppm  tpenIn ldTuANTHAveInATUBIUaITurAs

ad o 9 = ] a g P=% g/ = ol
Silnasou MR Tdsaeulianunuluvesdidnasouanad Inald lsaemnas Tasuuuan
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Al andInd a8 7.38 tag 8.27 ppm uARIinANEMZIANIZYDILD 151NAR Sile
m,jsmuﬁ disubstituted YOUUUFULUUNIT FudumsFyauvee C NMR veenivey
fumiadi c3 # 8 71.80 ppm waeulfauimdindai & 79.88 ppm mﬂgﬂﬁ 4.5 AN
a11/AA5SNY09 'H NMR (300 MHz, CDCL,) 494915 111 Wi Y i 'H NMR O 4.61 (1H, m,
H-3), 2.49 (2H, d, H-4), 5.44 (1H, br.d, H-6), 0.68 (1H, s, H-18), 1.04 (3H, s, H-19), 0.91 (3H, d,
H-21), 0.85 (3H, d, H-26), 0.89 (3H, d, H-27), 7.38 (2H, d, J,,= 9.2 Hz, H-3’ uag H-7), 8.27

(2H, d, J,,= 9.2 Hz, H-4’ uag H-6") uaglsnouiioglugiem S 11 2.01-1.08 ppm 11U

multiplet ‘U’ﬂﬂ‘ﬁyz methylene 1181% methyne

g‘ﬂﬁ 4.5 'HNMR alnasuang 4-Nitrophenyl-5-cholestene-carbonate 111

517 4.6 uaasailnasy “c NMR (75.5 MHz) o915 111 wudgyarai O 79.88 (C-3), 139.03
(C-5), 123.54 (C-6), 50.22 (C-9), 56.85 (C-14), 56.38 (C-17), 11.94 (C-18), 19.30 (C-19), 18.81
(C-21), 155.83 (C-1°), 145.50 (C-2’), 121.77(C-3" taz C-7°), 125.26 (C-4’1azC-6), 151.83 (C-

57 wardamnuidsingeglusian & iy 42.48 4 21.18 ppm 1Tuae MY methylene Lag

methyne
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‘ljﬁ 4.6 "C NMR lnasuuog 4- -Nitrophenyl-5-cholestene-carbonate 111

o <
4.1.2 M3aUNIITH 3-Butylamino-5-cholestene 112
@15 112 AN 4-Nitrophenyl-5-cholestene-carbonate 111 11 QQ NIIAY butylamine

Taeld DM dudaiiazate

HHUNINN 4.2

Butylamine
02 DCM , pyridine , rt. 3hr
H3CH,CH;CH;CHN

111 112

oA 9 a A o = 9 @
"'l]'lﬂﬂ'lﬁ"ﬂﬂ'ﬂ@\‘i‘W‘UTI%JJi’J‘ﬂﬂﬁ@ﬂﬂ?ﬂmﬂuﬂﬂulmﬂﬂiiﬂiiJ']I‘VliﬂSW‘I T@]Hi‘h’ﬁx‘ﬂ’ﬂﬂ?

o =] @ ' .
Maza1oiu hexane : ethyl acetate ®R3187IU 70 : 30 NATOUAIY anisaldehyde reagent 1%

a0

! =1 1 1 v
Usngeadirazldvuidudiahumvesaswiadaed a1 R, iy 0.58 wud1as

v b4 v
=) s

g v 1 o Y A o = s o 3 a g = a L4
HaAf N ITITInIaIIaeAaY ot 1asnansua U1 ldusans Tasmaiianedui Ing

QU L]

P

@ o o a [ [
NIl Taoldszuudiiiasa1oiu hexane : ethyl acetate BATIAIUWINY 95: 5 @13

= @

¢ d = a =
nanfaaiuvoadsduin nalddovasdaiiu 93.37 JoyameminInsaIniluog 3-

¥ ]
Butylamino-5-cholestene 112 ﬂ;ﬂqﬁﬁﬁﬁ gﬂ’ﬁ 4.7 uaaaailnasy FT-IR (KBr) cm’ : 3363 (N-
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H stretch Y81931), 3190 (CH sp2 stretch), 2852-2927 (C-H stretch Y93 CH, tta¢ CH,), 1694

(C=C stretch) 18 1468 (CH, bend)

1006 00 4000

311 4.7 FT-IR a1/na3uve4 3-Butylamino-5-cholestene 112

21
20 22 24 26

£
e
H3CH20H20H20HN 3 5

112

1 =)

A = ' o ~ o 0 VoA 9 o o '
L‘H@LﬂﬁEJUWHﬂ’]iﬂﬂluﬂﬂﬂ'ﬁUﬂuﬂuquqcﬂ 3 YaddT 111 G\lﬂl‘l_]uﬁﬂ\lﬂg T‘u WUAIW U

U

'
=l 1

o 1 o o = A A = o
ya1aved 'H NMR v99m§upudumuan 3 (H-3) 1 O 4.61 ppm infouit lufauuuiman

] H 4 @ o a a 1 a = 1
7901 & 4.48 ppm 1ifosnnldFudnTnaveslulnseuozaouveanyozil Tuliduvya

a d 9/ 1 ' o = =} 2 adg 1
fianaseutioonimymsvena TaowSeuisuannanuausnlunmaedianasousening
a 2] ~ 2 a d [TRY] ] 9
sondouuaz lulnsou dlulasmuiinnuaunsalumsdsdianasou latesn1ii1d

A o o 1A = 1 a a .3‘ = 9 a
TUsaounn1sueUAMUN 3 TanunuLduYesdianaseuu1ndy Inald ldsaowna

o g " a ° Vo o

315 Tnuudnauiinangeandudy uazduvuadygisues "C NMR  vesniuou

Aumuaf c-3 1 6 79.88 ppm indoudi liauiugendnn O 74.24 ppm 31N 4.8 uaaa

ailnAsuves 'H NMR (300 MHz, CDCL) ve3a15 112 wudeya1mil O 4.48 (1H, m, H-3), 5.37
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(1H, br.d, H-6), 3.16 (2H, br.d, H-1°), 0.67 (3H, s, H-18 ), 1.00 (3H, 5, H-19), 0.91 (3H, d, H-21),
0.85 (3H, d, H-26) uaz 0.87 (3H, d, H-27) Tsneuiiegluaaei O iy 2.34 fis 1.07 ppm

=1 1
($u multiplet YDIN1 methylene LAL methyne

517 4.8 'H NMR @11)nai0ypa 3-Butylamino-5-cholestene 112

311 4.9 "C NMR a11/na 3004 3-Butylamino-5-cholestene 112

51/91 4.9 uaasanlansu °C NMR (75.5 MHz) ¥89m15 112 wudgaiah O 74.24 (C-3), 139.97

(C-5), 122.42 (C-6), 50.15 (C-9), 56.79 (C-14), 56.28 (C-17), 11.89 (C-18), 19.35 (C-19), 18.77
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(c-21) miveuiiogluraen & 11y 42.40 H4 19.92 ppm 11 multiplet Y9I methylene

LIRE methyne

[ d
4.1.3 M3IaUNI1EH 3-Morpholino-5-cholestene 113
@13 113 1AT0810 4-Nitrophenyl-5-cholestene-carbonate 111 ﬁ"lﬂﬁ A3e1NU morpholine

Taeld DcM Sudviazae

HNUNINT 4.3

/@@V\r Morpholine /(ﬁg\/\(
OZN DCM , pyridine , rt. 3h O

111 113

oA 3 I - o = I w
'i]"lﬂﬂ']ﬁ‘ﬂﬂﬁ'E'NW‘!JTllllﬂﬂﬂﬁﬂUﬂﬁUlﬂﬂuﬂ‘ﬂumlﬂﬁ)iIﬂﬁ'lﬂi“ﬂiﬂﬁ’l‘lf\[ Tﬂﬂ%ﬁ%’ﬂ‘ﬂﬂ?

Wazauily hexane ethyl acetate 8n31871 70 : 30 NATOUAIWY anisaldehyde reagent &

d A

ﬂswngwahma waswiudisdumuesasniandudt a1 R, 170 046 Wudras

a w ng 1 3 3/ d‘l ) a s 4 o 3 = = 1= @ o
wandaaiiganiimsaedy iWehmswdaduat L ldusgns Taomainaodinilas

q

1 Tnas i Taoldszuusaninzauily hexane : ethyl acetate SATIAUNINY 93 : 7 TAa1s

a

a o 7 o [~
waaduauveandadvin waldfesazdau 9131 deyaneaninsalniluea 3-

e

Morpholino-S-cholestene 113 ag1/lawail 317 4.10 ugmsalnadW FT-IR (KBrlem™ : 3193
(CH 'sp2 stretch), 2922 (C-H stretch Y99 CH, 1ta2 CH,), 1694 (C=C stretch), 1464 (CH, bend),

1379 (CH, bend) Lt 1246 (C-O stretch)



43

31Jﬁ 4.10 FT-IR a11na§uue9 3-Morpholino-5-cholestene 113

24

y = 1 d { o =
iialasunymiveafiniuouduniaf 3 499 4-Nitrophenyl-5-cholestene-carbonate 111
<] 1 a ° 1w J o 1A o
Tifumyoed Tu nudwmisdyyiuves 'H NMR vosmiuoudumiad 3 (H-3) 18 4.61

A o P 1 =1 1 4 " Yo a -a 1 a A d
pm indouh lfauimangandi 8 4.52 ppm iasnn 1dsuanTHave ezl Tuiiiy

o

12 ad 9 " " o 0 9/ ~ o o 1o = 1
wyjdsdianasououndmynisveiasin i ldsnounafueudiumuei 3 Ianumuiuiy
a d 13 =1 g/ a &l ] o i "
ypavianasouN1nUY naldTdsasoumansis TauuusnawIuIMangInIuAY iLay
fuviadyanaues *C NMR veen17uoudiunten ¢-3 7 © 79.88 ppm infiouil liauy
790917 8 75.11 ppm 9103U7 4.11 uerAsennasuves 'H NMR (300 MHz, CDCI,) ¥paas
113 wudayaiuh O 4.52 (1H, m, H-3), 5.38 (1H, br.d, H-6), 0.67 (3H, s, H-18), 1.01 (3H, s, H-
19), 0.91 (3H, d, H-21), 0.85 (3H, d, H-26), 0.87 (3H, d, H-27), 3.64 (4H, s, H-3’ 1az H-4"), 3.46
(4H, 5, H-1’ waz H-2") uaz Tsneunaglugien & iy 236 83 1.11 ppm 1Ty multiplet vos

‘Hﬁal: methylene (A& methyne
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317 4.11 'H NMR a11/na 3004 3-Morpholino-5-cholestene 113

il

317 4.12 "c NMR m11/nasuveq 3-Morpholino-5-cholestene 113

|
| -

—

i 4.12 ustasentlnasy "C NMR (75.5 MHz) ¥89e15 113 wudgyami 6 75.11 (C-3),
139.82 (C-5), 122.53 (C-6), 50.12 (C-9), 56.75 (C-14), 56.26 (C-17), 11.88 (C-18), 19.35 (C-19),

J A ' ' 1w =2 [ . ]
18.76 (C-21) uazga1suouiioglugaen O M1y 44.09 83 21.10 ppm 11U multiplet YOINY

methylene 0¥ methyne

[ d
4.1.4 MITUNIIEY 3-Benzylamino-5-cholestene 114
15 114 1@58UIN  4-Nitrophenyl-5-cholestene-carbonate 113 ¥111U{NT011

a v o
benzylamine 1at 1% DCM iudviazaie
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HHUNNN 4.4

Benzylamine _
DCM, pyridine , rt. 3hr
02 HZCHN

111 114

oA 9/ - o = k) @ o
INNINARDINYITDNAToUAmMAL AN WS Insu1 Insns W Taglsszuudimazay
=1 @ ] [l
(#14 hexane : ethyl acetate 8A51821 70 : 30 NAADVAIY anisaldehyde reagent 921/510H AN

e "W 1 a o d’dg '
‘]_]ﬁEJHL‘]JNETN'Jﬂu‘llﬁuﬂlﬂﬂﬁ']'iﬂﬂﬂﬂm uaimminu Rf0.25 WUITATNTHAANTUN ‘U’Jf}:\‘lﬂ'ﬂﬁ']'i

v =
o

4 o a w o o = = w @ o
dadu iethaskandas i i uSans 5 TaumadanoaulasinInns i Tagldszuudn

[

= ) 1 1w 9 = g S A
avatiiu hexane : ethyl acetate HATIHIUMIAY 90 : 10 AmIsHARTUMTUYDWAITU
wa'ld3ovazAauilu 91.48 deyanisanlnInsaTnilues 3-Benzylamino-5-cholestene 114 #71)

18deT 317 4.13 uaaa/nafy FT-IR (KBr) cm' : 3350 (NH stretch), 2852-2932 (C-H stretch

U84 CH, Uag CH,), 1687 (C=C stretch), 1533-1464 (C=C stretch UDALD 1T117AN) LAY 1382

(CH, bend)

gﬂ‘ﬁ 4.13 FT-IR a1nA3uu09 3-Benzylamino-5-cholestene 114
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dionlfoumynisveiuaia1suoud LR 3 Y04 4-Nitrophenyl-5-cholestene-carbonate 111
Idumyesi T wudwumisdamnves 'H NMR vosmsueudumiad 3 (H-3) 1 8 4.61
A = ~ 1 o 1 & Yo a a 1 = A g
ppm ndoui lfaumudmangsndii O 4.52 ppm ifieanin lafudniwavesnyjozii Tuiilu
12 ad ¥ ' P o q ¥ A < o s |
wyAsdianaseutiosnimymsuaiua v lusaounaiveudmush 3 ianumuuuu
a d ; =1 9/ a ol ] =1 1 a
YoadlanasouNIndU Tnald Tdsaounan1sis lsuuudnauIuulinangena Ay uag
o | 13 4 ° = ci A Ay (A
Sumdadynaivod "C NMR Y09m1fuouAumuaf C-3 #i © 79.88 ppm indoui lhauu
a3n 917 O 75.11 ppm 903U 4.14 waaamnaiuves 'H NMR (300 MHz, CDCI,) ¥83a13
114 wudaya1i O 4.52 (1H, m, H-3), 5.36 (11, br.d, H-6), 0.67 (3H, s, H-18), 1.10 3H, s, H-
19), 0.99 (3H, d, H-21), 0.86 (3H, d, H-26), 0.91 (3H, d, H-27), 4.13 (2H, d, H-1") uaz 7.26 (5H,

s, H2’,8°, 4, 57,6 Lasd) Mmﬂuﬁagﬂwﬁwm O Wiy 2.35 99 1.23 ppm i multiplet

‘uaam;: methylene 8% methyne

519 4.14 'H NMR a11)na5uae4 3-Benzylamino-5-cholestene 114
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gﬂﬁ 4.15 "C NMR ailnasuung 3-Benzylamino-5-cholestene 114
'sﬂ‘w 4.15 naeadlnasy °C NMR (75.5 MHz) ¥09a15 114 WU mw 0 42.24 (C-4), 74.70
(C-3), 139.99 (C-5), 122.47 (C-6 ), 50.29 (C-9), 56.89 (C-14), 56.45 (C-17), 11.94 (C-18), 19.35
(C-19), 18.84 (C-21), 138.92 (C-2’), 128.61 (C-3’ ung C-7°), 127.50 (C-4’ unz C-6’) oy

3 2,0 1 ' "W = 3 L 1
127.36 (C-5") uazA1ivoufiogluraem O M1y 42.49 03 21.19 ppm 11/ multiplet VDIN3Y

methylene (11 methyne

[ d
4.1.5 M3TN31EY 3-Piperonylamino-5-cholestene 115
715 115 IA30U1A 4-Nitrophenyl-5-cholestene-carbonate 111 M1 n5e1A Y

piperonylamine Tavld DcM Whudviazaw

Piperonylamine W
DCM , pyridine , rt. ahr 0@/\”
o]

111 115

UHUAINN 4.5

02 'N'\/\/

ToA 9 a a o =Y 3/ Y]
MNNINARVINYINoNA T UAumATTAN WA sy Insns W Taeldszuudaviazay

(T hexane : ethyl acetate 8031891 80 : 20 NATEUA WY anisaldehyde reagent il:iﬂi’]ﬂ{]igﬂﬁﬁ‘lﬂ
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dl A a w da 1w ' a  w u’d.q’.: 1
gaziasuduFulamuasasnann s Ul R iy 0.69 WUNHITHANNUNUUIFINNNT

’j 4 ¢ s o
fadu iWerhaswansuy v ldusSans Taomaiianedui lasu Inns il Tasldszuudani

[ o

ava0i hexane : cthyl acetate 8A51AIUIAY 90 : 10 Tdasnaasuatiduvosdaivn
naldTovazdailu 89.51 Yayaniean)nInsalniluee 3-Piperonylamino-5-cholestene 115

Y x:\i’J ~ u -1 2
agU1ddell 519 4.16 vae@)nasu FT-IR (KBr) cm” : 3362 (N-H stretch), 3198 (CH sp
stretch), 2852-2923 (C-H stretch 404 CH, ta¥ CH,), 1422 (CH, bend), 1379 (CH, bend) a1z

1223 (C-O stretch)

4 ::;. ) o d’ o ! ! .
denAsunynifuomaiinfueudumiaf 3 ¥84 4-Nitrophenyl-cholestene-carbonate 111 11
=] ' ) o [ J o " A P
fhunyjeziiTu nudumisdygiaues 'HNMR vosnifuoudumiei 3 (H-3) 11 O 4.61 ppm

& P ~ 1 o VoAl A Nve a a 1 = A g 1
waoud lUnaumimangandih 0 4.52 ppm 1ilon1n lasuaninavoanyezii Tuidumy

2 ad 9 1 1 3 o v = o o oA a 1
FNOLIANATDUUDYNNTUUATITUDLURA mﬂlﬂiﬂ‘iﬂauwmiusumtmua‘n 3UANUAUUIUUUDY
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ad g ~ 9/ a o 1 = 1A o "

grianasouNInUL nald I saowfiansis TsuuugNauuvangIn ey Laga 1M
@ 13 s ° oA A A = = v
Fy98909 °C NMR 499015 U0URMWUAN C-3 71 O 79.88 ppm wasun luhauugenii
O 74.81 ppm 911n3U7N 4.17 uaasalnasuves 'H NMR (300 MHz, CDCL) 403913 115 Wu
day i O 4.52 (1H, m, H-3), 5.38 (1H, br.d, H-6), 0.67 (3H, s, H-18), 1.00 (3H, s, H-19), 0.91
(3H, d, H-21), 0.85 (3H, d, H-26), 0.87 (3H, d, H-27), 4.25 (2H, br.d, H-1°), 6.77 (1H, s, H-3"),
6.73 (2H, s, H-4" uag H-7), 5.93 (2H, s, H-8") uazTilsnoufieglugen & iy 2.35 fa

1.13 ppm (i multiplet ‘ummg methylene 8% methyne

517 4.18 “C NMR a11/na5ua04 3-Piperonylamino-5-cholestene 115
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517 4.18 uamaanlnady °C NMR (75.5 MHz) voea1s 115 wudganai 8 74.81 (C-3),
140.06 (C-5), 122.54 (C-6 ), 50.36 (C-9), 21.24 (C-11), 56.95 (C-14), 56.51 (C-17), 11.97 (C-18),
19.38 (C-19), 18.87 (C-21), 25.57 (C-26), 22.78 (C-27), 101.06 (C-1") g1 uouiiog lugaae

O 1A 45.15 014 24.05 ppm i multiplet mawyj methylene LID¥ methyne
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a P=} 4 ™ = ) 2}’ a =4 d{ £y 2
ﬂzijiuﬁlﬂﬂ‘iﬂﬂﬂ 112-115 Qﬂﬂ'llﬂ‘ﬂﬂﬁﬁ]’ﬂﬁ]"v’lﬁﬂ'liﬁ?ﬂﬁi@ﬂﬁuﬂitlL‘UENﬁu 43

b4 ¥ L4
UszneudiudenuaiiGuunsuuan uuaiiGounsuay naziieslszmnndads g 13
4
¥iia (weuuaiiEounsuyInlaun Streptococcus milleri group Staphylococcus coagulase
negative Staphylococcus aureus (MRSA) 20625  Staphylococcus aureus (MRSA) 20626
Staphylococcus aureus (MRSA) 20627 Staphylococcus aureus (MRSA) 20633 Staphylococcus
aureus (MRSA) 20636 Staphylococcus aureus (VRSA) 20622 Staphylococcus aureus (VRSA)
20623 Staphylococcus aureus (VRSA) 20683 Staphylococcus aureus ATCC 25923 AU
uunaiGoinsuay 14un Bordetelia pertussis WaztaA Candida albicans ATCC 10231 Tau143%
¥ Fd Ed
NATOUNVY Disc diffusion method I¥ouunfiSounsuuannguiinelvina lsndaeniayes
Y3 a a A @ [ [~ a g
11n msdniruvefaniia eauaw ey lvdnmuuazuaunguesmsdao lunszue
[ b4 3
doa wu'ldnamiia ayn manszaude lasmsdudauaziiuneaunioly agiuwuinie
Ed o
AN Staphylococcus A8ADY1 methicillin (MRSA) (ia% vancomycin (VRSA) WouUUANISULATY
= g dsl’ e 9 a d 1 J 1A o A ] 9 a
au B. perussis \fluiwani 1ifa lsa lonsulunywd daufesnguiad C. abicans AolHina
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| ¥ a 4 a = = = o
M9197 4.1 Mmaduifoydunidvesozi Tuafssovs 112-115 1WIvuifivuriy Cholesterol 1

iU
USnndue (Hadiung)

1o P A 1 112 113 114 115
S. milleri group 24 27 <8 <8 <8 <8 <8
S. coag negative 21 21 <8 <8 <8 <8 <8
B. pertussis 17 16 <8 <8 <8 <8 <8
S. aureus (MRSA) 20625 19 16 <8 <8 <8 <8 <8
S. aureus (MRSA) 20626 22 18 <8 <38 <8 <8 <38
S. aureus (MRSA) 20627 13 13 <8 <8 <8 <8 <8
S. aureus (MRSA) 20633 20 27 <8 <8 <8 <8 <8
S. aureus (MRSA) 20636 16 16 <8 <8 <8 <8 <8
S. aureus (VRSA) 20622 45 32 <8 8 <8 <8 <8
S. aureus (VRSA) 20623 12 16 <8 <8 <8 <8 <8
S. aureus (VRSA) 20683 23 28 14 9 8 <8 <8
S. aureus ATCC 25923 37 39 29 28 28 8 8
C. albicans ATCC 10231 27 20 <8 <8 <8 <8 <8

P = Penicillin, A = Amoxicillin

Haminaanuaaaglllunianuan WU Cholesterol 1 LAZ AT 112-115 ifignidu

L%ﬂ S. milleri group S. coagulase negative S. aureus (MRSA) 20625 S. aureus (MRSA) 20626 S.

aureus (MRSA) 20627 S. aureus (MRSA) 20633 8. aureus (MRSA) 20636 S. aureus (VRSA)

20622 S. aureus (VRSA) 20623 B. pertussis W& C. albicans ATCC 10231 onAuas 112 i
e F

§uute S aweus (VRSA) 20622 luszauthunanawuusnalasouurudanviiny 8

¥V ¥
fasng Cholesterol 1 IHad U %D S, aureus (VRSA) 20683 1A S, aureus ATCC 25923 1u
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@ sl
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wnziilonaaouRUde 5. aureus ATCC 25023 wudh @13 112 uag 113 ‘lﬁqwﬁgmssé’fmv%ﬂ
In&ifoaiiy Cholesterol 1 wuLSia laseunAudanviify 28 Tadiuas luvaigfians 114-115

9
] = 1 a d 1 ow a a
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(MRSA) 20626 S. aureus (MRSA) 20627 S. aureus (MRSA) 20633 S. aureus (MRSA) 20636 S. aureus
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4 F -
51l w1 nagaugNEM AU Smilleri group Yoozl TumAusosn 112-115

wSs1dieunt Penicillin (P), Amoxicillin (A) tag Cholesterol 1 (CHO)
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< v df h = = o
31 W.2 NAABUGNTMIATULYE S. coag negative Y181 IUMIABTONA 112-115

1f3euReuny Penicillin (P), Amoxicillin (A) tiaz Cholesterol 1 (CHO)
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71l m3 naaeUaNEMIAIUEE B. pertussis vosoz il Tuaifuseod 112-115

1wSeuileunt Penicillin (P), Amoxicillin (A) tta2 Cholesterol 1 (CHO)
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- 1 2
11l W.4 naceUgNENITA YD S, aureus (MRSA) 20625 Yo 10z i Tuaifvsesd 112-115

wFouiouit Penicillin (P), Amoxicillin (A) (i Cholesterol 1 (CHO)
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« 3 .
U W5 naaeUgNEN1SAUTE S, aureus (MRSA) 20626 oozl Tuaidoseos 112-115

W3suieuny Penicillin (P), Amoxicillin (A) taz Cholesterol 1 (CHO)
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=& a
o6 nareugnEMTAITe 5 aureus (MRSA) 20627 wasaz il Tuciusond 112-115

WSeuAsUAD Penicillin (P), Amoxicillin (A) ag Cholesterol 1 (CHO)
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31 6.7 NAAEUANTNTAIUED S, aurens (MRSA) 20633 1840z il IudiAuTo8A 112-115

iSguiounil Penicillin (P), Amoxicillin (A) itag Cholesterol 1 (CHO)
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1 w.8 nadeUgNTENIIAIUTE S aureus (MRSA) 20636 vasoz il Iueifuseud 112-115

WSeUineun Penicillin (P), Amoxicillin (A) 1ta2 Cholesterol 1 (CHO)
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= =
jU w9 wﬂﬁauqnﬁmﬁﬁ’maga S aureus (VRSA) 20622 4830z 1 Tudifvsosa 112-115

weumsunU Penicillin (P), Amoxicillin (A) a2 Cholesterol 1 (CHO)
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< ? =1 )
51l .10 na@eUANTMIATUED S, aureus (VRSA) 20623 yasae il luaifosena 112-115

W3suifsun Penicillin (P), Amoxicillin (A) U@z Cholesterol 1 (CHO)
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= & - =
w11 wﬂﬁaquﬁmsﬁmwa S. aureus (VRSA) 20683 4848 il lud@uso6d 112-115

iSouieun Penicillin (P), Amoxicillin (A) U@z Cholesterol 1 (CHO)
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J J =
il w12 naaeUgNEM IR S. aurens ATCC 25923 vesayil TuamAssaoa 112-115

wl3sueuny Penicillin (P), Amoxicillin (A) waz Cholesterol 1 (CHO)
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< & -
U w13 naaeugnEnsANTe C albicans ATCC 10231 vpazil Iuaifosood 112-115

wl3suieufy Penicillin (P), Amoxicillin (A) s Cholesterol 1 (CHO)





