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CHUHTE3bI 1-(2-BPOM-3-OKCHIIPOITHII)-
" 1-Q2-BPOMIIPOIEH-2-UI)U3ATHUHOB
N X B-TUOCEMHUKAPBA30HOB

B peaxnusix HyxiIeOMHIBHOFO 3aMEMEHMS HAa TPUMTOPAETAT-MOH M SIUMM-
HuposaHus HBr B 1-(2,3-muOpoMnporm) u3atiuee y4acTBYyET TOMBKO aToM Gpoma y
TIEPBUYHOYO YIEPOAHOTO ATOMA.-

B-Trocemmrap6a3on 1-(2-0KCUITAI) M3ATHHA POSBIASET IPOTHBOBHAPYCHYIO
AKTHBHOCTH, CPABHUMYIO C AKTHBHOCTHIO MEIHIIMHCKOTO IIpenapata METUCA30HA
[1] Moxso OBLIO OXMIATH, YTO BBENCHUE BTOPOH TI'HAPOKCH/IBHOW TPYIIOH B
pagyKasa y aToMa a30Ta IpUBEAET K BO3PACTAHHIO 9T0H AKTUBHOCTH ¥ YAy UIICHHIO
PacTBOPHMOCTH OpPENAapaTa B TOAMPHHIX pacrBopurensax. C meapl0 OOTyICHHS
[-tAocemukapbazona  1-(2,3-aMOKCATIPONAT) M3ATHHA MBI  HCIOJB30BAIN B
KayeCTBE MCXOMHOTO BEINECTBA IMPOAYKT N-anKuimpoBanus usatnaa [ uadrrrkoM
1,2,3-rpubpomrporana (II) mpu 20 °C wm nprcoenuHeHnd OpoMa MO HBONHOR
ceasn N-awmmmmsatuaa (1) — 1-(2,3-mubpommpommn) mzatua (IV) (cxema).
OXunaaoch, 94TO IPH X0 KOHACHCAUNH ¢ 6e3BONEbIM TPI(TOPAIIETATOM KaIUs B
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abcomoraoM JIMCO o6a aToma GpoMa yaacTcs 3aMeCTHT Ha TPH(TOPAETATHEE
FPYIIEl, KOTOPHE, KAK M3BECTHO, JIETKO OMBUISIOTCS B BOXE WUIM Jydme B 5%
somHOM pactBope NaHCO3.

OpHako B pEHCTBUTEIBHOCTH, OBUIO BBIIEACHO COEOMHEHHE C OpyTTO-
opmysoit C11H10BrNO3. B mpomecce yCTaHOBACHHS €ro CTPOCHHS METOROM
AMP "°C paccMaTpHBaiuCh HOBE ANGTEPHATHBHEIE CTPYKTYPH, OTBEUAIOIIHE
MYJIBTHILIETHOCTH HAGMIONAeMBIX CHTHAOB °C: 1- (2-6poM-3-OKCHIIPOIIUIT) 32~
TiHa VI m  wum3omepHOoro emy 1-(2-oxcm-3-6poMopormim)mM3aTHHA. Pacuer
XAMAYECKAX COBMFOB SACP YIVIEPORA METHJICHOBHIX TPYIIN IUIst 9TAX CTPYKTYP C
WCHONIb30BAHAEM HHKPEMEHTOB OpoMa, B3sSTHX H3 [2], M MHKPEMEHTOB M3aTUHA
(Ca=26,5,C8=5uCy=-4,3 M. 0.), HONyYCHHHX CPaBHCHHUEM XWMHUYCCKHAX
COBUTIOB SACD YyiViIEpoma HponaHa ¢ N-TpONAIM3aTHHOM, CHEKTD B¢ KOTOPOTO
npusegeH B [3], maer zHauemwma 68,0 m 38,0 M. A. cooTBEeTCTBEHHO.
JKCIEPIMEHTANPHOE 3HAUCHAE CAMHCTECHHOM METH/ICHOBOM TDYIIEL B MOAYUYEH-
HOM HaM¥ coefuHCHAM pasHO 67,2 M. I., 4T0O OoTBevaer cipykrype VI

IIpu N-anmkwmpopannu usatuna 1 1,2,3-rpubpommponanom npu 50...90 °C
BMecTo coegumEenus 1V oOpasyerca mpoaykr ero aermapobpomupopadusa. [lo
nasaeiM [IMP u coekrpa SMP 3¢, aro0 1-(2-6pomuponer-2-mwr) m3atua (VII).
JTOT pe3ysbTaT SBAMCTCS HCOXHUAAHHBIM, TAK KAk BTOPHYHBIA atom Opoma
OOBIYHO JIMMUHHAPYETCS JETYE NEPBUUHOTO.

W3 onwmcamssx OOBITOB C W3aTHHOM 1V CHEAYET, YTO B peakuugax
HYKIeo(DHIPHOTO 3aMemieHns Ha TPU(TOpAUEeTAT-UOH ¥ SaaMuHEposanusd HBr
VYACTBYET TOJBKO aTOM OpoMa y HEPBHUHOTO YIVIEPOZHOTO aTOMA. BTOPHMUHLIA
atoM 6poMa, HO-BHAMMOMY, SKPAHUPOBAH W3ATAHWA-]-METHIBHBIM OCTATKOM H
TO3TOMY OCTAEeTCS MHEPTHHIM K JedcTemio TpudTopanerarta kamus u K2CO3.

W3 coenmuennit VI u VII 6sumr momyuensl Trocemukapbaszous VIII o IX, 06
HCCIEROBAHME KOTOPHIX OyAeT coobmeno mosmaee. OTMETHM JMIOb, YTO CPERM
HCIBEITaHHBIX $-THOCEMAKAaPGA30HOB H3ATHHOBOTO PSAIA €MHe He OBLIO COSMHEHUM
C TaKMMH (DYHKIUOHAIHHBIMY TPYIIIAME B AJKWIHHOM PAAMKAJC Y aTOMa asoTa,
kak B semecreax VIII = IX.

SKCIHEPUMEHTAJBHAS 9ACTD

Abconotuposaame JIMCO npoBejeHO ABYXKDPaTHOM nEeperoHxoit B sakyyme Haa CaHa.
TpudTopaleTaT Kauus JUIMTEIbHOE BPEMS CYyInUM B Bakyyme Hag P20s no nocrosmuoro seca. 1,2,3-
Tpubpomriponasn I cunTE3MPOBAH M3 SKBUMOISPHBIX KOJIMYECTB CBE)XENEPErHaHHOTO aabpoMuna 1
Gpoma B Oensosne npu +5 °C. Ilocne CTOSHUS B TEUEHME HOUM PACTBOP HPOMBIBAIHM 57, PACTBOPOM
Na2S203, Boo#i, cymmuiy Hax 6e3somubiM Na2S04, 6eH30/1 ynapuBasiv B BaKyyMe U IOJyYEHHOES Beie-
CTBO HMCIOJb30Baiu 0e3 gasnbueiimeit ouucTky. AHAMBUAYANBHOCTh MOJIYUYEHHBIX BEMECTB
koHTposmpoBaiy merogoM TCX na mmactunkax Silufol (3:moentsr Genzon u cMecs GEH0I—alETOH,
4 :1). IlposBrneHue B napax uoza ¥ sBOAHOM pactsope KMnQ4. T onpezesens! Ha opudope Boetius u
HE UCTIPABJICHBI.

Croexrpet IMP Y u B C sanucasns: Ha ciektpomerpe AC-80 (Bruker): 80 MI'u mus lHu20 MI'g
hidi 0 3¢, Mcnombaonans! 5- u 309% pacreopsr B IMCO-Ds cOOTBETCTBEHHO.

CrnexTpsi B¢ zanucans: B peXHMAX MONHOro M uacTuunoro nopasienus CCB ¢ mporoHamu.
XuMHYECKHE CABUTM NPHUBEACHBI B IUKAJIC Jd orsocurexsuo TMC, curaan IMCO-Ds sBasercs
BHYTPEHHUM CTaHgaproM (2,50 M. 1. zuist sinep Hu 39,5 M. 1. anst sEEp 13 C).

1-2,3-Aubpomnponmwn)usatus (IV). A. B 100 v IM®A pacrsopsiot 14,7 r (0,1 Mousis) u3aTuHa
I, nobassmsuor 84,3 r (0,3 mons) 1,2,3-1pubpommponana I 1 20,7 r (0,15 Mosb) K2CO3 1 nepememmearot
6 u ipu 20 °C. PeaknuOHHYIO MacCy BbLTMBAIOT B 1 J1 BOABI, M30bITOK 1,2,3-TprOpOMIIpOnaHa YAQIISIOT
aKcrpaknueit rekcanoM 4 x 100 v, Bogmsii cnoit moaxkucasyot 0 pH 1, skctparmpyror 4 x 100 M
Gensona. O0beauHennsIil GeHI0MBHBIA SKCTPAKT YIAPHBAIOT U XpoMaTorpadupyIoT HA CMIMKarene L
160/100 Mx (300 r) B cucteme GeH301—aueTol, 4 : 1. Berxog xpomatorpadbuuecky uMcToro uzatuHa IV
67%.- Tun 132...137 °C. Haiineno, %: C 38,44; H 2,49; Br 45,47. C11HoBr2NO3. Boruucaeso, %:
C 38,07; H 2,62; Br 46,05; N 4,04. Cnextp IIMP (JIMCO-Dg¢): 4,12 (2H, n, 3= 5,34 I'n, CH>—N);
4,25 (2H, &, °J = 6,9 Tn, CH2—Bn); 4,52...4,86 (1H, M, CH2Br); 7,13...7,87 M. a. (4H, M, Hapom).
Crexrp SIMP °C (IMCO-De): C(2) 158,23 (0); C(3) 182,47 (c); Ca) 138,06 (); C(s) 123,39 (m); Cee)

309



124,45 (m); C(7) 110,92 (m); C(7a) 117,47 (c); C(3a) 150,09 (c); C(1’y 44,96; C(2") 49,33 (w); C(3) 36,17
(1).

B. B 100 mx cyxoro CCl4 cycnesmmmpyzor 18,7 r (0,1 mons) N-ammwmzarura I [4] u no xamnsm
npuianBaioT npu+5 °C 16 v (0,1 Moms) Gpoma. ITocne cTosHus PaCcTBOpA B TEYEHUE HOUH er0 IPOMBIBAIOT
5% pacteopom Na2S203, Bono#t u cywar Haj 6e3pomubivM NazSQ4. Bensos ynapusaior, OCTATOK
KpUCTALIMIYIOT U3 i-PrOH. Brixog 8§2% .

1-(2-Bpom-3-oxcrnponmmnuzarad (VI). B 50 mur abe. JMCO pacreopszor 13,88 r (40 Mmois)
1-(2,3-puGpoMmiporun) usatura IV, nobasnszor 12,1 r (80 mvoan) tpudTopaneraTa Kaaums, TINATEIEHO
BBICYmeHHOro Hag P20s5, u peaknuonHyo cMechk HarpesaroT 4 u npu 120...130°C. Ilocne oxmmaxaeHus
ee spuMBaloT B 500 Ma 59, Bomsoro pacreopa NaHCOs3. Hepes 2 u axcrparupyroT xaopodopmom (10 x
100 mx). OfbemMHEHHbIH SKCTPAKT NPOMBIBAIOT BOAOM (2 x 50 mui), cymar Gessomubiv Na2SOs u
ynapugaror xxopodopm. Iomyuaior 11,3r BI3KOTO cHpONa MHTCECMBHO-KPACHOIO UBETA, COCTOSIIETO B
OCHOBHOM U3 IPONyKTa peaknuu u nzatuna IV. Xpomatorpadueit na cummxaresne L 160/100 mx (300 1)
YUCTHIM GEH30JIOM SMIIOMPYIOT MCXOAHbIN usaTun 1V, CMeChI0 6eH30A—aueToH, 4 1 1, — npoxgyxr VI;
Rr0,43 (Genson—auerton, 5 : 1); 0,73 (xsnopodopm—aneton, 5: 1), 0,60 (aTunanerar—rexcan, 1:1).
Haiimeno, %: C 46,32; H 3,40; Br 28,50; N 4,81. C11H10BrNOs. Berauciaeno, %: C 46,50; H 3,55;
Br 28,12; N 4,93.

1-(2-BpoMuponeH-2-umyu3arus (VI . B 100 ma ceexenepernansoro AM®A pacreopsoor 14,7
(0,1 moaw) mzatuHa I, gobasxmior 84,3 r (0,3 Mons) 1,2,3-tpubpomnponasa (ID), 27,6 r (0,2 monn)
ToHKOH3METHUeHHEOr0 K3CO3 1 peaxMoHHyIo cMech HarpesatoT 4 1 ipu 60...70 °C. Tlocne oxnaxpedus
€¢ BBUIMBAIOT B 1 J1 BOABI M SKCTPaKIKed TeKCaHoM yHamsioT m3bitok 1,2,3-rpubpommponana. Bogsbiit
c10i1 nogxucaszot ko, HCI go pH 1, ocanox npoaykra VI oTaensor, CymaT Ha BO3AYXE U 3aT€M Haj
P205, kpucTawmsyioT 13 Gessomuoro Gensona. Beixox 70%. Twr 113...115 °C. Haineno, %: C 49,43;
H 2,91; Br 29,46; N 5,18. C11HgBrNO2. Brraucieno, %: C 49,65; ¥ 3,03; Br 30,03; N 5,26. Cnexrp
TIMP (JIMCO-De): 0,21 (1H, 1. 1,2/ =2,66, “7=1,5 Tn,, =CH2); 4,61 (2H, n. 1, *7=1,51,7=1,16 T,
CH>—N); 5,70 (1H, x. 1, 27=2,66, *7=1,16 Ty, =CH2); 7,13...7,86 M. . (4H, M, Hapom) . Criextp SIMP
Bc (IMCO-De): C2) 157,63 (0); C(3) 182,38 (); C(s) 138,10 (; C(5) 123,52 (m); C(s) 124,46 (m);
C(7) 111,04 (m; C(z) 117,39 (c); C(o) 149,72 (0); C(1) 46,97 (1); C21) 125,48 (c); C3) 120,14 (7).

ﬁ—TnocemapGasoH 1-(2-6pomnponen-2-wiusarana (IX). Cmecs 5,32 r (20 Mmoms) usaTuHa
VI, 2 r (24,7 mMons) TroceMuxapbasuna B 150 mx i-PrOH uarpesator 4 1 ipu 50...60 °C u octasusnor
Ha Houb. OCAafOK OTHAEJSIOT M KPUCTALTHIYIOT u3 i-PrOH. Brixon 5,56 r (82%). Tux 220...225 °C.
Haiineno, %: C 42,53; H 3,30; N 16,42. C12H11BrN4OS. Beruucsero, %: C 42,49; H 3,27; N 16,52.

B-TrocemurapGason 1-(2-6pom-3-oxcunpomanusarana (VID) nonyuen u3 coefunerms VI mo
MeTORMKe CHHTe3a semectia IX. Boxon 78% . Tox 188...189 °C (mocxe AByXKpaTHOW KPHUCTAIUIU3ATIMH
u3 i-PrOH) . Haiigeso, %: C 40,44; H 4,16; N 15,21. C12H13BrN4O2. Boraucneno, %: C 40,34; H 3,67;
N 15,68.
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