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Askunuposanue mpem-0yTui-7-aMuHo-3-mpem-0yTun-8-R'-2-okco-1,2-nquruaponuppomno[ 1,2-b][1,2,4]-
TpHua3uH-6-kap6okcuiaTop ranorenuaamu R?Br (R! = CN, CO,Et; R? = n-Pr, CH,Boc, CH,CO,Et) npusoaut
K HOJTYYEHHIO K 2-aJKOKCHIIPOM3BOAHBIX. [IpOIOIKUTENBHOE HArpeBaHUe MOCIEIHMX ¢ ankanTHonamu R3SH
(R3 = n-Bu, n-Pr, i-Pr, Et) B IpuCcyTCTBUM OCHOBAHHMs MPUBOAUT K 0Opa30BaHuI0 2-anKkuaTuonuppono|1,2-b]-
[1,2,4]Tpua3uHOB B KauecTBe MPOJYKTOB HYKJI€O(HIBHOTO reTepoapoMaTnyeckoro 3amerieHus. OopadoTkon
M-XJIOPH/I0EH30HOI KUCIIOTOM TTOJTy4eHbl COOTBETCTBYIOIHE CYIb(OKCH L. BhIeeHHbIE BIEPBBIE CEPOCO-
nepxantie mupposo[ 1,2-5][1,2,4]Tpua3uHbl H3y4eHbI C IIOMOIIBIO CIICKTPAJIbHBIX METOIOB M PEHTICHOCTPYK-
TypHOro aHanu3a. VccrienoBaHa aHTUMHUKPOOHAs aKTHBHOCTD TONYYEHHBIX COCAMHEHUH B OTHOIIECHUM psaa

rpaMOTPHLATENLHBIX ¥ IPAMITOJIOKUTEIBHBIX OaKTePH.

Katouessle cioBa: 1,2,4-tpuasus, muppodo| 1,2-b][1,2,4]tpuazun, cynbhus, Cynb(HOKCHIBL, ATKHINPOBAHIE,

3aMCIICHUC
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Cepoconepkamue 1,2,4-Tpua3uasl  00Ia7a0T
IIUPOKUM CIEKTPOM OHOJIOTUYECKON aKTHBHOCTH U
HaxOMsIT MPUMEHEHUE B KaUeCTBE MPAKTUUCCKH BaXK-
Hbix BewectB [1]. Tak, 3-tuokco-1,2,4-Tpuazunsl u
WX aHAJOTH MPOSIBISIOT repOUIUAHYI0 [2], aHTUMU-
KpoOHYI0, aHTUTPUOKOBYI0 [3—5] W mpoTHBOpaKo-
ByIO [6] aKTHBHOCTh. AHHEIHWPOBAHHE C a30JbHBIM
LUKJIOM YCHEIIHO WCIONB3YeTCs i KOHCTPYHPO-
BaHUSI HOBBIX THIIOB (DAPMaKOJOTHUYCCKH AKTHUBHBIX
coenuHeHuid. Tak, 2-meTHiITHO-6-HUTpPO-1,2,4-TpH-
azono[5,1-c][1,2,4]tpuazun-7(4H)-0H HUCHBITaH Kak
WHTHOUTOP BUPYCOB Tpurnma Tuma A u B uenoseka [7].
OJIHaKO YHCJIO0 TOCTYITHBIX METOIOB MPSMOM (DYHKIIH-
oHaM3aIu  a30710[ 1,2,4|Tpua3uHOB XaJIbKOTCHAMM
OTPAaHUYCHO.

Panee mamMu ObUTH CHHTE3WpPOBaHBI 4- U §-ai-
KWJITHO-, CENaHWI- W TeJUIaHWI-3-mpem-0yTUIIN-

1944

pazono[5,1-c][1,2,4]rpna3uHbl COMBBONM30M 1-TpH-
¢ropanerun-1,4-guruaponupasono[S,1-c][1,2,4]-
TpuasuH-4-mwitpudropaneratoB [8], aub0 wcxoms
U3 S-TUTUHIPOU3BOIHBIX M AJeMEHTHBIX S, Se, Te
[9, 10]. Ha ceromusmHuii A¢HH €MUHCTBEHHBIM OIIH-
CaHHBIM TTOJIXOJIOM K XaJIbKOTEHCOJIEPKAIIUM MTUPPO-
mo[1,2-b][1,2,4]TpuazuaaM SIBISICTCS KOHJCHCAITUS
JTINA30METUIIKETOHOB W THOTHPAHWINACHMAIOHOHH-
Tpuios [11]. B Hacrosimeii paboTe BrepBble CHHTE3U-
poBaHsbI 2-ankuntaonuppono[1,2-b][1,2,4]rpua3unsl,
PacCMOTPEHBI UX CTPYKTYpa U OMOJIOTHYECKasi aKTHUB-
HOCTb.
mpem-ByTun-7-amuno-3-mpem-6ytun-8-R!-
2-okco-1,2-gurugponuppono[1,2-b][1,2,4]tpu-
a3WH-0-KapOOKCHIIATHI la-B CHUHTE3UPOBaHbI
o0pabotkoit mpem-0yTun-2-(7-6pom-3-mpem-0yTui-
8-R!-4-okconupaszono[5,1-c][1,2,4]Tpuasun-
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Cxema 1.
R! i R!
~ N 0 R3Br ~ N\ O\R3
H,N — H)N
\ N, - KHCO;, NN~
MeCN, A
R?0 R0
(0] (0]
la-B 2a-1 (89-93%)

R! = CO,Et (1a, 2a, 6); CN (16, B, 2B-1); R? = #-Bu (1a, 6, 2a-1), Et (18, 21); R? = n-Pr (2a); CH,Boc (26, B); CH,CO,Et

(2r, m).

1(4H)-un)aneraroB OyTWITUTHEM TPH MOHIKEHHON
temreparype [12]. BzaumopeiicTBue coequHeHUN
la—B c 1-Opomnponanom 1160 OPOMYKCYCHBIMH (DU~
paMu IPUBOAUT K 00Pa30BaHUIO MPOAYKTOB O-aiKu-
aupoBaHus 2a—1 (cxema 1).

PernocenexkTuBHOCTE peakuuu TOATBEPHKJEHA C
noMouipto crekrpockonuu SIMP, a taxxke naHHBIMU
PCA monHokpucramna coequnenus 2a (puc. 1). Tak,
B cnekrpax SIMP 'H Tpuasunos 2a—B npucyTcTBy-
10T curHansl nporonop C?0OCH, B ob6mactu 4.48—
4.98 m. 1. CoOTBeTCTBYIOIIME aTOMbI yTiIeposia B
ciexrpax C SIMP pesonupytot npu 59.5-63.7 m. 1.
B macc-criektpe coennHeHUs 2a MPHUCYTCTBYET IHK
MOJIEKYJIIPHOTO MOHa ¢ m/z 421.2443 [M + H]".

B nureparype onmcano HykieohHIbHOE reTepoa-
pomaruyeckoe 3aMeleHue B sape 1,2,4-tpuasuHa noxu
nerctBueM N-, O-, S-, P-coneprkamux peareHTos [13].
3ameleHue aToMoB xJjiopa B 3,5,6-tpuxiop-1,2,4-tpu-
azuHe mpu 00pabOTKe apuilaMUHAMH IMPOTEKAJIO Ce-
JIEKTHBHO 110 nojokenuto C° uukna [14]. Tunarpu-
eBas coiib 3,3'-muruapokcu-5,5"-ouc(1,2,4-tpuazuxa)
BBIJICTICHA TIPU IIEJIOUHOM 00paboTke 3,3'-0uc(MeTu-
cynbhannn)-5,5"-0uc(1,2,4-rpuasuna) [15].

Hamu yctanoBineHO, 4TO KHUMSYECHHE 2-aJKOKCH-
nuppoio[ 1,2-b][1,2,4]TpuazunoB 2a—a B cpene 0e3-
BOJHBIX AJIKAHTHOJIOB B TMPHUCYTCTBUH KaTaJIUTHYC-
CKHX KOJIMYECTB THOJSATA HATpHs (TEHEPUPOBAHHOTO
in situ npubasneaneM NaH) mpuBogut k oOpa3osa-

©)

Puc. 1. O0mwmii Bua Monekyn coeanueHui 2a (a) u 36 (0) B peacTaBiIeHnH aTOMOB YJUIMIICOMAAMHU TEIIOBBIX Kosebanuii (p 50%).

BOI[O])OZ[HLIG CBSA3U [IOKa3aHbl NYHKMUPOM.
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Cxema 2.

RSH
H,N - >
\ N Iﬁ R*SNa (cat ),

2a-71

3a-e (66-89%)

4a,06 (5-9%)

= CO,Et (3a, 6, 4a); CN (3a—e, 40); R? = +-Bu (3a-n), Et (3e); R® = CH,Boc (4a); CH,CO,Et (46); R* = n-Bu (3a, B);

n-Pr (30, r); i-Pr (3m); Et (3e).

HUIO  mpem-0yTwil-7-aMuHo-3-mpem-6ytun-8-R!-2-
R3S-nuppono[1,2-b][1,2,4]Tpuasun-6-kapbokcuna-
TOB 3a—€ B PE3yJILTATE 3AMEIEHNS aTOMa KUCIOPO/Ia
o nonoxeruto C? ukna Ha ocTatok RS (cxema 2).

MaxcumainbsHbie BBIXOABI (10 89%) reTepornuKim-
yeckuX cyab(puao 3a—e HaOmogamuch mis R? =
CH,Boc. B xauecTBe mOOOYHBIX TIPOTYKTOB PEAKIIUU
BbIZIeJIEHbl M30MEPHBIE MCXOMHBIM N'-aKuiIMpoBaH-
HbIe coeinHeHus 4a, 6 (cxema 2). CTpoeHue nocie-
HUX yOeIUTEeNbHO MOATBEPIKAACTCS CIIEKTPaIbHBIMU
nanHeiMu. K mpumepy, B cnexkrpax SAMP coenunenus
4a HabmonaroTcs curaansl rpynnuposku N'CH, npu
5.16 ("H) u 47.9 m. 1. ("*C). Macc-cniekTp coeaune-
Hus 4a (m/z 493.2648 [M + H]") npaktuvecku cosra-
JaeT ¢ Macc-cekTpoM O-aJIKWIMPOBAHHOTO MPOM3-
BOIHOTO 26 (m/z 493.2649 [M + H]"). Tepmuueckas
O/N-uzomepuzanysi B psily alKOKCH3aMEIIEHHbBIX
a3MHOB paHee paccMaTpuBajach B padore [16].

Crpykrypa  2-npormnruonupposio|1,2-b][1,2,4]
TprasuHa 30 MOATBEP:K/I€HA OTHO3HAYHO C TIOMOIIBIO

Ta6auua 1. U36panusie 1muHbI cBsizeit (A) B coemuenusx
2au 30

Cas13b 2a 30
NI-C? 1.3047(18) 1.319
c2-c3 1.4479(19) 1.444
C3-N* 1.3145(16) 1.318
N*N> 1.3467(15) 1.340
N>—C3a 1.3828(17) 1.381
CcfaN! 1.3470(16) 1.332
C2-0,8 1.3404(16) 1.750

PEHTreHOCTPYKTypHOro aHanm3a (puc. 1). M3omep-
HBIC KUCIIOPOJI- M CEPOCOCpKAIIUE TPUAZHHEI 2a U
30 KpUCTAJUIU3YIOTCS B TPUKIMHHONW U MOHOKJIMHHOMN
CHHTOHHH COOTBETCTBEHHO. O0a coennHEeHUs WMe-
IOT IIOCKO-COMPSKEHHOE CTPOCHUE OMIIMKINYECKON
CHUCTEMBI; TUPPOJIbHASI aMHUHOTPYIIa 00pa3yeT BOJI0-
POJHBIE CBSI3U C COCEHUMHU aTOMaMH KHCIOPO/Aa Kap-
OokcminaTHbIX parmenToB. Hanbonee 3HaYUTEIHHBIE
OTJIIMYUST MEXIY JIBYMS CTPYKTypaMH TMpPOSBUIINCH B
ammHax cesseit N'-C? u N'-C3 (1a6n. 1). Kpucran-
jorpaduyeckrue JaHHbIC U [apaMeTPbl PEHTIECHO-
CTPYKTYPHBIX SKCIICPUMEHTOB JIJIsl COSJIMHEHUH 2a U
36 npezacrapieHsl B Ta0II. 2.

OOpabotkoit coemuHeHuit 30, € Mmema-XJop-
HagOeH3oiHoi kucnoroit (mCPBA) mnpu moHH-
KEHHOH TemIieparype TOIy4eHbl COOTBETCTBYIO-
mme cynb(GoKkcuasl Sa, 6 ¢ yMEepeHHBIMH BBIXOJaMHU
(cxema 3). [IpoBenenue peakuy pu KOMHaTHON TEM-
neparype NpuBOAMIO K OCMOJICHUIO. B aHamornyHbIx
YCIOBHSIX  6-METOKCH-2,3-audeHunmuppodo| 1,2-b]-
[1,2,4]tpnasun npu neiicteun mCPBA panee Obu1 me-
peBeneH B MOHOUMKINYeckue 1,2,4-Tpua3uHel B pe-
3yJbTaTe OKUCIUTEIBHOW ACCTPYKIHMH MUPPOIBHOTO
uukina [17].

UK cmextpsl cynbdokcumoB Sa, 6 comepxar xa-
PaKTepUCTHYECKHE TOJIOCHI MOTIIOIMEHUs cBsizu S—O
npu 1154-1041 (5a) maGo 1178-1012 cm~! (56). B
crekrpax SIMP npucyTcTByrOT MYJIBTUIUIETHI Jua-
crepeoTonHbix rpynnupoBok S(O)CH, B oOmactu
3.16-:3.47 m. a. (‘H), coOTBETCTBYyIOLINE CHTHAIbI
aTOMOB YIJIepoJia PacIioyiokKeHsl pu 46.7-54.2 m. 1.
Macc-CcrekTpbl TaKke MOATBEPKAAIOT CTPOCHHUE: 11/Z
453.2159 [M + H]" (5a).
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Cxema 3.
R! R! T
~ N\ S\R4 mCPBA S N\ S\R4
H,N —» H),N
2 \ N\ P~ 2 \ N\ =
N CH,Cl,, N
K,CO3, 0°C
R20 0 20
(0] O
36, e S5a,0 (72-76%)

R! = CO,Et (5a); CN (56); R? = t-Bu (5a), Et (56); R* = n-Pr (5a); Et (50).

Coenunenust 2a, 36, B, A ObUIM TPOTECTUPOBA- tepuii Staphylococcus aureus ATCC-25923, Bacillus
Hbl Ha CHOCOOHOCTh YIHETaTh POCT YCTOHYMBBHIX, subtillis BKM B3142]1. Pe3ynbTarsl dKCIIEpUMEHTOB
YCJIIOBHO MATOTEHHBIX IITAMMOB TI'PaMOTPHIATENb- NPHUBEICHBI B Ta0M. 3.

HBIX Oaktepuii Escherichia coli C600, Pseudomonas

YMepeHHy10 O0aKTepHOCTATHUECKYI0 AKTHBHOCTD

fluorescens P218, a Taxke TpaMITOIOKATEITEHBIX OaK- MIPOSIBIIIN coenuHeHus 36 u 3B8. MUHNMAaIbHASI HHTH-

Tadauna 2. Kpucrannorpaduueckue 1aHHbIC ¥ TapaMeTPbl PEHTIEHOCTPYKTYPHBIX SKCIIEPUMEHTOB ISl COCMHEHHUHN 2a 1

30

CoenuHenue 2a 30
Bpyrro-dopmyna C,,H3,N,O5 C,1H3,N4O,S
M 420.50 436.56
T,K 100(2) 296
Cunronus TpuknuHHas MoHoKJINHHAs
[IpocTpaHcTBeHHAs TpyTIa P-1 P2,/m
a, A 9.6266(4) 11.0909(6)
b, A 9.9913(5) 7.4060(5)
c, A 12.8922(6) 14.1935(7)
o, Tpag 88.239(2) 90
B, rpan 74.833(2) 96.047(2)
Y, Tpazn 68.704(2) 90
v, A3 1112.23(9) 1159.36(12)
VA 2 2
dyy s T/CM? 1.256 1.251
w, MM 0.090 0.173
KonndecTBO N3MEPEHHBIX OTPAKEHUI 48238 7302
KonnuecTBo HE3aBUCUMBIX OTPaXEHUN 8475 2926
KomnmaecTtBo otpaxenutii ¢ 1 > 26([) 5664 1496
Uucno yrouHseMBbIX TapaMeTpoB 287 179
R[> 20(])] 0.0635 0.0563
WR, (110 BceM OTpaXeHUSIM) 0.1872 0.1521
GOOF nio F? 1.026 1.013
CCDC 2077339 2077340
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Tadnauua 3. 3Ha4eHNsT MUHUMAaIbHOU HHrHOnpyromeit konneHTpanun (MIC) ans coenunenntii 2a, 30, B, 1

MIC, MKr/miu
Ne PactBopurens i Ps. fluorescens St. aureus B. subtilis BKM
E. coli C600
P218 ATCC-25923 B3142 1

2a 0.5% AMCO-H,0 (40°C) >256 >256 >256 >256

36 0.5% AMCO-H,0 (40°C) 32 64 128 128

3B 0.5% AMCO-H,0 (40°C) 16 8 32 8

3n 0.5% AMCO-H,0 (40°C) >256 >256 >256 >256

[Mednokcaunn - <8 <8 <8 <8

OupYyIOIIas KOHIEHTPAIHS JIUIsl TUPPOJIoTpUasuHa 3B
Ha mtammax Ps. fluorescens P218 u B. subtillis BKM
B3142 /1 cocraBmia 8 mkr/mit. JlaHHbIE COeIMHEHUS
MOTYT OBITh PEKOMEH/IOBAHBI JJISI TATLHEHIIIETO U3Y-
YEeHUS Ha PACHIMPCHHOW MaHeIH MITAMMOB MMATOTCH-
HBIX MHKPOOPTAHU3MOB M MEIUIIMHCKO-XMMHUYIECKOM
MOJM(DUKAIMH C IIeThI0 YBETHYCHUST PACTBOPHUMOCTH
B Bojie. B TO e Bpemsi, H30TPONUIBbHBINA aHamor 3/
W He cojieprkaliee cepbl MPOoU3BOIHOE 2a He 00iaa-
IOT 3aMETHBIMU aHTHOAKTEPHUATbHBIMU CBOWCTBAMH B
OTHOIICHUH HMCCIICOBAHHBIX [ITAMMOB B JHAMAa30HE
KOHIIEHTpanui 2—256 MKIr/MII.

Takum o0pazoM, HykIeo(hWIbHOE rerepoapoma-
TUYECKOE 3aMeIIeHNe aJKOKCUTPYIIBI B O-mpeni-
OyTHII-7-aMUHO-3-mpem-0y THII-2-aTKOKCUTTUPPOIIO-
[1,2-b][1,2,4]Tprazun-6-kapOOKCHIaTax TIOM  JCH-
CTBHEM aJKaHTHOJIOB BeNeT K 0Opa3oBaHUIO paHee
HEU3BECTHBIX 2-ankuintuonuppoio|1,2-b][1,2,4]tpu-
a3uHOB. OKHCIEHHEM TMOCIEIHUX Mema-XJIopHa-
OCH30MHOW KHCIIOTOW TOJYYEeHbI COOTBETCTBYIOIINE
cynbokcuabl. HekoTopbie M3 MOMYYEHHBIX COEIH-
HEHHI TIPOSIBUJIM YMEPEHHYIO OaKTEPUOCTATHYECKYIO
AKTUBHOCTb.

OKCIIEPUMEHTAJIBHA S YACTb

UK cnekrpsl 3anucansl Ha MK ®ypbe-criekTpo-
metpe Agilent Cary 660 FTIR B TonkoMm cioe mubo
B Tabnerkax KBr. Cnekrpsl SIMP 'H, '3C (APT) pe-
rucTpupoBanu Ha npubope Bruker AM-300, Bruker
AV-400, Bruker DRX-500 unu Bruker AV-600 Ha pa-
6oumnx yactorax 300, 400, 500, 600 MI'; (*H), 75, 126
win 151 MI'n (1*C). Buyrpennuii crangapr — JIM-
CO-d; mmu CHCl;. Macc-crieKkTpbl BBICOKOTO paspe-
meHus 3anmucansl Ha mpuoope Bruker micrOTOF 11
METOJIOM DBIIEKTPOCTIPEH-MOHU3AINN B PEKUME pe-

THCTPALUK [TOJIOKUTEIBHBIX HOHOB, PACTBOPHUTEIND —
alleTOHUTPWII JTHOO MeTaHoiN. TeMIiepaTyphl IIaBie-
HUS ompeneseHsl Ha nmpubope Melting point SMP30
STUART. Hdns xpomarorpaduu UCIOIb30BAINA CUIIH-
karesib Merck 60-200 mMxm.

MoHOKpHCTaITHYeCKUEe 00pa3Ibl OITYYeHBI KpH-
CTaJNTM3alueil U3 3TUjalerara npyu KOMHATHON TeM-
neparype. PeHTreHOCTpYKTYpHBI aHajau3 MpOBOIU-
mun Ha audpaxromerpe Bruker Quest D8 [A(MoK,)
0.71073 A], ocmamennoM nerekropoM Photon-III
(rpaduTOBBIE MOHOXPOMATOpP, (- U M-CKAHWPOBA-
Hus). JlaHHBIE TIO WHTEHCHBHOCTSIM OTpaKeHUH
OBUIH TIOJlyYeHBI C TOMOIIbI0 Tmporpammbl SAINT
[18] ¥ CKOPPEKTUPOBAHBI C YUYETOM TOIVIOMICHUS U3-
JMyYeHHs] KPHUCTAJIIOM TOIYyIMIUPUYECKH IO DKBH-
BaJICHTHBIM OTPAXKEHUSAM C HCIIONb30BAHUEM IIPO-
rpammbl SADABS [19]. CtpykTypbl pactmdpoBaHbI
OPSIMBIMH METOJIaMU C HKCIIOJIb30BAHUEM MPOTpPaMm
SHELXS/SHELXT [20] u Olex2 [21] u yToYHEHBI Me-
TOJIOM HaWMEHBIINX KBAJIPATOB B AHU30TPOITHOM (151
aTOMOB BOJOPO/Ia — M30TPOITHOM) IMOJTHOMATPUIHOM
IpUOGIMKEHUH 10 F2 ¢ UCTIONB30BaHUEM IIPOrPAMMBbI
SHELXL-2018 [22]. TlonoxeHus: aToMOB BOIOPOa
rpymmsl NH, aiist coennnenuii 2a n 36 Obutn HaliZIeHbBI
W3 Pa3HOCTHOM KapThl ANIEKTPOHHOU ioTHOCTH. [lo-
JIOKEHHUS IPYTHX aTOMOB BOJIOPOIa PACCUUTHIBAIIH T'e-
OMETPHYECKH U YTOYHSIIN TI0 MOJIEITH JKECTKOTO Tela.

Buonornyeckue ucnbplTaHUsS MPOBOAMIM Ha 0Oase
SIpocmaBcKOro TOCYIapCTBEHHOTO IE€AarOrHYeCcKOro
yHuBepcuteta uM. K.J[. YmuHckoro Meronom ABOM-
HBIX CEpUHHBIX Pa3BEJEHUI C UCIOJIb30BAHUEM TYp-
OMITMMETPUIECKOTO KOHTPOJISI POCTa MUKPOOPTaHU3-
MOB B TPOEKpPaTHONH MOBTOPHOCTH B COOTBETCTBUU
¢ TpeOOBaHUSAMH METONMYECKHX yKazaHuih MYK
4.2.1890-04 (Ompenenenne 4yBCTBUTEIBHOCTH MHU-
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KpOOPTaHU3MOB K aHTHOAKTEPHAIBLHBIM IIperaparam)
u MexayHaponHoro cranaapra CLSI-M07-A9-2012.
W3-3a HU3KOM pacTBOPHMOCTH B BOAIE (KOHIIEHTPAITUS
JIMCO — 0.5%) oOpasusl uccienoBain B BUAE CY-
CIICH3UH B JTMara30He KOHICHTPAIMi 256—2 MKT/MII.

Coenunenust 1a—B mojiyvaiad MO ONUCAHHBIM Me-
Tonukam [12].

OO0mas MeToIMKa CHHTe3a coeqnmHeHMi 2a—T. K
cycrneH3uu coenuHenus: 1a—B (5 MMoJb) B alleTOHU-
tpuse (30 mi) pobasmsuin KHCO; (10 1, 0.1 Momb)
U COOTBETCTBYIOUIUI ankuiragoreHua (7 MMOIb).
Peakunonnyio cmecrk nepemermBainu 5 4 npu 50°C,
3aTeM (UIBTPOBAIN TOPSAYYIO CMeCh, U (DUIBTpar
ynapuBaJd ipu atMocdepHom naBieHun. llomydeH-
Hble coenuaeHns 2r (Beixon 1.7 1, 81%) u 24 (BeIXOT
1.52 1, 78%) mucnonp3oBanu ganee 0e3 MOTOIHUTENb-
HOM ounCTKH. JJIs BBIIETICHHUS COCIMHEHHH 2a—B B
AQHAJMTUYECKH YUCTOM BHJIE OCTATOK OUHILAIHU C T10-
Moupio (ent-xpomarorpadun (3moeHT — EtOAc—
rekcad, 1:30-1:20).

6-mpem-bByTuia-8-3Ttun-7-amuHo-3-mpem-
OyTua-2-nponokcunupponaol1,2-b][1,2,4]Tpu-
a3uH-6,8-1ukapookcunar (2a). Beixog 1.95 r (93%),
CBETJIO-KENTHIH mopomok, T. i 122-123°C. UK
cnexrp (KBr), v, cm™': 3482, 3363 (NH,), 2978, 2933,
2876 (CH), 1681 (CO), 1639, 1602, 1582, 1549, 1508,
1478, 1408, 1393, 1362, 1326, 1297, 1245, 1198,
1212, 1162, 1126, 1110, 1056, 1025, 979, 945, 915,
885, 852, 814, 791, 762, 740, 708, 674, 572, 516, 478,
432. Cnextp SIMP 'H (300 MT'w, CDCly), 8, M. 1.: 1.06
T [3H, O(CH,),CH;, J 7.4 T'], 1.39 T (3H, OCH,CHj;,
J7.2Tn), 1.43 ¢ (9H, #-Bu), 1.61 ¢ (9H, #-Bu), 1.77-
1.98 m (2H, OCH,CH,CH,), 4.34 x (2H, OCH,CH;, J
7.1 Tm), 4.48 T (2H, OCH,CH,CH;, J 6.5 T'n), 6.54 ¢
(2H, NH,). Cnextp SIMP '3C (75 MI'u, APT, CDCl5),
d¢, M. 1. 10.84 [O(CH,),CH;], 14.47 (OCH,CHj,),
21.93 (OCH,CH,CH;), 28.08 u 28.95 [C(CH;);],
37.22 [C3C(CH,)5], 59.46 u 68.76 (OCH,), 80.56
[OC(CH;);], 87.07, 100.41, 137.66, 146.58, 149.20,
154.19 (C?, C3, CS, C7, C8 (%), 161.29, 165.03
(CO,Et m CO,t-Bu). Macc-criektp, m/z: 421.2443
[M + H]" (Borumcneno must C, Hy,N,Os: 421.2445).

6-mpem-ByTnn-8-3run-7-aMmuno-2-(2-mpem-
0yTOKCH-2-0KCO3TOKCH)-3-mpem-0yTHINUPPO-
ao[1,2-b][1,2,4] Tpua3un-6,8-1uxapodokcuiaar (20).
Boixon 2.2 1 (89%), cBeTI0-3KeNTHI TOPOLIOK, T. TIJI.
89-90°C. UK cnextp (KBr), v, em 12 3478, 3360, 3271
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(NH,), 2979, 2932, 2873 (CH), 1737, 1681 (CO),
1640, 1602, 1551, 1509, 1481, 1457, 1428, 1390,
1366, 1343,1325,1299, 1281, 1237,1209, 1164, 1131,
1108, 1059, 1028, 947, 920, 873, 846, 822, 791, 763,
737, 707, 677, 613, 588, 501, 435. Cnextp AMP 'H
(300 MI'm, CDCly), 8, m. .: 1.42 m (12H, OCH,CH; +
t-Bu), 1.48 ¢ (9H, t-Bu), 1.63 c (9H, #-Bu), 4.34 «
(2H, OCH,CH;, J 7.1 T'm), 4.98 ¢ (2H, CH,Boc),
6.58 ¢ (2H, NH,). Cniektp SIMP '3C (75 MTI'u, APT,
CDCly), d¢, M. n.: 14.53 (OCH,CHj5), 28.10, 28.14 u
29.00 [C(CH;);], 37.22 [C*C(CH3);], 59.57 u 63.20
(CH,Boc, OCH,CHj;), 80.79 u 82.51 [OC(CHj;)s],
87.32, 100.83, 136.87, 146.36, 149.47, 152.93 (C?,
C3, C6, C7, C8, C¥), 161.32, 165.15, 166.54 (CO,Et
u CO,t-Bu). Macc-criekrp, m/z: 493.2649 [M + H]"
(BbrunicieHo ana Cyy Hz¢N4O5: 493.2657).

mpem-ByTua-7-aMmuHo-2-(2-mpem-0yTok-
CH-2-0KCOITOKCH)-3-mpem-0yTHI-8-UMAHOIHP-
pogo[1,2-b][1,2,4] Tpuazun-6-kapooxcuaar  (2B).
Beixon 2.05 1 (92%), cBeTIO-KeNThIH MOPOMIOK, T.
m1. 185-186°C. UK cnextp (KBr), v, cM': 3439,
3365, 3333 (NH), 2981, 2932, 2872 (CH), 2222 (CN),
1746, 1653, 1614 (2 CO), 1554, 1515, 1492, 1477,
1456, 1433, 1394, 1368, 1316, 1274, 1253, 1236,
1202, 1154, 1135, 1048, 1027, 946, 847, 825, 781,
767, 747, 679, 587, 508, 445, 430. Cnextp IMP 'H
(300 MI'u, CDCly), 8, m. a.: 1.50 ¢ (9H, #-Bu), 1.51 ¢
(9H, #-Bu), 1.63 ¢ (9H, #-Bu), 4.94 ¢ (2H, CH,CO,t-
Bu), 5.61 ¢ (2H, NH,). Cnekrp SIMP 3C (126 MTI'n,
APT, CDCly), 8¢, M. a.: 28.01, 28.04 u 28.81
[C(CH5);], 37.40 [C3C(CHj)5], 63.68 (CH,CO,t-
Bu), 81.45 u 83.00 [OC(CH;);], 113.36 (CN), 69.31,
101.11, 138.29, 147.84, 148.04, 153.35 (C2, C3, C¢,
C7, C8, C%), 160.80 u 166.12 (CO,t-Bu). Macc-
criektp, m/z: 446.2391 [M + H]" (Bbluucieno s
CyH;31NsO5: 446.2398).

OO0mas MeToANKA CHHTe3a coeANHeHN 3a—e u
4a, 6. Azonorpuazus 26— (1 MMOIB) pacTBOPSITH B
15 M cooTBeTcTByIOIIEro ankantuona. K momyden-
HoMy pactBopy npubasisiin NaH (60%-nast nucnep-
cHs B MUHEPAJILHOM Maciie, 5 mr, 0.13 MMoITb) omHO#M
nopuued. PeakqoHHYI0 cMech KUMATHIA B aTMOC-
¢epe aprona B Teuenmne 10 (EtSH), 7 cyr (i-PrSH),
8 (n-PrSH) mu6o 3 u (n-BuSH). Ilocne oxmaxxaeHus
pacTBOpPUTENb yHapuBald NP KOMHATHOH TeMmepa-
Type. OCTaTOK OUHNIIIAIH C TIOMOIIIBIO (IICIIT-XPOMATO-
rpaduu (3moent — EtOAc-rekcan, 1:200—-1:15).
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6-mpem-byTnn-8-3Tun-7-aMmuno-3-mpem-0y-
THJI-2-0yTuarunonupponaol|l,2-b|[1,2,4]Tpu-
a3un-6,8-nukapooxcunar (3a). Beixon 0.39 r (87%),
CBETIO-KENTBIH mopomok, T. i 108-109°C. UK
cextp (KBr), v, em™': 3481, 3361 (NH,), 2976, 2932,
2872 (CH), 1727, 1680 (CO), 1641, 1591, 1509,
1485, 1438, 1392, 1365, 1339, 1316, 1290, 1236,
1169, 1154 1133, 1095, 1070, 1021, 872, 850, 818,
791, 763, 696, 680, 652, 548, 488, 468, 425. Criektp
SIMP 'H (300 MI'u, CDCly), 8, m. x.: 0.97 T [3H,
S(CH,),CH;, J 7.4 Tu], 1.42 T (3H, OCH,CH;, J
7.2T'm), 1.55 c (9H, #-Bu), 1.64 c (9H, #-Bu), 1.70-1.85
M (2H, SCH,CH,CHj;), 3.39 T (2H, SCH,CH,CH;, J
7.2 Tn),4.38 x (2H, OCH,CH;, J 7.2 '), 6.69 ¢ (2H,
NH,). Cniextp SIMP 13C (126 MTI'u, APT, CDCl5), &,
M. 1.: 13.77, 14.61 [OCH,CH; u S(CH,);CH;], 22.17
(SCH,CH,CH,CHj;), 28.51 u 28.92 [C(CH;);], 30.40
u 30.73 (SCH,CH,CH,CHj;), 38.10 [C3C(CHj3),],
59.56 (OCH,CHs;), 81.00 [OC(CHj;);], 86.80, 100.65,
136.09, 149.89, 151.66, 153.44 (C?, C3, C°, C7, C8,
C%), 161.35 u 165.33 (CO,Et u CO,t-Bu). Macc-
crekrp, m/z: 451.2361 [M + H]" (BblumcieHo mis
CyH34N,O,S: 451.2374).

6-mpem-bByTtuia-8-3tun-7-aMmuHo-3-mpem-
OyTua-2-nponuatuonupposao|1,2-b][1,2,4]Tpu-
a3uH-6,8-nukapookcunar (36). Beixon 0.35 r (80%),
CBETJIO-XKENTHIH MOPOIIOK, T. TWl. 166—167°C (pa3mn.).
UK cnekrp (KBr), v, em': 3478, 3357 (NH,), 2977,
2930, 2869 (CH), 1682 (CO), 1640, 1594, 1576, 1511,
1485, 1462, 1441, 1392, 1364, 1340, 1317, 1292,
1238, 1155, 1133, 1100, 1072, 1045, 1026, 967, 937,
902, 874, 854, 818, 789, 762, 697, 681, 652, 547, 489,
465,423. Cnextp SIMP 'H (300 MI'w, CDCly), 8, ™. 1.:
1.09 T [3H, S(CH,),CH;, J 7.4 Tu], 1.43 T (3H,
OCH,CHj;, J 7.2 I'm), 1.56 ¢ (9H, #-Bu), 1.64 ¢ (9H,
t-Bu), 1.72-1.89 m (2H, SCH,CH,CHj;), 3.37 T (2H,
SCH,CH,CHs, J 7.2 I'm), 4.39 k (2H, OCH,CH;, J
7.2Tn),6.70 ¢ (2H, NH,). Cexrp SIMP '*C (126 MI'n,
APT, CDCly), 98¢, M. 1.: 13.58 u 14.62 [OCH,CH; u
S(CH,),CH;], 21.80 (SCH,CH,CH;), 28.51 u 28.92
[C(CH;),], 32.85 (SCH,), 38.10 [C’C(CH;);], 59.56
(OCH,), 80.99 [OC(CHj3)3], 86.79, 100.65, 136.07,
149.89,151.67,153.37(C2,C3,C°, C7, C3, C%), 161.34
n 16532 (CO,Et u CO,#-Bu). Macc-cniekrp, m/z:
437.2209 [M + H]" (Beramcieno must Cy H3oN,40,4S:
437.2217).

mpem-bByTtun-7-aMmuHo-3-mpem-0yTui-2-
oyTuaruo-8-uuanonupponao|l,2-b][1,2,4]Tpu-

a3uH-6-kapookcuaar (3B). Beixon 0.36 r (89%),
CBETJIO-KENTHIM MOPOIIoK, T. TuI. 151-155°C (pasn.).
UK cnekrp (KBr), v, cm™': 3434, 3324 (NH,), 2967,
2932, 2873 (CH), 2221 (CN), 1652 (CO), 1616, 1591,
1516, 1496, 1486, 1457, 1441, 1395, 1378, 1367,
1321, 1278, 1252, 1201, 1153, 1117, 1073, 1040,
1021, 925, 853, 825, 767, 684, 648, 593, 544, 519,
485, 426. Cnextp SIMP 'H (300 MI'u, CDCl5), 8, M. 1.
1.00 T [3H, S(CH,);CH;, J 7.4 Tu], 1.42-1.59 m
(2H, SCH,CH,CH,CHj;), 1.55 ¢ (9H, #-Bu), 1.63 ¢
(9H, t-Bu), 1.68-1.84 m (2H, SCH,CH,CH,CHj;),
333 T (2H, SCH,CH,CH,CH;, J 7.3 Tm), 5.69
¢ (2H, NH,). Cnekrp SIMP '3C (75 MIu, APT,
CDCly), 6c, M. n.: 13.75 [S(CH,);CH;], 22.23
(SCH,CH,CH,CHj;), 28.62 u 28.93 [C(CH5)s], 30.49
u 30.93 (SCH,CH,CH,CHj;), 38.46 [C3C(CH,)],
81.76 [OC(CH;)5], 69.12, 101.13, 137.87, 148.61,
153.05, 154.99 (C2, C3, C°, C7, C8, C%9), 113.64 (CN),
160.98 (CO,#-Bu). Macc-cnexrp, m/z: 404.2104 [M +
H]" (Beruncneno mst CooH,oN5O,S: 404.2115).
mpem-byTHia-7-aMuH0-3-mpem-0yTHJ-2-npo-
nuiaTuo-8-unavonuppoJo|[1,2-b][1,2,4]tpu-
a3un-6-kapookcuaar (3r). Bexog 0.33 r (85%),
CBETIIO-XKEIIThIA TIOPOMIOK, T. 1. 175-178°C (paszn.).
UK cnekrp (KBr), v, em': 3431, 3319 (NH,), 2967,
2981, 2931 (CH), 2223 (CN), 1728 (CO), 1651,
1615, 1591, 1516, 1486, 1458, 1443, 1397, 1367,
1323, 1280, 1250, 1218, 1154, 1120, 1073, 1038,
1023, 926, 898, 853, 825, 796, 767, 738, 712, 684,
649, 593, 544, 517, 482, 425. Cnexrp SIMP 'H
(300 MI'y, CDCly), 8, m. 1.: 1.10 T [3H, S(CH,),CH;,J
7.4T1],1.55¢c(9H, -Bu), 1.63 ¢ (9H, #-Bu), 1.73—-1.91
M (2H, SCH,CH,CH;), 3.30 T (2H, SCH,CH,CHj,
J 7.1 Tm), 5.70 ¢ (2H, NH,). Cnekrp SIMP '3C
(126 MI'm, APT, CDCl), 8¢, M. o 13.56
[S(CH,),CH;], 21.76 (SCH,CH,CHj3), 28.49 u 28.82
[C(CH;),], 33.01 (SCH,), 38.35 [C3C(CH;)4], 81.65
[OC(CH;);], 68.95, 100.98, 137.77, 148.50, 152.93,
154.86 (C2, C3, C®, C7, C8, C?®), 113.61 (CN), 160.88
(CO,t-Bu). Macc-cniekrp, m/z: 390.1954 [M + H]*
(Beramcneno s C,oH,7N50,S: 390.1958).
mpem-bByTun-7-aMmuno-3-mpem-0yTnia-2-u3o-
NpoNnuJTHO-8-iuanonuppoJaol1,2-5][1,2,4|rpu-
asuH-6-kapooxcuaar (3a). Brixon 0.28 r (72%),
CBETJIO-KENTHIN MOPOITIOK, T. TI. 184—188°C (pasm.).
UK cnekrp (KBr), v, em': 3442, 3339 (NH,), 2969,
2982, 2930, 2869 (CH), 2217 (CN), 1661 (CO), 1617,
1586, 1513, 1495, 1459, 1439, 1396, 1382, 1368,
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1313, 1280, 1253, 1220, 1158, 1118, 1103, 1072,
1043, 1019, 931, 909, 854, 825, 796, 766, 707, 683,
649, 588, 542, 518, 489, 468, 424. Cnextp AIMP 'H
(300 MI'u, CDCly), 6, m. a.: 1.48 n [6H, (CH;),CH,
J 6.9 I'], 1.53 ¢ (9H, #Bu), 1.63 ¢ (9H, #-Bu), 4.25
cenrer [1H, (CH;),CH, J 6.9 I'i], 5.70 ¢ (2H, NH,).
Cnextp SIMP 13C (126 MI'u, APT, CDCly), 8¢, M. 1.:
22.46 [(CH;),CH], 28.52 u 28.82 [C(CH;)], 36.67
(SCHMe,), 38.36 [C3*C(CH;);], 81.64 [OC(CH;),],
68.89, 101.01, 137.76, 148.52, 152.91, 154.89 (C?,
C3, C6, C7, C8, C¥), 113.63 (CN), 160.89 (CO,t-Bu).
Macc-cniekrp, m/z: 390.1951 [M + H]" (Bbrumcieno
s CgH,,N50,S: 390.1958).
dTHa-7-aMmuHo-3-mpem-6yTua-8-uuano-2-
stuatuonuppoJo|1,2-b][1,2,4]Tpuazun-6-kap-
ooxcuaar (3e). Beixox 0.23 1 (66%), cBeTIIO-Ken-
TBIH OPOMIOK, T. L. 210-215°C (pazn.). UK crextp
(KBr), v, cm~': 3418, 3328 (NH,), 2969, 2931, 2872
(CH), 2214 (CN), 1666 (CO), 1621, 1583, 1524,
1487, 1442, 1383, 1398, 1366, 1303, 1258, 1221,
1204, 1171, 1140, 1113, 1072, 1023, 977, 871, 827,
765, 728, 686, 654, 542, 490, 422. Cnextp IMP 'H
(400 MI'u, CDCl), 8, m. a.: 1.42 T (3H, SCH,CHj;,
J 7.2 I'm), 1.45 T (3H, OCH,CH;, J 7.4 I'n), 1.54 ¢
(9H, #-Bu), 3.34 x (2H, SCH,CHj;, J 7.3 T'nm), 4.40
(2H, OCH,CH,, J 7.2 T), 5.69 ¢ (2H, NH,). Criextp
SIMP 3C (151 MI'u, APT, CDCl,), §¢, M. a.: 13.37
(SCH,CH5), 14.51 (OCH,CHj;), 25.71 (SCH,CHj,),
28.27 [C(CHj3);], 38.44 [C(CH5)5], 60.23 (OCH,CH5),
68.97, 99.94, 138.10, 148.56, 152.99, 155.40 (C2, C3,
CS, C7, C8, C#), 113.59 (CN), 161.29 (CO,Et). Macc-
crekrp, m/z: 348.1490 [M + H]" (BeluucieHo mis
C,6H,N50,S: 348.1489).
6-mpem-ByTun-8-3rua-7-amuno-1-(2-mpem-
OYTOKCH-2-0KCOITHII)-3-mpem-0yTHI-2-0KCO-
1,2-nuruaponupposnao|1,2-b][1,2,4] Tpua3un-6,8-1u-
kapoOokcuiar (4a). Berxon 45 mr (9%), cBetiio-xken-
TBI MOPOMIOK, T. TWI. 139—-140°C (pazn.). UK crextp
(KBr), v, eM™': 3478, 3350 (NH,), 3050, 2979, 2936,
2959, 2907, 2870 (CH), 1750, 1675 (CO), 1641, 1604,
1541, 1506, 1480, 1460, 1438, 1391, 1365, 1321, 1289,
1271, 1232, 1196, 1176, 1151, 1127, 1112, 1022, 980,
936,915, 878, 851, 823, 810, 785, 751, 727,701, 656,
627, 575, 558, 523, 508, 477, 435. Cnextp IMP 'H
(300 MI'u, CDCly), 6, m. a.: 1.39 T (3H, OCH,CH3;,
J 7.1 T'n), 1.44 ¢ (9H, #-Bu), 1.46 ¢ (9H, #-Bu), 1.60
¢ (9H, t-Bu), 4.34 x (2H, OCH,CH;, J 7.2 T'm), 5.16
¢ (2H, CH,N"), 6.33 ¢ (2H, NH,). Cnekrp SIMP '3C
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(126 MI'n, APT, CDCly), 8¢, M. a.: 14.39 (OCH,CHj),
27.87, 27.96 n 28.93 [C(CH;)5], 38.10 [C3C(CH;)5],
47.86 (CH,N'Y), 60.78 (OCH,CH;), 80.74 u 82.44
[OC(CHj;);], 86.54, 100.02, 133.89, 146.38, 150.45,
152.90 (C?, C3, Cb, C7, C8 C%), 161.12, 163.12 u
166.06 (CO,#-Bu). Macc-criextp, m/z: 493.2648 [M +
H]" (Berumcneno mst C,4H36N,O5: 493.2657).

mpem-ByTunia-7-amuno-3-mpem-6yTun-8-uua-
HO-1-(2-3TOKCH-2-0KCOITUT)-2-0KCO-1,2-TUTHAPO-
nuppoo[1,2-5][1,2,4] Tpua3un-6-kapodokcuiiar
(46). Beixox 20 mr (5%), CBETJIO-)KEINTHIN MOPOIIIOK,
T. . 170-176°C (pazn.). UK cnexrp (KBr), v, cm™
1: 3436, 3335 (NH,), 2974, 2934, 2873 (CH), 2217
(CN), 1759, 1691 (CO), 1653, 1619, 1529, 1551,
1483, 1453, 1412, 1386, 1369, 1319, 1254, 1212,
1132, 1094, 1020, 969, 932, 851, 819, 786, 765,
737, 716, 637, 570, 506, 463, 429. Cnextp AMP 'H
(300 MI'u, CDCly), 6, m. a.: 1.35 T (3H, OCH,CHj;,
J 7.2 T'n), 1.44 ¢ (9H, #-Bu), 1.60 ¢ (9H, #Bu), 4.33
x (2H, OCH,CH;, J 7.1 Tu), 5.00 ¢ (2H, CH,N"),
543 ¢ (2H, NH,). Cnekrp SIMP '3C (126 MTIw,
APT, CDCly), 8¢, M. n.: 13.56 (OCH,CH5), 27.30 u
28.32 [C(CH;);], 37.97 [C3C(CH;)5], 43.44 (CH,NY),
62.27 (OCH,CH,), 81.03 [OC(CHj;);], 75.56, 100.21,
133.51, 145.18, 148.43, 153.79 (C2, C3, C®, C7, C¥,
C?%), 112.51 (CN), 159.89 u 165.26 (CO,t-Bu). Macc-
criexrp, m/z: 4182078 [M + H]" (Bblamcieno s
CyoH,7N505: 418.2085).

O01ast MeToAUMKA CHHTE3a coeIMHeHu 5a, 6. K
pactBopy cynbduma 36 oo 3e (0.4 MMOIB) B XJI0-
puctom metwiene (10 mi1) B OgHY HOPIHIO 100aB-
msum K,CO; (1 1, 7.2 mmons). Ilonyyennyro cmech
oxnaxaanu o 0°C u npu nepeMenInBaHud HeOOIb-
IIMMU TOpUMsIME B TedeHne 10 MUH mpuOaBisum
Mema-xnopHan0eH3oinyo kucinory (~70%, 0.11
0.45 mMmonp). Ilo OKOHYAHWH PEAKITMOHHYIO CMECh
nepememnBaiy eme 20 MUH, 3aT€M ynapHBaJId pac-
TBOPHUTEJNH TIPU aTMOC(EPHOM JIAaBICHUH U T0OABISIIN
Boxy (20 mu) u EtOAc (40 mn). MHTEeHCHBHO TIepe-
MEIIMBAU 15 MHH, OTACISUIM OPraHHYECKYyIO a3y,
KOTOPYIO 3aTeM MPOMbIBaJIN BooH (50 M) 1 cymminu
6e3BomHbIM MgSO,. ®uibrpar ynapupain B BaKyy-
Me. OCTaToK OYMINATH C TIOMOIIBIO (herr-xpomaro-
rpacdun (amoent — EtOAc-rekcan, 1:3—1:1).

6-mpem-bByTunia-8-3Ttua-7-amuHo-3-mpem-
OyTuJa-2-nponuiacyib@uuuianupponoll,2-b]-
[1,2,4]Tpua3un-6,8-1uxapookcuaar (5a). Brixon
0.13 r (72%), xentas xkuakoctb. UK cnextp (KBr),
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v, em: 3437 ym (NH,), 3119, 3081, 3045, 3014,
2962, 2930, 2873 (CH), 1729, 1689 (CO), 1648,
1604, 1544, 1502, 1461, 1393, 1368, 1288, 1232,
1154, 1091 (SO), 1041, 1008, 851, 821, 789, 772,
743, 681, 582, 482, 421. Cnextp SIMP 'H (500 MTI'n,
CDCly), 6, m. m.: 1.11 T [3H, S(O)CH,CH,CH;, J
7.3 Tu], 1.45 v (3H, OCH,CH;, J 7.1 Tm), 1.58 ¢
(9H, t-Bu), 1.65 ¢ (9H, #-Bu), 1.66-1.73 u 1.79-1.89
M [2H, S(O)CH,CH,CH;], 3.16-3.25 u 3.36-3.46 m
[2H, S(O)CH,], 4.29-4.49 M (2H, OCH,), 6.94 ¢ (2H,
NH,). Cnexrp SIMP 'H (600 MI'u, JIMCO-dy), 8,
M. 1.: 1.01 T [3H, S(O)CH,CH,CHj;, J 7.4 T'u], 1.34
T (3H, OCH,CH,, J 7.1 T'm), 1.51 ¢ (9H, #Bu),
1.59 ¢ (9H, t-Bu), 1.55-1.63 u 1.66-1.74 m [2H,
S(O)CH,CH,CH;], 3.16-3.21 u 3.26-3.30 M [2H,
S(O)CH,], 4.25-4.30 1 4.32-4.37m (2H, OCH,). Cur-
Hai rpynnsl NH, He HaOmronaercs n3-3a yImmpeHus.
Cnextp SIMP '3C (75 MI'u, APT, CDCly), 8¢, M. 1.:
13.79 n 14.60 [OCH,CH; u S(O)CH,CH,CH;], 16.50
[S(O)CH,CH,CHj;], 28.86 u 30.66 [C(CH;);], 38.13
[C3C(CH5);], 54.15 [S(O)CH,], 60.23 (OCH,CH,),
82.53 [OC(CH3);], 90.27, 103.92, 124.08, 151.59,
152.81. Cnekrp SIMP '3C (126 MIu, APT,
IMCO-d;), 6, M. n.: 13.87 u 14.74 [OCH,CH;4
n S(O)CH,CH,CH;], 16.14 [S(O)CH,CH,CH;],
28.76 u 30.43 [C(CH;);], 37.96 [C3C(CH,)5], 53.66
[S(O)CH,], 60.00 (OCH,CHj;), 82.11 [OC(CH;);],
101.17, 136.03, 143.24, 164.14. Curnaasl HEKOTOPHIX
aTOMOB YIJIeposia He HAaOMIOAI0TCs U3-32 HU3KOW WH-
TeHCHBHOCTHU. Macc-cnektp, m/z: 453.2159 [M + H]"
(Berumcneno s C,1H3,N4O5S: 453.2166).
ITHa-7-aMuHo-3-mpem-0yTua-8-uuano-2-
3THACYAbUHUIANUPpoao([1,2-b][1,2,4]Tpu-
a3uH-6-kapookcmiaar (56). Brixon 0.11 r (76%),
CBETJIO-KEINTHIM MOPOIIOK, T. TuI. 210-220°C (pazin.).
UK cnekrp (KBr), v, em': 3420, 3328 (NH,), 3276,
3222, 3137, 2970, 2986, 2932, 2873 (CH), 2217
(CN), 1666 (CO), 1622, 1585, 1522, 1496, 1468,
1447, 1366, 1388, 1311, 1284, 1178, 1105, 1075,
1058, 1012 (SO), 968, 870, 826, 783, 769, 708, 682,
644, 592, 545, 511, 484, 435, 415. Cnextp AMP 'H
(300 MI', CDCl3), 8, m. a.: 1.35 T[3H, S(O)CH,CHj;,
J 7.5 I'u], 1.45 T (3H, OCH,CH;, J 7.1 '), 1.59 ¢
(9H, #-Bu), 3.18-3.47 m [2H, S(O)CH,CH;], 4.46
(2H, OCH,CHs, J 7.2 T'm), 5.99 ¢ (2H, NH,). Criextp
SIMP 13C (75 MI'u, APT, CDCl3), 8¢, M. 11.: 7.68 [S(O)
CH,CH;], 14.47 (OCH,CH3;), 30.32 [C(CHj5),], 38.39
[C(CHj;);], 46.67 [S(O)CH,], 61.18 (OCH,), 112.14

(CN), 150.56, 153.02, 154.19. CurHambsl HEKOTOPBIX
aTOMOB yIJIepojia He HaOJI0al0TCs U3-3a HU3KON HH-
TEHCHBHOCTH. Macc-criekrp, m/z: 364.1431 [M + H]"
(Beramcneno s CgH, NsO5S: 364.1438).
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Synthesis of 7-Amino-3-fert-butyl-2-alkylthiopyrrolo[1,2-b]-
[1,2,4]|triazine-6-carboxylates

S. M. Ivanov*, E. I. Tuzharov, and N. G. Kolotyrkina

N.D. Zelinsky Institute of Organic Chemistry Russian Academy of Sciences, Moscow, 119991 Russia
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Alkylation of tert-butyl 7-amino-3-tert-butyl-8-R'-2-oxo-1,2-dihydropyrrolo[1,2-b][1,2,4]triazin-6-carboxyl-
ates with alkyl halides R?Br (R! = CN, CO,Et; R? = n-Pr, CH,Boc, CH,CO,Et) gave 2-alkoxy derivatives. The
prolonged heating of the latter with alkanethiols R*SH (R? = n-Bu, n-Pr, i-Pr, Et) in the presence of a base cata-
lyst led to 2-alkylthiopyrrolo[1,2-b][1,2,4]triazines as the products of nucleophilic heteroaromatic substitution
reaction. Treatment with mCPBA furnished the corresponding sulfoxides. The sulfur-containing pyrrolo[1,2-b]-
[1,2,4]triazines have been isolated for the first time and studied by means of spectral methods and X-ray single
crystal diffraction. The compounds were also tested for antimicrobial activities.

Keywords: 1,2,4-triazine, pyrrolo[1,2-b][1,2,4]triazine, sulfides, sulfoxides, alkylation, substitution
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