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Ocy1recTBIeH 1eJ0YHOM IUAPOINU3 afsyKToB 1-(2’-aMUHOSTHII)IHPA30I0B C METHUIOBRIM dbHPOM

MeTaKpPHJIOBOH KUCIOTHI, KOTOPBIN IIPUBOAUT K COOTBETCTBYIOUIUM KHCIOTaM.

Bub:. ccsumox 5.

Brosiornyecky aKTUBHBIH ITOIMMEP XUTO32H BXOIUT B COCTaB MHOTHMX COBPEMEH-
HBIX JIEKAPCTBEHHBIX IIPEIIapaToB, U IOTOMY IIPeJCTaBIsIeT IPAKTUIECKUH HHTEpeC C
TOYKY 3PEHUS IIOJyIeHNs HOBBIX OMOJIOTMYECKH aKTHBHBIX COeSUHEHUIN KaK B BUJE
€HOTO KOMIIOHEHTa, TaK M B KOMIUIEKCe C Apyrumu coepuueHusmu [1-3]. Panee
AtTrapsgHOM M COTp. [4] BOZHBIM THAPOIU3OM METHUJIOBBIX 3GupoB 3-[2-(3-meTmnmu-
pason-l-um)atmwiamuso]- u 3-[2-(5-meTwnnupason-1-mI)3TUIaMUHO |IIPOIIOHOBEIX
kucnor (6, 7) 6sutn morydensl coorBercrByomue xucuaors: 10, 11. Peakus ruzppo-
JIM3a TIPOTeKaja B OTCYTCTBHEe OCHOBaHU mpu Temmepatype 200 °C moz, naBieHueM.

B Hacrosme#t paGoTe IIOKa3aHO, YTO JIETKOLOCTYIIHbIE 3(IPHl aMUHOITHJIIIHPA-
307108 5-8 [4, 5], Kak u Ce0BAJIO OXXUIATH, JIETKO THAPOIU3YIOTCS yKe IPU KOMHAT-
HOY TeMIlepaTrype B IIPUCYTCTBUU SKBUMOJIBHOIO KOJIMYECTBA BOZHOTO PAcTBOpa ef-

Koro HaTpa (cxema).
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R=R=H (1, 5, 9); R=CH, R'=H (2, 6,10); R=H, R=CH, (3, 7, 11); R=R'=CH, (4, 8, 12)

CiefyeT OTMETUTB, YTO TUAPOJIM3 UHTEpMeANaToB 5-8 mpoBoauau Ges Ux mmpe-
BApUTEIbHOM IIEPETOHKH. B pesysbTaTe IpoBejeHHO peaKI[uy IOy YeHbl IHPa30IId-
THUJIAMUHOIIPOIIMOHOBbIe KHCIOTH 9-12 ¢ Berxomamu 65-72%.

Panee namu [4] ¢ mOMOIIBIO PEHTTEHOCTPYKTYPHOTO aHAIN3a GBLIO YCTaHOBIIE-
HO, uTO coeguHenue 10 Haxomurcs B coneBoit popme. Comocrasiss AMP 'H crexrpsr
coepuuenus 10 co cnextpamu coepuHenuit 9, 11, 12, MOXHO 3aKJIIOYUTH, YTO IIOC-
JemHUe TaKXe HaxoniATcsa B cosneBoii dopme. Ilomyuennsie coemunHenusa 9-12
IIpeACTaBIAIOT UHTePeC KaK MOAUGHUKATOPhI XUTO3aHA B IIJIAHE ITOKCKA GuoIoruyec-

K1 aKTHUBHBIX BEIIEeCTB.

OKCIIepIMEeHTAIbHAS JaCTh

VK-cmexTps! norydens: Ha nmpubope "Specord 75 IR" B TOHKOM CJoe, CIIEKTpBI
SAMP 'H — na npubope "Varian Mercury 300 M7z

3-[(2-TIupazosn-1-um)sTrnammuno Jnporrmonosas kucaora (9). K 11.1 r (0.1 morzq)
1-(2"-amunosrmn)nupasona (1) mpu temuneparype 5-10°C gobasmsanu mo xamwrim 9.6
r(0.12 mo) MeTHIaKpHIIaTa U OCTABUIM IPU KOMHATHON TeMIlepaType Ha 2 CyTOK.
ITocne orrouku u36sITKa MeTrurakpriata ocraTok (20.2 r) rupposusosanu 20 a7 Box-
HOTO pacTBOpa TMIPOKCUZAA HaTpud B TeueHue 1 w. Ilpm oxraxmeHHH HOCTEIIeHHO
mpubasisanu pactsop 0.15 mozzg NaOH B 20 227 Bogs! Tak, 4TOGH TeMIepaTypa cMecu
He npessimrana 20-30° C. PeakinoHHyI0 cMech IIPOJOJDKAIH ITepeMeNInBaTh IPU KOM-
HATHOIl TeMIlepaType B TeueHue 2 ¥, 3aTeM sKCTparupopaiu dbupom. Ob6pasoBas-
muiica pacTBOp HaTpueBoit conu 3-[(2-mupaso-1-1ir)3TUIaMIHO |ITPOTMOHOBOM KHC-
JIOTHI HENTPAaNHU30BAIK COJIHOM KUCIOTON O CIaGOKUC/ION pPEeaKIy M OCTaBIIIN
IIpy KOMHATHOH TeMmmeparype B "damke I[lerpm" mna mcmapenus Bomsl. TBepnsrii
OCTaTOK PAaCTBOPMJIM B 3TUJIOBOM CIIMPTe, OTGMIbTpoBanu OT KpucTamioB NaCl u
[OCJIe yAaIeHHs CIMpTa 06pasoBaBLUIyIOCS MACCy ME€PEeKPUCTAIN30BATHN U3 H30IIPO-
nuoBoro cnupra. Beixoxm 12.4 r (68%), T.mn. 160-163°C. Haiigerno, %: C 52.85; H
6.71; N 22.48. CsH13N3O2. Bsruncneno, %: C 52.45; H 7.10; N 22.95. UK-cnektp, v,
e’ 1530 (xompro); 1670 (C=0). Cnextp AMP 'H (IMCO-d), 6, m. 1., Iz 2.36 (T,
2H, CH2CO, J=6.6); 2.81 (t, 2H, CH2CH2 -CO, J=6.6); 3.03 (t, 2H, NHCH2CH>Ar, ]=6
.2); 3.59 (m, 2H, NH>); 4.23 (1, 2H, CHoAr, ]=6.2); 6.14 (z.z, 1H, 4-H, J=2.3, ]=1.9);
7.33 (=, 1H, 3-H, ]=1.9); 7.56 (z, 1H, 5-H, ]=2.3).
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3-[2-(3-Merunnupasoi-1-wr)sTrnamuso uponronosas kuciaora (10). Amaro-
ruuHo npegsigyiemy us 12.5 r(0.1 morg) 1-(2 -amunoaTII)-3-MeTHANIMpPa3oa (2) u
9.6 r mernnakpriara noxyuwnu 20.5 rmerrrosoro agupa 3-[2-(3-meTunnupason-1-
WJI)3TUJIAMUHO |ITIPOIIMOHOBOM KUCIOTHI (6), THAPOIN30M KOTOPOTO Oblia IMoIydeHa 3-
[2-(3-meTunnupasosn-1-wn)atunamuso JuponnonoBas kuciaora (10). Bsixopy 13.7 r
(70%), T.1wr. 170-173° C (u3 msonponwroporo cuupra). Haiigeno, %: C 54.31; H 7.12;
N 21.83. CoHisN3Oz2. Breraucneno, %: C 54.82; H 7.61; N 21.32. UK-cuextp, v, cm™:
1540 (xomsu0); 1670 (C=0). Crextp AMP 'H (IMCO-d), 6, m. &., /7 2.14 (c, 3H, 3-
CHs); 2.29 (T, 2H, CH2CO J=6.6), 2.74 (1, 2H, CH.CH2 CO); 2.91 (t, 2H, NHCH>CH>
Ar, J=6.3); 4.08 (1, 2H, CH2Ar, J=6.3); 4.36 (w1, 2H, NH u COOH ); 5.97 (m, 1H, 4-H,
J=2.2);7.55 (@, 1H, 5-H, ]=2.2).

3-[2-(5-MeTunnupasorn-1-1r)sTHIaMUHO |TponuoHoBas  kuciaora (11). Awmano-

ruyuHO npegsigyiemy u3 12.5 r(0.1 mozg) 1-(2 -amuno3TIII)-5-MeTHNUpasoa (3) u
9.6 rmerunaxpunara noryawin 20.0 r metwroBoro agupa 3-[2-(5-merunnupason-1-
WJT)3THJIAMIHO |IIPOIIMOHOBOM KUCIOTH! (7), THAPOIU30M KOTOPOTro ObLIa IMosydeHa 3-
[2-(5-meTmnnupason-1-wr)atinamuHo JnponnonoBas kuciaora (11). Bsixom 12.8 r
(65%), T.1wr. 178-180° C (u3 msonponmroBoro cuupra). Hatizeno, %: C 54.26; H 7.09;
N 21.88. CoH1sN3O2. Breruucierno, %: C 54.82; H 7.61; N 21.32. UK-cuextp, v, cm”:
1550 (xoms10), 1670 (C=0). Crextp AMP 'H (IMCO-d), §, ™. &., /1 2.25 (c, 3H, 5-
CHs); 2.30 (1, 2H, CH2CO, J=6.6); 2.76 (1, 2H, CH.CH>CO, ]=6.6); 2.93 (1, 2H, NH
CH>CH>Ar, J=6.4); 4.08 (t, 2H, CH: Ar, J=6.4); 4.64 (w, 2H, NH u COOH); 5.99 (g,
1H, 4-H, J=1.9); 7.29 (z, 1H, 3-H, J=1.9).
3-[2-(3,5-Aumerminupason-1-wn)srrnamuno |uponuonosa kucaora (12). Amna-

moruano u3 13.9 r (0.1 mozg) 1-(2-amunosTin)-3,5-gumernnnupasona (4) u 9.6 r
MeTwIakpwiara noxyyunu 22.0 r metunosoro s¢upa 3-[2-(3,5-gumernanupason-1-
WJT)3THJIAMUHO |IIPOIIMOHOBO KUCIOTH (8), ruApoausoM KOToporo 6sla morydeHa 3-
[2-(3,5-gumeTnnnupason- 1-mn)arunamuso Juponurososas kucaora (12 ). Bexog 15.2
r (72%), 1. ma. 180-181°C (u3 3TMIOBOTO CHMPTa: M3OIPOIMIOBOTO cmupra, 1:1).
Haiigeno, %: C 56.43; H 8.36; N 19.44. C10H17N3Oz2. Beruucieno, %: C 56.87; H 8.05;
N 19.90. UK-cuextp, v, cm’: 1540 (xomsuo), 1670 (C=0). Cuexrp AMP 'H (IMCO-
), 8, m. 1., IT:2.10 (c, 3H, 3-CHzs); 2.22 (n, 3H, 5-CHs, J=0.7); 2.32 (1, 2H, CH20, J=
6.6); 2.78 (1, 2H, CH2CH20 J=6.6); 2.92 (1, 2H, NHCH2CH>Ar, J=6.3); 3.52 (2H, w1,
NHy); 3.97 (1, 2H, CH2-Ar, J=6.3), 5.65 (ywu ¢, 1H, 4-H).
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1-2'-UUBLAEEPL) NTPMUNLUELE REURGLULELD ZPULUSEL 2R NLPRL
U. E. z20u4NP3UL

bPpuljmbwgyt] E 1-2'-wdhtnkph))uhpuqgniubph  kupkpukph  hhdbwght
hhnpnithqp ubywluyptt  okpdwuwnhdwinid:  Buptpttph  hhnpnihqu
hpwljwbwgyt] E wpwbg popdwl, pwth np JEpohbttpu wulwmb btu
tnwpugdw yuydwbubpnd: Zhnpnihql pupwgh) k 65-72% bjpny:

THE BASIC HYDROLYSISOF ESTERS OF 1-(2-AMINOETHYL)
PYRAZOLES

A.E.HAKOBYAN

The Scientific Technological Center of Organic
and Pharmacuetical Chemistry NAS RA
Institute of Organic Chemistry
26, Azatutyan Str., Yerevan, 0014, Armenia
E-mail: araksyaeduardi@mail.ru

The basic hydrolysis of esters of 1-(2"-aminoethyl)pyrazoles was performed at
room temperature. The hydrolysis of esters was performed without their distillation,
because of their instability in high temperature. The yields of the products were up to 65-
72%.
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