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CUHTE3 AMHWIOB U TAJIOTEHAHTHIPHLOB
1,2,4-OKCAJZIMA30JI-3-KAPBOTU/IPOKCAMOBOW KHUCJIOTHI

IIpy B3aUMONEHCTBMM JUAMUHONIMOKCHMA C MPOM3BONHBIMHU KapPOOHOBBIX KHMCHOT
FIONYYCHBI AMUIOKEUMBI 1,2,4-oxcagma3zoa-3-kapGoHOBO KMCIOTHL. YCTAHOBJIEHO, 9TO
HIPY HUTPO3UPOBAHHMH MOJIYUEHHBIX AMUAOKCHMOB B DACTBOPE COJISIHOA MM GPOMECTO-
BOTOPONHOM KHCXOTHI 00Pa3yIOTCs COOTBETCTRYOMIME IAIOTEHOKCHMBI.

Ipounseonasie 1,2,4-0Kcagmas3ona, COXEpXAIME TeTEpOAUTAIbHBIC (par-
MEHTH B [OJOXCHHH 3, JIETKO TMEPErpyNnIMpOBHBAIOTCE € PACKPHITUEM
OKCanMazoabHOrO0 W 3aMEIKaHuweM [apyroro, wuame 1,2,5-0KcagmasonbHOro,
1,2,3-tpmazonenoro, 1,2,5-ruagmasossroro wmkaos [1]. B wactHOCTH,
TEPErpynNmuPOBKA OKCUMOB J-amwmi-1,2,4-okcammasonos (I) amT Opor3BOAHBIC
amuH0-1,2,5-oxcanmazoaa (II) [1, 2].
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Ecnm wMeeTcs BO3MOXHOCTE BAPBMPOBATh 3aMECTHTEAb Ry OKCHMHOHK
TpYIIOLE B MCXOMHOM okcammasose I, To Moxao moxyuars amuao-1,2,4-0Kcagna-
307 € COOTBETCTBYIOIMM 3aMeCcTHTeNeM Yy [mkiIa. lanoreHaBruaApuis
KapOOruAPOKCAMOBBIX KHMCAOT GBJSIOTCS TEPCIEKTHBHBIMH WCXONHBIMM IS
ciaTe3a noxodHoro pona GyHKIHOHAIBPHO 3aMEeIIEHHBIX OKcHMOB. Toxn xeficteueM
OCHOBAHMM OHH ErdIPOrajioreHupyIorcs ¢ o0pasoBanweM HUTPHIOKCHAOB,
KOTOPBIE JIETKO PEAaTHPYIOT C pasJAYHBIMA HYKJICO(DWIaM#, YTO HO3BOJSET
HOJIyYaTh OKCHMEL, CONEPKAIINe aMIHO, asMmo, aJKOKCH, MEPKalTo M JpyTHe
rpyoost [3]. Oguako o HACTOSIIETO BPEMEHW B JINTEPATYpPE ONMMCAHBI TOJIBKO
npoussommbie  1,2,4-okcamwazona, y KOTOPBIX TAJOT€HOKCHMHAS TIpynna
Haxomurcd B mosoxesnn 5 [4]. i

Tipu cmurese ranoreHanTHapunor 1,2,4-oxcapmazon-3- Kap60HOBmx KHUCIOT
MH HCXOMIUIE H3 COOTBETCTBYIOINHX aMuxos. [locienduwe OBLUIM TONYyYCHBL M3
mumamusormmokcuma 1II. B mpucyrcrBum karayimzaropa — Sdwupara Tpex-
dropuctoro 6opa -— peakIuu IUAMAHOTJIMOKCMMA € OTWIOBBIM 3¢upoM
OpPTOMYpaBbUHOM [J] Wi OPTOYKCYCHOW KWCIOTHI TIPOTEKAIOT TOJIBKO TI0 OJHOM
aMHJIOKCHMHOM IDYNNe, CCM HCTONb3YeTCs 2-kpaTHHN W30HTOK OpTo3dupa.
Ilpn yBenwueHWM BPEMEHW PEaXUUM M WCHOTb30BAHHMU 0oIPINX KOJWYCCTE
opTo3¢¥pa B peaxumIo BCTYNaoT obe Tpynms u o6pasyoTca Gucokcagnazonst V
u VIII. Peaxumonsast CIoCCGHOCTE ITHUIOPTOANETATA 3HAUUTEABHO HUXE, UM
stmnoprodopmrara. [lo-BUAMMOMY, 5TO $UBASETCS UPHUUWHON TOTO, UTO IpPH
peaknmy amupokcwMa 1V ¢ HeGompmmM W30BITKOM OSTHIOPTOANETATa OBLI
nonydeH He Omcoxcammazon IX, a oprosdup VI. B Toxe Bpems mpm peaxmuu
amugoxcuma VII ¢ stwroprodopmuarom Gucokcanmazon [X o6pasyeTcs JIerko 4 ¢
XOpPOIOUM BEIXOTOM.
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Peaxmwro gmamMusormokcuMa ¢ TpUTOPYKCYCHBIM aHTHAPDHIOM HE YHAETCS
OCTAHOBUTH HA CTANAU O0pAZ0BAHMA AMUIOKCMMA X, OHA NMPOTEKAET IO obenM
TpynmaM W IpuBOguT K Omcokcanmaszony XI. Amumoxcum X OBUT MOSYUYEH IpH
KHUINSYEHUWY JUAMHHOTIMOKCMMA B TpudropykcycHo# kucnore. Ilpm sStoMm
OMHOBpEMEHHO obpasyertcs u Oucoxcaamaszon X1

ITpw M3yucHWH PeaKIuy HATPOMPOBAHUS aMUIOKCHMOB B DACTBOPE COJISHOM
Wi OpOMECTOBOXODONHOM KHCJOTH MBI YCTAHOBWJIM, YTO OHHM HE Ne30KCH-
MHDYIOTCS, KAaK CUMTAJIOCH DaHEE, HO € XOPOMIMMHK BBHIXOHAMEA 00pasyioT
ramoresokcumer XII—XV.

N——C—C—NH, HNO, N———C—C—X
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X=XV

XII R=H,X=Cl; XIll R=Me,X=Cl; XIV R=CF;,X=Cl; XV R=CF;, X=Br

SKCITEPUMEHTAJBHAY JACTH

Crexktpnl ITMP cuarsl Ha cnekTpoMetpe Bruker WH-90 B IMCO-Ds, suyrpenamit crannapt TMC,
VIK ciexTpbl — B Hy#iose Ha npubope Perkin-Elmer 580 B.

Jlaumble 21eMEHTHOIO aHaIM3a Ha C, H, N cooTBEICTBYIOT BBIUCIIEHHBIM.

5-Merun-1,2,4-okcannazon-3-kapbokcamuaorcum (VII, C4HgN4O2). Cycnensuwo 1,18 ¢
(10 mvomp) muamuuoravoxckva il B 2,43 r (15 mMmos) tpustunoproauerara u 0,02 mr agupara
tpexdrropucroro 60pa Harpesaior nipu 70...80 °C B reuerme 10 MyH. PeakIMOHHYIO CMECh OXJIAXIA0T,
zobasasror 20 M1 9dupa 1 0CANOK OTGIIIBTPOBLIBAIOT, Honyqa}oT 1,31 r (92%,) oxcanmaszona VIIC Ty
173...175 °C (3 somw1) . Cuexrp ITMP: 2, 56 (3H, ¢, CH3), 5 80 (2H, c, NHy), 10,24 m. ». (1H, c, OH)
MK criextp: 3470 1 3370 (NEHR), 1665 cm™> (C=N). '

5-Tpudrtopmerni-1,2,4-oxcaguason-3-kapookcamunokcum (X, C4HsF3N402). Pacreop 11,8 ¢
(100 »Momb) Apamuoravoxcuma 11 58 40 Myt TpHGTOPYKCYCHOM KMCIOTE KUMIATST 6 4. PeakiMonuy o
CMECH YIIAPHMBAIOT B BAKyyMe, H00aBsIOT 3dUp M 0ThHILTPOBBIBAIOT HETIPOPEATMPOBABIIMI AMaMIHO~
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mokcuM. DdupHiil pacTeop npoMbraiot 5% NaHCO3 u cymar mag Na2S04. Ddup orronsior u
noxyuaror 5,85 r (30%,) oxcaamaszona X ¢ Tun 132 °C (u3 2-nponanona). Cruextp IIMP: 6,13 (2H, c,
NH>), 10,62 m. 1. (1H, ¢, OH). VK criextp: 3430 1 3320 (NEH3), 1670 (C=N), 1140...1210 e ™" (CF3).

Brac(1,2,4-okcanuazon-3-uwn) (V, CaHzN402). Cycrmensmo 9,0 r (76 MMONB) AMAMUHOFIMOKCHMA
I s 30 M tpusTunoprodopmuara u 0,1 mu supara rpexdropucroro Gopa narpesaiot npu 70...80 °C
B teueHue 30 MuH. PeakIIMOHHYIO CMECh OXJIAXKJAIOT, 0CanoK OTMHMILTPOBBIBAIOT M noxy4aior 9,2 r
(87%) oxcammasona V¢ Tun 137 °C (u3BozsD (136 °C [6]). Crexrp IIMP: 9,96 M. 1. (1H, ¢, CH). UK
criexTp: 3111 oMt (CH umkiia).

5,5"-DumetnnGuc(1,2,4-okcammazon-3-wr) (VIIL, CeHsN402). Cycnensmo 1,18 r (10 MMoin)
nuamubornuokcuma I 8 10 Mur rpusmioproauerara u 0,02 v adwmparta tpexdropucroro Gopa
HarpesaoT npu §0...100 °C B Tegenwme 1 u. PeakuMOHHYIO CMECH OXJIAXHAKOT M OCAJOK OT-
dumsTpossBaoT. Honyuaror 1,50 r (90%) okcamgmasona VIII ¢ Tun 166...167 °C (u3 BOZEBD
(165...166 °C [7]). Cuexrp IIMP: 2,67 M. a. (3H, ¢, CH3). v

Oproacup VI (C1o0H14Ng0s). Cmecs 1,0 © (7,8 mmonp) amumokcuma IV, 2,0 ma
TpusTMROproauerara u 0,02 mn adupara tpexdropucroro 6opa marpesatot npu 100 °C B Teuenme
10 My, PeakifMOHHYI0 CMECh OXJIAXKAA0T, n00aemsnor 20 M 5upa ¥ 0CamoX OT(HIBTPOBHIBAKOT.
TTomyuaaror 0,8 r (63%,) oproadupa VI ¢ Tux 136...138 °C (us Bomsr) . Caextp IIMP: 1,00 (3H, T, CHz3),
1,62 (3H, ¢, CH3), 3,62 (2H, x, CH2), 6,33 (4H, ¢, NH>), 9,60 m. . (2H, ¢, CH). UK criexTp: 3480,
3451, 3379 1 3301 (NH2), 3178 (CH upxna), 1642 cm™ (CN).

5-Metnbuc(1,2,4-okcanmazon-3-un) (IX, CsH4N102). Cycnensuro 1,42 r (10 MMOJB) aMMIOK-
cuma VII 8 5 M rpusrmioprodopmuara u 0,02 ma sbupara tpexdropucroro 60pa HATpeBaroT npu
100 °C B teuenme 10 MuH. PeakuyOHHYIO CMECh YHAPHUBAIOT B BAKYYME M NoayuaioT 1,3 r (86%)
oucoxcanuasona IX ¢ Tnx 77...79 °C (us campra). Cuextp TIMP: 2,67 (3H, c, CH3s), 9,87 ». 1. (1H, ¢,
CH). UK cnextp: 3115 em™ (CH nwxna).

5,5-Tpndropmermaduc(l,2,4-okcaanaszon-3-un) (XI, CsFgN40z). IIpu nepeMemuBanuu K
10 M TpudTOPYKCYCHOTO aurMApHAa A00ABITIOT mopimsme 1,77 v (15 mmous) JAMaMUHOTJIMOKCHMA M
BRIAEPKHBAIOT pu 35...38 °C 2 1. PeakHOHHYI0 CMECH YHAPHMBAKOT B BAKYyME, 100aBasi0T 10 ML BOABL
¥ 0CaHOK OT(IIBTPOBBIBAOT. Ilomyuaror 2,65 ¢ (64%) okcanmazona XI ¢ Tyun 99...100 °C (u3 sTazona).
Macc-cnextp (70 3B): 274 (M), 255 M*-F), 179 (M -CF3C=N). 1K crextp: 1608 (oxcazmazomn),
1150...1250 cm™* (CF3).

O0muii MeTo CHHTE3a rajoreHokcHMos XII—XV. K pactopy 17 MMOJE COOTBETCTBYIOMIETO
aMupokcuMa B 20 M CONSHOM Wiy GPOMMCTOBRONOPOIHOM KMCIOThL NOOABISIOT O KATUTSM TIPU TIEpe-
memmsaruy npu 0...5 °C pacrsop 1,65 r (24 MMosb) HuTpuTta vaTpud B4 Mu somsl. Yepes 30 muu 0canok
OTOMUIBETPOBBIBAIOT.

1,2,4-Oxcamma3zon-3-kapboruapoxcumomnxaopun (XII, CsH2CIN302). Tux 170...171 °C.
Crexrp [IMP: 9,64 (1H, ¢, CH), 13,27 m. 1. (1H, ¢, OH). MK criextp: 3200 (OH), 3120 (CH), 1617 cm™
(C=N). Boixox 68%. .

' 5-Metuxn-1,2,4-oxcaguason-3-kapborugpokcumomnxaopun (XIT, C4H4CIN3O2). Tux
152...154 °C. Cnextp IIMP: 2,32 (3H, ¢, CH3), 12,0 m. n. (1H, ¢, OH). UK cnexrp: 3200 (OH),
1600 cM™* (C=N). Borxox 64%.

5-Tpudropmerir-1,2,4-0kcanuason-3-kapdoruapokcumonixiaopag (XIV, C4HCIF3N302). Tax
176...177 °C. Caextp IIMP: 11,7 M. n. (1H, ¢, OH). UK cuekrtp: 3360 (OH), 1620 (C=N),
1150...1280 cvM™* (CFs). Borxont 61%.

5-Tpudropmermi-1,2,4-okcanyazon-3-kapooruapokcumonnopomuy (XV, C4HBrFiN302). Tox
134...135 °C. Cpexrp IIMP: 11,78 M. n. (1H, ¢, OH). UK cnexrp: 3370 (OH), 1615 (C=N),
1170...1225 cm™* (CF3). Bixon 66%.
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