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HOBBIE JAHHBIE
IO AJVIKMJINPOBAHUIO INUKJIMYECKUX THOMOYEBUH
o-'AJIOTEHKAPBOHOBBIMH KHCJIOTAMHU U UX 3®UPAMU

1. AIKWJIMPOBAHUE 3THJEHTHOMOYEBHUHbI

JleranpHast cxXeMa pEaKIMOHHBIX IIPEBPAICHUH, IMPOTEKAIOMNX IIPH B3aUMOACHCTBHU
STUJICHTHOMOUYEBHHEI C XJIOPYKCYCHOH KHCIIOTOH U ee d(upamu, TOMOIHEHA PSIOM HOBBIX peak-
muid. [loxydeH Bech CIEKTp NMPOIYKTOB, 0OPa3yIOMMXCS NIPU B3aUMOACHCTBHU STHIEHTHOMOYE-
BUHEI ¢ 2-0poMOYyTaHOBOH KHCIOTOM.

KimloueBble ¢JIOBA: OSTHJICHTHOMOYEBHMHA (2-MMMIA30JUAMHTHOH), B3aUMOJCHCTBHE C
2-0poMOyTaHOBOH KHCIOTOH, B3aMMOACHCTBHE C XJIOPYKCYCHOM KUCIOTOU U e dhUpamm.

[IponykThl anKWIMPOBaHUS UUKIMYECKAX THOMOYEBHUH O-TaJOT€HKAap-
OOHOBBIMHU KUCIIOTaMHU M HX 3(HpamMul MPECTABIAIOT HHTEPEC KaK BEIECTBa C
BO3MOXKHOW OHMOJIOTHYECKONW aKTHBHOCTBIO Oyiarofapsi TPOITHOCTH (CPOJCTBY)
K NO-cunraze [1] u TAMK-peuentopam [2]. X0oTs paccMaTpUBaeMble PEaKUU
OTJIENBHBIX MPEICTAaBUTENEH ITOTO Psijia COSNUHEHN U3yUeHBI C TOM WM HHOU
J0JIeH MOAPOOHOCTH, UX CHHTETHYECKHE BO3MOXHOCTH JTAIEKO HE MCYEPIIaHbI.
Kpome Toro, panee He MPOBOAMIOCH CHCTEMATHYECKOTO PACCMOTPEHHUS Xapak-
Tepa peakIMOHHBIX MPEBpAIICHWH B 3aBHCHUMOCTH OT pa3Mepa TeTepOKOIIbIla
IUKINYECKON THOMOYEeBHHBI. JlaHHast paboTa SBJISAETCS TEPBBIM IIAroM Ha My TH
TaKOTO PacCMOTPEHUS W IpelroaraeT MpoAoDKEHHe Ha MpHUMepax HIeCTH- U
CEMHUWICHHBIX [TUKIAYECKIX THOMOYEBHH.

AJNKUIAPOBaHWE TSATHUWICHHON IHUKINYECKOW THOMOYEBHUHBI — ATHIICHTHO-
MOYEBHUHBI (2-UMUAA30TUINHTHOHA, 1) — 0-TaJOreHKapOOHOBBIMU KHCIOTaMH U
uX 3upamMu u3zydaiaock B padorax [3—10], 3 HuX Hamboiee OOCTOSATEIBHO —
B [3]. MBI nomoNHUIM TONyYeHHBIE B 3THX paboTax NaHHBIE, OTHOCSIIUECS K
XJIOPYKCYCHOM KHCIOTe W ee »upaM, psSAOM HOBBIX pEaKIUil, a TaKke
MOJTyYMJTH BCE BO3MOXHBIE MPOAYKTHI, 00pa3yroluecs MpU B3auMOJICHCTBUH
STUIEHTHOMOYEBUHBI 1 ¢ paHee He MCIOIH30BABIIUMCS ATKWINPYIOIIUM areH-
TOM — 2-O0poMOyTaHOBOW KHCIIOTOM.

Hu B ogHO# U3 yka3aHHBIX pabOT HE COOOMIANIOCH O MONyYEHUH THAPOXJIO-
puna [(4,5-aurunpo-2-uMHUIa30IIHI)THO [yKCYCHOM KHCIOTHI (2a) B OHY CTaIHIO,
HETNOCPE/ICTBEHHO B3aMMOJICHCTBHEM coenuHeHHst 1 ¢ XIIOPYKCYCHOW KHCIO-
TO#. BT mpeioskeH TOMBKO 2-CTaAUHHBIA CITOCO0 MOJTYYSHHS 3TOTO COSAMHE-
HUS: CHayajla JeWCTBHEM XJIOPYKCYCHON KHCIOTHI Ha coeiwHeHune 1 B mpwu-
CYTCTBUHU alleTaTa HaTpHsl B KHUITAIIEM 3TaHOJE IMOIydYaioch COOTBETCTBYIO-IIEE
CBOOOJIHOE OCHOBaHHWE — IBUTTEP-HOHHBIN [(4,5-IUTHIponMuma3on-3-uym-
2-um)tuolanerar (3a) (IyTh @), KOTOpPOE 3aTeM IEPEBOJUIOCH B IIENEBOM
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rugpoxyopun; 2a (myts b) [3]. IlompiTku ankwiupoBaHus coenuHeHHs 1
XJIOPYKCYCHOM KHCIIOTON B "OOBIYHBIX" YCIOBHUSX, T. €. B KHIIALIEM 3TaHOJE
HJIK BOJAC, MPUBOANIIN HE K OXKUAACMOMY THAPOXJIOPpUAY aMHUHOKHCIIOTEL 23, a K
runpoxyopuay 3-(2-aMuHOITHI)-2,4-THa3oauanHANOHa (4a) (myTh ¢) [3]. Ham
yIaIOCh pPa3paboTaTh OJHOCTATUHHBIA METOJA TMONYYCHHUS COCOUHEHUS 2a
B3aUMOJICHCTBUEM COEIUHEHUA 1 ¢ XJOPYKCYCHOM KHCIOTOH B O€3BOIHOM
alieToHe NMpH KOMHATHOH Temreparype (IyTh d).

B pabGore [3] omumcano moirydeHme THApoxjopuaa 3Tui[(4,5-auruapo-2-
MMUIA30JIMI)THO |JatieTata (5) B3auMOAEHCTBHEM coeuHeHus 1 ¢ aTHiXiop-
aleTaToM TpU KUISIYCHHH B aOCONIIOTHOM 3TaHoie (IMyTh €) WIM MUPUANHE.
Hcnons3oBanne 6€3BOJHOIO PacTBOPUTENS, OYEBHUIHO, OBUIO CBS3aHO C oOrace-
HUSIMH BO3MOXKHOTO OOpa3oBaHUsl THA30JMAMHANOHA 4a BMECTO IIEJIEBOTO
COCMHEHUS 5 BCIIENCTBUE TUAPOIHN3a qBOIHOM cBsi3u C=N B MpOAYKTE ITUKIH-
3aiM COSAMHEHHsI 5 — THapoxjopuae S5,6-muruaponmunasol[2,1-b][1,3]-tna-
3071-3(2H)-ona (6a).

MBI yCTaHOBHIIM, YTO Takas NPEAOCTOPOXKHOCTh Upe3MepHa, MOCKOIBKY
3¢upHOE MPOU3BOAHOE 5 MOKET OBITH MOJYYEHO HE TOJIBKO yKa3aHHBIM CIIO-
co0oM, HO W KHUIISTYCHHEM coefuHeHus 1 ¢ stunxiopaneratoM B 96% sTaHone
(myTh f), TpuYeM OXHAaeMOH B TIOCIACHHEM Ciaydae TpaHChOpMAINH
COCIMHEHUS 5 10 THA30IWAWHINOHA 4a HE MPOUCXOAWT. DHUpHOE MPON3BOA-
HOE 5 MokeT OBITh MOTYyYEHO TaKKe BBIIEPKMBAHHUEM YKa3aHHBIX PEarcHTOB
B 0€3BOJTHOM aIleTOHE NMPH KOMHATHOU Temmeparype (myTh g). OgHako moiry-
9UTh OyTHIBHBIA aHAIOT COeANHEHUs 5 mpu 00paboTKe ITHICHTHOMOYEBHHBI 1
OyTHIIXJIOpAIIETaTOM B KHILSIIEM CIUPTE HE yAaJOCh: W3 PEaKIMOHHON cMecH
OBLJT BBIZICIICH TOJIBKO THA3OJUANHANOH 4a (IyTh /).

"HecoBmagaronue" pe3yabTaThl TI0 aTKHIHNPOBAHUIO CoemMuHEHU 1 XJI0pyK-
CYCHOM KHCJIOTOW M ee 3(upamMu B KHUIISIIEM 3TaHOJE MOXKHO OOBSICHHTH
cremyrommM oopa3oMm. BepostHo, coennHeHre 1 aTKAIHUPYETCsT XIOPYKCYCHOM
KHCIIOTOW ObICTpee, deM ee adupamMu, T. €. aMHHOKHCIOTa 2a oOpa3syeTcs
ObIcTpee, 4YeM CIOXXHOX(WpPHOE TNPOHU3BOJHOE S; coemuHeHwe 2a, B CBOIO
odepenn, MUKIN3YeTCsl B OMIUKI 6a OBICTpee, YeM COeIMHEHHE 5; oOpa3yio-
muiicss OUIUKIT 6a TIoIBEP KEH THAPOIM3Y 10 THA3ONMHIWHINOHA 4a. B pe3yib-
TaTe 3a OJHO W TOXE BpeMs peakmuu cydctpar 1 mpu B3auMOIEeHCTBHU C
XJIOPYKCYCHOH KHCIOTOH "ycmeBaer" TpaHCHOPMHUPOBATHCS O THA3OIHINH-
IMOHA 4a, a C ATIIXIIOPAIETATOM JaeT JIUIIb CI0KHO3(HUPHOE MPOU3BOJHOE 5.
JlerkocTh MUKIN3AIM aMHHOKHCIIOTHI 2a TI0 CPaBHEHHIO C e 3PUpoM 5 MoxkeT
OBITh 00yCIIOBIIEHA HE TOJBKO CTPYKTYPHBIM (DaKTOpoM, HO W OOJBINCH
KHUCJIOTHOCTBIO CpPEJ/ibl, CO3J]aBa€MOM aMHHOKHCIOTOW 2a, MOCKOJIbKY TaKue
OUKIN3AMA  OOBIYHO KAaTAIM3UPYIOTCS KHCIOTaMH. Pa3nmnyHoe TedeHue
peaxku B ciay4yae KHUCIOTHl U €€ STHIOBOTO 3(upa MOXKET OBITh CBA3aHO U C
pPa3IMYHON PACTBOPUMOCTHIO MOHOIIMKIMYECKUX MPOU3BOAHBIX 2a U 5 B peak-
IIMOHHOH cpene: TUAPOXJIOPHI aMHHOKHCIOTHI 2a, BO3MOXKHO, 0oJiee pacTBO-
pUM B DJTaHOJie, YeM Tuapoxjopun ee 3dupa 5. B pesynbrare nNepBBIN
"ycreBaeT" MUKJIM30BATHCS B PACTBOPE JI0 BBIMAICHUS U3 HETO, a BTOPOH — HET.

Bo3MoxHO, 9TO TpW aNnKMIMPOBAaHUHM ITUJICHTHOMOYEBHHBI 1 OyTHIXIOp-
aIleTaToM peaklNOHHAs CMECh JHOMOIHUTEIHHO MOAKHUCIETCS OIaroapst OTHO-
CUTETBFHON JIETKOCTH THUAPOININ3a CIOXKHOI(UPHON TPYMIIBI B CaMOM aJIKHJIH-
pYIOIIEM areHTe W/WIIA TPOMEXYTOIHO oOpasyromeMcss OyTHILHOM aHajore
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PeakuuoHHbIe NpeBpalieHNsi, MPOTEKAIOLINE MPH B3aUMOIelicTBUHU 2-uMuAa30uauHTHOHA (1)
€ 0-TaJ10reHKapOOHOBBIMH KHCJI0TAMH M UX 3¢upamu

HCI (Bonn.)/ MeOH 50%, xunsiuenwue (i, p)

100 °C/ 6e3 pactBopurens (7)

4 HCI (Boan.)/ a¢pup, stanom, 20 °C (b, o) "
CI HN N 0 = HN\(NH Cl -
R S

h¢
= T v

- HN

0] OH O 0]
2a,b 3ab
1-2 xaru HCI / atanon, kunsiuenue (/);
100°C/ Ges pactsoputens (k) CICH.COH / CICH,CO,H, MeCO,Na / sranon, kunsguenue (a)
22 Et(Br)CHCO,H, MeCO,Na / sranon, Kansuenue (1) T
0E3BO/IHBIH aIlCTOH,
20 °C (d) | R
. CICH,CO,H / H,O wusu sTasom, Kuns4eHue (c) j\
HN\l%NH c HN\”/NH CICH,CO,C H, / sranon, kunstuenne (h) R S
CICH,CO,Et / a6c¢. ataHon, kunsdyenue (e) Et(Br)CHCO,H / H,0, xunsuenue (q)
S CICH,CO,Et / atanon, kunsuenue (f) >
CICH,CO,Et / 6e3oanblii aneron, 20 °C (g) .
- 1 NH, Hal
O OEt 3
5

4a,b
| 1-2 mn HCl / atanoun, kunsueHue (m)

24,6 aR=H,b R =Et;4aHal=Cl, b Hal=Br



coenuuenus 5 [11]. O6pa3zoBaBiieecss TeM WM HHBIM CIIOCOOOM COCTMHEHUE 2a
OTHOCHUTEIBHO OBICTPO (OBICTpEe, YeM THIIOTETHYCCKHH OYyTHIBHBIN aHajaor
COCIMHCHUS 5) MUKIM3YeTCsS B OMIMKII 64, KOTOPHIH, B CBOIO OYepeIb, THAPO-
TU3yeTcs 0 THA30MUAWHINOHA 4a; JOTOJHHUTEIbHOE (B pe3ysbTaTe THIPO-
TU3a) TOJIKHCIICHNE PEaKIIMOHHOW CMecH OJarompusTCTBYET KHCIOTHO-KaTalln-
3UPYEMON [UKIIH3AIUH.

Panee ObLT W3BECTEH TONBKO OAWH TPEMApAaTHBHBIA METOJ TOTYYESHHS
OMIMKITMYECKOTO COEIWHEHHUS 6a — KHIITYeHWEM IBUTTEP-HOHA 3a B COJISTHO-
KHCIIOM BOJTHOM MeTaHoye (IyTh i) [3]. DTO COeAMHEHHE IMOIYYaeTCs TaKkKe
NpyU HarpeBaHuM coequHeHus 1 ¢ XJOPYKCYCHOM KHCIIOTOM B JIEASTHOM
ykcycHOM kucnore. OmHAaKO MaHHBI METOI HE MOXET paccMaTpuBaThCcs B
KadecTBe IPENapaTUBHOIO, ITOCKOJIBKY HAapALy C IIENEBBIM COEAWHEHHEM
o0pasyercst CyIecTBEHHOEe KOJMYECTBO THazonuauHawoHa 4a [9]. MbI paspa-
Ooramu mpocThie W 3(GGEKTHBHBIE CIIOCOOBI MMOJYYCHHS THAPOXJIOPUAA
5,6-muruaponmunaso(2,1-b][1,3]tnazon-3(2H)-ona (6a) — HarpeBaHneM rUApO-
XJIOpUJa aMHUHOKHCIOTHI 2a WM THIPOXIJIOpUAA ee 3TUioBoro 3¢upa 5 Oe3
pactBopurens npu 100 °C (myTH j U k cooTBeTcTBeHHO). HaMu Taxke HaiineH
eIlle OJMH CIOCO0 IMOJIyYeHUs OWIMKIA 6a — KUMNSYCHUEM CII0KHO3(DUPHOTO
MIPOU3BOAHOTO 5 B 96% 3TaHoNIe B MPUCYTCTBUU KATAIUTUYECKOTO KOJIUYECTBA
HCI (1-2 xamu constHo¥M kuciaoTel) (myTh /). Ilpu moGaBieHnu e OOJBIIETO
KOJIMYECTBA KUCIOTHI (1—2 MIT) M3 PEaKIMOHHOW CMECH MOXKET OBbITh BBIICICH
JUIIb TPOAYKT THAPONIM3a COCIUHEHUS 6a — THA30MUIUHANOH 4a (MyThb m).
W3BecTHBI emme Ba Croco0a MONyYCHUs THA30IHIUHANOHA 4a — U3 COC/IMHE-
Hus 1 ¥ XJIOpaleTHIIXJIOpUAA B alleTOHE, a TaKKe MyTeM JUIMTENIBHOW 00pa-
OOTKH LBUTTEP-MOHA 3a HACKHILICHHBIM 3TaHONBHBIM pacTBopoM HCI [4].

Mo mpuBenenHsiM B pabote [3] MeToAMKAM yAalOCh IMOJYYHUTh BCE BO3-
MOXHBIC TPOJIYKTHl B3aUMOJACUCTBUS ATHICHTHOMOYEBUHBI 1 ¢ 2-OpomOy-
TAHOBOW KHCJIOTOW — IBHUTTEP-MOHHBIN 2-[(4,5-IUrHaponMHuIa3oi-3-nyM-2-1i)-
tuoloyranoatr (3b), ruapoxmopun 2-[(4,5-TUruAPO-2-UMUIA30IUIT)THO |0y TaHO-
BOI KHUCHOTHI (2b), runpoxiopun 2-3twi-5,6-muruaponMunasol2,1-b][ 1,3 Jruazon-
3(2H)-ona (6b) 1 ruapodpomuy 3-(2-aMHUHOITHI )-5-3TWI-2,4-THA30MUANHIHNOHA
(4b) (mytu n—q cootBeTcTBeHHO). CleyeT OTMETHTh, YTO B aBTOPaM pPaOOThI
[10] He ymanoch MONYYUTh METWIBHBIA aHAJIOT OUIMKIMYECKOTO COCIMHE-
Hus 6b B peakiuu coequHeHus 1 ¢ 3TUI-0-OpOMITPOITHOHATOM.

SKCIHIEPUMEHTAJIBHASI YACTb

Crnextpsr IMP 'H monyuamn 8 JIMCO-dg Ha ciektpomerpe Bruker DPX-300 (300 MI'm),
XMMHYECKHE CIBUTH OIPEACISUINCh OTHOCUTENBHO CUTHAJA PACTBOPUTENS. I MyIbTHIIETHBIX
CUTHAJIOB NPHBEAEHB XUMHYECKHE CIABHTH MX reomeTpudeckux mneHtpos. TCX mpoBommmu Ha
mwractuakax Silufol UV-254, smoent OyTtunanerar—staHon—xiuopodopm, 1:10:100. bespoxnsriit
aIleTOH TOTOBWIIH 110 MeToxy [12].

2-Umunpazoauannatuod (1) momywator mo merony [13]. T. mm. 197-198 °C (198 °C [10]).
Cuexrp SIMP IH, 8, M. 1.: 4.0 (4H, 4-, 5-CH,); 10.4 (2H, ¢, N)H, N)H).

[(4,5-Auruaponmugaszoi-3-uym-2-uia)tuolauerar (3a) mosydaroT IEHCTBHEM Ha COEIU-
HeHHe 1 XJIOpYKCYCHOH KHCIOTBI B 3TaHOJE B NPHUCYTCTBHM aleTaTa HATPHSA, KAaK OMHCAHO
B pabote [3] (myTh a). T. . 181-184 °C (183 °C [3]). Cuextp SIMP 'H, 8, m. 1.: 3.6 (4H, 4-,
S-CHz), 4.0 (2H, C, SCHz), 11.2 (2H, C, N(l)H, N(3)H)

2-[(4,5-AuruaponmMuaazoii-3-uyM-2-uia)Tuo|oyranoar (3b) noiayyaroT aHaJOTUYHO COEAM-
Henuto 3a (myts n). PactBopsior 1.02 r (10 mmonbp) coemunenns 1 B 20 M 3TaHONA HpH
NepeMeIINBaHUN M YMEPEHHOM HarpeBaHHWHU, K IIOJNy4YeHHOMY pacTBopy mpuOaBimstior 2.50 T
(1.6 M, 15 mmoimb) 2-6pomOyranoBoif kucnotel M 1.0 r (12 MMmonb) amerara HaTpus M
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MIPOOJDKAIOT IepeMemnBanue 2.5 4. PacTBopurens ynaisioT B BakyyMme, oOpa3oBaBIIMiics oca-
JIOK JIBXK/BI Iepekpuctaum3oBatoT u3 20% sranona. Bexox 0.90 r (48%), 1. mi. 135-137 °C.
Cnextp SIMP 'H, §, M. 1. (/, Tm): 1.1 3H, T, J = 8, CHCH,CHz); 2.0 (2H, m, CHCH,CHs); 3.6
(4H, NCH,); 4.0 (1H, 1, J = 7, CHCH,CHj3); 11.2 (2H, ¢, N )H, N3)H). Haiineno, %: C 44.66;
H 6.48; N 14.86. C;H{,N,0,S. Beruucneno, %: C 44.66; H 6.43; N 14.88.

T'uapoxyopun [(4,5-1Mruapo-2-uMUAA30IMT)THO]YKCYCHOIT KHCJIOTHI (22). A (myTh d).
K 1.02 r (10 mmons) coenunenust 1 B 20 My Ge3BOAHOrO aneToHa IPU MHTEHCHBHOM IepeMe-
muBaHuM npubaBisaoT 1.42 r (15 MMOnb) XJIOPYKCYCHOM KHCIOTHI M BBIACP)KUBAIOT PEaK-
UUOHHYIO cMech 8 4 mpu ~20 °C. OGpasoBaBIIMHCA OCAIOK OT(QUILTPOBBIBAIOT U MPOMBIBAIOT
6e3BoHbIM aneToHoM. Beixon 1.17 r (59%), T. ur. 128-129 °C (1. mn. 129 °C [3]). Cnektp SIMP
'H, 8, m. 11.: 4.0 (4H, 4-, 5-CH,); 4.4 (2H, ¢, SCH,); 8.2 (2H, c, NH, NgyH).

b. [Monyuatot npeiictBuem Ha coenuHenue 3a BogHoro HCI B adupe, kak omucano B paboTe
[3] (myTs b). T. mn. 128-129 °C.

I'uapoxsiopun 2-[(4,5-nuruapo-2-uMuaa301u1)THO]0yTaHOBON KHCI0THI (2b) mosyuaroT
aQHAJIOTMYHO COequHEeHnIo 2a mo cnocody b (myts o). K cycmemsum 0.56 r (3.0 Mmouns)
coenunenus 3b B 25 mu adupa npu ~20 °C 1 MHTEHCHBHOM NEPEMENIMBAHUN MPHOABISIOT 10
kamwM 1 mi koHI. HCl. B pesynerare peakunu Ha mHE KOIObI 00pasyercsi OeCBETHOE Macio,
KOTOPOE 3aKpUCTAIITM30BBIBACTCA Mocie Ao0aBieHus 25 mi tanona. OOpa3oBaBmuniics ocamgok
nepekpucTaIn30BbIBaloT u3 20% srtanona. Beixox 0.40 r (59%), 1. mn. 112-114 °C. Cnektp
AMP 'H, 8, m. 1. (J, [m): 1.2 (3H, 1, J = 8, CHCH,CH3); 2.0 (2H, M, CHCH,CHa); 4.0 (4H, 4-,
5-CHy); 4.4 (1H, 1, J =7, CHCH,CHj3); 8.2 (2H, ¢, N)H, N3)H). Haiineno, %: C 37.45; H 5.83;
N 12.40. C;H,N,0,S:HCI. Boruucneno, %: C 37.41; H 5.83; N 12.47.

I'mapoxaopua 3tua[(4,5-quruapo-2-umugasoauna)tuolanerara (5). A. Ilomywaror neii-
CTBHEM Ha coeuHEHHE 1 3Tmixiiopanerara B aOCOITIOTHOM 3TaHOJNE, KaK ONucaHo B pabdore [3]
(myTh e). T. . 143-144 °C (144 °C [3]). Cnextp SAMP H, 8, m. 1. (J,Tw): 1.3 3H, 1, J =7,
CH,CH;); 3.9 (4H, 4-, 5-CH,); 4.2 (2H, x, J = 7, CH,CHs); 4.4 (2H, ¢, SCH,); 11.0 (2H, ¢, N;)H,
N(3)H).

b (myTs f). PactBopstror 2.04 r (20 Mmmoinb) coenunenns 1 B 15 mut aTaHONa IpH HarpeBaHHH,
K MOJyYCHHOMY pacTBopy mpubaBisitoT 3.67 T (3.17 mut, 30 MMOIIB) STHIXJIOpAIIETATa U KUTISTST
PEaKIMOHHYIO CMeCh 2 4. PacTBOpHTENs YAAISIOT B BAKyyMe, OCTaTOK NEePEKPHUCTAIIN30BBIBAIOT
n3 aneronutpuia. Berxon 3.10 r (69%), T. . 142-144 °C.

B (myts g). K 1.02 v (10 mmonp) coequenus 1 B 20 mi 0e3BOAHOrO alEeTOHA INIPH
MHTEHCHBHOM TepeMeInBanuu npubasisror 1.84 1 (1.6 mu, 15 mMMonp) sTmixiiopanerara u
BBIIEP)KMBAIOT PEAKIMOHHYI0 cMech 10 1 mpu ~20 °C. O6pa3oBaBIIMiicss 0Cag0K OT(GUIBTPOBHI-
BAIOT, TPOMBIBAIOT OE€3BOJHBIM alETOHOM M MEPEKPHCTATUIM30BAIOT W3 aleTOHUTpHIA. Beixoxm
0.77 r (34%), 1. . 143144 °C.

I'uapoxyopun 3-(2-aMmuHOdTHI)-2,4-THA30IMAUHANOHA (4a). A. [Ilomywaror, Kak
ommcaHo B pabore [3], meiicTBueM Ha coequHeHHE 1 XJIOPYKCYCHOH KHCIOTHI B Boje (IIyTbh C).
T. mr. 225-227 °C (227 °C [3]). Crexrp SIMP 'H, &, m. 1. (J, Tr): 3.0 (2H, T, J = 6, N CH,CHy);
3.8 (2H, 1, J= 6, N3\ CH,CH,); 4.1 (2H, ¢, 5-CH,); 8.9 (3H, ¢, NH3).

b (myts ¢). B pabore [3] 3T0T MeTOn YNOMSHYT, HO ONMCaHHWE He IpuBencHO. HarpemaroT
1.02 r (10 mmonb) coenunenus 1 B 5 Ma 96% sTaHoja 70 TONHOTO PACTBOPEHUs cyOCcTpaTa, K
MOJYYCHHOMY pacTBOpY npubaBisitoT pacTBop 1.04 1 (11 MMOJIB) XJIOPYKCYCHON KHUCIOTHI B 5 MIT
96% aTaHONIAa U KHUILTAT PEAaKIHOHHYIO cMech | 4. PacTBopuTens ynansioT B Bakyyme, OCTaTOK
MIepEeKPHCTAIUIM30BEIBAIOT U3 3TaHoia. Bexox 0.84 1 (43%), T. rur. 224-225 °C.

B (myTs /). Harpesatot 1.02 r (10 mmomns) coenunaenns 1 B 10 Mt 96% 3TaHONa 10 MOTHOTO
pacTBOpEeHHsI BEHIECTBA, K MONyYeHHOMY pacTBopy mpubasmsor 1.70 r (1.54 mum, 11 MMons)
OyTHIXJIOpamerata M KHISITAT PEaKIMOHHYIO cMech 3 4. PacTBopuTenb ynamsioT B BaKyyMe,
MAaCITHUCTBIA 0CTaTOK 00pabaThIBAIOT TeNTaHOM, 00PAa30BABIINICS OCATOK MEPEKPHCTAILTH30BBI-
BaloT U3 3Tanona. Beixox 0.19 r (10%), T. . 225-227 °C.

I' (myts m). PactBopsitor 0.90 r (4.0 mmounb) coenunenus 5 B 20 mu 96% staHona npu
HarpeBaHuH, K MOJY4YEHHOMY pacTBopy npuOaBisaior mo kammiM 1 mu xoHu. HCI u xunsitst
PEaKIMOHHYIO CMeCh 3 4. PacTBOpHTENh YAAISIOT B BaKyyMe, OCTaTOK NEPEKPHUCTAIIN30BBIBAIOT
n3 sranona. Berxox 0.47 T (60%), T. tur. 224-226 °C.

T'uapodpomua 3-(2-aMHHOITHI)-5-3TUJI-2,4-THa30auaANHIMOHA (4b) (myTh ¢). HarpeBarot
1.12 v (11 mmonp) coemunenuss 1 B 20 mu Boxbl OO IOJHOTO pacTBOpeHHs cyOcTparta, K
MOJIy4eHHOMY pacTBopy mpudasisiioT 2.39 1 (1.60 mia, 14 mmoins) 2-6poMOyTaHOBOH KHCIOTHI U
KUIATAT PEeakIMOHHYI0 cMech 12 u. PacTBopuTens ynaisioT B BaKyyMe, MacISTHUCTBIN OCTaTOK
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00pabaThIBaOT 3TUIALETATOM U 00pa30BaBLIMICA OCANOK MEPEKPUCTAIUIN3OBBIBAIOT U3 ITAHONA.
Beixon 2.48 r (84%), T. mn. 178-179 °C. Cnektp SIMP 'Y, §, m. . (/, Tm): 1.0 BH, 1, J =8,
5-CH,CH;); 1.9 (1H, m, 5-CHAHgCH;); 2.1 (1H, m, 5-CHAHgCH3); 3.0 2H, 1, J = 5,
N3 CH.CHy); 3.8 (2H, 1, J = 5, N3, CH,CH,); 4.4 (1H, M, H-5); 8.2 (3H, ¢, NH;). Haitneno, %:
C31.27; H4.91; N 10.36. C;H;,N,0,S-HBr. Beruucneno, %: C 31.24; H 4.87; N 10.41.

T'uapoxyopun 5,6-nuruapoummaaso[2,1-b][1,3]tnazon-3(2H)-ona (6a). A. Ilomyuaror
neiicreuem HCl Ha mButTep-uoH 3a, xak ommcaHo B pabore [3] (myth 7). T. mi. 205-206 °C
(206 °C [3]). Criekrp SIMP 'H, 8, m. a.: 4.4 (2H, 5-CH,); 4.5 (2H, 6-CH,); 4.8 (2H, ¢, 2-CH,);
10.5 (1H, c, NH).

b (myts j). HaBecky 0.20 r (1.0 MMonb) coenuHeHHs1 2a HAarpeBalOT B BakyyMe 6 4 IIpU
100 °C. Berxoz 0.18 r (100%), T. mur. 204-206 °C.

B (myts k). HaBecky 0.22 1 (1.0 MMonb) coequHeHHs S5 HarpeBaroT B Bakyyme 6 1 mpu 100
°C. Brixox 0.18 r (100%), T. 1. 204205 °C.

I' (myte /). PactBopsitor 0.90 r (4.0 Mmoub) coenuHenuss 5 B 20 mi 96% ostaHona mpu
HarpeBaHuM, K IMOJYy4YEeHHOMY pacTBopy mnpubaBmsiior 2 kamu koHi. HCl m kunsrsaT peak-
LHOHHYIO CMech 3 4. PacTBopHTENb yHalsiOT B BaKyyMe, OCTaTOK IEPEKPHCTAJUIM30BAIOT W3
cMmecH 2-mpornraHon—aTaHo, 1:1. Beixox 0.43 r (60%), T. 1. 205-206 °C.

T'uapoxyopua 2-3TUa-5,6-quruapoumunaso|2,1-s][1,3]tuazen-3(2H)-ona (6b) (myts p).
PactBopstor 0.56 r (3.0 mmonb) coeaunenus 3b B 2 mu 50% meTaHona mMpHM HarpeBaHWHU, K
MOJIy4EHHOMY pacTBOpY HpHOaBisAtoT 1o kamwisiMm 2.5 mi koHl. HCl u KuIATAT peakiuoHHYI0
cmech 10 muH. PactBOpMTENns yRAIAIOT NpU aTMOC(EPHOM MAABICHHH, OCTATOK IEPEKpH-
CTJUIM30BBIBAIOT U3 U30MpommiIoBoro cnupra. Beixon 0.25 r (40%), T. m1. 198-201 °C. Cnektp
AMP 'H, 8, m. 1. (J, T): 1.2 GH, 1, J = 8, CH,CH,); 2.0 (1H, M, 2-CH,H5CH,); 2.1 (1H, M,
2-CHA,HpCH;); 4.2 (2H, 5-CH,); 4.6 (2H, 6-CH,); 4.8 (1H, T, J = 7, 2-CH); 12.4 (1H, ¢, NH).
Haiineno, %: C 40.68; H 5.36; N 13.57. C;H;(N,OS*HCI. Bspruucneno, %: C 40.68; H 5.36;
N 13.55.
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