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Paspa6oTan HOBBIH crIOCO6 HONTy4eHHUs 1-3aMelleHHBIX-5-aMUHO-3-THAPOKCUIINPA30JIOB,
KOTOPBIi OTJIIMYAETCS IIPOCTOTOM HCIOJIHEHHs, HOCTYIIHOCTBIO HCXOAHBIX COENVHEHUH U
IIO3BOJISIET C XOPOLIMMH BBIXOZAMU OZHO3HAYHO IIOIY4YHUTh WINPOKHU CIeKTp 1-3aMelieHHBIX-

5-aMuHO-3-TUAPOKCUIIMPA30JI0B.

Tab. 2, 6ub. CCHLIOK 2.

1-3amemenHsle  5-aMMHO-3-THPOKCUIIMPA30Isl B  OCHOBHOM  IOJYYaiOT
B3aMMOJEHCTBMEM COOTBETCTBYIOUIMX MOHOAJIKWITUIPAsUHOB C I[MAHYKCYCHBIM
adupom [1]. OgHako Ipu 5TOM B 3aBUCUMOCTH OT CTPOEHUA UCXOLHBIX TUAPA3UHOB U
YCIOBHUM peakIUM TONAY4YaloTCA W H30MepHBle 3-aMHHO-5-IHpa3osoHEL. Bo
n3be)xaHue 3TOTO IPUXOJMUTCA BMECTO IIMAHYKCYCHOTO 3(Hpa HCIIONB30BaTh JIHO0
XJIOPaHTHUAPHUA, 71H60 asuj UMAaHYKCyCHOM kucioTel. Kpome Toro, camm
MOHOAJIKUJITUIPa3sHuHBI OCTATOYHO TPYAHOJOCTYIIHBL

Hamu paspaGoran HOBBIN cIoco6 monydeHHsS 1-3aMeleHHbBIX-5-aMHHO-3-
TUAPOKCUIIMPA30JIOB C BBICOKMMHU BBIXOJAMHM, KOTOPBIH OTJIIMYAETCI IIPOCTOTOM
KCIOJTHEHUS U JOCTYITHOCTHIO HCXOLHBIX COeAMHEHMIA.

YcTaHOBIEHO, 4YTO  THUApasHj, IUAHYKCYyCHOM  KHUCJIOTHL  [2]  Jerko
B3aMMO/IEHICTBYeT C Pa3INYHBIMHE KeTOHAMH, 00pa3ys COOTBETCTBYIOIIYE THUIPa30HBI
la-3. IlocmepHMe BOCCTAHABIMBAIOTCA OOPTUIPUIOM HATPHA B BOAHOI Cpefie IpH
KOMHATHOH TeMmmeparype. Ilpu sToM mpoMexyToYHO obpasyromuecs rumpasupsl 11
IUKJIN3YIOTCA B YCIOBHAX PeaKIINH B COOTBeTCTBYIomue nupasosnsr 11T a-3.
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Tabmuma 1

ITnananerunrugpasons: I a-3

Coe- Bexog,| Tux, Haiineno, % BpyrTo- Brruucieno, %
Iu- Ri R
% °C dopmyia
Hexue C|H|N| S C|H|N]| S
la | CHy | CHy | 84 |'1°~15185(660(3024] — | CsHoNzO [51,79(6,52(30,19] —
I6 | CHy | CoHs | 75 | P20 |54,507,35(27,37) — | CyHN;O [54,88(7,24127,43| —
Is Q/ 92 1?25_ 58,10[6,77|25,36| — | CgH,{N3O |58,16(6,71|25,44| —
20—
Ir Q 90 |'15; [60.39(7,36(23,52 — | CoH3N3O [60,32[7,30(23,45 —
I OQ 89 |10, |56,86[8,17(19,90| — |CiH1sNO,|56,94(8,12(19,83 —
le SQ 85 1%2_ 53,286,79|18,80|14,31|C 1,H5N50S|53,31|6,73(18,73] 14,22
178 —
T CH3‘N;:§’ 79 |'157|59,43]8,20(25.26( — | CyiH1gN,O [59,50(8,13(25,21] —
Is CGHSCHZCHZ—N:} 93 1?;2_ 69,17|7,66|17,83| — | CgH,,N,O [69,23|7.71]17,90] —
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Tabuwma 2

1-3amemenrsre-5-amuHo-3-rugpoxcunnpasost 111 a-3

Coenu- R R Brixog, Tur, Haitgeno, % BpyrTo- Brruucieno, %
1 2
HeHUe % °C C H N S dopmyta C H N S
la | CH; | CHs 88 | >300 | 51,10 | 7,91 | 20,82 | — | CeHyNsO | 51,05 | .85 | 2976 | —
me | CHy | CpHs | 86 | %027 [5422|849( 27,16 | — | CjHN;O | 5417 | 844 27,07 | —
s Q/ 80 2322_ 57,30 | 7,77 | 2520 | — | CgH;3N3O | 57,47 | 7.83 | 2513 | —
275—
I O 81 e | 59698282311 | — | CoH;sN;O | 5965|834 (2318| —
277 — CoH
Q _ 104117 _
e Q 77 Sy | 5681|801 | 1998 o 56,90 | 8,11 | 19,92
< 283 —
IMle 80 oas | 5297 | 759 | 18,57 | 1421 | CioHNZOS | 52,92 | 7,51 | 18,52 | 14,13
251 —
T CHy 72 Sy | 5885897 2512 — | CjHxN,O | 58928912504 | -
195—
T3 ceHSCHZCHz—N:} 70 Jos | 08778361788 | — | CigHxN,O |6881 (8321780 | —
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R1 9 Ry n
>=o +  HoNNH—C—CH,—CN —> >=NNH—C—CH2—CN —
R2
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HO.
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_CH—=N—N—C—CH,-CN —_— N
Ry N NH,
N
1l CH 1]
/ N\
Ry Ry
PHI[P&BOH])I I - nerxo KPI/ICTaJIJII/ISYIOHLI/IeCH CoegruHeHUd, HOHY“I&IOTCH C

BBICOKMMHU BBIXOZaMu. VIX BhIZeNeHUe B YHUCTOM BHUIE He SABISETCS HEeOOXOIUMBIM.
ITocne xumAYeHNA SKBUMOJIBHBIX KOJUYECTB COOTBETCTBYIONIETO KETOHA U THAPA3HAA
LIMaHyKCYyCHOM KHCJIOTHL B STHJIOBOM CIIMPTE M OTTOHKH IIOCJIeTHEr0 OCTaTOK MOXKET
OBITh BOCCTAHOBJIEH OOPTHAPHAOM HATpuUA C TAaKUM JKe YCIIeXOM, KaK u
WHIVBUYaIbHbIE TUAPA3OHEI .

OKcIleprMeHTaIbHasA JacTh

UK cmextpsr coemmuenuit cusrsr Ha mpuGope “UR-207, cmexrper [IMP — Ha
“Mercury-300 Varian NMR” ¢ pa6oueit yacroroit 300 M/ 8 DMSO.

B cmexrpax AMP 'H ruzpasonos I a-3 umerorca curnansi, §, m. 1.: 10,5 ¢ (NH),
3,8 ¢ (CH2CN); nupazonos III a-3 9,0 ¢ (OH), 5,4 ¢ (NH2), 4,4 c (4-CH mupazou.
xosbia). B MK crexrpax ruzpasosos I a-3 umerotces mosocst norromenus (cat) 3300
(NH), 2260(CN), 1650(C=0); nupazosos III a-3 3470, 3300, 3100 (OH,NH>).

ITunananerunrugpasons: I a-3. Cmecs 0,1 mozg coorBercTByIOmero kerona u 9,0 r
(0,1 ao9) Trmpasuza UaHYKCyCcHOHM KucaoTsl kunatat B 50 mi atanona 1 = Ilocre
OXJIAKIEHHUA BBINABIIMN OCAZOK GIIBTPYIOT M IIPOMBIBAIOT 3TaHOIOM (Tabi.l).

1-3amemennsie-5-amuuo-3-rugpokcunupasonsl III a-3. K cmecu 0,1 mozg

I a-3 u 50 227 BoAs! IpU XOpolIeM IepeMeIINBAHNY HeGOIBIINMY IOPIUIMHI

po6asisaior 2,1 r (0,055 mozg) 6oprumpuzsa Hatpus. [lepememusator 6 7. Ocazmox
($UIBTPYIOT U IIPOMBIBAIOT BOZOH (TabII. 2).

1-S6N\UYULYUO-5-UUPLU-3-2DHORUMPULNTLLESP
USUSUUVL vl UtENY

U. L. 88NRLANRTUNSBUL, U. 8. 2UUNRUYL,
N U. qUruusuy b UL UL TE3ruuLduy

Uouljyws k 1-nbnuljudws-5-wdhtiw-3-hhnpopuhyhpugniubph uvnwugdwi
unp dbpnn, nppt hwnnl] b unwgdwut wupgnipmitp b Guiympbph
dwwnshihnipniip: Uju dbpnnp pnyp B wwhu qwy Gpkpnyd dhwipwbuy
unwbwy (uyt uyklnpny 1-nknulwdws-5-wdhtiw-3-hhnpopuhuyhpwqgnikp:

61



A NEW METHOD FOR THE SYNTHESIS OF 1-SUBSTITUTED
5-AMINO-3-HYDROXYPYRAZOLES

A.L.GYULBUDAGHYAN, M. E. HAKOPYAN,
R.S.VARTANYAN and M.A. SHEYRANYAN

A new simple and available method for the synthesis of 1-substituted 5-amino-3-
hydroxypyrazoles has been proposed.

It has been shown, that the hydrazide of cyanoacetic acid easely formed subsequent
hydrazones (I) with a number of different ketones.

During the process of hydration of obtained hydrazones to subsequent hydrazines
(1) with sodium borohydride in water media a spontaneous reaction of heterocyclization
had been observed and several 5-amino-3-hydroxypyrazoles (111) had been obtained.
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