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Peaxmus 1-amunn3atunoB ¢ pearentoM JKupapa T mpoTekaeTr ¢ OTIICIICHHEM alMIbHOTO 3aMECTUTENS U
o0pa3zoBaHUEM HM3aTHH-3-THAPA30HA C YCTBEPTUIHBIM aTOMOM a30Ta B OOKOBOH menu. 1-(AMUHOMETHII)H3a-
THHBI B 32aBUCUMOCTH OT CTPOEHMSI 3aMECTUTEIIS B ITOJIOKEHUU | B3auMozneicTByoT ¢ peareHToM XKupapa T ¢
00pa3oBaHHEM THAPA30HOB JUOO C OTIICIUIEHHEM aMHHOMETIIIBHOTO 3aMECTHTEIIA, JINOO C €r0 COXpPaHCHHEM.
[Ipon3BoaHbIC M3aTHHA, HE COACPIKAIINE 3aMECTUTEICH B apOMAaTHIECKOM (pparMeHTe, MPOSIBILIIOT YMEPEHHYTO
aKTUBHOCTh B OTHOIICHHH I'PAMIIOJIOKHUTENBbHBIX OakTepuil S. aureus 209p u B. cereus 8035. YcraHoBnena

HU3Kasg TCMOTOKCUIHOCTD IMOJTYICHHBIX COGHHHCHHﬁ.
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Wzarun (1 H-uam0m-2,3-110H) U €T0 IPON3BOIHBIC
HUMEIOT IJIOCKYIO LUKIMYECKYIO0 CTPYKTYPY U BBICO-
KyI0 cTeneHb comnpspkeHus. OHM HaxomAT LIMPOKOe
IIPIMEHEHHE B KOHCTPYHPOBAHHUH OPTraHUYECKHX
(hyHKIIMOHAITEHBIX MaTepHAJIOB Pa3IMYHOTO Ha3HaYe-
Hus [1-6]. M3aTuH Jierko mnojasepraeTcs riy0oKoi MO-
T(UKAIUK, ero MPOU3BOJHBIE OTHOCATCS K Kiaccy
MPUBUJIETUPOBAHHBIX T'€TEPOLMKIMUYECKUX CTPYKTYP
[7, 8], Ha OCHOBE KOTOPBIX KOHCTPYHPYIOT OHOIOTH-
YEeCKHM AaKTHUBHBIE BEIECTBAa JOCTAaTOYHO IIHUPOKOTO
CHEKTpa ACHCTBHUS, B CBSI3U C YeM HaWOOJIbIIIEe YHCIIO
myONUKanuii 0 CHHTE3y W WCCIIEOBAaHHUIO CBOWCTB
H3aTHHA U €r0 MPOM3BOIHBIX OTHOCUTCS K 00IacTH
dhapmanerTuueckoit xumuu [9-12]. IIpousBomHbIe
W3aTHHA O00JaJaf0T BBICOKOW IPOTHBOBHPYCHOMH,
MIPOTUBOTPUOKOBOM, aHTHOAKTEPHAIHLHOW, aHTHIIPO-
nudepaTUBHOM, MPOTHBOOITYXOJIEBOH, MPOTHBOBOC-
MMaTUTEIPHON, aHTUANAOCTUICCKOW, aHTUTHIEPTEH-
3UBHOU U ITPOTHUBOCYIOPOKHON aKTHBHOCTBIO (cxeMa 1)
[13-21].
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C y4eToM MHOTOYHCIICHHBIX IaHHBIX 10 CHHTE3Y H
HCCIIEIOBAaHUIO OMOJIOTUYECKOW aKTHBHOCTH OCHOBA-
Hui MaHHMXa, TOTy4YeHHBIX U3 u3zaruHa [10, 22-24],
HaMU TIPEANPUHITA TONBITKA (YHKIIMOHATN3AINT
psana 1-(aMMHOMETHII)M3aTHHOB aleTHIITHIPA3UIaMU
C YETBEPTUYHBIM a30TOM B MOJIOKEHUH 2.

Ha nepsom 3Tane Bo B3aMMOAEHCTBUE C U3aTHHAMU
1-4 6bu1 BBeneH peareHT XKupapa T 5. Peakiuto nipo-
BOJWJIM IIPU HAarpeBaHWUHU B 3TAHOJIE B MPUCYTCTBHU
KaTaTUTHIECKUX KOJIMYECTB TPU(PTOPYKCYCHOM KHC-
noTel (cxema 2). Ananus SIMP 'H, *C u macc-cniek-
TPOB IPOIAYKTa peakuuu 9 ykazaa Ha OTCYTCTBHUE
aMHUHOMETHJILHOTO 3aMECTUTENs B MOJOKeHuu 1 re-
Tepouukia. B macc-criektpe coeaunenus 9 npucyt-
CTBOBAJI MUK KaTuoHa ¢ Maccor 261. Cnekrpsr SIMP
'"H u BC coenunenns 9 moiHOCTbIO COBHAANM C
onucaHHbIMU paHee [25-27]. VI3 npoayKToB peakiuit
M3aTUHOB 3, 4 ¢ pearcHTOM 5 B YHCTOM BHC OBLIH
BBIJICJICHBI 2-(TTUTIepa3uH- | -Wil) TUPUMUINH U LHIPO-
(IIOKCalH COOTBETCTBEHHO. AHAJIOTMYHBIM 00pa3oM
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C peareHToM 5 B3aMMOJEHCTBYIOT |-alMIN3aTHHbI
6-8. [Ipu sToM IUKITHYECKasE CTPYKTypa U3aTHHA CO-
XpaHsICeTCS B OTIUYHE OT paHee OMUCAHHBIX PEaKITHit
aMUHOB W THAPA3UIOB C |-anuin3aTHHAMU, TIPOTEKa-
IOIIUX C PACKPBITUEM TUOKCUHIOIBHOrO LKKIIa [28].

B otnuuue ot coequnenuii 1-4 u 6-8 npoussoanoe
nzatuHa 10 ¢ 6eH30TpHa30NbHBIM (HParMEeHTOM B3au-
MoJieiicTByeT ¢ peareHToM JKupapa T B aHaJOTMUHBIX
ycnoBusIX [27] ¢ COXpaHEHHEM 3aMECTUTENSI B TTOJIO-
XKeHuH 1 1 00pa30BaHUEM C BBICOKMM BBIXOJOM THapa-
30Ha 15. CoxpaHeHne B CTPYKType NPOAYKTa peaKkLuu
1-apuIaMIHOMETHIILHOTO 3aMECTHUTENS MOATBEPAKIa-
ercst HanuuueM B criektpe SIMP 'H Bocbmu curnanos
B CJ1a0OM T10JI€, COOTBETCTBYIOIIMMH apOMaTHIECKUM
IIPOTOHAM MHJOJIBHOIO U TPUA30JIbHOTO ()parMeHTOB,
a TaK)ke CHHITIETOM ITPOTOHOB METHUJIEHOBOTO CIIeHce-
pa opu 6.61 M. 1. MeTUIEHOBbIE U METUJIBHBIE MPO-
TOHBI TUJIPa30HHOTO (parmenTa B cnekrpe AMP 'H
MIPOSIBIIAIOTCS B BUIE CUHITICTOB Tipu 4.82 1 3.29 M. 1.
COOTBETCTBEHHO. B Macc-cnekrpe coenuHeHus 15

JKYPHAJI OBIIENA XUMHH Tom 90 Ne 9 2020

MPUCYTCTBYET MUK MOJEKYJISPHOTO MOHA ¢ m/z 392,
COOTBETCTBYIOLIMI Macce KaTnuoHa conu 15.

C nenpro Moay4yeHHs! BOAOPACTBOPHUMBIX AIlMIITH-
JPa30HOB M3aTHHA, 00JaA0IINX BBIPAXKEHHON aHTH-
MHUKPOOHOI aKTMBHOCTBIO [29-35], Hamu ObLT TOTY-
YeH psii OEH30TPHUA30JbHBIX MPOM3BOAHBIX M3aTHHA
11-14 c 2neKTPOHOOHOPHBIMH M 3JIEKTPOHOAKIIEI-
TOPHBIMH 3aMECTHTEIIIMH B OeH30()parMeHTe M3aTh-
Ha aJKWINPOBAHNUEM HATPUEBBIX COJIEH 3aMeIeHHBIX
M3aTHHOB 1-(Xj0pMeTHiT)0eH30TprazonoM. Ha ocHo-
Be coequuennii 11-14 ¢ BBICOKMMHM BBIXOJAMH ObLIA
MOJIyYEeHbl BOJOPACTBOPHMBIC THIpa3oHbl 15-19 ¢
TPUMETUIAMUHUEBOM I'PyNIION B allMJIBHOM OCTaTKe
ruzgpa3ona (cxema 3).

[Tony4yennsle HaMU paHee pe3yNIbTaThl YKa3bIBa-
FOT Ha BJIMSIHUE CTPOCHUS KAaTHOHHOTO IICHTpA W 3a-
MECTHUTENICH B apOMaTuYecKoM (PparMeHTe Ha CelieK-
THBHOCTh M ypPOBEHb AHTHMHKPOOHOW aKTHBHOCTH
N'-(M3aTHH-3-WIHJICH )allWITHAPA3UI0B €  YeTBEp-
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TUYHBIM aTOMOM a30Ta B amiIbHOHN Tpymme [33-35]. CoxpaHeHHE WM30MHAOIBHOTO 3aMECTHTENS B

[IpuaMMas 3To BO BHUMaHWE, MBI CHHTE3HPOBAIU
aruIruIpa3onsl 2227 ¢ pparmMenTamu 2,3-1UMETHII-
nupuauHus 20 WM MOHOKBATEPHU3MPOBAHHOTO JIH-
azabunmkimookrada 21 (cxema 4).

B mponmomxeHue ucciaenoBaHUS BIUSHUS CTPOE-
HUS aMUHOMETHJIBHOTO 3aMECTUTENsS B TOJOKEHUHU
1 m3arvHa Ha HaIpaBliEHUE PEaKIUH BO B3aUMOJIEH-
crBue ¢ pearenToM JKupapa T 5 ObU1 BBeA€H M3aTHH
28, 3aMenIeHHbBIN 1,3-A10KCOM30MHI0INIMETUILHBIM
(bparmenTom B mojtoxkeHuu 1 (cxema 5).

CTPYKTYp€ MOJIy4eHHOTO THIpa3oHa 29 noka3aHo Me-
togamu SIMP 'H u '3C, cocTaB — naHHBIME Macc-CIeK-
TPOMETPHUH U JIIEMEHTHOI0 aHaiu3a. B cniekrpe AMP
'H coenunenus 29 B o6nacty c1aboro 1oius, Kpome
TpeX CUTHAJIOB apOMAaTHYECKUX TMPOTOHOB 2-OKCO-
WHJ0J-3-WINACHOBON TPYIIIbI, MPUCYTCTBYET CIIOXK-
HBIH MYJNBTUIUIET B oOmactu 7.87—7.91 M. 1. ¢ uHTe-
rpajbHON HMHTEHCUBHOCTHIO 4H, cooTBeTcTByrOmIuUit
pe30HaHCy HOPOTOHOB  1,3-IHOKCOU30MHAOIBHOIO
¢parmenTta. IIpoTOHBI METHIICHOBOH CBS3KH MEKITY
TeTEepOIMKIaMH TPOSBIAIOTCS B BUJE CHUHIVIETA NPHU

JKYPHAJI OBIIEM XUMMWUU tom 90 Ne 9 2020
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Cxema 5.
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5.60 M. 1. B cnekrpe SAMP 13C B obnactu crnaboro
OJISL IPUCYTCTBYIOT TpU curHana mpu 159.79, 161.98
u 166.97 M. 1., OTHOCSIIMECS K aTOMaM yriiepofa Kap-
OoHMNBHEIX Tpymnn. [locmexnnii curHam MMeeT BBI-
COKYI0O HMHTEHCHBHOCTH, YTO TIO3BOJISIET IPHUITMCATH
ero KapOOHWIIBHBIM TPyNIaM W30MHAoNA. B crekrpe
SAMP 3C-{dept} mposBAAIOTCA 5 CHIHANOB IIPOTO-
HHUPOBAHHBIX apOMATHICCKUX aTOMOB yTIIepoja, IBa
CHUTHAJIa IBYX METHUJICHOBBIX aTOMOB YIJIEPOIa U OIMH
MHTCHCHBHBIN CHUI'HAJ] METHJIbHBIX aTOMOB YyIJepoja
mpu 53.51 m. 1.

[IpousBonubie uzaruna 10—14 u anuaruapa3zoHbI
Ha WX OCHOBE OBUIM HCCIIEJOBaHBI Ha aHTUMHUKPOO-
Hylo (OakTepuocTaTndeckylo, (yHIHCTaTHYECKYIo,
OakTepuUUIHYI0 ¥ (DYHTMUMAHYIO) aKTHBHOCTbH i
vitro B nuana3one koHuneHtparuii 500-0.97 mxr/mn
(tabm. 1). U3 Bcero psija HOBBIX COETMHEHUN YMEPEH-
HYIO aKTUBHOCTb B OTHOWIEHUH S. aureus 209p u B.
cereus 8035 mposiBUIM npousBogHoe uzaruHa 10 u
TUAPA30H Ha ero ocHoBe 15, He coxepkaliue 3ame-
CTUTEJII B apoMaTHueckoM (parmente m3aruHa. Ilo
OakTeprocTaTHIeCKOMY AeHCTBUIO coenuHeHne 10
MIPEBOCXOIUT KOHTPOJIb B OTHOIICHHH S. aureus 209p
B 2 paza, a B oTHomeHUU B. cereus 8035 HaxoguTcs
Ha ero ypoBHe. OIeHKa TeMOTUTUYECKOTO JEeHCTBUS

29

coeMHEHUM 22-27 B OTHOUICHUU SPUTPOIUTOB
KpOBU YENIOBEKa B JMAaNa3oHe KOHIEHTparuil 125—
3.9 MKr/mMi mokasana, 4TO HCCIEIyeMbIE COEINHEe-
HHSI HE 00JIaJal0T BBICOKOH TeMOIUTHYECKON aKTHB-
HOCTBIO B KOHIIEHTpalusAX < 62.5 MKr/mi, MpHu KOTO-
PBIX BBI3BIBAEMBI UMM Te€MOJIHM3 HE IpeBblaer 2%
(tabm. 2). Tokcuueckoe neicTBUE cOeNMHCHUN 2227
B OTHOIIIGHWU 3PUTPOIMTOB KPOBH YellOBeKa Ha 2—3
nopsinka Hike, yeM y I'pamunummuna C. Ilostomy
MMEIOTCSI XOPOIITNE TePCIIEKTHBBI NCCIIEIOBAHUS HO-
BBIX COCAMHCHHUHA Ha TPEIMET MPOSBICHUS UMHU TIPO-
THBOOTIYXOJICBBIX, TIPOTUBOTYOCPKYIC3HBIX U APYTHX
BHJIOB aKTHBHOCTH, TIOCKOJIbKY MHOTHE TTPOW3BOIHEIC
OeH30TpHa30JIa 00IAIAl0T MHUPOKUM CIIEKTPOM OHO-
JIOTUYECKON aKTUBHOCTH [36, 37].

Takum oOpazom, peakuus |-alMIM3aTHHOB C pe-
arenToM JKupapa T mporekaeT ¢ coXxpaHEHHEM IIf-
TUWIEHHOTO [MKJIA M C OTIIEIJIEHHEM aluiIbHOIO
3aMmectutend. B3aumopeiictBue  1-(aMmHOMETHIT)
W3aTHHOB C  2-(TpUMETHJIaMUHUI)3aMeleHHBIMU
aleTOruIpa3uaMu MOXKET MPOTeKaTh MO JIBYM Ha-
npaBieHusIM. EcaM aMMHOMETHIIBHBIM 3aMECTHTEINb
NPEACTaBIsCT COOON HACHILECHHBIN LMK WIN SIBIIS-
€TCsI ALMKIMYECKUM, PEaKLHsl IPOTEKaeT aHAJIOTUIHO
l-anunu3aTuHaM; €CJIM )K€ aTOM a30Ta aMUHOMETHIIb-

Tab6auua 1. AHTUMUKPOOHAs aKTUBHOCTH coequHeHui 10 n 152

Coenunenrie MIC, mxr/mn
S. aureus B. cereus E. coli | P aeruginosa | A. niger | T. mentagrophytes | C. albicans
10 31.3 62.5 >500 >500 >500 >500 125
15 250 >500 >500 >500 >500 >500 >500
XnopambeHUKoI 62.5 62.5 125 - - - -
Ketokonazon - - - - - 3.9 3.9
Bakrepunuanas u GyHrHIUIHAS AKTHBHOCTh
10 31.3 250 >500 >500 >500 >500 >500
15 250 >500 >500 >500 >500 >500 >500

#Coenunenus 11-14, 16-19, 22-27, 29 He nposBUIN AKTUBHOCTH.

JKYPHAJI OBIIENA XUMHH Tom 90 Ne 9 2020
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Tabauna 2. ['emomuTrdeckoe aelcTBre coequueHuit 22-27 (¢ = 125-3.9 mxr/m)

CoenuneHne Temonus, %
125+ 10 625+53 31.3+£2.7 156+1.2 7.8+0.6 39+0.3
22 0.3+0.03 0 0 0 0 0
23 0.5+0.04 0 0 0 0 0
24 0 0 0 0 0 0
25 0 0 0 0 0 0
26 1.9+0.2 0.9 +0.05 0.1+0.01 0.3+0.02 0 0
27 0.9 £0.06 0.7+0.07 0 0 0 0
I'pamunuaun C 100.0+£9.2 99.2+7.8 98.2+8.4 242422 1.5+0.1 0.50+0.03

HOI'0 3aMECCTUTCIIA BXOOUT B COHpSI)KCHHbeI UK, TO
OTHICIIJICHUSA HC IMPOUCXOIUT. HOHy‘-IeHHLIe COCaUHEC-
HUA HUMCIOT HHU3KYI0 T'€MOJIUTHUYCCKYH) aKTHUBHOCTH
W TNCPCIICKTUBHBI IJIA HUCCJICAOBAHUA HA PA3JIMIHBIC
BUBI OHOIIOrMYEeCKO aKTUBHOCTH.

OKCIIEPUMEHTAJIBHA S YACTD

UK cnexTpsl 3anmcansl Ha criekrpomerpe Bruker
Vector-22 1t CycnieH3Ui BEIECTB MEXy IJIaCTUHA-
mu KBr. Cniextpst IMP 'H u '3C 3apeructpupopass
Ha npubope Bruker Avance-400 (400 u 100.6 MI'ig
cootBeTcTBeHHO) W Bruker Avance-600 (600 wu
150.9 MI'T cOOTBETCTBEHHO). XHUMHYECKHE CIABUTH
MPUBCACHBl OTHOCUTEIBHO OCTATOYHBIX CHUTHAJIOB
JNEHTEPUPOBAHHOTO  PACTBOPHUTENA. lemmeparypbl
IJIaBJICHUS M3Mepsutu Ha ipudope SMP10 Stuart, sme-
MEHTHBIH aHaJIN3 TIPOBOAMIIN C UCTIOIH30BaHNEM aHa-
nmu3aropa CHNS-3.

T'uppazunet 20, 21 [38] u npou3BOAHBIC U3aTHHA
1-4, 7 [39—41] nony4eHsl IO OMUCAHHBIM paHEEe Me-
TOMIKaM.

1-[4-(XunopmeTnia)oenzon|-1 H-ungoa-2,3-1u-
oH (8). K pactBopy 1.47 t (10 mMMoinb) m3aThHa B
20 man IM®A npu nepeMemMBaHUM NpPU KOMHAT-
Hol Temmeparype nodasnsum 0.42 T ruapuga HaTpus
(10 mMmomb, 60%-Hast CycleH3UsI B MHHEPATHLHOM
Mmacie). Uepe3 30 MUH B peakIHOHHYIO MaccCy IpH
OXJIX/ICHUU BOJTHOW OaHEell cO JhJOM MEIJICHHO
npubassu 1.89 T (10 MMoinb) 4-(XI0pMeTHIT)0CH-
sousxyiopuja. IloydeHHslil pacTBOp MepeMeEIuBaIu
1 9 mpu 25°C, 3atem BpuHBaM B cMech 50 T abaa
u 50 mu Boabl. [locne caMonpou3BOJIBLHOIO HAarpeBa-
HUs pacTBopa a0 25°C kenTelii 0cagoK OT(UIBTPO-
BBIBQJIY, TIPOMBIBAIH JTUATHIOBBIM 3(UPOM M CYIIIU-
nu B Bakyyme (18 mm pt. cT.). Beixox 2.48 1 (83%),
T. 1. 159°C. UK cnekrp, v, cM': 2910 (C-H), 1716
(C=0), 1618 (C=C), 1529, 1455, 1347, 1291, 1155,
1023, 888, 839. Cnekrp SIMP 'H (CDCl;), 8, m. a.

(J, T'm): 7.86-7.84 m (1H, H*), 7.83-7.67 M (4H, H®,
H7, H'), 7.54 n (2H, H'?, 3Jyy = 8.4), 7.39 1. 1. 1
(1H, H'2, 3Jyy = 7.6, 3Jqy = 7.5, gy = 0.8), 4.66
¢ (CH,CI). Macc-ciextp (MAJIAN), m/z: 300 [M +
H]". Haiineno, %: C 63.90; H 3.15; C1 11.60; N 4.48.
C6H;(CINO;. Beraucneno, %: C 64.12; H 3.36; Cl
11.83; N 4.67.

N,N,N-TpumeTni-2-okco-2-[2-(2-okco-1,2-11-
ruaApo-3H-uH0J-3-UauAeH)THAPa3HHIJI |3 TaH-
1-amunusa xjgopua (9). K cmecu npouszBOaHOTrO
I-(amunometrum)uzatuHa 14 wim 1-ammsatuHa
6-8 (5 mmonp) u pearenta Xupapa T 5 (5 mmosb)
B 7 M aOCOJIOTHOTO 3TaHoja N00aBIsUIM 3 Karuu
TPUPTOPYKCYCHOM KHUCIOTHI. PeaknmoHHyI0 Maccy
HarpeBaJd Npu KuneHuu pactBoputens 2 4. Ilocne
CaMOIIPOU3BOIBHOTO OXJIAXKIEHUS PACTBOPA JIO KOM-
HaTHOW TeMITepaTypsl 0CaI0K COSTUHEHUS 9 OThUITh-
TPOBBIBAIM, MPOMBIBATHM A0COIIOTHBIM JIUITHIOBBIM
a¢upoM U cymmia B Bakyyme (12 mm pt. ct.). Beixon
93%, sxenterii mopommok, T. wi. 183°C (1. mn. 185°C
[25-27]). Bce dhm3uko-XxuMHYECKHE XapaKTePUCTHKU
(ciektpet MALDI, UK u SIMP) nonHoCThIO coBNaia-
JIM C ONMCAHHBIMH paHee.

OO0mas MeToAMKa CHHTe3a NMPOM3BOAHBIX H3a-
TiHa 10-14. K pacTtBopy M3aTuHa WM ero S-3ame-
eHHOTo pon3BoHOTO (10 MMoib) B 20 M JIMDA
mpu niepemernuBanuu pu 10°C gobaBmsmm 0.42 1
(10 mMmomb, 60%-Hast CyCNIEeH3US B MHHEPAIHLHOM
Maciie) ruapuaa Harpust. Yepes 30 MUH K peakLMoH-
Hoit macce mipu 25°C moGasmsumu 1.68 T (10 Mmounb)
1-(xmmopmernn)-1H-6en30[d][1,2,3]rpuazoma. Ilomy-
YeHHbIH pacTBOp nepememnBanu npu 25°C 1 4, 3arem
BeUIMBaIHA B cMmech 50 r apga u 50 mu Boxawl. Ilocne
CaMOIIPOM3BOJILHOTO HarpeBaHmsi pacTBopa a0 25°C
0CaJ0K OT(HIETPOBBIBAIIH, TIPOMBIBAIIN JTUITHIIOBEIM
3¢upOoM H Cylmmin B Bakyyme (18 MM pT. cT.).

1-[(1H-ben3o|d][1,2,3]Tpua3on-1-ua)meTun|-
1H-unp0a-2,3-quon  (10). Brixog 2.34 1 (84%),

JKYPHAJI OBIIEM XUMMWUU tom 90 Ne 9 2020
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opaH)xeBbIil mopoiok, T. wi. 188°C. UK cnekrp, v,
em!: 2998 (C-H), 2824 (C-H), 1747 (C=0), 1614
(C=C), 1470, 1358, 1343, 1305, 1278, 1210, 1158,
1095, 768, 749. Cnextp SIMP 'H (CDCl;), & m. 1. (J,
Im): 8.03 yur. o (1H, H', 3/, = 8.4), 7.86 1 (1H,
H'0, 3/ = 8.4), 7.66-7.62 m (2H, H*, H®), 7.60 ym.
n (1H, H?, 3Jyy = 6.9), 7.53 0. 1. n (1H, H'2, 3Jyy =
7.3, 3gy = 7.2, Yy = 0.7), 7.39 1. 1. o (1H, HY,
3 = 7.3, 3y = 7.2, gy = 0.6), 7.16 1. 1. o (1H,
H>, 3y = 6.7, 3Jyy = 6.5, Uy = 1.9), 6.54 ¢ (2H,
CH,). Cnektp SIMP '3C (CDCl,), 8¢, M. a. (J, T'n)
(B ckoOKax mpuBENeH BUJ cuUTHaia B crekTpe SAMP
BC{'H}): 181.45 1 (¢) (C3, 3Jyc = 3.3), 157.96 T (¢)
(C?, 3Jye = 2.9), 148.65 M (c) (C7¥), 146.10 1. 1 (c)
(C'", 3Jy4c = 10.0, 3Jyc = 9.6), 138.91 1. 1. 1 (c) (CS,
Wye = 162.7, 3Jye = 7.8, 2y = 1.9), 132.04 M (c)
(C%), 128.68 1. 1. 1 (c) (C', IJHC =161.8, 3Jyyc = 8.0,
2Jue = 1.4),125.65 1. 1 (c) (CH, 'y = 166.1, 3y =
7.5), 124.90 1. m (c) (C12 e = 164.0), 124.80 1. 1
(©) (C3, Uye =162.4, 3J4c = 7.8), 120.01 1. 1 (c) (C7,
lJHC— 166.1, 3Jyc = 8.1), 117.51 1. 1 (c) (C*%, 3Jyc =
8.3, *Jyc = 7.4), 111.79 ym. 1. 1 (c) (C'3, 3Jye = 7.9,
HaJIOKEHHE ¢ KOMIIOHEHTOM CUTHAJIa Clo) 110.09 1. n.
1(c) (C' 1y =168.3, 3Jyc = 8.3, 2y = 1.4), 50.87
T (c) (C3, 1Jyyc = 155.6). Haiineno, %: C 64.74; H 3.62;
N 20.13. C;5sH,(N4O,. Boruncneno, %: C 64.60; H
3.51; N 20.02.

1-[(1H-Bben3o|d][1,2,3]Tpua3on-1-ua)mern]-
5-merua-1H-unpoa-2,3-quon (11). Beixog 2.71 T
(93%), opamxeBblii mopomok, T. i 185°C. UK
ciextp (KBr), cm™': 3012 (C-H), 2924 (C-H), 1742
(C=0), 1726 (C=0), 1622 (C=C), 1492, 1334, 1206
(N=N), 1131, 1060, 749. Cnextp IMP 'H (CDC13), d,
M. 1. (J, T): 8.04 1 (1H, *Jyyy = 8.4), 7.86 1 (1H, 3y =
8.3), 7.54 1 (1H, 3Jyyy = 7.7), 7.49 0 (1H, 3Jygq = 8.1),
7.44-7.39 M (3H), 6.53 ¢ (2H, CH,), 2.31 ¢ (3H, CHj;).
Macc-cuiekrp (3VY), m/z: 332 [M + K]*. Haiineno, %:
C 65.60; H 4.02; N 19.01. C,;H,N,O,. Berancneno,
%: C 65.75; H4.14; N 19.17.

1-[(1H-Bben3o|d][1,2,3] Tpua3oa-1-wir)mermi|-5-
stui-1H-una0i-2,3-1uon (12). Berxon 2.72 1 (89%),
OpamXkeBbIi mopomiok, T. 1. 154°C. UK cmekrp, v,
em!: 2964 (C-H), 2931 (C-H), 1743 (C=0), 1620
(C=C), 1489, 1358, 1346, 1206, 745. Cnexrp SIMP
'H (CDCly), &, m. a. (J, Tw): 8.05 1 (1H, 3y =
8.3), 7.87 n (IH, *Jyy = 8.3), 7.56-7.51 m (2H),
7.47-7.38 m (3H), 6.53 ¢ (2H, NCH,), 2.60 x (2H,
3y = 7.6, CH,), 1.18 T (3H, *Jyy = 7.6, CH;). Macc-
criektp (MAJIJIN), m/z: 307 [M + H]". Haiineno, %:
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C 66.51; H 4.49; N 18.03. C;;H4N,O,. Beruucneno,
%: C 66.66; H 4.61; N 18.29.
1-[(1H-ben3o[d][1,2,3]Tpua3on-1-ua)mern|-
5-¢pTop-1H-unnon-2,3-nuon  (13). Beixon 2.81 r
(95%), T. 1. 132°C. UK cnextp, v, cM': 3061 (C-H),
2931 (C-H), 1755 (C=0), 1625 (C=C), 1487, 1335,
1269, 1199, 821, 737. Cnexrp AMP 'H (CDCly), 3,
M. . (J, T): 8.05 yur. 1 (1H, 3Jyy = 8.4), 7.85 1 (1H,
S = 8.4), 7.64 1. 1 (1H, 3JHH = 8.6, Yy = 3.6),
7.85 yur. 1. 1 (1H, 3y = 7.8, 3y = 7.4), 7.39-7.43
M (1H), 7.38 1. 1. 1 (1H, 3Jpy = 8.6, 3Jyy = 8.6, Yy =
2.6),7.32 1. 1 (1H, 3Jpy = 6.4, 4Jjyq = 2.6), 6.54 ¢ (2H,
CH,). Macc-criektp (MAJIJIN), m/z: 297 [M + H]".
Haiineno, %: C 60.61; H 2.90; N 18.83. C,sHoFN,O,.
Brranciieno, %: C 60.81; H 3.06; N 18.91.
1-[(1H-ben3o|d][1,2,3]Tpua3oua-1-un)merus|-6-
opom-1H-unnou-2,3-quon (14). Beixon 3.21 1 (90%),
opaHxkeBbIi mopomok, T. mwi1. 204°C. UK cnekrp, v,
em ! 3078 (C-H), 2925 (C-H), 1763 (C=0), 1740
(C=0), 1606 (C=C), 1431, 1353, 1193, 1060, 753.
Cnekrp AMP 'H (IMCO-dy), 8, m. a. (J, T'n): 7.98
1 (1H, 3y = 8.0), 7.91 a (1H, 3Jyyy = 8.3), 7.84 1
(1H, */yyy = 1.5), 7.54 ym. 1. 1 (1H, 3y = 8.0, 3y =
8.3), 7.44 n (1H, 3Jyy = 7.9), 7.32 0. n. n (1H, 3Jyyyy =
8.0, 3y = 8.0, Yy = 1.4), 7.17 n. 1 (1H, 3Jyy =
7.9, 4y = 1.5), 6.62 ¢ (2H, NCH,). Haiineno, %: C
50.29; H 2.41; Br 22.20; N 15.58. C;5HyBrN,O,. BrI-
yuciieno, %: C 50.44; H 2.54; Br 22.37; N 15.69.
1-[(1,3-Auokco-1,3-nuruapo-2 H-u30uHmo0Ja-
2-ua)metuial-5-xmaop-1H-ungon-2,3-1uon  (28). K
pactBopy 1.5 r (8.3 Mmmomn) S5-xmopuzaruaa B 20 M
AM®A npu mnepeMelmuMBaHUM MpPU  KOMHATHOM
temneparype pob6asmsuin 0.33 T rHIpuna HaTpus
(13.8 mmonb, 60%-Hasi cycneH3usi B MUHEPaJIbHOM
Mmaciie). Yepe3 30 MUH K PeakIMOHHOM Macce J100aB-
s 1.89 r (8.3 mmonb) 2-(6pommern)-1H-u30uH-
non-1,3(2H)-nnona (2-6pommermndramumuna). Ilo-
JydeHHBIH pacTBOp mepemMermuBaiy 8 4 mpu 25°C,
3areM BbUIHBaiIU B cMech S50 r npma v 50 M1 BOXEL.
[Tocne camompon3BOIBHOIO HArPEBaHUS PACTBOPA 110
25°C opamKeBBIil 0CaloK OT(UIBTPOBBIBAIN, MPO-
MBIBIA AMATHIOBBIM 3(HUPOM H CYHIMJIH B BaKyyMme
(18 MM pt. cT.). Beixon 2.73 r (97%), 1. 1. 210°C. UK
cnekrp, v,cMm : 2997 (C-H), 1765 (C=0), 1719 (C=0),
1697 (C=0), 1608 (C=C), 1481, 1437, 1315, 1300,
1151, 1101, 735. Cnexrp SIMP 'H (JIMCO-dy), 5, M. 1.
(J, Tn): 7.92-7.85 m (4H), 7.79 n. n (1H, HS, 3/, =
8.6, 4y = 2.0), 7.54 n (1H, H*, “Jyy = 2.0), 6.92 1
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(H, 3Jyyy = 8.4), 5.52 ¢ (2H, NCH,). Macc-cniekTp
(MAJIIN), m/z: 341 [M + H]". Haiineno, %: C 59.78;
H 2.47; C110.29; N 8.03. C;;HyCIN,O,. BrruncneHo,
%: C 59.93; H2.66; C110.41; N 8.22.

O0mas MeTonMKa CHHTe3a ruapa3soHos 15-19,
22-27, 29. K cmecu npousBonHoro uzaruna 10-14,
28 (5 MMOIb) W COOTBETCTBYIOIIETO THIpazuaa
(5 MMonB) B 7 MJT aOCOIOTHOTO dTaHOJA JOOABISLTH
3 karm Tpu(TOPYKCYCHON KUCIOTHI. PeakimoHHYO
MacCy HarpeBaJid MpH KUIICHUW PACTBOPUTENS 2 d.
ITocne camMOmpoOU3BOIBLHOTO OXJAXKACHUS PacTBOpa
JI0 KOMHATHOM TEeMIIepaTrypbl 0CaJI0K OT(PHILTPOBBI-
BaJii, TIPOMBIBAIIM aOCOJIFOTHBIM JIUATHIIOBBIM 3()u-
poM u cymuiu B Bakyyme (12 MM pT. CT.).

2-{2-[1-(1H-ben3o|d][1,2,3]Tpuazoa-1-uame-
THJI)-2-0Kc0-1,2-muruapo-3 H-unaoa-3-uanjaeH|-
ruapasuHna}-N,N,N-TpuMeTua-2-0Kco3TaH-1-
amunusa xjopua (15). Bexog 92%, xenteri mo-
pomok, T. 1. 228°C (pasn.). UK cnextp, v, cM '
3430, 3017, 1693, 1612, 1452, 1404, 1354, 1281,
1227, 1209, 1167, 1136, 756. Cnexrp AMP 'H (D,0—
JIMCO-dq, 1:1), 8, m. 1. (J,T): 7.94 1 (1H, H'3, 3y =
8.4), 7.90 n (1H, H4 3y = 8.3), 7.57 a. 1 (1H, H>,
3y = 8.3, 3y = 7.8), 7.53 o (1H, H’, 3JHH 7.8),
7.46-7.43 M (2H, H'°, H'?), 7.39 1. 1 (1H, H®, 3,3y =
7.9, 3y = 7.5), 7.13-7.09 M (1H, H'!), 6.61 ¢ (2H,
NCH,), 4.82 ym. ¢ (2H, C(O)CH,), 3.29 ¢ (3H, CH3;).
Cnexrp SIMP 13C (D,0-IMCO-d, 1:1), 8, M. 1. (J,
I'm): 167.05 m (c) (C=0), 161.21 m (c) (C=0), 145.79
1o () (C, 3Ty = 9.9, e = 9.9), 142.30 M (¢)
(C7%), 135.20 m (¢) (C%), 133.26 yur. 1 (c) (C*, 'Jye =
164.9), 133.09 M (c) (C?), 129.59 1. 1 (c) (C!, Uye =
163.5, 3Jyc = 8.0), 126.10 1. 1 (c) (C'?, Uy = 164.8,
e 7.1), 125.27 1. 1 () (C, Jye = 161.7, 3Jyc =
4.5), 122.44 yur. 11 (c) (C3, 'Jyye = 164.2), 120.01 M (c)
(C*), 119.61 1. 1 (c) (C7, Uye = 166.7, 3Jyc = 71.9),
111.57 1. M (c) (C', HanoxeHue Ha KOMIOHEHTBI CHT -
mana C'%), 110.09 1. m (c) (C'°, Hanoxenue Ha KOMIIO-
nentsl curnana C13), 63.02 yur. T (¢) (N*CH,, 'Jyyc =
147.8), 54.91 k (c) (NCH;, 'Jyye = 145.1), 51.18 1 (c)
(NCH,, 'Jyy¢ = 157.6). Macc-cniektp (MAJIJIN), m/z:
392 [M — CI]". Haiineno, %: C 56.14; H 5.18; C1 8.29;
N 22.91. C,yH»,CIN,0O,. Beruucneno, %: C 55.98; H
5.07; C1 8.18; N 22.81.

2-{2-|1-(1H-ben3o[d][1,2,3]Tpuazoa-1-uame-
THJI)-5-MeTHJ-2-0kco-1,2-quruapo-3 H-unmoma-3-
uanaeH|ruapasunui}-N,N,N-TpuMeTu1-2-0Kco-
stad-1-amunus xjgopuna (16). Berxom 92%, »xentorit

HOPOIIOK, T. 1. 245-247°C. UK criektp, v, cm': 3421
(N-H), 3015 (C-H), 2945 (C-H), 1720 (C=0), 1693
(C=0), 1621 (C=C), 1455, 1344, 1208 (N=N), 1161,
753. Cnekrp SIMP 'H (D,0-IMCO-dy, 1:3), 8, m. 1.
(J, Tu): 8.05 1 (1H, 3Jygq = 8.3), 7.96 1 (1H, 3y =
8.3), 7.63 1. 1 (1H, 3Jyy = 7.9, 3y = 7.5), 7.46-7.41
M (3H), 7.35 o (1H, 3Jyyy = 8.1), 6.70 ¢ (2H, NCH,),
4.88 yu. ¢ [2H, C(O)CH,], 3.30 ¢ (9H, CH3), 2.29 ¢
(3H, CH;). Macc-cniektp (MAJIAN), m/z: 406 [M —
CI]*. Haitneno, %: C 56.89; H 5.35; C1 7.92; N 22.03.
C,,H,4CIN,O,. Brraucneno, %: C 57.08; H 5.47; Cl
8.02; N 22.19.
2-{2-[1-(1H-ben3o|d][1,2,3]Tpuazoa-1-name-
THJ)-2-0KC0-5-3TUa-1,2-quruapo-3 H-unmoja-3-
wiamaeH|ruapasunuia}-N,N,N-TpumMeTn1-2-0Kco-
stan-1-amunusa xjaopuj (17). Beixon 88%, xentorit
HOpOMIOK, T. 1. 240-242°C. UK cniekTp, v, cMm~': 3399
(N-H), 3011 (C-H), 2942 (C-H), 1720 (C=0), 1694
(C=0), 1620 (C=C), 1489, 1347, 1278, 1232, 1208
(N=N), 1160, 751. Cnexrp AMP 'H (D,0-JIMCO-d,,
2:3), 8, m. 1. (J, Tw): 8.05 1 (1H, *Jyy = 8.4), 7.97 1
(1H, 3JHH 8.4),7.63 1. 1 (1H, *Jyy = 7.6, *Jyyy = 7.6),
7.47 ym. ¢ (1H), 7.46-7.43 m (2H), 7.38 1 (1H, 3y =
8.1), 6.71 c (2H, NCH,), 4.90 ym. c [2H, C(O)CH,],
3.30 ¢ (9H, CH5), 2.59 x (2H, 3Jyy; = 7.5, CH,), 1.13 T
(3H, 3Jyy = 7.6, CHs). Macc-cniextp (MAJIJIN), m/z:
420 [M — CI1]". Haiineno, %: C 57.86; H 5.61; C17.65;
N 21.39. C,,H,,CIN,O,. Beruucneno, %: C 57.95; H
5.75; C17.78; N 21.50.
2-{2-[1-(1H-ben3o|d][1,2,3]Tpuazon-1-name-
THJ)-2-0Kc0-5-PpTop-1,2-quruapo-3 H-unmgos-3-
uianjeH|ruapasuuui}-N,N,N-TpumMmeTnji-2-0Kco-
ran-1-amunus xjaopua (18). Boixon 94%, xen-
ThIii mopomok, T. mwi. 237°C. UK cnektp, v, cM '
3447 (N-H), 3377 (N-H), 3015 (C-H), 2940 (C-H),
1702 (C=0), 1622 (C=C), 1487, 1276, 1176, 979,
759. Cnekrp AMP 'H (IMCO-d,), &, m. 1. (J, T'n):
12.45 ym. ¢ (1H, NH), 8.08 1 (1H, 3Jiy = 8.4), 8.01
1 (1H, 3Jyyy = 8.4), 7.65 1. z[(lH e = 7.7, 3y =
7.6), 7.61 1. o (1H, %Jgy = 3.9, 3Jjyy = 8.8), 7.54 ym
c (1H), 7.45 m (2H), 6.79 ¢ (2H, NCH,), 4.93 ym. ¢
(2H, C(O)CH,), 3.33 ¢ (9H, NCH;). Cnekrp SAMP
BC{H} (AIMCO-dy), 8-, M. a. (J, Tu): 160.91 n
(C3, Upe = 126.2), 160.32 ¢ (C=0), 157.93 ¢ (C=0),
145.15 ¢ (C'), 138.12 1 (C78, %Jpc = 1.5), 13235 ¢
(C9) 128.20 ¢ (C'3), 124.65 ¢ (C'?), 120.46 n (C3?,
3Jee=9.4), 119.31 ¢ (C'), 118.58 1 (C®, 2 = 24.4),
112.46 1 (C7, 3Jpe = 8.0), 110.90 ¢ (C'?), 108.38  (C*,
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2Jrc 16.0), 56.06 ¢ (N"CH,), 53.64 ¢ (NCHj;), 50.43
¢ (NCH,). Macc-criektp (MAJIAN), m/z: 410 [M —
CI]*. Haiineno, %: C 53.71; H4.59; C17.83; N 21.87.
C,oH,CIFN;0,. Beruncneno, %: C 53.87; H 4.75; Cl
7.95; N 21.99.

2-{2-[1-(1H-Bben3o[d][1,2,3] Tpuazoa-1-name-
THJI)-6-0pom-2-okco-1,2-nuruapo-3H-unnon-3-
uanaeH|ruapasuuui}-N,N,N-TpuMeTu1-2-0Kco-
stuii-1-amunus xuopua (19). Beixon 97%, xentorit
nopouiok, T. mi. 236°C. UK cnektp, v, cm 1 3424
(N-H), 2998 (C-H), 2959 (C-H), 1733 (C=0), 1704
(C=0), 1610 (C=C), 1482, 1456, 1366, 1277, 1225
(N=N), 1173, 1065, 757. Cnextp SIMP 'H (D,0-
JIMCO-dg,2:3), 8, M. 1. (J, Tn): 8.06 1 (1H, Jpy,=8.3),
7.98 1 (1H, *Jyy = 8.4), 7.82 1 (1H, Uy = 1.3), 7.64
n.a (1H, 3y = 7.6, 3y = 7.6), 7.58 0 (1H, 3Jyy =
8.2), 7.46 0. n (1H, 3y = 7.9, 3Jyy = 7.8), 7.43 1. 11
(1H, 3Jygy = 8.2, Yy = 1.3), 6.75 ¢ (2H, NCH,), 4.87
yur. ¢ [2H, C(O)CH,], 3.28 ¢ (9H, CH3). Macc-criektp
(MAJIAN), m/z: 470 [M — C1]*. Haiineno, %: C 47.29;
H4.01; Br 15.60; C1 6.89; N 19.19. C,,H,;BrCIN-0,.
Bruruncieno, %: C 47.40; H 4.18; Br 15.77; C1 7.00;
N 19.35.

1-12-(2-{1-[(1H-Bben3o[d][1,2,3] Tpua3zoJ-1-u)-
MeTmI|-2-0Kkc0-1,2-quruapo-3 H-unao/-3-uiauaeH -
THAPA3ZUHMNI)-2-0KCOITUI]-2,3-TUMeTHINUPUIH-
HusA opomua (22). Berxonm 96%, KenThIi MOPOIIIOK,
. 1. 192°C (pasn.). UK cnekrp, v, cM™': 3419 (N-H),
3011 (C-H), 1701 (C=0), 1614 (C=C), 1493, 1469,
1356, 1247 (N=N), 1170, 1101, 796. Cniextp IMP 'H
(CDCl;-AMCO-dg, 1:10) 6, m. 1. (J, ['m): 12.59 ¢ (1H,
NH), 8.90 ym. ¢ (1H, H'3), 8.49 n (1H, H', 3/, =
7.6), 8.05 0 (1H, H', 3J,; = 8.1), 8.02 1 (1H, H',
3y = 8.1), 7.95 o. o (1H, H'S, 3y = 7.1, 3y =
6.8),7.67-7.59 m 3H, H'!, H'2, H"), 7.56 1. 1 (1H, H®,
an =7.5,3Jqu =7.2), 7.44 0. n (1H, H3, 3Jyy = 7.6,
3y = 7.3), 7.24 yur. ¢ (1H, H*), 6.79 ¢ (2H, NCH,),
6.23 ¢ [2H, C(O)CH,], 2.66 ¢ (3H, CH,), 2.54 ¢ (3H,
CH;). Cnexrp SIMP 3C-{'H} (CDCl;~JIMCO-d,, 1 :
10), 6, m.a. (J, I'm): 166.95 ¢ (C=0), 160.37 ¢ (C=0),
155.69, 146.64 (CH), 145.12 (CH), 144.71, 144.69,
141.64, 138.31 (CH), 134.33, 132.22, 132.08 (CH),
128.04 (CH), 124.51 (CH), 124.42 (CH), 123.98
(CH), 120.95 (CH), 119.22 (CH), 118.76, 110.66
(CH), 59.11 (N*CH,), 50.32 (NCH,), 19.26 (CHj),
16.79 (CH;). Macc-cniektp (MAJIJIN), m/z: 440 [M —
Br]". Haiineno, %: C 55.21; H 4.09; Br 15.17; N
18.73. C,4H,,BrN-O,. Beruucneno, %: C 55.39; H
4.26; Br 15.35; N 18.84.
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1-[2-(2-{1-[(1H-Bben3o[d][1,2,3] Tpua3zou-1-uma)-
MeTWI|-5-meTnii-2-okco-1,2-quruapo-3 H-unaoJi-
3-MJIHI€eH } THAPA3UHMI)-2-0KCOITHI]-2,3-1uMe-
Tuanupuaunust o6pomua (23). Berxon 75%, xenTorit
nopomok, T. mi. 220°C (pasn.). UK crnexrp, v, cm
3430 (N-H), 3015 (C-H), 1694 (C=0), 1618 (C=C),
1491, 1450, 1340, 1250 (N=N), 1206, 1159, 1037, 749.
Cnexrp IMP 'H (CDCl3-AMCO-dg, 2:1), 8, M. a. (J,
I'm): 12.60 ¢ (1H, NH), 8.95 n (1H, H'3, 3/, = 5.9),
7.99-7.94 m (2H), 7.89 1. a. 1 (1H, H'7, 3J;3; = 8.6,
3 = 6.5, Yy = 1.0), 7.58-7.54 m (1H), 7.47-7.44
M (2H, H'9), 7.40-7.36 m (1H), 7.29 n (1H, H’, *Jy =
7.8), 6.69 c (2H, NCH,), 6.22 ¢ [2H, C(O)CH,], 2.66 c
(3H, CHj;), 2.56 ¢ (3H, CHj;), 2.31 ¢ (3H, CH;). Macc-
criektp (MAJIJIN), m/z: 454 [M — Br]*. Haiineno, %:
C 55.89; H 4.32; Br 14.70; N 18.19. C,5H,,BrN;0,.
Brraucneno, %: C 56.19; H 4.53; Br 14.95; N 18.35.

1-[2-(2-{1-[(1H-Ben3o|d][1,2,3] Tpua3o-1-mm)-
MeTuJ|-2-0Kkco-5-¢prop-1,2-nuruapo-3 H-uugo.ia-3-
MJIMJIEH } THAPA3ZUHUI)-2-0KCOITHI]-2,3-TUMeTHI-
nupuauHusa opomu (24). Berxon 75%, xenTelil mo-
pook, T. 1. 197°C (pasn.). UK crektp, v, cm': 3443
(N-H), 3015 (C—-H), 1701 (C=0), 1618 (C=C), 1484,
1449, 1372, 1259 (N=N), 1176, 1033, 749. Cnektp
SIMP 'H (CDCl;-AIMCO-dg, 2:1), &, m. a. (J, T'm):
12.59 ¢ (1H, NH), 9.00 1 (1H, /i3 = 5.8), 8.37 0 (1H,
3T =6.5),7.96 1 (1H, 3Jyy; = 8.4), 7.92 n (1H, 3Jyypy =
8.3), 7.86-7.82 m (2H), 7.50-7.56 m (1H), 7.55-7.51
M (1H), 7.42-7.35 m (2H), 7.23-7.18 m (1H), 6.67 c
(2H, NCH,), 6.27 ¢ [2H, C(O)CH,], 2.66 ¢ (3H, CHj),
2.55 ¢ (3H, CHj;). Macc-cniekrp (MAJIJIN), m/z: 458
[M — Br]*. Haiineno, %: C 53.40; H 3.75; Br 14.69;
F 3.38; N 18.01. C,4H,,BrFN-0O,. Beruucneno, %: C
53.54; H 3.93; Br 14.84; F 3.53; N 18.21.

1-[2-(2-{1-[(1H-Ben3ol|d][1,2,3] Tpua3o-1-u)-
MeTmI|-2-0Kkc0-1,2-1uruapo-3 H-uHa0/1-3-uiujaeH } -
THAPAa3HHNI)-2-0KC03THI|-4-a3a-1-a30HHA0O MM K-
Ja0[2.2.2]oxktandopomun (25). Beixon 87%, xentolit
nopowok, T. m1. 205°C (pasn.). UK cmektp, v, cM
3403 (N-H), 2932 (C-H), 1724 (C=0), 1707 (C=0),
1614 (C=C), 1469, 1353, 1247 (N=N), 1175, 1102,
1056, 795, 749. Cnextp IMP 'H (JIMCO-d,), 8, M. 1.
(J, Tu): 12.46 ¢ (1H, NH), 8.08 1 (1H, 3Jyy = 6.9),
8.01 1 (1H, 3Jyy = 8.3), 7.69-7.63 M (2H), 7.61-7.55
M (2H), 7.47-7.45 m (1H), 7.24 1. n (1H, 3Jygq = 6.6,
3Jun=6.2),6.79 ¢ (2H, NCH,), 4.87 ¢ [2H, C(O)CH,],
3.69-3.63 m (6H, CH,), 3.19-3.14 m (6H, CH,). Macc-
criekrp (MAJIZIN), m/z: 445 [M — Br]*. Haiineno, %:
C 52.39; H 4.65; Br 15.02; N 21.21. C,3H,5BrNgO,.
Brruucneno, %: C 52.58; H 4.80; Br 15.21; N 21.33.
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1-[2-(2-{1-[(1H-Bben3o[d][1,2,3] Tpua3zos-1-ui)-
MeTWI|-5-meTni-2-okco-1,2-quruapo-3 H-unmaoJi-
3-uauaeH } ruApa3suHII)-2-0Kc0ITIWI|-4-a3a-1-a30-
HUAOHIHUKJIO0[2.2.2]okTanOpomu (26). Beixon 93%,
JKENTHIA Topomiok, T. . 231°C (pa3n.). UK cnextp,
v, em ! 3403 (N-H), 2947 (C-H), 1696 (C=0), 1621
(C=C), 1491, 1341, 1249 (N=N), 1207, 1173, 1057,
837, 746. Cnextp SIMP 'H (JIMCO-d,), 8, m. 1. (J,
I'm): 12.48 ¢ (1H, NH), 8.08 1 (1H, *J;y; = 8.1), 8.00
a1 (1H, 3Jygy = 8.3), 7.65 1. o1 (1H, 3y = 7.7, 3y =
7.4),7.50-7.44 m (3H), 7.39 0 (1H, 3Jy; = 8.2), 6.76 ¢
(2H, NCH,), 4.89 ¢ [2H, C(O)CH,], 3.77-3.65 M (6H,
CH,), 3.27-3.22m(6H, CH,), 2.32 ¢ (3H, CH3). Macc-
criektp (MAJIAN), m/z: 459 [M — Br]". Haiineno, %:
C 53.26; H 4.86; Br 14.65; N 20.59. C,,H,,BrNgO,.
Brruucneno, %: C 53.44; H 5.05; Br 14.81; N 20.77.

1-[2-(2-{1-[(1H-Ben3o0|d][1,2,3] Tpua3o-1-m)-
MeTuJ|-2-0kco-5-¢prop-1,2-nuruapo-3 H-uugo.a-3-
WINAEH } THAPA3ZHHIIT)-2-0KCc0ITHJ|-4-a3a-1-a30Hu-
a0uuukJ0[2.2.2]Jokrandpomua (27). Brixox 91%,
KeNThIA nopouiok, T. . 205°C (pa3n.). UK cnextp,
v, em ! 3377 (N-H), 2931 (C-H), 1701 (C=0), 1622
(C=C), 1480, 1338, 1277, 1248 (N=N), 1177, 1029,
838, 759. Cnextp SIMP 'H (JIMCO-dy), 8, m. 1. (J,
I'm): 12.42 ¢ (1H, NH), 8.08 1 (1H, *Jy; = 8.2), 8.01 1
(1H, 3Jyy = 8.3), 7.66-7.56 M (3H), 7.47-7.44 m (2H),
6.79 ¢ (2H, NCH,), 4.83 ¢ [2H, C(O)CH,], 3.68-3.61
M (6H, CH,), 3.18-3.12 m (6H, CH,). Macc-cniektp
(MAJIJIN), m/z: 463 [M — Br]". Haiineno, %: C 50.62;
H 4.29; Br 14.50; F 3.29; N 20.45. C,3H4BrFNgO,.
Brruucneno, %: C 50.84; H 4.45; Br 14.70; F 3.50;
N 20.62.

2-(2-{1-[(1,3-Anokco-1,3-nuruapo-2 H-u3ouH-
A0JI-2-MJI)MeTHJI|-2-0Kc0-5-xa0p-1,2-quruapo-
3H-uHA0a-3-nauaeH  ruapasunni)-N,N,N-Tpume-
TWI-2-0KcodTaH-1-amuHus  xuopua (29). Bexon
97%, wenteiii mopouok, T. wi. 237°C. UK cnextp,
v, em 1 3412 (N-H), 3019 (C-H), 1776 (C=0), 1721
(C=0), 1704 (C=0), 1613 (C=C), 1482, 1447, 1417,
1357, 1328, 1302, 1220 (N=N), 1174, 1122, 979, 740.
Cnekrp SIMP 'H (JIMCO-d,), 8, m. 1. (J, Tm): 12.55
¢ (1H, NH), 7.91-7.87 m (4H), 7.73 ym. c (1H), 7.61
a0 (1H, 3y = 8.4, Yy = 2.1), 7.43 0 (1H, 3Jyy =
8.4), 5.60 ¢ (2H, NCH,), 4.98 ¢ [2H, C(O)CH,], 3.23
¢ (9H, CH;). Crextp SIMP C{H} (AMCO-d), 8,
M. 1. (J, T'm): 166.97 (C=0), 161.98 (C=0), 159.79
(C=0), 141.13, 134.86 (CH), 131.44 (CH), 131.22,
127.76, 123.42 (CH), 120.45, 120.35 (CH), 117.17,

112.61 (CH), 62.97 (N*CH,), 53.51 (NCHy), 42.25
(NCH,). Macc-cuiekrp (MAJIJIN), m/z: 454 [M - C1]".
Haiineno, %: C 53.65; H 4.23; Cl 14.29; N 14.08.
Cy,H,,CLN0,. Beruucneno, %: C 53.89; H 4.32; Cl
14.46; N 14.28.
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Effect of Structure of 1-Substituted Isatins on Direction
of Their Reactions with Some Acetohydrazide Ammonium
Derivatives

A. V. Bogdanov¥*, A. D. Voloshina, A. S. Sapunova, N. V. Kulik, and V. F. Mironov
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Received April 8, 2020; revised April 8, 2020; accepted April 18, 2020

The reaction of 1-acylisatins with Girard’s reagent T proceeds with elimination of the acyl substituent and the
formation of isatin-3-hydrazone with a quaternary nitrogen atom in the side chain. Depending on the structure
of the substituent in position 1,1-(aminomethyl)isatins reacted with the Girard’s reagent T to form hydrazones
either with the elimination of the aminomethyl substituent or with its retention. Isatin derivatives containing no
substituents in the aromatic fragment exhibit moderate activity against gram-positive bacteria S. aureus 209p
and B. cereus 8035. Low hemotoxicity of the obtained compounds was revealed.

Keywords: isatin, hydrazones, heterocycles, antimicrobial activity, ammonium salts
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