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HOBBII METO/]I CHHTE3A
5-[BPOM(APWJI)METHJIEH|3AMEIIEHHBIX THJAHTOUHOB

ITokaszaHo, 4TO MpHU OPOMHPOBAHUHU S-apuil-5-OeH3WIHACH-3,5-quruapo-4H-2-meTw-
THUOUMUIA307-4-0Ha B  XJIOPUCTOM METHIIEHE TpPU KOMHATHOM TemIeparype
MIPOUCXOIUT TIPUCOCTMHEHHE OpoMa 0 TBOMHOI CBSI3H, a B Pe3yJIbTaTe PEaKIiK S-apull-
3,5-muruapo-  4H-2-meTunTHo-5-(2-IupUANIMETHIICH )JHMAIA301-4-0Ha  MTOJTydaeTcs
KOMIUIGKCHOE COCIMHEHHE HWCXOJHBIX peareHToB. [locime KkumsiueHHs 000UX
MOJIyYCHHBIX  COCIMHCHHMH B  COHPTE  OOpasylTCs  COOTBETCTBYIOIIHME  5-
[6pom(apmm)meTniteH |uMuIa30Iu IUH-2,4 - THOHBL.

KaroueBsie ciioBa: 5-apwi-3,5-murnapo-4H-2-MeTHnTHonMunazon-4-oHel, THIAH-
TOHHBI, UMHIA30/IUANH-2,4-THOHBI, OPOMHUPOBAHHUE, IIPUCOCTUHECHUE—TUMUHHPOBAHHE.

lunanTOMHBI (4-0KCOMMUIA30IUANH-2-0HbI) U 2-TUOTUAAHTOUHBI (4-0KCO-
MMUAA30IUINH-2-THOHBI) B INOCJIEAHNUE T'OJbl aKTHUBHO HCCIEAYIOTCS B CBA3U
C IIMPOKUM  CIIEKTPOM MpOSBISIEMOH HMH  OHOJIOTMUYECKOW aKTHBHOCTH.
[loMrMoO 3TOro TMIAHTOMHBI M THUOTHUAAHTOMHBI SBISIOTCA TPENLIECTBEHHU-
KaM{ B CHHTE3€ IIHPOKOTO Kpyra OpraHH4ecKHX BEIIEeCTB, HaIlpHUMED,
aMuHOKHUCIOT [1-5].

Panee 6510 IOKa3aHO, YTO 3-METUI-5-0CH3WIHACHTHOTHIAHTONH PEarupyer C
OpOMOM B YKCYCHOW KHCJIOTe, mpucoeamHss Br, mo aBoitHoit cBssu C=C,
C JaJBbHEWIINM 3aMeIleHHeM OJHOTO M3 aTOMOB OpoMma Ha STOKCUTPYIIY IpH
peakuuu co cnuprtom [6, 7].

B nanHolf pabore mokazaHa BO3MOXKHOCTH MONyueHHs S-[Opom(apui)-
METHJICH |3aMEeIIeHHBIX THUAAHTOMHOB peaknueil OpoMupoBaHus 2-apui- U
reTapuiIMeTHICH3aMEIEeHHbIX 2-THOTHAaHTOUHOB. Mcxonuele S-apuin-3,5-mu-
ruapo-4H-2-MeTuntnonmMmna3zon-4-oHsl ObLUIH MOTYYCHBI M0 ONMCAHHOW paHee
Metoauke [8]. bpomupoBanue S-aqKHIMPOBaHHBIX MPOU3BOIHBIX 2-THO-
THJAHTOMHA OCYIIECTBISUIM MEIUICHHBIM mpuOaBieHreM pacTtBopa 1.1 3kB.
o6poma B CH,Cl, x pactBOpy coenuHenuit 1 unum 2 B ToM xe pactBopuTtene. [Ipu
OpOMHpPOBAaHUM 2-METHITHO-S5-((eHmImeTueH)-3-penun-3,5-auruapo-4H-umu-
nazon-4-ona (1) Hamu OBUT BBIIENEH TMPOAYKT NPHCOEIUWHEHUs Opoma o
KpaTHOM CBSA3M 2-THMOTWJAHTOMHA 3, AeTpafupyIOIMi pu XpaHeHuu. B cioyuae
S-anKUIMPOBaHHOTO NMPOU3BOJHOIO 2-THOTHIAHTOMHA, COIEPIKAIIEro MUPHUINI-
METHJICHOBBIM 3aMECTUTENh B MOJOXKEHUH 5, 00pazyeTcsi KOMIUIEKC 2-MeTHII-
THO-5-(2-upuaunmertuiieH)-3,5-quruapo-4H-umugazon-4-ona ¢ Opomom 4,
npuyem B ciekrpe SIMP 'H HabmonaeTcs cMellleHHe CUTHATIOB apOMaTHUECKOi
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cucTemsbl B Oosee crnabomonbHyio 00macts. Kunssuenne oboux coenuuenuit 3, 4
B CIHpPTE MPUBOAMUT K COCAUHCHUAM S5 u 6, comepikamuM OpoMapHIMETHIIe-
HOBBIN (hparment. IlomydeHHBIE COSTMHEHUS 5 U 6 SBIAIOTCS THAAHTOMHAMU,
T. €. B XOJI¢ PEAKIMU MPOUCXOAUT THAPOIU3 METHITHO-(hparMenTa. [TogoOHas
3aMeHa Tpynmel S—Me Ha aToM KHCJIOpOoJa OMHCaHa paHee B JautTeparype [9],
OJTHAKO OOBIYHO OHA MPOTEKAET B 0OJIee JKECTKUX YCIOBHSIX.

1,5 R=Ph, 2,6 R=2-Py

Taxum o0Opa3oMm, HaMH pa3pabOTaH YIOOHBIH METOM TOJIydYeHHUS S5-[Opom-
(apunm)MeTrIeH |[AMUIa30IuINH-2,4-THOHOB  UCXOAS W3 JOCTYIHBIX S-apwi-
MeTuIIeH-3,5-nurupo-4H-2-metuntuonmuazon-4-onos. Peakuus mporekaer
KaK TPHUCOETUHEHHEe—ITUMHUHUPOBAHNE, COIMPOBOXKIAIONIEECS THAPOIU3OM
MeTHITHOrpynnsl. OTMETHM, YTO ATOT THUAPONN3 HE TPeOyeT HCIOIB30BAHHS
KHCJIOTHOTO KaTajn3aTopa, KaK 3TO OMHCAHO B UMEIOIINXCS JUTepaTyPHBIX
mpuMepax [9], 94TO HemaeT MAaHHYIO PEaKIUi0 TEepCHeKTUBHOW i TpaHC-
(hopMmariu cyoCcTpaToB, 9yBCTBUTEIBHBIX K IPUCYTCTBHIO KUCIIOT.

SKCHHEPUMEHTAJIBHASA YACTb

Crextpsl SIMP 'H perucrpupoBamu Ha npudope Bruker AVANCE (400 MI'm),
BHyTpeHHU# cTangapT ['MJIC. DneMeHTHBIH aHaJIN3 CUHTE3HMPOBAHHBIX COEIMHEHHM
BoinonHeH Ha CHN-ananm3zarope gupmer Carlo-Erba.

5-bpom-5-[(6pom)oen3ui]-2-meTuaTno-3-penni-3,5-nuruapo-4 H-umuaazo.i-
4-on (3). K pactBopy 0.1 r (0.34 mmonb) 2-meTuntuo-5-(penunmerunen)-3-penui-3,5-
qurunpo-4H-umnnazon-4-ona (1) B 10 M1 XJIOPUCTOTO METHIIEHA ITPH TIEPEMEIIUBAHUH
IIpu KOMHATHOH Temnepatype nodasisitor pactsop 0.06 t (0.37 mmons) 6poma B 10 Mx
CH,Cl,, nepememmuBator 2 4 (koHtpoinb TCX). Ilocne yapaneHus pactBoputelss B
Bakyyme nomydatoT 0.12 1 (83%) coenuHeHust 3 B BHJE JKEJITOrO Macia, KpHUCTaj-
JTU3YIOLIErocst PH CTOSHMK Ha Bo3ayxe. T. mm. 172 °C. Cnextp SIMP 'H (CDCls),
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6, M. 1.: 7.45 (10H, m, C¢Hs); 5.94 (1H, ¢, CHBr); 2.89 (3H, ¢, SCH;). Haitneno, %:
C45.01; H3.23; N 6.07. C;7H4B1,N,OS. Beraucneno, %: C 44.90; H 3.08; N 6.16.

Kommieke 2-meTWwiITHO-5-(2-nupuania)MeTusieH-3-pennn-3,5-rurugpo-4H-umu-
na30i-4-oHa (2) ¢ 6pomom (4). Peakuio npoBoAsIT 10 METOAMKE, UCIIOJIb3YEMOU JUIs
nomyuenus coequHenust 3. U3 0.2 t (0.68 mmoins) coenurenns 2 u 0.13 1 (0.75 mMmonb)
opoma momydatoT 0.23 T (55%) KOMIDIEKCHOTO COCAMHEHHWsS 4 B BHUJE IKEITOrO
nopomka. T. . 144 °C (pasn.). Crnextp IMP 'H (IMCO-dg), 8, M. x. (J, ['m): 9.03
(I1H, 1. 1, Jsa=1, Js5=5, H-6 Py); 8.84 (1H, n. n, J55=1, J34=8, H-3 Py); 8.23 (1H,
. . 1, J4’6: 1, J4’3: 8, J4,5 = 8, H-4 Py), 7.68 (IH, . a. O, .]5,3: 1, J5’6: 5, J5’4: 8, H-5
Py); 7.14 (5H, M, C¢Hs); 6.95 (1H, ¢, CH=); 2.56 (3H, ¢, SCH;). Haiineno, %: C 31.33;
H 2.41; N 7.06. C;sH3BrsN;0S. Beruucaeno, %: C 31.22; H2.11; N 6.82.

5-|bpom(penna)meruiien)|-3-gpennnumunazonuaun-2,4-1uon (5). K O0lr
(0.22 mmMonb) coemuHEHUS 3 MO0ABIAIOT 5 MII ATHIIOBOTO cripTa. CMech KHIATAT 1—
2MHH, TpH OXJQKICHUM BBHIMAJAIOT CBETJIO-KENThIE KPHUCTALIBI, KOTOpEIE
OoT(WIBTPOBBIBAIOT U cymaT Ha Bozayxe. [Tomyqaror 0.06 r (80%) coenunenus S. T. m.
211-213 °C. Cnekrp IMP 'H (CDCLy), 8, m. a.: 10.21 (1H, ¢, NH); 6.98 (10H, M, C¢Hs).
Hatineno, %: C 56.10; H 3.21; N 8.24. CcH;;BrN,0,. Boruucneno, %: C 55.98; H 3.21;
N 8.16.

5-[bpom(2-nmupuauia)MmerusieH]-3-peHmmmmMuIa30uIuH-2,4-1H0H (6) TTOIyYaIOT
aHasornuHo coenuHeHuo 5 u3 0.1 r (0.16 mmomnb) coenunenus 4 c¢ Beixogom 0.05 r
(89%). T. 1. 192-195 °C. Cnextp IMP 'H (CDCly), 8, m. a. (J, T'm): 11.78 (1H, c,
NH); 8.66 (1H, 1. 1, Js5= 4.9, Jo3= 1, H-6 Py); 8.25 (1H, n. 1, J34=8, J35=1, H-3
Py); 7.93 (1H, n. a. n, Jys= 1, Jys= 7.7, Js3= 8, H-4 Py); 7.42 (6H, m, C¢Hs + Py).
Haiigeno, %: C 52.20; H 3.09; N 11.99. C,sH,;(BrN;O,. Brruncneno, %: C 52.33;
H291;N 12.21.

Paboma evinonnena npu gunancosoii noooepoicke PODU (npoexm Ne 08-
03-00707).
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