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4. C. Kawxkos, IL M. Jdykud, O. E. Hacakun, B. H. Xpycraies,
B. H. Hecrepos, M. ). Anrunun, A. H. JIsnmukor

W30MEPUBAIAS =« -
2-APWJI-5,6-TETPAMETYUIEH-3,3,4-TPUIAAHO-2,3,4,5-TETPATHIPO-
MAPUINH-4-KAPBOKCAMUIOB IIPM JAEACTBUM KHUCJIOT

Tpu nettcTeuu KUCTIOT 2-apun-5,6-TerpameTuien-3,3,4-rpuruano- 2,3,4,5-1eTpa -
TMAPONMPHME-4-Kap6OKCAMUAE! B 3aBUCUMOCTH OT NPUPOZE! KMCIOTH M HPOROI-
KUTENBHOCTH HPOLECCa M3OMEPHUIYIOTCS B 2-apHil-5, 6—Te'rpaMemeH—3 3,4-Tpunmano-
1,2,3,4-terparunpormpumui-4-xapGoxcamunsl ¥ 3-apmi-1,8-tetpamermren-2,7-ou- .
asaluuxio [3.2.1] oxran-4,4,5-1puka peoHUTPIIILL.

Hamu 6Grito mokasaso, uro 2-apwi-35,0-rerpamerminen-3,3,4-Tpuim@anHo-
2,3,4,5-rerparmrpomapunui-4-xapbokcamusr ({a—B), MOMyUCHHBIE HPY B3au-
mMonescTsns - 1-(2-oxcommxnorexcyn) stan-1,1,2,2-rerpakapbosurpmia ¢ 1,3,5-
Tpuapuni-2,4-nuasa-1,4-neHTaqEEeHAMY, B IOPHCYTCTBMH OCHOBaHWA IpeBpa-
mamorcd B 4-apwin-3-ammuo-0,7-rerpamermwien-1-oxco-3a,4,5,7a~-TeTparagpo-
1H-mappono [3,4-c lnupummn-3a, 7a-nuxapOoHaTprIEL (IVa—s) [11.
IpoporxenmeM 9TAX MCCACKOBAHWA SBIMETCA WIYUEHAE IIPEBPAMICHAS
coenmucHY [a—B npm AelicTBrH KACHOT.

Coenunennda la—B B yKCyCHON, MypaBbMHON, MACISHOM, TpUTOPYKCYCHOM
KHCJIOTE M30MEPHAYIOTC B 2-apmi-5,6-rerpamerwien- 3,3,4-rpummano-1,2,3,4-
Terarmapormmpuaua-4-kapbokcamuast (Ila—s8), a mpm pedicrewm 209, BomgEOTO
PAcTBOpa CEPHOM KWCJIOTH COemWHEHWS la—B mpespamarorcss B 3-apwmn-1,8-
tTerpameTmieH-0-okco-2,7-nmasabumukno [3.2.1 Joxtan-4,4,5-1puKapOOEUTPUITHL
(IIIa—B) Oxkasamock, uto coeguaeamnga [[Ja—s o6pasy10Tc51 ¥ Opu AEACTBUH
BOIHBIX PACTBOPOB OPrAHWUECKHX KHCIIOT.

NH, NH,
O CN O CN
CN - CN o+
CN —a CN —_—
_ +
N Ar + N Ar H
Ta— ' H
B K
r
CN
CN
O] “CN
NH
Ar
H
la—s

I-IVa Ar= Ph, 6 Ar = 2-ypur, 8 At = p-MeOCH,
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MonexynspHas CTpyKTypa coefurenys 1116

Kpucrasumueckag CTPYKTypa MOJIEKYJibl 1116 yCTaHOBJIeHa [0 JAHHEIM
PEHTTeHOCTPYKTypHOro amanusa (pucyHok). Crpoceme coemmaermi [lla,s
OTIPENENIEHO CONOCTABICHUEM HX WK cmexTpoB CO CHEKTPOM COCTMHEBHS 1116, a
X COCTAaB — II0 AHHEIM 3JIEMEHTHOTO agaymsa (Tabi. 1, 4). ;

O crpoenmu coemumueawmd lla—B MOXHO CyAuTh TO WuX CIIOCOOHOCTH
OPAKTHEYCCKY KOMMUECTBEHHO MPEBPAINATHCS B M3BECTHEIE coeramerws 1Va—s
[1] mpm medicrsum HA BuxX ocHoBaswii. C ApyTO¥ CTOPOHB!, COENMHEHWS ITa—s=,
KaK ¥ coenmHerms la—8B, mpespamaiorcs B Ommukisl Illa—s B 209, BomHOM
pacTBope cepHoMt kmcaoThl. VK CHEKTPH ¥ JAHBBE OSJIEMEHTHOIO AHAIN3A
coemmuenni [Ja—B TAKXE COOTBETCTBYIOT IPEAIOKEHHOM CTPyKType (Tabum. 1, 4).

MoXHO IPEIIOI0XUTD, YTO Npu 00pasosanny kak coenmuerms 11, Tax u 11
OPOMCXONHT IpoToHMpoBaBMe CcyOcrpara I ¢ obpasosammem xarwoHa K,
najbHEeHIIee IpeBpallcHue KOTOPOT0, BO3MOXHO, 3aBUCAT OT KOHIEHTPanuA €T0

Tabaunga 1

Xapaxljepncmni coémeﬂnﬁ la—s, Ila—s

: i T
Coemw- Bpyxro- B , % : 1 | Berxom, %
HeHue opmyna i (pfén')’ (meronm) -.
C H N - .
Ha CioH17NsO 68.64 3.11 21.10 155...156 69
68,74 5,24 21,19
116 C17Hi15N502 63.38 4.62 21.66 >150 73
63,54 4,71 21,79 i
Iis Co0H1sN50 66.32 5.17 19.25 >155 76
66,47 5,30 19,38
Ifa . CioH17NsO _ 68.59 5.10 .14 >175 . 65 (A)
_ _ 68,74 5,24 21,19 ..
1116 C17H15Ns02 63.37 - 4.58 21.67 >110 82 (A)
63,54 4,71 © 21,79 ‘
IIs Ca0H19NsO 66,40 5,16 19,27 >160 . 71 (A)
66,47 5,30 19,38
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Tabnmuma 2

KoOpaMHaTs HeBOTOPOTHEIX ATOMOB (><120) a Koaq)qmzmeu-rm
SKBHBANEHTHOrO0 W3OTPONHOTO cMemieHHs (A° X 10) COETHHEHNS s

Atom x T y ST ' Ueq
0@z 639(2) 594D 4102(1) 33(1)
Oty ~3040(2) 1050901) 2508(1) 19(1)
N@) -239(3) - 6952 1 27747 | 154D
Ny . -1307(2). 8882(1) L2105 b e 15D
Nean) L o U56020) -7 s 3841(D) 3301)
Ny -2916(2) 9681 (1) 4304(1) 29(1)
New - -6903 (4) -7 8715(2) 2777(1) 25(1)
cwy - “12313) 5| 7433(D 2139(1) 14(1)
Cay ; -436(3) 6852(2) 1532(1) 18(1)
Cay . -1660(3) 7028(2) 867(1) 22(1)
Ca3) B -35023) 6524(2) 932(1) 2(1)
Cas . -43513) - 7254(2) 1491 (1) 16(1)
o) -506(4) 7735(1) 3365(1) 15(D)
Cay 561(3) 7259(1) 3997(1) 18¢1)

- Ce3) L 173603) 5783(2) M b 38(1)
Coy 223003 6927(2) 4982(1) - 20(1)
Ces) 14753 | 18972 4518 | 2501
Cw -2558(4) 7816(1) | 34200 | 15(D)
Cany ‘ ~3260(3) 6566(1) 3657(1) | 18(1)
C) L 7= 16) $853(1) 3922(1) 18D
s 35854 | - 8172(D) 2695(1) 11(1)
Cosny -5438(6) |- 8452 | 2741(D) 15¢1)
Co) ~2624(3) 9378 (1) 2422(1) 14(1)
Ce® | -3182(3) 7117Q) 2176(1) 13(1)

B HCIIOB3YEMOH cpene. B BOXHOM pacTBOPE CEPHOM KEC/IOTH M3-3a CHIbHOKHCIOA
Cpexsl KOHIEHTpAamus KaTuoHa K [OCTATOUEA AJIS BHYTPHUMOICKY/ISPHOU
ouKmM3anmu ¢ obpasosammeM coemmmenms II1.. B smemgmoit yxcycHO# xmcioTe
KOHCTAHTA KMCHOTHOCTH KatwoHa K, MO-BHAEMOMY, COM3MEDPAMA ¢ KOHCTAHTOM
ayTOHpOTONM3a YKCYCHOM KHCTOTHL B BCHCACTBHC ITOO [POMCXONAT JICTKHM
OTPHB HpoTOHA ¢ oOpaszopanueM Oosiee TEPMONMHAMUYECKH YCTOHYMBOIO
ocrosarms II. OGpasosanue coemmuenns 111 Opu IUIATEILHOM BHEEPXUBAHUY B
OPraHmyYEeCKAX KUCIOTAX TAKXE O0BIACHICTCS OOPATHMOCTHIO ITOH PEakIiuy.

SKCIEPUMEHTAJIBHAY YJACTD

YK crexTps! CHaTHI Ha npubope UR-20 jis 00pasmos B BA3€IMHOBOM Macie. YuCTOTY cuUHTe-
3SMPOBAHHBIX COCAMHEHHI, 4 TAKOKE CTENCHb 3aBEPIUEHMS Deakumil ycraHaemmsam MeropoMm TCX
(Silufol UV-254). .

PeHTre HOCTPYKTYPHEIE HCCAENOBAapUd coeguHenas IT16. Kpucranns coegunenud 1116
(C17H15N502, M 321,34) MOHOXIMHHBIE, HPOCTPAHCTBEHHAY rpymmra P21/c, mpu -100 °C: a=7,574(3),
5=10,252(3), ¢ =19,745(7) &, = 96,55(2)°, V=1523(1) A3, Z=4, d = 1,238 r/cx’. Tlapamerpst
3JEMEBTAPHOM sueiKky ¥ wATEHCUBHOCTH 2036 OTpakeHMIl M3MEpEeHBI Ha aBTOMATUUYECKOM Fe-
ThIpexKpyKHOM mudpakTomerpe Siemens P3/PC (T'=-100 °C, AMoK¢, rpadUTOBBI MOHOXPOMATOP,
6/26-cxanvuposarme, Bmax = 27°). CIpykTypa pacimudpOBaHA MPIMbIM METOXOM M YTOUHEHA [OIHO-
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AyuHel CeA3eH ¥ BANCHTHBIE YIIBI B MOJEKyJe coexupenms ITI6

Tabnunga 3

Crs3p Iinvna, A Yrox @, rpag. Yroxn @, tpan.
032—Cpy 1,369(2) | Cin—O0@E2—CEz) | 105,86(12) | C3—Noy—C) 113;3(2)
O@2y—C3) | 1,373(2) | Ce—Nmn—Cq) 112,69(14) | N@—Cu—Nm 112,76(12)
Ow1)—Ce) 1,218(2) | N@—Cw)y—Cs) 107,0(2) N7—Ca)—Cs) 100,51 (14)
Ney—Cp 1,450(2) | N@o—Cp—Cpy 109,3(2) N#—Cp)—Cay 111,85(13)
Ne—Cu 1,471(2) | Ciey—Cay—Cun 115,32) | Cy—Cun—Caa) | 112,0(2)
Niny—Cis) 1,3372) | Cu3—Caz—Cpay | 111,3(2) Cay—Cu3—Cpay | 111,2(2)
No—Cy 1,487(2) | Cus—Cua—Ces) 110,0(2) N@)—CE—Cei 112,4(2)
Nun—Cuny | 1,139(2) | N@y—Ca—Cea 108,320 | Cay—Cp—C | 113,98(14)
Nazy—Caz) 1,142(2) | C5—Cpn—O0@E2) | 110,08(3) | Ces—Crn—Ca) 131,68(14)
Neisn—Csy L152¢3) | OEp—Cpey—Cwm) | 118,24(12) | Cio—CE3—0@2) | 110,9(2)
Cy—Crs) 1,522(3) | -C33—CEoy—Cps) | 106,5(2) Ci)—Cisy—Cx4e | 106,6(2)
Coy—Cay 1,524(2) | Cuan—C@—Cw | 109,06(14) | Cuz—C@a—C3) 107,1(2)
C(u)—C(lz) 1,528(2) | Cpp—C@—Cm | 111,6(2) C)—C—Cs) 110,36(14)
Cun—C3) 1,507¢3) | Cay—C@)—Cs) 109,0(2) Ci3)—Ca)—Cs) 109,7(2)
Can—Caa 1,535(2) | Nun—Cun—Cwy | 179,32 N@2)y—Ca2)—Cy | 1754(2)
Caa—Cs) 1,535 (25 Cis1)—Cis)—Ces) 116,6(2) Cis—Cs—Ce) | 110,99(14)
Ce—Cpy 1,489(2) | C)—C5—Ces) 100,9(2) Ci51)—C5—Cray 11,6(2)
Cie—Cw 1,572(3) | C8y—C(5—C9) 108,9(2) Ce—C5—Cw 107,0(2)
Cey—Css) 1,343(2) | Nep—Cisn—Cs) 177,9(2) Ow61)—Cr)—Nm 130,21 (14)
CE3—Cy 1,324(3) | Opn—C)—Ces) 124,5(2) Nn—Cws—Cs) 105,24(14)
Cy—C3s) 1,428(2) | Cn—C®—Cpa) 113,84(14) | C1)—Cm—Cs) 98,6(2)
Cey—Caz) 1,484(2) | Caa)—Cpy—C(s) 112,5(2)

Cey—Cay 1,484(2)
C(4)—C(5) 1,591 (2)
C5—Cesyy 1,445(4)
Cis—Cs) 1,545(2)
C(g)—C(@) 1,562(2)
Tabnuna 4
UK coextper coegvmesmit Ila—B, Illa—B
v, CM_l
Coepn-~
Herwe V NH2, YV c=0. Yc=c
Yc= N
YN—H Jd Nm2
IIa 3460, 3400, 3345, 3270 2260 1695, 1650
116 3470, 3410, 3360 2265 1690, 1640
IIs 3480, 3370, 3323 2250, 2260 1685, 1650
Ia 3350, 3230 2260 1708
me6 3360, 3295 2265 1710
IIIs 3320, 3250 2260 1711
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Matpuurbsid MHK B 2aHU30TPOHOM IPUGIMXEHMM TS HEEONOPONHBIX aTOMOB. ATOMBI BOXOPOAE, JIOKa-
JIU30BaHHbIe OOBEKTMBHO B pasHOCTHOM (Dyphe-CHMHTESE, YIOYHEHH! B U30TPOIHOM TIPHUOIMIKEHUH.
Oxommaremubie (Gaxropsl pacxomumoctv Ri= 0,029 o 1779 meaasucumem orpaxkenmsM ¢ [ > 20() u
wR2 = 0,103 0o Bcem 1815 He3aBUCUMBIM OTpaKeHMsM. Pacuersl nposenes: ga IBM PC/. AT-486 no
nporpamvam SHELXTL PLUS, SHELXL-93. KoopauHaTsl ATOMOB, JUIMHBI CBA3€H, BAJICHTHBIE YIJIbI U
TEIUIOBBIE TaPAMETPHI AETOHUPOBaEb! B KeMOPUIKCKOM HERTPE KPUCTA/LIOrPahHUIECKMX NAHHBIX.
2-Apui-5,6-TeTpamMeriies-3,3,4-Tpanuano-2,3,4,5-TeTparugponupauH-4-KapOoK caMu sl
(fla—-). JobasnsoT 5 MMOTIB COOTBETCTBYIOMIETO COSTUHeHus: Ja—B K § MIT IESHOM yKCy CHOM KUCTO~
Th1. [Ipy nepeMemmBanuy CHavaa DPOUCXOIUT PACTBOPEHUE PEATEHTa, 2 uepes 2...3 mun 06pasyerca
ocagok. IT0 OKOHUAHMY DEAKIMM OCAfOK OTOUILTPOBHIBAIOT, IPOMBIBAIOT OXJIAXKJEHHBIM
M30MPOIFIIORHIM CITUPTOM, TIePEK PUCTALTH30BEBAIOT U3 H30MPOTHMIIOBOIO CIIMPTA, CYIIAT B BAKYYME.

AHaNOTUYHO TOKYYaiOT coeuueHus Ila—B, MCIONB3ys BMECTO YKCYCHOM KUCIOTHI MyPaBbHEY IO,
MACTHIHYIO ¥ TPUGTOPYKCYCHYE0 KMCIOTHL.

3-Apmi-1,8-rerpamMeraien-6-0kco-2,7-auaszabunux o [3.2.1 joxrag-4,4,5-1prKapbOHEIPHIIEL
(IlTa—g). A. X 15 »ur 20%, ceprOit KUCTOTHE 500aBIsOT 5 MMone aMuza la—s. Tlpu nepeMemMBaHﬁm
PEAreHT IOCTENEeHHO pacTBopsercs. OAHOBPEMEHHO IPOMCXOIT 00pasosate HOBOro ocanxa. ITo oxon-
YAHMK PEaKIUY 0CANOK OT(DUABTPOBBIBAIOT, IPOMBIBAIOT BOLOM. QTUCTKY COEnMHEHUS MMa—s TIPOBOZSET
epeocasKNeHueM BOOM U3 aleTORUTPrIA. Bemectsa cymar B Bakyyme Hax P20s.

B. AmanoruysHo MeTORy A, ucionssys S0%, BOZHBIE PACTBODHI MYPABLUHOM M -rpucb'ropyxcycaoﬁ
KUCTIOT, HOAYYaioT coenvenus Hla—a. Tlpu ucnomssosanuu 50%, BOZHOTO PACTBOPA YKCYCHOM KMCIO-
THI [J15 3aBEPLICHMS PEAK MM HEOOXOIUMO HArPEBAHUE PEAKITMOHEOM MACChI 10 TEMIEPATY Pl KMIIEHM.

B. Pacreopsior 5 MMOJIb aMuja Ia—s8 B YKCYCHOH KHMCIIOTE, CMECH BBIIEPKUBArOT 24 9, 0CafoK
0ThOMIIBTPOBBIBAIOT, IPOMBIBAIOT BOAIOM, CyIHAT B BAKYYME.

I'. Amamormano METOAY A u3 coepuuenuii Ila—s nomywaot Ifa—s.

3- AMHEHO-6-MeTHI- 7-OPONHAL- 1 -0KCo-4-Penni-3a,4,5,7-rerparugpo-1 H-nuppomxo [3.4-c]
nRpUIAH-34, 7é-nnKap6oxm-rpnn (IVa). K cycriensum 0,33 ¢ (1 MMOIb) COefmuenus [la B 2 M
M30IPONMIIOBOr0 crupTa nobassor 0,1 Mi 59 pacTeOpa TPUITHIIAMMHA B M30IPOIMIOBOM CIMPTE U
HArpeBaoT A0 kuneuus. Ilpyu 5TOM CHauajga pPacTBOPSETCS OCANOK, 3aTEM B KUIFIIEM DAacTBOpE
ofpagyercss HOBBIA 0CAZIOK. PEaXUOHHYHO CMECh OXIAXKAAM0T, OCAKOK OTQIIIbTPOBBIBAIOT, IIPOMBIBAIOT
OXJTAXKAECHHBIM H30IPOIMIOBEIM CIIMPTOM, CYIIAT B BAKyyMe A0 MOCTOsHHOM Macchl. [oxygator 0,32 ¢
(97%) 6eCUBETHOTO KPUCTAIUIMYECKOTO cogpuuerns, Tmr 208...210 °C (pazin.) . YIK crrextp: 1566, 1650
W C=N, v C=C, d NH2); 1730 (¥ C=0); 2265 (v C =N); 3325 oMt (WN—HD).

UK cHexTp CMHTE3UPOBAHHOrO BewetTsa upenTuyer UK criexrpy coepumenus 1Va, IOIyIeHHoro
mo meroxuke [1], a ux npoba cMeleHus He uMeeT NeIPECCHY TEMIIEDATY PhI ILIABICHMS.

Ananoruaso U3 coexurenuir 116,8 noayuaroT coenusenus I116,8.
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