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TONG HQP CAC DAN XUAT 1,2,4-TRIAZOL
CO TIEM NANG SINH HOC

Truwmg Thé Ky, Truomg Ngoc Tuyén, Nguyén Thi Thu Huong, Vi Dic Nghia
Khoa Duie, Bai hpe Y-Duge, TP. HE Chi Minh.

ABSTRACT

Derivatives of triazol have a lot of biological activities such as antifungi, antibiotic,
aniivirus, antitumeor v, In this study, we focus on the antifungal effect of derivatives of
trigzol. Some derivatives of triazol have been synthesised and demonstrated their structure
by melting poini, thin laverchromatography, Infra-Red Spectrometer, Gas chromatography,
'H-NMR. They also have been tested the antifungal activitv on three species (Microsporum
gvpseum, Trychophyvton mentagrophyvies and Candida albicans).

DAT VAN BE

Din xudl triazol dd va dang duge the gidi quan tAm tlr liu. Ban thin khung
triazol di ¢ hoat tinh sinh hoc. Céc din xuét chia khung triazol cé tic dung sinh
hoc khdc nhau nhu: khing virus (Ribavirin), khdng ndém (Flucanazol, Itraconazol,
Terconazol), khing sinh (Ceftriazol, Cefamandol thuéc cephalosporin c6 nhén
triazol), di€t c¢in tring (Isazofos, Miral), chdng khdi u (Anastrozole, Letrozol),
chding trdm cim (Etoperidone, Tropene, Depracer). Trong linh vyc khéng nim, céc
din xudl triazol dang din thay thé cic din xudt imidazol do c6 nhitng wu diém ndi
bat nhu: thdi gian téc dung kéo dai va khéng dnh hudng 1én sy 1dng hop sterol
ngudi, ddy vin con la vin dé duge cic nha khoa hoc quan tim. Nhim déng gép mit
phén nhé vio linh vc khing nim cia din xudt triazol. Ching t6i nghién ctu tdng
hgp cdc dan xudt trazol d€ 1am phong phii thém cdc din xust triazol va lam ting
hoat tinh sinh hoc vdi hy vong r?mg s¢ md ra hudng mdi trong viéc khim phd ra
nhitng hyp chat mdi 6 tde dung trong tri li¢u.
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* thlNG HQP 2 3-DIMETHYL-BUTAN-2,3 DIOL.6H,0 (PINACOL) (2) [4]
- Phudng trinh phin dng:

Mg/HgCl HyC :Hy _*HO
Hy;C—C—CH, g i 8 H K
HyC™ I & CHy | Mg™ CHy

8]

Phdn dng doi hdi méi truiing phai khan nude hoan toan.
Phidn 1,'E|1,g thuc hién trong dung méi benzen. Nhiét dg thich hop cho phin tng 12 59-61°C.
- Tinh chat I¥ héa: tinh thé khong miu dang vay.
- Binh tinh sin phim:
+ Nhiét d0 néng chiy: 45°C,
+ Sdc k¥ 18p mdng: benzen . acetat etyl (95:5) cd Rf = 0,13,
.+ Ph8 IR: ¢6 cdc dao ddng dic trung cda nhim —OH (3335, 1340, 1113 cm™) vi
khéng cdn dao dong -C=0 cda chat ban dau.

* TONG HOP 3,3-DIMETYL BUTANON (PINACOLON) (3)
- Phudng trinh phin ing:

o CHy
H3G ’_,.-CHE
::c—c; S0 M Hyc—C—C—CH,
HyC” | rL”’“‘r::—h |
OH H CH, ©

-119 -



vinh tinh sdn phim:
+ Nhiét 4§ soi: 106“C
+ S4c ky 18p mong; benzen : acetat etyl (95:5) c6 Rf = 0,73
+ Phi IR: ¢6 dinh hip thu dic tnmg cia nhém —C=0 (1709 cm ™).

TONG HOP 1-BROMO-3.3-DIMETYL-2-BUTANON (4)
'hifoing trinh phan dng:

u-g,
Hp—c—::—u-g + B, Lzl HC—C—C—CHBr + HEr

t]}b I Lol

4 O
in tng thyc hién trong dung moi CHCl.
‘inh chél I¥ hda: Sdn phdm I chil ldng ¢ mauw vang nhat chuyén sang miu ndu xin, mi
y x0c¢ gy chdy nudc mat. Chéit ndy khong tan trong nuide, tan 161 trong alcol, cloroform
ele.
i diém 1y héa clia sdn pham ching minh ¢6 su brom hoa trén nhém metyl & vi tri e,

rONG HOP o-BROMOACETOPHENON: (10)
'hufdng trinh phdn ing:

Oy B B e C—CH,Br 4 HBr

Il

Q

in ung thitc hién trong dung mai ete.
inh chdt I¥ hoa: tinh thé miu tring sing, min cay xdc giy chiy nude mit. kich ing
nh trén da v niém mac.
inh tinh sdn phim:

+ Nhiét 4 néng chdy: 50°C

+ 84c k¥ 10p mdng: benzen : acetat etyl (95:5) ¢6 Rf = 0,63

+ Phd IR: ¢6 dinh hdp thu di mmg cia -C=0 (1697 em'') va dao dong halogen
1g ving vin tay.

ONG HOP 1-(a-PINACOLYL)-TRIAZOL-1,2.4 (5)

wiong trinh phdn tng:
o4, o
J 'I. Nl /=N
I'I_P—E—-'G—-—D'h——-& + Q - — i rgc—c—ﬂ—t}lz—w + B
s 0
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- Tinh chit I¥ hoa: tinh thé tring, mii dic biéL Tan trong nudc, alcol, ete, l:ﬂ
cloroform.
- Pinh tinh sin phim:

+ Nhiét 45 néng chdy: 62°C,

+ S4c ky 10p mdng: cloroform : methanol (9:1) ¢é Rf = 0,63,

+ Phd IR: c6 dao dong dc trung cda nhém —C=0 (1720 em™') va dink -CH
em') cia nhin tiazol.

* TONG HOP 1-(p ~-CLORO BENZYL) TRIAZOL-1,2,4 (8)
- Phuong trinh phin dng:

H— ‘ 7 ———
1 (’./f N eng—o + )\ Bl A B O, — »fﬁﬁdlql Lo
A Iﬁ"ﬁ ""‘H Hl‘t..T.f'r '.'H::'_:;FI
N

- Tinh chit Iy hda: tinh thé khing mau. mii dac hiét. Tan trong nutde, alcol, ete, acet
cloroform. Khéng tan trong ete diu hda, n-hexan,
- Pinh tinh sdn phdm:

+ Nhi€t d46 nong chiy: 64°C,

+ Sdc ky 10p mong: cloroform : metanol (9:1) cé Rf = 0,68,

+ S4c¢ ky khi: cho mét dinh duy nhit

+ Phd héing ngoar: cho cdc dinh ddc trung cia nhan tnazoel va nhin thom,

* TONG HOP 1-TRIAZOLYL METHYL PHENYL CETON (11) [3]
- Phuing trinh phdn dng:

o, N— :
[ % \ ; v
A W sk N J
- s -|I—l::-iz—-Er + ‘w— { G CH—N | + Be
h i I \""\.. g ._ f \«. e
— o M — o M

- Tinh chit Iy hdéa: unh thé khing mau, mii dc biét. Tan trong alcol, aceton, cloraform
lan trong ete, khong tan rong benzen.
- Binh tinh san phim:

+ Nhiét 4 néng chiy: 117°C.

+ Sdc kv Idp mong: cloroform : metanol (913 ¢c6é Rf= 0,62,

+ Phd IR: ¢6 dao dong dde g cua nhém - C=0 (1699 ¢cm ') va phom -CH™
nhdn triazol va nhin thom

* KHU HOA 1-(a-PINACOLYL -TRIAZOL-1 2 4 (61
Phuong trinh phin ing:

CH, CH
/ Ilq ;
| _;F::::H 'ﬁ.:dH_I--l .Ip.'_'_‘.j
HC—C ﬁ---—r:u:—u . L il il P
| N, =) o
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linh chit I¥ hda: tinh thé miu tring, mbi dac bidt Tas trong about, avetal etyl. Kho
mg ele.
dinh tinh sdn phim:

+ Nhiét 40 néng chiy: 80-81°C,

+ Sdc ky khi: cho rdt dinh duy nhit wén sic ky dd,

+ Phé IR: c6 dao dong dic trung cla nhom -OH (3200, 1251, 1083 em™') vi nhom
“H (3105 cm™') trong nhin triazol.

KHU HOA 1- TRIAZOLYL METYL PHENYL CETON (12)
*hudng trinh phin ung :

N/“"-\-..._N NaBH ? \:""1 ,.-"fh:::“
f-—Lhy— \ | —— ¢ Wp——CH—CHy—N .

- N

“inh chdt 1§ hoa: tinh thé mau trdng hinh khai. Tan trong aleol, cetat etyl,
dinh tinh sdn phim:

4 Nhiét d& néng chiy: 114- 115°C

+ Sie ky ldp mong:cloroform : metanol (11:1) ¢ Ri=0,54

+ Phd IR; ¢6 dao dong dic trung cida nhom -0 (33035, 1330, 1060 cm ™).

+ Phé 'H-NMR (ppmy/TMS): 8,36 (s, H-3'); 8,01 (s, H-5"): 7,39 (m, H-Ar); 5,09 (L.
1), 4,43 (d, H-2).

"HU HOAT TINH KHANG NAM
Sau khi tong hdp vi xdc dinh 40 tinh khiét, uép e Gén hanh thir hoat tah khing
n trén 3 ching Microsporwm pypseun, Trichophyten menmagrophvies vi Candida
icans cdc sdn pham (5), (6), (8), (11) vi (12) theo phudng phdp pha loing trén dia thach.
Két qud sdn phami (5), (8) vi (11) ¢6 tic dung khing Microsporum gypseum,
chophyton mentagrophytes manh han trén Candida albicans, ngoai trlt (3) khdng ¢d tic
1g trén ching ndy.
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