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CuHTe3 M uccjieJoBaHUe XUMUYECKHUX NMpeBpanieni i
2-amuHO0-4-PpeHWITHA30/1a U 2-aMUHOOEH30THA301a

W3ydeHa BO3MOXHOCTh XUMUYECKOH Moamdukanuu 2-aMuHO-4-(G@HIITHA30Ma 1\ 2;aMUHOOCH30THA301a, B
pe3yabTaTe KOTOpoi OBUTH IOJIydeHbI HOBbIE (ocopoprannucekite MPOU3BOAHBIE, IPEACTABIAIOIINE TPAK-
THYECKHIl MHTEpeC B Ka4eCTBE IOTCHIMAIbHBIX OMOJIOTHYECKH aKIUBHBIX COCIUHEHMIT, a Take 3(PeKTHB-
HBIX KOMIUIEKCOOOpa3oBarTenell. Y CTaHOBIEHbI ONTHMAJbHBIE, YCAOBUS NPOBEICHHS CHHTE3a U JOKa3aHa
CTPYKTypa CHHTE3UPOBAaHHBIX BEILIECTB CIHEKTPOCKOMMUYeCKUMH MeTofamu. IlonmydeHHbIE cCOeIMHEHUs OXa-
paKTepu30BaHbl (PU3NKO-XUMUUECKAMH KOHCTAHTaMH.

Kniouesvie cnoea: tnazonsl, 2-aMuHO-4-heHINTHA3OMN2-aMUHOOCH30THA30], (ochoprmmpoBanue, XIop-
(dochaTpl, THOMOUCBIHA, XAMIUYECKass MOIU(PHUKALKSI, OUQIOTMYecKas aKTHBHOCTB, (ochOpOpraHUICCKHE
coenunenns (OOC), N-peHnnTHoMoueBUHEL.

Twa30bHBINA MK BXOJIUT B cOCTaBBuTaMuHa B, MeHUImIUMHA, hepMeHTa KapOOKCHIIa3hl U IPYTUX
MIPUPOJIHBIX coenuHeHH. [Ipon3BoIHEIC THa301a UCTIONB3YIOTCS IPU CHHTE3¢ JICKAPCTBEHHBIX MPENapaToB,
HanpuMep cylib(arnaszona. beH30THA30TBI MPUMEHSIOTCS B MTPOU3BOACTBE [MAHUHOBBIX KpacHTeleH, o0ma-
JAonux GOTOCCHCUOMIN3UPYIOLMME CBOHCTBAMHU.

THa30MbHBINA UKII IO CBOUM PEAKITHOHHBIM CBOMCTBAM BO MHOTOM CXOX ¢ MUpuanHoM. Cpeau aMUHO-
MTPOU3BOHBIX THA30JIa HANQOIEEHM3BECTHRI 2- M 5-aMUHOTHA30J1bl. AMUHOTHA30JIBI MOTYT CyIIECTBOBATH B
JIByX TayTOMEPHBIX MOIU(UKAIIMAX, HO C SIBHBIM MpeoliagaHreM aMUHO(OPMBL, UTO CO3AaeT OIarompusT-
HBIE YCIOBHS IS UX IKCIICPUMEHTAILHOTO HccleqoBanus [1-4].

BonpmmHCTBO, peakinii/2-aMUHOOSH30THA30JIOB MTPOTEKAST WX 110 IUKIMYECKOMY a30Ty, WIH 110 aMU-
Horpymie. 3To €BA3aH0 S*BO3MOXKHOCTBIO MX CYILIECTBOBAHHUS B IBYX TayTOMEpHBIX (hopmax. Bmecte ¢ Tem
2-aMHHOOEH30THA30JIBIMMOTYT BeCTH ce0s Kak aMOMJIECHTHBIC HYKJICO(MUIIBI, YTO MO3BOJISIET UM BCTYIIATh B
MHOTOUMCJICHHBIC \PCaKIIUM TeTepOaHHEeIupoBaHus. Kpome TOro, Hamu4me aMUHOTPYIIBl aKTHBH3UPYET
OeH3eIpHOCATPO) OEH30THA301a U CITOCOOCTBYET PEaKLUAM IEKTPOPUIEHOTO 3aMELICHUSI.

Clienyes,0TMEeTUTh, YTO THA30JIbHBIH ()parMeHT O0OYCIOBIMBACT HAJMYNE y COCAHMHEHUH aHTUTPUOKO-
BBIX ,4AHTUKOATYJISTHTHBIX, aHTUTPOMOUYECKUX, (PUOPHHOIUTUICCKHUX, MPOTHBOACTMATHYCCKHX, MPOTHBOSI3-
BCHHBIX CBOMCTB, COCIMHEHHS TaKXKE MOTYT UCTIOIB30BAThCS IS JICUCHUS] aMHOTPO(UIECKOTO JaTepalibHO-
T'0 CKIIgp03a U B KAYECTBE MYKOMEMOpaHHBIX MTPOTEKTOPOB [5—7].

docdopopranndeckuidl CTPYKTYpHBIH (parMeHT B HEKOTOPBIX CIIydasX yCHJIMBAET MPOSBICHUE THUIIO-
TETUYCCKUMH COCTUHCHHUSIMUA TOTO WM MHOTO BHJa OMOJOTHMYECKON aKTHMBHOCTH, a €r0 HAJM4ue 00yCIIOB-
JIUBAET TPOSIBIICHUEC COCAMHEHUSIMH MPOTHBOBUPYCHBIX, MPOTUBOBOCHIAIHUTENBHBIX, aHTHAUIEPTUYCCKUX U
psna Ipyrux CBOMCTB.

Lenp paboThI 3akimOYaeTCs B pa3pabdOTKe MyTeH IeIeHANPaBICHHOIO CUHTE3a HOBBIX MOTCHI[UAIBHO
OMOJIOTMYECKN aKTHBHBIX (POCHOPUIMPOBAHHBIX MPOU3BOIHBIX 2-aMHUHO-4-(hEHUITHA30J U 2-aMHHOOEH30-
THA30J1a, B U3YUCHUH UX CTPOCHUS M PEaKIIMOHHOW CIIOCOOHOCTH.
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B kauecTtBe 0OOBLEKTOB HUCCICOOBaHUA HaMH ObLIH BLI6paHI:I 2-aMI/IHO—4—(1)CHI/IJ'ITI/IaBOII H 2-aMHHO-

OEH30THA301.
Ph
N N
Z/ )N —
S NH, S

2-AMuHO-4-()eHUITHA30JT TTONYYalld B3aUMO/ICHCTBHEM alleTOQ)EHOHA ¢ THOMOYECBHHOW B MIPHUCYTCTBUH
KpHcTauHueckoro ifona. CTpykTypa mosydenHoro semiectsa (I) moxazana nausiMu MK-criextpa (v,'eM '):
1635 (C=N), 3375, 3290 (NH,).

ﬁ
C—CH,
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2-AMHHOOEH30THA30 CHHTE3UPOBAIN C XOPOIINM BBIXOIOM 1ipu 00pafoTke N-peHUITHOMOYECBHHBI
OpOMOM B MHEPTHOM pacTBopuTele (xiopodopme) o meroay Xyrepexoda. Ctpykrypa eniectsa (II) goka-
3ana manHeMu MK-criextpa (v, cM '): 3395 (NH,), 1644 (C=C), 1445 (C&N).

H
N NH, N
©/ \H/ I Byl ———> C[\FNE
S
S

CunTe3upoBaHHble 2-aMHHO-4-()eHANTHAZQIg 2-aMUHOOCH30THA30J CIYXKaT MPEeKypcopaMu Uisl TO-
Jy4eHUs! 2-aMUHO-5-0poM-4-(heHunTHa30M@, 1 2-aMuHO-6-0poMOeH30THA30/1a COOTBETCTBEHHO. 2-AMUHO-
5-6pom-4-penuntrazon odpasyercs MPH,B3aUMOJICHCTBIN 2-aMIUHO-4-QeHUITHA30]1a U OpoMa B Xjiopodopme.

Monekyna 2-amuHO-4-(peHAITHA30MA aKTUBUPOBAHA AJICKTPOHOJOHOPHBIM 3aMECTUTEIEM B IOJIOXKE-
HUH 2, 4TO 00JerdaeT peakudipacKIpoQpuIbLHOr0 3aMEIeHUs B THAa30JIbHOE KOJIbI0. OIHAKO, HECOMHEHHO,
OCTaeTCs NHTEPECHOH ¢ MO3UIIHM BO3MOXHOCTEH XMMHUYECKOI MoIudUKauyu cBOOOIHAST aMHHOTPyIITa, 00-
JlaziaroIas BICOKOH HyKiee(AbHOCTbIO U JOCTATOUYHON OCHOBHOCTBIO.

C uenplo nanpHEHIIErg) M3y4eHUs BO3SMOXKHBIX MyTell Moaudukanuu 2-aMuHO-4-QeHunTuazoia u
2-aMuHOOEH30THas0Ia e AMIHOTPYIIIE IPOBENIN PEaKIUH B3aUMOACHCTBYS C STHIIOBBIM 3(pUPOM MOHOXJIO-
PYKCYCHOM KHGIOTH! BRIPUCYTCTBUM TpUATHIAMUHA. I10Ka3aHbl BHICOKAs! PeaKLMOHHAsl CIIOCOOHOCTh UCCIe-
JTyeMbIX COCAMHCHMN U MATKHE YCIIOBHSI IPOBECHMUS TPOLIECCOB.

Ph al /\’(OEt Ph
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Crpykrypa nomyuyennbix Bemiects (111), (IV) nokazana cekTpaibHBIMU TaHHBIMU.
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(I) Crextp SIMP 'H (DMSO, s, m.g.): 1,196 * T (CH;-CH,, 3H, Jyyy 7,5 '), 4,225 m. (CH;-CH,, 2H,
Juw, 7,5 T1w), 4,357 m. (-CH,-NH-CO-, 2H), 3,062 ym.c. (NH, 1H), 6,540 ¢ (H’ tnazoun, 1H), 7,510-7,620 m.
(C6H5, 2H JHH 7,5 FH), 7,391*7,460 M. (C6H5, 3H, JHH 7,5 FH)

(IV) Cnextp AIMP 'H (DMSO, s, m.g.): 1,223 * T (CH;-CH, 3H Jyy 7,0 I'm), 4,223 m. (CH;-CH, 2H,
Jun 7,0 Tn), 3,062 ym.c. (NH, 1H), 4,355 m. (-CH,-NH-CO-, 1H), 8,00 c. (H* 6en3oruazon, 1H, 7,6 T'm)
7,50 c. (H7 oenzornazoin, 1H, 7,6 I'm) 7,41 c. (H5 u H® 6enzorrazon 2H, Jyy 10,9 I'm).

Xoxa peakIuii COMpOBOMXKAACTCS BBIJICICHUEM THUAPOXJIOPHIA TPUATHIAMHHA. Peakiuio MpoBOAWIHN B
cpene Toiyona W dTwianerara B cootHomeHuu 10:1 mpu kunsyennu. KOHTpONb peaknuu BEW METOIO0M
TOHKOCJIOWHOM Xpomarorpaduu. [TomyueHHble coenuHeHUsT — STHIOBBIA 3¢up N-(2-aMmuHO-4-heHUIkTa30-
T )aMuHOYKCycHOM KUCIOTHI (I11), atumnoBsiid adup N-(2-aMuHOOCSH30THA30IIMIT)aMHHOYKCYCHONW KHCIOTHI
(IV) npencraBinstor co0oii Oelble KPUCTAILTMYECKHE BEIIECTBA, pACTBOPUMBIE B BOJIC U B OPTaHMICCREX pac-
TBOPUTEJISIX.

B UK-crexrpax coemuuenuii (III), (IV) OpHCYTCTBYIOT MOJOCH MOIIOMICHHS B obfactTH 3363€m
(N-H) 1 1744 em ™' (C= 0).

CuntesupoBannble coeannenus (111, IV) Obun ncnonb30BaHbl B JaTbHEHITNX XUMIUCCKMX BpeBpalLe-
HUSX: B 9aCTHOCTH, B PEAKINHU AIEKTPOPHUIHLHOTO 3aMEIeHHS, @ UMEHHO B PEaKIH aMAIUPOBAHS BOTHBIM
pacTBOPOM aMMHaKa MPHU OXJAXJCHUU. B pe3ynbTare ¢ BHICOKMM BBIXOJOM OBITUNIONYMEHEI COOTBETCT-
Bytomue amuel. CTpyKTypa HodydeHHOTo BemiectBa (V) nokasana nanuabiMu MK-ciicKEpa, BYKOTOPOM IpH-
CYTCTBYIOT TIOJIOCHI HIOTJIONIEHHs B oOnacti 3412 cM™', otBeuaroutye Konedanmsm (INH4-rpymmbl, KoneGaHus
C-H-rpymms! pe3oHupyIoT B o6mactu 2765 cv', konebanus C=N-rpynnsNEposBisoTcs B odmactu 1413 cv™.
Crpykrypa noixydennoro Bemecta (VI) takxke nokazana nanapiMH MK-CHEKTpa mprCcyTCTBHEM TOJIOC TO-
rioreHus B oonactsax 3376 cm (NH,), 2958 em™ (C-H), 1429 cm™ LC=N).

N OEt N NHZ
" o -EtOH S ™) 0
Ph Ph
N N
IV~ T3~
N N
S H o -EtOH S H 0

\ 1)
Ph
f
(VIa)

Peaxuuro npopoAuiiu B BrunioBoM cuupre. KOHTpoab peakuny BeJld METOAOM TOHKOCIOWHOM XpOMaTo-
rpaduu. [lomyuehHnble CORMITHEHUS MTPEIICTABISIOT CO00 Oenble KPUCTAIUTMYECKUE BEIIECTBA, PACTBOPUMBIC
B BOJIC U B OPTAHKWYCCKUX PACTBOPUTEIISX.

B mpemomxeHme nccieqoBaHusl peaknnoHHON criocoOHocTH (VI), a Takke ¢ LENbl0 MONXy4YeHUs Be-
IIECTB, OOTAAIQINX KOMIUIEKCOM TOJIE3HBIX CBOMCTB, KaK KOMILIEKCOOOPAa3yIoIIel criocOOHOCThIO, TaK U
OIOJIOTYECKOAKTUBHOCTRIO, HaMU ObLiIa MpoBeieHa peakius Gpochopunpoanus coenuuaeHus (VI).

Ph Ph (0]
N N H ”
/ )\ /\\{Nﬂz (Et0),POCI, Et;N / )\ /\\{N —P(OEt),
S T s R

-Et;N*HCI
(VII)
\ Ph
N
NH
Z/ VoA
S i Q—P(OEt)
(VIla) ||~
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Crpykrypy nonydennoro semectsa (VII) moxassiBaror nosockl B MK-crektpe B o6mactax 3381 cm™
(N-H) u 1264 cm™ (P=0).

AmnanorugHo 0bUIa POBeEJIeHa peakius GochOpUIMPOBaHIS CHHTE3UPOBAHHOTO aMU/Ia Ha OCHOBE OeH-
3otuazona (V).

ITonyuennoe BemectBo (VIII) mpencrapiser coboi Oenple KPUCTAUIBI, €T0 CTPYKTypa ITOKa3aHa JaH-
HeiMu MK-cniekTpa.

H
N—P(OEY),

N NH, N
(Et0),POCI, Et;N \
\>—HN > HN
S 0 o

-Et;N*HCI S Vi
(VIID): UK-criextp (v, em™): 3181 em™ (N-H), 1264 cm™ (P=0).

Bwi600w1

B pesynbpraTe npoBeneHHBIX HCCIEN0BaHUM HAMU MOJIY4YEeHbI HOBbIE TAHHBIE 0 B3aUMOCBAZH CTPYKTYpPHI
U PEaKUMOHHOW CHOCOOHOCTH HOBBIX (HOC(HOPMIMPOBAHHBIX MPOHM3BOAHBIX 2-aMHUHO-4-(eHHNTHA305Ia U
2-aMMHOOEH30THa30J1a, KOTOPhIE MOTYT BHECTH OIPEAECICHHYIO SICHOCTB)B PEeHNE psla TEOPEeTHUECKUX
BonpocoB xumun ®OC, a TakKe MOTYT MIMPOKO MPUMEHSTHCS IPU MPOBEAGHNH MTOMCKOBBIX PadOT MO KOH-
CTPYHPOBAHHIO HOBBIX COEAMHEHUH C MPaKTHYECKU MOJIE3HBIMU CBOMCTBAMH.

3KC}’l€le/l€HmaJlea}l uacmas

2-Amuno-4-pennaruason (I). K cmecu 24 r (0,2 moin) aueroderona u 30,4 r (0,4 MoJib) THOMOYEBH-
HbI 100aBistoT 50,8 T iomga. CMech HarpeBaroT Ha BOJSHOH OAaHO!B, 3aKPHITOM COCYJIC B TCUCHUE CYTOK, pa3-
0aBISIOT BOAOM M MPOAOIDKAIOT HArpeBaTh IO IOJHORE, pacTBopeHus. HeOombiioe KOIMUECTBO cepbl OT-
¢buipTpoBBIBatOT. PUIIBTPAT OXJIAXKIAIOT U HOJIISHAYNBAKOT BOIHBIM amMmMHuakoM. Kpucramindeckoe coenu-
HEHHE OT(QUIBTPOBHIBAIOT U MEPEKPUCTALIM30BRIBAIOT U3 >THiI0Boro cnmpta. T. mi. 148—-150 °C. Beixon
30,2 r (87 %).

2-Amunodensoruasoiu (II). K 7,5 r (0,49 mom5) heHnITHOMOYEBUHBI B 75 M1 Xj10podopMa 100aBIIsIOT
pactBop 13 1 (0,2 Monp) 6poma B ToMgkeypacTBOpuTese. CMech 3aMETHO pa3orpeBaeTcs, BBLICIIETCS Opo-
MoBopopo. Kpucramnel peHunTHOMEUEBHHBL IEPEXOST B PACTBOP, U3 KOTOPOTO Yepe3 HEKOTOPOEe BpeMsi
HAYMHAET BBINAAATh SPKO-KENTHIA OCANOK IpoxyKTa OpoMupoBaHus. Ilocie oxnaxaeHus ero oTguibTpo-
BBIBAIOT U oOpabateiBaroT 40 M1 20 % pactBopa rumocynb(puTa HATPUS 0 HCUe3HOBeHHA OKpacku. [lomy-
YEHHYI0 OpPOMHCTOBOAOPOIHYIO '[COTh paCTBOPSIOT B BOJAEC M OCaKAal0T aMMHakoM. IlomydyeHnHsle Oecnpet-
HBIE KPUCTAJUIBI OTQMILTPOBBIBAIOT M cymaT. OUMINAIOT NepeKkpucTauM3auued u3 Boabl. T. mim. 128—
129 °C. Beixon 4 1 (53(%).

Cunre3 3THiI0BOr0 3¢gmpa N-(2-amuHo-4-pennnarazonmi)amuHoykcycHoil kuciaorsl (III). K pac-
TBOpY 4,92 1 2-aMitHe-4-(peHmiTHa3ona B CMECH TOIyolI-COUpT B cooTHoueHuu 10:1 npubasnstoT 3,89 mn
(0,028 momp) (Et);N, 3ameM k peakimonHoi cMmecu npubdasisaot 2,94 mi (0,028 Moib) 3TrI0BOTO AdHpa MO-
HOXJIOPYKEYEHO KUCI0Thl. CMeCh KUMATAT B TeueHHE § 4. BrlmaBImuii ocafiok rHIpOXIOpUIa TPUITHIAMU-
Ha_oTGuiIbTPOBEIBalOT. PacTBOpHTENs ynapusaioT B BakyyMe. K ocTaTky mpuOaBisiioT aleToH, KpUCTaJIIH-
YECKUUVKEIELLIA Ocaok oThrnbTpoBbBaroT. T. . 220 °C. Beixoxa 2,55 1 (65 %).

Cunre3 amuna N-(2-aMuHO-4-(peHNITHAZOINT)aMUHOYKCYCHOH KucaoThl (V). 4,58 1 (0,02 mMo:b)
TUAOBOrO pupa N-(2-amMrHO-4-()EeHUITA30IMIT)aMIHOYKCYCHOI KUCIOTHI PACTBOPSIOT B CIIUPTE M OXJIaXK-
nmaroTao 5 °C. K oxnaxkaenHoMy pactBopy npubasisitor 100 mu 25 % pactBopa ammuaka. Beimasmmii oca-
IOk 6eroro 1BeTa oTguibTpoBbiBaroT. 1. mi. 232 °C. Bexon 3,5 T (86 %).

Cunre3 nmTia-N-[1-okco-2-amuHo0-4-penmnruazommn]amugodocdara (VIID). K 3,7 r (0,023 mon)
amuga N-(2-aMuHO-4-(peHMITHA30IMIT)aMUHOYKCYCHOM KuciaoThl B 100 M cMecH abcomoTHOrO OeH3oa
stunanerara B cooTHomenuit 10:1 nmpubasnstor mpu nepememmuBanny 3 M (0,023 Moib) TpUAITHIIAMHHA.
3areM Mpu KOMHATHOM Temmepatype npukanbiBaiu 2,81 mi (0,023 monp) xmopdocdara, 3areM cMech Ha-
rpeBaroT mpu Temmepatype He Boimie 60 °C. BomaBmmii ocaok THAPOXIOPUIA TPUITHIAMHUHA OTQHUILTPO-
BbeIBatoT. [lomyueno Oenoe kpucramnueckoe Bemectso. T. mwi. 258-290 °C. Brixox 1,48 T (40 %).
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2-AMNHO-4-(PeHUITHA30JIIbIH KIHE 2-aMHMHO0eH30THA30/1IBIH CHUHTE31
MeH XHMMUSJIBIK ailHAJIBIMIAPbIH 3ePTIey

2-aMuHO-4-(CHUITHA30)T KOHE 2-aMHHOOEH30THA30JIbIH XUMUSIIBIK IMOIU(HUKAIMSICHIHBIH ~MYMKIHIT
3epTTEeNi, COHBIH HOTHXECiHIe OHOJIOTHSUIIBIK OelceH i KOChUIBICTap, COHBIMEH KaTap KOMIUIEKC TY3YLIijep
peTiHae TOKIpUOENiK KbI3BIFYIIBUIBIKKA He JkaHa (ocopOpraHAKaNblK TybIHABLIAD anblHABL CHHTE3
JKYPTi3yZiH KOJIaMJIbl IIApTTaphbl XKOHE CIEKTP Typasibl MONIMETICp MEH (M3HKa-XUMHUSIIBIK TYPaKThLIap
apKbUIbI CHHTE3/IETeH 3aTTap/IbIH KYPBUIBIMBI OPHATBUIBI:

L.K.Salkeyeva, E.V.MinayevasA.A Zhortarova, A.K.Shibayeva,
V.M.Shaikhutdinoy; Zh:B. Tukpanova, A.K.Salkeyeva

Synthesis anddnvestigation of chemical reactions
of 2-amino-4-phenylthiazole and 2-aminobenzothiazole

The possibility of chemical modification of 2-amino-4-phenylthiazole and 2-aminobenzothiazole was studied.
Organophosphorus deriatives obtained are of practical interest as potential biologically active compounds, as
well as effective complexing agents. The optimum conditions for the synthesis were established. Structure of
the synthesized compounds was proved by spectroscopic methods. The compounds obtained were character-
ized by physical and cheniteal constants.
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